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or C g alkyl and R™ is -OR' or ~-N{R”),); (v} R™ is H and R™ is H, CH:, CH,CH;,
CH(CHs)y, CH,CH(CH,),, CH(CH:)YCH,CH,, CH,Ph, CH,-indol-3-y1, -CH,CH,SCH;,
CHCOH, CHCONH, CHLCHLCOOH, CHCHC{OINH,, CHCHLCHCHNH,, -
CH,CH,CH,NHC(NH)NH,, CHy-imidazol-4-yl, CH,OH, CH{OH)CH,, CH{(4'-CH)-
Ph), CHLSH, or lower cycloalkyl; or (viil) R is OHs, -CHCH;, CH(CHz ),
CH,CH{CH;),, CH(CH;)CH,CH;, CH;Ph, CH,-indol-3-yl, -CH,CH,SCH;, CH,C(:H,
CHC(OYNH,, CHCHCOOH, CHyCHLC(O)NH,, CHCHCHCHONH,, -
CHYCH,CHNHCO(NHINH,, CHy-imidazol-4-vl, CH,O0H, CH{OH)CH;, CHy((4-OH)-
Ph), CH,SH, or lower cycloalkyl and R*” is H, where R¥ is independently hydrogen or
alkyl, which includes, but is not limited to, Cy., alkyl, C;.p alkyl, or C; s alkyl, RY s -
OR' or -N{R” }2);

(d) RYis hydrogen, Cia alkyl, Ciyp alkyl optionally substituted with a lower
alkyl, alkoxy or halogen, Cy.10 haloalkyl, Cs 10 cycloalkyl, cycloalkyl alkyl,
cycloheteroalkyl, aminoacyl, di(lower alkyhamino-lower alkyl, aryl, such as phenyl,

heteroaryl, such as, pyridinyl, substituted aryl, or substituted heteroaryl;

{) R’ is H, a lower alkyl, ON, vinyl, O-(lower alkyl), hydroxy! lower alkyl,
t.e., -(CH2),0OH, where pis | -6, including hydroxyl methy! {CH,OH), CH,F, N,
CH,CON, CHyNH,, CHNHCH;, CHLN(CHG),, alkyne (optionally substituted), or halogen,
including F, CL, Br, or §, with the provises that when X is OH, base s cytosine and R%is
H, R’ cannot be Nyand when X is OH, R%is CHy or CH,F and Bis a puring base, R’

cannot be H;
(H) R®is H, CHa, CHoF, CHE,, CFa, F, or ON;
{g) X isH, OH, F, OMe, halogen, NH,, or Nj;

{h) Y is OH, H, 4 alkyl, Cy 4 alkenyl, Coq alkyoyl, vinyl, N3, CN, Ci, Br, F,
I, NO,, OC(OO(C 4 alkyD), OC{OYO(C i alkyly, OCOYO0(Coy alkynyly, OC{OYG(Cou
alkenyl), OC; ) haloalkyl, O{aminoacyl), O{Cy 40 acyh), G{C 4 alkyly, O{Cys alkenyl),
S{Cyq acyl), S(C1q alkyl), S{Cyhq alkynyly, S{Chs alkenyl), SO{C 14 acyl), SO(C4 allyl),
SO(Cq.4 alkynyl), 8O(Ch alkenyl), 8OAC, 4 acyl), SO(C 4 alkyl), SOAC;4 alkynyl),
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SO(Cy.a alkenyly, OS(0)(Ci4 acyl), OS(ON(Ci4 altkyl), OS{O(C.. alkenyl), NH,
NH(Cy 4 alkyl), NH(C; 4 alkenyl), NH(C, 4 alkynyly, NH(C; 4 acyD), N(Cy4 alkyl),, N(Cy.
1z acyly, wherein alkyl, allkynyl, alkeny! and vinyl are optionally substituied by Ns, CN,
onc to three halogen (Cl, By, F, 1), NO,, C{OYO(C 4 alkyl), CIOYO(Cr4 alkyly, C{OYO(C,.
5 alkynyly, COOYCo 4 alkenyl), O(Cy 4 acyl), O{Cr . alkyl), O(C, 4 alkenyl), S{C; . acyl),
S(C 14 alkyD), 5(C,4 alkynyl}, S(Cy4 alkenyl), SO(Cy 4 acyl), SOG(Cy 4 alkyl), SO(Cy4
alleynyl), SO(C,4 alkenyl), S0:(C 14 acyl), SGH{Chq alkyl), SOAC,4 alkynylh), SG{Coy
alkenyl), OS(0)(Ci.4 acyl), OS(OR{Ci4 alkyl), OS(0),{C,4 alkenyl), NH,, NH{C: 4
alkyly, NH(Co.4 alkenyly, NH{C,.4 alkyoyl), NH(C 14 acyl), N(Ci4 alkyly, N(Cig acylh;

()  RYisNH,and R'is H, F, Br, 1, OH, OR', NH,, NHR', NR',, CO,R/,
CONH,, CONHR', CONR';, CH=CHCO,H, or CH=CHCO:R;

wherein R' is a lower alkyl, a lower cyeloalkyl, or C{O¥lower alkyl) or
alternatively, in the instance of WNR',, cach R’ comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
M Zis Nor CR'; and

R*? s an H, halogen (including F, C1, Br, 1), OR', NH,, NHR’, NR%, NG;, lower
alkyl of Cy-Ce, COR, CONH,, CONHR', CONR';, CH=CHCO,H, or CH=CHC(:R".

An sixteenth aspect of the third embodiment is directed to a compound

represeuted by formula -6
wherein

(a) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p~chloro-phenyt, p-fluorophenyl;
{b) R’ is hydrogen or CHa;

(€)  R™isHand R* is H, CHz, CH{CH:),, CHCH(CHaz)z, CH(CH:)CHLCH3,
CHzph, CHz—indOE-S-yL -CI’EQCHQ_SCH?,3 CHzCOQ_H, CHQC(O)NHQ, CH;:CHQCOQH,
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CHWCHICizO)NHQ, C:HQCH})CH?_CH}NHE, -CH]CHICHQNHC(NH}NHg, CH;z-imidaZOE-4-
vi, CH,OH, CH{OH)CH;, CH,((4'-0OH)-Ph), CH,5H, or lower cycloallyl;

Gy R’ is hydrogen, CHs, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-mcthyl-azctidin-3-yl, N-
methyl-pyrrolidin-3-yl, Ne-methyl-pyrrohdin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkylamino-lower alkyl;

{¢) R’ is H, CN, CH;, OCH;, CHOH, CH.F, halogen, incloding F, CL, Br, or
1, with the provisos that when X is OH, R%is CH; or CH,F, R’ cannot be H;

()  RisH, CHs, CHLF, CHE,, CFs, F, or ON;
(g} Xis H, OH, F, OCH;, CL, Br, I, NH;, or IN5;
(h) Y is OH, H, CHa, vinyl, NHy, Na, CN, CL, Br, F, 1, OC(0)CH;, OCHz;

()  RYisNH,and R is H, F, Br, 1, OH, OR', NH,, NHR', NR", CO,R’,
CONH,, CONHR', CONR",, CH=CHCO,H, or CH=CHCO,R";

wherein R' is a lower alkyl, a lower cycloalkyl, or C(O){lower alkyl) or
alternatively, in the instance of NR',, cach R coraprise at least one C atom that are joined

to form a heterocycle comprising at feast two carbon atoms; and
0 ZisNor CR"; and

R'“isanH, halogen (inchuding ¥, CL, Br, ), OR’, NH,, NHR', NRY,, NO;, lower
alkyl of Cy-Cq, COR', CONH,, CONHR', CONR',, CH=CHCQO,H, or CH=CHCO,;R".

A scventeenth aspeet of the third embodiment is directed to a compound

represented by formula 1-6
wherein

{(a) R is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-toiyl, p-

bromo-phenyl, p-chloro-phenyl, p-fluorophenyl;
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(by R’ is hydrogen or CH;;

(€)  R™is Hand R* is H, CHs, CH(CH;),, CH,CH{CHa),, CH(CH:)CH,CH;,
CH,Ph, or lower cycloalkyl;

(d) RYis hydrogen, CH:, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopeniyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-y1, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyDarmino-lower alkyl;

{) R’ is H, CN, CH.F, F, CL, Br, or I, with the provisas that when X is GH,
RS is CH; or CH,F, R’ cannot be H;

(i RYis H, CH., CHF, CHE,, CFs, or F;
(g)  XisH,OH.F, OCHs, F, CL Br, I, NHy or Nj;
(hy Y isH,OH, CH:, F, CL, Br, I, NH, or N3, OCH:, or OC(O)CH;;

(i)  RYisNHyand R'is H, F, Br, 1, OH, OR’, NH,, NHR', NR',, C(LR),
CONH,, CONHR', CONR",, CH=CHCOQ,H, or CH=CHCO,R’;

wherein R' is a lower alkyl, a lower cycloalkyl, or C{O)lower alkyl) or
alternatively, in the instance of NR',, each R comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
) Zis N or CR'%; and

R'“1{san H, halogen (inchuding F, Cl, Br, 1), OR’, NH,, NHR', NR';, NO;, lower
alkyl of Cy-Cq, COR', CONH,, CONHR', CONR',, CH=CHCO,H, or CH=CHCO:R".

An cighteenth aspect of the third embodiment is directed to a compound

represented by formula -6

wherein
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{(2) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p-chioro-phenyl, p-fluorophenyl;
(b}  R?is hydrogen;

(¢y R™isHand R™is H, CH;, CH(CH,),, CH,CH(CH,),, CH(CH:)CH,CH;,

CH,Ph, or lower cycloalkyl;

(d) R* is hydrogen, CHs, EBt, 'Pr, "Pr, "Bu, 2-butyl, 'Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-vi, N-methyl-pyreolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di{lower alkyyamino-lower alkyl;

() R’ is H, with the provisos that when X is OH, R%is CH; or CH.F, R®

cannot be H;
(fy  RisH, CH,;, CHF, CHF,, CF;, or F;
{g} Xis H, OH, OCH;, F, NH; or N3;
(hy Y is OH, NH;, OCH;, or OC({O)YCHz;

()  RYisNHyand R'is H, F, Br, I, OH, OR’, NH,, NHR', NR',, CO,R’,
CONH,, CONHR', CONR',, CH=CHCO,H, or CH=CHCO,R’;

wherein R' is a lower alkyl, a lower cycloalkyl, or C{O)lower alkyl) or
alternatively, in the instance of NR',, each R’ comprise at {east one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
. - - ‘ 2
0 ZisNor CR"; and

R*“isan H, halogen (inchuding F, CL, Br, 1), OR’, NH,, NHR', NRY, NO;, lower
alkyl of C1-Cq, COLR', CONH,, CONHR', CONR', CH=CHCO,H, or CH=CHCO,R",

A ninteenth aspect of the third embodiment is directed to a compound represented

by formula I-6
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wherein

{a) R is hydrogen, methyl, phenyl, p-bromo-phenyl, p-chloro-phenyl, p-
fluorophenyl;

(b R’ is hydrogen;

()  R™isHand R® is H, CH,, CH(CH:),, CH,CH{CHa),, CH(CH:)CH,CH;,

CH,Ph, or lower cycloalkyl;

(@ R* is hydrogen, CHs, Et, 'Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, eyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-vyi, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-y1, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyijaming-lower alkyl;

{¢) R’ is H, with the provisos that when X is OH, R®is CH; or CHLF, R®

cannot be H;
(fy  R"isH, CH;, CH,F, CHF,, CF3, or F;
{g) X is H, OH, OCH;, F, NH, or Ns;
(h} Y is OH, NH,, OCHa, or OC(OYCHs;

{1 R is NH, and R' are independently H, ¥, Br, I, OH, OR’, NH;, NHR',
NR', CO.R!, CONH,, CONHR', CONR',, CH=CHCO;H, or CH=CHCO,R",

wherein R' is a lower alkyl, a lower ¢ycloalkyl, or C{(O)lower alkyl) or
alternatively, in the instance of NR',, each R’ comprise at least one C atom that are joined

to form a hetcrocycle comprising at least two carbon atoms; and
0 7 isNor CRY; and

R“isanH, halogen (including F, Cl, Br, 1), OR’, NH,, NHR', NR';, NO,, lower
alkyl of Cy-Ce, COLR', CONH,, CONHR', CONRY, CH=CHCO,H, or CH=CHCO,R".
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A fourth embodiment of the invention i directed to a compound represented by
formula I in which the base is a structure represented by formula ¢ above, where R* is H
and R*, R™, R®, R* R’ RS, X, and Y are defined in the Summary of the Invention

section above.

A first aspect of the fourth embodiment is directed to a compound represented by

formula §-7

-7

wherein

(a) R' is hydrogen, n-alkyl; branched alkyl; cycloalkyl; er aryl, which
includes, but 1s not limited to, phenyl or naphthyl, where phenyl or naphthyl are
optionally substituted with at least one of C6 alkyl, Cy6 alkenyl, Cyy alkynyl, Cis
alkoxy, F, Cl, Br, L, nitro, cyano, T ¢ haloalkyl, -N( Ri.)g, Cis acylamino, -NHS8G,C 6
alkyl, -SON( Rll)zﬁ COR", and -80,C ¢ alkyl; (R is independently hydrogen or alkyl,
which includes, but is not limited to, C) ;g alkyl, C)g alkyl, or Ty alkyl, RY is —OR' or -

NER )

(by R’ is hydrogen or CHa:

{c) R and R’ are (i) independently selected from hydrogen, Cp o atkyl,
eveloalkyl, (CHWNR M), Cii hydroxyalkyl, -CH,SH, -(CH,),8(0)Me., -
(CHR):NHC(ENHINH,, (TH-indol-3-yDmethyl, (1H-imidazol-4-ylymethyd, -
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(CH)LCORY, aryl and aryl €1 alkyl, said aryl groups optionally substituted with a
group selected from hydroxyl, Cy o alkyl, Ci¢ alkoxy, halogen, nitro and cyano; it} R*
and R™ both are Crs alkyl; (i) R™ and R™ together are(CHy)r so as to form a spiro ring;
{iv) R* is hydrogen and R™ and R’ together arc (CH,), so as to form a cyclic ring that
includes the adjoining N and C atoms (v} R* is hydrogen and R™ and R® together are
(CHa), 50 as to form a cyclic ring that includes the adjoining N and C atoms, where ¢ is 1
t06,dis0to 2, ¢cisBto3, fis 210 5, nis 2 to 4, and where R is independently hydrogen
or Cy alkyl and RV is -OR' or v—-N{R‘y)z); {vi) R*¥is Hand R is H, CH:, CH,CH;,
CH(CHa)z. CHCH(CH: ), CH(CHCHCH,, CHLPh, CHy-indol-3-v1, -CH,CH,SCH:,
CH,CO,H, CH,C(O)NH,, CH,CH,COOH, CH,CH,C{O)NH,, CH,CH,CH,CH,NH,, -
CH,CH,CH,NHC(NH)NH,, CH-imidazol-4-yl, CH,OH, CH(OH)CH;, CH,((4'-OH)-
Phy, CHS8H, or tower cycloalkyl; or {viii) R* s CHs, -CH,CHs, CH(CH:),,
CH,CH{CH:}),, CH{(CH)CH,(H;, CH;Ph, CH,-indol-3-vl, -CH,(CH,SCH;, CH,COH,
CHC(OINH;, CHCHCOOH, CHCHC(OINH,, CHCHCH,CHONH,, -
CH,CH,CH,;NHC{NH)NH,;, CH,~imidazol-4-yl, CH,OH, CH{OH)CH;, CH((4'-OH)-
Ph), CH,SH, or lower cycloalkyl and R™ is H, where RY is independently hydrogen or
alkyl, which includes, but is not limited to, Ci alkyl, Crio alkyl, or Cie alkyl, R is ~
OR' or -N(R™),);

(d R is hydrogen, Cy_yg alkyl, Cy_i, alkyl optionally substituted with a lower
alkyl, alkoxy or halogen, Ci.ie haloalkyl, Caio cycloalkyl, cycloalkyl alkyl,
cycloheteroaltkyl, aminoacyl, dilower atkyhamino-lower alkyl, aryl, such as phenyl,

heteroaryl, such as, pyridinyl, substituted aryl, or substituted heteroaryl;

(e) R is H, a lower alkyl, ON, vinyl, O-(lower allyl), hydroxyl lower alkyl,
i.e., -(CH)pOH, where p is | -6, including hydroxyl methyl (CHOH), CHoF, Na,
CHLCN, CHONH,, CHLONHCHs, CHN(CHa),, alkyne {optionally substituted), or halogen,
including ¥, Cl, Br, or 1, with the provisos that when X is OH, base is cytosine and K% s
H, R’ cannot be N3 and when X is OH, RO s CH; or CH,F and Bis a purine base, R’

cannot be H:

() R%isH, CHs, CFLF, CHF,, CFy, F, or ON;
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(g} X is H, OH, F, OMe, halogen, NH;, or Nj;

(h} Y is OH, H, C4 alkyl, C, 4 alkenyl, C, 4 alkynyl, vinyl, N;, CN, Cf, Br, F,
I, NOy, OC(OYO(C o alkyl), OC(OYO(Crg alkyly, OCIOYO(Cy 4 alkynyly, OC(OYO(Coa
alkenyl), OC, . haloalkyl, O{aminoacyl), G{Ciio acyl), O{(C 14 alkyl}, O(Ch4 alkenyl),
S(Cyq acyly, S(Cy 4 allyl), S{(Cy 4 alkynyl), S{Cy4 alkenyl), SOC 14 acyl), SOC 4 alkyl),
SO{Cy.4 alkynyl), SO(C,4 alkenyl), SOHC4 acyl), SG(C14 alkyl), SOHCyy alkynyl),
SO(Cyg alkenyl), OS(0)AC 4 acyl), OS(0)(Ci4 alkyl), OS{O(C,4 alkenyl), NH,
NH{Cq 4 alkyi}, NH(Cy 4 alkenyi), NH{Cy 4 alkynyl), NH(C) 4 acyl), N{C .4 atkvl)z, N(Cy.
12 acyl),, wherein alkyl, alkynyl, alkenyl and vinyl are optionally substituted by INs, CN,
one to three halogen (Cl, Br, F, 1), NG;, C{OYO(C 4 alkyl), CIOY{C4 alkyly, C{OO(C,.
4 alkynyl}, C{OYO(Coyg alkenyl), O(Ciq acyl), O(C1y alkyl), O(Ca4 alkenyl}, S(Cy4 acyl),
S(C 4 alkyD), S(Cy.4 alkynyl), S(Ch.s alkenyl), SO(Cy 4 aeyl), SO{C 4 alkyl), SO(Co4
alkynyl}, SO(C; 4 alkenyl}, SO(C1 4 acyl), SOH{C1 4 alkyl), SOAC, 4 alkynyl), SG(Cry
alkenyl), OS(0)(Cq acyl), OS(0O){C4 alkyl), OS(0),(C, 4 alkenyh), NH,, WH(C, 4
alkyl), NH(C,.4 alkenyly, NH{C, 4 alkynyi), NH{C.4 acyl), N(Cy.4 alkyl)z, N(C 4 acyl);

()  RYisH F, CL Br, 1, OH, OR’, §H, SR, NH,, NHR', NR'3, lower alkyl of
C1-Cs, halogenated (¥, Cl, Br, I} lower alkyl of C1-Cg, lower alkenyl of Cr-Cy,
halogenated (F, Cl, Br, ) lower alkenyl of Co-Cs, lower alkynyl of C2-Cs such as C=CH,
halogenated (F, Cl, Br, I lower alkynyl of C-Cs, lower alkoxy of C-Cs, halogenated (F,
Ci, Br, T) lower alkoxy of C-Cs, CO;H, CO,R', CONH,, CONBR', CONR',,
CH=CHCO;H, or CH=CHCO:R’,

wherein R’ 1s an optionally substituted alkyl , which includes, but is not limited to,
an optionally substituted Ciop alkvyl, an optionally substituted Ciap alkyl, an optionally
substituted lower alkyl; an optionally substituted cycloalkyl; an optionally substituted
alkynyl of C,-Cs, an optionally substituted lower alkenyl of C;-Cs, or optionally
substituted acyl, which includes but is not limited to C(O) alkyl, C{O}C i aliyl),
CLOYNC g alkyl), or C(O)(lower alkyl) or alternatively, in the tnstance of NR', cach R’
comprise at least one C atom that are joined to form a heterocycle comprising at least two

carbon atoms; and
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1 ZisNor CRY; and

R is H, halogen (including F, Cl, Br, 1), OH, OR', SH, SR', NH,, NHR", NR",
NG, lower alkyl of C-Cg, halogenated (F, C, Br, I} lower alkyl of Ci-Cg, lower alkenyl
of C-Ce, halogenated (F, Cl, Br, I} lower alkenyl of Co-Co |, lower alkyny! of Cy-C,
halogenated (F, Cl, Br, 1) lower alkynyl of Cp-Cs, lower alkoxy of Ci-Cs, halogenated (F,
Ci, Br, I) lower alkoxy of C;-Cs, COH, COR, CONH,, CONHR', CONRY,,
CH=CHCO,H, or CH=CHCO,R"; with the proviso that R' is not a: (i) ~C=C-H, (ii) -
C=CH,, or (11i) —NO,.

A second aspect of the fourth embodiment is directed to a compound represented

by formula 1-7
wherein

(a) R' is hydrogen, methyl, cthyl, n-propyl, i-propyl, phenyl, p-tolyl, p-
bramo-phenyl, p-chioro-phenyl, p-fluorophenyl;

(b} R’ is hydrogen or CHa;

(¢ R™isHand R™is H, CH:, CH{CH:),. CH,CH(CHa),, CH(CH:)CH,CH;,
CH,Ph, CHp-indol-3-y1, -CHCH,SCH,, CHXCO.H, CHL,C(OINH,, CHLCHL,COOH,
CHCH,C(ONH,, CHCH,CHyCHONH,, -CH,CHLCHNHC(NHYNH,, CHo-imidazol-4-
vi, CH,OH, CH{OH)CH;, CH,((4'-0OH)-Ph), CH,5H, or lower cycloallyl;

(d) R ishydrogen, CH:, Et, Pr, "Pr, "Bu, 2-butyl, 'Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-mcthyl-azctidin-3-yl, N-
methyl-pyrrolidin-3-yl, Ne-methyl-pyrrohdin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkylamino-lower alkyl;

{e) R is H, CN, CH;, OCH,, CH,OH, CHLF, halogen, including F, CL, Br, or
1, with the provisos that when X is OH, R%is CH; or CHLF, R® cannot be H.

(f) R"is H, CHs, CH,F, CHF,, CFs, F, or CN;
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(g} X is H, OH, F, OCHa, halogen, NH;, or N;
{1} Y is OH, H, CH;, vinyl, NH, N;, CN, CL, Br, F, 1, GC(0)CH;, OCH3;

{1 R'Yis H, F, Br, I, OH, OR’, NH,, NHR', NR'z, CO:R', CONH,, CONHR',
CONR’, CH=CHCOH, or CH=CHCO,R’,

wherein R' s a lower alkyl, a lower cycloalkyl, or C{O){lower alkyl) ar
alternatively, in the instance of NR',, each R’ comprise at least one C atom that are joined

to form a heterocycele comprising at least two carbon atoms; and
(3 ZisNor CR™; and

R is H, halogen (including F, CL, Br, I), OR', NH,, NHR', NR',, NO,, lower
alkyl of C,-Cq, COR', CONH,, CONHR', CONR',, CH=CHCO,H, or CH=CHCO,R;
with the proviso that R' is not a: (i) ~C=C-H, (i) ~C=CH, or (jii) -NO».

A third aspeet of the third cmbodiment is directed to a compound represented by

formula -7
wherein

{a) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p-chloro-phenyl, p-fuorophenyl;
(b) R” is hydrogen or CHa;

(¢y  R™isHand R™is H, CH,, CH(CH,),, CH,CH(CH,),, CH(CH;)CH,CH;,

CHyPh, or lower cycloalkyl;

(d) R is hydrogen, CHz, Et, Pr, "Pr, “Bu. 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyDamine-lower alkyl;
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(e} R’ is H, CN, CH,F, F, CL, Br, or I; with the proviso that X is OH, R®is
CH; or CHLF. R” cannot be H;

(fy  R%isH, CHs;, CH,F, CHF,, CF;, or F;
(g XisH, OH, F, OCH,, F, CL Br, I, NH; or Ns;
{h) Y s H, OH, CH3, F, C1, Br, 1, NH; or N3, OCH3, or OC{O)YCH;3;

(iy  R'"isH, T, Br, 1, OH, OR', NH,, NHR', NR';, CO,R', CONI,, CONHR',
CONRY,, CH=CHCO,H, or CH=CHCO,R’,

wherein R' is a lower alkyl, a lower cycloalkyl, or C{O)lower alkyl) or
alternatively, in the instance of NR',, each R’ comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
. - - . 2
M ZisNor CR"; and

R¥isH, halogen (including F, Cl, Br, I}, OR’, NH,, NHR', NR',, NO;, lower
atkyl of C1-Cg, COLR', CONH,, CONHR', CONRY, CH=CHCO,H, or CH=CHCO,R}
with the proviso that R¥ is not a: (1) ~C=C-H, (it) -C=CH,, or (1ii) -NO,.

A fourth aspect of the fourth embodiment is directed to a compound represented

by formula §-7
wherein

i) R! is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenvi, p-tolyl, p-
} yarog y 3 Propyl, i-propys, |

bromo-phenyl, p-chloro-phenyl, p-fluorophenyi;
(by  R”is hydrogen;

(¢y  R™isHand R™is H, CHs, CH(CHz), CHCH(CH:),, CH(CH3)CH,CH:,
CH,Ph, or lower cycloalkyl;

(@)  Ris hydrogen, CHa, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,

cvelobutvl, cyclopentyl, cyclohexyl, N-methvi-aziridin-2-yl, N-methyl-azetidin-3-yl, N-

- 80 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00196



10

20

methyl-pyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di{lower alkyDamino-lower alkyl;

{) R is H, with the provisos that when X i1s OH, R®is CH; or CH,F, R”

cannot be H:
() REisH, CHay, CHyF, CHF,, OFs, or F;
(g7 XisH, OH, OCHs, F, NH;or N3;
(hy Y is OH, NH;, OCH;, or OC(O)CHs;,

(y  RYand RMH.F, Br. 1, OH, OR', NH,, NHR', NR';. CO.R’, CONH,,
CONHR', CONRY,, CH=CHCO,H, or CH=CHCO.R’,

wherein R' is a lower alkyl, a lower cyclgalkyl, or C{ON(lower alkyl) or
alternatively, in the instance of NR',, cach R’ comprise at least one C atom that are joined

to form a heterocyele comprising at least two carbon atoms; and
(N ZisNor (:le,_z; and

R¥isanH, halogen (including F, Cl, Br, I}, OR', NH,, NHR', NR';, NO,, lower
alkyl of Ci-Cq, COLR', CONH,, CONHR', CONRY,, CH=CHCO;H, or CH=CHCO,R’;
with the proviso that R' is not a: (i) =C=C-H, (ii) -C=CH,, or (iii) =NO,.

A fifth aspect of the fourth embodiment is directed to a compound represented by

formula I-7
wherein

a) R is hydrogen, methyl, phenyl, p-bromo-phenyl, p-chloro-phenyl, p-
b 3/ g o p

fluorophenyl;
(b} R’ is hydrogen;
(¢)  R™isHand R is H, CHs, CH(CH,),, CH,CH(CH;),, CH(CH:)CH,CH,

CH,Ph, or lower cycloalkyl;
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(d) R’ is hydrogen, CHs, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-y1, N-
methy-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-vl, N-methyl-piperidin-d-vi, lower

haloalkyl, or diflower alkyDamino-lower alkyl;

(©) R is H, with the provisos that when X is OH, R%is CH; or CH,F, R’

cannot be H;
(H R”is H, CH., CH,F, CHE,, CF3, or F;
{(gy X isH, OH, OCH,, F, NH or N3;
(hy Y is OH, NH;, OCH:, or OC(O)CHs3;

()  RYisH, F, Br, I, OH, OR', N, NHR', NR',, CO,R', CONH,, CONHR/,
CONR'z, CH=CHCO:H, or CH=CHCO.R,

wherein R' is a lower alkyl, a lower cyeloalkyl, or C{O¥lower alkyl) or
alternatively, in the instance of WNR',, cach R’ comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
M Zis Nor CR'; and

R is H, halogen (including F, Cl, Br, ), OR', NHa, NHR', NR'2, NO;,, lower
alkyl of C1-Cs, COMR', CONH,, CONHR', CONR',, CH=CHCO,H, or CH=CHCO,R".

A sixth aspect of the fourth embodiment is directed to a compound represented by

formula §-8
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wherein

{a) R' is hydrogen, n-alkyl; branched alkyl; cycloalkyl; or aryl, which
includes, but is not limited to, phenyl or naphthyl, where phenyl or naphthyl are
optionally substituted with at least one of C s alkyl, Cyg alkenyl, Coy alkynyl, Cy
alkoxy, ¥, Cl, By, §, nitro, cyano, Ci haloalkyl, -N(RF)Q, C1s acylamino, ~-NHSO,Ci 6
alkyl, -SO,N(R"},, CORY, and -80,C15 alkyl; (R' is independently hydrogen or alkyl,
which includes, but is not limited to, C9 alkyl, Ci1p alkyl, or Cig alkyl, R is —OR' or -
NR ")),

{b) R* is hydrogen or CH;;

{c) R* and R are (1) independently selected from hydrogen, Cy.q9 atkyl,
eycloalkyl, (CH,)(NR™ ), Ci hydroxyalkyl, -CH,SH, -(CH,),8(0)¢Me, -
{CHpNHC(=NHINH:, (1H-indol-3-yDimethyl, (1H-imidazol-4-yhmethyl, -
(CH,)LCOR™, aryl and aryl C . alkyl, said aryl groups optionally substituted with a
group selected from hydroxyl, Cy i alkyl, Cys alkoxy, halogen, nitro and cyano; (i) R™
and R™ both are Cy alkyl; (iii) R™ and R™ together arc(CH,); so as to form a spiro ring;
(iv) R™ is hydrogen and R™ and R” together are (CH), 50 as to form a cyclic ring that
includes the adjoining N and C atoms (v) R™ is hydrogen and R* and R? together are
{CHay)a so as to form a cyclic ring that inclodes the adjoining N and C atoms, where ¢ is 1

t06,dis0t02,eis0to 3, fis 210 5, nis 2 to 4, and where R” is independently hydrogen
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or C g alkyl and R™ is -OR' or ~-N{R”),); (v} R™ is H and R™ is H, CH:, CH,CH;,
CH(CHs)y, CH,CH(CH,),, CH(CH:)YCH,CH,, CH,Ph, CH,-indol-3-y1, -CH,CH,SCH;,
CHCOH, CHCONH, CHLCHLCOOH, CHCHC{OINH,, CHCHLCHCHNH,, -
CH,CH,CH,NHC(NH)NH,, CHy-imidazol-4-yl, CH,OH, CH{OH)CH,, CH{(4'-CH)-
Ph), CHLSH, or lower cycloalkyl; or (viil) R is OHs, -CHCH;, CH(CHz ),
CH,CH{CH;),, CH(CH;)CH,CH;, CH;Ph, CH,-indol-3-yl, -CH,CH,SCH;, CH,C(:H,
CHC(OYNH,, CHCHCOOH, CHyCHLC(O)NH,, CHCHCHCHONH,, -
CHYCH,CHNHCO(NHINH,, CHy-imidazol-4-vl, CH,O0H, CH{OH)CH;, CHy((4-OH)-
Ph), CH,SH, or lower cycloalkyl and R*” is H, where R¥ is independently hydrogen or
alkyl, which includes, but is not limited to, Cy., alkyl, C;.p alkyl, or C; s alkyl, RY s -
OR' or -N{R” }2);

(d) RYis hydrogen, Cia alkyl, Ciyp alkyl optionally substituted with a lower
alkyl, alkoxy or halogen, Cy.10 haloalkyl, Cs 10 cycloalkyl, cycloalkyl alkyl,
cycloheteroalkyl, aminoacyl, di(lower alkyhamino-lower alkyl, aryl, such as phenyl,

heteroaryl, such as, pyridinyl, substituted aryl, or substituted heteroaryl;

{) R’ is H, a lower alkyl, ON, vinyl, O-(lower alkyl), hydroxy! lower alkyl,
t.e., -(CH2),0OH, where pis | -6, including hydroxyl methy! {CH,OH), CH,F, N,
CH,CON, CHyNH,, CHNHCH;, CHLN(CHG),, alkyne (optionally substituted), or halogen,
including F, CL, Br, or §, with the provises that when X is OH, base s cytosine and R%is
H, R’ cannot be Nyand when X is OH, R%is CHy or CH,F and Bis a puring base, R’

cannot be H;
(H) R®is H, CHa, CHoF, CHE,, CFa, F, or ON;
{g) X isH, OH, F, OMe, halogen, NH,, or Nj;

{h) Y is OH, H, 4 alkyl, Cy 4 alkenyl, Coq alkyoyl, vinyl, N3, CN, Ci, Br, F,
1, NO,, OC(OYO(Ca alleyl), OC(OY0(Coyg alkeynyl), OC(OYHCyq alkenyl), OC
haloalicyl, Olaminoacyl), O(C 0 acyly, O{C4 allyl), O, atkenyly, S{C 4 acyl), S{C14
alkyly, S{Co4 alkynyt), S{C, 4 alkenyl}, SO{Cy 4 acyl), SO(C4 alkyly, SO{C,.4 alkynyl),
SO(Co4 alkenyl), SO(Ci4 acyl), SO(Ciq alkyD), S0(Coy alkynyl), SO(C.4 alkenyl),
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OS(0){Crg acyl), OS{0)(Cy.4 alkyl), OS(On(Cos alkenyl), NH,, NH(C 4 alkyl),
NH{C, 4 alkenyt), NH{C, 4 alkynyhy, NH{C 4 acyl), N{C4 alkyl},, N{Cy 5 acyl),
wherein allyl, alkynyl, alkenyl and viny! are optionally substituted by Nz, CN, one to
three halogen (Cl, Br, F, 1), NGO, CIOYO(C s alkyl), CIOYC 4 alkyl), C{OYO(C
alkynyl}, CCOKIC5 4 atkenyl), O(Cy 4 acyl), B(C 14 alkyl), O(Cy 4 alkenyl), S(Cy.4 acyl},
S(C 14 alkyD), 5(C,4 alkynyl}, S(Cy4 alkenyl), SO(Cy 4 acyl), SOG(Cy 4 alkyl), SO(Cy4
alleynyl), SO(C,4 alkenyl), S0:(C 14 acyl), SGH{Chq alkyl), SOAC,4 alkynylh), SG{Coy
alkenyl), OS(0)(Ci.4 acyl), OS(OR{Ci4 alkyl), OS(0),{C,4 alkenyl), NH,, NH{C: 4
alkyly, NH(Co.4 alkenyly, NH{C,.4 alkyoyl), NH(C 14 acyl), N(Ci4 alkyly, N(Cig acylh;

()  RYisH, F, Br, I, OH, OR', N, NHR', NR',, CO,R', CONH,, CONHR/,
CONR'z, CH=CHCO:H, or CH=CHCO.R,

wherein R' is a lower alkyl, a lower cyeloalkyl, or C{O¥lower alkyl) or
alternatively, in the instance of WNR',, cach R’ comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
M Zis Nor CR'; and

R is H, halogen (including F, Cl, Br, ), OR', NHa, NHR', NR'2, NO;,, lower
alkyl of C1-Co, COR', CONH,, CONHR!, CONR",, CH=CHCO,H, or CH=CHCQO:R";
with the proviso that when base is represented by the structure ¢ with R' being hydrogen,

R’ is not a: (i) ~C=C-H, (i) ~C=CHy, or (iii) -NO,.

A seventh aspect of the fourth embodiment is directed to a compound represented

by formula 1-8
wherein

(a) R! is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p-chloro-phenyl, p-fuorophenyl;

(b) R” is hydrogen or CHa;
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()  R™isHand R™is H, CHs, CH(CH:),, CH,CH(CHa ), CH(CH;)CH,CHs,
CH,Ph, CH-indol-3-y1, -CH,CH,SCHs, CHLCO,H, CH,C(ONH,, CHLCH,COOH,
CHCHC(OYNH,, CHRCHCHLCHONH,, -CHCHCH,NHO(NHINH,, CHy-imidazol-4-
vi, CH,0H, CH(OH)YCH,;, CH((4'-OH)-Ph), CH,SH, or lower cycloalkyl;

(d)  R'is hydrogen, CHa, Et, Pr, "Pr, “Bu, 2-butyl, ‘By, benzyl, cyclopropyl

cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl. N-methyl-piperidin-4-vi, lower

haloatiovl, or diflower alkyDamino-lower alkyl;

(e) R” is H, CN, CHs, OCHs, CH,OH, CHJF, halogen, including F, Cl, Br, or
1, with the provisos that when X is OH, R" is CH; or CH,F, R cannot be H;

) RS is H, CHa, CHLF, CHF,, OF3, F, or CN;
(&) Xis H, OH, F, OCH;, halogen, NHz, or N;
(h) Y is OH, H, CHy, vinyl, NHa, N3, CN, CL Br, F, I, OC(O)YCH;, OCH;;

(i} R'is H, F, Br, I, OH, OR', NH,, NHR', NR',, CO,R', CONH,, CONHR',
CONR';, CH=CHCG,H, or CH=CHCO,R’,

wherein R is a lower alkyl, a lower cycloalkyl, or C{O)¥lower alkyl) or
alternatively, in the instance of NR', cach R' comprise at Ieast one C atora that are joined

to form a heterocycle comprising at least two carbon atoms; and
D ZisNor CRY; and

R¥isanH, halogen {including F, Cl, Br, I}, OR', NH,, NHR', NR';, NGy, lower
alkyl of C-Cs, CO,R', CONH,, CONHR', CONR",, CH=CHCO;H, or CH=CHCO,R,

An eighth aspect of the fourth embodiment is divected to a compound represented

by formula 1-8

wherein
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{(2) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p-chioro-phenyl, p-fluorophenyl;
(b} R’ is hydrogen or CHj;

(¢y R™isHand R™is H, CH;, CH(CH,),, CH,CH(CH,),, CH(CH:)CH,CH;,

CH,Ph, or lower cycloalkyl;

(d) R* is hydrogen, CHs, EBt, 'Pr, "Pr, "Bu, 2-butyl, 'Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-vi, N-methyl-pyreolidin-4-y1 , Nomethyl-piperidin-4-vi, lower

haloalkyl, or di{lower alkyyamino-lower alkyl;

() R’ is H, CN, CH,F, F, CL, Br, or {, with the provisos that when X is GH,
RS is CH; or CH,F, R cannot be H;

(fy  RisH, CH,;, CHF, CHF,, CF;, or F;
{g} XisH, OH, F, OCH;, F, Cl, Br, I, NH; or N3,
(h) Yis H, OH, CHa, F, Cl, Br, I, NH; or N3, OCHa, or GC(O)CHs;

(i)  RYisH, F, Br, I, OH, OR', NH;, NHR', NR,, CO,R', CONH,, CONHR/,
CONRY, CH=CHCO,H, or CH=CHCO,R’,

wherein R' is a lower alkyl, a lower cycloalkyl, or C{O)lower alkyl) or
alternatively, in the instance of NR',, each R’ comprise at {east one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
. - - ‘ 2
0 ZisNor CR"; and

R*“isan H, halogen (inchuding F, CL, Br, 1), OR’, NH,, NHR', NRY, NO;, lower
alkyl of C1-Cq, COLR', CONH,, CONHR', CONR/;, CH=CHCO,H, or CH=CHCO,R,
with the proviso that R is not a: (1) ~C=C-H, (i1} -C=CH,, or {i11) ~-NO;.

A ninth aspect of the fourth embodiment is directed to a compound represented by
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formmla §-8
wherein

{2) R is hydrogen, methyl, ethyl, n-propyl, i-propy!, phenyl, p-tolyl, p-

bromo-phenyl, p-chloro-phenyl, p-fluorophenyl;
(b} R* is hydrogen;

(¢y  R™isHand R™®is H, CH;, CH(CHz),, CH,CH(CHa),, CH(CH:)CH,CH;,

CH,Ph, or lower cycloalkyl;

() R is hydrogen, CHa, Et, Pr, "Pr, "Bu, 2-butyl, 'Bu, benzyl, eyclopropyl,
cyclebutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrohdin-4-yl, N-methyl-piperidin-4-yi, lower

haloaltkyl, or di(lower alkyllamino-lower alkyl;

{¢) R’ is H, with the provisos that when X is OH, R® is CH; or CH,F, R’

cannot be H;
()  R%isH, CH;, CILF, CHF,, CFs, or F;
(g} X is H, OH, OCH;, F, NH; or N3
{h) Y is OH, NH,, OCH3, or OC(OYCHs;

()  RYisH,F,Br, I, OH, OR', NH,, NHR', NR', COR', CONH,, CONHR',
CONR',, CH=CHCO,H, or CH=CHCO,R,

wherein R' is a lower alkyl, a lower cycloalkyl, or C{O)lower alkyl) or
ajternatively, in the instance of NR', cach R’ comprisc at least one C atom that arc joined

to form a heterocycle comprising atf least two carbon atoms; and

€ 7 is N or CR'; and
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R'? is an H, halogen (including F, C1, Br, I), OR', NH,, NHR', NR';, NO,, lower
alkyl of C-Cg, CO.R, CONH,, CONHR', CONR';, CH=CHCO,H, or CH=CHCO,R’;

with the proviso that R' is not a: (i) ~C=C-H, (ii) ~C=CHa, or (iii) -NO,.

A tenth aspect of the fourth embodiment is directed to a compound represented by

formula E-8
wherein

(a} R' is hydrogen, methyl, phenyl, p-bromo-phenyl, p-chloro-phenyl, p-

fluorophenyl;
(b R’ is hydrogen;

(¢)  R®isHand R is H, CHs, CH(CH;),, CH,CH(CH; ), CH{CH:)YCH,CH;,

CH:Ph, or lower cycloalkyl;

(dy  Ris hydrogen, CHs, Et, Pr, "Pr, "By, 2-butyl, ‘Bu, benzyl, cyelopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-vi, N-
methyi-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-d-yl, lower

haloalkyl, or di(lower alkyi)amino-lower alkyl;

(e} R’ is H, with the provisos that when X is OH, R%is CH; or CHLF, R®

cannot be H;
()  R%is H, CHs, CH,F, CHF,, CFs, or F;
(gy  XisH, OH, OCH;, F, NH; or N3;
(hy Y is OH, NH,, OCHs, or OC(O)YCH;;

(iy  RYisH F, Br, I, OH, OR', NH;, NHR', NR';, CO,R', CONH,, CONHR',
CONR'z, CH=CHCO:H, or CH=CHCO.R',

-89 .

Gilead Exhibit 2021
PGR2023-00046 - Page 00205



wherein R' is a lower alkyl, a lower cycloalkyl, or C(O){lower alkyl) or
alternatively, in the instance of NR';, each R’ comprise at least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
i ZisNor CR"; and

5 R'? is an H, halogen (including ¥, CI, Br, 1), OR’, NH,, NHR', NR';, NO;, lower
alkyl of C,-Cq, COR', CONH,, CONHR', CONR',, CH=CHCO,H, or CH=CHCQO,R";
with the proviso that R' is not a: (i) ~C=C-H, (i) —C=CH,, or (iii) -NO..

A fifth embodiment of the invention is directed to a compound represented by
formula T in which the base is a structure represented by formula d above, wherein R,
10 RYR™ R‘z’b, RY R’ R® X, and Y are defined in the Summary of the Invention section

above.

The first aspect of the fifth embodiment is directed to a compound represented by

formula §-9

- NH
RSa
NH-
CO,R* z
15 1-9
wherein

(a) R is hydrogen, n-alkyl; branched alkyl; cycloalkyl; or aryl, which
inciudes, but is not limited to, phenyl or naphthyl, where phenyl or naphthyl are
optionally substituted with at least one of Cy¢ alkyl, C¢ alkenyl, Cos alkynyl, Ci5

26 alkoxy, F, Cl, Br, 1, nitro, cyano, Cy.s haloalkyl, -N(R“()z, Cie acylaming, -NHS0:C 5
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alkyl, -SOEN(RP)?,, CORY, and -SO,C16 alkyl; (R' is independently hydrogen or alkyl,
which includes, but is not imited to, T alkyl, Cyp alkyl, or €5 alkyl, R is —OR'or -

N(R"h);
(b} R” is hydrogen or CHs;

(c) R™ and R*” are (i) independently selected from hydrogen, Cy 1o alkyl,
cycloalkyl, -(CH,)(NRY),, € hydroxyalkyl, -CH,SH, -(CH,),S(0)Me, -
{CH2):NHC(E=NHINH,, (TH-indol-3-yDraethyl, (1H-imvidazol-4-ymethyi, -
{CH,).CORY, aryl and aryl €3 alkyl, said aryl groups optionally substituted with a
group sclected from hydroxyl, Crio alkyl, Cis alkoxy, halogen, nitro and cyano; (i) R™®
and R* both are Cy4 atkyl; (iil) R™ and R™ together are{CH,); so as to form a spiro ring;
(iv) R™ is hydrogen and R* and R? together are {CHy)y, so as to form a cyclic ring that
includes the adjoining N and € atoms (v} R" is hydrogen and R™ and R” together arc
{CHa)y 80 as to form a eyclic ring that includes the adjoining N and C atoms, where cis |
106, dis0t02,¢is0to03, fis 2105, nis 2 to 4, and where R” is independently hydrogen
or € alkyl and R™ is -OR" or -N(R),); (vi) R™ is H and R* is H, CH:, CH,CH;,
CH(CHa)z, CH:CH(CH:},, CH(CH)CH,CH:, CHoPh, CHy-indol-3-y1, -CH,CH,SCH;,
CHCOH, CHC(O)NH:, CH.CH,COCH, CH,CH,C(O)NH,, CH,CH,CH,CH,NH,, -
CH,CH,CH,NHC(NH)NH,, CH,-imidazol-4-yl, CH,OH, CH(OH)CHs, CH,{(4-OH)-
Ph}, CHoSH, or lower cycloalkyl; or (viii) R¥ s CH;, -CH,CHs, CH{CH;),,
CH,CH{(CH:),, CH(CH:YCH,(CH;, CH,Ph, CHy-indol-3-vl, -CH.CH,SCH;, CH,CO.H,
CHC{ONH;, CHCH,COOH, CHCHU{(OYNH,, CHCHLCHCHNH,, -
CHCH,CH,NHC(NH)NH,, CH-imidazol-4-yl, CH,OH, CH{OH)CH:, CH{((4-0H)-

*is H, where R is independently hydrogen or

Phy, CH,SH, or lower cycloaliyvl and R
alkyl, which includes, but is not limited to, Cis alkyl, Cijo alkyl, or Cig alkyl, RY is -

OR' or -N(R*));

{d) R is hydrogen, Ciyo alkyl, Cy.i0 alkyl optionally substituted with a lower
alkyl, alkoxy or halogen, Cy 19 haloalkyl, C; 15 cycloalkyl, cycloatkyl alkyl,
cycloheteroalkyl, aminoacyl, di{lower alkyDamino-lower alkyl, aryl, such as phenyl,

heteroaryl, such as, pyridinyl, substituted aryl, or substituted heteroaryl;
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{(e) R’ is H, a lower alkyl, CN, vinyl, O-(lower alkyl), hydroxyl lower aikyl,
r.e., -{CH;),OH, where pis 1 -6, including hydroxyl methyl (CH,OH), CHF, N3,
CHLCN, CHyNH,, CHoNHCH:, CHoN(CHai),, alkiyne (optionally substituted), or halogen,
including F, CL, Br, or I, with the provisos that when X is OH, basc is cytosine and R%is
H, R” cannot be N;and when X is OH, ROis CHyor CHoF and Bis a purine base, R®

cannot be H;
(H  RYisH, CH,;, CH,F, CHE,, CFy F, or CN;
(g} X is H, OH, F, OMe, halogen, WH;, or Nj;

{(h} Y is OH, H, Cy4alkyl, Cpq alkenyl, Coyg alkynyl, vinyl, N;, CN, C1, B, F,
L NG, OC(O0(C s alkyly, OCIOYHC 4 atkyly, CCIOY(C, 4 alkynyly, OCIOM3{C, 4
alkenyl), OC: .10 haloalkyl, Olaminoacyl), O{Ciio acyt), (T4 alkyl}, O(Ch altkenyt),
S(Ch4 acyh), S(C4 alkyl), 5(Cy.4 alkynyl}, S{Co.4 alkenyl), SO(C 4 acyl), SO(C 4 alkyl),
SCy 4 alkynyl), SO(C44 alkenyl), SO(C14 acyly, SO{Cy 4 alkyl), SOH{C; 4 alkynyl),
SO(Cya alkenyly, O5(0)(Cy 4 acyl), OS{O)(C 4 alkyD), OS{O1(C,. alkenyly, NH,
NH{Cy.4 alkyi), NH(C;.4 alkenyi), NH{C;.4 alkynyl), NH(C| 4 acyl), N{C .4 alkyl),, N{Cy.
13 acyl),, wherein alkyl, alkynyl, alkenyl and vinyl are optionally substituted by N3, CN,
one to three halogen (Cl, Br, F, 1), NO,, C{IOYO(Co.4 alkyl), CIOYO(Ci4 atkyly, CLOYO(C,.
4 atkynyl), C{OYNCyy alkenyl), O(Cy 4 acyl), O{C .y alkyly, O(C, 4 alkenyl), S(C; 4 acyl),
S(Cy 4 alkyl), S{(Cyq alkynyl), S(Cy4 alkenyl), SO(C 4 acyl), SO{C4 alkyl), SO(Cy4
alkynyl), SO{Cr.4 alkenyl), SO(Chs acyl), SCAC 4 alkyl), SOACos alkynyh), SC(Coy
alkenyl}, OS(0){C 4 acyl), OS{OR{C, 4 alkyl), OS(0),(Cr 4 alkenyl), NH,, NH{C, 4
alkyl}, NH(Co4 alkenyly, WH(C,.4 alleynyl), NH(C14 acy]), N{Cu.4 alkyl), W{C 14 acyl).

A second aspect of the fifth embodiment is directed to a compound represented by

formula §-9
wherein

(a Rlish drogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-
yarog Y ¥ propyl, I-propy

bromo-phenyl, p-chloro-phenyl, p-fluorophenyl;
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(by R’ is hydrogen or CH;;

(€)  R™is Hand R* is H, CHs, CH(CH;),, CH,CH{CHa),, CH(CH:)CH,CH;,
CH,Ph, CH;-indol-3-yl, -CH,CH;SCH;, CH,CO:H, CH,C(0NH,, CH,CH,COOH,
CHCHC(OINH,, CHCHLCHLCHONH,, -CHOCHCHONHC(NHINH,, CHy-imidazol-4-
vi, CH,OH, CH{OR)YCH;, CHy((4'-OH)-Ph), CH,SH, or lower cycloalkyl;

(d)  R'ishydrogen, CHa, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3~-vi, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyDamino-lower alkyl;

(e} R” is H, CN, CHs, OCH;, CH,OH, CH,F, halogen, including F, Cl, Br, or
1, with the provisos that when X is OH, R®is CH: or CHLF, R® cannot be H.

H R% is H, CHz, CHLF, CHF,, CF3, F, or ON:
(2) Xis H, OH, F, OCH,;, halogen, NH;, or Nj;
(h} Yois OH, H, CH;, vinyl, NH; N3, CN, Cl, Br, F, |, GC(O)CH;, OCHj;

A third aspect of the fifth embodiment is directed to a compound represented by

formula -9
wherein

(a) R' is hydrogen, methyl, ethyl, r-propyl, i-propyl, phenyl, p-tolyl, p-
bromo-phenyl, p~chloro-phenyl, p-fluorophenyl;

(b} R’ is hydrogen or CHa;

(¢)  R™isHand R*is H, CH:, CH{CH:}),, CH,CH(CHa),, CH(CH:)CH,CH;3,

CH:Ph, or lower cycloalkyl;

{d) R is hydrogen, CHa, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yl, N~

-93 .

Gilead Exhibit 2021
PGR2023-00046 - Page 00209



10

20

methyl-pyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di{lower alkyDamino-lower alkyl;

{) R’ isH, CN, CH,E, F, Cl, Br, or I; with the proviso that X is OH, R%is
CH; or CHLF, R cannot be H;

() R%isH, CHs, CFLF, CHF,, CFy, or Fy
()  XisH, OH, F, OCHs, F, Cl, Br, |, NH; or Ny;
(h)  YisH, OH, CH,, F, Cl, Br, I, NH; N1, OCHs, or OC(O)YCH;;

A fourth aspect of the fifth ervbodiment is directed o a compound represented by

formula §-9
wherein

(a) R is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-
bromo-phenyl, p-chloro-phenyl, p-fluorophenyl;

(b) R? is hydrogen;

()  R™isHand R™is H, CHs, CH(CH,),. CH,CH(CH,),, CH(CH3)YCH,CH;,
CH;Ph, or lower cycloalkyl;

(dy  R"ishydrogen, CHa, Et, Pr, "Pr, "By, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-d-vi, lower

haloalkyl, or dilower alkyljamino-lower alkyl;

() R7isH, with the provisos that when X is OH, R® is CH; or CHF, R’

cannot be H;
()  R%isH, CHs, CILF, CHF,, CFs, or F;

() Xis H, OH, OCH;, F, NH, or Nx;
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(h) Y is OH, NHa, OCHs, or OC{OYCHy;

A fifth aspect of the fifth embodiment 13 directed to a compound represented by

formula §-9
wherein

{a) R! is hydrogen, methyl, phenyl, p-bromo-phenyl, p-chloro-phenyl, p-
fluorophenyl,

) R’ is hydrogen;

(¢y  R™isHand R™is H, CH,, CH(CH;),, CHL,CH(CH: ), CH(CH:)CHL,CH;,

CH,Ph, or lower cycloalkyl;

(d) R* is hydrogen, CHa, Et, 'Pr, "Pr, “Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methylpyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyDamino-lower alkyl;

(&) R is H, with the provisos that when X is OH, R®is CH; or CH.F, R”

cannot be H;
(H R%is H, CHa, CHyF, CHF,, CFy, or F;
(g9 XisH, OH, OCH.. F, NH; or Ny
(h) Y 18 OH, NH,, OCH;, or OC(O)Y(CHaz;

A sixth agpect of the fifth embodiment is directed to a compound represented by

formula [-16
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wherein

{2) R' is hydrogen, methyl, ethyl, a-propyl, i-propyl, or a substituted or
unsubstituted phenyl, where the substitutent of the substituted phenyl is at least one of a
CHs, OCH,, F, Cl, Br, L nitro, cyano, and a CHa (X, where X s F, CLL Br,or [, and g is
1-3;

(b R’ is hydrogen or CHs;

(¢)  R™isHand R is H, CH;, CH(CH.),, CH,CH(CH;),, CH(CH;)CH,CH;,
CH,Ph, CHy-indol-3-yl, -CHCH,SCHs, CHCOH, CHyC(OYNH,, CHLCHCOOH,
CHLCH,C(ONH,, CH,CHyCHCHONH,, -CHyCH,CHONHC(NHINH,, CHy-imidazol-4-
v1, CH,OH, CH(OH)CH;, CHy((4'-0H)-Ph), CH,SH, or lower cycloalkyl or R™ is CH,
CH(CHz ), CHCH{CH: ), CH(CH)YCH,CH;, CHLPh, CHy-indol-3-y1, -CH,CH,SCH;,
CH,COH, CH,CIONNH,, CH,CH,COOH, CHLCH,C(ONH,, CH,CHCHLCHNH,, -
CHCHCHoNHCO(NHINH,, CHy-imidazol-4-yi, CH,OH, CH{OH)CH,, CH{((4'-0H)-
Phy, CH,SH, or lower cycloalkyl and R* is H;

Gy R’ is hydrogen, CHs, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyelobutyl, cyclopentyl, cyclobhexyl, N-methyi-azividin-2-yl, N-methyl-azetidin-3-y1, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower
haloalkyl, or diflower alkyDamino-lower alkyl;
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(G) RS 18 H, CN CH'; OCH%, CH]OH, CHIFH 3\3, CH;CN CHQ\I;, CH;NH:,
CHNHCH;, CHN{CH: ), halogen, including ¥, Cl, Br, or 1, with the provisos that when
X is OH, R” is CH; or CHuF, R’ cannot be H;

() R%isH, CH:, CHuF, CHF., CFs, F, or CN;
(g)  XisH, OH, F, OCH;s, €I, Br, 1, NHb, or Na;

(h) Y is OH, H, CH, vinyl, N3, CN, C, Br, F, 1, OC(O)CHs, OCH;, N,
NHCH;, NH(vinyl), NH(acetyl), NH(C(O)CH:), N(CHs ), N(C(O)CH:):;

A seventh aspect of the fifth embodiment is directed to a compound represented

by forrmula I-16
wherein

(a) R' is hydrogen, methyl, cthyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p~chloro-phenyt, p-flusrophenyl;
{b) R is hydrogen or CHa;

() R* s Hand R™ is H, CHa, CH(CH:),, CHLCH(CHa ), CH(CH)YCHLCH3,
CH,Ph, CH;-indol-3-y1, -CH,CH,SCH,, CHXCOH, CHC(OYNH,, CH,CH,COOH,
CHCHC(OINH,, CHFLCHCHLCHONHD, -CHYCH,CHNHC(NH)NH,, CHy-imidazol-4-
vi, CH,O0H, CH(OBYCH,, CHy((4-OH)-Ph}, CH,SH, or lower cycloalkyl;

(d)  R"ishydrogen, CHg, Et, 'Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methylpyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di(lower alkyDamino-lower alkyl;

(&) R’ is H, CN, CH;, OCH;, CH,0H, CH,F, halogen, including F, Cl, Br, or

1, with the provisos that when X is OH, R®is CHs or CHLF, R® cannot be H;

() R®isH, CHs, CH,F, CHF,, CFs, F, or CN;
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(g} XisH, OH, F, OCHs, CL Br, I, NH», or N3 and
{1} Y is OH, H, CH;, vinyl, NH;, N3, ON, CI, Br, F, L, OC{O)YCH;, OCH,.

An eighth aspect of the fifth embodiment is direcied to a compound represented

by formula I-1§
wherein

{(a) R! is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-pheoyl, p-chioro-phenyl, p-fluoropheuyl;
(b} R® is hydrogen or CHa;

(¢y  R™isHand R™is H, CHz, CH{CHy),, CHCH(CH,),, CH(CH3)CH,CH;,

CH,Ph, or lower cycloalkyl;

(d) R ishydrogen, CHg, Et, 'Pr, “Pr, "Bu, 2-butyl, 'Bu, benzyl, eyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyi-aziridin-2-yl, N-mcthyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-yl, Ne-methyl-pyrrolidin-4-y|, N-methyl-piperidin-4-yi, lower

haloalkyl, or dilower alkyDamino-lower alkyl;

(¢) R’ is H, CN, CH,F, F, CL, Br, or I, with the provisos that when X is GH,
RS is CH; or CH,F, R’ cannot be H;

H R® is H, CHa, CHLF, CHF,, CF3, or F;
{g) Xis H, OH, F, OCH,, F, Ci, Br, I, NH; or Na;
(h} Yis H, OH, CH;, F, Cl, Br, I, NH; or N3, GCH;, or GC(O)CH;;

A ninth aspect of the fifth cmbodiment 18 directed to a compound represented by

formula [-18

wherein
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{(2) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, phenyl, p-tolyl, p-

bromo-phenyl, p-chioro-phenyl, p-fluorophenyl;
(b}  R?is hydrogen;

(¢y R™isHand R™is H, CH;, CH(CH,),, CH,CH(CH,),, CH(CH:)CH,CH;,

CH,Ph, or lower cycloalkyl;

(d) R* is hydrogen, CHs, EBt, 'Pr, "Pr, "Bu, 2-butyl, 'Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yi, N-
methyl-pyrrolidin-3-vi, N-methyl-pyreolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di{lower alkyyamino-lower alkyl;

() R’ is H, with the provisos that when X is OH, R%is CH; or CH.F, R®

cannot be H;
(fy  RisH, CH,;, CHF, CHF,, CF;, or F;
{g} Xis H, OH, OCH;, F, NH; or Na;
(b)Y is OH, NH,, OCHa, or OC(O)CHx;

A tenth aspect of the fifth embodiment is directed to a compound represented by

formula §-18
wherein

(a) R' is hydrogen, methyl, phenyl, p-bromo-phenyl, p-chloro-phenyl, p-
fluorophenyl;

(b) R” is hydrogen;

(¢y  R™isHand R™is H, CHs, CH(CHz), CHCH(CH:),, CH(CH3)CH,CH:,
CH,Ph, or lower cycloalkyl;

(@)  Ris hydrogen, CHa, Et, Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,

cvelobutvl, cyclopentyl, cyclohexyl, N-methvi-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
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methyl-pyrrolidin-3-yl, Nemethyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yi, lower

haloalkyl, or di{lower alkyDamino-lower alkyl;

{) R is H, with the provisos that when X i1s OH, R®is CH; or CH,F, R”

cannot be H:
() REisH, CHay, CHyF, CHF,, OFs, or F;
(g7 XisH, OH, OCHs, F, NH; or N33
(h) Y is OH, NH,, OCH;, or OC{OYCH..

The following tables contain numeric identifiers associated with various
substituent designators that should be viewed in light of the accompanying structure.
These structures are conternplated species of the various aspects of the disclosed
embodiments and are not intended to be limiting on full breadth of the contemplated
compound represented by the structure of formula B However, it is contemplated that
any one of the exemplified nucleoside bases can be used in combination with any one of
contemplated species that specify a particular combination of Rl, Rz, Rza,‘ sz, R“ﬁ Ria Rﬁ,
X, and Y. In cach of the presented tables, the phosphoramidate substituent containing the
substituents R™® and R*” are depicted without reference to stereochemical structure (cf.
structures -1, 1-3, I8, I-7, and I-9 above). It is contemplated that the compounds recited
below embody compounds in which R* projects toward the viewer while R™ projects
away from the viewer (cf. structures I-2, 1-4, -6, E-8, and I-16). Morcover, it is
contemplated that the compounds recited below also embody compounds in which R™
projects away from the viewer while R projects towards the viewer. Not meant to be
limiting, however, it is contemplated that preferred compounds are those in which R™
projects towards the viewer and R™ projects away from the viewer such that the natural
L-amino acid (8)-configuration is presented. Additionally, the inventors recognize thai
the phosphorus atom of the phosphoramidate moicty is another source of chirality.
Although the structures below do not specifically depict chirality at phosphorus, the
inventors recognize that stercochemical configurations are possible such that in a

staggered (or zig-zag) line structure the oxo-substitutent projects towards the viewer
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while the OR substitutent projects away from the viewer, and vice versa, i.¢., where the

Cahn-lngold-Prelog stereochemical designation of phosphorous is either R or S.

Therefore, the structures below include all possible stereochemical configurations

possible for phosphorus.

RE

RQ

X

N

R3b o
R3®
CO,R
if
Table Ii-1.
e R" R R® R R* R R® X v R R R
f-i-f CHs H H H CHy H CH; OH OCH H H NH:
fi-i-2 CH: H H CH; CH; H (CH; OH OH H H NH:
i-1-3 CH; H H CH{CH;) CH; H (CH; OH OH H H NH;
34 CH; H H CHXCH{CH:)., (CH; H CH; OH OH H H NH
-31-8 CH; H# H CHPh CH; H CH:;: OH OH H H NH,
ff-i-6 CH: H H CHpindel3-y1 CH; H CHy OH OH H H NH,
§i-3-7 CH; H H CHCH.SCH; CH; H CH; OH OH H H NH;
H-i1-8 CH; * H % CHy H CH: OH OH H H NH:
*R” and R™" joined together by (CHa)z to form five-membered ring.
Table 11-2,
e R" R® rR® rY R R R® X Y R R R
fi-2-8 Ei H H H CH;: H CH; GH OH H H NH;
IH-2-2 Ft H H CH; CH; H CH; OH OH H H NH,
23 Bt H H  CH{CH;), CH; H CH; OH OH H H NH;
i-2-4 Bt H H CHCH(CH:}». CHy H CHy, OH OH H H NH
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Ne R R® R™ RP " »rR X v R R R
fi-2-5 Et H H CHPh CH; H CH: OH OH H H NH;
H-2-6 Ft H H CHpindol3-yi CH; H (CH; OH OH H H NH;
i-2-7 Bt H H CHXCH.SCH; CHs H (CH; OH OH H H NH;
H-2-8 Ft * H % CHy H CH; OH OH H H NH
*R” and R™" joined together by (CHa)s to form five-membered ring.
Table II-3.
Ne R R R® RT R* R R* X v R R R
-3t Pr H H H CH: H CH; OH OH H H NH;
1-3-2 Pr H H CH: CHs H CH; OH OH H H NH
33 Pr H H CH(CHa): CHs H CH; OH OH H H NH
§1-34 Pr H H CH,CH(CH;), CH; H CHy OH OH H H NH
35 Pr H H CHh CH; H (CH; OH OH H H NH,
1-3-6 Pr H H CHz-indol-3-yl CH; H CH; OH OH H H NH
037 Pr H H CHCHSCH; CH; H CHy OH OH H H NH
3-8 Pr ¥ H * CHy H CH; OH OH H H©H NH
*R” and R™ joined together by (CHa) to form five-membered ring.
Table [1-4,
Ne R' RT R® ORY R ORR X Y R R K
41 Bu H H H CH; H CH; OH OH H H NH,
H-4-2 Bu H H CH; CH; H CH:; OH OH H H NH,
143 By H H CHICH 3 CHy H CH; OH OH H H NH,
44 Bu H H CHCH{CHs), CH; H CH:; OH OH H H NH
-4-5 Bu H H CHPh CHs H CH; OH OH H H NH;
f-4-6 By H H CHo-indol-3-yl CH; H (H; OH OH H H NH;
Hed-7 'Bu H H  CHCH,SCH:; CH: H CH; OH OH H H N
H-4-§ By * H * CH; H CH; OH OH H H NH
*R* and R joined together by (CHa)s to form five-membered ring.
Table I1-5.
Ne R R R® RV R R rR® X v ® R R
-5 Ph H H H CH; H CH; OH OH H H NH;
852 Ph H H CH; CHs; H (CH; OH OH H H NH;
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Ne R R R® R R R R X v R rR'ER
-53 Ph H H CH(CH:): CH; H CH; OH CH H H NH,
54 Ph H H CHCH(CH;), CH: H CH, OH OH H H NH
55 Ph H H CH.Ph CH, H CH; OH OH H H NH,

86 Ph H H CHyindol3-yi CH: H CH; OH OH H H NH
H-57 Ph H H CHCHSCH; CH: H CH; OH OH H H NH
H-58 Ph * H * CH; H CH; OH OH H H NH

*R* and R joined together by (CHy); to form five-membered ring.

Table H-6.

Ne R R* R™ R” R R R X Y R ®R K
i-6-1 p-Me-Ph H H H CH; H CH; OH OH H H NH
i1-6-2 p-Me-Ph H H CH CH, H CH; 0H OH H H NH
-6-3 p-Me-Ph H H CH(CH:), CH, H CH; OH OH H H NH,
164 p-Me-Ph H H CHCH(CH:), CHs H CH; OH OH H H N,
1-6-5 p-Me-Ph H H CHFPh CH, H (CH:; OH OH H H NH,

H-6-6 p-Me-Ph H H CHpindol3-yi CHy H CHy OH OH H H NH
-6-7 p-Me-Ph H H CHCHSCH, CH; H CH: OH OH H H NH
i1-6-8 p-Me-Ph * H * CH; H CH; CH OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.

Table H-7.

Ne R R R® R* R* R R X Y R R R
1-7-1 p-F-Ph H H H CH; H CH; OH OH H H NH
1-7-2 p-F-Ph H H CH; CH; H CH; OH OH H H NH
1-7-3  p-F-Ph H H CH(CHs), CH; H CH; OH OH H H NH;
-7-4 p-F-Ph H H CHCH(CH:» (Hs H CH;, OH OH H H NH
-7-6 p-F-Ph H H CHPh CH; H CH;, OH OH H H NH,

7.7 p-F-Ph H H CHyindol-3-y1 CH; H CH: OH OH H H NH
-7-8 p-F-Ph H H CHCHSCH; CH; H CH: OH OH H H NH;
B-7-28 p-F-Ph * H * CH; H CH; CH OH H H NH;

(&3

*R” and R joined together by (CHy)s to form five-membered ring.

Table I1-8.

Ne R' R> R® R F R R ¥ ¥y R R
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Ne R R’ R” R R » R X v R ® R
81 p-Ci-Ph 0 H H CH; H CH: OH OH H H NH,
f-8-2 p-Ci-Ph H H CH, CH;, H CH: OH OH H H NH,
i-8-3 p-Ci-Ph H H CH(CH:) CH, H CH: OH OH H H NH,
1-84 p-Cl-Ph H H CHCHCH), CH; H CHy OH OH H H NH
0-85 p-Cl-Ph H H CHPh CH, H CH, OH OH H H NH
1-8-6 p-Cl-Ph H H CHoindol3yl CH; H CH; OH OH H H NH;
1-8-7 p-Cl-Ph H H CHCHSCH; CHy H CH; OH OH H H NH

i-8-8 p-Ci-Ph * H * CH; H CH:y OH OH H H N

*R” and R joined together by (CHy); to form five-membered ring,

Table 11-9.

Ne R R* R™ R™ R R X Y ®rR R R
1-9-1 p-Br-Ph H H H CH; H CH; OH OH H H NH,
-9-2 p-Be-Ph H H CHs CH: H CH; OH OH H H NH,
1-8-3  p-Br-Ph H H CH(CH:) CH: H CHy OH OH H H NI
194 p-Br-Ph H H  CHCHCH:), CH; H CHy OH OH H H N
H-9-6 p-Br-Ph H H CHPh CH: H CH, OH OH H H NH

1-9-7 p-Br-Ph H H CHyindol3-yi CH: H CH; OH OH H H NH
11-¢-8 p-Br-Ph H H CHXCH,SCHy CH: H C(CH; OH OH H H NH
H-9-28 p-Br-Ph * H ¥ CH: H CH; OH OH H H NH

*R” and R joined together by (CH; ) to form five-membered ring.

Table H-10.

Ne r R R® RP ORrRR X vy rR ORR
f-16-1 p-l-Ph H H H CH; H CH: OH OH H H NH,
-16-2 p-I-Ph H H CH; CH; H CH: OH OH H H NH
H-10-3 p-I-Ph H H  CH(CH.) CH: H CH: OH OH H H NH
H-16-4 p-I-Ph H H  CHCH(CH:), CH: H CH; OH OH 0 H NI
1i-16-5 p-l-Ph H H CH:Ph CHy H CH, OH OH H H N

-10-6 p-I-Ph H H CHyindol-3-yl CH; H CH; OH OH H H NH
H-16-7 p-I-Ph H H CHCHSCH; CH; H CHy; OH OH H H NH

i-1¢-8 p-I-Ph * H * CH; H CH; OH OH H H Nif

*R” and R™ joined together by (CHh) to form five-membered ring.

- 104 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00220



(&3

Table 1I-11.
T

P R' R R* R R" " B*° X v R R ¥
fi-131-1 CH, H H H Ft H CHy OH OH H H NH
fi-33-2 CH; H H (CH, Et H CH; OH OH H H NH
H-1§-3 CH; H H CH(CH), Et H CH, OH OH H H N,
ff-§i4 CH; H H CHCH(CH:), Bt H (CH; OH OH H H NH;
H-13-8 CH; H H CHPh Et H CH; OH OH H H NH
H-ii6 CHa H H  CHyindol3-yi Et H CH; OH OH H H NH
H-13-7 CH: H H CHCHSCH;, EBEt H CH; OH OH H H N
H-1%-8 CH; * H * Et H CH; OH OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table H-12.

Ne R' R* R® R” R R R X Y R R K
-32-1 Bt H H H Et H CHx OH OH H H NH
f-12-2 Et H H C(CH, Et H CH; OH OH H H NH;
H-12-3 Et H H (CH(CH:) Et H CH; OH OH H H NH
H-12-4 Ft H H C(CHCH(CH;y, Ft H CH; OH OH H H NH;
H-12-8 Bt H H CHPh Ft H CH; OH OH H H NH
426 Et H H CHpindol3-yt Et H CH; OH OH H H NH
H-12-7 Et H H CHXCH,3CH; Et H CH: OH OH H H N,
-i12-8 Et ¥ H % Et H CH; OH OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table H-13.

Ne R' R° R® R” R R R® X v R R ¥
13-4 pr 0 O H £t H CH, OH OH H H NH
H-13-2 Pr H H CH, £t H CH, OH OH H H NH;
H-13-3 Pr H H CH(CH:) Et H CH, OH OH H H NH
13-4 Pr H H CHCH{CHy), ¥t H CH; OH OH H H NH,
13- Pr H H CHPh Et H CH; OH OH H H NH
m-13-6 Pr H H CHy-indol-3-yt Et H CH; OH OH H H NH
H-13-7 Pr H H CH,CHSCH; £t H CH; OH OH H H NH,
10-13-8 pr o+ H ¥ £t H CH; OH OH H H NH

*R” and R°

joined together by {CH;)s to form five-merbered ring.
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Table 1I-14.

o R' R R R R*" " R* X Y R R R
ii-14-1 By H H H Ft H CH;, OH OH H H NH
1142 By H H CH, Ft H CH; OH OH H H WNH
fI-14-3 By H H CH{CH:), Et H CH, OH OH H H WNH,
fi-i4-4 By H H CHCH(CH:, Et H CH; OH OH H H NH
H-14-5 By H H CHPh Et H CH; OH OH H H NH

[-14-6 Bu H H CHy-indol3-yl Et H CH: OH OH H H NH
-7 Bgp H H CH,CHSCH; Et H CH: OH OH H H NH
i1-14-8 By * H = Et H CHy OH OH H H NH,

*R* and R joined together by (CH,)s to form five-membered ring.

Table I1-15.
1

Ne rR' p* r*® R R*" " R* X v R R R
151 Ph H H H Et H CH, OH OH H H NH
152 Ph H H C(H; Bt H CH, OH OH H H NH
f1-18-3 Ph H H CH(CH:) Bt H CH, OH OH H H NH
154 Ph H H CHCH(CH). E H CH, OH OH H H NH,
1-15-5 Ph H H CHPh Et H CH: OH OH H H N
i-15-6 Ph H H CHyindol-3-yt Et H CH: OH OH H H NH,
1-15-7 Ph H H CHCH.SCH: Et H CH: OH OH H H NH,
-15- Ph * H ¥ Bt H CHy, OH OH H H NH

A

*R? and R™" joined together by (CH,); to form five-membered ring,

Table I1-16.

Ne ®! R- R® RT " R R® X Yy R rR R
f-16-1 p-Me-Ph H H H Ft H CH, OH OH H H N,
f-16-2 p-Me-Ph H H CH; Bt H CH, OH OH H H NH,
1-16-3 p-Me-Ph H H  CH(CH)), Bt H CH, OH OH H H NH,
H-16-4 p-Me-Ph H H CHLCH(CH.), Et H CH, OH OH H H NH,
H-16-5 p-Me-Ph H H CHPh Ft H (CH, OH OH H H NH,

i-16-6 p-Mce-Ph H H CHe-indol-3-yi Bt H <CH: OH OH H H NH;
H-16-7 p-Me-Ph H H CHCHSCH; Et H CH; OH OH H H NH
H-16-8 p-Me-Ph * H * Bt H CH; OH OH H H N
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table Hi-17.

Ne R' R° R™ R” R" " R X Y R R V¥
H-17-1 p-F-Ph H H H Et H CH; OH OH H H NH;
H-17-2 p-F-Ph H H Ch: E H CH; OH OH H H NH
i-17-3 p-F-Ph H H CH(CH:» Et H CH; OH OH H H NH
iH-17-4 p-F-Ph H H CHCH(CH:, Et H CH; OH OH H H N
i-17-5 p-F-Ph H H CHPh Ft H CHy OH OH H H NH;
H-17-6 p-F-Ph H o CHeindol-3-y1 Et H CHy OH OH H H NH
477 p-F-Ph H H CHCHSCH; Et H CH; OH OH H H NH
i-17-8 p-F-Ph * H * Et H CH; OH OH H H NH;
*R” and R™ joined together by (CHy)s to form five-membered ring.

Table [1I-18.

Ne R' RS R® RV R RF R® X Y R R KR
H-18-1 p-Cl-Ph H H H Ft H CHy OH OH H H NH;
H-18-2 p-Cl-Ph H H CH; Et H CHy OH OH H H NH;
-18-3 p-Cl-Ph H H  CH{CH:) Et H CH; OH OH H H NH;
H-18-4 p-Cl-Ph H H CHCH{CH;), Et H CH; OH OH H H NH
-18-3 p-ClPh H H  CHpPh Et H CH; OH OH H H NH
I-18-¢ p-Cl-Ph H H C(Heindol-3-yl Bt H CH; OH OH H H «NH
-18-7 p-Cl-Ph H H CHCH)SCH; Et H CHy OH OH H H NH
f-188 p-Cl-Ph * H * Ft H CHy OH OH H H NH
*R” and R joined together by (CHy)s to form five-membered ring.

Tablc H-19.

Ne R' R® R™ R™ " R R X Y R R R
-191 p-Br-Ph H H H Et H CH; OH OH H H NH,
H-19-2 p-Br-Ph H H CH; Et H CH; OH OH H H N
H-i9-3 p-Br-Ph H H CH({CH Ft H CH; OH OH H H NH
H-19-4 p-Br-Ph H H  CHCH(CH:), Et H CH: OH OH H H NH
H-19-5 p-Br-Ph H H CHyPh £t H CHy OH OH H H NH:
H-19-6 p-Br-Ph H H CHpindol3-yl Et H CH; OH OH H H N
H-19-7 p-Br-Ph H H CHXCH,SCH: Et H CH; ¢H OH H H N
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No R R® R*® R™ R* R R® ¥ v ® R R

ii-i%-8 p-Br-Ph * H * Et H Ciy OH OH H H NIbL

*R* and R joined together by (CH,)s to form five-membered ring.

Table 11-20.
1

Ne R R R® RV R R R* X Y R R' PR
i-20-1 p-l-Ph H H H Bt H CH; OH OH H H NH
202 p--Ph H H  CH; Bt H CH; OH OH H H NH
0-20-3 p--Ph H H CH(CH:), Ft H CH;, OH OH H H NH
1204 pIPh H H CHCH(CH;), FEt H CH; OH OH H H NH
11-26-5 p-I-Ph H H  CH.Ph Et H (H; OH OH H H NH:

-26-6 p-I-Ph H H  CHo-indob3-yl Bt H CHy OH OH H H NH
H-26-7 p-i-Ph H H CHCHSCH; Et H CHy O OH H H NH,
1-26-8 p-I-Ph = H * Et H CH: O CH H H NH

*R* and R™" joined together by (CHy): to form five-membered ring.

Table I1-21.
P 1

e r!' R* R™ R® R* " R® X v R R PR
2i-1 CH, H H H Pr H CHy OH OH H H NH,
-21-2 CH, H H CH, Tr H CH, OH OH H H NH
213 CH. H H CH({CH;), Pr H CH, OH OH H H NH
11-21-4 CH: H H CHCH(CH:), Pr H CH; OH OH H H NH
1-21-§ CH; H H CHPh Pr H CH; OH OH H H NH,

11-21-6 CH; H H  CHeindol3-yi Pr H CH; OH OH H H NH,
[1-21-7 CH; H H CHCH,SCH: Pr H CH; OH OH H H NH,
§8-23-8 CH; * H % Pr H CH; OH OH H H NH,

(9]

*R” and R°" joined together by (CH,): to form five-membered ring.

Table 11-22.
» 1

e rR' R® R™ R” R R R® X Y R ®R R

-22-1 Bt H H H Pr H CH: OH OH H H NH

-22-2 Bt H H CH; Pr H CHy OH OH H H NH

11-22-3 Bt H H CH{CH:) Pr H CH; OH OH H H NH

1-22-4 Ft H H CHCHCH:), Pr H CH; OH OH H H NH,

11-22-8 Et H H CHPh r H CH; OH OH H H NH
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Ne rR' R R® R® R" R R* X v R R R
11-22-6 Bt H H CHeindol3-yI Pr H CH: OH OH H H N,
1-22-7 Bt H H CHCHSCH, Pr H CH: OH OH H H NH,
f-22-8 Bt * H % Pr H (CH: OH OH H H NH,
*R” and R joined together by (CHa b to form five-membered ring.
Table 1H-23,
Ne R'" R R® R" R®* R R® X ¥ R R R
231 Pr H H H Pr H CH, OH OH H H NH,
11232 Pr H H CH; r H (CH, OH OH H H NH,
11-23-3 Pr H H  CH(CH:n Pr H CH; OH OH H H NH:
234 Pr H O H  CHCH(CH:), Pr H (CHy OH OH H H NH
1235 Pr H H CHpPh Pr H CHy, OH OH H H N
11236 Pr H H CHpindol3.yl Pr H CH; OH OH H H NH,
11-23-7 Pr H H CHCHSCH, Pr H CHy OH OH H H NH,
238 pr o * H % Pr H CHy OH OH H H NH,
*R? and R joined together by (CHa ) to form five-membered ting.
Table 11-24.
e R R R™ R® R " R® X v r R R
241 Bu H H H P’r H CHy, OH OH H H NH,
242 Bg H H (CH; Pr H CH; OH OH H H NH,
11-24-3 ‘Bu H H  CH(CH:), r H CH; OH OH H H NH
11-244 ‘Bu H H CHCH{CH), Pr H CH; OH OH H H NH,
11-24-3 Bu H H CHPh r H CH; OH OH H H NH,
fi-246 By H H C(Hyindol3yl Pr H CH; OH OH H H NH,
1-24-7 ‘Bu H H CHCHSCH:; Pr H CH; OH OH H H NH
248 By * H ¥ v H CH; OH OH H H NH
*R* and R™" joined together by (CHa)s to form five-membered ring.
Table 11-25.
Ne R' R¥ mR® R” R ox v rROR R
i-25-1 Ph H H H Pr H CH; OH OH H H NH:
1-25-2 Ph H H CH; Pr H CH; OH OH H H NH,
11253 Ph H H CHCH), r H CH; OH OH H H NH,
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No R' »* R* R R* R R®* X v R r R

11-25-4 Ph I I CILCH(CH:), 'Pr H CIL OH OH H H NiL
§1-25-5 Ph H H CH)Ph Pr H CHy OH OH H H NH,
f1-25-6 Ph H H CHp-indol-3-yvi Pr H CH: OH OH H H NH,
1-25-7 Ph H H  CHOHSCH; Pr H CH: OH OH H H NH,
ii-25-8 Ph * H * Pr H CH, OH OH H H NH

*R” and R™ joined together by (CHo) to form five-membered ring.

Table 11-26.
1

Ne R R® R™ R” R" R R® X v R R R
3-26-1 p-Me-Ph H H H Pr H CH: OH OH H H NH;
11-26-2 p-Me-Ph H H CH; Pr H CH: OH OH H H NH
11-26-3 p-Me-Ph H H CH(CH)) Pr H CH, OH OH H H NH
11-26-4 p-Me-Ph H H CHCHCH:), Pr H CH;, OH OH H H N
[1-26-5 p-Me-Ph H H CHPh Pr H CH; OH OH H H NH;

H-26-6 p-Me-Ph H H  CHy-indol-3-yi Pr ¥ CH; OH OH H H N
11-26~7 p-Me-Fh H H  CHCH.SCH: Pr M OCH; OH OH H H N
i1-26-8 p-Me-Ph * H ¥ Pr H CH; OH OH H H N,

*R” and R™ joined together by (CHy)s to form five-membered ring,

Tablc H-27.

Mo RI RZ REa R3b R4 Rﬁ R() X A% R7 RS R‘}
H-27-1 p-F-Ph H H H Pr H CH; OH OH H H NH,
1-27-2 p-F-Ph H H CH; Pr H CH; OH OH H H NH,
1-27-3 p-F-Ph H H CH({CHs) Pr H CH; OH OH H H NH;
11-27-4 p-F-Ph H H CHCH(CH;p Pr H CH; OH OH H H NH
H-27-8 p-F-Ph H H CHPh P H CH; OH OH H H NH

-27-6 p-F-Ph H H  CHeindol3-yl Pr H CHy OH OH H H NH
H-27-7 p-F-Ph H H CILCILSCH; Pr H CH; OH OH H H N
11-27-8 p-F-Ph * H * Pr H CH, OH OH H H NH

(93]

*R* and R joined together by (CH,)s to form five-membered ring.

Table 11-28.

b R! R’ R*® R® R* " R® x v F® r R
1-281 p-Cl-Ph H H H Pr H CH; OH OH H H NH
- 110 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00226



A

Ne R’ R° R* R” R® " R* X Y R » ®r
11-28-2 p-Cl-Ph H H (L Pr H CH; O OH H H NI
f-28-3 p-Cl-Ph H H CH(CH), Pt H CH; OH OH H H NH
1-28-4 p-Cl-Ph H H CHCH(CH), Tr H CH; OH OH H H NH
11-28-5 p-Cl-Ph H H CHPh Pr H CH, OH OH H H NH
1H-28-6 p-Cl-Ph H H CHrindol3-yi Pr H CH; OH OH H H NH
11-28-7 p-Cl-Ph H H CHCHSCH; Pr H CH; OH OH H H NH
1-28-8 p-Cl-Ph * H ¥ Pr H CH; OH OH H H NH,
*R* and R joined together by (CH,)s to form five-membered ring.

Table 11-29.

Ne R’ R’ R™ R" "R R X Y R R R
11-29-1 p-Br-Ph H H H Pr H CH; OH OH H H Nik
11-29-2 p-Be-Ph H H CH; Pt H CH, OH OH H H NH,
[1-29-3 p-Be-Ph H H CH(CHs) ProH O OCH, OH OH H H NI
11-29-4 p-Br-Ph H H  CHCHCH:), Pr H CH; OH OH H H Ni,
1-29-8 p-Br-Ph H H  CHPh Pr H CH; OH OH H H N
11-28-6 p-Br-Ph H H CHeindol3yt Pr H CH; OH OH H H N,
11-29-7 p-Br-Ph H H CHCHSCH; Pr H CH: OH OH H H NH
11-29-8 p-Br-Ph * H * Pr H CH; OH OH H H NH,
*R” and R joined together by (CH,)s to form five-membered ring.

Table [1-30.

Ne R’ R° R” R” R" " R® X Y R R R
1-36-1 pl-Ph H H H Pr H CH; OH OH H H NH,
11-36-2 p-i-Ph H H CH; ‘’Pr H CH; OH OH H H NH;
11-30-3 p-I-Ph H H  CH(CH:) ‘v H CH; OH OH H H NH,
H-30-4 p-I-Ph H W CHCHICH:), P H CH, OH OH H H NH,
H-30-5 p-I-Ph H H  CILPh '’ H CH; OH OH H H NI
1-3¢-6 p-IPh H H CHeindol3yl Pt H CH; OH OH H H NH
1-36-7 pl-Ph H H  CHCHSCH, Pr H CHy, OH OH H H NH
1-36-8 pl-Ph * H * Pr H CH;, OH OH H H NH

*R? and R joined together by (CHy)s to form five-membered ring.

Table H-31.

- 111 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00227



(9]

Ne rR' pr* R® RP R* R R®* X Y R R R
31 CH; H H H "By H (CH; OH OH H H NH
312 CH, H H CH; "By H CH; OH OH H H NH,
-31-3 CH. H H  CHCH), "By H CH; OH OH H H NH,
113144 CH: H H CHCH(CH:), "Bu H CH; OH OH H H NH;
-31-§ CH. H H CHpPh "By H CH: OH OH H H NH,
11-31-6 CH: H H CHyindol3-yi "Bu H CH: OH OH H H NH;
-31-7 CH: H H CHCHSCH; "By H CH; OH OH H H NH,
318 CH, * H * By H CHy OH OH H H NH
*R? and R™" joined together by (CH,): to form five-membered ring.

Table H-32,

Ne rDORF OR® R R* ® rR* x v r R' R
1-32-1 Bt H H H "By H CHy OH OH H H NH,
-32-2 Bt H H CH; "By H CH; OH OH H H NH,
-32-3 Bt H H CHCH:), "By H CH; OH OH H H NH,
M-32-4 Ft H H CHCH(CH:), "™Bu H (H, OH OH H H NH,
11-32-8 Bt H H CHPh "By H CH, OH OH H H NH,
11-32-6 Bt H H  CHyindol3-yl "Bu H CH; OH OH H H NH
1327 Bt H H  CHOCHSCH: "Bu H CH; OH OH H H NH
11-32-8 Bt * H * "My H CH; OH OH H H N
*R” and R joined together by (CH,): to form five-membered ring.

Table 1H-33,

Ne r! RT OR® RP R R R X v R R R
331 Pr H H H "Bu H CH; OH OH H H NH
332 Pr H H CHy "By H CH, OH OH H H NH
1-33-3 Pr H H CH(CH:) "Bu H CH, OH OH H H NH,
11334 Pr H H CHCH(CH:), "Bu H CH; OH OH H H NH
11338 Pr H H CHPh "By H CH; OH OH H H NH,
1-33-6 Pr H H CHyindol3-yl "By H CHy OH OH H H NH,
337 Pr H H  CHCOHSCH, "Bu H CHy OH OH H H NH
(338 Pr * H ¥ "By H CH; OH OH H H NH;

*R” and R joined together by (CH,): to form five-membered ring.
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Table 11-34.
T

o rR' R° R® R R* R R* X Y R R R
i-34-1 By H H H "By H CH; OH OH H H NH,
1-34-2 ‘Bu H H CH, By H CH; OH OH H H N
f1-34-3 By H H CH(CH), "By H CH; OH OH H H NH
f-3¢-4 By H H CHCH(CH;), "Bu H CH; OH OH H H NH,
f-34-5 By H H CH.Ph Bu H CH: OH OH H H NH,

H-34-6 Bu H H  CHrindol-3-yl "Bu H CH: OH OH H H NH,
1347 By H H CHCHSCH: "Bu H CH: OH OH H H NH
-34-8 Bag * H * "By H CH; OH OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table 11-35.

Ne rR!' »* p*®* R R R R X Y R R F
1-351 Ph H H H "Bu H CH; OH OH H H NH
1352 Ph H H C(H; "Bu H CH; OH OH H H NH
11353 Ph H H CH(CH:), "Bu H CH; OH OH H NH,

H
i1-35-4 Ph H H CHCH(CH;); "Bu H CH; OH OH H H
W358 ph H H CHyPh "Bg H CH; OH OH H H
H-35-6 Ph H H CHyindol3-yl "By H CH; OH OH H H NH;
H-35-7 Ph H H CHCH,SCH: "Bu H CH; OH OH H H
$1-35-8 Ph * H ¥ "Bu H CH; OH OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table I1-36.

Ne R R° R™® R™ R R R X ¥ R R R
-36-1 p-Me-Ph H H H “Bu H CH; OH OH H H NH
11-36-2 p-Me-Ph H H CH, "By H CH, OH OH H H NH,
11-36-3 p-Mc-Ph H H CH(CH;), "By H CHy, OH OH H H NH,
11-36-4 p-Me-Ph H H  CHCHCH:), "Bu H CH; OH OH H H NH,
11-36-5 p-Me-Ph H H CHPh "Bu H CH; OH OH H H NH

I1-36-6 p-Mc-Ph H H  CHpindol3-yi "Bu H CH; OH OH H H NH
11-36-7 p-Me-Ph H H CHHSCH; "Bu B CH; OGH OH H H NH;
H-36-8 p-Me-Ph * H * "Bu H CH; OH OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.
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Table 11-37.

o R' R® R® R R®" R R X Y R R R
i-37-1 p-F-Ph H H H "By H CH; OH OH H H NH
1-37-2 p-F-Ph H H CH; “Bu H CH; OH OH H H NH,
11-37-3 p-F-Ph H H CH(CHy), "By H CH; OH OH H H NH
fi-37-4 p-F-Ph H H CHCH(CH;) "Bu H CH: OH OH H H NH
H-37-%3 p-F-Ph H H CHyFh "Bu H CH: OH OH H H NH
H-37-6 p-F-Ph H H CHyindob3-yl "Bu H CH: OH OH H H NH;
-37-7 p-F-Ph H H CHCHSCH; "Bu H CH; OH OH H H NH
II-37-8 p-F-Ph * H * "By H CH; OH OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.
Table -38.
Ne R' R® R® RV R* RN R® X Y R R R
-38-1 p-Cl-Ph H H H "Bu H CH: OH OH H H NH;
i1-38-2 p-Cl-Ph H H CH; "By H CH; OH OH H H NH:
11-38-3 p-Cl-Ph H H CH(CHy, "By H CH; OH OH H H NH
i-38-4 p-Cl-Ph H H  CHCH{CH;), "Bu H CH; OH OH H H NH,
H-38-5 p-Cl-Ph H H  CH:Ph "BPu H CH; OH OH H H NH,
H-38-6 p-Cl-Ph H H CHypindob3-yl "Bu H CH: OH OH H H NH
i1-38-7 p-Cl-Ph H H CH,CH,SCH; "Bu H CH: OH OH H H NH
i1-38-8 p-Cl-Ph * H * "By H (CH: OH OH H H NH;
*R* and R joined together by (CH,); to form five-membered ring.
Table -39,
Ne R’ R* R® R™ ¥ R R X v R R R
11394 p-Br-Ph H H H “By H CI: OH CH H H NIL
i1-3%-2 p-Br-Ph H H CH; "Bu H CH, OH OH H H NH
I1-33-3 p-Be-Ph H H  CH{CH) By H CHy OH OH H H NH
1-39-4 p-Br-Ph H H CHCH{ICH:), "Bu H CH; OH OH H H NH
i1-39-5 p-Br-Ph H H CHyPh "By H CH; OH OH H H NH
I1-39-6 p-Br-Ph H H CHeindol3-yl "Bu H CH; OH OH H H NH,
01-3%-7 p-Br-Ph H H CHCHSCH; "Be H CH; OH OH H H NH
H-39-8 p-Br-Ph * H * "Bu H CH; OH OH H H NH
*R” and R joined together by (CH,); to form five-membered ring.
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Table 11-40.

o R R° R” R R" R R°®° X Y R R'FR
1-46-1 p-l-Ph H H H By H CH, OH OH H H NH,
11-46-2 p-l-Ph H H CH; "By H (H, OH OH H H NH,
11-40-3 p-I.Ph H H CH(CHy), "Bu H CH; OH OH H H NH
[1-46-4 p-I-Ph H H CHCH(CH;):, "By H CH; OH OH H H NH
[-46-5 p-I-Ph H H CH.Ph By H (H; OH OH H H NH
H-48-6 p-I-Ph H H  CHeindol3-yl "Bu H CH; OH OH H H N
H-48-7 p-I-Ph H H CHCHSCH; “Bu H CHy; OH OH H H N
0-4¢-8 p-[-Ph * H * Bu H CH; OH OH H H N
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 11-41,

Ne R' R° R* R" R* R R* X v R R R
4311 CH; H H H Bz H CH: OH OH H H N
4i-2 CH; H H (H, Bz H CH: OH OH H H NH,
11-41-3 CH; H H CH(CH:), Bz H CH: OH OH H H NH,
-4i-4 CH; H H CHCH({CH:, Bz H CH; OH OH H H NH,
41-5 CH, H H CHpPh Bz H CH;, OH OH H H NH
1-41-6 CH: H H CHyindob3-yl Bz H CH; OH OH H H NH
11-41-7 CH: H H CHXCHSCH; Bz H CH; OH OH H H NH
143§ CH; * H * Bz H (H: OH CH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table 11-42,

Ne rR' B* R® R R* =" R°® X ¥ R R R
-42-1 Bt H H H Bz H CH, OH OH H H NH,
1-42-2 Bt H H C(H; Bz H CH, OH OH H H NH,
-42-3 Bt H H CH{CH:;) Bz H CH, OH OH H H NH,
-42-4 Bt H H CHCH(CH:), Bz H CHy, OH OH H H NH,
1-42-8 Bt H H CHPh Bz H CH; OH OH H H NH
1-42-6 Ft H H CHyindol3-yl Bz H CH; OH OH H H NH,
0-42-7 Bt H H CHCH,SCH: Bz H CH; CH OH H H NH
1428 Bt * H ¥ Bz H CH; OH OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 11-43.

o rR" RY R® R™ R* R R* X ¥ R ®R R
431 pr H H H Bz H CH, OH OH H H NH,
1432 Pr ¥ H CH; Bz H CH; OH OH H H NH,
11433 Pr H H CH(CH) Bz H CH; OH OH H H NH
434 Pr H H CHCH(CH;), Bz H CHy OH OH H H NH
1-43-8 Pr H H CH.Ph Bz H CHy OH OH H H Nk
H-43-6 Pr H H  CHe-indol3-yi Bz H CH; OH OH H H NH,
437 Pr H H CHCHSCH;, Bz H CH, OH OH H H N
1-43-8 Pr * H * Bz H CH; OH OH H H NH,
*R? and R joined together by (CHy)h to form five-membered ring.
Table H-44,
e R R’ R® R® R" B R* X Y R R R
441 Bu H H H Bz H CH; OH OH H H N
1-44-2 By H H CH; Bz H CH; OH OH H H NH
1-44-3 By H H CH(CH)), Bz H CH; OH OH H H NH
1-44-4 By H H CHCHCHy), Bz H CHy OH OH H H NH,
11-44-5 ‘Bu H H CHPh Bz H CH; OH OH H H NH,
[1-44-6 By H H (Hyindol3yl Bz H CH; OH OH H H NH,
11-44-7 By H H CH,CH,SCH; Bz H CH; OH OH H H NH
[i-44-8 By * H * Bz H C(H; OH OH H H NH
*R* and R joined together by (CHy): to form five-membered ring.
Table H-45.
Ne rR!' RY R® R” R R R® X Y R R R
-45-1 Ph H H H Bz H CH; OH OH H H NH
ii-45-2 Ph H H CH Bz H CH, OH OH H H NH,
11-45-3 Ph H H CH({CH:) Bz H CH; OH OH H H NH,
11-45-4 Ph H H CHCHCH:), Bz H CH; OH OH H H NH
11-45-8 Ph H H CHpPh Bz H CH, OH OH H H NH,
11456 Ph H H (Hpindol3yl Bz H CH, OH OH H H NH,
457 Ph H H CH,CH:SCH; Bz H CHy OH OH H H NH;
458 Ph * H ¥ Bz H CH: OH OH H H NH
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table 1i-46.

Ne R' R° R*® R” R R R X Y R R R
H-46-1 p-Me-Ph H H H Bz H CH: OH OH H H NH
-46-2 p-Me-Ph H H CHs Bz H CH: OH OH H H NH:
H-46-3 p-Me-Ph H H CH{CH;) Bz H CH; OH OH H H NH:
H-46-4 p-Me-Ph H H CHCH(CH:. Bz H CH; OGH CH H H N
i1-46-5 p-Me-Ph H H CHPh Bz H CH: OH OH H H NH;
i-46-6 p-Me-Fh H H CHe-indol3-yt Bz H CHy; OH OH H H NH
i1-46-7 p-Me-Ph H H CHCHSCH: Bz H CH; OH OH H H NH
i1-46-8 p-Me-Ph * H * Bz H CH: OH OH H H NH;
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table [1-47.
Ne R' R® R R R" R R® X Y R R R
-47-1 p-F-Ph H H H Bz H CH: OH OH H H NH;
H-47-2 p-F-Ph H H CH; Bz H CH: OH OH H H NH
11-47-3 p-F-Ph H H  CH(CHs) Bz H CH; OH OH H H NH,
i-47-4 p-F-Ph H H CHXCH(CH;h Be H CH; OH OH H H NH
11-47-5 p-F-Ph H H CHFPh Bz H CH; OH OH H H NH
-47-¢ p-F-Ph H H CHyindol-3-y1 Bz H CHy OH OH H H N
477 p-F-Ph H H CHCHSCH; Bz H CH; OH OH H H NH
[i-47-8 p-F-Ph * H * Bz H CHy OH OH H H NH,
*R” and R joined together by (CHy)s to form five-membered ring.
Tablc 1-48.
Ne R' R° R® RV R" R R* X Y R ®» ®
11481 p-Cl-Ph H H H Bz H CH, OH OH H H NH,
i1-48-2 p-CI-Ph H H CHs Bz H CH; OH OH H H NH,
fi-48-3 p-CI-Ph H H CH(CH:), Bz H CH: OH OH H H NH,
H-48-4 p-Cl-Ph H H  CHXCH(CH;, Bz H CH: OH OH H H NH
H-48-5 p-Cl-Ph H H CH:Ph Bz H CH: OH OH H H NH:
H-48-6 p-Cl-Ph H H CHyindok3-yl Bz H CH: OH OH H H NH
H-48-7 p-Cl-Ph H H CHCHSCH; Be H CH: OH OH H H N
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Ne itk R R™" R” R" 2 R* X Y R » ®
1488 p-Cl-Ph * H * Bz H CH: OH OH H H N,
*R* and R joined together by (CH,)s to form five-membered ring.

Table 149,

Ne R R R*® R® R R X v rR R KR
[1-49-1 p-Br-Ph H H H Bz H CH, OH OH H H NH,
i1-49-2 p-Br-Ph H H  CH; Bz H CH;, OH OH H H NH,
1H-49-3 p-Br-Ph H H CH(CH:), Bz H CH;, OH OH H H NH,
01-49-4 p-Br-Ph H H CHXCH(CH;), Bz H CH; OH OH H H NH
11-49-S p-Br-Ph H H CH:Ph Bz H CHy OH OH H H NH;

i1-49-6 p-Br-Ph H H CHoindol3-yi Br H CH; OH OH H H NH:
-49-7 p-Br-Ph H H CHCH,SCH: Bz H CH; OH OH H H NH;
I1-49-8 p-Br-Ph * H * Bz H CH; OH OH H H NH;

*R* and R™" joined together by (CHy): to form five-membered ring.

Table 11-30.

e r! R R™ R R* R R*®* X Y R R R
f-50-1 p-l-Ph H H H Bz H CHy, OH OH H H NH,
1-56-2 p-I-Ph H H CH; Bz H CH, OH OH H H NH,
11-56-3 p-I-Ph H H  CH(CH3), Bz H CH;, OH OH H H NH,
11-50-4 p-J-Ph H H CHCH(CH;)y Bz H C(CH: OH OH H H NH
11-56-5 p-J-Ph H H CH.Ph Bz H CH;y OH OH H H NH,

H-5¢-6 p-I-Ph H H CHy-indol-3-yl Bz H CH; OH OH H H NH
H-56-7 p-I-Ph H H CHCHSCH:; Bz H CH; OH OH H H N
H-5¢-8 p-I-Ph * H * Bz H CH; OH OH H H NH

(9]

*R” and R°" joined together by (CH,): to form five-membered ring.
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Table [H-1.
Ne R" R® R® R" R* R R X v R R R
§ii-3-1 CH; H H H CHy H CHs F OH H H NH
Hi-5-2 CHy H H CHs CHy H CH; F OH H H NH
i8-3-3 CH; H H CH{CH;) CH: H CH; F OH H H NH
-3-4 CH; H H CHCH(CH:)», CH; H CH; F OH H H NH
-1 CH; H H CHPh CH: H CH; F OH H H NH,
f-3-6 CH; H H  CHp-indol-3-vt CH:; H CH; F OH H H NH
Hi-t-7 CHy H H  CHCH,SCH: CHy H CHy F OH H H NH
Hi-1-§ CH; * H * CHy H CHy F OH H H NH;
*R* and R joined together by {(CHy ) to form five-membered ring.
Table -2,
No rR" BT R® RP R" R R X Y R R PR
Pi-2-1 Et H H H CH: H CH; F OH H H NH
FiR-2-2 Ft H H CH; CH; H CH; F OH H H NH
HE-2-3 Et H H CH(CH;sp CHy H CH; OH H H NH;
1i-2-4 Et H H CHCH(CHs), CH; H CHs OH H H NH;
i-2-5 Et H H CHPh CHy H CH; OH H H NH;
Hi-2-6 Et H H CHzpindol3-yt CHy; H CH; F OH H H NH:
FiE-2-7 Et H H CHXCHSCH: CHs H CH, F OH H H NH:
Hi-2-8 Et * H * CHy, H CH: F OH H H NH;

*R* and R joined together by (CH,)s to form five-membered ring.
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Table 111-3.

o R' R R” R" " R R XY R ® R

(31 Pr H O H O OH CH: H CH; F OH H H NH
32 Pr H H CH; CH: H CH; F OH H H N
M-33 Pr H H CHCH), CH; H CH; OH H H NH,
m-34 Pr H H CHCHCH), CH: H CH; OH H H NH,
-3 Pr H H CH,Ph CH: H CHy F OH H H NH
HE3-6 Pr H H CHyindol3 -vi CHs H CH; F OH H H NH:
037 Pr H O H O CHCHSCH: CH: H CH: F OH H H NH
038 pr * H * CH: H CH; F ¢H H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 114,

Ne R' R° R R® R R R XY R R R

41 Bu T 7 ©H CHy H CHy F OH H H NH;
42 By H H CH CH; H CHy F CH H H NH;
fl-4-3 ‘Bu H H CH(CH:) CH; H CH; F CH H H NH
M-4-4 Bu H H CHCH(CH;, CH; H CH; F OH H H NH
45 By H H CHPh CH; H CH; F OH H H N
fil-d-6 Bu H H CHyindol3-yi CH; H CHy F OH H H NH,
[Hi-4-7 Bu H H CHCHSCH; (H; H CH; F OH H H NH
ii-4-8 By * H ¥ CH; H CH: F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table I1I-3,

Ne R'" R° R" R R B R XY R R R

HE-5-1 PR H H H CHs H CHs F OH H H NiL
52 Ph H H CH; CH; H CH; F OH H H NH
i-3-3 Ph H H CH(CH)» CHy H CHy, F OH H H NH
[M-5-4 Ph H H CHCHCH), CH; H G, F OH H H NH
Hi-3-5 Ph H H CH;Ph CHy H CH: F OH H H NH
-3¢ Ph H H CHpindol3-yl CH: H CH; F OH H H NH,
HiE-5-7 Ph H H CHCH)SCH; CH; H CH; F OH H H NH;
Hi-5-8 Ph ¥ H ¥ CHy H CH; F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-6.

o R' R° R* R R R R XY R R'FR
Hi-6-1 p-Me-Ph H H H CH: H CH, F OH H H NH
f-6-2 p-Me-Ph H H CH; CH, H CH, F OH H H NH
M-6-3 p-Me-Ph H H  CH(CH:), CH; H CH, F OH H H NH
f-6-4 p-Me-Ph H H CHCH(CH;», CH: H CH; F OH H H NH
[H-6-5 p-Me-Ph H H CH:Ph CH: H CH; F OH H H NH
Hi-6-6 p-Me-Ph H H  CHo-indol3-yi CH: H CHy F OH H H NH
Hi-6-7 p-Me-Ph H H CHCHSCH, CH; H CH; F OH H H N
HE-6-8 p-Me-Ph * H * CH: H CH; F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table 1117,

Ne R' R° R*® R R* R R® XY R R F
m-7-t p-F-Ph H H H CH: H CH: F OH H H NH
H-7-2  p-F-Ph H H CH CH. H CH. F OH H H NH
M-7-3  p-F-Ph H H CH(CH;), CH: H CH, F OH H H NH,
H-7-4 p-FPh H H  CHCH(CH), CH: H CH; F OH H H NH,
W76 p-FPh H H  CHPh CH; H CH; F OH H H NH

HE-7-7  p-F-Ph H H  CHyindol3-yl CH; H  CHj OH H H NH
HE-7-8 p-F-Ph H H CHCH:3CH; CH; H CH; F OH H H NH
HE-7-20 p-F-Ph * H * CH: H CHs F OH H H NH

e

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table I1I-8.

Ne R! R R® R™ ¥ R R XY R R R
81 p-Cl-Ph H H H CH, H CH;: F OH H H NH
82 p-Cl-Ph H H CH; CH, H CH; F OH H H NH,
fi-§-3 p-Cl-Ph H H  CH(CH;) CH, H CH;y F OH H H NH,
-84 p-Cl-Ph H H  CHCH(CHy), CH, H CH, OH H H NH,

F

HE-8-5 p-Cl-Ph H H  CHPh CH:; H CH; F OH H H NH

HE-8-6 p-Cl-Ph H H CHpindol3-yi CH; H C(CH; F OH H H NH
F

HE-8-8 p-Cl-Ph * H 0 * CH: H CHs OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-9.

o R R° R™ R" R* R R® X Y =®r R R
1H-9-1 p-Br-Ph H H H CH; H CH. F OH H H NH
fi-9-2 p-Br-Ph H H CH, CH, H CH. F OH H H NH
M-9-3 p-Br-Ph H H CH(CH;), CH; H CH; F OH H H NH
ff-94 p-Br-Ph H H CHCHCH;):, (H; H CH; F OH H H NH
i-9-6 p-Br-Ph H H CHPh CH; H CH: F OH H H NH
Hi-9-7  p-Br-Ph H H  CHeindol3-yl CH;y H CHs F OH H H NH;
Hi-9-8 p-Br-Ph H H CHCHSCH, CH; H CH; F OH H H N
11-9-20 p-Br-Ph * H * CH; H CH:. F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table 11-10.

Ne R' R° R*® R™ R* R R® XY R R R
-1t p-I-Ph H H H CH, H CH; F OH H H N
m1-18-2 p-I-Ph H H CH; CH, H CH; F OH H H NH
fI-16-3 p-I-Ph H H CH(CH:) CH; H CH; F OH H H NH
-18-4 p--Ph H O H  CHCH(CHsp CH; H CH; F OH H H NH,
18-85 p-Ph H OH CHPh CH;, H CH, F OH H H NH,
HER8-6 pl-Ph H H  CHyindol3-yl CHs H CHy F OH H H NH,
HE18-7 pl-Ph H H  CHCH:SCH; CHy H CHis F OH H H NH,
i-318-8 p-I-Ph * H ¥ CH: H (H; F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table TI1-1 i

Ne R’ R R® RT R" R R®* X v R R R
-il-t CH: 5 H H Ft H CH. F CH H H NH
M-i1-2 CH, H H CH; Bt H CH, F OH H H NH,
f-11-3 CH, H H CH(CH.), Bt H CH, F OH H H NH,
M-i1-4 CH; H H CHCH({CH) FEt H CH. F OH H H NH
M-11-5 CH; H H  CHPh Ft H CH; F OH H H NH
M-i1-6 CH; H H CHeindol3-yl Bt H CH; F OH H H NH
ME-#1-7 CH; H H CHCH,SCH, Ft H CH, F OH H H NH,
118 CHy ¥ H ¢ Et H CH; F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table I1-12.

o R R R® RV R*" ¥ B° XY R R R
HE-E2- Bt H O OH OOH Et H CH, F 0B H H NH
122 Bt H H CH; Et H CH; F OH H H NH
Hi-12-3 Bt H H  CH(CH:): Bt H CH, F OH H H NH
124 Et H H CHCH(CH:», Et H CH; F OH H H NH
HE-82-5 Et H H  CHPh Et H € F OH H H NH
HE-32-6 Et H H CHe-indol3-yl Bt H CHy F OH H H N
HI-$2-7 Et H H CHCHSCH; Et H CH; F OH H H NH
HE-§2-8 By * o % Et H CH; F OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,
Table HI-13.
Ne R* R® R* R® R R R® X Y R R K
W13 Pr 3 OH H Et H CH; F OHF H H NH
M-13-2 Pr H H CH; Et H CH; F OH H H NH;
Mi-13-3 Pr H H CH(CH:), Et H CH; F OH H H NH
M-13-4 Pr H H CHCHCHy), Bt H CHy F OH H H NH,
M-13-5 pr H W CHPh Bt H CHs F OH H H NH
HE-13-6 Pr H H  CHyindol3-yl Bt H CHy F OH H H NH,
Hi-83-7 pr H H  CH.CH.SCH; Bt H CH; F OH H H NH
13- pr o * H ¥ Et H CH: F OH H H NH
*R” and R joined together by (CH,)s to form five-mermbered ring.
Table II-14.
N R R R R R" ® R* X Y R R R
fff-i4- By H H H Et H CH; F OH H H NH:
i
14~ By H H CH Et H CH; F O H H NH;
2
Oi-i4- By H H CHCH), Et H CHz F OH H H NH
3
-4 Bu H H CHCH(CH:)» Bt H CH; F OH H H NH;
4
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Ne R R R R R" %" R® X Y =R R R
fil-i4- By H H CHPh Bt H CH; F ©OH H H NH

5

Mi-i4- By H H CHpindob3yl Bt H CH;, F OH H H NH,

6

M- By H H CH,CHSCH; FEt H (H; F OH H H NH,

7

i-14- By * H ¥ Bt H CH; F OH H H NH

8

*R” and R joined together by (CH,): to form five-membered ring.

Table Hi-15.

Ne R' RT R™ R" R " R® X v R R R
fI-15-1 PR H H H Et H CH;, F OH H H NH,
-15-2 Ph H H CH; Bt H CH; F OH H H NH,
M-15-3 Ph H H  CH(CH), Et H CH; F OH H H NH
154 Ph H H CHCH(CH;), Et H CH; F OH H H NH,
[-15-5 Ph H H C(H.Ph Bt H CH; OH H H NH,
156 Ph H H  CHeindol3-yl Bt H CH, F OH H H NH,
57 Ph H O H  CHCHSCH. Bt H CH:, F OH H H NH,
{H-15-8 PR * H * Et H CH;, F GH H H NH

*R” and R™" joined together by (CH,): to form five-membered ring.

Table I1-16.

Ne R R-OR®R® R" ®" R* X v ®r R ¥
-16-1 p-Me-Ph H H H Bt H CH, F OH H H NH
M-16-2 p-Me-Ph H H CH; Et H CH, F OH H H NH
Hi-16-3 p-Me-Ph 1 H  CH(CH:), Et H CH, F OH H H NH
HE-16-4 p-Me-Ph H H CHCHCH:): Et H CH, F OH H H NH
H-i6-3 p-Me-Ph H H  CHPh Et H CH; ¥ OH H H NH,
HI-16-6 p-Me-Ph H H  CHpindol3yl Et H CH; F OH H H NH
fi-16-7 p-Me-Ph H H CHCHSCH; Et H CHy F OH H H NH
fi-16-8 p-Me-Ph * H ¥ Bt H CH, F OH H H NH,

*R* and R joined together by (CHy ) to form five-membered ring.
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Table 111-17.

P R' R® R R R" R B** X Y R R R
if-17-1 p-F-Ph H H H Et H CHy F OH H H NH;
Hi-17-2 p-F-Ph H H CH, Et H CH: F OH H H NH:
HE-17-3 p-F-Ph H H  CHCH.), Ft H CH, F OH H H NH
Hi-17-4 p-F-Ph H H CHCH(CH;), Ht H (CH, F OH H H NH
HE-17-8 p-F-Ph H H CH:Ph Et H CH: F OH H H NH;
HE-17-6 p-F-Ph H H CHoindol-3-yl Et H CH: ¥ OH H H NH
HE-17-7 p-F-Ph H H CHCHS3CH; Et H CH; F OH H H NH;
HE-17-8 p-F-Ph * H * Et H CH: F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table H1-18.

Ne R' R® R R” R" 7 rR* X v R R R
18- p-Ci-Ph 24 H H Et H CHy F OH H H NH
ii-18-2 p-Ci-Ph H H CH; Et H CHy F CH H H NH
I-18-3 p-Ci-Ph H H CH(CH:p Et H CHs F OH H H NH
Hi-3184 p-Ci-Ph H H  CHCH{CH;), Et H CHy F OH H H NH
185 pCi-Ph H H  CHPh Ft H CH: F OH H H NH
HE-18-6 p-ClPh H H  CHymdol 3yl Et H O CHy F OH H H  NH
HE-18-7 p-Cl-Ph H H CHCH,SCH; Et H CH; F OH H H MNH
ii-18-§ p-Ci-Ph * H * Et H CH: F OH H H NH;
*R* and R joined together by (CH,); to form five-membered ring.

Table HI-19.

Ne R’ R® R R " R R* XY R R R
HE-19-f p-Br-Ph H H I Et H CH; F OH H H NI
ii-1%-2 p-Br-Ph H H CH; Et H CHy F OH H H NH
fi-19-3 p-Br-Ph H H CH(CH), £t H CHy, F OH H H NH,
i-1%-4 p-Br-Ph H H CHCHCH:)» Bt H CH; F OH H H NH,
HE-3%-5% p-Br-Ph H H  CHPh Et H CHy F OH H H NH,
H-1%-6 p-Br-Ph H H CHyindol3-yl Bt H CHy F OH H H NH
HE-19-7 p-Br-Ph H H CHCHSCH: Et H CH; F OH H H NH
HE-89-8 p-Br-Ph * H ¥ HEH H CH; F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-20.

B R R" R® R" R R XY R R R
if-28-1 p-l-Ph H H H Bt H Cid; F OH H H NH
1i-28-2 p-1-Ph H H CH; EFt H Cd; F OH H H NH
f-26-3 p-I-Ph H H CH(CH;) Ft H CH; OH H H NH
Hi-26-4 p-I-Ph H H CHCH(CH:p Et H CH; OH H H NH
HE-28-8 p--Ph H H  CHPb Bt H CHy F OH H H NH
HE20-6 p-l-Ph H H CHe-indol-3-y1 Et H CH: F OH H H NH:
HE-28-7 p-I-Ph H B CHCHSCH: Bt H CH: F OH H H NH:
f-28-8 p-I-Ph * H * Et H CH: F CH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table [H-21.

Ne R* RY R® RT R " ®* X Y R R ¥
21 CH. OB H Pr H CHy F OH H H NH
H-21-2 CH. H H CH Pr H CH; F OH H H NH
213 CH; H H CH(CH:p Pr H CH; F OH H H NH
0214 CHy H H CHCH(CH;), Pr H CH; F OH H H NH,
215 CHs H H  CH:Ph r H CH; F OH H H NH,
HE-21-6 CH; H H  CHeindol3yl Pr H CH; F OH H H NH;
Hi-21-7 CH; H H  CHXCH.SCH; Pr H CH; F OH H H NH;
$18-21-8 CH; * H O 0* Pr H CHy F OH H H NH,
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table 111-22.

N R RTR® R R R R* XY R R R
H-22-1 Bt H H ©H Pr H CH; F OH H H N
f-22-2 Et H H CHs Tr H CH; OH H H NH,
i-22-3 Ft H H  CH(CH:) Pr H CH, F OH H H NH
M-22-4 Bt H H  CHCHCH), Pr H CH; F OH H H NH,
HY-22-8 Et H H CHPh Pr H O CH;, F OH H H NH,
E-22-6 Bt H H  CHeindol3-yl Pr H CH; F OH H H NH
1227 Bt H H CH.CH,SCH; Pr H CH; F OH H H NH
HE-22-8 B+ ¥ 4 % Pr H CH; F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-23.

o R' R R" R" R" " * X Y R R R

231 pr H OH OH Pr H CH, F OH H H NH
1232 pr H H CH; Pr H CH; F OH H H NH
f11-23-3 Pr H H CH(CH:), Pr H CH; F OH H H WNH
f-234 Pr H H CHCH(CH), Pr H CH, F OH H H NH
-23-5 Pr H H  CHu.Ph Pr H CH; F OH H H NH,
HE-23-6 Pr B H  CHeindol3yl Pr H O CHy F OH H H NH,
0237 Pr H H CHCHSCH: Pr H CH; F OH H H NH
M-23-8 Pr o * H * Pr H CH. F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 111-24,

Ne R' R° R® R® R" " R* X v R R R

241 Bu H H H Tr H CH; F OH H H N
242 Bu H H CH, r H CH; F OH H H NH,
243 Bu H H CH((H:) Pr H CH; F OH H H NH,
f-24-4 Bu H H CHCHCH), Pr H CHy, F OH H H NH,
245 ‘Bu H H CHPh Pr H CHy F OH H H NH
HE-24-6 Ba H H  CHyeindol3-yl Pr H CH: F OH H H NH
1i-24-7 Ba H H CHCH,SCH; Pr H CH; F OH H H NH
1if-24-8 By * H * Pr H (H; F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table I11-25.

Ne ' RY R* RP R" " R* X Y R R R

[-25-1 PR H H H ’r H CH; F OH H H NH
[-25-2 Ph H H CHs r H CH; OH H H NH
f-25-3 Ph H H  CH(CH:): r H CHy F OH H H NH
I-25-4 Ph H H CHCHCH;), Pr H CH, F OH H H NH
285 Ph H H  CH.Ph Pr H CH, F OH H H NH
[-28-6 Ph H H CHeindol3-yi Pr H# CH, F OH H H NH
1257 Ph H H CHCHSCH, v H (H, F OH H H NH,
ii-25-8 Ph ¥ H ¥ Pr H CH; F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.

3]
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Table 111-26.

o R' R® R® R R* R R® X v R R R
i-26-1 p-Me-Ph H H H Pr H CH, F OH H H NH,
1i-26-2 p-Me-Ph H H CH, Pr H CH, F OH H H NH,
MI-26-3 p-Me-Ph H H  CH(CH)), r H CH, F OH H H NH
HI-26-4 p-Me-Ph H H CHCH(CH;): Pr H CH: F OH H H NH
HE-26-8 p-Me-Ph H H  CHyPh Pr H CH; F OH H H N
HE-26-6 p-Me-Ph #H H  CHy-indol-3-y! Pr H CH; F OH H H N
HE-26-7 p-Me-Ph H H CHCH;3CH: Pr H CH; F OH H H N
i-26-8 p-Me-Ph * H = Pr H CH; F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 111-27.

Ne R' R® R® R R" R R* X Y R R R
273 p-F-Ph H H H Tr H CH; F OH H H NH
E-27-2 p-F-Ph H H CH; Pr H CH; F OH H H NH,
HE-27-3 p-F-Ph H H CH({CH:) Pr H CH. F OH H H NH,
HE-27-4 p-FPh H H CHCH(CH), Pr H CH; F OH H H NH,
H-27-8 p-FPh H O H CHPh Pr H CH; F OH H H NH
HE-27-6 p-F-Ph H H  CHyindol-3-yl Pr H CH; F OH H H NH
i8-27-7 p-F-Ph H H CHCHSCH: Pr H CH; F OH H H NH
-27-§ p-F-Ph * H * Pr H CH; F OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table HI-28.

Ne R’ R° R* R” R R R XY R R ®
HE-28-1 p-Cl-Ph 0O H H Pr H CHy F OH H H NI,
i1-28-2 p-Ci-Ph H H CH; Tr H CH; F OH H H NH
f-28-3 p-Cl-Ph H H CHCH:), Pr H CH: F OH H H NH,
Hi-28-4 p-Ci-Ph H H  CHCH{CH;3), Pr H CHy F OH H H NH,
HE-28-%5 p-ChPh H H  CHPh PTr H CH: F OH H H NH
IE-28-6 p-Ci-Ph H H  CHpindol-3-yl Pr H CH. F OH H H NH,
HE-28-7 p-Cl-Ph H H CH,CH.SCH, ’r H CH: F OH H H NH
HE-28-8 p-Cl-Ph * H 7 Pr H CH: F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-29.

o R R° R™ R" R* " R® X v R R' R
1-28-1 p-Br-Ph H H H r H CH; F OH H H NH,
1-28-2 p-Br-Ph H H CH; r H CH, F OH H H NH
11-29-3 p-Br-Ph H H CH(CHy), v H CH; F OH H H NH
f-29-4 p-Br-Ph H H CHCH(CH; Pr H CH; F OH H H NH
i11-29-5 p-Br-Ph H H CHPh r H CH; F OH H H NH:

1HE29-6 p-Br-Ph H H  CHeindol3-yl Pr H CHy; F OH H H NH
HE-29-7 p-Br-Ph H H CHCHSCH: Pr H CH; F OH H H N
1i-29-8 p-Br-Ph * H * Pt H CHy F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table 111-30.

Ne R' R° R*® R™ R* " R® X v R R R
f-38-1 p-I-Ph H H H Pr H CH, F OH H H NH
m1-38-2 p-I-Ph H H CH, Pr H CH. F OH H H NH
fI-36-3 p-I-Ph H H CH(CH:), Pr H CH; F OH H H NH,
1-38-4 p-Ph H OH O CHCH(CH:p Pr H CH; F OH H H NH,
WE38-8 p-Ph H O OH CHPh r H CH; ¥ OH H H NH

HE-38-6 p-l-Ph H H CHy-indol-3-yl ’r H CH; F OH H H NH,
HE38-7 p-l-Ph H H  CHCH,SCH; Pr H CH;y F OH H H NH;
ii-3¢-8 p-I-Ph * H * Pr H CH; F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table T11-3 i .

Ne R’ R R® RT R" R R® X v R»R R R
311 CH, H H H "By H CH; F OH H H NH
1M-31-2 CH, H H CH; "Ry H CH, F OH H H NH
f-31-3 CH, H H CH(CH.), My H CHy, F OH H H NH
m-31-4 CH; H H  CHCHCH;):; "Bu H CH; F OH H H NH,
M-31-8 CH; H H  CH.Ph "y H CH; F OH H H NH
Oi-31-6 CH; H H  CHpeindol3-yl "Bu H CH; F OH H H NH
M-31-7 CH; H H CHCHSCH; "Bu H CH; F OH H H NH
1-31-8 CH; ¥ H ¥ "Bu H CH; F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-32.

B R' B R" R R*" R R XY R R R

1-32-1 Bt H H OH "By H CH, F OH H H NH,
13222 Bt H H CH "By H CH, F OH H H NH,
f-32-3 Ft H H CH(CH.), "By H CH, F OH H H NH,
f-32-4 Et H H CHCH((H;), "Bu H CH; F OH H H NH
f-32-5 Et H H CHPh By H CH; F OH H H NH,
-32-6 Bt H H  CHeindol3-yl "Bu H CH; F OH H H NH
[-32-7 Bt H H CHCHSCH;, "Bu H CH; F OH H H NH
I-32-8 Et ¢+ 7 % "By H CH: F OH H H NH,
*R* and R”° joined together by (CH,); to form five-membered ring.

Table H1-33,

Ne R' R° R™ R® R* R R® XY R R R

0331 Pr H OH OH "Bu H CH, F OH H H NH
Mi-33-2 Pr H H CH; "Bu H CH, F OH H H NH,
f-33-3 Pr H H CH(CH:), "By H CH; F OH H H NH,
M-33-4 pr H H  CHCH(CH:), "Bu H CH; F OH H H NH,
M-33-% pr H H  CHPh ‘By H CH; F OH H H NH,
HE33-6 Pr H H CHpeindol3yl "By H O CH; F OH H H NH,
0337 Pr H H CHCHSCH; "By H CH; F OH H H NH,
338 pr * H ¥ "By H CH; F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table 111-34.

Ne R’ R° R* R® R”" R R® X Y ®» » R
[-34-1 Bu H H H "My H CHy, F OH H H NH
342 Bu H H CH "By H CH, F OH H H NH,
f1-34-3 Bu H H CH(CH:)» "My H CH; F OH H H NH,
M-34-4 By H H CHCHCH), "Bu H CH, F OH H H NH,
f-34-5 ‘Bua H H  CHPh "Bu H CH, F OH H H NH,
M-34-6 Ba H H (Hyindol3-y1 "By H CH; F OH H H NH,
H-34-7 Bu H H CHCHSCH; "Bu H CH: F OH H H NH;
-34-8 Ba * H ¥ "By H CH; F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-35.

o R' R° R® RV R" R R XY R R R
(351 Ph H H H Bu H CHy F OH H H NH,
1352 Ph H H CH; Ba H CH, F OH H H NH,
ff1-35-3 Ph H H CH(CH), "Bu H CH; F OH H H NH,
iff-354 Ph H H CHCH({CH:)» "Bu H CH; F OH H H NH;
f11-35-5 Ph H H CHyPh "By H CH; F OH H H NH,
356 Ph H H  CHyindob3-yl "Bu H CH: F OH H H NH,
0357 Ph B H  CHCHSCH; "Bu H CH; F OH H H NH,

HE-35-8 PHL * H O* "Bu H CH: F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table I11-36.

N R R R R” R R R XY R R R
HE-36-1 p-Me-Ph H H H By H CH; F OH H H Nih
Hi-36-2 p-Me-Ph H H CH; Bu H CH; F OH H H NH,
HE-36-3 p-Me-Ph H H CH(CH:) Bu H CH; F OH H H NH,
HI-36-4 p-Me-Ph H H CHCH(CH;, "Bu H CH; F OH H H NH,
365 p-Me-Ph H H  CHFPh "Bu H CH; F OH H H NH,

HE-36-6 p-Me-Ph H H  CHp-indol-3-yl "Bu H CH: F OH H H NH
iE-36-7 p-Me-Ph H H CHCH:SCH; "Bu H CH; F OH H H NH;
ii-36-8 p-Me-Ph * H "By H (H; F OH H H NH;

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IH~37.

Ne R' R R® R R* R R® XY R R R
I-37-¢ p-F-Ph H H H "y H CH; F OH H H NH
f1-37-2 p-F-Ph H H CH; By H CH, F OH H H NH,
HE-37-3 p-F-Ph H H CH(CH;), "By H CHy, F OH H H NH,
fHE-37-4 p-fPh B OH  CH.CH(CH:), "Bu H CH; F OH H H NH,
H-37-5 p-F-Ph H H CHPh My H CH, F OH H H NH,
HE-37-6 p-F-Ph H H CHyindol-3yl "By H CH; F OH H H NH
HI-37-7 p-F-Ph H H CHCH,SSCH: "By H CH; F OH H H NH
-37-8 p-F-Ph * H = B3y H CH; F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-38.

o R R° R” R" R* R R® X v R R K
H-38-1 p-Cl-Ph H H  H "By H CH, F OH H H NH,
11-38-2 p-Cl-Ph H H CH; "y H CH, F OH H H NH
11-38-3 p-Cl-Ph H H CH(CH:) "By H CH, F OH H H NH
f-38-4 p-Cl-Ph H H CHCH(CH:):, "Bu H CH: F OH H H NH
[-38-5 p-Cl-Ph H H CHPh By H CHs F OH H H NH.

iE-38-6 p-Cl-Ph H H  CHeindol3-yt "Bu H CH; F OH H H NH
I-38-7 p-Cl-Ph H H CHCHSCH; "Bu H CH; F OH H H NH
i-38-8 p-Ci-Ph * H = "Bu H CH; F OH H H NH;

*R* and R”° joined together by (CH,); to form five-membered ring.

Table I11-39.

Ne R' R R™ R® R* R R X v R R’ R
1-3%-1 p-Br-Ph H H H Bu H CH: F OH H H N
11392 p-Br-Ph H H CH; "Bu H CH: F OH H H NH,
fi-3%-3 p-Br-Ph H H CH(CH:) "Bu H CH. F OH H H NH,
-394 p-Br-Ph H H CHCOH(CH:):, "Bu H CH: F OH H H NH

395 p-Br-Ph H H  CHPh Bu H CH: F OH H H NH
iE-39-6 p-Br-Ph H H CHyindol3-yl "Bu H CH; F OH H H NH
11387 p.Br-Ph H H CHCHSCH; "By H CH; F OH H H NH
1-39-8 p-Br-Ph * H * "By H CH: F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IH~4(}.

Ne R' R R® R™ R R Xy R R E
11-48-1 p-I-Ph H H H “Bu H CH, F CH H H NH,
11-46-2 p-I-Ph H H CH; "By H CH, F OH H H NH,
i-48-3 p-I-Ph H H CH({CHy), "By H CH, ¥ OH H H NH,
fHi-46-4 pl-Ph H H  CHCHCH:), "By H CHy F OH H H  NH
HE-48-5 p-l-Ph H H  CHPh "My H CH; F OH H H NH,
HE-40-6 p-I-Ph H H  CHeindol3yl "Bu H CH; F OH H H NH
Hi-48-7 p-I-Ph H H CHCH.SCH; "Bu H CH;, F OH H H NH
-48-8 p-I-Ph * H * "Bu H CH; F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 111-4%.

B R R R” R R" ¥ R x Y R R R
FiE-41-3 CH; H H H Bz H CHy ¥ OH H H NH
fii-41-2 CH, H H CH; Bz H CH; F OH H H NH
M-41-3 CH, H H CH(CH), Bz H CH, OH H H NH,
fff-4i-4 CH; H H CHCH{(CH:», Bz H CH; OH H H NH,
i-41-5 CH; H H CHPh Bz H CH; F OH H H NH
Hi4i-6 CH; H H CHymdol3-yl Bz H CHy; F OH H H NH
Hi41-7 CH; H H CHCH.SCH; By H CH; F OH H H N
HE-4i-§ CH; * H * Br H {CH; F OH H H DNH
*R” and R™° joined together by (CHy); to form five-membered ring,
Table 1H-42,
Ne " B° R* R® R* R R* XY R R PR
HE42-F B+ H H H Bz H CH; F OH H H NH;
422 Ft H H CH; Bz H CH; F OH H H NH;
Mi-42-3 Bt H H CH(CH:) Bz H CH; F OH H H NH,
Hi-42-4 FEt+ H H CHXCH(CH;», Bz H CH; F OH H H NH
E42-8 Ft H H CHPh Bz H CH; F OH H H NH:
426 Et H H CHyindol3-vl Bz H CH: F OH H H NH;
Bif-42-7 Et H H CHCHSCH; By H ¢CH; F OGH H H NH
jif-42-8 Bt * H 0¥ Bz H CH; F OH H H NH;
*R* and R joined together by (CH,); to form five-membered ring.
Table 11-43.
Ne ' R° R®" R” " FR R XY R »B R
431 Pr 4 H H Bz H# CHy F OH H H NH
1432 Pr H H (i Bz # CH;s F OH H H NH,
f-43-3 Pr H H CH(CH:): Bz H CH; OH H H NH
ii-43-4 Py H H CHCH(CH;):; Bz H CH; F OH H H NH
435 Pr H H  CHPh Bz H CH; F OH H H NH;
436 Pr H H CHp-indol-3-yvl Bz H CH; OH H H NH;
Mi-43-7 Pr H H CHCHSCH; Bz H CH; F OH H H N#
11-43-8 Pr ¥ H ¥ Bz H CH; OH H H NH
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table Hii-44.

Ne R' R* R® R® R " R® X v R R R
1-44-1 Bu H H H Bz H CH; F OH H H NH,
1-44-2 Bu H H CH; Bz H CHy, F OH H H NH
443 Bu H H CH(CH:) Bz H CH: F OH H H NH
[f-44-4 Bu H H CHCHCH:), Bz H CH: F OH H H NH
[f-44-5 Bu H H CHPh Bz H CHy F OH H H NH
-44-6 Bu H H CHrindol3-yl Bz H CH; F OH H H NH
Ni-44-7 Bu H H CHCHELSCH; Bz H CH; F OH H H NH
Hfkd44-8 By * H = Bz H CH; F OH H H NH

*R” and R™ joined together by (CHy)s to form five-membered ring.

Tablc Hii-45.

Ne R' RS R® RP R" R R" X v R R R
f-45-1 Ph H H H Bz H CH;, F OH H H NH,
1452 PR H H CH; Bz H CH; F OH H H NH,
[3-45-3 Ph H H CH(CH:): Bz H CH; F OH H H NH;
[-45-4 Ph H H CHXCH({CH;), Bz H CH; F OH H H NH,
I-45-3 Ph H H CHPh By H CH; F OH H H NH
I-45-6 Ph H H CHeindol3-yl Bz H CH; F OH H H NH,

s

Hi45.7 Ph H H CHXCHSCH; Bz H (H; OH H H NH:
[f-45-8 Ph * H ¥ Bz H CH; F OH H H NH;

(&3

*R” and R joined together by (CHy)s to form five-membered ring.

Table I11-46.

Ne R' R® R® R R* " R* X v R R' R’
i11-46-1 p-Me-Ph H H H Bz H CH, F OH H H NH
1-46-2 p-Me-Ph H H CH; B H (H, F OH H H NH
fi5-46-3 p-Me-Ph H H CH(CH:), Bz H (H; F OH H H NH
fil-46-4 p-Me-Ph H H CHXCH(CHs;», Bz H CH; F OH H H NH
{11-46-5 p-Me-Ph H H CHPh Bz H CHy F OH H H NH
IE-46-6 p-Mc-Ph H H CHpeindol3yl Bz H CH; F OH H H NH
1-46-7 p-Me-Ph H H CHCH,SCH; Bz H CHs F OH H H N
- 134 -
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Ne R OR® R R* " R* X v R»R R R
1-46-8 p-Me-Ph * H * Bz H CH; F OH H H NH
*R* and R joined together by (CH,)s to form five-membered ring.
Table IT1-47,
Ne R R R™ R" R* R R® X VY R R ®
m-47-1 p-F-Ph H H H Bz H CH; F OH H NH,
M-47-2 p-F-Ph H H  CH Bz H CH; F OH H H NH
Mi-47-3 p-F-Ph H H CH(CH;) Bz H CH; F OH H H NH
i-47-4 p-F-Ph H H CHCH(CH:). Bz H CH; OH H H NH,
-47-3 p-F-Ph H H CHPh Bz H CH; F OH H H NH
11-47-6 p-F-Ph H H CHyindol3yt Bz H CH: F OH H H NH
i-47-7 p-F-Ph H H CHCHSCH. Bz H CH:; F OH H H NH
1i1-47-8 p-F-Ph * H * Bz H CH; F OH H H NH
*R* and R™" joined together by (CHy): to form five-membered ring.
Table I11-48.
Ne R R R* R® R" " R*® X v Rr R ¥
481 p-Cl-Ph H H H Bz H CH; F OH H H NH
11482 p-Cl-Ph H H CH; Bz H CH, F OH H H NH
Hi-48-3 p-Cl-Ph H H CH(CH), Bz H CH,; F OH H H NH
If-48-4 p-Cl-Ph H H CHCH(CH;), Bz H (H; F OH H H NH
1-48-3 p-Cl-Ph H H CHPh Bz H (H; F OH H H NH
111-48-6 p-Cl-Ph H H  CHyeindol3yl Bz H CHy F OH H H NH,
11487 p-Cl-Ph H H CHCHSCH; Bz H CHy F OH H H NH
1H-48-8 p-Cl-Ph * H * Bz H CH; OH H H NH,
*R” and R°" joined together by (CH,): to form five-membered ring.
Table H1-49.
Ne R R° R R” R" R R" XY R R R
i1-49-1 p-Br-Ph H H H Bz H CH: F OH H H NH
[-49-2 p-Br-Ph H H CH Bz H CH: F OH H H NH,
Ii-4%-3 p-Br-Ph H H CH(CH:): Bz H CH; OH H H NH
1i-49-4 p-Br-Ph H H CHCH({CH;, Bz H CH: F OH H H NH
111-49-5 p-Br-Ph H H CHPh Bz H CH; F OH H H NH
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Ne R R® R R R* R" B X v R R R
i{}-4%-6 p-Br-Ph H H CHyindok3-yl Bz H CH; ¥ OH H H NH
[1-49-7 p-Br-Ph H H CH,CHSCH; Bz H CH; F OH H H NH
Hi-4%-8 p-Be-Ph * H 0¥ Br H CH; F OH H H NH;
*R” and R joined together by (CHa b to form five-membered ring.
Table HI-50. _ _
Ne R R® R® R® R" B R* X v R R'R
Hi-8¢-1 p-I-Ph H H H Bz H CH; ¥ OH H H NH;
Hi-38-2 p-I.Ph H H CH Bz H CH: F OH H H NH
Hi-38-3 p-I-Ph H H  CH{CHs) Bz H CHy F OH H H NH;
HE-56-4 p-1-Ph H H  CHCH(CHzy Bz H CHy F OH H H N
HE-56-5 p-i-Ph H H CHPh Bz H CHy F OH H H NH
II-56-6 p-I-Ph H H CHyindol-3-y1 Bz H CH; F OH H H NH,
HE-56-7 p-I-Ph H H CHCHSCH; Bz H CH; F OH H H NH
i1-56-8 p-i-Ph O OOF Bz H CHs F OH H H NH
*R? and R joined together by (CHa ) to form five-membered ting.
RQ
RS
\ N

R 0
RIa

CO,RY

“7
Table IV-1. _ ] ]
Ne R R R® R” R B R X v R R R
iv-i-1 CH; H H H CHy, H F F OH H H NH
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Ne R R® R* R” R" B R XY R R R
v-i-2 CH; H H CH; CH; H F F OH H H N
Iv-i-3 CH;, H H CH(CH): CH; H F F OH H H NH
ivei-4 CH; H H C(CH)CH({CH;y CH; H F F OH H H NH,
v-i-8 CH; H H CH:Ph CH;: H F F OH H H NH
v-is¢ CH: H H CHymmdol3-yi CH; H F F OH H H N
fv-i-7 CH; H H CH,CH,SCH; (CH; H F OH H H NH
V-i-8 CH; * H # CHy H F F OH H H NH
*R* and R joined together by (CH,)s to form five-membered ring.

Table IV-2.

Ne R R* R® RV R ® R XY R R KR
fv-2-1 Bt H H H CHs B F F OH H H NH
iv-2-2 Et H H CH; CH; H F F OH H H NH;
Iv-2-3 Bt H H CH{CH;) CH; # F F OH H H NH
fv2-4 Ft H H CHCH{CH:;), CHy H F F OH H H NH
v28 Bt H O OH  CHoPh CH: # F F OH H H NH
vz Et H H CHyindol3vl CH; H# F F OH H H NH,
227 Et H H CHCHSCH; (CH; H F F OH H H NH,
fv-2-§ Ft * H 0¥ CH; H F F OH H H NH;
*R” and R joined together by (CH,)s to form five-membered ring.

Table IV-3.

Ne 'R rORY R" R R XY R R K
V31 Pr H H H CHsy H F F OH H H NH
iv-32 Pr H H CHs CH; H F F OH H H NH
V-33 Pr H H CH({CH:): CHy H F F OH H H NH
V34 Pr H B C HCH(CH:y, CH; H F F OH H H NH
v-3-5 Pr H H CHPh CH; H F F OH H H NIL
IV-3-6 Pr H H CHyindol-3-yl CH; H F OH H H NH
V-3-7 Pr H H CHCHSCH, CH; H F F OH H H NH
V3-8 pro v HOO® CHs H F F OH H H NH

*R? and R joined together by (CHy)s to form five-membered ring.

Table IV-4.
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Ne rR' R° R® R R" ® »r®* X Yy R R R
V-l Bu H H H CH: H CH, F OH H H NH
V42 By H H (H; CH. H CH, F OH H H NH
v-4-3 ‘By H H CH(CH)), CHy H CH; F OH H H NH
V-4-4 By H H CHCHCH). CH; H CH; F OH H H NH
IV-45 By H H CHPh CHy H CH; F OH H H NH

IV-4-6 Bu H H CHyindol3-y1 CH; H CH; F OH H H NH
V47 Ry H H CHXCH.SCH: CH:; H CHy F OH H H NH
iv-4-8 By * H ¥ CH: H CH; F OH H H N

*R” and R joined together by (CHy); to form five-membered ring,

Table TV-5.
1

Ne RMrp* R® RP R ®”R R* X vy R R R
v-s-1 Ph H H H CH: H F F OH H H NH
Iv-52 Ph H H CH; CH: H F F OH H H NH
V-53 Ph H H CHCH:) CH. H F F OH H H NH
[V-54 Ph H H CHCHCH), CH H F F OH H H NH
IV-5-5 Ph H H CHPh CH, H F F OH H H NH
IV-56 Ph H H (Hyindol3-yl CH, H F F OH H H NH,
IV-5-7 Ph H H CHCHSCH;, CH; H F F OH H H NH,
V-58 Ph o* H * CH; H F F OH H H NH

*R” and R joined together by (CH; ) to form five-membered ring.

Table IV-6.

Ne r! R R OR® R R R* X Y R R R
IV-6-1 p-Me-Ph H H H CH: H F F OH H H NH
IvV-6-2 p-Me-Ph H H (H; CH;: H F F OH H H NH
vV-6-3 p-Me-Ph H H CHCH): CH;y H F F OH H H NH
IV-6-4 p-Me-Ph H H CH(CH(CH) CH: H F F OH H H NH
IvV-6-S p-Me-Ph H H CHPh CH; H F OH H H NH
IV-6-6 p-Me-Ph H H CHeindol3yi CH;, H F F OH H H NH
V-6-7 p-Me-Ph H H CHCHSCH; CH:; H F F OH H H N,
IV-6-8 p-Me-Ph * H * CH, H F F OH H H NH

*R” and R™ joined together by (CHh) to form five-membered ring.

Gilead Exhibit 2021
PGR2023-00046 - Page 00254



(&3

Table IV-7.

o R' R® R® R" R* R R X Y R R PR

iv-7-1 p-F-Ph H H H CH, H F F OH H H NH
Iv-7-2  p-F-Ph H H CH; CH; H F F OH H H N
V73 p-F-Ph H H CH(CH), CH, H F OH H H NH
w74 p-F-Ph H H CHCH{CH:p CH: H F OH H H NH
W-7-6¢ p-F-Ph H H CHPh CHs H F F OH H H NH:
W-7-7  p-F-Ph H H  CHpindel-3-y1 CHy H F F OH H H NH:
iv-7-8 p-F-Ph H H CHCHSCH; CHs H F F OH H H N
IV-7-26 p-F-Ph * H * CHy H F F OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table IV-8.

Ne R' R® R® R R® R R XY R R K~

V-1 p-Ci-Ph H H H CHy H F F OH H H NH
iv-8-2 p-Ci-Ph H H CH; Cid; H F F OH H H NH
V83 p-Cl-Ph H H CH(CH:), CH, H F F OH H H NH
V-84 p-Ci-Ph H H CHCH(CH;), CH; H F F OH H H NH
iv-8-5 pCi-Ph H H  CHPh CH: H F F OH H H NH
iv-g-6 p-Ci-Ph H H CHymdok3-yl CH; H F F OH H H NH
IV-§-7 p-Cl-Ph H H CHCH,SCH; CHs H F F OH H H N
iv-g-8 p-Cl-Ph * H * CHy H F F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table IV-9.

Ne R' R® R* R” R R R XY R R R
iv-9-1 pBr-Ph O H H CH; H F F CH H H NH
iv-92 p-Br-Ph H H CHj CH; H F F CH H H NH
iV-8-3 p-Br-Ph H H CH(CH:), CH, H F F OH H H NH
iv-9-4 p-Br-Ph H H CHCH{CHy), CH; H F F OH H H NH
iv-8-¢ p-Br-Ph H H CH.Ph CH: H F F OH H H NH
V97 pBr-Ph H H CHeindol3yi CH; H F F OH H H NH
V%8 pBr-Ph H H CHOCHSCH, CH: H F F OH H H NH
IvV-9-28 p-Br-Ph * H * CH; H F F OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-10.

o R' R° R” R" R R R*X Y R R R
iV-10-1 p-l-Ph H H H CH, H F F OH H H NH,
V-2 pl-Ph H H CH CHy H F F OH H H NH,
V-16-3 p-I-Ph H H CH(CH.: CH; H F F OH H H NH
V-84 pl-Ph H H CHCH(CHs), CH; H F F OH H H NH
IV-10-5 p-I-Ph H H  CH:Ph CH; H F F OH H H NH
IV-10-6 p-f-Ph H H  CHsindol3yl CH: H F F OH H H NH
V-10-7 p-I-Ph H H CH.CH:SCH; CH: H F F OH H H N
IvV-16-8 p-J-Ph * H * CH, H F F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-11.

Ne R' R* R* R R*" " R* X v R R' R
W-iltl CHs HOHOOH Bt H F F OH H H NH
v-it-2 CH; H H CH, Et H F F OH H H NH
v-it-3 CH; H H CH(CH:), Et H F OH H H NH,
fV-it-4 CH;, H H CHCH(CH), Bt H F F OH H H NH,
V-t CH, H H  CHPh Bt H F F OH H H NH,
IvV-11-6 CH; H H  CHyindol-3-yl Et H F OH H H NH,
IvV-11-7 (H; H H CHCHSCH; Et H F OH H H NH
IV-13-8 CH; * H * B H F F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IV-12.

Ne R' R* R® R® R R R XY ®R R R
Iv-i2-1 Bt H H H B H F F OH H H NH
v-12-2 Bt H H C(CH; Et H F OH H H NH,
{V-12-3 Bt H H CH(CH:), B H F F OH H H NH
Iv-i2-4 Bt H H CHCH(CHy), Bt H F F OH H H NH
Iv-12-8 Ft H H CHph Et H F F OH H H NH
Iv-12-6 Ft H H (Hrindol3-y1 Bt H F F OH H H NH
IV-12-7 Bt H H CHCH,SCH, Kt H F F OH H H NH
IV-12-8 Bt ¥ H Ot Ft H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-13.

P R' R° R* R” R" R”" B® X v R R R
iV-i3-4 pr H H H Et H F F OH H H NH
V-i3-2 pr H H (H, Et H F F OH H H NH
V-13-3 Pr H H CH(CH.), Et H F OH H H NH
v-i3-4 Pr H H {CH.CH(CH;), Bt H F OH H H NH;
Iv-13-5 Pr H H CHPh EE H F F OH H H NH
IV-13-6 Pr H H CHy-indod-3-yI Et H F F OH H H NH;
IV-13-7 Pr H H CHCHSCH: Et H F F OH H H NH
iv-13-8 Pr * H * Et H F F OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table 1V-14.

Ne R' R® R R® R R R X Y R ®R R
IV-id- By H H H E H F F OH H H NH;
i

iv-14- By H H CH; Ht H F F OH H H NH,
2

Iv-14- By H H CH({CH) Et H F F OH H H NH;
3

IV-14- By H H CHCH(CH:;», Et H F F OH H H NH;
4

V-id- By B H CILPh B H T F OH H H NH
5

I¥-14- By H H CHy-indel-3-yl Et H F F OH H H NH,
&

iIV-i4- By H H  CH.CH,SCH; Et H F F OH H H NH;
7

IV-i4- By * H * Bt H F F OH H H NH;
8

*R” and R joined together by (CH,); to form five-membered ring.

Table IV-15.

Ne R' R® R*® R® R* ‘" " x v R R R
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Ne R' ®R® R® RP R" "R R®* X v R R R
Iv-is-f Ph H H H EE H F F OH H H NH
Iv-i%.2 Ph H H CH, Bt H F F OH H H NH
{V-i15-3 Ph H H CH(CH:), Bt H F F OH H H NH
IV-i5-4 Ph H H CHCHCH), Bt H F F OH H H NH,
Iv-i5-5 ph H H CHPh Bt H F F OH H H NH
IV-15-6 Ph H H CHyindol-3-yt Bt H F F OH H H NH
IV-15-7 Ph H H CHCHSSCH: Et H F F OH H H N
IV-15-8 Ph * H ¥ Bt H F F OH H H NH

*R” and R joined together by (CHy); to form five-membered ring,

Table TV-16.

Ne R’ R* R™ R” " R R® X v R R R
V-16-1 p-Me-Ph H H H Et H F F OH H H NH
IV-16-2 p-Me-Ph H H CH; Bt H F F OH H H NH
V-16-3 p-Me-Ph H H  CH(CH:)» Bt H F F OH H H NH
IV-16-4 p-Me-Ph H H  CHCH(CH;)» Et B F F O H H NH
IV-16-5 p-Me-Ph H H CHPh Et H F OH H H NH

IV-16-7 p-Me-Ph H H CHCHSCH; Ft H F OH H H NH;

F
Iv-16-6 p-Me-Ph H H CHpindol-3-yi Bt H F F OH H H NH
E
V-16-8 p-Me-Ph * H % Et H F F OH H H NH;

*R” and R joined together by (CH; ) to form five-membered ring.

Table IV-17.

Ne R R R® R® R R R X v R R R
Iv-17-1 p-F-Ph H H H £t H F F OH H H NH;
Iv-17-2 p-F-Ph H H CH; Et H F OH H H NH
v-17-3 p-F-Ph H H CHCH) Et H F F OH H H NH
V-17-4 p-F-Ph H H CHCHCH:) Et H F F OH H H NI
IV-17-§ p-F-Ph H H CHPh Et H F OH H H NH
IV-17-6 p-F-Ph H H CHeindol3yi Bt H F F OH H H NH
V-17-7 pF-Ph H O H O CH,CHSCH; Bt H F F OH H H NH,
V-17-8 p-F-Ph * H * Et H F F OH H H NH,

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table IV-18.

o R' R° R® R R®" ® R X Y R R R
V-181 p-Cl-Ph H H H Bt H F F OH H H NH
V-i82 p-Cl-Ph H H CH, Et H F F OH H H NH
V-i83 p-Cl-Ph H H CH{CH:) Bt H F F OH H H NH,
V-84 p-Cl-Ph H H CHCH(CH:), B H F F OH H H NH
IV-18-5 p-Cl-Ph H H  CH:Ph Et H F F OH H H NH:
IV-18-6 p-Cl-Ph H H  CHe-indol3-yi Et H F F OH H H NH,
IV-187 p-Cl-Ph H H CH.CHSCH; Et H F F OH H H NH,
Iv-18-8 p-Cl-Ph * H * It H F F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-19.

Ne R! R' R™ R® R R rR* X v R R R
IV-19-1 p-Br-Ph H H H Bt H F F OH H H NH
v-19-2 p-Br-Ph H H CH; Bt H F F OH H H NH
IV-19-3 p-Br-Ph H H CH(CH:), Et H F OH H H NH
IV-19-4 p-Br-Ph H H  CHCH(CH:), Ft H F OH H H NH
IV-19-5 p-Br-Ph H H  CHPh Tt H F F OH H H NH

iV-19-6 p-Br-Ph H H CHemdol3yl Et H F F OH H H NH

vV-19-7 p-Br-Ph H H CHXCH,SCH; Et H F F OH H H NKH
iv-19-8 p-Br-Ph * H * Fe H F F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IV-20.

Ne R’ R® R” R” R" ¥ R X Y R R R
W20 pl-Ph HH O Et H F F OH H H NH
V-20-2 pI-Ph H H CH Et H F F OH H H NH
IvV-20-3 p-I-Ph H H  CH(CH:) Et H F ¥ OH H H NH
IV-20-4 pl-Ph H OH O CH,CH(CH;, Bt H F F OH H H N,
Iv-20-5 p-I-Ph H H CH:Ph Ft H F F OH H H NH
IV-20-6 pI-Ph H H CHsindol3vl Bt H F F OH H H N,
IV-20-7 pI-Ph H H CHCHSCH; FEt H F OH H H NH,

W-20-8 p-l-Ph * H 0¥ Bt H F F OH H H N

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-21.

o R' R° R® R R*" R R"*" X v R R R
iv-2i-f CHy, H H H Pr H F F OH H H NH
V212 CH, H H CH, Pr H F F OH H H XNH
V213 CH, H H CH(CH:), Pr H F OH H H NH,
v2i-4 CH; H H C(H(CH(CHy), ®r H F F OQH H H NH;
fv-21-5 CH; H H  CH.Ph Pr H F F OH H H NH
iV2i-6 CH, H H  CHe-indol3-yi Pr H F F OH H H NH
V217 CH, H H CHCHSCH; Pr H F F OH H H NH,
Iv-21-8 CH, * H * Pr H F OH H H NH,
*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-22.

Ne R' ®* R® R R RXY R R T
W-22-1 Bt H H H Tr H F F OH H H NH
Iv-22-2 Bt H H (H; " H F F OH H H NH
Iv-22-3 Bt H H CH(CH;), Pr H F F OH H H NH
iv-22-4 Bt H H CHCHICH), Pr H F F OH H H NH,
v-22-8 Bt H H CHPh Pr H F F OH H H NH
IvV-22-6 Et H H  CHyeindol3yl Pr H F F OH H H NH
Iv-22-7 Bt H H CHCHSCH: Pr H F F OH H H NH
vV-22-8 Ft ¥ H O * r H F F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table IV-23.

Ne R' »* R® R " R R X v R R R
w231 pr IH O Pr H F F OH H H NH
V232 Pr H H CH Pt H F F OH H H NH
iv-23-3 Pr H H CH(CH;), Pt H F F OH H H NH
V234 Pr H H CHCH(CH), Pr H F F OH H H NH
v-23-5 Pr H H CHPh Pr H F ¥ OH H H NH
IV-23-6 Pr H H (Hyindol3-yt Pr H F F OH H H NH
Iv-23-7 Pr H H CHCHSCH. Pr H F OH H H NH
V-23-8 pr * H ¢ Pr H F F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table 1V-24.
1

o R' R’ R®™ RP R R R® XY R R R
iv-24-1 By H H H Tr H OF F OH H H NH,
Iv-24-2 Bu H H CH, Pr H F F OH H H NH
V243 By H H CH(CHy), Pr H F OH H H NH;
V-24-4 By H H CHCH(CHy, Pr H F F OH H H NH
iv-24-5 ‘Bu H H CH.Pb Pr H F F OH H H NH;
V246 Bu H H  CHe-indol3-yl Pr H F F OH H H NH
IV-24-7 Bu H H CHCHSCH: Pr H F F OH H H NH
IV-24-8 Bu * H * 'r H F F OH H H NH,
*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-25.

Ne R'" R* R® R” R" ¥ R* X v R R R
V251 Ph H H H T H F F OH H H NH
V252 Ph H H CH "t H F F OH H H NH
iv-25-3 Ph H H CH(CH;), Pr H F F OH H H NH
V254 Ph H H C(HCH(CH), Pr H F F OH H H NH,
V255 ph H H CHPh Pr H F F OH H H NH
V256 Ph H H CHyindol3-yl Pr H F F OH H H NH
V257 Ph H H CHCH,SCH: P H F F OH H H NH
Iv-25-8 Ph * H * P’r H F F OH H H NH

*R* and R joined together by (CH,); to form five-membered ring.

Table IV-26.

Ne R R R® R" RRXY R ORR
IV-26-1 p-Me-Ph H H H Pr H F F OH H H NH
IV-26-2 p-Me-Ph H H CH; Tr H F OH H H NH,
iV-26-3 p-Me-Ph H H CH(CHs) Pr H F F OH H H NH
IV-26-4 p-Me-Ph H H  CHCH(CHy), Pr H F F OH H H NH,
IV-26-5 p-Me-Ph H H  CHPh Pr H F F OH H H NH
IV-26-6 p-Me-Ph H H CHpeindol3yi Pr H F F OH H H NH
IV-26-7 p-Me-Ph H H CHXCHSCH; Pt H F F OH H H NH,
IV-26-8 p-Me-Ph * H * Pr H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-27.

P R' R® R® R R" R R* X Y R R R

IV-27-1 p-F-Ph H H H Pr H F F OH H H N
V272 pF-Ph H H CH; Pr H F F OH H H NH
IV-27-3 p-E-Ph H H CH(CHsy Pr H F OH H H NH
V-27-4 p-F-Ph H H CHCHCH:) Pr H F OH H H NH
iV-27-3 p-F-Ph H H CHPh Pr H F F OH H H NH
IV-27-6 p-F-Ph H H  CHeindol-3-y! Pr H FOOH H H NH
IV-27-7 p-F-Ph H H CHCHSCH, Pr H F OH H H NH
IvV-27-8 p-F-Ph * H * Pr H F OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table 1V-28.

Ne R' R® R® R R" R R* X v R R R
V281 pCl-Ph B H H Pr H OF OF OH H H NH
v-28-2 p-Cl-Ph H H CH, Pt H F F OH H H NH
Iv-28-3 p-Cl-Ph H H CH(CH:) Pr H F OH H H NH
iV-28-4 p-Cl-Ph H H CHCH(CH), Pr H F O H H NH
IV-28-85 p-Cl-Ph H H  CHPh r H F F OH H H NH
IV-28-6 p-Cl-Ph H H  CHydindol-3yt Pr H F F OH H H NH
1V-28-7 p-Cl-Ph H H CHCH;SCH; Pr H OH H H NH
1v-28-8 p-Cl-Ph * H * Pr H F OH H H NH
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table [V-29.

Ne R' R® R* R” " " R®* X Y R R R
IV-29-1 p-Br-Ph H H H Pr H F F OH H H NI
Iv-29-2 pBr-Ph H H CH; Pr H F OH H H NH,
iV-29-3 p-Br-Ph H H CH(CH:), Pr H F F OH H H NH,
IV-29-4 p-Br-Ph HOH O CHCH(CH;», Pr HOF F OH H H NH,
iV-20-85 p-Br-Ph H H  CHPb Pr H OF F OH H H NH
IV-29-6 p-Br-Ph H H CHyeindol3yl Pr H F F OH H H NH
IV-29-7 p-Br-Ph H H CHCHSCH; Pc H F F OH H H NH
iV-29-8 p-Br-Ph * H ¥ Pr H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-30.

B R R° R” R" R*" R R* X ¥ R R R
V-36-1 p--Ph H O H OH Pr H F F OH H H NH
V-36-2 pd-Ph H O H O CHy Pr H F OH H H NH,
V363 pI-Ph H H  CH(CHa) Pr H F OH H H NH
V-30-4 p-l-Ph H H  CHCH(CH;), Pr H F OH H H NH
IV-30-3 p-I-Ph H H  CH:Ph ’r H F F OH H H NH
IV-30-6 p-f-Ph H H  CHsindol3yl Pr H OF F OH H H NH
IV-30-7 p-I-Ph H H CH.CH:SCH; Pr H F F OH H H N
Iv-30-8 p-J-Ph * H * Pr H F F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-31.

Ne R' R R®* R® R* R R XY R R B
w311 CH, HOHOH "Bu H F F OH H H N,
V382 CH; H H  CH: "Ba H F F OH H H NH
IV-31-3 CH; H H  CH(CH:), "By H F OH H H NH
V314 CHy H H O CHCHCH:), "Be H F F OH H H NH
V318 CH, H H  CHPh "By H F F OH H H NH,
V316 CH, H H  CHy-indol3-yl "By H F F OH H H NH
IV-31-7 CH; H H CHCH,SCH; "Bu H F F OH H H NH,
IV-31-8 CH; ¥ H % "By H F F OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table IV-32.

Ne R' »° R® R ' R R" X v R & R
V321 Bt H H H "By H F F OH H H NI
1v-32-2 Bt H H CH; "By H F F OH H H NH,
V-32-3 Bt HOH CH(CH:) "Bg H F F OH H H NH
V-32-4 Bt H H  CHCH(CH), "Bu H F F OH H H NH
IV-32-8 Bt H H CHPh "Bu H F F OH H H NH
IV-32-6 Ft H H CHyindol3y1 "By H F F OH H H NH
IV-32-7 Ft H H  CHCH,SCH: "By H F OH H H NH
IV-32-8 Bt ¥ H ¥ "By H F F OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-33.

o R' R R™ R R* B R X v R R R

V-33-4 pr H H H My H F F OH H H NH
V332 pr H H CH, By H F F OH H H NH
V333 P H H  CHCH:) "By H F OH H H NH
v-33-4 Pr H H CHCHICH;), "By H F OH H H NH
V335 Pr H H CHPh "By H F F OH H H NH
V336 Pr H OB CHe-indol3-yl "Bu H F F OH H H NH
IV-33-7 Pr H H CHCHSCH: "By H F F OH H H NH
Iv-338 Pr * H * Ry H F F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 1V-34,

Ne R' R* R® R® R* R R XY R R KR

V-34-1 Bu H H H "B H F F OH H H NI
Iv-34-2 'Bu H H CH; "Bu H F F OH H H NH
IV-34-3 By H H CH(CH:) "My H F F OH H H NH
iv-34-4 ‘Bu H H CHCH(CH:). "Bu H F OH H H NH
V345 By H H CHPh "By H F F OH H H NH
IV-34-6 ‘Bu H H  CHp-indol3-yl "Bu H F F OH H H NH
iv-34-7 Bu H H CHCH.SCH; "By H F F OH H H NH
IV-34-8 'By * H O O* "Bu H F F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table IV-35.

Ne R' ®R® B® R R* R R* X v R R R

V358 Ph H H H "y H F F OH H H NH
Iv-352 Ph H H CH;, sy H F F OH H H NH,
V-35-3 Ph H H CH({CH), B3y H F F OH H H NH
IV-35-4 Ph H H CHCH(CH), "Bu H F F OH H H NH
IV-35-5 Ph H H CHPh My H F F OH H H NH
IV-35-6 Ph H H (Hyindol3yl "By H F F OH H H NH
IV-35-7 Ph H H CH,CHSCH:. "By H F OH H H NH
Iv-35-8 Ph * H ¥ My H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-36.

o R' R R R™ R* R R XY R R R
IV-36-1 p-Me-Ph H H H "By H F F OH H H NH,
IV-36-2 p-Me-Ph H H CH; "By H F F OH H H NH,
IV-36-3 p-Me-Ph H H CH(CH}, "Bu H F F OH H H NH
IV-36-4 p-Mc-Ph H H CHCH(CH;, "By H F F OH H H NH
iV-36-3 p-Me-Ph H H CHPb "y H F F OH H H NH,
IV-36-6 p-Me-Ph H H ChHpindol3-yt "Bu H F F OH H H NH
IV-36-7 p-Me-Ph H H CHXCHSCH: "B H F F OH H H NH
IV-36-8 p-Me-Ph * H = "Bg H F F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-37.

Ne R R R™ R™ R® R R XY R R K
iv-37-1 p-F-Ph H H H "By H F F OH H H NH,
Iv-37-2 p-F-Ph H H CH; "By H F F OH H H NH
IvV-37-3 p-F-Ph H H CH(CH:;) "By H F F OH H H NH
iV-37-4 p-F-Ph H OH  CHCH(CH:), "Bu H F F OH H H NH,
IV-37-8 p-F-Ph H H  CHPh By H F F OH H H NH
1V-37-6 p-F-Ph H H  CHpindel3-yl "Bu H F F OH H H NH
1v-37-7 p-F-Ph H H CHXCH:SCH; "Bu H F F OH H H NH

Iv-37-8 p-F-Ph * H * "Ba H F F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IV-38.

Ne R’ R* R* R” R®" R R XY R R R
V381 p-ClkPh H H H "u« H F F OH H H N
v-382 p-Cl-Ph H H CHs "By H F F OH H H NH,
IV-38-3 p-Cl-Ph H H CH(CH:): "By H F F OH H H NH,
V384 p-Cl-Ph H H CHCHICH:), "Be H F F OH H H NH,
Iv-38-5 p-Cl-Ph H H CH.Ph "Bu H F F OH H H NH,
IV-38-6 p-Cl-Ph H H CHyindol3yt "By H F F OH H H Ni,
IV-387 p-Cl-Ph H H CHCHSCH; "Bu H F F OH H H NH,
1V-38-8 p-ClPh * H = "By H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table IV-39.

o R' R° R” R" R* R R* X vy R R KR
1V-39-1 p-Br-Ph H H H "By H F F OH H H NH
V-39-2 p-Br-Ph H H CH; 3w H F F OH H H NH
IV-39-3 p-Br-Ph H H CH(CH) By H F OH H H NH,
IV-39-4 p-Br-Ph H H CHCH(CH:). "Bu H F OH H H NH
IV-39-5 p-Br-Ph H H CHPh "y H F F OH H H NH
IV-39-6 p-Br-Ph H H  CHyeindel3-y! "8y H F F OH H H NH
IV-39-7 p-Br-Ph H H CHCH:SCH: "Bu H F F OH H H NH
Iv-39-8 p-Br-Ph * H * "By H F F OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IV-40.

Ne R! R R™ R® R®" R R XY R R R
v-40-1 p-J-Ph H H H "Ba H F F OH H H NH
vV-40-2 p-I-Ph H H CH; "By H F F OH H H NH
IV-40-3 p-I-Ph H H CH(CH:): “Bu H F OH H H NH,
iV-40-4 p-I-Ph H H CHXCH(CH:), "Bu H F F OH H H NH
IV-40-5 p-i-Ph H H CH:Ph By H F F OH H H NH,
IV-40-6 p-I-Ph H H  CHeindob3yl By H F F OH H H NH,
iV-40-7 p-I-Ph H H CH:CH.SCH; "By H F F OH H H NH;

iv-4-8 p-I-Ph * H * "By H F F OH H H NH

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IV-41.
1

Ne R' RrR® R® R” R®" " R® X v R R R
Iv4i-i CH; H H H Bz H F F OH H H NH
Iv-41-2 CHy, H H CH, Bz H F F OH H H NH
{v-41-3 CH, H H CH(CH:) Bz H F F OH H H NH
ivdi-4 CH; H H CHCH({CH:, Bz H F F OH H H NH
Iv-41-5 CH, H H CHPh Bz H F F OH H H NH
IV-41-6 CH; H H CHyindol3-yi Bz H F F OH H H NH
IV-41-7 CH; H H CHCHSCH; Bz H F F OH H H NH

iV-4§-8 CH; * H % Bz H F F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table 1V-42.
1

o R' R° R* R® R RPRXY R R R
iv-42-1 Bt H H H Bz H F F OH H H NH
Iv-42-2 Bt H H (H; Bz H F F OH H H NH
v-42-3 Bt H H CH(CH:), Bz H F F OH H H NH
fv42-4 Bt H H CHCH(CH;), Bz H F F OH H H NH
iv-42-5 Et H H CHPh Bz H F F OH H H NH
iv-42-6 Et H H CHrindol3-yl Bz H F F OH H H NH
Iv-42-7 Bt H H CHCHSCH: Bz H F F OH H H NH,
Iv-42-8 FEt * H * Bz H F F OH H H NH

*R” and R™° joined together by (CHy); to form five-membered ring,
Table IV-43,
Ne R' R® R® R R* R R® X v R R* R
V431 Pr H H H Bz H F F OH H H NH
432 Pr H H (I Bz H F F OH H H NH
Iv-43-3 pr H H CH(CH), Bz H F OH H H NH
V434 Pr H H CHCHCH), Bz H F OH H H NH
IvV-43-5 Pr H H CHPh Bz H F F OH H H NH
V-43-6 Pr H H CHyindob3yi Bz H F F OH H H NH,
IV-43-7 Pr H H CHCHSCH; Bz H F OH H H NH,
v-43-8 pr * H * Bz H F F OH H H NH,
*R? and R™" joined together by (CH;): to form five-membered ring.
Table IV-44,
Ne R R R®" R R®" R R® X v R R R
vedd-t By I 0 H Bz H F F OH H H NH
IV-44-2 "By H H CH; Bz H F F OH H H NH
IV-44-3 '‘Bu H H CH(CH:) Bz H F F OH H H NH
IV-44-4 By H H CHCH{CH:, Bz H F F OH H H NH
IV-44-5 By H H CHpPh Bz H F F OH H H NH
IV-44-6 By H H CHyindol-3-y! Bz H F OH H H NH,
fv-44-7 Bu H H CH.CH,SSCH; Bz H F F OH H H NH,
iV-44-8 ‘By * H * Bz H F F OH H H NH

- 151 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00267



(&3

*R” and R™ joined together by (CHy)s to form five-membered ring,

Table IV-45.

Ne R'" R® R® R® R R R X Y R R R
iv-45-1 Ph H H H Bz H F F OH H H NH
V452 Ph H H CHs Bz H F F OH H H NH:
Iv-45.3 Ph H H C(CH(ICH:) Bz H F F OH H H NH
IV-45-4 Ph H H CHCH(CHy), Bz H F F OH H H NH
Iv-45-5 Ph H H C(H,Ph B H F F OH H H NH
PvedS6 Ph H H  CHymndol3vl Bz H F F OH H H N
IV-45-7 Ph H H CHXCHSCH: Bz H F F OH H H NH,
V458 Ph * H * Bz H F F OH H H NH
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table [V-46.
Ne R' R® R™ R" R R R® X Y R R PR
V-46-1 p-Me-Ph H H H B H F F OH H H NH
IV-46-2 p-Me-Ph H H CH; Bz H F F OH H H NH
iV-46-3 p-Me-Ph H H CH(CHsp Bz H F OH H H NH,
IvV-46-4 p-Me-Ph H H CHCH(CH;p, Bz H F F OH H H NH
IV-46-5 p-Me-Ph H H CHPh Bz H F F OH H H NH,
IV-46-6 p-Me-Ph H H CHpindol-3-yi Bz H F F O H H NH,
IvV-46-7 p-Me-Ph H H CHOH,SCH: Bz H F F OH H H NH
IV-46-8 p-Me-Ph * H * Bz H F F OH H H NH,
*R” and R joined together by (CHy)s to form five-membered ring.
Table IV-47.
Ne R' R® R® RV R" R R* X Y R R ®
IV-47-1 p-F-Ph H H H Bz H F F OH H H NH
IV-47-2 p-F-Ph H H CH; Bz H F F OH H H NH
iV47-3 p-F-Ph H H CHCH:): Bz H F F OH H H NH
iV-47-4 p-F-Ph H H CHCHCH:p, Bz H F F OH H H NH
IV-47-5 p-F-Ph H H CHPh Bz H F F OH H H NH
vV-47-6 p-F-Ph H H CHpindol3-yi Bz H F OH H H NH;
V-47-7 p-F-Ph H H CHCHSCH: Bz H F OH H H NH;
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No R! RY RY p® P R R x Y ®R R PR

iv-47.8 p-F-Ph * H * Bz H F F O H H NI

*R* and R joined together by (CH,)s to form five-membered ring.

Table IV-48.

iv-48-6 p-Ci-Ph H H  CHe-indol-3-yt Bz H
i¥-48-7 p-Clbh H H CHCHSCH; Bz H
Iv48-8 p-Cl-Ph * H * Bz H

OH H H NH
OH H H NH
F GH H H NH

s s

Ne R! R R* R® FRR XY Y R R R
Iv-48-1 p-ClPh H H H Bz H F F OH H H NH
IvV-48-2 p-Cl-Ph H H CH Bz H F F OH H H NH
IvV-48-3 p-Cl-Ph H H  CH(CH) Bz H F F OH H H NH
IV-484 p-Cl-Ph H H CHCH(CH:), Bz H F F OH H H NH
iV-48-5 p-Cl-Ph H H CHPb Bz H F F OH H H NH

F

F

F

*R* and R™" joined together by (CHy): to form five-membered ring.

Table IV-49.

e R! R’ R® R R* " R* X v R R' R
Iv-49-1 p-Br-Ph H H H Bz H F F OH H H NH
1vV-49-2 p-Br-Ph H H CH, Bz H F F OH H H NH
IV-48-3 p-Br-Ph H H CH(CH), Bz H F F OH H H NH
IV-49-4 p-Br-Ph H H CHCH(CH;), Bz H F OH H H NH
IV-49-5 p-Br-Ph H H CH.Ph Bz H F OH H H NH
V-49-6 p-Br-Ph H H CHyrindol3yl Bz H F F OH H H NH
IV-49-7 p-Br-Ph H H CHCHSCH; Bz H F F OH H H N
IV-49-8 p-Br-Ph * H * Bz H F F OH H H NH

(9]

*R” and R°" joined together by (CH,): to form five-membered ring.

Table TV-30.
» 1

e R R® R R® R* R R* X Y R R R

Iv-50-1 p-I-Ph H H H Bz H F F OH H H NH

Iv-30-2 p-I-Ph H H CH; B H F F OH H H NH

IV-50-3 p-I-Ph H H CH{CH:) Bz H F OH H H NH

IV-30-4 p-l-Ph H H CHCH(CH;, Bz H F F OH H H NH;

V-30-5 p-Ph H H CHPh Bz H F F OH H H NH,
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Ne R! R® R™ R® R® R R* ¥ v R R' R®
IV-30-6 p-I-Ph H H Cib-indoi-3-y! Bz H F F OH H H NIL
IV-50-7 p-l-Ph H H CHCHSCH, Bz H F F OH H H NH,
IV-50-8 p-I-Ph * H * Bz H F F OH H H NH,
*R” and R joined together by (CHa b to form five-membered ring.
RQ
RS
Sy
2 ©

e o

R N P
|
CO,R* Or!
v

Table V-1.
Ne R"  R* R® R R R R X vy R R R
v.-1 CH; H H H CHx H OH H H NH
v-i-2 CH; H H CH; CH. # H F OH H H NH
v-i-3 CHy H H CH(CH:k CH: H H F OH H H NH,
Vel-d CHy, H H CHCHECH), CH: # H F OH H H NH
v-1-5 CH, H H CHPh CH, H H OH H H NH
V-l-6 CH; H H  CHpindol3-yl CH; H H OH H H NH
V17 CH; H H CHCHSCH:. CH, H H OH H H NH
V-8 CH; * H ¥ CH, H H F OH H H NH
*R” and R joined together by (CH; ) to form five-membered ring.
Table V-2.
Ne R' R OR® R® R'" R R XY R R R
v-2-1 Et H H H CH: H H F OH H H NH,
v-2-2 Et H H CH; (H: H H F OH H H NH
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Ne R' R R R R* R R XY R R F®
¥V-2-3 Bt H H CH{H:) CH: H H F OH H H N
V-2-4 Et H H CHXCH{CH;» (Hs H H F OH H H NH,
V-2-5 Et H H CHPh CHy H H F OH H H NH;
V-2-6 Ft H H CHymdol3-yli CH; H H F OH H H NH
V-2-7 Bt H H CHCH;SCHs CH; H H F OH H H NH;
V-2-8 Et * H * CH; H H F OH H H NH
*R* and R joined together by (CHy); to form five-membered ring.

Table V-3.

Ne R' R* R® R” R" R RO XY R R R
Y31 Pr H H H CH: H H F OH H H NH
v-3-2 Pr H O H CH; CH, H H F OH H H NH,
V.33 pr H H CH(CH;), CH, H H F OH H H NH,
Va3 Pr H OH O CHCHECHy), CH: H H F OH H H NH,
v-3-5 Pr H H  CHPh CH; H H F OH H H NH,
V-3-6 Pr H OH CHeindol3yl CHy H H F OH H H NH,
v-3-7 Pr H H CHCHSCH: CH, H H F OH H H NH
v-3-8 Pr * H ¢ CH; H H F OH H H NH
*R” and R joined together by (CH,); to form five-membered ring.
Table V-4,
Ne RY R* RT R R* R R X Y R R R
V4-1 Bu H H H CH H H F OH H H NH
V-4-2 ‘Bu H H CH; CH: H H F OH H H NH,
v-4-3 ‘Bu H H CH(CHsh CH; H H F OH H H NH,
V-4-4 By H H CHCH(CH;, CH; H H F OH H H NH,
V-4-5 ‘Bu H H CHPh CH, H H F OH H H NH
Ved4-6 Bu H H CHpeindol3yl CH; H H F OH H H NH
V-4-7 Bu H H CHCHSCH;, CH; H H OH H H NH
V-4-8 By * H * CH; H H F OH H H NH
*R” and R joined together by (CHy)s to form five-membered ring.
Table V-5,
Ne R" R® R® R R® R R* X Y R R R
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Ne R'ORY OR® R R" R R XY R R R
v.5-1 Ph H H H CH, H H F OH H H N
V52 Ph H H (H; CH, H H F OH H H NH
V-3-3 Ph H H  CH(CH:), (Hy H H F OH H H NH
V-84 Ph H H CHCHCH:). CH; H H F OH H H NH
V55 ph H H CHPh CH; H H F OH H H NH,
V-6 Ph H H CHyindol-3-yl CH; H H F OH H H NH
V57 Ph H H CHCH,SCH: (H; H H F OH H H NH,
V58 Ph * H ¥ CH; H H F OH H H N

*R” and R joined together by (CHy); to form five-membered ring,

Table V-6.

Ne R R* R® R” R R R X ¥ R R R
V-6-1 pMe-Ph H H H CHy H H F OH H H NH,
V-6-2 p-Me-Ph H H CH; CH; H H F OH H H NH,
V-6-3 p-Me-Ph H H  CH(CH:) CH, H H F OH H H NH
V-6-4 p-Me-Ph H H  CH.CH(CHy), CHy H H F OH H H N
V-6-§ p-Me-Ph H H  CHPh CH, H H F OH H H NH

V-6-6 p-Me-Ph H H CHy-indol3-yl CH; H H F OH H H NH
V-6-7 p-Me-Ph H H CHXCHSCH; CHy H H F OH H H NH
V-6-8 p-Me-Ph * H * CH; H H F OH H H NH

*R” and R joined together by (CH; ) to form five-membered ring.

Table V~7.<

Ne R R R® R” rORR XY R OR R
v-7-1 p-F-Ph H H H CHy H H F OH H H NH
v-7-2 p-F-Ph H H CH; CH;: H H F OH H H NH
.73 p-F-Ph H H  CH(CH) CHy H H F OH H H NH
V-7-4 p-F-Ph H H CHCHCH), CL H H F OH H H NH
V-7-6 p-F-Ph H H CHPh CH, H H F OH H H NH
V-7-7 p-F-Ph H H CHeindol-3yl CHy, H H ¥ OH H H NH
V-7-8§ p-fePh H OH O CHCHSCH; CH; H H F OH H H NH,
V-7-20 p-F-Ph * H * CHy H H F OH H H NH,

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table V-8,

P R’ R® R® R " R R XY R® R R
V-1 p-Cl-Ph H H H CH: H H F OH H H NH
V82 p-Cl-Ph H H  CH CH; H H F OH H H NH;
V-83 p-Cl-Ph H H CH(CH), CH: H H F OH H H NH
V-84 p-Cl-Ph H H CHXCH{CH;), CH: H H ¥ OH H H NH
V-8-5 p-Cl-Ph H H CH:Ph CH: H H F OH H H NH
V-8-6 p-Cl-Ph H H Cho-indol-3-vi CH: H H F OH H H NH
V-3-7 pCl-Ph H H CHCH3CH; CH; H H F OH H H N
V-8-8 p-CI-Ph * H * CH: H H F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table V-9

Ne R’ R® R® R R® R R XY R R R
Y91 p-Br-Ph H H H CHy H H F OH H H NH,
V.32 p-Br-Ph H H CH; CH;s H H F OH H H NH
V93 p-Br-Ph H H CH(CH:) CH, H H F OH H H NH,
V-84 p-Br-Ph H H CHCH{CHs;), CH; H H F COH H H NH
V-8-6 p-Br-Ph H H CH:Ph CH;: # H F OH H H NH
V-9-7 p-Br-Ph H H CHymdeb3-yl CHs H H F OH H H N
V-9-8 p-Br-Ph H H CHCH)SCH; CH: H H F OH H H NH
V-9-26 p-Br-Ph * H * CHy H H F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table V-10.

Ne R’ R* R* R R" B R XY R R R
V-i6-1 p-I-Ph H H H CH; H H F OH H H N
Veif-2 p-I-Ph H H  CH, CH; H H F OH H H DNH
V-18-3 p-l-Ph H H  CH{CH:;) CH H H F OH H H NH;
V-i0-4 pl-Ph H H  CH.CH(CH), CH;, H H F OH H H NH,
V-16-5 p-l-Ph H H  CibPh CH: H H F OH H H NH
V-16-6 p-i-Ph H H CHp-indol3-yl CH; H H F OH H H NH
V-18-7 p-i-Ph H H CHCHSCH; CH, H H OH H H NH;
V-18-8 p-I-Ph * H ¥ CH; H H F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table V-11.

P R' R R* R R" R R* X Y R R R
V-i-1 CH; H H H FEE H H F OH H H NH
Y-11-2 CH; H H CH; Ft H H F OH H H NH
V-41-3 CH; H H  CH(CH)), Ft H H OH H H NH,
V-ii-4 CH: H H CHCH({CH;, FEt H H OH H H NH,
V-11-5 CH; H H CH.Ph Et H H F OH H H NH
V-ii-6 CH: H H CHyndol-3-yl Et H H F OH H H NH;
V-11-7 CH; H# H CHCH,SCH: Et H H F OH H H NH;
V-11-8 CH. * H * Ete H H F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table V-12.

Ne R R® R R R" R R® X Y R R R
V-12-8 Bt H H O OH Et H H F OH H H NH
V-12-2 Et H H CCH; Et H H F OH H H NH;
V-12-3 Et H H CH{CH;): Et H H OH H H NH;
V-12-4 Ft H H CH)CH{(CH:;»» Et H H F OH H H NH;
V-12-8 Bt H H CHPh Ft H# H F OH H H NH
V-12-6 Et H H CHpindol3-y1 Et H H F OGH H H NH:
V-12-7 Bt H H CHXCH.,SCH; Et H H F OH H H DNH;
V-12-8 Bt * H ¥ Et H H CH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table V-13.

Ne R'" R® R R R* " R® X Y R R R
V-i3-f pr H H H EE H H F OH H H NiL
v-i3-2 Pr H H CH; Et H H F OH H H NH
V-13-3 Pr H H CH(CHs) Bt H H F OH H H NH
V13-4 Pr H OH O CH.CH(CHy). Et H H F OH H H NH,
V-13-5 Pr H H CHPh Et H H F OH H H NH
V-13-6 Pr H H CH-indol3 -yt Bt H H F OH H H NH
V-i3-7 Pr H H CH.CH,SCH; B H H F OH H H NH
V-13-8 Ppr ¥ H ¥ EE H H F OH H H NH

*R” and R°
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Table V-14.

o R' R R R R*" " R* X Y R R R
Vi4-1 By H H H FE H H F ©OH H H NH
V-i4-2 By H H CH; Ft H H OH H H NH,
V-14-3 By H H CH(CH:) Bt H H OH H H WNH,
V-i4-4 ‘By H H CH.CH(CH:), FEt H H OH H H NH,
V-14-3 By H H CHPh Et H H

V-14-6 Bu H H CHpeindol3-yi Et H H
V-14-7 Bu H H CH,CH.SCH, Ft H H
V-14-8 By * H * Et H H

R T T T
Q
G
e
-
b
et
T
e
s
T
(39

OH H H N

*R* and R joined together by (CH,)s to form five-membered ring.

Table V-1 5.

Ne R" R* R® RV PR R x vy R R R
V.81 Ph H H H Et H H F OH H H NH
v.i5-2 Ph H H C(H; Et H H F OH H H NH,
Vv-153 Ph H H  CH(CH;), Bt H H F OH H H NH,
V-154 PR H H CHCH(CH), Ft H H F OH H H NH
V-15-5 PR H H CH.Ph Et H H F OH H H NH

V-15-6 Ph H H CHp-indeb3-yl Et H H
V-i5-7 Ph H H CH-CH,SCH; Et H H
V-i15-8 Ph * H * Bt H H

CH H H NH
OH H H NH
OH H B NH

A

*R? and R™" joined together by (CH,); to form five-membered ring,

Table V- 16

Ne R R R® R” " rROR X Y R R R
V61 p-Me-Ph H H H Et H H F OH H H NH
V-16-2 p-Me-Ph H H CHs Bt H H F OH H H NH
V-16-3 p-Me-Ph H H CH(CH) B H H F OH H H NH
V-16-4 p-Me-Ph H H CH.CHCH) Et H H F OH H H NH
V-16-5 p-Me-Ph H H CHPh Ft H H F OH H H NH

V-16-6 p-Me-Ph H H CHedindol3-yl Bt H H F OH H H N
V-16-7 p-Me-Ph H H CHCH,SCH; Et H H F OH H H NH
V-16-8 p-Me-Ph * H * Et H H F OH H H N
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R and R™ joined together by (CH,); to form five-membered ring.

Table V-1 7

Ne R R° R® R R* W R* X Y R R R
V-17-8 p-F-Ph H H H Et H H F OH H H NH;
V-17-2 p-F-Ph H H CHs Et H H F OH H H NH;
V-17-3 p-F-Ph H H CH{CH:): EE H H F OH H H NH
V-i7-4 p-F-Ph H H CHCH(CH:), Et H H F OH H H N
V-17-53 p-F-Ph H H CiHPh Ft H H F OH H H NH
Y176 p-F-Ph H H Chpindol3-yl He H H F OH H H N
V-17-7 p-F-Ph H H CHCH.SCH; Et H H F OH H H N
v-17-§ p-F-Ph * H * Et H H F OH H H NH
*R” and R™ joined together by (CHy)s to form five-membered ring.

Table V-18.

Ne R’ R® R® R R " R* X Y R R R®
V-18-1 p-Ci-Ph H H H Ft H H F OH H H NH
V-18-2 p-Ci-Ph H H CH: E H H F OH H H NH
V-18-3 p-Cl-Ph H H CH(CH:) Et H H F OH H H NH
V-18-4 p-Cl-Ph H H CHCH(CH;»y Et H H F OH H H NH
V-18-5 p-ChPh H H  CHPh Et H H F OH H H NH
V-18-6 p-Ci-Ph H H CHyindol3-yl Bt H H F OH H H NH
V-18-7 p-Cl-Ph H H CHCH5CH; Et H H F OH H H NH
¥-i8-8 p-Ci-Ph * H * Ete H H F OH H H NH,
*R” and R joined together by (CHy)s to form five-membered ring.

Table V-19,

Ne R’ R® R® R” R" " R® X v R R R
¥-19-1 p-Br-Ph H H H Et H H F OH H H NH;
V-19-2 p-Br-Ph H H CH; Et H H F OH H H NH;
V-19-3 p-Br-Ph H H CH(CH:), Et H H F OH H H NH
V-19-4 p-Br-Ph H H CHCH(CH: Bt H H F OH H H NH
V-19-5 p-Br-Ph H H CH:Ph B H H F OH H H NH
V-19-6 p-Br-Ph H H CHpymdol-3-yl Et H H F OH H H N
V-1%-7 p-Br-Ph H H CHCHSCH; Et H H OH H H NH
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(9]

Ne R R R™ R” R" ®" R* X v R RrR' R
V-19-§ p-Br-Ph * H ¥ Et H H F OH H H NH
*R* and R joined together by (CH,)s to form five-membered ring.
Table V-20.
Ne R R° R™ R" R R R X v R R R
V-28-1 pd-Ph H H H Et H F OH H H NH
V-26-2 p-Ph H H  CHy Bt H H F OH H H NH,
V-26-3 p-Ph H H CH({CHy)y Et H H OH H H NH
V-20-4 p-l-Ph H H CHCHCH), Et H H F OH H H NH
V-28-5 p-Il-Ph H H CHPh Ft H H OH H H NH
V-28-6 p-I-Ph H H  CHyindol3-yl Et H H F OH H H NH
Y-26-7 p-l-Ph H H CHCHSCH: Bt H H F OH H H N
V-20-§ pI-Ph * H * Et H H F OH H H NH
*R* and R™" joined together by (CHy): to form five-membered ring.
Table V-21.
Ne R' R R* R® R" ¥ R* X v R R ®
v-2i-i CHe H O H  H Pr H H F OH H H NH
v-21-2 CH, H H CH; P’r H H F OH H H NH
V213 CH, H H  CH(CHy), ’r H H F OH H H NH
V2i-4 CH; H H CHCH(CH:), Pr H H OH H H NH
v-21-5 CH; H H CHPh 'r H H F OH H H NH
V21-6 CHy H H  CHeindol3yl Pr H H F OH H H NH,
V217 CHy H H  CH.CH,SCH; Pr H O H O F OH H H N
v-21-§ CH; * H % Pr H H F OH H H NH
*R” and R°" joined together by (CH,): to form five-membered ring.
Table V-22.
Ne R' R° R® R R" R RR XY R R R
v32-i Ft H H H Pr H H F OH H H NH
V-22-2 Bt H H CH; Pr H H OH H H N
V-22-3 Et H H CH(CH:) Pr H H OH H H NH
y-22-4 Ft H H CHCH(CH;), Pr H H OH H H NH,
V-22-5 Ft H H  CH.Ph Pr H H F OH H H NH
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Ne R° R* R®™ R" PR xXx Yy » R R
V.22-6 Et H H CHeindol3-yI Pr H H F OH H H NH
V.22-7 Bt H H CHCHSCH, Pr H H F OH H H NH
Va22-8§ Bt * H ¥ Pr H H F OH H H NH
*R” and R joined together by (CHa b to form five-membered ring.
Table V-23,
Ne R R R” R R R R X v R R R
V231 Pr H H H P’r H H F OH H H NH,
v-23-2 Pr H H (CHa: Pr H H OH H H NH
V-23-3 Pr H H  CH(CH:) P'r H OH F OH H H NH
Va23-4 Py H OH O CHCH(CH:):, P H H F OH H H NH
V-23-5 Pr H H  CHPh r H OH OH H H NH
v.23-6 Pr H H CHyindok3-y1 Pr H H OH H H NH
v-23-7 Pr H H CHCHSCH; Pr H H OH H H N
v-23-8 Pr o OH % Pr H H F OH H H NH
*R? and R joined together by (CHa ) to form five-membered ting.
Table V-24.
e R' R® R*® R® R* R R* X v R R R
V241 Bu H H H P’r H H F OH H H NH,
V-24-2 By H H C(H; Pr H H F OH H H NH
V-24-3 ‘Bu H H  CH{CH), Pr H H F OH H H NH
V24-4 By H H CHCHCH:), Pr H# H F OH H H NH
V24-5 By H H CHPh Pr H H F OH H H NH
V-24-6 By H H CHpindol3-yl Pr H H F OH H H NH,
V247 Be H H CHCHSCH;, Pr H H F OH H H NH
V248 By * H O* Pr H H F OH H H NH
*R* and R™" joined together by (CHa)s to form five-membered ring.
Table V-25,
Ne rSORT OR™ RV R RR X vy RO ORY R
Vv-25-f Ph H H H Pr H H F OH H NH,
V-25-2 Ph H H C(H; Pr H H F OH H H NH
V-25-3 Ph H H  CH(CH:) r H H F OH H H NH
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Ne R" R* R* R® R* R R* XY R R ¥
V254 Ph H H CHCH(CH:): ’r H H F OH H H NH
V255 Ph H H CH)Ph Pr H H F OH H H NH
V256 Ph H H (CHp-indol3-yl Pr H H F OH H H NH;
V-25-7 Ph H H CHXCH)SCH; Pr H H F OH H H NH;
V258 P * H * P H H F OH H H NH
*R” and R™ joined together by (CHo) to form five-membered ring.
Table V-26.
Ne R RS R® R R® R R® X v R R R
V-26-§ p-Me-Ph H H H ’r H H F OH H H NH
V-26-2 p-Me-Ph H H CH; Pr H H F OH H H NH
V-26-3 p-Me-Ph H H  CH(CH:) Pr H H F OH H H NH
V-26-4 p-Me-Ph H H CHCHCH:). Pr H H OH H H NH,
V-26-5 p-Me-Ph H H  CHPh ’r H H F OH H H NH
V-26-6 p-Me-Ph H H  CHp-indol-3-yl r H H F OH H H NH
V-26-7 p-Me-Ph H H  CHCHSCH; r H H F OH H H NH
V-26-8 p-Me-Ph * H % ’r H H F OH H H NH
*R” and R™ joined together by (CHy)s to form five-membered ring,
Table V-27.
No R R° R® R R R Xx v R R ®
v-27-1 p-F-Ph H H H Pr H H F OH H H NH
V-27-2 p-F-Ph H H CH; ’r H H F OH H H NH
V-27-3 p-F-Ph H H CHCH;): ’r H H F OH H H NH
V-27-4 p-F-Ph H H CHCH(CH:), Pr H H F OH H H NH
V-27-5 p-F-Ph H H CHPh Pr H H F OH H H NH
V276 p-F-Ph H H CH-indol-3-yl Pr H H F OH H H NH
V277 p-F-Ph H H CHCH.SCH; ’rt H H F OH H H NH
V-27-8 p-F-Ph * H * Pr H H F OH H H N
*R* and R joined together by (CH,)s to form five-membered ring.
Table V-2¥.
B R’ R® R* R " ¥ R® X v R R'R
V281 p-Cl-Ph H H H Pr H H F OH H H NH,
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Ne R R’ R® R R* ¥ R® X v R R' R
V-28-2 p-Cl-Ph H H CH; v H O F OH H U NIL
V-28-3 p-Cl-Ph H H CH(CH:)» ’r H H F OH H H NH
V-28-4 p-Cl-Ph H H CHCH(CH;), Pr H H F OH H H NH
V-28-5 p-Cl-Ph H H CHPh Pr H H F OH H H NH,
V-28-6 p-Cl-Ph H H CHyrindol3-yl Pr H H F OH H H Ni,
V-28-7 p-Cl-Ph H H CHCHSCH, Pr H H OH H H NH,
V-28-8 p-Cl-Ph * H ¥ ‘’r H H F OH H H NH
*R* and R joined together by (CH,)s to form five-membered ring.

Table V-29.

Ne R R° R* R” R" " R® X v R R~ R
V-28-1 p-Br-Ph H H H Pr H H F OH H H NH
V-29-2 p-Br-Ph H H CH, Pt H H F OH H H NH
V-29-3 p-Br-Ph H H  CH{CH:) Pr H H F OH H H NH
Va29-4 p-Br-Ph H OH O CHCH(CH;), Pr H H F OH H H NH
Y-29-5 p-Br-Ph B H CH:Ph Pr H H F OH H H NH
V-28-6 p-Br-Ph H H CHwindob3-yl Pr H H F OH H H NH
V-28-7 p-Br-Ph H H CHCHSCH; Pr H H OH H H NH
v-29-8 p-Br-Ph * H ¥ Pr H H F OH H H NH
*R” and R joined together by (CH,)s to form five-membered ring.

Table V-30.

Ne R’ R® R® R® R" ”F R* X v R R R
V.31 plPh H O HOH Pr H H F OH H H NH
Y-30-2 p-l-Ph H H  CHs P’r H H F OH H H NH
V-38-3 p-i-Ph H H  CH(CH:) Pr H H F OH H H NH
V-38-4 pd-Ph H H  CHLCHCH). Pr B H F OH H H N
V-36-5 p-I-Ph H H CILPh Pr H B F OH H H NIL
V-38-6 p-I-Ph H H CHyeindol-3-yl Pr H H F OH H H NH
V-30-7 p-I-Ph H H CHCHSCH: Pr H H F OH H H NH
V-30-8 pi-Ph * HOO¥ Pr H H F OH H H NH

*R? and R joined together by (CHy)s to form five-membered ring.

Table V-31.
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Ne R* R R® R R* R R* X v R R %
v.3i-f CHy H H H By H H F OH H H NH,
V-3i-2 CH. H H CH; By H H F OH H H NH,
V-31-3 CH. H H  CH(CH)), Bu H H F OH H H NH,
V-31-4 CH: H O H O CHCH(CH). "Bu H H F OH H H NH;
V318 CH, H H CHPh Bu H H F OH H H NH
V-31-6 (CH, H H CHyindol-3-y1 "By H H F OH H H NH,
V-31-7 CH; H H CHCH.8CH; "By H H F OH H H NH
V318 CHy * M O¥ By H H F OH H H NH
*R” and R joined together by (CHy); to form five-membered ring,

Table V-32.

Ne R' R* R® R® R R R X Y R R ®
v.32-1 Et H H "Bu H H F OH H NH,
v-32-2 Ei H H CH; "By H H OH H H NH,
V-32-3 Bt HOH  CH(CH3), "By H H F OH H H N
V324 Ft H H O CHCH(CH:y), "Bu H H F OH H H N
v-32.5 Bt H H CH,Ph "By H H F OH H H NH
V-32-6 Ft H H CHyindol3-y1 "By H H F OH H H NH,
Y-32-7 Ft H W CH(H.SCH; "By H H F OH H H NH,
V.32-8 Et ¢ H O * "Bu H H F OH H H NH
*R” and R joined together by (CH; ) to form five-membered ring.

Table V-33.

Ne RY RS RT R R R R X v R R R
V331 Ppr H H H "By H H F OH H NH;
v-33-2 Pr H H (H; "By H H F OH H H NH
V333 Pr H O H  CH(CH:): "My H H F OH H H NH
V-334 Pr H H CHCHCH:). "Bu H H F OH H H NH
V-33-5 Pr H H CHpPh "Bu H H F OH H H NH,
V-33-6 Pr H H CHrindol3yl "By H H F OH H H NH,
Y337 Pr H O H  CHCHSCH; "By H H F OH H H N,
V33§ pr ¢+ H ¥ By H H F OH H H NH,

*R? and R
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Table V-34.

o R R R™ R R = RR XY R R R
V-34-1 By H H H "By H H F OH H H NH,
V342 ‘Bu H H CH "By H H OH H H NH
V-34-3 By H H CH(CH;y |y H H OH H H NH
V-34-4 By H H CHCH(CH:), "Bu H H F OH H H NH
V-34-5 By H H  CHPh By H H OH H H NH
V-34-6 Bu H H  CHeindob3-yl "Bu H H F OH H H NH
V-34-7 Bu H H CHCHSCH; "Bu H H F OH H H NH
V-34-8 Bu * H * g H H F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table V-35.

Ne R° R° R* R" R® R R XY R®R R I~
V351 Ph H H H "By H H F OH H H NH,
V.35-2 Ph H H (H; "Bu H H F OH H H NH
V.35.3 Ph H H CH(CH;), "Bu H H F OH H H NH
V-354 Ph H H CHCHCH:), "Bu H H F OH H H NH,
V355 Ph H H  CH.Ph "By H H F OH H H NH
V356 Ph H H  CHyindol3-yl "Ba H H F OH H H NH,
V-35-7 Ph H H CH,CH.SCH; "By H H OH H H NH
V-35-8 Ph * H ¥ "By H H F OH H H NH

*R* and R joined together by (CH,); to form five-membered ring.

Table V-36.

Ne R R° R” R” R" R R® X v R» R R
V-36-1 p-Me-Ph H H H "By H H F OH H H N
V-36-2 p-Me-Ph H H CH; "By H H F OH H H NH
V-36-3 p-Me-Ph H H CH(CH:) "By H H F OH H H NH,
V-36-4 p-Me-Ph H H CHCH({CH):, "By H H F OH H H NH,
V-36-5 p-Me-Ph H H CH:Ph By H H F OH H H NH
V-36-6 p-Me-Ph H H CHyindol3yl "Bu H H F OH H H NH
V-36-7 p-Me-Ph H H CH.CHSCH; "By H H F OH H H N
V-36-8 p-Me-Ph * H ¥ "Bu H H F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table V-37.

B R’ R° R* R R R rRPXx Yy R R R

V-37-1 p-F-Ph H H H "By H H F OOH H H NH
V-37-2 p-F-Ph H O OH CH "By H H F OH H H NH
V373 p-F-Ph H H  CHCH:), "y H H F OH H H NH
V374 pF-Ph H H CHCH(CH). "By H H F OH H H NH
V-37-5 p-F-Ph H H CHPh "y H H F OH H H NH
V-37-6 p-F-Ph H H Cieindol3-yt "Bu H H F OH H H N
V-37-7 p-F-Ph H H CHCH,SCH: "Ru H H F OH H H NH
V-37-8 p-F-Ph * H * "Bu H H F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table V-3¢,

Ne r' * R* R R R R XY R R R

V384 p-ClPh H H H By H H F OH H H NiL
V.38-2 p-Cl-Ph H H CH; "By H H OH H H NH;
V-38-3 p-Cl-Ph H H CH(CH:) "By H H OH H H NH;
V-38-4 p-Cl-Ph H H CH,CH(CH:;) "Bu H H OH H H NH;
V-38-5 p-Cl-Ph H H CHPh "Bu H H F OH H H NH
V-38-6 p-Cl-Ph H H CHyindol3-yl "Bu H H F OH H H NH
V-38-7 p-Ci-Ph H H CHCH;5CH; "Bu H H OH H H NH;
V-38-8 p-Cl-Ph * H * By H H F OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table V-39,

Ne R' R° R* R” R" R R XY R R R
V-3%5-1 p-Be-Ph H O H Bu H T F OH H H NI
V-39-2 p-Br-Ph H H CH; Bu H H F OH H H NH
V-38-3 p-Br-Ph H H  CH(CH3), "Ry H H F OH H H NH,
V-39-4 pBrPh B OH O CH.CH(CH;), "By H H F OH H H NH,
V-3%-5 p-Br-Ph H H CH:Ph “Bu H H F OH W H NH,
V-38-6 p-Br-Ph H H CHy-indok3-yl "Bu H H F OH H H NH
V-33-7 p-Br-Ph H H CH,CH,SCH; "Bu H H F OH H H NH
V-33-8 p-Br-Ph * H ¥ "Bu H H F OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table V-40.

P R’ R® R® R R" R RO X Y R R R
V-40-1 p-i-Ph H H H By H H F OH H H NH,
V-48-2 p-i-Ph H O H CH, By H H F OH H H NH,
V-46-3 p-I-Ph H H  CH(CH), "Bu H H OH H H NH,
V-48-4 p-I-Ph H H CHCH(CH;), "Bu H H O H H N
V-48-5 p-I-Ph H H  CHPh "Ba H H F OH H H NH
V-48-6 p-I-Ph H H CHyindol3-yi "Bu H H F OH H H N
V487 p-I-Ph H H CHCHSCH; "Bu H H F OH H H NH
V-46-8 p-i-Ph * H ¥ "u H H F OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table V-41.

Ne R' R® R R R R R* X v R R R
V-41-3 CH:s H H H Bz H H F OH H H NH
V-41-2 CH; H H CH; Bz H H F OH H H NH
V-41-3 CH: H H  CH(CHy), Bz H H OH H H NH
V-41-4 CH; H H CHCH(CH:» Bz H H OH H H NH;
V-41-8 CH: H H CHPh Bz H H F OH H H NH
V-41-6 CH; H H CHpyindol-3-yl Bz H H OH H H NH;
V-41-7 CH: H H CHCHSCH; Bz H H OH H H NH;
V-4i-8 CH; * H * Bz H H OH H H NH;
*R* and R joined together by (CH,); to form five-membered ring.

Table V-42.

Ne R' RT R ORY R® R R® XY R R ¥
V-42-§ Et H H H B H H F OH H H N
V-42-2 Et H H CH; Bz H H F OH H H NH
V-42-3 FEt H H CH{CH;)» B2 H H F OH H H NH
V-42-4 Bt H H CHCH(CH:;), Bz H H F OH H H NH,
V-42-3 Et H H CHPh Bz H H F OH H H NH;
V-42-6 Bt H H CHzpindel-3y1 Bz H H F OH H H NH;
V-42-7 Bt H H CHXCH,SCH; Bz H H F OH H H NH;
V-42-8 Et o H OF B H H F OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.
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Table ‘\r’_43.

o R" R* R™ R™ R* R R® X Y R R ®
v-43-1 pr H H H Bz H H F OH H H NH
V432 Pr H H CH; Bz H H F OH H H NH,
v43-3 Pr H H CH(CH;), B H H F OH H H NH
V-43-4 Pr H H CHCH(CH;, Bz H H F OH H H NH
v-43-5 Pr H H CH.,Ph Bz H H F OH H H NH
V-43-6 Pr H H CHyeindol3-yl Bz H H F OH H H NH
V-43-7 Pr H H CHCHSCH; Bz H H F OH H H NH
V-43-8 Pr * H * Bz H H F OH H H NH,
*R? and R joined together by (CHy)h to form five-membered ring.
Table V-44,
e R' R’ R*® R R* " R* X v R R'FR
V-441 Bu H H H Bz H H F OH H H NH
V-44-2 Bu H H CH; Bz H H F OH H H NH
V-44-3 Bu H H CHCH:), B H H F CH H H NH
Vd4-4 By H H CHCHCH), Bz H H F COH H H NH,
Ve44-5 By H H CHPh Bz H H F OH H H NH,
V-d4d4-6 By H H CHyindol3yl Bz H H F OH H H NH,
V-44-7 'Ba H H CHCHSCH: Bz H H F OH H H NH
V-44-8 ‘Bu * H ¥ Bz H H F OH H H NH
*R* and R joined together by (CHy): to form five-membered ring.
Table V-45,
Ne R R° R® R R" R R® X v R R R
v-45.1 Ph H H H Bz H H F OH H H NH
V-45-2 Ph H H CH; Bz H H F OH H H NH
V-45-3 Ph H H CH(CH;), Bz H H F OH H H NH
V454 Ph H H CHXCH(CH), Bz H H F OH H H NH
V.45.5 Ph H H (HPh B H H F OH H H NH
V48-6 Ph H H (Hyeindob3yi Bz H H F OH H H NH,
V-45-7 Ph H H CHyCH,SCH; Bz H H F OH H H NH
V-45-8 Ph * H ¥ Bz H H F OH H H NH,
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table V_KKS.

Ne R' R R® R® R®* R R X ¥ R R F
V-46-1 p-Me-Ph H H H Bz H H F OH H H NH
Y-46-2 p-Me-Ph H H CH Bz H H F OH H H NH
V-46-3 p-Me-Ph H H  CH(CHi). Bz H H F OH H H NH
V-46-4 p-Me-Ph H H CHCH(CH:)» Bz H H F OH H H NH
V-46-3 p-Me-Ph H H CHPh Bz H H F OH H H NH,

Y46-6 p-Me-Ph H H Chsindol3yl Bz B H ¥ OH H H N
V-46-7 p-Me-Ph H H CHCH8CH; Bz H H F OH H H NH
V-46-8 p-Me-Ph * H % B H H F CH H H NH;

*R” and R™ joined together by (CHy)s to form five-membered ring.

Tablc \7_47.

Ne R R° R™ R” R" R R® X Y R R R
Y471 p-E-Ph H H H Bz H H F OH H H NH,
V-47-2 p-F-Ph H H CHy Bz H H F OH H H NH,
V-47-3 p-E-Ph H H CH(CHs) Bz H H F OH H H NH
V-47-4 p-F-Ph H H CHCHCH:)», Bz H H F OH H H NH
v-47-5 p-F-Ph H H CHPh Bz, H H F OH H H NH

V-47-6 p-F-Ph H H CHpindol-3-yi Bz H H F OH H H N
V-47-7 p-F-Ph H H CHCH,SCHs Bz H H F OH H H NH
¥-47-8 p-F-Ph * H % Bz H H F OH H H NH;

(&3

*R” and R joined together by (CHy)s to form five-membered ring.

Table 7\,7_43,

Ne R’ R® R® R® R* " R* X v R R R
V-48-1 p-CkPh H H H Bz H H F OH H H NH
V-48-2 p-Cl-Ph H H CH; Bz H H F OH H H NH
V-48-3 p-Cl-Ph H H  CH(CH:), Bz H H F OH H H NH
V-48-4 p-Cl-Ph H H CHCH(CH:;, Bz H H F OH H H NH;
V-48-5 p-Cl-Ph H H CHpPh Bz H H OH H H NH

OH H B N
CH H H NH

V-48-6 p-Ci-Ph H H CHyindol3yl Bz H H
V-48-7 p-Cl-Ph H H CHCHSCH: Bz H H

=3 B s B v!
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Ne R' rFR® R R* " R*® X v R R R
V.48-§ p-Ci-Ph * H * Bz H H F OH H H NH:
*R* and R joined together by (CH,)s to form five-membered ring.

Table V-49,

Ne R R® R R” R* RN R® X ¥ R R' R
V-49-1 p-Br-Ph H H H Bz H F OH H NH,
V-48-2 p-Br-Ph H H CH; Bz H H F OH H H NH
V-49-3 p-Br-Ph H H CH(CH;) B H H F OH H H NH
V-49-4 p-Br-Ph H H CHCH({CH;) Bz H H F OH H H NH
V-49-5 p-Br-Ph H H CHPh Bz H H F OH H H ©NH;
YV-49-6 p-Br-Ph H #H  CHrindol3-yt Bz H H F OH H H NH
V-49-7 p-Br-Ph H H CHXCHSCH; Bz H H F OH H H NH
V-45-8 p-Br-Ph * H * Bz # H F OH H H NH
*R* and R™" joined together by (CHy): to form five-membered ring.

Table V-50.

Ne R R® R* R " " * X v R R R
V-50-1 pf-Ph H H H B H H F OH H H N
V56-2 pef-Ph H OHO CHy B H H F OH H H NH
V-50-3 p-I-Ph H H CH{CH) Bz H H F OH H H NH
V-56-4 p-I-Ph H H CHCH(CH:);, Bz H H OH H H NH
V-5¢-5 p-l-Ph H H  CHPh Bz H H F OH H H NH,
V-56-6 p-I-Ph H H CHpindol3-yl Bz H H F OH H H NH
V887 p-l-Ph H H  CHCH.SCH: Bz H H F OH H H NH
V-58-8 pi-Ph * H ¥ B H H F OH H H NH;

*R” and R°" joined together by (CH,): to form five-membered ring.
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Table VI-1.
No R\ R OR® RV R* ®r R* X v R R
Vi-i-1 CH; H H H CH; H F H OH H H
Vi-i-2 CH; H H  (CH; CH; H F H OH H H
Vi-i-3 CH; H H  CH(CHy):, CH; H F H OH H H
Vi-i-4 CH; H H CHCH(CH:;)», CH; H F H OH H H
Vi-i-3 CH; H H CHPh CHs H F H OH H H
Vi-i-¢ CH; H H  CHp-indol-3-yl CH; H F H OH H H
Vi-i-7 CH; H H CHCH,SCH; CH: H F H OH H H
vVi-i-8 CH; * H * CH- H F H OH H H
*R* and R joined together by (CH, ) to form five-membered ring.
Table VI-2,
Ne R'RT OR®ORY R* R R X Y R R
Vi-2-1 FEt H H CH; H H OH H
Vi-2-2 Et H H (CH; CH; H F H OH H H
Vi-2-3 Ft H H  CH(CH:)», CH; H F H OH H H
Vi-2-4 Ft H H C(CHXCH{CH:;), CH; H F H ¢OH H H
Vi-2-8 Bt H H CHPh CH: H F H OH H H
Vi-z2¢ Bt H H CHyindol3-yi CH: H F H OH H H
Vi-2-7 Bt H H CHCH)SCH; CH: H F H OH H H
Vi-2-8 Et * H ¥ CH: H F H OH H H

*R* and R™ joined together by (CH;)s to form five-membered ring.
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Table VI-3.

B R' R® R™ R R B RRX Y R R
Vi-3-1 Pr H H H CH, H ¥ H OH H H
vi-3-2 Pr H H CH, CHy H F H OH H H
Vi-3-3 Pr H H CH(CH:), CHy H F H OH H H
Vi34 Pr H H CHCH(CH:), CH; H F H OH H H
Vi-3-3 Pr H H CHPh CHy H F H OH H H
Vi3-6 Pr H H CHyindol3yl CH; H F H OH H H
Vi-3-7 Pr H H CHCHSCH; ¢H; H F H OH H H
Vi3-8 Pr ¢+ H % CH, H F H O# H H
*R” and R™° joined together by (CHy); to form five-membered ring,
Table VI-4.

Ne R' R° R* R® " R RO X Y R B
Vi-d-l By H W H CH: H F H OH H H
Vi-¢2 By H H C(H; CH: H F H OH H H
Vi-4-3 By H H CH(CH:) CH: H F H OH H H
Vi4-4 By H H C(CHCHICH), CH: H F H OH H H
Vi-4¢-5 ‘By H H  CHPh CH; H F H OH H H
Vi-4-6 By H H CHyeindol3-yt CH; H F H OH H H
Vi-4-7 'Bu H H CHCHSSCH; CH; H F H OH H H
Vi4-8 'Bu * H * CHs H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table VI-5.

Ne R’ R" R* R R”" » P X vy r» R
Vi-s-1 Ph H H H CH: H F H OH H H
Vi-5-2 Ph H H CH; CH. H F H OH H H
Vi-3-3 Ph H H CH(CH;) CH: H F H OH H H
Vi-5-4 Ph H H CHCH(CH), CH, H F H OH H H
Vi35 Ph H H CHpPh CH: H F H OH H H
Vi-56 Ph H H CHyindol3-yl CH; H F H OH H H
Vi-57 Ph H H CHCHSCH; (H; H F H OH H H
Vi-5-8 Ph * H ¥ CH; H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-6.

P R' R° R* R R® R R X Y R R
Vi-6-1 p-Me-Ph H H H CHy H F H OH H H
Vig-2 p-Me-Ph H H CH; CH; H F H OH H H
VI-63 p-Me-Ph H H  CH(CH;), CH. H F H OH H H
Vi-6-4 p-Mce-Ph H H CHCH(CH:, CH: H F H OH H H
Vi-6-5 p-Me-Ph H H  CH.Pb CH; H# F H OH H H
Vi-6-6 p-Me-Ph H H  CHpindob3-y! CH; H F H OH H H
Vi-6-7 p-Me-Ph H H CHXCHSCH: C: H F H OH H H
Vi-6-8 p-Me-Ph * H * CH; H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-7.

Ne R' R® R® R R R R X Y R R
Y74 pF-Ph H OH OB CH: H F H OH H H
Vi-7-2 p-F-Ph H H CH CH, H F H OH H H
Vi-73 p-F-Ph H H CH(CH;) CH; H F H OH H H
Vi74 pF-Ph H H CHCH(CH:y)p CHy H F H OH H H
Vi76  p-F-Ph HOH CHiPh CHys H F H OH H H
V77 p-F-Ph H H  CHp-indel3-y1 CHy H O F H OH H H
Vi-7-8  p-F-Ph H H CH)CH;SCH; CH; H H OGH H H
Vi-7-20 p-F-Ph * H * CH; H H CH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-8.

Ne R’ R® R* R R" B R X Y R R
Vi-8-1 p-Cl-Ph H H O Cid; H F H OH H H
Vi-8-2 p-Cl-Ph H H CH; CH; H F H OH H H
Vi-8-3 p-Cl-Ph H H CH(CH3)» CHy H F H OH H H
Vi-8-4 p-Cl-Ph H H CHCH(CHs;), CH; H F H OH H H
Vi-8-5 p-ChPh H H  CH:Ph CH; H F H OH H H
Vi-8-6 p-Cl-Ph H H CHyindod3-yl CH; H F H OH H H
Vi-§-7 p-Ci-Ph H H CHCHSCH; (CH;: H F H OH H H
Vi-g-8 p-Cl-Ph * H ¥ CHys H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-9.

bl

P R' R® R” R R" R R" X Y R R
Vi-9-1 p-Br-Ph H H H CH: H F H OH H H
Vi9-2  p-Br-Ph H H CH; CH: H F H CH H H
Vi93 p-Br-Ph H H CH(CHy), CH, H F H OH H H
Vi-9-4 p-Br-Ph H H CHCH(CH:;), CH;, H F H OH H H
Vi-9-¢ p-Bre-Ph H H  CHPh CH: H F H OGH H H
Vi-9-7 p-Br-Ph H H CHrmdol-3-yt CHs H F H OH H H
¥i9-8 p-BrPh H H CHCHSCH; CH: H F H OH H H
Vi-9-2¢6 p-Be-Ph * H CH: H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-10.

Ne R' R® R® R® R R R XY R R
Vit pdePh H O OH OH Ciy, H F H OH H H
Viig-2 p-l-Ph H H  CHs CH; H F H OH H H
VI-10-3 p-I-Ph H H  CH(CH:) CH; H H OH H H
Vi-i¢-4 p-I-Ph H H  CHCH{CH:), CH; H H OH H H
V108 pl-Ph H H CH:Ph CH, H F H OH H H
Vi-10-6 p-f-Ph H H  CHyindel3-yl CH; H H OH H H
Vi-10-7 p-i-Ph H H  CH.CH,SCH; CHs H H OH H H
Vi-16-8 p-I-Ph * H * CH; H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-11.

Ne R' R° R® R R" R R® X v R R
Vi-if-i C; H o H £ H F H OH H H
Vi-if-2 CH; H H C(CH; Et H H OH H H
Vi-11-3 CH; H H  CH(CH:» Bt H F H OH H H
Vi-ii-4 (CH; H H CHCH{CH;), E H F H OH H H
Vi-ii-3 CH; H H CH.Ph E H F H OH H H
Vi-1i1-6 (CH; H H CHpyindol3-y} Bt H F H OH H H
Vi-it-7 CH; H H CH,CH,SCH; Et H F H OH H H
Vi-ii-8 CH; ¥ H % g2 H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-12.
1

B R'" R® R™® R” R " R* X v R R
Vi-i2-4 Bt H H H Bt H F H OH H H
vi-i2-2 Bt H H (H, EE H F H OH H H
Vi-12-3 Bt H H  CH(CH)), Bt H F H OH H H
Vi-i2-4 Bt H H (HCH(CH;), Ft H F H OH H H
Vi-12-5 Bt H H  (CH.Ph Bt H F H OH H H
Vi-12-6 Bt H H CHrindol3-yt Bt H F H OH H H
Vi-i2-7 Bt H H CHCHSCH; Et H F H OH H H
Vi-i2-8 Bt ¥ H ¢ it H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table Vi-13.
Ne R' R® R® R” " R R* X Y R R
Vi3 Pr HOHOH Et H F H OH H H
Vi-13-2 Pr H H CH; Et H F H OH H H
Vi-i3-3 Pr H H CH(CH;), Et H H OH H H
V13-4 Pr H H CHCHCH), Bt H F H OH H H
Vi-13-5 pr H H CHPh Bt H F H OH H H
Vi-13-6 Pr H H CHyindob3-yt Et H F H OH H H
Vi-13-7 Pr H H CHCH;SCH: Et H H OH H H
Vi-13-8 pr * H * Et H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table VI-14.
Ne R R° R® R” R R" R® X Y RrR ®
Vi-14-1 Bu o O H Et H F H ©OH H H
Vi-14-2 Ba H H CH EE H F H OH H H
Vi-14-3 ‘Bu H H CH(CH:), Bt H F H OH H H
Vi-14-4 By H H CHCHCH), B ®H ¥ H OH H H
Vi-14-5 Bu H H CHPh Ft H F H OH H H
Vi-14-6 Bu H H C(Hpeindol3yl Bt H F H OH H H
Vi-14-7 Bu H H CHCHSCH; Ft H F H OH H H
Vi-14-8 Bu * H ¥ Bt H F H OH H H
*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-15.

P R' R° R* R R" R R* X Y R R
¥Vi-i5-1 Ph H H H EE H F H OH H H
Vi-15-2 Ph H H (CH, EE H F H OH H H
Vi-is&3 Ph H H CH({CHy), EE H F H OH H H
Vi-i54 Ph H H (CHCH({CH;), Bt H F H OH H H
Vi-i53-5 Ph H H  CHyPh EE H F H OH H R
Vi-is¢ Ph H H  CHomdol3-yt Et H F H OH H H
VERIS7 Ph H H O CHCHSCH: Et H F H OH H H
Vi-i5-8 Ph * H * EE H F H OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table Vi-16.

Ne R' R® R® R™ R" " R®* X v R R
Yiig-l p-Me-Ph H H H E H F H OH H H
VE-16-2 p-Mce-Ph H H CH; Bt H F H OH H H
Vi-i6-3 p-Me-Ph H H CH{CH:p Et H H OH H H
Vi-i6-4 p-Me-Ph H H CHCH(CHsp Et H H OH H H
Vi-16-5 p-Me-Ph H H  CHPh ¥t H F H OH H H
Vi-16-6 p-Me-Ph H H  CHpndol3-yl Bt H F H OH H H
Vi-16-7 p-Me-Ph H H CH.CH.SCH; Et H H OH H H
Vi-16-8 p-Me-Ph * H % Bt H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-17.

Ne R' R® RY R R R R X Y R R
Vi-i7-1 p-F-Ph H H H EE H F H OH H H
Vi-i7-2 p-F-Ph H H CH; FEt H F H OH H H
Vi-i7-3 p-F-Ph H H CH{CH;), Ft H F H OH H H
VE17-4 pF-Ph H H  CHCH(CH). Et H F H OH H H
Vi-i7$ p-F-Ph H H  CHPh Et H F H OH H H
Vi-i76 p-F-Ph H H CHpindol3-yi Bt H F H OH H H
Vi-i7-7 p-F-Ph H H CHCH,SCH; Et H F H OH H H
Vi-i7-8 p-F-Ph * H * B H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-18.

P R' R® R® R R" R R* X Y R R
Vi-18-1 p-Cl-Ph H H H B H F H OH H H
V382 p-ClPh H ®H CH; B H F H OH H H
VE-i8-3 p-Cl-Ph H H  CH(CH:) Et H H OH H H
Vi-i8-4 p-Cl-Ph H H CHXCH(CH:), Et H H OH H H
Vi-i8-5 p-Cl-Ph H H  CH:Ph Et H F H OH H H
Vi-i18-6 p-Cl-Ph H H Che-ndol-3-vi Et H §F H OH H H
Vi-i8-7 pCl-Ph H H CH,CH3CH; Et H F H OH H H
Vi-ig-8 p-Cl-Ph * H * ¥t H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-19.

Ne R' R® R* R” R B R* X v R R
Yii91 p-Br-Ph H H H EE H F H OH H H
Vi-19-2 p-Be-Ph H H CH; EE H F H OH H H
VI-19-3 p-Br-Ph H H CH(CH.), Et H H OH H H
Vi-19-4 p-Br-Ph H H CHCH{CHs;), Et H H OH H H
Vi18-85 p-Br-Ph H H  CH)Ph F H F H OH H H
¥i-19-6 p-Br-Ph H H  CHymdol3-yl Et H H OH H H
Vi-19-7 p-Br-Ph H H CHCH.SCH; Ei H H OH H H
Vi-19-8 p-Br-Ph * H * Ht H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-20.

Ne R' R* R* R R" B R® X Y R R

VE-206-1 p-i-Ph O H O H Et H F H OH H H

Vi-26-2 p-l-Ph H H  CH;s Et H F H OH H H

Vi-26-3 p-I-Ph H H  CH(CHu) Et H F H OH H H

VE20-4 p-Ph H H  CHCH(CH), Bt H F H OH H H

Vi-20-5 p-l-Ph H O H  CH:Ph EE H F H OH H H

Vi-20-6 p-I-Ph H H CHyindol3-yl Ft H F H OH H H

Vi-26-7 p-I-Ph H H CH,CHSCH; Et H F H OH H H

Vi-20-8 p-l-Ph * H 0¥ ¥t H F H OH H BH

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-21.

7

o R' R° R® R® R* R R* X v R R
Vi-2i-4 CH, H H H Pr H F H OH H H
vi-21-2 CH; H H CH, P’r H F H OH H H
vi-21-3 CH, H H CH(CH:) Pr H H OH H H
Vi-2i-4 CH; H H CHCH(CHy), Pr H F H OH H H
Vi-23-5 CH; H H CH:Ph Pr H F H OH H H
Vi2i-6 CHy, H H CHyindol3yl Pr H F H OH H H
Vi-21-7 CH; H H CH,CHSCH; Pr H F H OH H H
Vi-2i-8 CH; ¢+ H * Pr H H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table VI-22.

Ne R' ®* R® R R RXY R R
Vi22-1 Bt H H H T H F H OH H H
Vi-22-2 Et H H (H; ' H F H OH H H
Vi-22-3 Bt H H CH(CH;), Pr H F H OH H H
Vi22-4 Bt H H CHCH(CH), Pr H F H OH H H
Vi-22-5 Bt H H (CHPh Pr H F H OH H H
Vi-22-6 Et H H CHyeindol3yt Pr H F H OH H H
Vi-22-7 Et H H CHCH,SCH; Pr H F H OH H H
Vi-22-8 Et ¥ H * r H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table VI-23.

Ne R' »* R® R " R R* X v R R
VI-23-f Pr H OH H Pr H F H OH H H
Vi-23-2 Pr H H CH, Pt H F H OH H H
Vi-23-3 Pr H H  CH(CH;), Pt H F H OH H H
Vi23-4 Pr H H CHCHCH), Pr H F H OH H H
Vi23-5 Pr H H CHPh Pr H F H OH H H
Vi-23-6 Pr H H CHyeindol3yt Pr H F H OH H H
Vi-23-7 Pr H H CHCHSCH:. P H F H OH H H
Vi-23-8 pr * H ¥ ’r H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-24.
1

o R' R’ R®™ RP R R R® X Y R ®
Vi-24-1 By H H H Tr HOF H OH H H
Vi-24-2 Bu H H CH Pr H F H OH H H
Vi-24-3 By H H CH(CH), Pr 4 F H OH H H
Vi-24-4 By H H CH(CH(CH;, Pr H F H OH H H
Vi-24-5 ‘Bu H H CH.Ph P’r H F H OH H H
Vi-24-6 Bu H H C(Heindob3-yl Pr H F H OH H B
Vi-24-7 Bu H H CH(CHSCH, v H F H OH H H
Vi-24-8 ‘Bu * H * 'r H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-25.

Ne R!' R® R* RP R" R R* X v R R
Vi25-1 Ph H O H H T H F H OH H H
Vi-25-2 Ph H H (H, r H F H OH H H
Vi-28.3 Ph H H CH(CH:), Pr H F H OH H H
Vi25-4 Ph H H CHCH(CH;), Pr H F H OH H H
Vi-25-5 Py H H CH,Ph Pr H F H OH H H
Vi-25-6 Ph H H  CHyindol3-yl Pr H F H OH H H
Vi-25-7 Ph H H CHCHSCH: Pr H F H OH H H
Vi-25-8 Ph * H ¥ ’r H F H OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table VI-26.

Ne R’ R® R® R™ *RRX Y R OB
Vi-26-1 p-Me-Ph H H H Pr H F H OH H H
Vi-26-2 p-Me-Ph H H CH; Pr H H OH H H
Vi-26-3 p-Me-Ph H H CH{CH:» Pr H F H OH H H
VI-26-4 p-Me-Ph H H  CHCH(CH;), Pr H F H OH H H
Vi-26-5 p-Me-Ph H H CHpPh Pr H F H OH H H
Vi-26-6 p-Mc-Ph H H CHeindol3wyl Pr H F H OH H H
Vi-26-7 p-Me-Ph H H CHCH.SCH; Pt H F H OH H H
Vi-26-8 p-Me-Ph * H = P’r H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-27.

B R R* R® R" R* " R* X Y R R
Vi-27-4 p-F-Ph H H H Pr H F H OH H H
Vi-27-2 p-F-Ph H H CH; Pr H F H OH H H
Vi27-3 p-F-Ph H H CH(CHy), Pr H H OH H H
Vi-27-4 p-F-Ph H H CHCHCH:). Pr H H OH H H
VE27-5 p-F-Ph H H  CH.Ph Pr H F H OH H H
Vi27-6 p-F-Ph H H  CHyindol3-y! Pr H H OH H H
Vi-27-7 p-F-Ph H H CHOHSCH, Pr H H OH H H
Vi27-8 p-F-Ph * H % Pr H H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-28.

Ne R' R’ R® R® R" " R* X v R R
Vi-28-1 p-Cl-Ph ¥ H H Pr H F H OH H H
Vi-28-2 p-C-Ph H H CH; r H F H OH H H
Vi-28-3 p-Cl-Ph H H CH(CH:): Pr H H OH H H
Vi-28-4 p-Cl-Ph H H CHCH(CH), Pr H H OH H H
VI28-% p-Cl-Ph H H  CH:Ph Pr H F H OH H H
Vi-28-6 p-Cl-Ph H H  CHedindol3yl Pr H F H OH H H
Vi-28-7 p-Cl-Ph H H CH)CH,8CH, Pr H H OH H H
vi-288 p-Ck-Ph * H * Pr H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-29.

Ne R' R° R® R” M RRXY R OR
Vi-29-f p-Br-Ph H H H Pr H F H OH H H
Vi-29-2 p-Br-Ph H H CH, P’r H F H OH H H
Vi-29-3 p-Be-Ph H H  CH(CH.)» Pr H F H OH # H
Vi-29-4 p-Br-Ph H H  CHCH(CH), Pr H F H OH H H
Vi-29-5 p-Br-Ph H H  CHPh Pr H F H OH H H
Vi-29-6 p-Br-Ph H H CHyindol3yl Pr H F H OH H H
Vi-29-7 p-BrPh H H CHCH.SCH; Pr H F H OH H H
Vi-29-8 p-Br-Ph * H ¥ Pr H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-30.

B R R° R” R" R*" " R®" X ¥ R R
Vi-36-1 p-l-Ph H O H OH P’r H F H OH H H
Vi-30-2 p-l-Ph H H CHy P’r H F H OH H H
Vi-36-3 p-l-Ph H H  CH(CH.) "t H F H OH H H
VI30-4 p-l-Ph H B CHCH(CH:), Pr H F H OH H H
Vi30-5 p-I-Ph H H  CH:Ph ’r H F H OH H H
Vi-30-6 p-I-Ph H H  CHeindol3-yl Pr H F H OH H H
Vi-30-7 p-I-Ph H H  CH.CHSCH; Pr H F H OH H H
Vi-30-8 p-I-Ph * H % Pr H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table VI-31.

Ne R' R* R® R® R* R R XY R R
Vi-3i-t CH, HOH OH "Bu H F H OH H H
Vi-31-2 CH; H H  CH "Ba H F H OH H H
Vi31-3 CH; H H  CH(CH:), "By H F H OH H H
Vi31-4 CH, H H CHCH(CH), "Bu H F H OH H H
Vi-31-5 CH; H H  CHPh "By H F H OH H H
Vi-31-6 CH; H H CHyindol3-yl "By H F H OH H H
Vi-31-7 CH; H H CHCH,SCH; "By H F H OH H H
Vi-31-8 CH; * H * "By H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table VI-32.

Ne R' =7 R® R 'Y R R" X v R &
Vi-32-f Et H H H "By H F H OH H H
Vi-32-2 Bt H H C(H; "Bu H F H OH H H
Vi-32-3 Bt H H CH{CH:) "By H F H OH H H
Vi-32-4 Bt H H  CHCH(CH), "Bu H F H OH H H
Vi-32-5 Et H H CHpPh "By H F H OH H H
Vi-32-6 Ft H H CHyeindol3-y1 "By H F H OH H H
Vi-32-7 Ft H H CHCH,SCH:. "By H H OH H H
Vi-32-8 Bt ¥ H Ot "By H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-33.

B R'" R° R® R” R R R" X v R R
Vi-33-4 Pr H H H By H F H OH H H
Vi-33-2 Pr H H CH; By H F H OH H H
V333 Pr H H CH(CH.), "Ry H F H OH H H
Vi-33-4 Pr H H C(HCH(CH), "By H F H OH H H
Vi-33-5 Pr H H  CH.Ph "By H F H OH H H
Vi33-6 Pr H H  CHeindok3yl "Bu H F H OH H H
Vi-33-7 Pr H H CHCHSCH: "By H F H O0H H H
Vi-33-8 Pr * H * "By H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table VI-34,

Ne R'" R* R™ R R* R R* XY R R
Vi-34-1 Bu H H H "By H F H OH H H
Vi-34-2 Bu H H CH "By H F H OH H H
Vi-34-3 ‘Bu H H CH(CH:) "Bu H H OH H H
Vi-34-4 By H H CHCH{(CH:», "Bu H H OH H H
Vi-34-5 By H H CHPh "By H F H OH H H
Vi-34-6 Bu H H CHpindol3yl "Bu H F H OH H H
Vi-34-7 Bu H H CH,CH.SCH: "Bu H F H OH H H
Vi-34-8 Bu * H ¥ "Ry H F H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table VI-35.

Ne R' R® R® R® R* R R* X ¥ R &
VI-35-f Ph H H H sy H F H OH H H
Vi-35-2 Ph H H CH, "By H F H OH H H
Vi-35-3 Ph H H  CH(CH:), "By H F H OH H H
Vi-35-4 Ph H H CHCH(CH), "By H F H OH H H
Vi-35-5 Ph H H CHPh "By H F H OH H H
Vi-35-¢ Ph H H (Hyindol3yl "By H F H OH H H
Vi-35-7 Ph H H CH,CHSSCH:. "By H H OH H H
Vi-35-8 Ph * H ¥ My H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-36.

o R' R R R™ R* R RPX Y R F®
Vi-36-1 p-Me-Ph H H H "By H F H OH H H
Vi-36-2 p-Me-Ph H H CH; "By H F H OH H H
Vi36-3 p-Me-Ph H H CH(CH:p "By H F H OH H H
Vi36-4 p-Mc-Ph H H CHCH(CH:), "By H F H OH H H
Vi-36-3 p-Me-Ph H H CHyPh "Bu H F H OH H H
Vi-36-6 p-Me-Ph H H CHzindol3-yl "Bu # F H OH H H
Vi-36-7 p-Me-Ph H H CHCHSCH: "Bu H F H OH H H
Vi-36-8 p-Me-Ph * H * "¢ H F H OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-37.

Ne R! R R™ R™ R® R R XY R R
Vi-37-1 p-F-Ph H H H "Ba H F H OH H H
Vi-37-2 p-F-Ph H H CH; "Bu H F H OH H H
Vi37-3 p-F-Ph H H  CH(CH:) "Bu H F H OH H H
Vi-37-4 p-F-Ph H H O CHCH(CH:), "Bu H F H OH H H
VE37-5 pFPh HOH o CHPR By H F H OH H H
Vi-37-6 p-F-Ph H H  CHpindol3yl "Bu H F H OH H H
Vi-37-7 p-F-Ph H H CH:CHSCH; "Bu H F H OH H H

Vi-37-8 p-F-Ph * H * "By H F H OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VI-38.

Ne R R R* R® R" R R* XY R R
VE381 pCl-Ph H H H "My H F H OH H H
Vi-38-2 p-Cl-Ph H H CHs "By H F H OH H H
Vi-38-3 p-Cl-Ph H H CH(CHs) "By H F H OH H H
Vi-38-4 p-Cl-Ph H H CHCH(CH:), "Be H F H OH H H
Vi-38-5 p-Cl-Ph H H CHPh "By H F H OH H H
Vi-38-6 p-Cl-Ph H H CHyindol3yi "Bu H F H OH H H
Vi-38-7 p-Cl-Ph H H CHCHSCH; "Bu H F H OH H H
Vi-38-8 p-ClPh * H = "By H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-39.

bl

(&3

B R' R R” R" R" R R® X vy R W
Vi-39-1 p-Br-Ph H H H "By H F H OH H H
Vi-39-2 p-Br-Ph H H CH, "By H F H OH H H
Vi-39-3 p-Br-Ph H H CH(CHs), "By H H OH H H
Vi-39-4 p-Br-Ph H H CHCH(CH::, "Bu H H OH H H
Vi-39-5 p-Br-Ph H H  CHuPh "By H F H OH H H
Vi-3%-6 p-Br-Ph H H CHyindol3-yt "Bu H F H OH H H
Vi-39-7 p-Br-Ph H H CHCH.SCH:; "By H F O H OH H H
Vi-39-8 p-Br-Ph * H "By H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI-40.

Ne R' R° R™ R® R® R R* X Y R R
Vi-40-1 p-I-Ph H H H "By H F H OH H H
Vi-40-2 p-l-Ph H H CH; "By H F H OH H H
Vi40-3 p-l-Ph H H  CH(CHa) “Bu H H OH H H
Vi-40-4 p-{-Ph H H CHCH((CH;);, "Bu H F H OH H H
VE-40-5 p-f-Ph H H  CH:Ph By H F H OH H H
Vi-40-6 p-L-Ph H H  CHyindob3yl "By H F H OH H H
Vi-40-7 p-I-Ph H H CHXCH,SCH; "Bu H F H OH H H
Vi-40-8 p-l-Ph ¥ H ¥ "By H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-41.

Ne R' R R* R® R" B R X v R R
Vi-di-l Ci; 0 0 H Bz H F H OH H H
Vi-4i-2 CH; H H CH; Bz H F H OH H H
Vi-41-3 CH; H H  CH(CH:), Bz H F H OH H H
Vi-4i-4 CH; H H CH.CH(CH:, Bz H F H OH H H
Vi-41-5 CH; H H CHPh Bz H F H OH H H
Vi-41-6 CH; H H CHyindol3yt Bz H F H OH H H
Vi-41-7 CH; H H CHCHSCH; Bz H F H OH H H
Vi-41-8 CH; * H % Bz H F H OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI-42.
1

o R' R° R* R® B RR XY R R
Vi-42-4 Ft H H H Bz H F H OH H H
Vi-42-2 Bt H H (H, Bz H F H OH H H
Vi42-3 Bt H H  CH(CH)), Bz H F H OH H H
Vi42-4 Bt H H CHCH(CH;), Bz H F H OH H H
Vi-42-5 Bt H H  (CH.Ph Bz H F H OH H H
Vi-42-6 Bt H H CHrindol3-yt Bz H F H OH H H
Vi-42-7 Bt H H CHCHSCH; By H F H OH H H
Vi-42-8 Et * H ¥ Bz H F H OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table Vi-43.
Ne R' R® R® R R* R R® X vy R R
Vi-43-1 Pr H H H Bz H F H OH H H
Vi432 pr H H CH, Bz H F H OH H R
Vi43-3 Py H H CH(CH)), Bz H F H OH H H
Vi-43-4 Pr H H CHCH(CH:), Bz H F H OH H H
Vi-43-5 pr H H (CHPh Bz H F H OH H H
Vi-43-6 Pr H H C(CHyindok3-yi Bz H F H OH H H
Vi-43-7 Pr H H CHCH,SCH; Bz H F H OH H H
Vi-43-§ Pr * H ¥ Bz H F H OH H H
*R? and R™" joined together by (CH;): to form five-membered ring.
Table VI-44,
Ne R R R®" R R®" R R®* X v R R
Vi-44-1 Bu H H H Bz H F H OH H H
Vi-44-2 By H H CH; Bz H F H OH H H
Vi-44-3 '‘Bu H H CH(CH:) Bz H F H OH H H
Vi-d44-4 By H H CH.CH(CH;), Bz H F H OH H H
Vi-44-5 By H H CHpPh Bz H F H OH H H
Vid4-6 By H H CHoindol3-yl Bz H H OH H H
Vid44-7 Bu H H CHCHSCH; Bz H F H OH H H
Vi-44-8 By * H * Bz H F H OH H H
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R and R™ joined together by (CH,); to form five-membered ring.

Table Vi-45.

Ne R'" R® R® R® R" R R XY R R
Vi-45-1 Ph H H H Bz H F H OH H H
Vi-45-2 Ph H H CHs Bz H F H OH H H
Vi45-3 Ph H H CH(CHn Bz H F H OH H H
Vi-45-4 Ph H H CHCHCH:, Bz H F H OH H H
Vi-43-5 Ph H H CH.Ph B H F H OH H H
Vi-45-6 Ph H H  CHymdol3-yt Bz H F H OH H H
Vi45.7 Ph H H CHCHSCH: Bz H F H OH H H
Vi458 Ph * H * Bz H F H OH H H
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table VI-46.
Ne R' R® R™ R" R R" R® X Y R R
Vi-46-1 p-Me-Ph H H H B H F H OH H H
Vi-46-2 p-Me-Ph H H CH; Bz H F H OH H H
Vi-46-3 p-Me-Ph H H  CH(CHs: Bz H F H OH H H
Vi46-4 p-Me-Ph H H CHXCH(CH;, Bz H F H OH H H
Vi-46-5 p-Me-Ph H O H CHPh Bz H F H OH H H
Vi-46-6 p-Me-Ph H H CHpindol3-yI Bz H F H O0H H H
Vi-46-7 p-Me-Ph H H CHXCH,SCH;, Bz H F H OH H H
Vi-46-8 p-Me-Ph * H * Bz H F H OH H H
*R” and R joined together by (CHy)s to form five-membered ring.
Table VI-47.
Ne R' R® R® RV R* R R®* X Y R R
Vi47-1 p.-F-Ph H H H Bz H F H OH H H
Vi-47-2 p-F-Ph H H CH; Bz H F H OH H H
Vi-47-3 p-F-Ph H H CH(CH:) Bz H H OH H H
Vi-47-4 p-F-Ph H H  CHCH(CH:p, Bz H F H OH H H
Vi-47-5 p-F-Ph H H  CHPh Bz H F H OH H H
Vi-47-6 p-F-Ph H H CHp-indol-3-y1 Bz H H OH H H
Vi-47-7 p-F-Ph H H CHCHSCH: Bz H H OH H H
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Ne R' R® R® R R R " X Y R R
Vi-47-8 p-F-Ph * H * Bz H F H OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table VI-48,
Ne r' R® R™ R” R" R R® X ¥ R R
VI-48-1 p-Cl-Ph H H H Bz H F H OH H H
Vi-48-2 p-Cl-Ph H H  CHs Bz H F H OH H H
Vi-48-3 p-Cl-Ph H H CH(CH)y Bz H F H OH H H
Vi-484 p-ClbPh H H CHCH(CH:, Bz H F H OH H H
Vi-48-8 p-Cl-Ph H H CH,Ph Bz H F H OH H H
Vi-48-6 p-Cl-Ph H #H  CHp-dndol-3-yI Bz H F H OH H H
Vi-48-7 p-Cl-Ph H H CHCHSCH: Bz H F H OH H H
Vi-48-8 p-Cl-Ph * H * Bz H F H OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table VI-49,
Ne R' R® R* R® R* " R® X Y R R
Vi-4%-1 p-Br-Ph H H H Bz H F H OH H #H
Vi-482 p-Br-Ph H H CHy Bz H F H ¢H H H
Vi-4%8-3 p-Br-Ph H H CH(CH:) Bz H F H ¢H H H
Vi-49-4 p-Br-Ph H H CHCH(CH), Bz H F H OH H H
Vi-49-5 p-Br-Ph H H CHPh Bz H F H OH H H
Vi-49-6 p-Br-Ph H H CHymdol3-yl Bz # F H OH H H
Vi-49-7 p-Br-Ph H H CHCH)SCH; Bz H F H OH H H
Vi-49-8 p-Br-Ph * H * Bz H F H OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table VI-30.
Ne R' R® R® R " R R XY R R
Vi-56-1 pf-Ph H H H Bz H F H OH H H
VES0-2 pI-Ph H H  CHs Bz H F H OH H H
VI-50-3 p-l-Ph H H  CH(CH), Bz H H OH H H
Vi-50-4 p-J-Ph H H  CHCH(CH:), Bz H F H OH H H
Vi-36-5 p-l-Ph H H  CHFh Bz H F H OH H H
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Ne R' R* R™ R R®" R R®* x v R R
V806 p-I-Ph H H CHpyindol3-yi Bz H ¥ H OH H H
ViS8¢-7 p-I-Ph H H CHCHSCH;, Bz H F H OH H H
Vi-8¢-8 p-I-Ph * H O Bz H F H OH H H
*R” and R joined together by (CHa b to form five-membered ring.
Rg
RS
\ N
R2 O

3

] o
R;Za, N T

R
CO,R? OR
Vil
Table VII-1.
Ne ' R° R* R " R R XY R R R
Vil-i-1 CH: H H H CHs H F H OH H H NH
Vifl-1-2 CH: H H (CH; CHs H F H OH H H NH
Vil-1-3 CH; H H CH(CH:) CH; H F H OH H H NH
Vil-1-4 CH; H H CHCH(CH:)», CH; H F H OH H H NH
Vil-i-s CH; H H  CH.Ph CH; H F H OH H H NH
YH-1-6 CH; H H (CHeimdol3-yl CH; H F H OH H H NH,
Vif-i-7 CH; H H CHCH,SCH; CH; H F H OH H H NH,
vVil-i-8 CH; * H * CH; H F H OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.
Table VH-2. _ ]
Ne ' R° R* R R B R* X v R R'R
Vil-2-1 Et H H H CHy H F H OH H H NH
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Ne ' R* R¥ R” R® B R X v R R I

Vi[-2-2 Bt H H CHs CHs H F H CGH H H NH;
Vi-2-3 Et H H CH(CH:) CHy H F H CGH H H NH
Vil-2-4 Et H H CHXCH({(CH:» (CH; H F H OH H H NH
VH-2-8 Et H H CH:Ph CH; H F H OH H H NH
VH-2-6 Et H H CHpindol3+l CH; H F H OH H H NH
Vil-2-7 Bt H H CHCHSCH; (H; H F H OH H H NH
Vil-2-8 BEr * H 0¥ CH; H F H OH H H NH;
*R* and R joined together by (CH,)s to form five-membered ring.

Table VH-3.

Ne R° R° R™ RV R R R XY R R ®

ViI-3-1 pr H H H CHy H F H OH H H NH
Vil3-2 Pr H H CH; CHy H F H OH H H NH
VI-3-3 Pr H H  CH(CH:), CHy H F H OH H H NH,
Vii-3-4 Ppr H OH CHCH(CH;y, CH; H F H OH H H NH;
VH-3-5 Pr H H  CHPh CHy H F H OH H H NH
Vil-3-6 Pr H H CHe-indol3 -wi CH, H F H OH H H NH
Vil-37 Pr H H CHCHSCH, CH, H F H OH H H NH
Vil-3-8 Pr ¢+ H * CHy H F H OH H H NH;
*R” and R joined together by (CH,)s to form five-membered ring.

Table V-4,

Ne R OR® R RV R" g R X vy R R K

Yi-4-1 By H H H CHy H F H OH H H NH
Vil-4-2 Bu H H CH; CHy H F H OH H H NH
Vil-4-3 ‘Bu H H  CH{CH;)» CHy H F H OH H H NH
Vii-4-4 ‘Bu H H CHCHICH), CH: H F H OH H H N,
ViI-4-5 'Bu H O CILPh CH: H F H OH H H Nih
ViH-4-6 By H H (Heindol-3-vi ¢H; H F H OH H H Ni
Vil-4-7 By H H CHCHSCH: CH; H F H OH H H NH
Vil-4-8 By * H ¥ CHs H F H OH H H NH

*R? and R joined together by (CHy)s to form five-membered ring.

Table Vi

I-5.
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Ne ' R R®" R R » rR*X v R R ¥
Vil-5-1 Ph I H i CH;, H F H ¢H H H NH
Vil-5-2 Ph H H CH: CH; H F H CH H H NH
Vii-8-3 Ph H H  CH(CH:) CH, H F H OH H H NH,
Vil-$-4 Ph H H CH.CH(CH), CH, H F H OH H H NH
Vil-5-5 Ph H H CHPh CH, H F H OH H H NH,

VH-5-6 Ph H H (Hyindol3-yl CH; H F H OH H H NH,
Vil-5-7 Ph H H CH)XCH,SCH; CHs H F H OH H H NH;
Vil-5-8 Ph * H ¥ Ciiy H F H OH H H NH

*R” and R joined together by (CHy); to form five-membered ring,

Table VH—@.

Ne R' R° R® R® R" ®m rR® X v R R R
Vi-6-1 p-Me-Ph H H H CH, F H OH H H NH
VH-6-2 p-Me-Ph H H CH; CHy H F H OH H H NH,
Vil-6-3 p-Me-Ph H H  CH(CH:), CHy H F H OH H H NH,
Vil-6-4 p-Me-Ph H H  CHCH(CH). CHy H F H OH H H N,
VI-6-5 p-Me-Ph H H CHPh CHy H F H OH H H NH,
Vil-6-6 p-Mc-Ph H H CHyindol3yl CH; H F H OH H H NH
Vil-6-7 p-Mc-Ph H H CHCH.SCH; CH; H F H OH H H NH
Yi-6-8 p-Mc-Ph * H ¥ CH, H F H OH H H NH

*R” and R joined together by (CH; ) to form five-membered ring.

Table VII-7.

Ne R R R OR® R R R Xy ®R R R
Vi-7-1 p-F-Ph H H H CHy H F H OH H H NH
Vi-7-2  p-F-Ph o H OH CHs CHy H F H OH H H NH
VH-7-3 p-F-Ph H H  CH(CH:) CHy H F H OH H H NH
Vil-7-4  p-F-Ph 0 0 CILCHCIL), CHy W F H OH H H NIL
Vil-7-6 p-F-Ph H H CHPh CH, H F H OH H H NH

Vil-7-7 p-F-Ph H H CHpeindol3-yl CH; H F H OH H H NH
Vii-7-8 p-F-Ph H H  CHCHSCH; CH; H F H OH H H NH
VH-7-28 p-F-Ph * H ¥ CH: H F H OH H H NH

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table VII-&.

o R' R° R* R" " R R X Y R R' R
Vil-8-1 p-Cl-Ph H H H CH;, H F H OH H H NH;
Vii-8-2 p-Cl-Ph H H CH; CH; H F H OH H H NH;
VII-83 p-Cl-Ph H H CH(CH), CH, H F H OH H H NH
Vil-8-4 p-Ci-Ph H H CHCH(CHs), CH: H F H OH H H NH;
Vi-8-85 p-Ci-Ph H H  CHPh CH: H F H OH H H NH;
Vii-8-6 p-Ci-Ph H H CHyindol3-yt CH: H F #H OH H H NH:
VH-8-7 p-Ci-Ph H H CHCH:SCH: CH: H F H OH H H N
Vil-8-8 p-Cl-Ph * H * CH: H F H OH H H NH:
*R” and R™° joined together by (CHy); to form five-membered ring,

Table VH-9.

Ne R R® R* R" R R R XY R R R
YVit-81 p-Br-Ph H H H CH: 5 F H OH H H N
Vii-%-2 p-Br-Ph H H CH; CH, H F H OH H H N
Vi-%3 p-Br-Ph H H CH(CHsp CH; H# F H OH H H NH
V24 p-Br-Ph H H CHCH(CH:p, CH; H F H OH H H NH
Vil-8-6  p-Br-Ph H H  CHPh CHy, H F H OH H H NH
YH-9-7 p-Br-Ph H H CHpindel3-yi CHy H F H OH H H NH;
Vi-3-8 p-Br-Ph H H CH)CH;SCH; CH; H H GH H H NHE
Vil-8-28 p-Br-Ph * H % CH; H H OH H H NH
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table VH-10.

N R’ R® R* R” R RR XY R R R
Vii-16-f p-I-Ph H H H CH; # F H OH H H N
Vil-18-2 p-i-Ph H H CH; CH; # F H OH H H NH
VH-18-3 p-I-Ph H H CH{CH;) CHy # F H OH H H NH
VH-10-4 p-I-Ph H H  CHCH(CH), CH; H F H OH H H NH
Vil-14-%3 p-i-Ph H H  CHPh CHys H F H OH H H NH
VH-18-6 p-I-Ph H H CHpindol3-yi CH;: H F H OH H H NH
Vil-1$-7 p-I-Ph H H  (CHXCH,SCH; CH: H F H OH H H NH
Vil-16-8 p-I-Ph ¥ H ¥ CH; H F H OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-11.
1

P R R R" R” R" R R® X v R R R
Vil-ii-1 CH; H H H Et H F H OH H H NH
Vif-11-2 CH: H H CH; Et H F H OH H H NH
Vi-11-3 CH, H H  CH(CHa) B H F H OH H H NH
Vifl-1i-4 CH; H H CH,CH(CH;, Eit H F H OH H H NH
Vii-11-8 CH; H H  CHPh EE H F H OH H H NH
VH-1i1-6¢ CH: H H CHindoi3-yl Bt H F H OH H H NH
Vil-11-7 CH; B H CH.CH,SCH; Et H# F H OH H H Nih
Vil-1i-8 CH; * H * Et H F H OH H H NiL
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-12.

Ne R" R® R* R R" " R** X v R R R
Vil-12-1 Ee H O H OH Et H F H OH H H NH
Vil-12-2 Et H H (CH, Et H F H OH H H NH;
Vi-12-3 Er H H CH(CH3) Et H H OH H H NH;
Vil-12-4 F+ H H CH)CHICH;), Ft H F H OH H H NH
Vil-i2-8 Ft H H (CH.Ph Fr H F H OH H H NH
YVH-12-6 Bt H H CHyindol3-yi Et H F H OH H H NH;
Vii-i12-7 Et H H CHXCH,SCH; Et H F H OH H H NH;
Vil-i12-§ Et * H 0¥ Ft H F H OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-13.

Ne " R° R® R” R" B R* X v R R R
VI3 pr H OH o Et H F H OH H H NH;
Vil-13-2 Pr H H CH, Et H F H OH H H NH;
VEH-13-3 Pr H H  CH(CHj:- Et H F H OH H H NH;
V13-4 Pr H H  CH.CHCH), Bt H F H OH H H N
Vil-13-5 Pr H H CHPh E H F H OH H H NH
Vil-13-6 Pr H H CH rindoi-3-yl Et H F H OH H H NH;
Vil-13-7 pr H H CHCHSCH; Ft H F H OH H H NH,
Vil-13-8 pr ¥+ H ¥ E H F H OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-14.

B R' R R R” R* " R® X Y R R R
3a

Vil- ‘Bu H H H EtE H F H ©OH H H NH

14-1

Vii- ‘Bu H H CH; Et H F H O H H NH,

14-2

Vil- By H H CH{CHs;h Et H F H OH H H NH

14-3

Vil- ‘Bu H H CHCH(CH:), T H F H OH H H NH

14-4

YVil- ‘Bu H H CHPh B H F H OH H H NH

14-5

Vil- ‘Bu H H CHp-indol3-yi Et H F H OH H H NH

14-6

Vil- By H H CH(CHSCH; Et H F H OH H H NH,

14-7

Vil- By * H * Et H F H OH H H NH,

14-8

*R* and R joined together by (CH,); to form five-membered ring.

Table VH-15.

Ne R R° R* R R ® Xy R R ®

Vil-15<t Ph H H H Et H F H OH H H NH,

Vi-15-2 Ph H H CH, Et H H OH H H NH

ViI-15-3 Ph H H CH(CH;), Et H F H OH H H NH

Vil-15-4 Ph H H CHCH(CH:», Ft H F H OH H H NH

VII-15-5 Ph H H CHPh Ft H F H OH H H NH

VIl-15-6 Ph H H C(Hyeindol3-yl Bt H F H OH H H NH

ViI-15-7 Ph H H CHCHSCH; Ft H F H OH H H NH,

Vil-15-§ Ph * H ¥ £t H F H OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.

Table VH-16.

Ne R R R® R™ R" " R®" X v R & R
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Ne R’ R® R* R R RR XY R R R
Vil-16-f p-Me-Ph H H H Et H F H CH H H NH
Vi-16-2 p-Me-Ph H H CH; Ft H F H CH H H NH
ViI-16-3 p-Me-Ph H H  CH(CH:), Bt H F H OH H H NH
Vil-16-4 p-Me-Ph H H C HCH(CHy), Et H F H OH H H NH:
Vil-16-5 p-Me-Ph H H CH,Ph Et H F H OGH H H NH
Vil-16-6 p-Mc-Ph H H CHyindol3-y1 Bt H F H OH H H NH
Vil-16-7 p-Me-Ph H H  CHCH.8CH; Bt H F H OH H H NH
YVii-16-8 p-Me-Ph * H ¥ Bt H F H OH H H NH
*R” and R joined together by (CHy); to form five-membered ring,

Table VI-17.

Ne R RT R® R R R R® X v R R Rr
Vil-17-f p-F-Ph H H H Et H H OH H NH,
Vil-17-2 p-F-Ph H B Cis Bt H H OH H H NH,
Vi-17-3 p-F-Ph H H C H{CH:), Et H F H OH H H NH,
YVil-17-4 p-F-Ph H H  CHCH(CHy» Et H O F H O H H NH
VH-17-5 p-F-Ph H H CHJDh Et H F H OH H H NH
Vi-17-6 p-F-Ph H H CHpyindol3-y1 Bt H F H OH H H NH
Vii-17-7 p-F-Ph H H CHCH.SCH; B H F H OH H H NH
Vii-17-8 p-F-Ph * H * EE H F H OH H H NH
*R” and R joined together by (CH; ) to form five-membered ring.

Table VH-18.

Ne R R® R™ R” YRR X Y RORYR
Vil-18-1 p-Cl-Ph H H H Et H F H OH H H NH
Vii-18-2 p-Cl-Ph H H  CHs Et H F H OH H H NH
Vi-18-3 p-Cl-Ph H H  CH(CH:p Et H F H OH H H NH
Vi-184 p-Cl-Ph H H CHCH{CH;, Bt H F H OH H H N
Vi-18-5 p-Cl-Ph H H CH-Ph Et H F H OH H H NH
Vil-18-6 p-Cl-Ph H H CHyp-indol-3-yl Et H F H OH H H NH;
Vii-18-7 p-Cl-Ph H H CHCHS5CH; Et H F H OH H H NH
Vii-18-8 p-Cl-Ph * H * Ft H F H OH H H NH

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table VII-19.
1

o R R® R® R" R*" ® R®"" X ¥ R & R
Vil-19-1 p-Br-Ph H H H Et H F H OH H H NH
Vii-18-2 p-Br-Ph H H CH; HEt H H OH H H NH
VII-19-3 p-Br-Ph H H CH(CH:) Et H H OH H H NH
Vil-19-4 p-Br-Ph H H CHCH(CH:p Et H H OH H H NH
Vil-19-8 p-Br-Ph H H  CHPh Bt H H OH H H NH;
Vii-19-6¢ p-Br-Ph H H  CHp-indol-3-yl Et H F H OH H H NH:
VH-13-7 p-Br-Ph H H CHCHSCH; Et H F H OH H H N
Vi-19-8 p-Br-Ph * H * Et H H OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table VI-20.

Ne R R° R* R™ R R R XY R R KR
V28~ p-i-Ph 2 HOH Et H F H OH #H H NH
Vii-20-2 p-i-Ph H H CH; Bt H F H OH H H NH
Vi-28-3 p-I-Ph H H CH{CHsp Etr H F H OH H H NH
Vil-26-4 p-l-Ph H H CHXCH(CH:p, Bt H F H OH H H NH
Vil-28-8 p-i-Ph HOH CHPh Bt H F H OH H H NH
Vi-28-6 p-l-Ph H H  CHpindol3-yl Et H F H OH H H NH
ViH-24-7 p-I-Ph H H CHXCH,SCH; Et H F H OH H H NH
Vil-20-8 p-I-Ph * H % Bt H F H OH H H NH
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table VH-21.

N R R R* R” KRR XY R R R
Vil-2i-1 CH: H H O H Pr H F H OH H H NI
Vii-2i-2 CH, H H CHs Pr H F H OH H H NH,
VEH-21-3 CH; H H  CH(CH:) Pr H F H OH H H NH
Vil-28-4 CH, H H  CHCHCH), ™ H F H OH H H NH,
Vii-21-8 CH; B H  CH:Ph PrHOF H OH H H NH
Vi-28-6 CH; H H CHyeindol3-yl Pr H F H OH H H NH
Vil-2t-7 CHy H H CHCHSCH, Pr H F H OH H H NH
Vil-21-§ CH: * H % Pr H F H OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-22.
1

P R R° R* R R®* ¥ R X Y R R R

Vil-22-1 Bt H H H Pr H F H OH H H NH,
Vif-22-2 Et H H CH, Pr H F H OH H H NH
VII-22-3 Et H H  CH(CH) " H F H OH H H NH
Vil-22-4 Et H H CHCH(CH:)» v H F H OH H H NH
Vil-22-5 Et H H  CHPh Pt H F H OH H H NH
VH-22-6¢ Ei H H CHyindol-3-yi Pr H F H OH H H N
Vi-22-7 Bt H H CHCHSCH; Pr H F H OH H H N,
Vii-22-8 Et * H 0¥ Pr H F H OH H H NH
*R” and R™° joined together by (CHy); to form five-membered ring,

Table VII-23.

Ne R" R’ R® R® R®* " R® X Y R R PR

Vi-23-1 Pr H H H Pr H# F H OH H H NH
Vil-23-2 Pr H H CH; ’t+ # F H OH H H NH,
Vil-23-3 Pr H H  CH(CHa) P H F H OH H H NH
Vil-23-4 Pr H H CHCH{CH;), Pr H F H OH H H NH
ViE-23-8 pr H H  CH.Ph r H F H OH H H NH
Vil23-6 Pr H H CHyindob3yl Pr H F H OH H H NH
Vil-23-7 Pr H H CH,CH,SCH; Pr H H OH H H DNH
Vil-23-8 pr * H * r H F H OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-24.

Ne R r°R® R R" R R® X Y R R ¥

Vil-24-f ‘Bu H H H Pt H F H OH H H NH
Vil-24-2 By H H (H; Pr H F H OH H H NH
VI-24-3 By H H  CH{CH3), Pt H F H OH H H NH
Vil-24-4 By H H  CH.CH(CHy), Pt H F H OH H H NH
ViI-24-5 By H H CHPh Pr H F H OH H H NH
ViI-24-6 By H H (Hyeindol-3yt Pr H F H OH H H NH,
Vil-24-7 By H H CHCHSCH: Pr H F H OH H H NH
Vii-24-8 Bu * H ¥ PrH OF H OH H H NH

Gilead Exhibit 2021
PGR2023-00046 - Page 00313



Table VII-23.
1

o R' R R®* R R" " R" X v R R R
VH-25-1 Ph H H H Pr H F H OH H H NH,
Vil-25-2 Ph H H CH, P+ H F H OH H H NH,
Vil-28-3 Ph H H CH{(CH)), r H F H OH H H NH
Vil-25-4 Ph H H CHCH(CH:), P H F H OH H H NH
Vii-25-8 Ph H H CH.Ph Pr H F H OH H H NH,

ViE-25-6 Ph H H  CHyindol-3-yl Pr B F H OH H H NH
Vii-25-7 Ph H H C(CHCHSCH; Pr H F H OH H H NH
Vil-25-8 Ph * H * Pr H F H CH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-26.

Ne R R* R® R™® R ¥ R* X v RrR ®R %
Vil-26-1 p-Me-Ph H H H r W OF H OH H H NH
ViI-262 p-Me-Ph H H CH " H F H OH H H NH
VII-26-3 p-Me-Ph H H CH(CH:) ’r H F H 0OH H H NH,
Vil-26-4 p-Me-Ph H H CHCHCH:). Pr H F H OH H H NH
VIE-26-8 p-Me-Ph H H  CH:Ph ’r H F H OH H H NH,

ViH-26-6 p-Mc-Ph H H  CHyindol-3-yl ’r H F H OH H H NH,
VH-26-7 p-Me-Ph H H  CH;CHSCH; Pr H F H OH H H NH;
Vil-26-8 p-Me-Ph * H * r H F H OH H H NH,

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VI-27.

Ne R R® R® ORP R" " R* X v R R R
ViI-27-1 p-F-Ph 0O I H ’r H F H OH H H NH
Vil-27-2 p-F-Ph H H CH; ’r H F H OH H H NH
Vil-27-3 p-F-Ph H H  CH(CH:) ’r H F H OH H H NH
Vil-27-4 p-FPh HOH  CHCHICH), Pr H F H OH H H NH,
VI-27-5 p-F-Ph H H  CHPh Pr H F H OH H H NH,

VH-27-6 p-F-Ph H H CHy-indol-3-y1 Pr H F H OH H H NH,
Vil-27-7 p-F-Ph H H CHCH:3CH; ’r H F H OH H H NH
Vil-27-8 p-F-Ph * H % ’r H F H OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-28.
1

P R R R" R R" " R® X Y R R R®
Vil-28-1 p-Cl-Ph H H H Pr H F H OH H H NH
Vii-28-2 p-Cl-Ph H H CH; Pr H H OH H H NH
VII-28-3 p-Cl-Ph H H  CH(CH:) Pr H H OH H H NH
Vil-28-4 p-Cl-Ph H H CH,CH(CH;), Pr H H OH H H NH
Vil-28-8 p-Cl-Ph H H  CH:Ph Pr H H OH H H NH;
Vii-28-6¢ p-Cl-Ph H H  CH:-indol-3-yl Pr H F H OH H H NH
Vi-28-7 p-CI-Ph H H  CHCH,SCH;: Pr H F H OH H H NH
Vi-28-8 p-Cl-Pb * H * Pr H H OH H H Ni
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-29.

Ne R' R® R® R R" R R* X Y R R R
Vii-28f p-Br-Ph H H H Pr H F H OH H H NH
Vii-29-2 p-Br-Ph H H CH; Pr H F H OH H H NH
Vi-29-3 p-Br-Ph H H CH(CHsp Pr H H OH H H NH;
Vil-29-4 p-Br-Ph H H  CHCH(CH:), Pr H F H OH H H NH,
Vi-29-8 p-Br-Ph H H  CHPh Pr H F H OH H H NH
Vi-29-6 p-Br-Ph H H  CHindol-3-y! ’r H F H OH H H NH
VH-2%-7 p-Br-Ph H H  CH;CH;SCH; Pr H F H OH H H NH
Vil-29-8 p-Br-Ph * H * Pr H F H OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-30.

Ne R’ R* R* R™ ¥ " R® X Y R R R
Vii-36-f p-I-Ph H H H Pr H F H OH H H NI
Vil-33-2 p-i-Ph H H CH; Pr H H OH H H NH
VII-30-3 p-I-Ph H H  CH(CH3), Pr H F H OH H H NH
VH-30-4 p-I-Ph B H  CHCH(CHs), Pr H F H OH H H NH,
Vil-3-%3 p-i-Ph H OH CHPh Pr H F H OH H H NH,
VH-33-6 p-I-Ph H H  CHy-indol-3-yi T H H OH H H NH;
VI-30-7 pd-Ph H H CHCHSCH. Pr H F H OH H H NH
Vil-36-8 p-I-Ph * H 0¥ Pr H H OH H H NH;

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-31.
1

o R' R R®" R R" R RO XY R R R
VH-31-1 CH: H H H By H F H OH H H NH
Vil-3i1-2 CH. H H CH; 'Bu H F H OH H H NH
Vil-31-3 CH; H H  CH(CH:) "By H F H OH H H NH,
Vil-3i-4 CH; H H CH(H((H;), "Bu H F H OH H H NH
VH-31-8 CH; H H  CHqPh By H F H OH H H NH,

Vi-316¢ CH; H H  CHeindol3-yl "Bu H F H OH H H DNH;
ViE-31-7 CH: H H O CHCHSCH; "Bu H F H OH H H NH
VH-3§-§ CH, * H * "Bu H F H OH H H NH,

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-32.

(&3

Ne R' R R® R® R* R R* X Y R R PR
Vi-32-1 Et H OH H Bu H F H OH H H NH
Vil-32-2 Et H H CH; By H F H OH H H NH
VI-32-3 Et H H CH(CH:), |y H F H OH H H NH
VIE-32-4 Et H H CHXCH(CH;), "By H F H OH H H NH
VI-32-5 Ft H H  CH,Ph "By H F H OH H H NH
Vil32-6 Bt H H  CHyindol3-yl "Bu H F H OH H H NH,
Vil-32-7 Et H H CHCHSCH; "By H H OH H H NH
Vi-32-§ Et * H * "By H F H OH H H NH
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table VI-33.

Ne RS R™ R R" R R X Y ®rR R R
VII-33-1 Pr H H H By H F H OH H H NH,
Vil-33-2 Pr H H CH; By H F H OH H H NH,
ViE-33-3 Pr H H  CH(CH:): "By H F H OH H H NH,
VH-33-4 Pr H H CHCHCH), “Ba H F H OH H H NH,
VI-33-5 Pr H H CHPh Bu H F H OH H H NH,

VI-33-6 Pr H H CHyeindol3-yl "Bu H F H OH H H NH;
Vil-33-7 Pr H H CH,CHSCH; "By H F H OH H H NH;
Vik-33-8 Pr v H ¥ "By H F H OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-34.
1

o R' R R® R” r R RRX Y R R R
VH-34-1 Bu H H H "y H F H OH H H NH,
Vil-34-2 By H H C(H, "y H F H OH H H NH,
Vi-34-3 By H H (H(CH.)» "By H F H OH H H NH
Vil-344 'Bu H H CHCH(CH), "™Bua H F H OH H H NH,
Vil-34-5 ‘Bu H H  CH.Ph "By H F H OH H H NH,

Vil-34-6 ‘Bu H H CHo-indol-3-yi "Bu H F H OH H H NH
VII-34-7 Bu H H CHCHSCH; "Bu H F H OH H H NH;
Vil-34-8 Bu * H ¢ "u H F H OH H H NH

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-33.

Ne ' R® R* R R* R R® X Y R R R
Vi35 Ph H O H OH My H F H OH H H NH
Vil-35-2 Ph H H CH; "My H F H OH H H NH
Vil-353 Ph H H  CH(CHs) "Bq H F H OH H H NH
Vii-354 Ph H H CHCH(CH), "Bu H F H OH H H NH,
VII-35-8 Ph H H  CH,Ph "By H F H OH H H NH,

Vil-35-6 Ph H H  CHyindol3-yl "By H H OGH H H NH
Vil-35-7 Ph H H CHyCH,SCH; "By H F H OH H H NH
Vil-35-8§ Ph * H ¥ "Bu H F H OH H H NH

-

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VII-36.

Ne R R* R® R R R R X Y R R R
Vil-36-f p-Me-Ph H H H “‘Bu H F H OH H H NH
Vil-36-2 p-Me-Ph H H CHs "By H F H OH H H NH
ViI-36-3 p-Me-Ph H H  CH(CH:) "Bu H F H OH H H NH
Vil-36-4 p-Me-Ph H H CHOHCH). "Bu H F H OH H H NH
VH-36-8 p-Me-Ph H H CHPh "Bu H F H OH H H NH
Vil-36-6 p-Mc-Ph H H CH-indol3-yl "Bu H F H OH H H NH
Vil-36-7 p-Me-Ph H H CHCH.SCH: "Bu H F H OH H H NH,

Vil-36-8 p-Me-Ph * H 0¥ "Bu H F H OH H H NH

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-37.
1

B R R” R R” " R R® X v R R R

Vil-37-1 p-F-Ph H H H By H F H OH H H NH
Vil-37-2 p-F-Ph H H CHs "By # F H OH H H NH
Vil-37-3 p-F-Ph H H CH(CH:), "By H F H OH H H NH,
Vi-37-4 p-F-Ph H H CHCHCH):, "Bu H F H OH H H N
VH-37-8 p-F-Ph H H  CH:Ph "Bu H F H OH H H NH
VH-37-6 p-F-Ph H H  CHeindol3-yl "Bu H F H OH H H NH
VI-37-7 p-F-Ph H H CHCHSCH, "Bu H F H OH H H N
Vil-37-8 p-F-Ph * H * "Bu H F H OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-38.

Ne R R° R* R" R* R RO XY R R R
Vil-38-1 p-Cl-Ph H H H "Bu H F H OH H H NH
Vil-38-2 p-Cl-Ph H H CH; "Bu H F H OH H H NH
ViI-38-3 p-Cl-Ph H H CH(CH:) "By H F H OH H H NH
ViE-38-4 p-Cl-Ph H H CH)XCH(CH;), "Bu H F H OH H H NH
VH-38-8 p-Cl-Ph H H CHPh ‘By H F H OH H H NH,
VIl-38-6 p-Cl-Ph H H  CHeimdob3-yl "By H F H OH H H NH,
Vil-38-7 p-Cl-Ph H H  CH:CHSCH; "Bu H F H OH H H NH
Vil-38-8 p-Cl-Ph ¥ H * "By H F H OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table VI-39,

Ne i R® R® R" R R R XY R R R
Vil-39-1 p-Br-Ph H H H “‘By H F H OH H H NH
ViI-39-2 p-Br-Ph H H CH; 'Bu H F H OH H H N
VII-33-3 p-Br-Ph H H CH(CH;) Bu H F H OH H H NH,
Vil-39-4 p-Br-Ph H O H  CHCHCH:): "Bu H F H OH H H NH,
VI-39-5 p-Br-Ph H H  CHPh Bu H F H OH H H NH
Vil-39-6 p-Br-Ph H H  CHpindel3yi "Bu H F H OH H H NH,
VH-38-7 p-Br-Ph H H CHCHSCH; "By H F H OH H H NH,
VH-39-8 p-Br-Ph * H * "By H F H OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-40.
1

B R R° R” R" " B R XY R R KR
Vil-48-1 p-I-Ph H H H My H F H OH H H NH
Vil-46-2 p-I-Ph H H CH, "By H F H OH H H NH
VH-46-3 p-I-Ph H H CH(CHsh "By H F H COH H H NH
VH-40-4 p-I-Ph H H CHCHCH;), "By H F H OH H H NH
Vil-46-3 p-Il-Ph H H  CHyPhb "By H F H OH H H NH
Vil-48-¢ p-I-Ph H H CHyindob3-yl "Bu H F H OH H H NH
VH-40-7 p-I-Ph H H CHCHSCH: "Bu H F H OH H H N
Vil-4¢-8 p-I-Ph * H * "By H F H OH H H NH
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VH-41,

Ne R R° R* R" R" R R® X Y R R PR
Vil-4i-1 CH: H H H Bz H F H OH #H H NH
Vil-41-2 CH; H H CH: Bz H F H OH H H NH
Vil-41-3 CH; H H CH(CH:), B H F H OH H H NH
Vil-4i-4 CH; H H CHXCH(CH;); Bz H F H OH H H NH
Vik41-8 CH; H H  CH.Ph Bz H F H OH H H NH
Vil-4i-6 CH; H H CHyindol3yl Bz H F H OH H H NH
Vil-48-7 CH: H H CH,CH.SCH; Bz H F H OH H H NH
Vil-41-8 CH, * H * Bz H F H OH H H NH
*R* and R joined together by (CH,); to form five-membered ring.

Table VIH-42,

Ne R R* R* RV R R X v R R T
Vil-42-f Bt H o Bz H F H OH 0 H NI
Vil-42-2 Et H H CH; Bz H F H OH H H NH
Vil-42-3 Et H H CH(CH3), Bz H F H OH H H NH
Vii-42-4 Bt H H CHCH({CH:), Bz H F H OH H H NH
Vil-42-5 Bt H H CHPh Bz H F H OH H H NH
Vil-42-6 Ft H H CHyindol3-yi Bz H F H OH H H N
Vil-42-7 Et H H (HCHSCH; Bz H H OH H H NH
Vil-42-8 Bt * H ¥ Bz H F H OH H H NH,

*R” and R joined together by (CH,); to form five-membered ring.
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Table VH-43,
o rR' R R® R R* R R* X v R R R®
VH-43-1 Pr H H H Bz H F H OH H H NH,
Vil-43-2 Pr H OH O CHy Bz H F H OH H H NH,
Vil-43-3 Pr H H CH(CH:), Bz H F H OH H H NH,
Vil-43-4 Pr H H CHCH(CH;) Bz H F H OH H H NH
Vil-43-2 Pr H H CH,Ph Bz H F H OH H H NH
VH-43-6 Pr H H CHyeisdol-3-yl Bz H F H OH H H NH,
Vi-43-7 Pr H H CHCHSCH; Bz H F H OH H H NH
Vil-43-8 pr * H * Bz H H OH H H NH,
*R? and R joined together by (CHy)h to form five-membered ring.
Table VH-44,
e R' R R* R® R" R R® X ¥ R R PR
Vil-44-1 ‘Bu H H H Bz H H OH H H NH
Vil-44-2 Bu H H CH; Bz H H OH H H NH
Vil-44-3 Bu H H CH(CH:) Bz H H OH H H NH
Vil-44-4 By H H CHCH(CH;), Bz H H OH H H NH
Vil-44-5 By H H  CHpPh Bz H F H OH H H NH
Vil-44-6 'Bu H H CHeindol3-yI Bz H F H OH H H NH;
Vil-44-7 '‘Bu H H CHH.SCH: Bz H H CH H H NH
VH-44-8 ‘Bu * H ¥ Bz H H OH H H N,
*R* and R joined together by (CHy): to form five-membered ring.
Table VI-45,
Ne R' R* rR* R FRRX Y R OR R
Vil-45-1 Ph 0 H H Bz H F H OH H H NH,
Vil-43-2 Ph H H CH; Bz H F H OH H H NH
VH-45-3 Ph H H CH(CH;), Bz H F H OH H H NH,
Vil-45-4 Ph H H CHCH(CH:), Bz H F H OH H H NH,
Vil-45-8 Ph H H CHPh Bz H F H OGH H H NH
Vil-45-6 Ph H H CHrindol3-yl Bz H F H OH H H NH,
Vil-45-7 Ph H H CHCH.SCH; Bz H F H OH H H NH
Vi-45-8 Ph * H ¥ Bz H F H OH H H NH
- 204 -
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R and R™ joined together by (CH,); to form five-membered ring.

Table VH-46.

Ne R R® R™ R” R R R® X Y R R R
Vil-46-1 p-Me-Ph H H H Bz H ¥ H OH H H NH
Vil-46-2 p-Me-Ph H H CH: Bz H F H OH H H NH
Vil-46-3 p-Me-Ph H H  CH(CHsp Bz H F H OH H H N
Vil-46-4 p-Me-Ph H H CHLCH({CH:;, Be H F H OH H H N
Vil-46-5 p-Me-Ph H H CH:Ph Bz H F H OH H H NH;
YVil-46-6 p-Me-Ph H #H  CHu-indol3-yl Bz H f H OH H H NH
VH-46-7 p-Me-Ph H H CHXCH;SCH; Bz H ¥ H OH H H NH
Vil-46-8 p-Me-Ph * H 0 * B H F H OH H H NH
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table VI-47.
Ne R’ R® R® RY R" R R XY R R R
Vii-47-1 p-F-Ph H H H Bz H F H OH H H NH
Vii-47-2 p-F-Ph H H CH: Bz H F H OH H H NH
VH-47-3 p-F-Ph H H CH(CH:)h Bz H F H OH H H NH
Vil-47-4 p-F-Ph H H CHXCH(CH;) Bz H F H OH H H NH;
Vil-47-8 p-F-Ph H H CHPh B H F H OH H H NH
Vii-47-¢ p-F-Ph H H Chindol3yl Bz H F H OH H H NH
VH-47-7 p-F-Ph H H CHCHSCH; Bz H F H OH H H NH
Vi-47-8 p-F-Ph * H * Bz H F H OH H H NH
*R” and R joined together by (CHy)s to form five-membered ring.
Table VII-48.
Ne R R® R™ R” R" ¥ R® X v R R R
Vii-48-F p-Cl-Ph H H H Bz # F H OH H H NH;
Vil48-2 p-Cl-Ph H B CH; Bz # F H OH H H NH
Vil-48-3 p-CI-Ph H H CH(CHs) Bz H F H OH H H NH;
Vil-48-4 p-Cl-Ph H H  CHCH{CHs), Bz H F H OH H H NH
Vii-48-5 p-Cl-Ph H H CHPh Bz H# F H OH H H NH:
VH-48-6 p-Cl-Ph H H CHpmdol3-yl Bz H F #H OH H H N
Vil-48-7 p-Cl-Ph H H CHCH,:SCH: Bz H F H OH H H N
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Ne i R* R™ R” R" R R® X v R R R
V488 p-Cl-Ph * H * Bz # F H OH H H NH;
*R* and R joined together by (CH,)s to form five-membered ring.

Table VIi-49,

Ne R’ R® R® R R® R R X v r R R
Vil-49-1 p-Br-Ph H H H Bz H F H OH H H NH;
Vil-49-2 p-Br-Ph H H CH; Bz H F H OH H H NH;
Vil-48-3 p-Br-Ph H H CH{CH:), Bz H H OH H H NH;
Vil-48-4 p-Br-Ph H H CHXCH(CH;); Bz H F H OH H H NH;
Vil-49-5 p-Br-Ph H H CH:Ph Bz H H OH H H NH;
Vil-49-6 p-Br-Ph H H CHeindel3-yl Bz H F H OH H H NH
Vii-49-7 p-Br-Ph H H CHCHSCH; Bz H F H OH H H N
Vil-49-8 p-Br-Ph * H * Bz H F H OH H H NH
*R* and R™" joined together by (CHy): to form five-membered ring.

Table VI-50.

Ne R’ R R* RV ¥ R R® X v R R R
Vil-5¢-f p-I-Ph H H H Bz H F H OH H H NH
YVi-88-2 p-l-Ph H O OH  CHjy Bz H F H OH H H NH;
VH-36-3 p-I-Ph H H CH(CH:p Bz H F H OH H H NH
VI-50-4 pI-Ph H H CHCH(CH), Bz H F H OH H H NH
Vil-50-5 p-l-Ph H H CH,Ph B H F H OH H H NH
Vii-56-6 p-I-Ph H H CHyindol3-yI Bz H F H OH H H NH
Vil-50-7 p-I.Ph H H CHCH5CH; Bz H F H OH H H NH
Vil-5¢-8 p-l-Ph * H # Bz H F H OH H H KNH

(9]
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Table VHI-1.

Ne ' R* R® R P R R x v rR R
Vill-i-1 CHy H H H CHy H CH: OH OH H H
VHEL-2 CHy H H  CH; CH, H CH:. OH OH H H
VII-1-3 CHy H H  CH{CH:) CH; H CH; OH OH H H
Vill-1-4 CH: H H CHCH(CH)), (H, H CH;, OH OH H H
Vili-1-5 CHs H H CHPh CH; H CH: CH OH H H

Viii-i-6 CH: H H  CHe-indol-3-yl CH; H CH; OH OH H H
ViR CHs H O OH O CHCHSCH: CHs H O CHy OB OH H H
Vili-i-8 CHy, * H * Cil; H CH: OB OH H B

*R* and R joined together by (CH, ) to form five-membered ring.

Table VII-Z.

Ne rY R R R" R* R R X Y R R
Vili-2-1 Bt H H H CH: H (H; OH OH H

VIl-2-2 Bt H OH  CH CH, H CH; OH OH H H
VIli-2-3 Ft H H CH(CH), CH, H CH; OH OH H H
Vili-2-4 Ft H H CHCH(CHy), CH; H CH; OH OH H H
VI-2-5 Ft H H  CHyPh CH; H CH; OH OH H H

ViiR2-6 Bt H H  CHzpdol3-yl CHy H CH: OH OH H H
YHE-2-7 Bt H H CHCHSCH, CH: B OCH; CH OH H H
Viii-2-8 Et * H 0% CH: H Ci; OH CH H H

*R* and R joined together by (CH,); to form five-membered ring.
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Table VIiI-3.

B rR' R* R"™ R" " R R X Y R R
VHE3-1 Pr H H H CH; H CH; OH OH H H
Vili-3-2 pr H H CH, CH; H CH,; OH OH H H
VilI-3-3 Pr H H  CH(CHsh CH, H CH; OH OH H H
Vill-3-4 Pr H H CHCH(CH:), CH; H CH; OH OH H H
Vili-3-5 Pr H H  CH.Ph CH; H CH; OH OH H H
VHE36 Pr H H  CHpindol3-yt CH; H CH, OH OH H H
VIE-3-7 Pr H H CHCHSCH, CH; H CH, OH OH H H
VHL-3-8 Pr * H % CH; H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-4,

Ne ' R* R" R" R* R R* X v R ®
Vill-4-1 By H H H CHy H CH, OH OH H H
Vii-4-2 By H H CH; CH; H CH: OH OH H H
Vili-4-3 By H H CHCH:) CH; H CH; OH OH H H
Vii-4-4 By H H CHCH{CH), (H; H (H: OH OH H H
V45 By H H  CHPh CH; H CH:. OH OH H H
VHE4-6 By H H  CHeindol3-yl CHy, H CH; OH OH H H
Vill4-7 By H H CHCHSCH; (CH; H (CH; OH OH H H
Vili-4-8 By * H * CH; H CHy OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-5.

Ne R' R* R” R™ & R R X Y ®» R
VII-5-1 Ph 0 H H CH: H CH; OH OH H H
VI[I-5-2 Ph H H CH; CH: H CH, OH OH H H
Vili-3-3 Ph H H CH{CH) CH;, H CH, OH OH H H
Vill-3-4 Ph H H CHCHCH:), CH; H CH, OH OH H H
VI35 Ph H H  CHPh CH; H (H, OH OH H H
VIE-5-6 Ph H H CHpeindol3-yi CH; H (H, OH OH H H
VIIE-57 Ph H H CH(H,SCH, CH: H (H, OH OH H H
Vill-5-8 Ph * H ¥ CH: H (H; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-6.

P R' R® R* R R" R BR® X Y R R
Vill-¢-1 p-Me-Ph H H H CH; H CH; OH OH H H
Viii-6-2 p-Me-Ph H ®  CH; CH; H CH; OH OH H H
Vill-6-3 p-Mc-Ph H H  CH(CH)), CH, H CH, OH OH H H
Vili-6-4 p-Me-Ph H H CHCH(CH:), CH; H C(CH; OH OH H H
Vili-6-5 p-Me-Ph H H  CH:Ph CHs H CH; OH OH H H
Vili-6-6 p-Me-Ph H H ChHyindel-3-yl CHs H CH; OH OH H H
Vill-6-7 p-Me-Ph H H CHCHSCH; CH; H CH; OH OH H H
Vili-6-8 p-Me-Ph * H F CH; H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VIII-7.

Ne R' R® R® R R" R R X Y R R
Y74 p-F-Ph H O OHOH CH;y H CH; OH OH H H
V72 p-F-Ph H H CHs CH; H (CH; OH CH H H
ViE7-3  p-F-Ph H H CH(CHs) CH; H (CH; OH OH H H
V74 p-F-Ph H H CHCH(CH:), CH: H CH; OH OH H H
Vie7-6 p-F-Ph H H  CHPh CH: H CH; OH OH H H
YVHET-T  p-F-Ph H H  CHyindol-3-y} CH: H CH; OH OH H H
Vii-7-8 p-F-Ph H H CH)CH,SCH; CH; H CH; OH OH H H
Vill-7-28 p-F-Ph * H * CH; H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-8.

Ne R' R® R R R rRR X Y R R
Vill-§-1 p-Cl-Ph H H H Ch; H CH:; OH OH H H
Vii-g-2 p-Cl-Ph H H CH; CHy H CHy OH OH H H
VHE-8-3 p-Cl-Ph H H  CH{CH) CHy H CHy OH OH H H
VHE-8-4 p-Cl-Ph H H  CHCH(CH;p, CH; H CHy O OH # H
Vi8-8 p-Cl-Ph H H CHPh CHy H CH; OH OH H H
VHEB-6 p-Cl-Ph H H (CHyindoi3-yl CH; H CH: OH OH H H
ViE-8-7 p-Cl-Ph H H  CHCH:8(CH; CH; H CH; OH OH H H
VHER-R p-ClPh * H % CH;y H CH: OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-9.

o R R® R* R R R R X Y R R
Vill-9-1 p-Br-Ph H H H CHy, H CH; OH O H H
ViiEi-9-2  p-Br-Ph H H CH CH;, H CH; OH OH H H
Vill-9-3  p-Br-Ph H H CH(CH:), CH; H CH, OH OH H H
Vili-9-4 p-Br-Ph H H CHCH(CH;, CH; H CH; OH OH H H
Vili-%-6 p-Br-Ph H H CHPh CH; H CH; OH OH H H
Viii-9-7 p-Br-Ph H H CHp-indol-3-y} CH; H CHs OH OH H H
VHi-9-8 p-Br-Ph O H CHCHSCH: CHy H CHs OH OH H H
Vili-9-28 p-Br-Ph * H CH: H CH; OH OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table VII-10.

Ne R R R* R” R* R R X Y R R
Viti-i8-1 p--Ph H H H CHy H CHy OH OH H H
Vili-16-2 p-I-Ph H H CH; CH;y H CHy; OH OH H H
Vii-18-3 p-I-Ph H H CH(CH:)p CH; H CH; O0H OH H H
Vili-16-4 p-l-Ph H H  CHCH(CH:p CH; H CH; CH OH H H
V18-85 pl-Ph H OH CHyPh CH; H CH; OH OH H H
Vii-i8-6 p-l-Ph H H CHyindol-3-yl CH; H CHy OH OH H H
VHE-18-7 p-1-Ph H H  CHXCH,SCHs CH; H CH; OH OH H H
Vill-1¢-8 p-I-Ph * H * CHy H CH; OH OH H H
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table VHI-11.

N R' R R® RY "R R X Y R R
Vill-ii-1 CH;s H H H Et H Ci; OH OH H H
Viil-ii-2 CH;, H H CH; Et H CHy OH OH H H
Vili-11-3 CH; H H  CH(CH;)» Et H CHy OH OH H H
Vi-11-4 CH; H H  CHCHCH:), Ft H CH. OH OH H H
Vili-11-8 Cl; H H  CHPh Et H# CH: OH OH H H
Vili-i1-6 CH; H H CHpindol3-yi Et H CH: OH OH H H
ViHE-i8-7 CH; H H CH,CH,SCH: Et H CH; OH OH H H
Vili-13-8 CH; ¥ H * Et H CH; OH OH R H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VHI-12.

P R' R R R R" R R* X Y R &
Vili-i2-1 Bt H H H Bt H (CHy; OH OH H H
Vifl-i2-2 Et #H H CH; Et H CH; OH GCH H H
Vifi-i2-3 Et #H H CH(CH:) Et H CH; OH OH H H
Vifi-iz4 Ft H# H CHCH{(CH;, Et H CH; OH OH H H
Vili-iz-s Bt H H  CHPh E H CHy OH OH H B

Viii-12-6 Bt H H  ChHeindol3-yl Et H CH: OH OH H H

VHI-12-7 Bt H H CHCHSCH; Et H CH; CH OH H H

Viii-i2-8 Bt * H 0* Ft H CH: OH OH H H

*R” and R™° joined together by (CHy); to form five-membered ring,

Table VHI-13.

Ne R'" R® R® R "R R X Y R R
VR34 Pr H H H Et H CH; OH OH H H

VIII-13-2 Pr H H CH; Ete H CH; OH OH H H
VII-13-3 Pr H H  CH{CH:), Ft H CH: OH OH H H
Vill-13-4 Pr H H CHCH(CH:):; FEt H CH, OH OH H H
VINE13-8 pr H OH CHPh Bt H CH:; OH OH H H

VHEI-6 Pr H OH CHp-indol-3-yl Et H CH; OH OGH H H

Vili-13-7 Pr H H CHOH,SCH; Et H (H; OH OH H H

VilE-13-8 Pr * H * Bt H CH: OH OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table VII-14.

Ne RN R ORY R " R R® X Y R R
Vili-i4-1 ‘Bu H H H Bt ©H CHy OH OH H H
VIlI-14-2 "By H H CH; Et H CH, OH OH H H
Vili-14-3 By 51 H CH{CH:), Et  H CH, OH OH H H
Vili-14-4 'Bu H H CH,CH{CH;», Et H CH, OH OH H H
Vifi-14-5  ‘Bu B H CH,Ph Et H CH,. OH OH H H
Vili-14-6 ‘Bu 51 H CHy-indol-3-y1 Et H CH;, OH OH H B
Vili-i4-7 ‘Bu H H CH,CH,5CH; Bt H CH. OH OH H H
Vili-i4-8 ‘Bu * H * Ht  H CH: OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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o rR' B R" R" R®" R R X v R K
ViI-13-1 Ph H H H Ft H CH, OH OH H H
Vili-is2 Ph H H CH Et H CH, OH OH H H
Vili-153 Ph H H CH(CH:), Et H CH, OH OH H H
Vifi-i5-4 Ph H H CH,CH(CH;), Et H CH, OH OH H H
Vili-15-5 Ph H H  CH,Ph Et H CH;, OH OH H H

Viii-15-6 Ph H H  CHz-indol-3-yl Et H CHy OH OH H H
YViii-15-7 Ph H H CH.CH.SCH; Et H CHy OH OH H H
Vili-i58 Ph * H * Et H CH; OH OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-16.

Ne R! R R® R® R* " R* X Y R ®
Vill-16-1 p-Me-Ph H H H Et H CH, OH OH H H
Vili-16-2 p-Me-Ph H H CHs Et H CH, OH CH H H
VI-16-3 p-Me-Ph H H  CH(CH:) Et H CH; OH OH H H
Vili-16-4 p-Mce-Ph H H CHCHCH;), Ft H CH, OH OH H H
VIIE-16-5 p-Mc-Ph H H  CHPh Bt H CH, OH OH H H

ViHE-16-6 p-Mc-Ph H H  CHyindob3-yt Et H CH; OH OH H H
ViHi-16-7 p-Me-Ph H H CHXCH)SCH; Et H CH:; OH OH H H
Vill-16-8 p-Me-Ph * H E H CH:; O OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-17.

Ne R' R R® R R" " B X v R R
Vill-i7-1 p-F-Ph H M H Et H CH: OH OH H H
Vill-17-2 p-F-Ph H H CH Et H CH, OH OH H H
VHI-17-3 p-F-Ph H H CH(CHj): Et H CH. OH OH H H
Vill-17-4 p-F-Ph H B CHLCH(CH:), Bt H CH; OH OH H H
VIi-17-§ p-F-Ph H H  CHPh Ft # CH: OH OH H H

VHE-17-6 p-F-Ph H H CHyindol3-yl Et H CH; OH OH H H
Vili-i7-7 p-F-Ph H H CHCHSCH: kEt H CH; OH OH H H
VHEI7-8 pF-Ph * H 0¥ Et H CH: OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VHI-18.

P R' R° R® R" " R R X Y R R
Vill-18-1 p-Cl-Ph H H H Bt H CH: OH OH H H
Vii-i8-2 p-Cl-Ph H H  CH; Et H CH; OH OH H H
VII-18-3 p-Cl-Ph H H  CH(CHy), Ft H CH, OH OH H H
Vili-18-4 p-Cl-Ph H H CHCH(CH:), Et H CH; OH OH H H
Vili-18-5 p-Cl-Ph H H  CH.Pb Bt H CH; OH OH H B
Viii-18-6 p-Cl-Ph H H  CHyindol-3-yb Et H CH; OH OH H H
VHI-18-7 p-Cl-Ph H H CHXHSCH: Ei H CH: O OH H H
Vili-i18-8 p-Cl-Ph * H = Et H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-19.

Ne R' R® R R R R R X Y R ®
YViti-i8-1 p-Br-Ph H H H Bt H CH: OH OH H H
Vili-1%-2 p-Br-Ph H H CH: Bt H CH; OH OH H H
Vili-19-3 p-Br-Ph H H CH(CHsp Bt H CH; ¢H OH H H
Vili-19-4 p-Br-Ph H H CHCH(CH:», Et H CH; CH OH H H
ViE-19-8 p-Br-Ph H H  CHyPh Ft H CH; OH OH H H
ViE-19-6 p-Br-Ph H H CHyindol3-y1 Bt H CH; OH OH H H
VHE-13-7 p-Br-Ph H H CHCH.SCH: Et H CH; OH OH H H
Vili-18-8 p-Br-Ph * H % g H CHy OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-Z0.

Ne R' R© R R R R R X Yy R R
Vii-28-1 p-{-Ph H H H E H CHy OH OH H H
Vili-26-2 p-I-Ph H H CH; Ft H CH; OH OH H H
VHE-28-3 p-I-Ph H H  CH({CH:), Et H CHy OH OH H H
VHi-28-4 p-I-Ph H B CHCH(CH;), Et H CH; OH OH H H
VIS pd-Ph H H CHuPh Et H CH; OH OH H H
VHE-28-6 p-I-Ph H H CHyindol-3-y1 Bt H CH; OH OH H H
Vii-28-7 p-I-Ph H H  CHCHSCH: Bt H (CH; OH OH H H
VHE24-8 p-l-Pho* H O B H CH; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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T

o R'" R R" R " R R® X Y R R
Vii-21-1 CH; H H H Pr H CH: OH OH H H
Vifi-2i-2 CH; H H CH; Pr H CH. OH OH H H
Vifi-2i-3 CH; H H CH(CH;)p r H CH, OH OH H H
Vifi-2i-4 CH; H H CHyXCH(CH;:): P’y H CH, OH OH H H
VHI-21-8 CH; H H  CHyPh ’r H CH: OH OH H H
VHI-2I-6 CH; H H  CHzindol-3-yi Pr H CH; OH OH H H
ViIe21-7 CH; H H  CHCOHSCH: Pr H CH: OH OH H H
Vili-2i-8 CH; * H * Pr H CH: OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-22.

Ne R' R* R® R” R" ¥ R* X Y R R
Vili-22-1 Bt #OH O H Tr H CHy OH OH H H
Vifi-22-2 Bt H# H CH; Pr H CHy ¢H OH H H
VHI-22-3 Et H H CH(CH:) Pr H CH; OH OH H H
VHE-22-4 FEt H H  CH;CH{CH;), Pr H CH; OH OH H H
VIE-22-8 FEt H H  CHPh r H CH; OH OH H H

VHE-22-6 Et H H  CHeindol3-yI Pr H CH; OH OH H H

VilE-22-7 Bt H H  CHCH,SCH; Pr H CH; OH OH H H
VilE-22-8 Et * H 0* Pr H CHy OH OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-23.

Ne rR' R R® R” M RR X Y R R
VIE-23-1 Pr H H H Pr 0 CH; OH OH H H
Vi[I-23-2 Pr H H CH, Pr H (CH; OH OH H H
ViiE-23-3 Pr H H  CH(CH:): Pr H CH, OH OH H H
Vii-23-4 Pr H OH O CHCH(CH;, Pr H CH; OH OH H H
VHE23-3 Pr H OH CHPh Pr H CH; OH OH H H

VHE23-6 Pr H H CHpeindol3-yl Pr H CH: OH OH H H
VIlE-23-7 Pr H H C(H(CHSCH; Pr H CH:. OH OH H H
VilE-23-8 Pr * H ¥ Pr H CH: OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VII-24.
T

B rR' R’ R" R” R*" R R X Y R R
Vili-24-1 By H H H Pr H CHy, OH OH H H
Vili-24-2 By H H CH Pr H CH, OH OH H H
Vili-24-3 By H H CH(CH), Pr H CH;, OH OH H H
Vili-24-4 By H H CHCH(CH;), Pr H CH; OH OH H H
Vili-24-5 ‘Bu H H CH.Ph ’r H CH; OH OH H H
Vili-24-6 ‘Bu H H  CHsindol3-yi Pr H CH; OH OH H H
Vili-24-7 Bu H H CHCHSCH; Pr H CH, OH OH H H
Vii-24-8 Bu * H * Pr H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VIII-25,

Ne R' R* R*" R® R* " R* X Y R ®
Vil-25-1 Ph H H H Pr H CH; OH OH H H
VilI-25-2 Ph H H (i ‘’r H CH; OH OH H H
VIIi-25-3 Ph H H CH(CH:) ‘’r H (CH; OH OH H H
VHI-25-4 Ph H H CHCH(CH;), Pr H CH; OH OH H H
VIIE-25-5 Ph H H  CH.Ph ‘’r ¥ CH;, OH OH H H
VHE-25-6 Ph H H  CHeindol3-yl Pr H CH: OH OH H H
ViE257 Ph H H CH.CH.SCH; Pr H CH; OH OH H H
ViIL-25-8 Ph * H * ’r H CH; OH OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-26.

Ne R R R* R® R* R X Y R &
Vili-26-1 p-Me-Ph H H H Pr H CH: OH OH H H
VilI-26-2 p-Me-Ph H H CH; r H CH: OH OH H H
ViI-26-3 p-Me-Ph H H  CH(CH:), Pr H CH. OH OH H H
VIll-26-4 p-Me-Ph H H  CHCH(CH), Pr H CH, OH OH H H
VIIE-26-8 p-Me-Ph H H  CHPh Pr H CH, OH OH H H
Vill-26-6 p-Mc-Ph H H CHyindol-3yt Pr H CH, OH OH H H
Vill-26-7 p-Mc-Ph H H CHCHSCH: Pr H CH, OH OH H H
Vill-26-8 p-Me-Ph * H ¥ ‘’r H CH; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.

Gilead Exhibit 2021

PGR2023-00046 - Page 00331



(&3

Table VHI-27.

P R' R® R® R R®* R R® X Y R R
Vill-27-1 pF-Ph H O H OH Pr H CH; OH OH H H
ViiE-27-2 p-F-Ph H OH CHy Pr H CHy OH OH H H
VII-27-3 p-F-Ph H H  CH(CHy), Pt H CH; OH OH H H
VII-27-4 p-F-Ph H H CHCH(CH;), Pr H CH; OH OH H H
Vili-27-8 p-F-Ph H H CHPh Pr H CH: OH OH H H
Viii-27-6 p-F-Ph H H  CHr-indol-3-yl Pr H CH: OH OH H H
Vili-27-7 p-F-Ph H H CHCH,SCH; Pr H CH, OH OH H H
VHE-27-8 p-F-Ph * H ¢ Pr H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-28.

Ne R' R® R® R R " * X v R R
ViE28-1 p-Cl-Ph H H H Pr H CH: OH OH H H
Vili-28-2 p-Cl-Ph H H CH; Pr H CH, OH OH H H
Vili-28-3 p-Cl-Ph H H CH(CH;s) Pr H CH, OH OH H H
ViI-28-4 p-Cl-Ph H H  CHCH(CHy), Pr H CH, OH OH H H
ViE-28-8 p-Cl-Ph H H  CHPh Pr H CH; OH OH H H
ViE-28-6 p-Cl-Ph H H CH-indol-3-yi Pr H CH; OH OH H H
VHE-28-7 p-Cl-Ph H H  CHxCH,SCH; Pr H CH; OH OH H H
Vill-28-8 p-Cl-Ph * H * Pr H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-29.

Ne R' R® R® R R" " R X Y R R
Viii-2%-1 p-Br-Ph H H H Pr H CH: OH OH H H
Vili-28-2 p-Br-Ph H H CH; P’r H CH. OH OH H H
VHE-2%-3 p-Br-Ph B H  CH(CH:) Pr H CH, OH OH H H
Vill-29-4 p-Br-Ph H H CHCH(CH), Pr H CH, OH OH H H
V285 p-Br-Ph 3 H  CibPh Pr H CH; OH OH H H
VHiE-28-6 p-Br-Ph H© H  CH,-indol-3-yl Pr H CH; OH OH H H
VHE-29-7 p-Br-Ph H H CHCHSCH: ' H CH; OH OH H H
ViE-29-8 p-Br-Ph * H % Pr H (H; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.

=216 -
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Table VII-30.

o R R° R™ R" R* " »* X v =R R
VIll-30-1 p-I-Ph H H H r H CH, OH OH H H
Vill-38-2 p-l-Ph H H CH r H (H, OH OH H H
Vili-36-3 p-I-Ph H H CH(CHy), Pr H CH;, OH OH H H
Vili-36-4 p-l-Ph H H CH,CH(CH;, Pr H CHy OH OH H H
VHI-36-5 p-l-Ph H H CHyPh Pr H CH; OH OH H H

VHI-36-6 p-l-Ph H 0 H CHeindol3-yl Pr H CHy; OH OH H H
VHE-36-7 pl-Ph H H  CHCHSCH: Pr H CHy OH OH H H
VHE-38-8 p-I-Ph * H * Pr H CH; OH OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-31.

Ne rR' R° R™ R* R* B R X v &®r R
VI3l CH: H OH OH "By H CH, OH OH H H
VII-312 CH:, H H CH; "By H CH. OH OH H H
ViI-31-3 CH; H H CH(CH:;), My H CH. OH OH H H
Vii-31-4 CH; H H CHCH(CHy), "Bu H CH, OH OH H H
VIIE31-5 CH; H H  CHPh ey H CH; OH OH H H

Vili-3t-6 CH; H H  CHpindol3-yl "By H CH; OH OH H H
VIE-31-7 CH; H H CHCH.SCH; "Bu H CH; OH OH H H
Vili-31-8 CH; * H % "Bu H CHy OH OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-32.
)

Ne rR' R® R® R” R" R R® X Y R K
Vili-32-1 Bt H# H H "By H CH; OH OH H H
Vili-32-2 Et H H CH; "By H (H; OH OH H H
Viii-32-3 Et H H  CH(CH.), "By H (H; OH OH H H
VHI-32-4 Et H H CHCH{CH;), "By H CH; OH OH H H
ViIi-32-8 Et H H  CH,Ph "By H CH; OH OH H H

ViIL-32-6 Et H H CHpindol3-yl "Bu H CH; OH OH H H
Viii-32-7 Bt H H CH.CH,SCH; "Bu H CH; OH OH H H
Vili-32-8 Bt * H 0¥ "Bu H CH; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI{I-33.

B rR' R° R” R" ¥ ® R X v R R
VHI-33-1 Pr H H H "By H CH, OH OH H H
Vil-33-2 Pr H H CH "By H (H, OH OH H H
Vili-33-3 Pr H H CH(CHs) "By H (H, OH OH H H
Vifi-33-4 Pr H H CHCH(CH:); "By H C(H, OH OH H H
VHI33-5 Pr H O H  CH.Ph "By H CH; OH OH H H
VHE33-6 Pr H H  CHpeindol-3-yl "Bu H CH; OH OH H H
VIE-33-7 Pr H H CHCHSCH: "Bu H CH; OH OH H H
VIIE-33-8 pr o+ H % "Bu H CH; OH OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table VII-34.

Ne R' R R* R® R R R X Vv R R®
ViHE-34-1 By H H H Bu H CH: OH OH H H
Vili-34-2 By H H CH; "By H CH; OH OH H H
VII-34-3 By H H  CH(CH:), "By H (CH; OH OH H H
VHI-34-4 Bu H H CHCH(CH;)), "Bu H CH; OH OH H H
VIIE-34-5 By H H  CH.Ph "By H CH; OH OH H H
ViE-34-6 Bu H H CHyindob3-yi "By H CH; OH OH H H
Vili-34-7 ‘Bu H H CH,CH,SCH; "Bu H CH: OH OH H H
VHE-34-8 By * H ¥ "By H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VII-35.

Ne rR' RF R®" R” R R B® X v R R
VII-35-1 Ph 0 H H "By H CH; CH OH H H
VII-35-2 Ph H H CH; "By H CH, OH OH H H
Vili-35-3 Ph H H CH(CHi), By H C(H, OH OH H H
Vii-35-4 Ph H H CHCH({CH;), "By H CH; OH OH H H
VII-35-5 Ph H H  CH.Ph By H CH; OH OH H H
VIl-38-6 Ph H H CHpindol3-yl "By H CH; OH OH H H
Vili-353-7 Ph H H CH,CHSCH; "By H CH; OH OH H H
VHE35-8 Ph ¥ H "Bu H CH; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VI{I-36.

P R' R® R R R* R R X Y R R
Vili-36-1 p-Me-Ph H H H "Bu H CH; OH OH H H
Vii-36-2 p-Me-Ph H H  CH; "Bu H CH; OH OH H H
Vill-36-3 p-Mc-Ph H H  CH(CHy), "Bu H CH; OH OH H H
Vi-36-4 p-Me-Ph H H CHCH(CH;), "Bu H CH; OH OH H H
Vil-36-5 p-Me-Ph H H  CHiPh "Bu H CH; OH OH H H

VHE-36-6 p-Me-Ph H H CHyindob3-yl "Bu H CH; OH OH H H
VIIE-36-7 p-Me-Ph H H CHCHSCH: "Bu H (CH: OH OH H H
ViIE-36-8 p-Me-Ph * H ¥ "Bu H CH; OH OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VI{I-37.

Ne R! R R® R R R R X Y r R
Vii-37-1 p-F-Ph U B OH "Bu H CH: OH OH H #H
VilI-37-2 p-F-Ph H H (H "Bu H CH; O0H OH H H
VII-37-3 p-F-Ph H H  CH(CH:): "By H CH: OH OH H H
VIE-37-4 p-F-Ph H H  CH.CH(CH:), "By H CH: OH OH H H
VHE37-5 p-F-Ph H H  CHPh "By H CHy OH OH H H

VHE37-6 p-F-Ph H H  CHrindob3-yI "Bu H CH: OH OH H H
VHE37-7 p-F-Ph H H CHXCHSCH: "Bu H CH: OH OH H H
VHE-37-8 p-F-Ph * H * "Bu H CH: O OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-38.

No R L Rl R3 a Rﬁb R4. R\ R6 X v R-'/ Rg
Vii-38-1 p-Cl-Ph H H H “Bu I Ci. OH OH H H
Vill-38-2 p-Cl-Ph H H  CHs "By H CH, OH OH H H
VIIE-38-3 p-Cl-Ph H H  CH(CHy), "By H CH, OH OH H H
VHI-38-4 p-Cl-Ph H H CHCHCH), "Bu H CH; OH OH H H
Vi385 p-Cl-Ph H H  CHPh "Bu H CH, OH OH H H

VIIE-38-6 p-Cl-Ph H H  CHpindol3-yl "Bu H CH; OH OH H H
VHE-38-7 p-Cl-Ph H H  CHOHSCH; "Ba H CH; OGH OH H H
VHE3R-8 p-Cl-PR ¥ H * "“Bu H CH; OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VIiI-39.

o R R® R* R® R R R® X Y R R
ViI-3%-1 p-Br-Ph H H H By H CH; OH OH H H
Vii-38-2 p-Br-Ph H H CH "By H CHy OH OH H H
VII-39-3 p-Br-Ph H H CH(CH;), "By H CH; OH OH H H
V-394 p-Br-Ph H H CHCH(CH:;), "Bu H CH; OH OH H H
Vil§-3%-5 p-Br-Ph H H  CHyPh "By H CH; OH OH H H
VHE39-6 p-Br-Ph H H  CHy-indol3-yl "Bu H CH; OH OH H H
VHE-39-7 p-Br-Ph H H CHCHSCH: "By H C(H; OH OH H H
ViIi-3%-8 p-Br-Ph * H * "Bu H CH; OH OCH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table VHI-40.

Ne R! R R™ R" R* R R X v R ¥
Vili-48-1 p-I-Ph H H H “Bu H CH, OH OH H H
Vili-48-2 p-I-Ph H H CH; "Bu H CH. OH OH H H
ViI-46-3 p-1-Ph H H CH(CH:) "Bu H CH: OH OH H H
Vili-48-4 pl-Ph H H  CHOCH(CH), "Bu H CH: OH OH H H
VII-48-5 pl-Ph H H  CHPh "By H CH, OH OH H H

Vili-48-6 p-1-Ph H H CHpindol-3-yi "Bu H CH; OH OH H H
Vili-48-7 p-1-Ph H H CHCHSCH: "Bu H CH: OH CH H H
Vill-4¢-8 p-I-Ph * H * "By H CH: OH OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table VHI-41.
)

Ne rR' R' R® RT " R R X v Rr R
Vill-4i-1 CH: H H H Bz H CH;, O OH H H
Vili-41-2 CH:. H H CH; Bz H CH, OH OH H H
Viii-41-3 CH, H H CH(CHy), Bz H CH;, OH OH H H
Vili-41-4 CH; H H CHCHCH:), Bz H CH, OH OH H H
VIii-41-5 CH; H H CHPh Bz H CH, OH OH H H

Vili4i-6 CH; H H CHpindol3-yi Bz H CH: OH OH H H
ViiE-4i-7 CH; H H CH,XCH,SCH: Bz H CH: OH OH H H
Vili-41-8 CH; * H * Bz H CH: OH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table VIHI-42.

o rR' B° R” R" R " R®" X Y R R
VHI42-1 Bt H H H Bz H CH; OH OH H H
Vill-42-2 Et H H CH; Bz H CHy OH OH H H
Vill-42-3 Ft H H CH(CH.), Bz H CH, CH OH H H
Vill-42-4 Bt H H CHCH(CH:»;, Bz H CH; OH OH H H
Vi-42-5 Et H H  CHPh Bz H CH; OH OH H H
Vili-42-6 Et H H CHeindol3-yl Bz H CH; OH OH H H
VIli-42-7 Bt H H CHCHSCH; Br H CH; OH OH H H
VII-42-8 Bt * H * Bz H CHy OH OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table VII-43.

Ne rR' R* R* R” R ® R* X Y &R PR
Vitl-43-1 Pr H H H Bz H CHy OH OH H H
Vill-43-2 Pr H H CH; Bz H CH, OH OH H #
VIIE-43-3 Pr H H CH(CH;), Bz H CH; CH OH H H
VI-43-4 Pr H H CHCH(CH: Bz H CHy OH OH H H
V435 pr H H  CHPh Bz H CH, OH OH H H
VIlE43-6 Pr H H  CHpeindol3-yl Bz H CH, OH OH H H
VHE43-7 Pr H H CHCH,SCH; Bz H CH, OH OH H H
Vill-43-8 ‘pr * H ¥ Bz H (H; OH OH H H
*R? and R™" joined together by (CH;): to form five-membered ring.

Table VIII-44,

Ne R' R R® R R* R" B X Y R ®
Vill-44-1 By H H | Br H CH, 0H OH H H
VHi-44-2 Bu H H CH, Br H CH; OH OH H H
Vili-44-3 By H H CH({CH:): Bz H (CH; OH OH H H
Vill-44-4 By H H CHCH(CH:», Bz H CH; OH OH H H
VilI-44-5 By H H CHpPh Bz H CH: OH OH H H
Vill-44-6 By H H CHrindol3-yi Bz H CH; OH OH H H
Vili-44-7 By H H CHCH.SCH; Bz H CH: OH OH H H
Vili-44-8 By * H ¥ Bz H (H: OH OH H H

2221 -
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table VHI-45.

Ne rR'" R* R® R R" " R X Y R R
Vili-45%-1 Ph H H H Bz H (CH; OH OH H H
Vili-45-2 Ph H H CHs Bz H CH; OH OH H H
Vill-45-3 Ph H H CH(CH.): Bz H CH; OH OH H H
VilI-45-4 Ph H H CHCH(CH:;, Bz H CH; OH OH H H
Vili-45-5 Ph H H CHbh Bz H CHy OH OH H H
VHI-456 Ph H H CHrindol-3-vl Bz H CH: OH OH H H
VHI457 Ph H H CHCH)SCH; Bz H (CH, OH OH H H
Vili-45-8 P * H * Bz H (H; OH OH H H

*R” and R™ joined together by (CHy)s to form five-membered ring.

Table VII-46,

Ne R' R® R® R” R" BF R® X Y R R
Viii-46-1 p-Me-Ph H H H Bz H CH; OH OH H H
Viii-46-2 p-Me-Ph H H CH; Bz H CH: OH OH H H
Vill-46-3 p-Me-Ph H H  CH(CH:) Bz H (H: OH OH H H
VHI-46-4 p-Me-Ph H H CHXCH(CH:), Bz H CH; OH OH H H
Vili-46-5 p-Me-Ph H H CHPh Bz H CH; OH OH H H
Vili-46-6 p-Me-Ph H H CHyindob3-yl Bz H CH; OH OH H H
Vii-46-7 p-Me-Ph H H CHCHSCH; Bz H CH; OH OH H H
VHI-46-8 p-Me-Ph * H 0 * Bz H CHy, OH OH H H
*R” and R joined together by (CHy)s to form five-membered ring.

Table VIII-47.

Ne R' R* R™® R” R" R R® X Y R R
Viii-47-1 p-F-Ph H OH H Bz H CH; OH OH H H
Vili-47-2 p-F-Ph H H CHs Bz H CH; OH OH H H
Vili-47-3 p-F-Ph H H CH((H), Bz H CH: OH OH H ©
Vili-47-4 p-F-Ph H H CHCH(CH:), Bz H CHy OH OH H H
Vili-47-5 p-F-Ph H H CHPh Bz H CH: OH OH H H
VHi-47-6 p-F-Ph H H CHeindob3-vi Bz H CH; O3 OH H H
Vili-47-7 p-F-Ph H H CHXCH)SCH; Be H CH; OH OH H H
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Ne R' R® R* R” R® R R* X v R ®
Vili-47-8 p-F-Ph * H * Rz H CH; OH OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table VIii-48,
Ne R' R° R® R R R R X ¥y R R
Vili-48-1 p-Cl-Ph H H H Bz H CH; OH OH H H
Vili-48-2 p-Cl-Ph H H CH; Bz H CH; OH OH H H
VHI-48-3 p.Cl-Ph H H  CH(CH:) Bz H CH: OH OH H H
Vili-d8-4 p-Cl-Ph H H CHXCH(CH;), Bz H CH; OH OH H H
Vill-48-8 p-Cl-Ph H H CHoPh Bz H CH: OH OH H B
YVili-48-6 p-Cl-Ph H H  CHrindol3-yi Bz H CHy OH OH H H
Vili-48-7 p-Cl-Ph H H CHXCHSCH; Bz H CH; OH OH H H
VIII-48-8 p-Cl-Ph * H * Bz H CH; 6H OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table VI1-49,
Ne R' R® R™ R R " R® x Y ®R ®
Vili-49-1 p-Br-Ph H H H Bz H CH; OH OH H H
YVili-49-2 p-Br-Ph H H CH, Bz H CH; OH OH H H
ViHi-49-3 p-Br-Ph H H CH({CHz) Bz H CH; OH OH H H
VI{-49-4 p-Br-Ph H H CHCH(CH;), Bz H CH; OH OH H H
Vill-49-5 p-Br-Ph H H CHPh Bz H CH; OH OH H H
Viil-48-6 p-Br-Ph H H  CHeindol-3-y1 Bz H CH; OH OH H H
Vil-49-7 p-Br-Ph H H CHCH.SCH; Bz H CH; OH OH H H
Vili-49-8 p-Br-Ph * H % Bz H (CH; OH OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table VI-50,
Ne R' R© R* RP R" ¥ " X Y R ®
VHi-88-1 p-l-PHh H O H Bz H CH; OH OH H H
VHE56-2 p-I-Ph H H CH; Bz H CH:; OH OH H H
VIl[-5¢-3 p-I-Ph H H CH(CH: Bz H CHy, OH OH H H
ViI-8¢-4 p-I-Ph H H CHXCH{CH;x Bz H CH; OH ©CH H H
VHI-56-5 p-I-Ph H H CH:Ph Bz H CH; OH OH H H
- 223 -
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No Rl R? RSa RSb R4 RS R5 X v R7 R&

Vili-86-6 p-I-Ph H H CHeindok3-yl Bz H CH; 0 ¢d H H
Vii-56-7 p-I-Ph H H CHCHSCHy Bz H CH; OH OH H H
Vili-56-8 p-l-Ph * H ¥ Bz H CH; OH OH H H

*R” and R joined together by (CHa b to form five-membered ring.

0
RS
NH

RSb O
RSa

CO,R?

X

Table IX-1. ] ] i
Ne R R* R*® R® R r» R X v R E
iIX-i-t CH; H H H CH, H (H, F OH H H
[X-i-2 CH; H H CH: CH, H CH, F OH H H
IX-1-3 CH;, H H CH(CH:) CH, H CHy F OH H H
IX-1-4 CH, H H CHCHCH;, CH, H CH;, F OH H H
IX-i-5 CH; H H (CH.Ph (H; H CH; F OH H H

iX-1-6 CH; H H CHpindol-3-yt CH; H CH; F OH H H
IX-1-7 CHs H H CHXCH,SCH; CH; H CH; F OH H H
IX-3-8 CHy * o % CH; H CH:; F OH H H

*R” and R™ joined together by (CH;); to form five-membered ring.

Table TX-2.

Ne R’ R* R* R® R®* ®» R X v R R®
IX-3-t Fr H H H CH; H CH: F OH H H
-224 .
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Ne R r* R® R R ® R X v R R
IX-2-2 Bt H H CH; CHy H CH: F OH H H
IX-2-3 Et H H CH(CH) CHy H# CH; F OH H H
[X-2-4 Bt H H CHCH(CH), CH: H CH; F OH H H
IX-2-5 Bt H H CHPh CH; H# CH; F OH H H
IX-2-6 Et H H C(Hyindol3-yi CH: H CH; F OH H H
IX-2-7 Bt H H CHCHSCH; (H; H CH; OH H H
IX-2-8 Et * H * CH; H CH; F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table IX-3.

Ne R’ R* R* R R" B R X v R R
IX-3-1 Pr H H H CH; H CH. F OH H H
X-3-2 Pr H H CH; CH; H CH. F OH H H
IX-3-3 Pr H H CH(CH;), CH; H CH: F OH H H
X34 Pr H H CHCHCH:), CH, H CH: F OH H H
IX-3-5 Pr H H CHPh CH; H CHy F OH H H
IX-3-6 Pr H H (Hyeindol3-yl CH, H CH; F OH H H
IX-3-7 Pr H H CHCHSCH; CH; H CH; F OH H H
IX-3-8 Pr o * H % CH; H CH; ¥ OH H H
*R” and R joined together by (CH,)s to form five-membered ring.
Table IX-4,

Ne R\ rR* R® R® " R R XYy R R
X-4-1 Bu H H H CH; H CH. F OH H H
iX-4-2 Bu H H (H; CH: H CH, F OH H H
(X-4-3 Bu H H CHCH:), CHy H (H, F OH H H
X-4-4 Bu H H CHCHCH). CHy H (Hy F OH H H
IX-4-5 'Bu H H CILPh CH; H CH; F OH H H
IX-4-6 'Bu H H CHyindol3-y1 CH; H CHs OH H H
IX-4-7 By H H CHCHSCH: CH; H CH; OH H H
IX-4-8 By * H * CH; H CH, F OH H H

*R? and R

Table IX-5.

joined together by (CHz ) to form five-membered ring.
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Ne rR'' p* rR® R R R rR* X v R R
IX-5-1 Ph H H H CH: H CH: F OH H H
IX-5-2 Ph H H CH CH. H (H: F OH H H
iX-5-3 Ph H H CH{CH) CH: H CH; F OH H H
IX-5-4 Ph H H CHCH(CH), CH, H CH; F OH H H
IX-5-8 Ph H H CHPh CH, H CH; F OH H H
IX-5-6 Ph H H (CHyindol3-yl CH, H CH; F OH H H
IX-57 Ph H H CHCHSCH: CH; H CH; F OH H H
IX-5-8 Ph ¥ H ¥ CHy H CH: F OH H H

*R” and R joined together by (CHy); to form five-membered ring,

Table TX-6.
1

Ne R R R™® R® R* R R* X v R R
X-6-1 p-Me-Ph H H H CH: H CH; F OH #H H
IX-6-2 p-Me-Ph H H CH; CH: H CH; F OH # H
[X-6-3 p-Me-Ph H H CH(CHs), CH: H CH, F OH # H
1X-6-4 p-Me-Ph H H  CHCHICH), CH: H CHy F OH H H
IX-6-5 p-Mc-Ph H H CHpPh CH; H CH: F OH H H
IX-6-6 p-Mc-Ph H H CHyindob3-yl CH: H CH: F OH H H
IX-6-7 p-Me-Ph H H CHCHSCH, CH: H CH; F OH H H
IX-6-8 p-Me-Ph * H * CH: H CH; F OH H H
*R” and R joined together by (CH; ) to form five-membered ring.

Table IX-7.

Ne R R R® R® R R R XY R R
IX-7-1 p-F-Ph H H H CH, H CH; F OH H H
1X-7-2 p-F-Ph H H CH; CH; H (H; F OH H H
IX-7-3 p-F-Ph H H CHCH) CHy H C(H; F OH H H
IX-7-4 p-F-Ph H H CHCHCH:), CHy, H CH F OH H H
IX-7-6 p-F-Ph H H CHPh CH, H CHy, F OH H H
IX-7-7  p-F-Ph H H CHeindol3yi CH; H CHy F OH H H

IX-7-8 p-F-Ph H H CHCHSCH; CH; H CH; F OH H H
IX-7-26 p-F-Ph * H * CH; H CH; F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.

226 -
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Table IX-8.

P R' R® R* R R" R R X vy R R
iX-8-1 p-Cl-Ph H H H CH; H CH; F OH H H
1X-8-2 p-Cl.Ph H H CH; CH; H CH, F OH H H
IX-8-3 p-Cl-Ph H H CH(CH, CH; H CH, F OH H H
X-84 p-Cl-Ph H H CH(CH(CH:), CH; H CH: F OH H H
IX-8-8 p-Cl-Ph H H CHPh Cdy H CHs F OH H H
iIX-8-6 p-Cl-Ph H H CHeimdol3-y1 CH: H CHy F OH H H
IX-8-7 p-Cl-Ph H H CHXCHSCH; CH:; H CHy F OH H H
IX-8-8 p-Cl-Ph * H * CH; H CH; F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 1X-9.

Ne R' R® R* R” R* R XY R R
iX-91 p-Br-Ph # H H CH: H CH; F OH H H
IX-9-2 p-Be-Ph 2 H i CH; H CH; F OH H H
iX-9-3 p-Br-Ph H H CH(CH:), CH; H CHs OH H H
IX-9-4 p-Be-Ph H H CHCH{CHy), CH; H CH: F OH H H
IX-9-6¢ p-Be-Ph H H CHPh CHy H CH; F OH H H
iIX-9-7 p-Br-Ph H H CHemdol3yi CH; H CH: ¥ OH H H
IX9-8 pBr-Ph H H CHXCH,SCH; CH; H CH; F OH H H
IX-9-26 p-Br-Ph * H * CH; H C(Hs OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table IX-10.

Ne R' R* R* R R® R R X Y R R
IX-10-1 p-I-Ph H H H CH; H (CHy F OH H H
iX-i6-2 p-I-Ph H H CH; CH;, H CH; F OH H H
IX-16-3 p-I-Ph H H  CH(CH:): CHy, H CHy F OH H H
IX-10-4 p-l-Ph H H CHCH(CH), CH, H CH; F OH H H
iIX-16-5 p-l-Ph H H  CH:Ph CH; H CH: F OH H H
IX-16-6 p-I-Ph H H CHypindol3-yl CH; H CH; F OH H H
IX-16-7 p-I-Ph H H CHCHSCH; (CH; H CH; F OH H H
IX-10-8 pl-Ph ¥ H ¥ CHy H CHy F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-11.
1

I

P R' R° R*® R R" R" R* X Yy R R
IX-13-1 CH; H H H Et H CHy F OH H H
IX-13-2 CH; H H CH; Bt H CH;, F OH H H
IX-11-3 CH; H H CH(CH:) e H CH OH H H
iX-if-4 CH; H H CHCH(CH:;, Et H (H; F OH H H
X183 CH; H H CH:Ph Et H CH; F OH H H
IX-11-6 CH; H H  CHeindol3-vl Et H CHy; F OH H H
X-1%3-7 CH; H H CHCHSCH; Et H CH; F OH H H
IX-ii-8 CH; * H * ¥t H CHy F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table 1X-12.

Ne R' R* R® R " R R* X Y R R
IX-12-1 Et H H H Et H CH: F OH H H
X-12-2 Et H H CH; EBEE H CH, F OH H H
IX-12-2 Bt H H CH(CH;), Bt H CH; F OH H H
IX-12-4 B+ H H CHCH(CHs), Et H CH; F OH H H
IX-i2-8 Bt H H CH,Ph Frt H CH; F OB H H
iX-12-6 Et H H CHymdol3-yt Et H CH; F OH H H
BX-12-7 Bt H H CHCH;3CH; Et H CH; F OH H H
IX-12-8 Bt * H 0¥ ¥ H CH; F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table IX-13.

Ne R' R R* R” R" ‘" B® X v R R
IX-13-f 'pr H H H© Et H CH;s F OH H H
IX-13-2 Pr H H CH; Et H CHy F OH H H
iX-13-3 Pr H H CH(CH;)» Et H CH, F OH H H
iX-13-4 Pr H H CHCHCH), Bt H CH; F OH H H
IX-13-5 Pr H H CHPh Et H CH; F OH H H
IX-13-6 Pr H H CHy-indol-3-vt Et H CH: F OH H H
IX-13-7 Pr H H CH,CHSCH. FEt H CH. F OH H H
IX-13-8 pr * H ¥ EH CHs F OH H B

*R” and R joined together by (CH,); to form five-membered ring.
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P R R R R " R R" X Y R R
IX-14-1 Bu H H H Ht H CH, F OH H H
EX-14-2 ‘Bu H H CH; Et  H CH; F OH H H
IX-14-3 By H H CHCH:) Ft H CH; F ©OH H H
X444 'Bu H H CHCH(CH;), B H CH: F OH H H
iX-14-5 "Bu H H CH,Ph Bt H CH: F OR H H
IX-14-6 ‘Bu H H CHy-indol-3-yl Et H CHy F OH H H
IX-14-7 Bu H H CH,CH,5CH; Et H CH; F OH H H
iX-i4§ Bue * H * Bt H CH: F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table IX-15.

Ne R'" R® R* R R R R XY R R

IX-15-1 Ph H H H EE H CH: F OH H H

iX~15-2 Ph H H CHs Ee H CH; F OH H H

IX-18.32 Py H H CH(CH;), Et H CH; F OH H H

IX-1%-4 Ph H H CHCH(CH;), Ft H (H; F OH H H

IX-15-5 php H H CH,Ph EFE H CHs F OH H H

IX-15-6 Ph H H CHyindol3wyl Et H CH: F OH H H

IX-15-7 Ph H H CHCH;SCH; Et H CH: F OH H H

IX-¥5-8 Ph * H * B H CHs F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table IX-16.

Ne R' R* R® R™ " R R XY R R
IX-16-1 p-Me-Ph H H H Bt H CHy F OH H H
iX-16-2 p-Me-Ph H H CH; Et H CH; F OH H H
iX-16-3 p-Me-Ph H H  CH(CH:) Ft H CHy F OH H H
iX-16-4 p-Me-Ph H H CHCHCH), Et H CH, F OH H H
iIX-16-5 p-Me-Ph H H  CHPh Et H CH; F OH H H

IX-16-6 p-Mc-Ph H H CHpindol3-yt Bt H CH, F OH H H
TX-16-7 p-Mc-Ph H H CHCHSCH, B H CH, F OH H H
IXN-16-8 p-Me-Ph * H * Et H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-17.

o R' R® R® R" R* ® R® X v R R
IX-17-1 p-F-Ph H H H Bt H CH; F OH H H
IX-17-2 p-F-Ph H H CH; Et H CH; F OH H H
IX-17-3 p-F-Ph H H CH(CH:) Et H CH, OH H H
iIX-i7-4 p-F-Ph H H CHCH{CH:p Et H CH; OH H H
IX-17-% p-F-Ph H H CHPh Et H CH; F OH H B
iIX-17-6¢ p-F-Ph H H CHp-indel-3-yi Et H CH:s F OH H H
IX-17-7 p-F-Ph H H CHXCHSCH; Et H CH:s F OH H H
iIX-17-8 p-F-Ph * H * Et H CHs F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table 1X-18.

Ne R' R* R* R R" " R* x vy ®r R
iIX-181 p-Cl-Ph H H H Et H CH: F OH H H
iX-i8-2 p-Ci-Ph H H CHs Et H CH, F OH H H
IX-18-3 p-Cl-Ph H H CH(CH:), Et H CH; OH H H
IX-18-4 p-Cl-Ph H H CH.CH(CHs), Et H CH; OH H H
IX-18-8 p-Cl-Ph H H  CHyPh Ft H CH; F OH H H
IX-18-6 p-Cl-Ph H H CHymdol3-9i Et H CH; F OH H H
IX-18-7 p-Cl-Ph H H CH:CH;5CH; Et H CH; OH H H
iX-18-8 p-Cl-Ph * H * Et H CH, F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table IX-19.

Ne R' R® R* R” " RR XY R R
IX-19-1 p-Br-Ph 0O H H Et H CHs: F CH H H
iX-19-2 p-Br-Ph H H CHj Et H CH; F OH H H
IX-19-3 p-Br-Ph H H CH(CH:) Et H CH. F OH H H
IX-19-4 p-Br-Ph H H CHCHCH), Et H CH; F OH H H
iX-19-5 p-Br-Ph H H CH.Ph Et H CH: F OH H H
IX-19-6 p-Br-Ph H H CHeindol3yi Bt H CH; F OH H H
IX-1%-7 p-Br-Ph H H CHXOCHSCH, Bt H CH; F OH H H
IX-19-8 p-Br-Ph * H ¥ Bt H CH:s F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-20.

o R' R° R” R" R"  R* X v R R
IX-20-1 p-l-Ph H H H Ft H CH; F OH H H
IX-26-2 p-l-Ph H H  CH; Ft H CH;, F OH H H
IX-20-3 pI-Ph H H  CH(CH:), Et H CH; F OH H H
IX-2¢-4 pd-Ph H H O CHCH{CH:) Et H CH; F OH H H
EX-2¢-3 p--Ph H H  CHiPh Et H CHy F OH H H
iX-20-6¢ p-i-Ph H H CHeindol-3-yl Et H CH; F OH H H
iIX-20-7 p-I-Ph H H CHCHSCH:; Et H CH; F OH H H
IX-20-8 p-J-Ph * H * Fe H CH; F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table IX-21.

Ne R' R* R® R R R R* XY R R
EX-23-4 CHy H H H Pr H CH; F OH H H
X-28.2 CH; H H CH; Pt H CH, F OH H H
IX-28-3 (CH; H H CH{CH;) Pr H CH; F OH H H
IX-21-4 (CH; H H CHCH{CH:), Pr H CH: F OH H H
X285 CHy H H CH.Ph Pr H CH, F OH H H
X286 CH; H H  CHy-indol-3-vi Pr H CH, F OH H H
iIX-21-7 CH; H H CHCH,SCH; Pr H (H; F OH H H
IX-21-8 CH; * H * Pr H CH; F OH H H
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table IX-22.

Ne R' »° R® R * R R* XY R R
X-22-§ Et H H H r H CH: F OH H H
IX-22-2 Bt H H CH; Pr H CH: F OH H H
iX-22-3 Bt H H (CH{CH:» Pr H CH. F OH H H
iX-22-4 Et H H CHCH({CH3), Pr H CH, F OH H H
iX-22-8 Ft H H CH.Ph Pr H CH. F OH H H
iX-22-6 Bt H H CH,indol-3-yt r H CH; F OH H H
IX-22-7 Ft H H CHXCH,SSCH:. Pr H CH, F OH H H
IX-22-8 Et * H 0¥ r H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table 1X-23.

o R' R° R® R® R* R R X v R R
iIX-23-1 Pr H H H Pr H CH, F OH H H
IX-23-2 pr H H C(H, Pr H CH; OH H H
X233 Pr H H CHCH:) Pr H CH; OH H H
IX-23-4 Pr H H C(HCH(CH;), Pr H CH: OH H H
IX-23-5 Pr H H CHPh Pr H CHa: OH H H
iX-23-6 Pr H H CHyindok3yl Pr H CH: F OH H H
1X-23-7 Pr H H CHCHSCH: Pr H CH: F OH H H
IX-23-8 pr * H * Pr H CH, F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,
Table IX-24.

Ne R' R* R® R® R* " B* X v R R
X241 Bu H °H H Tr H OCHs F OH H H
X242 Bu H H C(CH; Pr H CHs F OH H H
IX-24-3 By H H CH(CH;), Pr H (Hs F OH H H
iX-24-4 By H H CHCH(CHy, Pr H CH; F OH H H
1X-24-5 By H H CHPh ’r H CHy F OH H H
IX-24-6 ‘Bu H H CHyindol-3-y1 Pr H CH; F OH H H
iIX-24-7 'By H H CH,CH,SCH; Pr H (CH; F OH H H
IX-24-8 Bu * H ¥ Tr H (Hy F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table IX-25.

Ne R' ®R® B® R R ¥ ® X v R R
IX-25-f Ph H H H r H CH: F OH H H
IX-25-2 Ph H H CH; Pr H CH, F OH H H
iX-25-3 Ph H H CH(CH), Py H CHy F OH H H
IX-25-4 Ph H H CHCHCH), Pr H CH, F OH H H
IX-25-5 Ph H H CHPh Pr H CH; F OH H H
IX-25-6 Ph H H CHeindol3-yt P H CH; F OH H H
IX-25-7 Ph H H CH,CHSCH:. P H CH; F OH H H
IX-25-8 Ph * H ¥ Pr H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.

Lo
)
P
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Table IX-26.

o R' R R R™ R* "R R XY RrR R
IX-26-1 p-Me-Ph H H H P’r H CH:. F OH H H
IX-26-2 p-Me-Ph H H CHs Pr H CH, F OH H H
IX-26-3 p-Mc-Ph H H CH(CH), Pr H CH; OH H H
IX-26-4 p-Mc-Ph H H CHCHCH:), Pr H CH; OH H H
IX-26-3 p-Me-Ph H H CHPh Pr H  CHs

1X-26-6 p-Me-Ph H H  CHuindol3-yl Pr H  CHs OH H H
1X-26-7 p-Me-Ph H H  CHCHSCH. Pr H CH; OH H H
IX-26-8 p-MePh * H * Pt H CHy F OH H H

Moo
=
un
s

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IX-27.

Ne R R® R*® R™ R®* " R®* X v R ®
IX-27-1 p-F-Ph H H H Pr H CHy F OH H H
IX-27-2 p-F-Ph H H CH; Pr H CH, F OH H H
IX-27-3 p-F-Ph H H CH(CH:) Pr H (H;, F OCH H H
IX-27-4 p-F-Ph H H CHCH(CH:y), Pr H CH; F OH H H
IX-27-% p-F-Ph H H  CHPh Pr H CH; F OH H H
1X-27-6 p-F-Ph H H  CHpindol3-yl Pr H CH; F OH H H
1X-27-7 p-F-Ph H H CHCHSCH; Pr H CH; F OH H H
IX-27-8 p-F-Ph * H * Pr H CHy F OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IXX-28.

Ne R' R® R* R” R" R R XY R ®
iX-28-1 pCl-Ph H H H Pr I CHy; F OH H H
IX-28-2 p-Cl-Ph H H CH; Pr H CHy; F OH H H
IX-28-3 p-Cl-Ph H H  CH(CH:) Pr H CHy F OH H H
iX-28-4 p-Cl-Ph H H CHCH(CH) Pr H CH, F OH H H
IX-28-5 p-Cl-Ph H H CHPh Pr H CH, F OH H H
1X-28-6 p-Cl-Ph H H CHsindol3yt Pr H CH; F OH H H
IX-28-7 p-Cl-Ph H H CHCHSCH; Pr H CH; F OH H H
IX-28-8 p-Cl-Ph * H ¥ Pr H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table 1X-29.

o R' R° R” R" R* " ®* x Yy &®r PR
iX-29-1 p-Br-Ph H H H Pr H CH, F OH H H
1X-29-2 p-Br-Ph H H CH; Pr H CH, F OH H H
IX-29-3 p-Br-Ph H H CH(CH;) ’r H CH;, F OH H H
1X-29-4 p-Br-Ph H H CHCH(CH:), Pr H CH; F OH H H
IX-29-5 p-Br-Ph H H CHPh v H CH; F OH H H
1X-29-6 p-Br-Ph H H  CHyindol3-yl Pr H CHy F OH H H
1X-29-7 p-Br-Ph H H CHCH.SCH: Pr H CHy F OH H H
IX-29-8 p-Br-Ph * H * Pt H CH; F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IX-30.

Ne R! R R™ R® R®" R R X Y R PR
IX-3¢-1 p-l-Ph H H H Pr H CHy F OH H H
1X-3-2 p-I-Ph H H CH; Pr H CH; F OH H H
IX-36-3 p-I-Ph H H CH(CHs) ’r H (CH; F OH H H
IX-30-4 p-I-Ph H H  CHCH(CH;): Pr H CH; F OH H H
IX-30-5 p-I-Ph H H  CH:Ph r H OCH; F OH H H
1X-30-6 p-l-Ph H M CHedindob3yl Pr H O CHs F OH H H
1X-30-7 p-I-Ph H H CHCHSCH;, Pr H CHs F OH H H
IX-36-§ pl-Ph * H * Pr H (H; F OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IXX-31.
1

Ne R' RrR® R® R” R®" R R X v ®» B
IX-31-1 CH; H H H "My H CH; F OH H H
IX-31-2 CH; H H CH, "By H CH, F OH H H
IX-31-3 CH, H H  CH(CH:) "By H CH; F OH H H
IX-31-4 CH, H H CHCH(CH), "Bu H CH, F OH H H
IX-31-5 CH, H H CHPh "By H CH; F OH H H
IX-31-6 CH; H H CHy-indol-3-v1 "Bu H CH: F OH H H
IX-31-7 CH; H H CHCHSCH; "Bu H (CH: F OH H H
IX-31-8 CH; * H % "By H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-32.
1

o R' R° R* R® r R R XY R R
IX-32-1 Bt H H H "y H CH; F OH H H
IX-32-2 Bt H H (H; "By H CH; F OH H H
iX-32-3 Bt H H CH(CH:), "Bu H CH; F OH H H
IX-32-4 Bt H H C(HCH(CH), "™Bu H CH; F OH H H
iX-32-3 Et H H CH-Ph "Bu H CH; F OH H H
1X-32-6 Bt H H CHrindol3-yl "Bu H CH: F OH H H
IX-32-7 Bt H H CHCHSCH;: ™y H CH; F OH H H
IX-32-8 FEt * H * "y H CH; F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IX-33.

Ne R' R® R® R " R R XY R R
IX-331 Pr H H H By H CHy F OH H H
X332 Pr H H C(H, "By H CH; F OH H H
IX-33-3 Pr H H CH(CH:), "By H CH; F OH H H
X334 Pr H H CHCH(CH), ™u H CH; F OH H H
IX-33-5 pr H H CHPh "By H CHs F OH H H
1X-33-6 Pr H H CHyindok3-yi "By H CH: F OH H H
IX-33-7 Pr H H CHCHSSCH: ™y H CH: F OH H H
IX-33-8 Pr * H % "y H C(CH; F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table I2X-34.
1

Ne R' ®rRY p® R R R R XY R X
iIX-34-f By H H H By H CH: F OH H H
[¥X-34-2 Bu H H (CH; "By H CH; F OH H H
iX-34-3 By H H CH{CH3), "By H CH: F OH H H
(X344 By H H CHCHICH:). "Bu H CH, F OH H H
IX-34-5 ‘Bu H H CHPh Bau H CH, F OH H H
IX-34-6 Bu H H CHyindol3-y1 "By H CH; F OH H H
IX-34-7 'Bu H H CH(CHSCH: "By H (H; F OH H H
IX-34-8 Bu * H * “Bu H CH; F OH H H

*R” and R joined together by (CH,): to

form fve-mernbered ring.
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Table IX-35.

o R' R° R®* R” R* R R" X Y R R
IX-35-4 Ph H H H My H CH; F OH H H
iX-3%-2 Ph H H C(H; "By H CH; F OH H H
IX-35-3 Ph H H CH({CH), "By H CHy, F OH H H
X354 Ph H H C(HCH(CH;), "Bu H CH; F OH H H
IX-35-3 P H H CHyPh "By H CH; F OH H H

IX-35-6 Ph H H CHyindol3-yi "Bu H CH:; F OH H H
(X357 Ph H H CHCHSCH: ™u H CH: F OH H H
IX-35-8 Ph * H * "y H CH; F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table IX-36.

Ne R! R R™ R™ R* R R X v Rr R
IX-36-1 p-Me-Ph H H H "By H CH, F OH H H
1X-36-2 p-Me-Ph H H Ci; "Bu H CH, F OH H H
IX-36-3 p-Me-Ph H H CH(CH:y "Bu H CH: F OH H H
1X-36-4 p-Me-Ph H H CHCH(CH:), "Bu H CH; F OH H H
1X-36-% p-Me-Ph H H  CHPh "By H CH, F OH H H

IX-36-6 p-Me-Ph H H  CHpindol-3-yi "By H CH; F OH H H
IX-36-7 p-Me-Ph H H CHCH.SCH; "Bu H CH; F OH H H
IX-36-8 p-Me-Ph * H % "My H CH; F OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table IXX-37.

Ne R’ R® R® R" R®* R R XY R R
IX.37-f p-F-Ph H H H By H CH. F OH H H
iX-37-2 p-F-Ph H H CH; By H CH, F OH H H
IX-37-3 p-F-Ph H H CH(CHs) By H CH, F OH H H
1X-37-4 p-f-Ph H O H O CHCH(CH:), "By H CH, F OH H H
1X-37-5 p-F-Ph 0 H CHPh Bu H CH, ¥ OH H H

IX-37-6 p-F-Ph H H CHpindol-3-yl "Ba H CH; F OH H H
EX-37-7 p-F~Ph H H CH,CH,SCH; "By H (CH, F OH H H
EX-37- p-F-Ph * H * Ry H CH: F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-38.

P R' R® R® R R" R R XY R R
IX-38-1 p-Cl-Ph H H H By H CH; F OH H H
IX-38-2 p-Ci-Ph H H CH; "By H CH; F OH H H
IX-38-3 p-Cl-Ph H H CH(CH:), "Ry H CH, F OH H H
IX-38-4 p-Cl-Ph H H CHCHE(CH:), "Bs H CH; F OH H H
IX-38-3 p-ClPh H H  CHPh "Ba H CH; F OH H H
IX-38-6 p-Cl-Ph H H CHyindol-3-vi "Bu H CH; F OH H H
X387 p-Cl-Ph H H CHCHSCH; "Bu H CH: F OH H H
IX-38-8 p-Cl-Ph * H * "Bu H CH, F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table 1X-39.

Ne R' R® R* R” R* R R® XY R R
iIX-39-1 p-Br-Ph # H H "Bu H CHy F OH H H
IX-39-2 p-Be-Ph 0 H i "By H CH; F OH H H
IX-39-3 p-Br-Ph H H CH(CH:n "By H CH; F OH H H
iX-39-4 p-Br-Ph H H CHCH(CH), "Bu H CH; F OH H H
IX-39-5 p-Br-Ph H H CHPh By H CH; F OH H H
IX-39-6 p-Br-Ph H H CHyindol3-yI "Bu H CH; F OH H H
IX-39-7 p-Br-Ph H H CHCH.,SCH; "Bu H CH; OH H H
IX-39-8 p-BrPh * H * "Bu H CH; F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table IX-40.

Ne R' R* R* R R® R R X Y R R
IX-40-1 p-I-Ph H H H "By H CH, F OH H H
IX-46-2 p-I-Ph H H CH; "Bu H CH; F OH H H
IX-40-3 p-I-Ph H H CH(CHi) "By H CH, F OH H H
iX-40-4 p--Ph H H CHCH(CH): "By H CH; F OH H H
iX-40-5 p-l-Ph H H CH:Ph "Bu H CH; F OH H H
IX-40-6 p-I-Ph H H CHpindoel3-yl "Bu H CH; F OH H H
IX-40-7 p-l-Ph H H CHCHSCH; "Bu H CH; F OH H H
IX-40-8 p-l-Ph * H ¥ "3u H CH; F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table IX-41.
1

B R'" R R® R” R" " "% X v R R’
iIX-41-1 CH;, H H H Bz H CH, F OH H H
iIX-41-2 CH, H H CH, Bz H CH, F OH H H
IX-41-3 CH, H H CH(CH:) Bz H CH, F OH H H
IX-4i-4 CH; H H CHCH(CH;), Bz H CH; F OH H H
IX-41-5 CH; H H CH.Ph Bz H CHy F OH H H
IX-43-6 CH, H H CHyindol3-yl Bz H CH; F OH H H
IX-41-7 CH, H H CH,CHSCH: Bz H CHy, F OH H H
IX-41-8 CH, * H * Bz H CH; F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,
Table IX-42.
Ne R' ®* R® R " R R® XY R R
IX-42-1 Bt H H H Bz H CH, F OH H H
IX-42-2 Bt H H C(H; Bz H CH, F OH H H
IX-42-3 Bt H H CH(CH;), Br H CH: F OH H H
IX-42-4 Bt H H CHCH(CH:), Bz H CH; F OH H H
IX-42-5 Bt H H CHPh Bz H CH; F OH H H
IX-42-6 Bt H H CHyindol3-yt Bz H CH; F OH H H
IX-42-7 Bt H H CHXCH,SCH; Bz H CH; F OH H H
IX-42-8 Ft ¥ H * Bz H CH, F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table IX-43.
Ne R' R® R® R R" RPR* X v R R
iIX-43-1 Pr H H H Bz H CH, F OH H H
X432 Pr H H (Ih Bz H CH. F OH H H
IX-43-3 Pr H H CH(CH:) Bz H CH. F OH H H
iX-43-4 Pr H H CHCHCH;)», Bz H CH: F OH H H
IX-43-5 Pr H H CHPh Bz H CH; F OH H H
IX-43-6 Pr H H C(Hyindol3-v1 Bz H CH; F OH H H
IX-43-7 Pr H H CHCHSCH:. Bz H CH; F OH H W@
IX-43-8 Pr * H ¢ Bz H CH; F OH H H
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table IX-44.

Ne R'" R* R® R* R" R R* X v R ®
iX-44-1 'Bu H H H Bz H CH; F OH H H
IX-44-2 'Bu H H CH: Bz H CH;, F OH H H
IX-44-3 '‘Bu H H CH(CH:) B H CH, F OH H H
[X-d4d-4 By H H CHCOHCH:Y, Bs H CH; F OH H H
[X-44-3 Bu H H CHFh Bz H CHy, F OH H H

IX-44-6 ‘Bu H H CHyindol3-y! Bz H CHy F OH H H
IX-44-7 By H H CH,(CH,SCH, Bz H CHy, F OH H H
IX-44-8 By * H * Bxr H CH; F OH H H

*R” and R™ joined together by (CHy)s to form five-membered ring.

Table [X-45.

Ne R' R® R® RT R" RN R* X v R R
IX-45-1 Ph H H H Bz H CH, F OH H H
X452 Ph H H CH: Bz H CH;, F OH H H
IX-45-3 Ph H H CH(CH:;)» Bz H CH; F CH H H
[X-45-4 Ph H H CH,CH(CH:, Bz H CH; F OH H H
IX-45-3 Ph H H CHPh Bz H CH; F OH H H
IX-45-6 Ph H H CHyindol3-yi Bz H CHy F OH H H
IX-45-7 Ph H H CHCHSCH:. Bz H CHy F OH H H
IX-45-8 Ph * H * Bz H CH, £ OH H H

(&3

*R” and R joined together by (CHy)s to form five-membered ring.

Table IX-46.

Ne R' R® R*™ R™ R R R® X vy Rr R
iX-46-1 p-Me-Ph H H H Br H CH; F OH H H
IX-46-2 p-Mc-Ph H H CH; Br H CH; F OH H H
IX-46-3 p-Mc-Ph H H CH(CH:) Bz H CH, F OH H H
IX-46-4 p-Me-Ph H H CHCH(CH:, Bz H CH; F OH H H
IX-46-5 p-Me-Ph H H CHPh Bz H CH; F OH H H
IX-46-6 p-Me-Ph H H  CHp-indol3-yi Bz H (H, F OH H H
IX-46-7 p-Me-Ph H H CHCHSCH: Bz H CH, F OH H H
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Ne R' R® R*® R™ R R R x Yy R R
iX-46-8 p-Me-Ph * H * Bz 0 CH; F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table [X-47.
Ne r' R® R® R R® R R* X v R R
iX-47-1 p-F-Ph H H H Bz H CH; F OH H H
iIX-47-2 p-F-Ph H H  CHj Bz H CH; F OH H H
IX-47-3 p-F-Ph H H  CH(CH:) Bz H CH; F OH H H
IX-47-4 p-F-Ph H H CHXCH(CH;), Bz H CH; F OH H H
iIX-47-8 p-F-Ph H H CHPh Bz H CH: F OH H H
iX-47-6 p-F-Ph H H CHyindel3-yl Bz H CHy F OH H H
iIX-47-7 p-F-Ph H H CHCHSCH; Br H CH: F OH H H
IX-47-8 p-F-Ph * H * Bz H CH; F OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table 1X-48.
Ne R' R® R® R" " R R* x vy r ®
iX-48-1 p-Cl-Ph H H H Bz H CH: F OH H H
iIX-48-2 p-Cl-Ph H H CHs Bz H CH:. F OH H H
IX-48-3 p-Cl-Ph H H CH(CiHs)y Bz H CH; F OH H H
1X-48-4 p-Cl-Ph H H CHCH(CH), Bz H CH, F OH H H
IX-48-5 p-Cl-PFh H H CHPh Bz H CH; F OH H H
IX-48-6 p-Cl-Ph H H CHe-indel-3-yt Bz H CH; F OH H H
IX-48-7 p-Cl-Ph H H CHCH,SCH; Bz H CH; F OH H H
iX-48-8 p-CkPh * H % Bz H CH: F OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table 1X-49.
Ne R' R® R* R® R" " ’® XY R R
IX-49-1 p-Br-Ph H H H Bz H CH; F OH H H
iX-49-2 p-Br-Ph H H CH;, Bz H CH; F CH H H
IX-49-3 p-Br-Ph H H CH(CH:) Bz H CHs OH H H
iX-4%-4 p-Br-Ph H H CHCH{CH;» Bz H CH; F OH H H
IX-49-5 p-Br-Ph H H CHPh Bz H CHy F OH H H
- 240 -
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2

Ne R R R® R" Y R® R Yy R R
1X-49-6 p-Br-Ph H H CHyindol3-yl Bz H CHy F OH H H
1X-49-7 p-Be-Ph H H CHCHSCH: Bz H CHs OH H H
[X-49-8 p-Be-Ph * H * Bz H CH; F OH H H
*R” and R joined together by (CHa b to form five-membered ring.

Table IX-50,

Ne R R R® R® R® R R* X v R R
IX-50-1 p-I-Ph H H H B H CH, F OH H H
IX-50-2 p-I-Ph H H CH: Bz H CH, F OH H H
IX-56-3 p-I-Ph H H  CH(CH:h Bz H (H; F OH H H
1X-50-4 p-l-Ph H H  CHCH(CH:: Bz H CHy F OH H H
1X-56-5 p-l-Ph H H CHPh Bz H Ci; F OH H H
IX-56-6 p-I-Ph H H CHyindol-3-y1 Bz H CH; OH H H
1X-50-7 p-I-Ph H H  CHCHSCH: Bz H CHs F OH H H
IX-50-8 p-I-Ph * H O * Bz H CH, F OH H H

*R? and R joined together by (CHa ) to form five-membered ting.

0
NH
R’l
3b

e | 0
RSa T T

CORA DR

X
Table X-1. ]
Ne R' R* R® R® R R R X v g g
¥i-1 CH; H H H CH:. H F F OH H H
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Ne ' R R® R® Y OR Xy ®R R
X-1-2 CH; H H CHs CH: H F F OH H H
X-1-3 CH;, H H CH(CH;), CH. H F OH H H
X-i-4 CH, H H CHCHCH), CH, H F F OH H H
X-1-5 CH, H H CHPh CH, H F F OH H H
X-1-6 CH, H H CHyindol3-y1 CH, H F F OH H H
X-1-7 CH, H H CH,CH.SCH:. CH; H F OH H H
X-1-8 CH; * H ¥ CH; H F OH H H

*R* and R joined together by (CH,)s to form five-membered ring.

Table X-2.

Ne R" R* R™ R® R" R R XY R R
X-2-1 Et H H H CH: H F F OH H H
X-2-2 Et H H CH; CH. H F F OH H H
X-2-3 Bt H H  CH{CH:), CH: H F F OH H H
X-2-4 Bt H H CHCHCH), CH, H F F OH H H
X-2-5 Bt H H CHPh CHy H F F OH H H
X-2-6 Bt H H CHyeindol3yl CH;, H F F OH H H
X-2-7 Et H H CHCHSCH: CH: H F OH H H
X-2-8 Ft * H ¥ CH, H F OH H H

*R” and R joined together by (CH,)s to form five-membered ring.

Table X-3.

Ne R' R R® R® R" R RO XY R R
X341 Pr H H H CH: H F F OH H H
X-3-2 Pr H H (H; (Hy H F F OH H H
X-3-3 Pr H H CH(CH:), CHy H F F OH H H
X34 Pr H H CHCH(CHy), CHs H F F OH H H
X-3-5 Pr H H CIHLPh CH; H F F OH H H
X-36 Pr H H (Hyindol3-yt CHy H F F OH H H
X-3-7 Pr H H CHCHSCH: CH; H F F OH H H
X-38 pr v H ¥ CH; H F F OH H H

*R? and R joined together by (CHy)s to form five-membered ring.

Table X-4.
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Ne R' R* R® R R R XY R I
X-4-1 Bu H H H CH; H F F OH H H
X-4-2 Bu H H CH CH; H F OH H H
X-4-3 Bu H H CH{CH;), CH; H# F F OH H H
X-4-4 By H H CHCH(CH), CH; H F F OH H H
X-4-5 By H H CHpPh CH; H F OH H H
X-4-6 Bu H H (Hpindol-3yl CH; H F F OH H H
X-4-7 Bu H H CHCH.SCH; CH: H F OH H H
X-4-§ 'Bu * H * CH: H F F OH H H
*R” and R joined together by (CHy); to form five-membered ring,

Table X-°

Ne RY R° R® R R R R* XY R R
X-5-1 Ph H H CH, F F OH H
X-52 Ph 1 H (i, (H;, H F F OH H H
X-5-3 Ph H H CH(CHy), CH; H F F OH H H
X-54 Ph H H CHCH(CH), CH;, H F F OH H H
X-5-5 Ph H H CHPh CH; H F F OH H H
X-5-6 Ph H H (Hpindob3yl CH; H F F OH H H
X-57 Ph H H CHCHSCH; (CH; H F F OH H H
X-5-8 Ph * H * (H; H F F OH H H

*R” and R joined together by (CH; ) to form five-membered ring.

Table X-6.

Ne R R R*® R® RYOR R ¥ R R
X-6-1 p-Me-Ph H H H CH, H F F OH H H
X-6-2 p-Me-Ph H H CH; CH, H OH H H
X-6-3 p-Me-Ph H H CH(CH:) CH, H F F OH H H
X-6-4 p-Me-Ph I H  CH.CH(CH:y), CH: H F F OH H H
X-6-§ p-Me-Ph H H CH:Ph CH: H OH H H
X-6-6 p-Me-Ph H H CHyindol-3-yl CHy H F OH H H
X-6-7 p-Me-Ph H H CHCHSCH, CH; H F F OH H H
X-6-8 p-Me-Ph * H ¥ CH, H F F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table X-7.

P R’ R° R” R R B R" XY R R
X7-1 p-F-Ph H H H CH; H F F OH H H
X-7-2 p-FPh H OH O CH CH; H F F OH H H
X-7-3 pF-Ph H H CH(CH:), CH, H F OH H H
X-7-4 p-F-Ph H H CHCH(CH), CH;, H F F OH H H
X-7-6 p-F-Ph H H CHPh CH; H F OH H H
X-7-7 p-F-Ph H H CHpimdol-3-yt CHy H F F OH H H
X-7-8 p-F-Ph H H CHCH,SCH: CH: H F F OH H H
X-7-26 p-F-Ph * H * CHs H F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X-8.

Ne R’ R* R® R R" R R XY R R
X881 p-Cl-Ph H H H CHys H F F OH H H
82 p-Cl-Ph H H CH; CHs H F F OH H H
X-8-3 p-Cl.Ph H H CH(CHs), CH: H OH H H
X-8-4 p-Cl.Ph H H CHCH(CH), CH; H F OH H H
X-8-5 pLl-PR H H  CHyPh CH: H F F OH H H
X-8-6 p-Cl-Ph H H CHyandol3-yI CHy H F OH H H
X-8-7 p-Cl-Ph H H CHXCH:SCH:; CH; H F OH H H
X-88 pCl-Ph * H * CH: H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X-9.

Ne R’ R® R* R” R" B R X Y R R
X991 p-BeePh H O H CH; H F F OoH H H
X492 p-Br-Ph H H CH; CHy H F F OH H H
X-4-3  p-Br-Ph H H CH(CHs), CHy H F F OH H H
X-9-4 p-Br-Ph H H CHCHCH), CH; # F F OH H H
X-8-6 p-Br-Ph H H CH:Ph CH; H F ¥ OH H H
X857 op-Br-Ph H H CHyindol3-yl CHy H F F OH H H
X-8-8 p-Br-Ph H H CHCHSCH; CH; H F F OH H H
X-8-2¢ p-BePh * H ¥ CHs H# F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X-10.

P R’ R® R® R R" R R XY R R
X-16-1 pi-Ph H H H CH; H F F OH H H
X-38-2 piPh H OB CH, CH; H F F OH H H
X-18-3 p-I.Ph H H CH(CHy), CH; H F OH H H
X-16-4 pI-Ph H H CHCH(CH), CH: H F OH H H
X-518-5 p-I-Ph H H  CH.Ph CH;: H F F OH H H
X-10-6 p-i-Ph H H  Cibo-indol-3-yl CH: H F OH H H
X-16-7 p-I-Ph H H CHCHS3CH; CH:; H F OH H H
X-16-8 p-I-Ph * H * CH; H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X-11.

Ne R' R® R R R" " R* X Y R R
X-31-8 CHy H H H Bt H F F OH H H
X-31-2 CHs H H CH; E H - OH H H
X-11-3 CH, H H CH(CH:), Et H OH H H
X-11-4 CH; H H CHCH{CH;)», FEt H F OH H H
X-#1-8 CH: H H CH,Ph Ft H F F OH H H
X316 CH; H H CHpindol-3wl Et H F F OH H H
X-11-7 CH; H H CHCH;3CH; Et H F OH H H
X-31-8 CH; * H * Bt H F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table X-12.

Ne R' RT R ORY R* R R* X Y R R
X-82-§ Et H H H Et H F F OH H H
X-§2-2 Et H H CH; Et H F OH H H
X-12-3 FEt H H CH{CH;)» Ft H F F OH H H
X-12-4 Ft+ H H CHYCH(CH:;}»» Et H ¥ F OH H H
X-32-8 Bt H H CHpPh Et H F F OH H H
X-82-6 Bt H H CHypindol3y1 Et H F F OH H H
X-12-7 Bt H H CHCH.SCH; Bt H F F OH H H
X-§2-8 Bt * H % Et H F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X-13.

o R R° R* RV R* " R® X v R R
X-13-1 Pr H H H Bt H F F OH H H
X132 Pr H H CH, Ft H F F OH H H
X-13-3 Pr H H CH(CH;), Bt H F F OH H H
X-13-4 Pr H H CHCHCH;, Et H F F OH H H
X-13-5 Pr H H CH.,Ph Bt H F F OH H H
X-136 Pr H H CHyindod3-y! Bt H F F OH H H
X-137 Pr H H CHCHSCH, Et H F F OH H H
X-13-8 Pr * H * Bt H F F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table X-14.

Ne rR' R R R R" " R®* X Y R R
X-14-1 Bu H H H Et H F OH H H
X-14-2 By H H CH; Ft H F ©OH H H
X-14-3 By H H CH{CH:;), Ft H F F OH H H
X-144 By H H CHCH(CH:), Ft H F F  OH H R
X-14-5 By H H CHPh Et H F F OH H H
X-14-6 ‘Bu H H CHyindob3-yi Et H F F OH H H
X-14-7 'Ry H H CHCHSCH; FEt H F F OH H H
X-14-8 By * H * Ft 3 F F O H H

*R? and R™" joined together by (CH,); to form five-membered ring,

Table X-1 5

Ne R'ORT R® R R R R® x v R ®
X-§5-1 Ph H H H Et H F F OH H

X-13-2 Ph H H CH; Et H F F OH H H
X-153 Ph H H CH(CH), Bt H F F OH H H
X-15-4 Ph H H CHCH(CH), Bt H F F OH H H
X-15-8 Ph H H CHPh Et H# F F OH H H
X-15-6 Ph H H CHxindol-3-y1 Bt H F OH H H
X-315-7 Ph H H C(CH.CH,SCH; FEt H F F OH H H
X-15-8 Ph * H ¥ Bt H F F OH H H
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R and R™ joined together by (CH,); to form five-membered ring.

Table X-1 6

e R R° R® R® R" R R®* X v R ®
X-16-F p-Me-Ph H H H Bt H F F OH H H
X-16-2 p-Me-Ph H H CH; Et H F F OH H H
X-16-3 p-Me-Ph H H CH(CH:): Et H F CH H H
X-6-4 p-Me-Ph H H CHCH(CH:;)»:; Et H OH H H
X-16-5 p-Me-Ph H H CHybh B H F OH H H
X-16-6 p-Me-Ph H H CHsindoldl H H F F OH H H
X167 p-Me-Ph H H CHCHSCH; Et H F F OH H H
X-16-8 p-Me-Ph * H * Ft H F F CH H H
*R and R joined together by {(CHy ) to form five-membered ring.
Table X-17.
No R’ R° R™ R” R R R* X v R R
X-17-1 p-F-Ph H H H Bt H F F OH H H
X-17-2 p-F-Ph H H CH; B H F F OH H H
X-17-3 p-F-Ph H H  CH(CH:), Et H F OH H H
X-17-4 p-F-Ph H H CHCHCH). Et H F OH H H
X-17-5 p-F-Ph H H CHPh EE H F F OQH H H
X-17-6 p-F-Ph H H CHeindol3l Et H F OH H H
X377 p-F-Ph H H CHCHSCH; Et H OH H H
X-17-8 p-F-Ph * H * Bt H F OH H H
*R” and R™° joined together by (CHy). to form five-membered ring.
Table X-18,
Ne R R R® R® R* " R® X v R R
X-38-%¥ p-ClPh H H H Ft H F OH H H
X-18-2 p-Cl-Ph H H <CHs Ht H F OH H H
X-18-3 p-C-Ph H H CH(CH;), Et H F OH H H
X-318-4 p-Cl-Ph H H CHCH(CH: Et H F OH H H
X-18-5 p-Cl-Ph H H CHh Et H F F OH H H
X-18-6 p-Ci-Ph H H Ciindol3yl Et H F CH H H
X-18-7 p-Ci-Ph H H CHCH)SCH: Et H OH H H
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No R

R?. Rfia R%

R* ®° BR® X Y

X-18-8 p-Ci-Ph

#*

H *

Et

H

F F O

H

*R* and R joined together by (CH,)s to form five-membered ring.

Table X-19.

Ne R’ R® R™ R” R* B R®* X v R R
X-19-1 p-Br-Ph H H H Bt H F F OH H H
X-19-2 p-Br-Ph H H CH, Bt H F F OH H H
X-19-3 p-Br-Ph H H CH(CHs), Ft H F F OH H H
X-19-4 p-Br-Ph H H CHCHCH;), Et H F F OH H H
X-19-5 p-Br-Ph H H CHyPh Ft H F F OH H H
X-19-6 p-Br-Ph H H  CHeindob3-y! Et H F F OH H H
X-19-7 p-Br-Ph H H CHCHSCH. Et H F F OH H H
X-19-8 p-Br-Ph * H * Et H F F OH H H

*R* and R™" joined together by (CHy): to form five-membered ring.

Table X-20.

bl

5

Ne R' R® R® R " R X Y R
X281 pf-Ph H H H B H F F OH H
X-28-2 p-i-Ph H H  CHy B H F F OH H
X-28-3 p-I-Ph H H CH{CH) EE H F F OH H
X-20-4 p-i-Ph H H CHCH(CH:), Ft H F F OH H
X-28-%5 pi-Ph H H  CHPh Et H F F OH H
X-286-6 p-I-Ph H H CHpindol-3-yl Et H F F OH H
X-28-7 p-l-Ph H H  CHCH.SCH; Et H F F OH H
X-28-8 p-i-Ph * H % EE H F F OH H
*R” and R°" joined together by (CH,): to form five-membered ring.

Table X-21.

e R° R R®™ R R" " R® X v R R

X-21-F CH: H H H Pr H F F OH H H

X-21-2 CH; H H (i Pr 4 F F OH H H

X-21-3 CH; H H CH(CH), ’r H F OH H H

X-21-4 CH; H H CHCH{CH;):, Pr H F F OH H H

X-21-5 CH; H H CHpPh r H OF OF OH H H
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Ne R* R R® R R* ¥ »* x v ® R
X216 CH: H H CHp-indol-3yl Pr H F F OH H H
X-21-7 CH. H H CHCHSCH:; Pr H F F OH H H
X-21-§ CH, * H * Pt H F F OH H H

*R” and R joined together by (CHa b to form five-membered ring.

Table X-22.

Ne R R* R" R® R R R* X v R R
X-22-81 Bt H H H Pr H F OH H H
X-22-2 Bt H H CH: Pr H F OH H H
X-22-3 Ft H H  CH(CHs) Pr H F F OH H H
X-22-4 Ft H H CHCH{CH;», Pr H F F OH H H
X-22-5 Et H H CH.Ph Pr H F F OH H H
X-22-¢6 Et H H CHyindol3-yi Pr H F OH H H
X-22-7 Bt H H  CHCHSCH, Pr # F F OH H H
X-22-8 Ft * H * Pr # F F OH H H

*R? and R joined together by (CHa ) to form five-membered ting.

Table X-23,

e rR' RY R™ R® R R*" R® X v R g
X-23-F Pr H H H Pr H F OH H H
X-23-2 Pr H H C(H: Pr H F OH H H
X-23-3 Pr H H  CH(CH:), r H F F OH H H
X-23-4 Pr H H CHCHCH): Pr H F F OH H H
X-23-5 Pr H H CHPh Pr H F OH H H
X-23-6 Pr H H CHyindob3-yl Pr H F OH H H
X-237 Pr H H CHCHSCH, Pr H F OH H H
X-238 Pr * H % Pr H F F OH H H

*R* and R™" joined together by (CHa)s to form five-membered ring.

Table X-24.

Ne rREopt rR® RP R* R rR®* x v Rr ®

X-24-f Bu H H H Pr H F F OH H

X-24-2 Bu H H CH; P’r H F F OH H H

X-24-3 By H H  CHCH) Pt H F F OH H H
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Ne R' R* R® RT R RRX Y R OR
X-24-4 Ba H H CHCHCH:). Pr H F F OH H H
X-24-5 By H H CHPh Pr H F OH H H
X-24-6 By H H CHyindol3-yl Pr H F F OH H H
X-24-7 By H H CHCHSCH, Pr H# F F OH H H
X-24-8 By * H ¥ Pr H F F OH H H
*R” and R™ joined together by (CHo) to form five-membered ring.
Table X-25.
Ne rR' R® R RT R" R R® X v R &
X-25-F Ph H H H Pt H F F OH H H
X-25-2 Ph H H CH; Pt H F F OH H H
X-25-3 Ph H H CH(CH) Pr H F F OH H H
X-25-4 Ph H H CHCH(CH.), Pr H F OH H H
X-255 Ph H H CHPh ’r H F F OH H H
X-256 Ph H H CHeindol3-y1 Pr H F F OH H H
X-257 Ph H H CHCHSCH. P+ H F F OH H H
X-258 Ph * H * Pt H F F OH H H
*R” and R™ joined together by (CHy)s to form five-membered ring,
Table X-26.
No R R° R® R® R* R R®* X Y R R
X-26-1 p-Mc-Ph H H H Pr H F F OH H H
X-26-2 p-Me-Ph H H CH P’r H F F OH H H
X-26-3 p-Me-Ph H H CH(CH:) P’r H F F OH H H
X-26-4 p-Me-Ph H H CHCH(CH:)» Pr H F OH H H
X-26-5 p-Me-Ph H H CHbPh Pr H F F OH H H
X-26-6 p-Me-Ph H H CHeindol3yl Pr H F F OH H H
X-26-7 p-Me-Ph H H CHCHSCHy Pr H F F OH H H
X-26-8 p-Me-Ph * H * Pr H F F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table X-27.
B R’ R° R” R" R" " " X v R R
X-27-1 p-F-Ph H H Pr H F F OH H
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Ne R R’ R® R” R " " X v R R
X-27-2 p-F-Ph H H (I P’r H F F OH H H
X-27-3 p-F-Ph H H CHICH) Tr H F OH H H
X-27-4 p-F-Ph H H CHCHCH)» Pr H F F OH H H
X-27-8 p-F-Ph H H CHPh Pt H F F OH H H
X-27-6 p-F-Ph H H CHpindol3yl Pr H F F OH H H
X-27-7 p-F-Ph H H CHCHSCH, Pr H F F OH H H
X-27-8 p-F-Ph * H * Pr H F F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.

Table X-28.

Ne R R° R® R R" R R® X v R R
X-28-1 p-Ci-Ph H H H ’r H F F OH H H
X-282 p-Cl-Ph H H CH, Pt H F F OH H H
X-28-3 p-CI-Ph H H CH(CH:)» v H F F OH H H
X-28-4 p-Cl-Ph H H CHCHCH) Pr H F F OH H H
X-28-5 p-Cl-Ph H H CiPh Pr H F F OH H H
X-28-6 p-Cl-Ph H H CHyindol3yl Pr H F F OH H H
X-28-7 p-Ci-Ph H H CHCHSCH: Pr H F OH H H
X-28-8 p-Ci-Ph * H ¥ Pr H F F OH H H
*R” and R joined together by (CH,)s to form five-membered ring.

Table X-29.

Ne R’ R° R* R” R" " R® X v R &
X-29-% p-Br-Ph H H H Pr H F F OH H H
X-29-2 p-Br-Ph H H CH; Pr H F F OH H H
X-29-3 p-Br-Ph H H CH{CH:) Pr H F F OH H H
X-294 p-Br-Ph H H CHCHCH), Pr H F F OH H H
X-29-5 p-Br-Ph H H CH:Ph Pr H F T OH H 1
X-29-6 p-Br-Ph H H CHyindol3-yI Pr H F F OH H H
X-29-7 p-BrPh H H CHCHSCH; Pr H F F OH H H
X-28-8 p-BrPh * H ¥ Pr H F F OH H H

*R? and R joined together by (CHy)s to form five-membered ring.

Table

X-30.
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Ne R R° R* R® R”" R R* X v R R
X-30-1 pI-Ph H H H P’r H F F OH H H
X-386-2 p-d-Ph H H CH Pr H F F OH H H
X-38-3 p-I-Ph H H  CH(CH:), Pr H F F OH H H
X-30-4 pf-Ph H H CHCHCH), Pr H F F OH H H
X-36-5 pd-Ph H H CHPh Pr H F F OH H H
X-36-6 p-I-Ph H H CHyindol3-y1 Pr H F OH H H
X-36-7 pI-Ph H H CHCHSCH: Pr H F F OH H H
X-30-8 p-l-Ph ¥ H ¥ ’r H F F OH H H
*R” and R joined together by (CHy); to form five-membered ring,
Table X-31.

Ne R' R® R® RP R R R* x v R ®
X-31-1 CH; H H "By H F F OH H
X-31-2 CH. #H H  CH; "Bu H OH H H
X-31-3 CH: H H  CH(CH), Bu H F F OH H H
X-3t4 CH: H H CHCH(CH:):. "Bu H F F OH H H
X-31-8 CH, H# H CHPh "By H F F OH H H
X-31-6 CH; H H CHpindol-3-yl "By H OH H H
X-31-7 CH; H H CHCHSCH; “Bu H F OH H H
X-31-8 CH; * H ¥ By H F F OH H H
*R” and R joined together by (CH; ) to form five-membered ring.
Table X-32.

Ne R'RT OR® R R* R R X Y R R
X-32-1 Et H H "By H F F OH H H
X-32-2 Bt H H CH; "My H F F OH H H
X-32-3 B+ H H  CH(CH:): "Bu H F F OH H H
X-32«4 Et H H CH(CH(CH:» "Bu H F F OH H H
X-32-8 Bt H H CHpPh "By H F F OH H H
X-32-6 Ft H H CHyindol3-yl "By H F F OH H H
X-32-7 Et H H CH.CHSCH; "By H F F OH H H
X-32-8 Et ¥ H ¥ By H F F OH H H

*R” and R™ joined together by (CHa) to form five-membered ring.
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Table X-33.

o R R° R* RV R R R" X v R R
X-33-F pr H H H By H F F OH H H
X-332 Pr H H C(H; By H F F OH H H
X-333 Pr H H CH(CH3;), "By H F F OH H H
X-33-4 Pr H H CHCH(CH::, "Bu H F F OH H H
X-33-5 Pr H H CH.,Ph "Bu H F F OH H H
X-336 Pr H H CHyrindol3-y! "Ba H F F OH H H
X-337 Pr H H CHCHSCH: "Bu H F F OH H H
X338 Py * H ¢ "By H F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table X-34.

Ne R° R° R™ R™ R rRXY R R
X-3¢-¥ Bu H H H Wy H F F OH H H
X-34-2 Bu H H CH; "u H F F OH H H
X-34-3 Bu H H CH({CH) By H F ¢GH H H
X-34-4 By H H CHCH(CH:), "Bu H F OH H H
X-34-3 By H H CHPh By H F F OH H H
X-34-6 Bu H H CHeindol3-yl "Bu H F OH H H
X-34¢-7 Bu H H CHCH,SCH: "Bu H F OH H H
X-34-8 By * H * "Ry H F Od H H
*R* and R joined together by (CH,); to form five-membered ring.
Table X-35.

Ne R° R R RT R R R X v R R
X-351 Ph B O H “‘Bu H F F OH H H
X-35-2 Ph H H (H; 'Bu H F F OH H H
X-353 Ph H H CH(CH;), "By H F F OH H H
X-3%4 Ph H H CHCHCH:). "Bu H F F OH H H
X-358 Ph H H CHPh "Bu H F F OH H H
X-356 Ph H H CHyeindol3-y1 "Ba H F F OH H H
X-357 Ph H H CHXCHSCH; "Ba H F OH H H
X-35-8 Ph * H ¥ “By H F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X-386.

P R’ R R* RV R" R RO XY R R
X-36-1 p-Me-Ph H H H "By H F F OH H H
X-36-2 p-Me-Ph H H CH; Bu H F F OH H H
X-36-3 p-Mc-Ph H H  CH(CH: "By H F OH H H
X-36-4 p-Me-Ph H H CHCH(CH:);, "By H F OH H H
X-36-5 p-Me-Ph H H  CH:Ph "Bu H F F OH H H
X-36-6 p-Me-Ph H H CHeindol3-yl “Bu H F F OH #H H
X-36-7 p-Me-Ph H H CH:CH,SCH; "Bu H F F OH H H
X-36-8 p-Me-Ph * H * "Bu H F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X-37.

Ne R’ R® R R” R" R R Xy R ®

X374 p-F-Ph o H H O H "Bu H F F OH H H

X372 p-F-Ph H H CH, "By H F F OH H H

X-37-3 p-F-Ph H H CH(CH "By H OH H H

X-37-4 p-F-Ph H H CHCH(CH;)» "Bu H F OH H H

X-37-8 p-F-Ph H H CH.Ph By H F F OH H H

X-37-6 p-F-Ph H H CHpindol3-yl "Bu H F OH H H

X-37-7 p-F-Ph H H CHCHSCH: "Bu H F OH H H

X-37-8 p-F-Ph * H * "Bu H F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table X-38.

Ne R’ © R* R R* RO R XY R R
X-38-1 p-ClPh H H H "Bu 4 F [ OH H H
X-38-2 p-Cl-Ph H H CHs Bu H F F OH H H
X-38-3 p-Ci-Ph H H CH(CH;} "Bu H F F OH H H
X-38-4 p-Cl-Ph H H CHCH(CH;», "Bu H F F OH H H
X-38-8 p-Cl-Ph H H CHPh "Bu H F F OH H H
X-38-6 p-Cl-Ph H H CHpyindol3-yl "Bu H F F OH H H
X-38-7 p-C-Ph H H CHCHSCH: "Bu H F OH H H
X-38-8 p-Ci-Ph * H * “Bu H F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X-39.

P R’ R® R* R” R®" RN RO XY R R
X-39-1 p-Br-Ph H H H "Bu H ¥ F OH H H
X-39-2 p-Br-Ph H H CH; "Bu H F F OH H H
X-39-3 p-Br-Ph H H CH(CHj) "Bu H OH H H
X-39-4 p-Br-Ph H H CHXH({CH:;); "Bu H OH H H
X-39-5 p-Br-Ph H H CH:Ph "By H F F OH H H
X-39-6 p-Br-Ph H H CHyindol3-yl “Bu H F F OH H H
X-36.7 p-Br-Ph H H CHCHSCHs "Bu H F F OH H H
X-39-8 p-Br-Ph * H * "Bu H F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X-40.

Ne R’ R* R® R R" R RO XY R R
X-46-1 p-l-Ph H H H "Bu H F F OH H H
X-46-2 p-I-Ph H H CH; "Bu H F F OH H H
X-48-3 p-I-Ph H H CH{CHs) "By H F OH H H
X-46-4 p-I-Ph H H CHXCH(CHy), "Bu H F F OH H H
X-46-5 p--Ph H H  CHPh "By H F F OH H H
X-46-6 p-I-Ph H H CHyindol-3-yi "Bu H F OH H H
X-46-7 p-I-Ph H H CHXCHSCH; "Bu H F OH H H
X-48-8 p-I-Ph * H * Bu H F CH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X-41.

Ne ' R R R R" R R* X Y R R
X-4i-§ CHz; H H H Bz H F F OH H H
X-43-2 CHy H H (H; Bz H F OH H H
X-41-3 CH:. H H CH({CHy), Bz H F F OH H H
X-4i-4 CH; H H CHCH{(CH;», Bz H F ¥ OH H H
Xx-41-8 CHy H H CH,Ph Bz H F F OH H H
X-41-6 CH; H H CHyindol3yl Bz H F F OH H H
X-43-7 CH; H# H CHCHSCH: Bz H F F OH H H
X-43i-8 CH; * H 0 * Bz H F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X-42.

o R R® R® R" R* R R® X Y R PR
X-42-f Ft H H H Bz H F F OH H H
X-42-2 Bt H H CH; Bz H F F OH H H
X-42-3 Ft H H CH(CH;» Bz H F OH H H
X-42-4 Ft H H CH,CH(CH;;, Bz H F OH H H
X-42-5 Et H H CH.Ph Bz H F F OH H H
X-42-6 Bt H H CHyeindol3-yt Bz H F§ F OH H H
X-42.7 Bt H H CH(CHSCH; Bz H F F OH H H
X-42-8 Ft * H % Bz H F F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table X~4;§.

Ne R" R R* RT R* R" R® X v R PR
X-43-1 Pr H H H B H F F OH H H
X432 pr H H C(H; Bz H F F OH H H
X-43-3 pr H H CH(CH:;), B H F F OH H H
X-43-4 Pr H H CHCH(CH:). Bz H F F OH H H
X-43-8 pr H H CHPh Bz H F F OH H H
X-436 Pr H H CHyindol3-y1 Bz H F F OH H H
X-43-7 Pr H H CHCHSCH, Bz H F F OH H H
X-43-8 Py * H ¥ Bz H F F OH H H
*R? and R™" joined together by (CH;): to form five-membered ring.
Table X-44,

Ne R OR° R® R R* »F R* X v R R
X-44-f Bu H H H B H F F 0o H H
X-44-2 Bu H H CH; Bz H F OH H H
X-44-3 By H H CH(CH), B H F F OH H H
X-44-4 By H H CHCH(CH:);, Bz H F F OH H H
X-44-5 ‘By H H CHPh Bz H F F OH H H
X-44-6 Bu H H CHyindol3-y1 Bz H F OH H H
X-44-7 By H H CHXCH,SCH: Bz H F OH H H
X-44-8 Bu * H *¥ Bz H F F OH H H
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*R” and R™ joined together by (CHy)s to form five-membered ring,

Table X_4§.

Ne R' R R™ R" R" RO R® X Y R R
X-45-8 Ph H H H By H F F OH H H
X-45-2 Ph H H CH; B H F F OH H H
X-45-3 Ph H H CH({CH;), B H F F OH H H
X-45-4 Ph H H CHXH(CH:), Bz H F F OH H H
X-45-5 Ph H H CH/Ph Bz H F F OH H H
X-45-6 Ph H H CHeindol3-yl Bz H F F OH H H
X-45-7 Ph H H CHCHSCH;, Bz H F F OH H H
X-45-8 Ph * H * B H F F OH H H

*R” and R™ joined together by (CHy)s to form five-membered ring.

Tablc X~4(j.

No R’ R° R* R® R RF R* X ¥ R R
X-46-1 p-Me-Ph H H H Bz H F F OH H H
X-46-2 p-Me-Ph H H CHs Bz H F F OH H H
X-46-3 p-Me-Ph H H  CH(CH:) Bz H F F OH H H
X-46-4 p-Me-Ph H H CHCH(CH:» Bz H F F OH H H
X-46-5 p-Me-Ph H H CHPh Bz H F ¥ OH H H

X-46-6 p-Me-Ph H H CHeindol3-yl Bz H F F OH H H
X-46-7 p-Me-Ph H H CH.CHSCH, Bz H F F OH H H
X-46-8 p-Me-Ph * H ¥ Bz H F F OH H H

(&3

*R” and R joined together by (CHy)s to form five-membered ring.

Table Xméi-?.

Ne R’ R® R™ R™ " R R X Y R R
X-47-1 p-F-Ph H H H Bz H F F OH H H
X-47-2 p-F-Ph H H CH; Bz H F F OH H H
X-47-3 p-F-Ph H H CH(CH:): Bz H F F OH H H
X-47-4 p-F-Ph H H CHCH(CHs) Bz H F F OH H H
X-47-3 p-F-Ph H H CH:Ph Bz H F F OH H H

X-47-6 p-F-Ph H H CHeindol3yt Bz H F F OH H H
X-47-7 p-F-Ph H H CHCH.SCH: Bz H F F OH H H
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Ne R

R?

R’a Rib

R R OR® X v

R’,’ R8

X-47-8 p-F-Ph

*

H

*

Bz H

F

F OO H

151

*R* and R joined together by (CH,)s to form five-membered ring.

Table X-48,
Ne R R° R® R R " R® X v R R
X-48-1 p-Cl-Ph H H H B H F F OH H H
X-48-2 p-Cl-Ph H H CH; Bz H F F OH H H
X-48-3 p-Cl-Ph H H CH(CH:), Bz H F OH H H
X-48-4 p-Cl-Ph H H CHCH(CH:) Bz H F OH H H
X-48-%5 p-Cl-Ph H H CH)Ph Bz H F OH H B
X-48-6 p-Ci-Ph H H CHeindol3-yt Bz H F §F OH H H
X-48-7 p-Ci-Ph H H CHCHSCH:; Bz H F F OH H H
X-48-8 p-Cl-Ph * H * Bz H F OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table X-49.
Ne R R° R® R R R R”® X Y R PR
X-49-1 p-Br-Ph H H H Bz H F F OH H H
X-48-2 p-Br-Ph H H (Hs B H F F OH H H
X493 p-Br-Ph H H CH({CH:) Bz H F ¥ OH H H
X-49-4 p-Br-Ph H H CHCH(CHy), Bz H F OH H H
X495 p-Br-Ph H H CHPh Bz H F F OH H H
¥-49-6 p-Br-Ph H H  CHridol3yl Bz H F F OH H H
X-4%-7 p-Br-Ph H H CHXCH,SCH; Bz H F F OH H H
X-49-8 p-Br-Ph * H * Bz H# F F OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table X-50.
Ne R R° R® R " ‘" " X vy R R
X-5-% pi-Ph H H H B2 H F F OH H H
X-56-2 p-I-Ph O H CIh Bz H F OH H H
X-50-3 pIPh H H CH({CH:) Bz H OH H H
X-50-4 p-l-Ph H H CHCH(CH:), Bz H F OH H H
X-86-5 p-i-Ph H H CH,Ph Bz H F F OH H H
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Ne R R° R* R® R = " X v R R
Xe80-6 p-I-Ph H H  CHpindol3yl Bz H F F OH H H
X-56-7 pl-Ph H H CHCHSCH;, Bz H F F OH H H
X-56-8 p-I-Ph * H * Bz H F F OH H H

*R” and R joined together by (CHa b to form five-membered ring.

0
RS
NH
R 0
RSa
CO,R?
Xi

Table X1-1. ] ] )
Ne R R* R*® R® R r R X v R R
Xi-t-f CH; H H H CH; H H F OH H H
Xi-i-2 CH, H H (H CH, H H F OH H H
Xi-1-3 CH, H H  CH(CHy) CH, H H F OH H H
Xi-i-4 CH, H H CHCHCH;, CH, H H F OH H H
Xi-i-5 CH; H H CH.Ph (H;, H H F OH H H
Xi-1-6 CH: H H (H.indok3yi CH: H H F OH H H
Xi-t-7 CHy H H CH.CH,SCH; CH; H H F OH H H
Xi-1-§ CH; * H ¥ CHy H H F OH H H
*R” and R™ joined together by (CH;); to form five-membered ring.
Table X1-2. ]
Ne R’ R* R* R® R ®» R X v R R
¥i-3-1 Ft H H H CH; # H F OGH H H
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A

Ne rR' R® R® R® R R R XY R R
Xi-2-2 Et H H CH: CHy H H F OH H H
Xi-2-3 Bt H H CH(CH:) CHy H H F OH H H
Xi-2-4 Bt H H CHCH({CH), CH, H H F OH H H
Xi-2-8 Bt H H CHPh CH; H H F OH H H
Xi-2-6 Ft H H C(Hyindol3vi CH, H H F OH H H
X§-2-7 Bt H H CHCHSCH; (H; H H F OH H H
X§-2-8 Bt * H ¥ CH; H H F OH H H

*R* and R joined together by (CH,)s to form five-membered ring.

Table XI-3.
1

Ne rRI' R R™ R R" R R XY R R
Xi3-1 pr H H H CH;: H H F OH H H
Xi3-2 Pr H H CH; CHy H H F OH H H
Xi3-3 Pr H H  CH(CH:): CHy H H F OH H H
Xi3-4 Pr H H CHCH(CH:), CH, H H F OH H H
X135 Pr H H CH.Ph CH: H H F OH H H
XE3-6 Pr H H CHyeindol3-yl CH, H H F OH H H
XI-3-7 Pr H H CHCHSCH; CH; H H OH H H
Xi-3-8 Pr ¥ H ¥ CHy H H F OH H H

*R” and R joined together by (CH,)s to form five-membered ring.

Table X1-4.
1

Ne rR!' R* R® RP R" R R XY R R
Xi4-1 By H H H CH: H H F OH H H
Xi-4-2 Bu H H CH; CH: H H F OH H H
Xi{-4-3 By H H CH(CH:) CHy H H F OH H H
Xi4-4 Bu H H CHCHCH), CH H H F OH H H
Xi-4-5 'Bu H H C(HPh CH; H H F OH H H
Xi-4-6 By H H CHyindol3-yl CH; H H F OH H H
Xi-4-7 By H H CHCHSCH: CH; H H F OH H H
Xi-4-8 By * W * CH; H H F OH H H

*R? and R

Table X1-5.

joined together by (CHz ) to form five-membered ring.
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Ne R' r* R® R® R" ®” R XY R R
Xi-5-f Ph H H H CHy, H H F OH H H
Xi-5-2 Ph H H CH, CH: H H OH H H
Xi-5-3 Ph H H CH{CHjy CH; H H F OH H H
Xi-5-4 Ph H H (CHCH({CHy)y, CH: H H F OH H H
Xi-5-% Ph H H CHyPh CH;, H H F OH H H
Xi-5-6 Ph H H CHyindol3-yl CH; H H OH H H
Xi-5-7 Ph H H CHCH)SCH; CH; H H F OH H H
X§-5-8 Ph ¥ H * CHy H H F OH H H

*R” and R joined together by (CHy); to form five-membered ring,

Table XI-6.

Ne iy RY R® R R* R” R®* X v R ®
Xi-6-1 p-Me-Ph H H H CH; H F OH H
Xi-6-2 p-Me-Ph H H CH: CH;: H H F OH H H
Xi6-3 p-Me-Ph H H  CH(CHy) CH;: H H F OH H H
Xi6-4 p-Me-Ph H H  CHCH(CH:p CHs H H F OH H H
Xi6-5 p-Me-Ph H H CHPh CH; H H F OH H H
Xi-6-6 p-Me-Ph H H CHyindol-3-yl CH: H H F OH H H
Xi6-7 p-Me-Ph H H CHXCHSCH; CH: H H F COH H H
Xi-6-8 p-Me-Ph * H 0 * CH: H H F OH H H
*R” and R joined together by (CH; ) to form five-membered ring.

Table XI1-7.

Ne R’ R* R® R R" R R XY R R
Xi-7-1  p-F-Ph H CH; H H F OH H H
Xi7-2 pF-Ph H H  CHs CHy H H F OH H H
XE7-3 p-F-Ph H H o CH(CHip CHy H H F OH H H
Xp7-4 p-F-Ph H H CHCHCH;)» CH; H H F O H H
Xi-7-6 p-F-Ph H H CH:Ph CHy; H H OH H H
Xi-7-7  p-F-Ph H H CHe-fnded3-yl CH; H H F OH H H
Xi-7-8  p-F-Ph H H CHCHSCH; CH; H H F OH H H
X726 p-FPh * H % CH: H H F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table XI-8.

P R' R® R* R R" R R X vy R R
Xi-8-1 p-Cl-Ph H H H CH; H H F OH H H

Xi8-2 pClPh H ®H CH; CH; H H OH H H

Xi8-3 p-Cl-Ph H H CHCH:), CH, H H OH H H

Xi-8-4 p-Ci-Ph H H CHCH{CH:) CH; H H OH H H

Xi-8-8 p-Cl-Ph H H  CHPh CHy H H OH H H

Xi-8-6 p-Cl-Ph H H CHe-imdol3-yl CH; H H F OH H H

XI-8-7 pCi-Ph H H CHCHSCH: CH; H H F OH H H

Xi-§-8 pCi-Ph * H 7 CH;s H H F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table X3-9.

Ne R' R® R* R” R* R XY R R
X2 p-Br-Ph H H H CH:. H H F OH H H
Xi-9-2 p-Be-Ph H H CH; CH; H H F CH H H
X1-9-3 p-Br-Ph H H CH(CH:), CH, H H F OH H H
X394 pBr-Ph H H CHCH{CHy), CH; H H ¥ OH H H
Xi9-6 p-Br-Ph H H CHPh CHy: H H F OH H H
X397 p-Br-Ph H H CHpmdel3yl CH; H H F OH H H
X1-9-8 p-Br-Ph H H CHXCH.SCH; CHs H H F OH H H
Xi-9-26 p-Br-Ph * H * CH; H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X1-10.

Ne R' R* R* R R® R R X v R R

XE-16-1 p-i-Ph O H H Ci; H H F OH H H

Xi-i0-2 p-I-Ph H H  CHs Cd;, H H F OH H H

Xi-16-3 p-I-Ph H H  CH(CHy) CH, H H F OH H H

Xi-10-4 p-I-Ph H H CHCH({CH;), CH; H H F OH H H

Xi-10-5 p-f-Ph H H  CH:Ph CH, H H F OH H H

Xi-10-6 p-I-Ph H H CHpindol3-yl CH; H H F OH H H

Xi-16-7 p-I-Ph H H CH.CHSCH; C(CH; H H OH H H

X§-16-8 p-I-Ph * H 7 CH; H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI-11.

P R' R° R*® R R" R R®* X v R R
Xi-131-1 CH; H H H B H H F OH H H
Xi-13-2 CH; H H CH; B H H F OH H H
Xi-13-3 CH; H H  CH(CH:) B H H F OH H H
Xi-#f-4 CH; H H CHCH(CH:), & H H F OH H H
Xi-18-8 CH; H H  CH:Ph Et H H F OH H H
Xi-i1-6 CH; H H  CHeindol3-vl Et H H F OH H H
XBi3-7 CH; H H O OCHCHSCH:; Et H H F OH H H
Xi-1i-8 CH; * H % ¥t H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table XI-12.

Ne R' R* R® R " R R* X Y R PR
Xi-12-1 Et H H H EE H H F OH H H
Xi-12-2 Et H H (H; Bt H H F OH H H
Xi-12-3 Er H H CH(CH:)» Bt H H F OH H H
Xi-12-4 Et H H CCHXCH(CHsy, Et H H F OH H H
Xi-i2-8 Ft H H CH,Ph Frt H H F OH H H
XBi2-6 Et H H CHymdol3-yt Et H H F OH H H
Xi-12-7 HEt H H CHCH,SCHs Et H H F OH H H
Xi-12-8 Ht * H 0¥ B H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-13.

Ne R' R R* R” R" " B® X Y R R
Xi-i3-1 Pr H H H Et H H F OH H H
Xi-i3-2 Pr H H CH; Et H H F OH H H
Xi-13-3 Pr H H  CH(CHs): Et H H F OH H H
Xi-13-4 Pr H H  CH.CH(CH), B H H F OH H H
Xi13-5 Pr H H CHPh EE H H F OH H H
XI-13-6 Pr H H CHy-indol-3-yvt Bt H H F OCH H H
Xi-13-7 Pr H H CHCHSCH. Ft H H F OH H H
X§-13-8 pr * H ¥ B H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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B R R° R® R” R* % R® X ¥ R &
Xi-14-1 Bu H H H Ht H H F OH H H
Xi-14-2 ‘Bu H H CH; Et H B F OH H B
Xi-14-3 By H H CH(CH), B H H F OH H H
Xi-14-4 Bu H H CH(HCH), B H H F OH H H
Xi-14-5 ‘Bu H H CH,Ph B H H F OH H H
%x1-14-6 ‘By H H CHy-indol-3-yl  Et  H H F OH H H
X1-14-7 Bu H H CH;CH,SCH; Et H 151 F OH H 151
Xi-14-8 Bu * H * Et H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table XI-15.
Ne R'" R® R* R R R R* X v R R
Xi-15-1 Ph H H O H EE H H F OH H H
Xi-15-2 Ph H H CH, EE H H F OH H H
Xi-15-3 Ph H H CH(CH;)p Et H H F OH H H
Xi-1%-4 Py H H CHCH(CH;), Ft H H F OH H H
Xi-i185 pp H H CHyPh FEE H H F OH H H
Xi-15-6 Ph H H CHyndol3yt Et H H F OH H H
Xi-15-7 Ph H H CHCHSCH: Et H H F OH H H
Xi-15-8 Ph * H ¥ B H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-16.
Ne R' R* R® R™ " R R* X v R R
Xi-16-1 p-Me-Ph H H H B H H F OH H H
Xi-16-2 p-Me-Ph H H O Bt H H F OH H H
Xi-16-3 p-Me-Ph H H CH(CH:) Et H H F OH H H
Xi-16-4 p-Me-Fh H H CHCHCH;), £t H H F OH H H
Xi-16-5 p-Me-Ph H H  CHyPh Et H H F OH H H
Xi-16-6 p-Me-Ph H H CHpindol3-yi Bt H H F OH H H
Xi-16-7 p-Me-Ph H H CHCH.SCH: B H H F OH H H
X}-16-8 p-Me-Ph * H * Et H H F OH H H
*R” and R joined together by (CH,); to form five-membered ring.
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Table XI-17.

o R' R® R® R" R*" " R® X v R &
Xi-17-1 p-F-Ph H H H Bt H H F OH H H
Xi-37-2 p-F-Ph H H O Ft H H F OH H H
Xi-17-3 p-F-Ph H H CH(CH), Ft H H F OH H H
Xi-17-4 p-F-Ph H H CHCH(CH), Ft H H F OH H H
Xi-17-5 p-F-Ph H H  CHPh ¥ H H F OH H H
Xi-17-6 p-F-Ph H H  CHp-indel-3-yi Et H H F OH H H
XP-17-7 p-F-Ph H H CHCHSCH; Et H H F OH H H
Xi-17-8 p-F-Ph * H * Et H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI-18.

Ne R' R® R® R R" " R* X v R R
X181 pClPh H o H Et H H F OH H H
Xi-18-2 p-Cl-Ph H H CH; £ H H F OH H H
Xi-18-3 p-Cl-Ph H H CH(CH:) Et H H F OH H H
Xi-88-4 p-Cl-Ph H H CH.CH(CH;), Et H H F OH H H
XE18-8 pC-Ph H H CHyPh Ftr H H F OH H H
X3-18-6 p-CkPh H H  CHyindol3yl Et H H F OH H H
X1-18-7 p-Cl-Ph H H CHCHSCH; Et H H F OH H H
Xi-18-8 pCl-Ph * H % ¥t H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X1-19.

Ne R' R® R* R” " B R* X v R R
Xi-19-1 p-Be-Ph H H H EE H H F OH H H
Xi-19-2 p-Br-Ph H H CH; EtE H H F OH H H
Xi-19-3 p-Br-Ph H H CH(CH:), Et H H F OH H H
Xi-19-4 p-Br-Ph H H CHCH({CH;), ¥ H H F OH H H
Xi-19-5 p-Br-Ph H H CH.Ph EE H H F OH H H
Xi-1%6 p-Br-Ph H H CHyindol3wl Ft B H F OH H H
Xi-1%-7 p-Br-Ph H H CHCH,SCH, Et H H OH H H
X3-19-8 p-BePh * H 7 Et H BH OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X1-20.

B R' R~ R” RV R" ¥ R® X Y R R
Xig20-1 p-l-Ph H O H H Fe H H F OH H H
X£20-2 pel-Ph H O OH CHy Ft H H F OH H H
X{20-3 p-I-Ph H H  CH(CH.): Bt H H F OH H H
Xi-26-4 p-I-Ph H H CHCH{CH;); Bt H H ¥ OH H H
Xi-20-5 p-i-Ph H H  CH:Ph EE H H F OH H H
X§-20-6 p-i-Ph H H CHeindol-3-yl Et H H F OH H H
X1-26-7 p-I-Ph H H CH.CHSCHs Et H H F OH H H
Xi-26-8 pI-Ph * H % e H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table X1-21.

Ne R' R* R® R R B R* X v R R
X211 CHy HOH H Pr H H F OH H H
Xi-28-2 CH; H H CH; T H H F OH H H
Xi-28-3 CH; H H CH(CH;) Pt H H F OH H H
Xi-28-4 CH; H H CHCH{CH:), Pr H H F OH H H
X§2%-8 CHy H H  CH.Ph Pr H H F OH H H
XB2t-6 CH; H H  CHy-indol-3-v1 Pr H H F OH H H
Xi-23-7 CH; H H CHCHSSCH; Pr H H OH H H
Xj-21-8 CH, * H Pr H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-22.

Ne R' »° R® R R* R R* X VY R R
Xi-22-f Bt H H H r H H F OH H H
Xi-22-2 Bt H H CH; T H H F OH H H
Xi-22-3 Et H H (CH{CH:) Pr H H F OH H H
Xi-22-4 Et+ H H CHCH{CH;), ’tr H H F OH H H
Xi-22-8 B+ H H C(CH.Ph Pr H H F OH H H
Xi22-6 Ft H H  CHindol-3-yt r H H F OH H H
Xi-22-7 Bt H H CHCH,SCH: ™ H H F OH H H
Xi-22-8 Et * H ¥ ’r H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X1-23.

o R' R° R® R® R* R R®* X v R R
Xi-23-4 Pr H H H Pr H H F OH H H
Xi-23-2 pr H H (H, Pr H H F OH H H
Xi-23-3 pr H H  CH(CH), Pr H H F OH H H
Xt-23-4 Pr H H C(HCH(CH;), Pr H H F OH H H
X1-23-5 Pr H H CH.Ph Pt H H F OH H H
Xi-23-6 Pr H H  CHyindol3yl Pr H H F OH H H
X[23-7 Pr H H CHCHSCH:. Pr H H F OH H H
Xi23-8 Py * H % Pr H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table X1-24.

Ne R' R* R® R® R R P X v r» R
Xi-24-1 'Bu H B H TrH H OF OH H H
Xi-24-2 Bu H H CH; Pr H H F OH H H
Xi-24-3 ‘Bu H H CH(CH:), Pr H H OH H H
Xi-24-4 By H H CHCH(CH), Pr H H OH H H
XE-24-5 By H H CHPh ’r H H F OH H H
X1-24-6 ‘Bu H H CHpindol3yl r H H F OH H H
Xi-24-7 ‘Bu H H CHCH,SCH; v H# H F OH H H
Xi-24-8 ‘Bu * H * Pr H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-25.

Ne R' ®R® B® R R" " R* X v R R
Xi-25-1 Ph H H H ’r H H F OH H H
Xi-25-2 Ph H H CH; P’r H H F OH H H
Xi-25-3 Ph H H CH(CH:), v H H F OH H H
Xi-25-4 Ph H H CHCHECH), P H H F OH H H
X3i-25-5 Ph H H CH,Ph Pr H H F OH H H
Xi-25-6 Ph H H CHyindol3yt P H H F OH H H
X1-25-7 Ph H H CH,CHSCH:. ™ H H F OH H H
Xi-25-8 Ph * H % P’ H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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o R' R R R™ R* " R* X Y R R
Xi-26-1 p-Me-Ph H H H Pr H H F OH H H
Xi-26-2 p-Me-Ph H H CH; Pr H H F OH H H
Xi-26-3 p-Me-Ph H H CH(CH:) Pr H H F OH H H
Xi-26-4 p-Me-Ph H H CHCH(CH:), Pr H H F OH H H
X1-26-3 p-Me-Ph H H CHPh Pr H H F OH H H
X1-26-6 p-Me-Ph H H  CHeindol3yt Pr H H F OH H H
X3-26-7 p-Me-Ph H H CHCH:SCH: Pr H H F OH H H
Xi-26-8 p-Me-Ph * H * Pr H H F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table Xi-27.

Ne R' R® R® R " R R® X v R R”R

Xi-27-1 p-F-Ph H H H Pr H W OF OH H H

Xi-27-2 p-F-Ph H H CH; Pr H H F OH H H

Xi-27-3 p-F-Ph H H CH(CH;), Pr H H F OH H H

Xi-27-4 p-F-Ph H H CHCH(CH:). Pr H H F OH H H

X1-27-% p-F-Ph H OH o CHPh Pr H H F OH H H

X3-27-6 p-F-Ph H H  CHpindol3yl Pr H H F OH H H

Xi-27-7 p-F-Ph H H CHXCHSCH; Pr H H F OH H H

Xi-27-8 p-F-Ph * H * Pt H H F OH H H

*R” and R joined together by (CH,)s to form five-mermbered ring.

Table Xi-28.

Ne R' R® R* R” R" B R® Xx v R R
Xi-28-1 p-Cl-Ph H H H r H H F OH H H
Xi-28-2 p-Cl-Ph H H CH; Pr H H F OH H H
Xi-28-3 p-Cl-Ph H H  CH(CHs) r H H F OH H H
X§-28-4 p-Cl-Ph H H CHCH(CH), Pr H H F OH H H
Xi-28-5 p-Cl-Ph H H CHPh Pr H H F OH H H
X3-28-6 p-Cl-Ph H H CHyindol3yi Pr H H F OH H H
X3-28-7 p-Cl-Ph H H CHCHSCH; Pr H H F OH H H

X3-28-8 p-ClPh * H ¥ ’r H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X1-29.

o R' R° R” R" R* "R * X v R R
X§-29-1 p-BrPh H H H Pr H H F OH H H
X§-29-2 p-Br-Ph H H CH; Pr H H F OH H H
Xi-29-3 p-Br-Ph H H CH(CH;) Tr H H F OH H H
Xi-29-4 p-Br-Ph H H CHCH(CH:), Pr H H F OH H H
XE-29-3 p-Br-Ph H H CHPh ’r H H F OH H H

X§-29-6 p-Br-Ph H H CHyindol3-y! Pr H H F OH H H
X[-29-7 p-Br-Ph H H CHCH.SCH: Pr H H F OH H H
Xi-29-8 p-Br-Ph * H Pr H H F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI-30.

Ne R! R R™ R® R*" R R X v R R
Xi-30-1 p-l-Ph H OH H P’r H H F OH H H
Xi-30-2 pI-Ph H H CH: P’r H H F OH H H
Xi-30-3 p-I-Ph H H CH(CH:) ’r H H F OH H H
Xi-30-4 p--Ph H H CHCH(CHs, Pr H H F OH H H
X1-30-5 p-l-Ph H H  CH:Ph 'r W H F OH H H

XI-30-6 p-L-Ph H H CHpindol3-yl Pr H H F OH H H
Xi-36-7 p-l-Ph H H CHCHSSCH; Pr H H F OH H H
X1-30-8 p-l-Ph ¥ H ¥ Pr H H F OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table XI-31.
1

Ne R' RrR® R® R” R®" R RO XY R R
Xi-31-1 CH; H H H "y H H F OH H H
Xi-31-2 CH, H H CH, "By H H F OH H H
Xi-31-3 CH, H H  CH(CH;), "By H H F OH H H
Xi-31-4 CH; H H CH.CH(CH:), "By H H F OH H H
XI31-8 CH, H H CHPh "Bu H H F OH H H
Xi-31-6 CH; H H CHyindol3-yl "Bu H H F OH H H
X§-31-7 CH; H H CH,CHSCH; "Bu H H F OH H H

X318 CHy ¥ H ¥ "u H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI-32.
1

o R' R° R* R® r R RXY R R
Xi-32-1 Bt H H H "y H H F OH H H
Xi-32-2 Bt H H C(H, "By H H F OH H H
Xi-32-3 Bt H H CH(CH:), "By H H F OH H H
Xt-32-4 Bt H H (H(CH(CH;), "Bu H H F OH H H
Xi-32-8 Bt H H CH.Ph "By H H F OH H H
X3-32-6 Et H H CHrindol3-yl "Bu B H F OH H H
X§-32-7 Bt H H CHCHSCH; "Bu H H F OH H H
X1-32-8 Et * H ¥ My H H F OH H H

) 15
*FRand R

Table XI-33.

joined together by (CH;)s to form five-membered ring.

Ne R' R® R® R R* R R XY R R
X331 Pr H H H "My H H F O H H
Xi-33-2 Pr H H CH; "Ry H H F OH H H
X1-333 Pr H H CH(CH), "By H H OH H H
XE33-4 Pr H H CHCH(CH), ™u H H F OH H H
X133-5 pr H H CHPh "By H H F OH H H
X1-33-6 Pr H H CHyeindol3-yl "By H H F OH H H
Xi-33-7 Pr H H CHCHSCH: "By H H OH H H
Xi-33-8 Pr * H % By H H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-34.

Ne R' ®rRY p® R R R R* X v R R
Xi-3¢-f By H T H By H H F OH H H
Xi-34-2 Bu H H CH; "Bu H H F OH H H
Xi-34-3 ‘By H H CH{(CH;) "By H H F OH H H
Xi-34-4 By H H CHCHICH). "Bu H H F OH H H
Xi-34-5 ‘Bu H H CHPh "Bu H H F OH H H
X§-34-6 Bu H H (CHyindol3yl "Bu H H F OH H H
Xi-34-7 Bu H H CHCHSCH: "By H H F OH H H
X§-34-8 ‘Bu * H * "By H H F OH H H

*R” and R joined together by (CH,): to
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Table XI-35.

o R' R° R®* R” R* R R" X Y R R
Xi-35-1 Ph H H H My H H F OH H H
Xi-35-2 Ph H H (H; By H H F OH H H
Xi-35-3 Ph H H CH(CH)), "By H H F OH H H
X{3%-4 Ph H H CHLH(CH:), "™Bu H H F OH H H
Xi-3%-5 Ph H H CHyPh "Bpg H H F OH H H
Xi-3%-6 Ph H H  CHyindol3-yi "Bu H H F OH H H
XE-35-7 Ph H H CHCHSCH: "By H H F OH H H
Xi-35-8 Ph * H * "Bu H H F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI-36.

Ne R' R® R* R R R R XY R R/
Xi-36-1 p-Me-Ph H H H "By H H 7 OH H #H
Xi-36-2 p-Mce-Ph H H CH; "Bu H H F OH H H
XE36-3 p-Me-Ph H H CH(CH:p "Bu H H CH H H
X1-36-4 p-Me-PFh H H CHCH(CH;);, "Bu H H OH H H
XE36-5 p-Me-Ph H H  CHPh My H H F OH H H
Xi-36-6 p-Me-Ph H H  CHeindol3-yl "Bu H H F OH H H
Xi-36-7 p-Me-Ph H H CH;CH:SCH; "Bu H H OH H H
Xi-36-8 p-Me-Ph * H ¥ "By H H F OH H H
*R” and R joined together by (CH,)s to form five-mermbered ring.

Table XI-37.

N R' RY RY R® R R R XY R R

Xi-37-1 p-F-Ph H H H "By H O F OH H H

Xi-37-2 p-F-Ph H H CH; "By H H F OH H H

Xi-37-3 p-F-Ph H H CH{CH) "By H H F OH H H

Xi-37-4 p-F-Ph H H CHCHCH:), "Bu H H F OH H H

XE37-5 p-FePh o HOHO CHPh "u H H F OH H H

XI-37-6 p-F-Ph H H CHpindol-3-yi "Bu H H F OH H H

X§-37-7 p-F-Ph H H CHCHSCH; "Bu H H F OH H H

X§-37-8 p-F-Ph * H * "By H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI-38.

P R' R® R® R R" R R X Y R R
Xi-381 p-Cl-Ph H H H By H H F OH H H
X382 p-ClPh H ®H CH; By H H F OH H H
XE38-3 p-Cl-Ph H H  CH(CH:) "Bu H H F OH H H
XE-38-4 p-Cl-Ph H H CHCHCH:), "™e H H F OH H H
Xi-38-5 p-Cl-Ph H H  CH:Ph "By H H F OH H H
Xi-38-6 p-Cl-Ph H H CHeindol-3-vi "Bu H H F OH H H
X[-387 p-Cl-Ph H H CH.XCHSCH; "Bu H H F OH H H
Xi-38-8 p-Cl-Ph * H * "Bu H H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI-39.

Ne R' R® R* R” R* B R X vy R ®
X391 p-Br-Ph H H H "By H H F OH H H
X1-39-2 p-Be-Ph H H CiH; "By H H F OH H H
Xi-39-3 p-Br-Ph H H CH(CH:)n "By H H OH H H
Xi-39-4 p-Br-Ph H H CHCH(CH:)», "Bu H H OH H H
X395 p-Be-Ph H H  CHPh iy H H F OH H H
Xi-3%-6 p-Br-Ph H H CHpindol3yl "By H H F OH H H
Xi1-39-7 p-Br-Ph H H CHCH,SCH; "Bu H H OH H H
Xi-39-8 p-Br-Ph * H * "By H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X1-40.

Ne R' R* R* R R® R R XY R R

Xi-40-1 p-i-Ph O H H "By H H F OH H H

Xi-40-2 p-I-Ph H H CH; "Bu H H F OH H H

Xi-46-3 p-I-Ph H H  CH(CH:) "Bu H H F OH H H

Xi-40-4 p--Ph H H  CH,CH(CH;), "By H H F OH H H

Xi-40-5 p--Ph H H  CH:Ph "Bu H H F OH H H

XI-40-6 p-I-Ph H H CHyindol-3-yl "By H H F OH H H

Xi-40-7 p-l-Ph H H CH,CHSCH; "Bu H H F OH H H

X§-46-8 p-i-Ph * H 7 "o H H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table X1-41.

o R' R° R® R® R®* R R* X v R R
Xi-41-4 CH; H H H Bz H H F OH H H
Xi-41-2 CH; H H CH, Bz H H OH H H
Xi41-3 CH, H H CH(CH:), Bz H H OH H H
Xi41-4 CH; H H CHCH(CH:, Bz H H OH H H
Xi-41-5 CH; H H CH.Ph Bz H H OH H H
Xi-41-6 CH, H H CHe-indol3-yi Bz H H F OH H H
Xi-41-7 CH; H H CH,CHSCH; Bz H H F OH H H
Xi-41-8 CH, * H % Bz H H OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,
Table X1-42.

Ne R' ®* R® R R R XY R R
Xi{42-1 Bt H H H Bz H H F OH H H
X1-42-2 Et H H (H; Bxr H H F OH H H
X142-3 Bt H H CH(CH;), Bz H H F OH H H
Xi-42-4 Bt H H CHCH(CH;):, Bz H H F OH H H
XI-42-8 Bt H H CHPh Bz H H F OH H H
Xi-42-6 Bt H H CHyeindol3yl Bz H H F OH H H
Xi-42-7 Bt H H CHCH,SCH; Bz H H F OH H H
Xi-42-§ Et * H ¥ Bz H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-43.

Ne R' R® R® R R* ¥ R® X v R R
Xi-43-1 Pr H H H Bz H H F OH H H
Xi43-2 Pr H H CH; Bz H H F O0H H H
Xi-43-3 Pr H H CH(CH;): Bz H H F OH H H
Xi-43-4 Pr H H CH.CH(ICH;», Bz H H F OH H H
Xi-43-5 Pr H H CHPh Bz H H F OH H H
Xi-43-6 Pr H H (Hyindol3-yi Bz H H F OH H H
X1-43-7 Pr H H CHCHSCH:. Bz H H OH H #
Xi-43-8 Pr * H ¥ Bz H H F OH H H
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R and R™ joined together by (CH,); to form five-membered ring.

Table Xi-44.

Ne R'" R* R® R* R" R R® X Y R R
Xj-44-1 'Bu H H H Bz H H F OH H H
Xi44-2 Bu H H CHs Bz H H F OH H H
Xi-44-3 'Bu H H CH(CHs), B: H H F OH H H
Xidd-4 Bu H H CHCHCH;» Bz H H F OH H H
X445 ‘Bu H H CHFh Bz ¥ o F OH © H
Xi-44-6 ‘Bu H H CHe-indol-3-y1 Bz H# H F OH H H
X[-44-7 Bu H H CH(CH,SCH, Bz H H F OH H H
Xi-44-§ By * H * Bz H H F OH H H
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table XI-45,
Ne R' R® R® RT R" R R* X Y R R
Xi43-1 Ph H H H Bz H H F OH H H
Xi482 Ph H H CH; Bz H H F OH H H
Xi-45-3 Ph H H CH(CH:), Bz H H OH H H
Xi-45-4 Ph H H CHCH(CH;), Bz H H OH H H
Xi{-45-3 Ph H H CHPh B H H F OH H H
Xi-45-6 Ph H H Cieindol3-yi Bz I H F OH H H
X457 Ph H H CHCHSCH:. Bz H H F OH H H
Xi-45-8 Ph * H * Bz H H F OH H H
*R” and R™° joined together by (CHy). to form five-membered ring.
Table XI-46,
Ne R' R® R*™ R™ R R R X v R R
Xi-46-1 p-Me-Ph H H H Bz H H F OH H H
Xi-46-2 p-Me-Ph H H CH; B H H F OH H H
Xi-46-3 p-Mc-Ph H H CH(CH:: Bz H H F OH H H
Xi-46-4 p-Me-Ph H H CHCH(CH: Bz H H F OH H H
Xi-46-5 p-Me-Ph H H CHPh Bz H H F OH H H
Xi-46-6 p-Me-Ph H H  CHeindol3-yi Bz H H F OH H H
Xi-46-7 p-Me-Ph H H CH.CH.SCH: Bz H H F OH H H
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Ne R' R® R*® R™ R R XY R R
Xi-46-8 p-Me-Ph * H * Bz H H F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table X1-47.
Ne r' R® R® R R® R R* X v =rR R
Xi-47-1 p-F-Ph H H H Bz H H F OH H H
Xi-47-2 p-F-Ph H H  CHj B3z H H F OH H H
Xi-47-3 p-F-Ph H H  CH(CH:) Bz H H OH H H
Xi-47-4 p-F-Ph H H CHCH(CH:), Bz H H F OH H H
Xi-47-5 p-F-Ph H H CHPh Bz H H OH H H
Xi-47-6 p-F-Ph H H Chb-indel-3-yl Bz H H F OH H H
Xi-47-7 p-F-Ph H H CHCH3CH; Bz H H F OH H H
Xi-47-8 p-F-Ph * H * B H H F OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table X1-48,
Ne R' R® R® R" " R R* X Y R PR
Xi-48-1 p-Cl-Ph H H H Bz H H F CH H H
Xi-48-2 p-Cl-Ph H H  CHs Bz H H F OH H H
XI-48-3 p-Cl-Ph H H CH(Ci:h Bz H H F OH H H
XI-48-4 p-Cl-Ph H H CHCH(CH), Bz H H OH H H
Xi-48-5 p-Cl-Ph H H CH.Ph Bz H H F OH H H
Xi-48-6 p-Cl-Ph H H CHyindol3yt Bz H H F OH H H
Xi-48-7 p-Cl-Ph H H CHCHSCH: Bz H H F OH H H
Xi-48-8 p-Cl-Ph * H * Bz H H F OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table X1-40.
Ne R' R® R* R® R" " R® X v R ®
Xi-49-1 p-Br-Ph H H H Bz H H F OH H H
Xi-4%-2 p-Br-Ph H H CH; Bz H H F OH H H
Xi-49-3 p-Br-Ph H H CH(CH) Bz H H OH H H
Xi-49-4 p-Br-Ph H H CHCH{CH; Bz H H F OH H H
Xi-49-5 p-Br-Ph H H CHPh B H H F OH H H
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Ne R' R R® R® R R XY R’

Xi-49-6 p-Br-Ph H H CHyindol3yl Bz H H F OH H H
Xi-49-7 p-Br-Ph H H CHCH)SCH: Bz H H F OH H H
Xi-49-8 p-Br-Ph * H * Bz H H F OH H H

*R” and R joined together by (CHa b to form five-membered ring.

Table XI-50.

Ne R' R R RP R* R" R* X v R R
X1-50-1 p-I-Ph H H H Br H H F OH H H
Xi-50-2 p-I.Ph H H CH; Bz H H F OH H H
X§-56-3 p-I-Ph H  H CH(CH:) Bz H H F OH H H
X§-306-4 p-l-Ph H H  CHCH(CH:: Bz H H F OH H H
Xi-56-5§ p-l-Ph H H CHPh Bz H H F OH H H
Xi-56-6 p-I-Ph H H CHpindol3yl Bz H H F OH H H
X{-56-7 p-I-Ph H H  CHCHSCH: Bz H H F OH H H

X1-50-8 p--Ph * H * Bz H H F OH H H

(9

*R? and R joined together by (CHa ) to form five-membered ting.

0
NH
R’l

3b

e | 0
RSa T T

CO,R* UR

X1t

Table Xﬂ—l. ] _ ]
Ne B R' R® R® B R R XY ®r R
¥Xi-1-1 CH; H H H CH; N F F OH H H
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Ne R' R R” R” R B R XY R R
Xii-1-2 CH: H H C(CH; CHy Ns F F OH H H
Xi-1-3 CH; H H CH(CH:) CHy Ni F OH H H
Xi-1-4 CH; H H CHCH(CH;)», CH; N3 F F OH H H
Xi-1-8 CH; H H CHPh CHy; N F F OH H H
XH-1-6 CH; H H (Heindol3-vl CH: N3y F F OH H H
Xii-1-7 CH; H H (CHXCH,SCH:; CH: N; F F OH H H
Xil-1-8 CH; ¥ H * CHs Ny F F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table XH-2.

Ne R' R° R® R R" B R" XY R R
Xi-2-1 Et H H H CH; Ns F F OH H H
Xii-2-2 E+t H H CH; CHy; N F F OH H H
Xi-2-3 Bt H H CH(CH;) CHy; N3 F F OH H H
XH-2-4 Et H H CHCH{CH:)», CH; N3 F F OH H H
XH-2-5 Ft H H CHPh CHy N3y F F OH H #H
XH-2-6 Et H H CHiindol3+l CHy N3 F F OH H H
Xi-2-7 Ft H H CHCH,SCH; CH; N3 F OGH H H
Xig-2-8 R ¥ H ¥ CH; N F OH H H
*R” and R joined together by (CH,)s to form five-membered ring.
Table XI-3.

Ne R' R R* R” R B R XY R R
Xfi-3-1 Pr H H H CH; Ny F F OH H H
XH-3-2 Pr H H CH; CH; Na F F OH H H
XH-3-3 ‘Pr H H  CH(CH:) CH; N3 F F OH H H
X34 pr H OH CHCH{CHsy, CHy Nz F F OH H H
Xi-3-5 Pr U H CHPh CHy Ny F F OH H H
Xi-36 Pr H H CHr-indol-3-yl CHy N; F OH H H
Xi-3-7 Pr H H CHCHSCH, (CH, Ny F F OH H H
Xi1-3-8 pr ¥ H * CH; Ny F F OH H H

*R? and R

Table XIi-4.

~d

joined together by (CHz ) to form five-membered ring.
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Ne R' R° R® R® R ®”R R X v R R
Xil-4-1 By H 0 H CH; N F F OH H H
Xil-4-2 By H H CH CHy N. F F OH H H
Xi-4-3 ‘Bu H H CHCH:), CH: N; F F OH H H
XH-4-4 By H H CHCHCH), CH; Ny F ¥ OH H H
Xil-4-8 ‘Bu H H CHpPh CH, N;; F F OH H H
Xil-4-6 Bu H H CHyindol-3-yt CH; Nj F OH H H
Xi-4-7 By H H CHCHSCH; CHy Ny F F OH H H
Xil-4-8 By * H * CHy N: F F OH H H
*R” and R joined together by (CHy); to form five-membered ring,

Table XH-5.

Ne R' R* R™ R R" R R* x v RrR ®
Xi[-5-1 Ph H H H CH; N, F F OH H
Xi[-5-2 Ph H H CH: CH; N; F O H H
XH-5-3 Ph H B CH(CH:) CH; N F F OH H H
XH-5-4 Ph H H CHCHCH), CH; Ny F F OH H H
XH-3-5 Ph H H CHPh CH; N; F F OH H H
Xil-5-6 Ph H H C(Hpindok3-yl CH; N F F OH H H
Xi-5-7 Ph H H CHCHSCH; CH; Ny F F OH H H
Xf-5-8 Ph * H ¥ CH; N;, F F OH H H

*R” and R joined together by (CH; ) to form five-membered ring.

Table X11-6.

Ne R RS OR® RT R* R R X ¥ R R
XH-6-1 p-Me-Ph H H CH; N; F F OH H H
XH-6-2 p-Me-Ph H H CH; (Hy N; F ¥ OH H H
X0-6-3 p-Me-Ph H H  CHCH:): CH;y N;s F F OH H H
Xil-6-4 p-Mc-Ph H H CHILCH(CH): CH; Ny F F OH H H
Xi-6-3 p-Me-Ph H H CHPh CHy N: F OH H H
Xil-6-6 p-Me-Ph H H  CHyindol3-yl CH; Ns F F OH H H
Xil-6-7 p-Me-Ph H W CHCHSCH; CHy Ny F OF OH H H
XH-6-8 p-Me-Ph * H ¥ CH: N;, F F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table XI1-7.

P R' R® R R " R RP XY R R
Xy-71 p-F-Ph H H H CHy Ny F F OCH H H
X472 p-F-Ph H H CH CH; N F F OH H H
XM-7-3  p-F-Ph H H CHCH), CH; N, F OH H H
Xii-7-4 p-F-Ph H H CHCH({H;), CH; N F F OH H H
Xi-7-6 p-F-Ph H H  CHPh CHy Ny F F OH H H
XH-7-7  p-F-Ph H H  CHeindol-3-yl CH; Ny F F OH H H
XH-7-8 p-F-Ph H H CHCHSCH:; CH; N F F OH H H
Xi-7-286 p-F-Ph * H * CH; N2 F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XH-&.

Ne R' R® R* R" R* »R R® XY R R
X8 p-Cl-Ph H H H CHs Ny F F OH H H
X822 p-Cl-Ph H H (CH; CHs N F F OH H H
Xil-8-3 p-Cl-Ph H H CH(CH:) CH; N: F OH H H
X84 p-Cl-Ph H H CHCH(CHy), CHs Ny F F OH H H
XH-8-8 p-Cl-PRh H H CHPh CH; M: F F OH H H
XH-8-6 p-Cl-Ph H H  CHpmdol3-yI CH; Ny F F OH H H
XH-8-7 p-Ci-Ph H H CHCH,8CH; CHs N; F F OH H H
Xil-8-8 p-Ci-Ph * H 7 CH; Ny F F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X31-9.

Ne R’ R® RY R R® R XY R R
Xii-9-1 p-Br-Ph H H H CH; Ns F F OH H H
Xi-%2 p-Br-Ph H H CH; CH; N; F OH H H
XH-3-3 p-Br-Ph H H CH{CH;) CH, Ny F F OH H H
X0-9-4 p-Br-Ph H H CHCH(CH), CH, N; F F OH H H
X596 p-Br-Ph H H CHPh CH; Ny F F OH H H
XH-5-7 p-Br-Ph H H CHpindol3yl CH; Ny F F OH H H
Xi-5-8 p-Br-Ph H H CHXCHSCH; CH; N; F OF OH H H
Xi1-9-28 p-Br-Ph * H % CH; Ny F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.

- 279 -

Gilead Exhibit 2021
PGR2023-00046 - Page 00395



(&3

Table XI1-10.
1

P R R° R” R” " B R® XY R R
Xi-16-2 p-I-Ph H H H CH; N; F F OH H H
Xi-16-2 p-i-Ph H H CH; CH: Ns F OH H H
Xii-1¢-3 p-[-Ph H H CH(CH;) CH, N OH H H
Xi1-10-4 p-I-Ph H H CHCH(CH:), CH; N, OH H H
Xi-1¢-8 p-l-Ph H H  CHyPb CH: MNs F OH H H
XH-16-6 p-l-Ph H H  CHp-imdol3-yb CHy; MN: F F OH H H
XH-18-7 p-I-Ph H H CHXCH,SCH: CH: N F F OH H H
Xi-16-8 p-I-Ph * H * CHz N; F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table Xii-11.

Ne R R R* RV R" F R®* X v R R
Xif-1i-1 CHe H O H O H Et Ny« F F OH H H
Xif-1i-2 CH; H H CHs Et N F F OH H H
Xi-18-3 CH; H H CH(CH:): Et N3 F F OH H H
Xi-11-4 CH; H H CH,CH((CH3)»,; FEt N3y F F OH H H
XH-11-8 CH;, H H CHPh Et N; | F OH H H
XH-1%6 CH; H H  CHyimdol3-yl Et N3 F F OH H H
Xii-18-7 CH: H H CH,CH,SCH; Et Ny F F OH H H
X138 CH, * H % Et Ny F F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table XII-12.

Ne ' R° R* R R" " R®* X v R R
Xi-12-f Bt H H H Et N F F OH H H
Xif-12-2 Et H H CH, Et N, F F OH H H
XH-12-3 E+t H H CH(CHy), Et N, F F OH H H
Xi-12-4 Bt H H CHCH({CH;), ¥t Ny F F OH H H
XH-12-8 Bt H H (CH.Ph Et Ns F F OH H H
X¥-12-6¢ Et H H CHyindol3-yl Et N3 F F OH H H
Xif-12-7 Bt H H CH,CH,SCH; FEt N3y F F OH H H
X128 Et * H ¥ Et Ny F F OH H H
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Table XI1-13.
1

o R' R° R®" R R" " R*" X v R R
Xi-13-1 pr H H H Et N, F F OH H H
Xi-132 pr H H CH, Et N, F F OH H H
Xi-13-3 Ppr H H CH(CH:), Et N F OH H H
Xi-13-4 Pr H H CHCH{CH), B N, F F OH H H
Xi-13-2 Pr H H CH,Ph Et N; F OH H H
XH-13-6 Pr H H  CHyeindol3-yI Bt N5 F F OH H H
XI-13-7 Pr H H CH,CHSCH; FEt Ny F F OH H H
Xi-13-8 pr * H * Et N F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table XH-14,

Ne R' R® R R R" " R®* X Y R R
Xfl- ‘Bu H H H Bt N F F OH H H
14-1 3

X1K- Bu H H CH; Ft N F F OH H H
14-2 ;

Xil- By H H CH(CH:), EE N F F OH H H
14-3 3

Xif- By H H CHCH(CH:)», E N F F OH H H
14-4

Xil- ‘Bu H H CHpPh Bt N F F OH H H
14-5

Xfl- By H H C(Hyindol3-yt Et N F F OH H H
14-6 3

Xfl- Bu H H CH,CHSCH; Ft N F F OH H H
14-7

Xil- By * H * EE N F F OH H H
14-8 3

*R” and R joined together by (CH,); to form five-membered ring.
Table XI-15.

Ne R R* R®* R R" *”" R* X v R R
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Ne ' R® R* R R" " R* X v R R
Xi-i5-F Ph H #H H Et N, F F OH H H
Xi-18-2 Ph H H CH, Et Ny F F OH H H
Xi-15-3 Ph H H CH(CH;) Ft Ny F F OH H H
XH-15-4 Ph H H CHXCH({CH;), F N; F F OH H H
X3if-15-5 Ph H H CH,Ph Ft N3 F F OH H H
Xif-15-6 Ph H H CHyindol3yl Et N3 F OH H H
Xii-15-7 Ph H H CHCH,SCH; FEt Ny F F OH H H
Xik-15-8 Ph ¥ H % Et N F F OH H H

*R” and R joined together by (CH,)s to form five-mernbered ring,

Table XH-16.

Ne R R rR® R R® R" R® X v R R
Xii-16-1 p-Me-Ph H H H Ft Ns F F OH H H
Xii-16-2 p-Me-Ph H H Cik Ft Ny F F OH H H
Xi-16-3 p-Me-Ph H H CH{CH3), Ft Ny F F OH H H
XH-16-4 p-Me-Ph H #H CHCH(CHy)» Et Ny £ F OH H RH
XH-16-5 p-Me-Ph H H CH;Ph Et N, F F OH H H
Xi-16-6 p-Me-Ph H H  CHj-indol-3-y1 Bt Nj F OH H H
Xi-16-7 p-Me-Ph H H  CHCH,SCH; Bt Nj F OH H H
Xif-16-8 p-Me-Ph * H * Et N3y F F OH H H
*R” and R joined together by (CH; ) to form five-membered ring.

Table XH-17.

Ne R RS R® R R" R® R* X v R R
Xi-17-f¢ p-F-Ph H H H Et Ny F F OH H H
XH-17-2 p-F-Ph H H CHs Et Ny F F OH H H
XH-17-3 p-F-Ph H H CH{CH:) Et Ny F F OH H H
XH-174 p-F-Ph H H CHCH(CH:): Bt N; F CH H H
XH-17-5 p-F-Ph H H CH,Ph Et N, F OH H H
Xi-17-6 p-F-Ph H H CHyindol-3-yI Et N F OH H H
X177 p-F-Ph H H CHCH)SCH; Et Ny F F OH H H
X#-17-8 p-F-Ph ¥ OH OO Ft N3y F F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.

Gilead Exhibit 2021
PGR2023-00046 - Page 00398



(&3

Table XII-18.

P R' R R" R R"  R® X ¥ R R
Xi-18-1 p-Cl-Ph H H H Et Ny F F OH H H
Xi-18-2 p-Cl-Ph H H CH; Et Ny F OH H H
XM-18-3 p-Cl-Ph H H  CH(CH:) Bt N, F OH H H
Xil-18-4 p-Cl-Ph H H CHCH(CH), Bt N; F OH H H
Xi-18-8 p-Ci-Ph H H  CH:Ph Bt Ns F OH H H
Xi-18-6 p-Cl-Ph H H  CHemdol-3-yl Et N3 F F OH H H
XH-18-7 p-Cl-Ph H H CHCH.SCH; Et N3 F F OH H H
Xii-18-8 p-Cl-Ph * H % Et N3 F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI1-19.

Ne R' R® R® R R" R R® XY R P
Xi-18f p-Br-Ph H H H EHt Ny F F OH H H
Xii-19-2 p-Br-Ph H H CH; Et N3 F F OH H H
Xi-19-3 p-Br-Ph H H CH(CHsp Et Ny F F OH H H
XiH-19-4 p-Br-Ph H H CHCH(CH:)p, Et Ny F F OH H H
X198 p-Br-Ph H H  CHPh Ft My F F OH H H
XH-19-6 p-Br-Ph H H  CHpindel3-yl Et N, F F OH H H
XH-19-7 p-Br-Ph H H CHCHSCHs Et Ns F OH H H
Xi-198 p-Br-Ph * H * Et N F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X11-20.

Ne R’ R* R* R™ ' RR XY R
Xii-26-1 p-I-Ph H H H Et Ny F F OH H
Xi-2-2 p-i-Ph H H CH; Et N4 F F OH H
X1-20-3 p-I-Ph H H CH(CH:), Et Ny F F OH H
X0-20-4 p-l-Ph H H  CHCH(CH:), Bt N; F F OH H
XH-28-5 p-l-Ph H H  CHyPh Et N2 F F OH H
XH-28-6 p-I-Ph H H  CHpindol3-yl Bt N3 F F OH H
Xi-26-7 p-I-Ph H H  (CHCH,SCH: Bt Ny F F OH H
Xii-2-8 p-I-Ph * H OF Et Ny F F OH H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-21.
1

o R' R R®" R R" R R® X Y R R
Xif21-1 CH, H H H Pr Ny F F OH H H
X{-21-2 CH, H H CH; Pr N;, F F OH H H
Xii-21-3 CH, H H CH(CH:): Pr N, F OH H H
Xii-21-4 CH, H H CHCH(H;), Pr N; F OH H H
Xi§-21-8 CH; H H  CH.Ph r N; F F OH H H
XH-21-6 CHy H H  CH-indol3-yl Pr Ny F F OH H H
Xi-28-7 CH: H H CH,CH,SCH; Pr N, F F OH H H
Xif-21-8 CH:, ¥ H * ’r N3 F F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table XH-22,

Ne R' R R® R® R* R R®* X Y R R
Xi22-1 Bt H O H H Pr N; F F OH H H
Xi22-2 Bt H H CH: ’r N; F F OH H H
X1§-22-3 Bt H H CH(CH)), Pr N; F OH H H
Xi-22-4 Ft H H  CH,CH(CH:), Pr N; F F OH H H
XI-22-8 Bt H H CHPh Pr N; F F OH H H
Xi22-6 Bt H H  CHy-indol3-yl Pr N; F OH H H
Xil-22-7 Et H H CHCHSCH; Pr N; F OH H H
Xif-22-8 Et ¥ H % Pr N; F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table X11-23.

Ne RS R™ R R" " R® X v R PR
Xi-23-f pr H OH o ’r N;s F F OH H H
Xi-23-2 Pr H H CH Pr N F OH H H
XH-23-3 Pr H H  CH(CHW): Pr Ny F F OH H H
Xi-23-4 Pr H H CHCHCH), Pr N. F F OH H H
XH-23-5 Pr H H CHPh Pr N3 F F OH H H
Xif-23-6 Pr H H CHeindol3y1 Pr N F F OH H H
XM-23-7 Pr H H CHCHSCH; Pr N; F F OH H H
Xi-23-8 pr o * H ¥ Pr Ns F F OH H H
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Table XI1-24.
1

o R' R R*® R” " R R" X v R R
Xi-24-1 By H H H Pr N; F F OH H H
Xil-24-2 ‘Bu H H C(H, Pr N, F F OH H H
X1-24-3 '‘By H H CH(CH.), Pr N, F OH H H
Xil-244 "By H H CHUCH(CH;), Pr N; F OH H H
Xi-24-5 ‘Bu H H  CH.Ph Pr Ni F F OH H H
XH-24-6 ‘Bu H H CHyeindol3yl Pr N3 F F OH H H
Xi-24-7 'Bu H H CHCHSCH; Pr Ny F F OH H H
Xi§-24-8 Bu * H ¢ Pr Ny F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XH-25,

Ne R R° R® R R* ” R®* X Y R R
X251 Ph H H H ’r N F F OH H H
Xil-25-2 Ph H H CH, r N, F F OH H H
Xi-28-3 Ph H H CH(CH;), Pr N2 F F OH H H
XH-28-4 Ph H H CHCHCH), Pr Nz F F OH H H
XH-25-% Ph H H  CHPh r N3 F F OH H H
Xi-25-6 Ph H H  (CHyindolb3-yl Pr N F F OH H H
Xil-25-7 Ph H H CHCHSCH; Pr N F OH H H
Xii-25-8 Ph * H ¥ Pr N» F F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table XH-26.

Ne i R® R R R ®» R* X v R R
Xil-26-1 p-Me-Ph H H H P’r N, F F QH H H
XiI-26-2 p-Me-Ph H H CHs Pr N, F F OH H H
Xi-26-3 p-Me-Ph H H CH(CH:) ’r N; F F OH H H
X1i-26-4 p-Me-Ph H H CHOHCH). Pr N, F F OH H H
X11-26-8 p-Me-Ph H H CHPh Pr N; F F OH H H
Xi1-26-6 p-Mc-Ph H H CiH-indol3yl Pr N3 F F OH H H
Xi1-26-7 p-Me-Ph H H CH.CH.8CH: Pr N3 F F OH H H
Xi-26-8 p-Me-Ph * H ¥ '!r N: F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-27.
1

B R R R® R” " R RO X v R R
Xi§-27-1 p-F-Ph H H H Pr Ny F F OH H H
Xi§-27-2 p-F-Ph H H CH; P N, F F OH H H
Xil-27-3 p-F-Ph H H CH(CH:), Pr N F F OH H H
Xil-27-4 p-F-Ph H H CHCH(CH:;, Pr N3 F F OH H H
XH-27-8 p-F-Ph H H  CHPh Pr Ny F F OH H H
Xi-27-6 p-F-Ph 3 H  CHeindol3-yi Pr Ny F F OH H H
X[-27-7 p-F-Ph H H CHCHSCH: Pr Ny F F OH H H
Xi-27-8 p-F-Ph * H * Pr Ns F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X11-238.

Ne R R° R* R" R" " R X vy RrR R
X281 p-Cl-Ph # H H Pr Ny F F OH H H
X282 p-Cl-Ph H H CH; Pr Ny F F OH H H
Xi-28-3 p-Cl-Ph H H CH(CH:) Pr N; F OH H H
X{§-28-4 p-Cl-Ph H H CHCHCHy), Pr Ny F F OH H H
XI-28-8 p-Cl-Ph H W  CH:Ph Pr N, FOF OH H H
X286 p-Cl-Ph H H  CHeindod3yl Pr N3 F F OH H H
Xi1-287 p-Cl-Ph H H CHCHSCH; Pr N3 F F OH H H
Xi1-28-8 p-Cl-Ph * H * Pr N3 F F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table XH-29.

Ne R R R® R" R R" R® X v R R
Xif-29-f p-Br-Ph H H H Pr N; F F OH U H
XiI-29-2 p-Br-Ph H H CH; Pr Nu F F OH H H
Xi-28-3 p-Br-Ph H H CH(CH;) Pr Ny E F OH H H
Xi1-29-4 p-Br-Ph H H  CHCHCH:), Pr Ny F F OH H H
X{-29-5 p-Br-Ph H H  CHPh Pr Ny F F OH H H
Xi1-29-6 p-Br-Ph H H  CHpeindel3yl Pr N3 F F OH H H
X§1-29-7 p-Br-Ph H H CHCH.SSCH; Pr N3 F OH H H
Xi-29-8 p-Br-Ph * H % ProNg FOF OH H OH

*R” and R joined together by (CH,); to form five-membered ring.
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Table XH-30,

o R R° R”™ R™ " " R Xy R X
Xi-36-1 p-I-Ph H H H Pr N F OF OH H H
Xi§-36-2 p-I-Ph H H CH, Pr N;, F F OH H H
Xii-3¢-3 p-[-Ph H H CH(CH;) Pr N; F OH H H
Xi1-30-4 p-I-Ph H H CHCHCH:. Pr N3 F F OH H H
XH-30-3 p-I-Ph H H  CHPh Pr Ny; F F OH H H
Xi-30-6 p-I-Ph H H  CHeindol3-yt Pr Ny F F OH H H
X[-3¢-7 p-I-Ph H H CHCHSCH: Pr N2 F F OH H H
XH-30-8 p--Ph * H * Pt N3 F F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table XH-31,

Ne R R° R* R" R" R R* XY R R
Xi-31-1 CHy H H H "Bu Ns F F OH H H
Xi-31-2 CH, H H CH; "Bu N; F F OH H H
Xi-38-3 CH, H H CH(CH:), "Bu N; F F OH H H
Xi-31-4 CH; H H CHXCH(CH:); "Bu Ny F F OH H H
XM-31-8 CH; H H  CHPh ‘Bu N; F F OH H H
XH-31-6 CHy H H  CHyindol3-yl "By Ns F F OH H H
Xi-31-7 CHy H H CHCH,SCH; "By Ns F F OH H H
Xi-31-8 CHy ¥ H % "By N3 F F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table XI1-32.

Ne R R* R* RV R ® B X v r R
Xi[-32-1 Et H H H "By Ny F F OH H H
Xii-32-2 Et H H CH "Bu Ny F F OH H H
XH-32-3 Et H H  CH(CHs), "By Ny F F OH H H
Xii-32-4 Bt H H  CHCHCH:), "By Ny F F OH H H
XH-32-8 Bt H H CHPh “By Ny F F OH H H
XH-32-6 Ft H H CHyindok3-yl "Bu N2 F F OH H H
Xi-32-7 Bt H H CH,CHSCH; "Bu N F F OH H H
XH-32-8 Bt * ©H % "Bu N» F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-33.

o R' R° R®" R R RR R X Y R R
Xi-33-1 pr H H H Bu Ny F F OH H H
Xi-33-2 pr H H CH "By Ny F F OH H H
Xi-33-3 pr H H  CH(CH:):. "By N; F F OH H H
X1-33-4 Pr H H CHCH{CH) "Bu N; F F OH H H
XH-33-2 Pr H H CHPh “Bu Ny F OH H H
XH-33-6 Pr H H  CHrindob-3-yl "Bu Ny F F OH H H
Xi-33-7 Pr H H CHCHSCH; "Bu N2 F F OH H H
Xi1-33-8 pr ¢+ H % Bu N; F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table XH-34,

Ne R' R* R® R® R R R XY R R
X341 Bu H H H "My N; F F OH H H
Xi-34-2 Bu H H (H; "By N; F F OH H H
Xil-34-3 By H H CH(CH:3), "By N; F OH H H
XH-34-4 ‘Bu H H CHCH(CH), "™Bu N: F ¢ OH H H
Xi-34-8 By H H  CHPh "By N; F F OH H H
XH-34-6 'Bu H H  CHyeindol3-yt "Bu N: F F OH H H
Xil-34-7 'Bu H H CHXCH,SCH; "By N; F F OH H H
Xi-34-8 'Ba * H ¥ "Bu Ns F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table X11-35.

Ne ' r° R* R R" R R* X v r» R
XiI-35-t Ph H H H "Bn N3 F F OH H H
X352 Ph H H CH; "Bu N F OH H H
Xi§-35-3 Ph H H CH(CH), "By Ny F F OH H H
Xi-35-4 Ph H H CHCH(CH:), "Bu N; F F OH H H
Xi-35-8 Ph H H CH.Ph "Bu N; F F OH H H
XI-356 Ph H H (Hyeindol3-yl "Bu N: F F OH H H
Xi-35-7 Ph H H C(CHCHSCH; "Bu N F F OH H H
X358 Ph * H ¥ "Bu N: F F OH H H

*R” and R joined together by (CH,): to

form fve-mernbered ring.
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Table XI1-36.

o R R® R® R" R®* R R* X Y R R
Xi-36-1 p-Me-Ph H H H “Bu N; F F OH H H
Xi1-36-2 p-Me-Ph H H CH; “Ba N, F F OH H H
XH-36-3 p-Me-Ph H H CH(CH:), "Bu N; F OH H H
Xil-36-4 p-Me-Ph H H CHCHCH:;): "Bu N: F OH H H
XH-36-3 p-Me-Ph H H CH:Pb "Bu Ni F F OH H H
XI-36-6 p-Me-Ph H H CHyindob3-yl "Bu Ny F F OH H H
X[-36-7 p-Mc-Ph H H CHCHSCH; "By N; F F OH H H
XII-36-8 p-Me-Ph * H ¥ "Bu N; F F OH H H
*R” and R™° joined together by (CHy); to form five-membered ring,

Table XHi-37.

Ne R R® R* R R R R XY R R

X371 p-F-Ph 2B H H "Bu Ny F F OH H H

Xii-37-2 p-F-Ph H H CH; "Ba Ny F F OH H H

XH-37-3 p-F-Ph H H CH(CH:), "Bu N; F OH H H

X{-37-4 p-F-Ph H OH O CHCH(CH;):, "Ba N F F OH H H

XI-37-8 p-F-Ph H H  CHPh "Ba N3 F F OH H H

XI-37-6 p-F-Ph H H  CHyindol3yt "Bu N; F F OH H H

Xi1-37-7 p-F-Ph H H CHCH;SCH; "Bu N; F F OH H H

Xi-37-8 p-F-Ph * H * "Bu N3 F F OH H H

*R* and R joined together by (CH,); to form five-membered ring.

Table Xii-38.

Ne R R’ R™ R” R* RO R* X v R R
X381 p-Cl-Ph H H H "Bu N3 F F OH H H
Xi1-382 p-Cl-Ph H H CH; "By N; F F OH H H
Xii-38-3 p-Cl-Ph H H CH(CHi) "By N; F F OH H H
XH-38-4 p-Cl-Ph H H  CHCHCH;), "Bu Ny F F OH H H
Xi1-38-5 p-Cl-Ph H H  CHPh “Bu Ny F F OH H H
X{-38-6 p-Cl-Ph H H CHeindob3-yl "By Ny F F OH H H
X§I-38-7 p-Cl-Ph H H CH.CHSCH; "Bu N: F OH H H
XH-38-8 p-Cl-Ph ¥ H * "Ba N; F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-39.

B R R* R® R" R R R X Y R R
XH-39-1 p-Br-Ph H H H By N; F F OH H H
Xi§-39-2 p-Br-Ph H H CH, By N; F F OH H H
XH-39-3 p-Br-Ph H H CH(CH:) "By N; F OH H H
Xi1-39-4 p-Br-Ph H H CHCHCH:): "Bu Ni F OH H H
XH-39-5 p-Br-Ph H H CHPh "Bu Ny F F OH H H
Xi-39-6 p-Br-Ph H H  CHz-indol-3-yi By Ny F F OH H H
Xi1-39-7 p-Br-Ph H H CHCHSCH: "Bu Ny F F OH H H
Xi1-39-§ p-Br-Ph * H * "Bu N3 F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table X11-40.

Ne R R° R™ R" " R R XY R R
Xil-40-1 p-I-Ph H H H "Bu Ni F F OH H H
Xi-40-2 p-I-Ph H H CH "Bu N F F OH H H
Xi-40-3 p-I-Ph H H CH({CHs), By N; F OH H H
Xii-40-4 p-Il-Ph H H CHCH(CH:): "Bu N F OH H H
X{-40-5 p--Ph H H CHPh By Ny F F OH H H
XI-40-6 p-l-Ph H H  CHeindol3yl "Bu N3 F F OH H H
XH-48-7 p-I-Ph H H CHXCH.SCH: "Bu N; F OH H H
Xi-40-8 p-I-Ph * H ¥ "Bu N; F F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X1i-41.

Ne R R R" R” R R R Xx Y R R
Xil-4i-1 CH; H O o Bz Nt F F OH H H
Xil-41-2 CH, H H CH; Bz N; F F OH H H
XH-41-3 CH, H H CH(CH), Bz Ni F F OH H H
XH-41-4 CH; H H  CHCH(CH;)» Bz N: F F OH H H
XH-41-5 CH, H H CHPh Bz Na F F OH H H
XH-4t1-6 CH; H H (CHeindol3-yi Bz Ny F F OH H H
Xi-4t-7 CH; H H CHCHSCH; Bz Ny F F OH H H
Xi-41-8 CH, ¥ H % Bz Ns F F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-42.
1

o R' R® R* R” R" R R* X Y R R
Xi-42-1 Ft H H H Bz N; F F OH H H
Xil-42-2 Bt H H CH, Bz N, F F OH H H
X1-42-3 Bt H H CH(CH), Bz N; F F OH H H
Xii-43-4 Et H H CHCH(CH:», Bz Ns F F OH H H
XH-42-3 Et H H CHPh Bz Nz F F OH H H
XH-42-6 Bt H H CHeindob3-yl Bz N3 F F OH H H
Xi§-42-7 Bt H H CHCHSCH: Bz N3 F F OH H H
XI-42-8 Et * H ¥ Bz N;s F F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table XH-43,
Ne ' R° R®™ R R" R R X v R R
X431 Pr H H H Bz N« F F OH H H
Xil-432 pr H H CH Bz N, F F OH H H
Xi-43-3 Pr H H CH(CH:), Bz N: F OH H H
X0-43-4 Pr H H CHCH(CHs» Bz N: F F OH H H
X1-43-5 pr H H CHPh Bz N: F F OH H H
XM-43-6 Pr H H CHyindob3-yl Bz Ni F F OH H H
XH-43-7 Pr H H CHCH,SCH; Bz N; F F OH H H
Xil-43-§ pr * H * Bz Ny, F F OH H H
*R? and R™" joined together by (CH;): to form five-membered ring.
Table X11-44,
Ne R' R R" R” M RR XY R R
XH-44-1 Bu H H H Bz N; F F OH H H
Xil-44-2 By H H CH; Bz Ns F F OH H H
Xii-44-3 By H H CH(CH:)» Bz N F F OH H H
Xil-44-4 ‘By H H CHCH(CH:), Bz N F F OH H H
Xil-44-8 By H H CH,Ph Bz N. F F OH H H
Xif-44-6 By H H CHeindol-3vl Bz N, F OH H H
X1i-44-7 'Bu H H  CH.CH,8CH: Bz N; F OH H H
Xi-44-8 By * B % Bz N3 F F OH H H
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R and R™ joined together by (CH,); to form five-membered ring.

Table XH-45.

(&3

Ne R R® R® R R* R R®* X Y R PR
X§ii-45-1 Ph H H H Bz N; F F OH H H
Xii-45-2 Ph H H CH; Bz Ny F F OH H H
Xi-45-3 Ph H © CH{CH:): Bz N» F F OH H H
Xi-45-4 Ph H H CHCH(CH:;, Bz N; F OH H H
XH-45-5 Ph H H CHPh Bz N3 F F OH H H
XH-45-6 Ph H H CHe-indol3-yl Bz N3 F F OH H H
Xi-45-7 Ph H H CHCH)SCH; Bz N3y F F OH H H
Xif-45-8 Ph * H % Bz Ny F F OH H H

*R” and R™ joined together by (CHy)s to form five-membered ring.

Table X11-46.

Mo R‘L RZ R'ja R} b R 4 R:v R() Yy R'? RS
Xii-46-1 p-Me-Ph H H H Bz M: F F OH H H
Xif-46-2 p-Me-Ph H H  CH; Bz MN; F OH H H
Xil-46-3 p-Me-Ph H H CH(CHsh Bz MN; F OH H H
XU-46-4 p-Me-Ph H H CHCH(CH:» Bz Ns F OH H H
XH-46-5 p-Me-Ph H H CHPh Bz Ny F F OH H H
XH-46-¢ p-Me-Ph H H CHpindol3-yl Bz Ny F F OH H H
XH-46-7 p-Me-Ph H H CH)CHSCH; Bz Nz F OH H H
XH-46-§ p-Me-Ph * H O * Bz N F F OH H H
*R” and R joined together by (CHy)s to form five-membered ring.

Table X11-47.

Ne R R® R™ R R* R " X Y R R
Xii-47-F p-F-Ph H H H Bz N; F F OH H H
Xil-47-2 p-F-Ph H H CH; Bz N F F OH H H
Xii-47-3 p-F-Ph H H CH(CH:) Bz N; F F OH H H
Xii-47-4 p-F-Ph H H CHXCH(CH:p Bz Ny F F OH H H
XiH-47-5 p-F-Ph H H CHyPh Bz Ny F F OH H H
XH-47-6 p-F-Ph H H CHpyindol3-y1 Bz Ny F F OH H H

Xi-47-7 p-F-Ph H H CHCHSCH: Bz Ny F F OH H H
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Ne R’ R R® R R " R* X v R R
X478 p-F-Ph * H * Bz N F F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.
Table X11-48,
Ne R’ R® R® OR” RORR XY R OR
Xil-48-f p-Cl-Ph H H H Bz Ns F F OH H H
Xi-48-2 p-Cl-Ph H H  CH; Bz N; F F OH H H
XH-48-3 p-Cl-Ph H H CH{CHs) Bz N; F OH H H
Xi-48-4 p-Cl-Ph H H CHCH({CH;)», Bz N; F OH H H
Xil-48-8 p-Cl-Ph H H CH,Ph Bz N3 F OH H H
Xik-48-6¢ p-Cl-Ph H H CHyindob3-yl Bz Ny F F OH H H
Xii-48-7 p-Cl-Ph H H CHXCHSCH; Bz Ny F F OH H H
X488 p-Cl-Ph * H * Bz N3 F F OH H H
*R* and R™" joined together by (CHy): to form five-membered ring.
Table XI1-49.
Ne R’ R° R* RV R R R* X Y R R
Xi-49-1 p-Br-Ph H H H Bz Ny F F OH H H
XH-49-2 p-Br-Ph H H CH Bz N, F F OH H H
XH-48-3 p-Br-Ph H H CH(CH:) Bz N». F F OH H H
Xi-49-4 p-Br-Ph H H CHCH(CHs), Bz N; F OH H H
Xi1-49-8 p-Br-Ph H H CHPh Bz N3 F F OH H H
Xii-49-6 p-Br-Ph H H CHy-indol-3-yl Bz N; F F OH H H
Xil-49-7 p-Br-Ph H H CHCHSCH; Bz N; F F OH H H
Xii-49-8 p-Br-Ph * H % Bz Ny F F OH H H
*R” and R°" joined together by (CH,): to form five-membered ring.
Table XI1-50.
Ne R’ R® R* RV R R R XY R R
XH-5¢-1 p-I-Ph H H H Bz N+ F F OH H H
X562 p-i-Ph H H CH, Bz N F CH H H
Xi1-50-3 p-I-Ph H H  CH(CH:) Bz N; F OH H H
XH-50-4 p-I-Ph H H CHCH(CH:;): Bz N; F OH H H
Xi-56-5 p-J-Ph H H CHPh Br N3y F F OH H H
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Ne R R® R* R™ R" R R® X v R R
Xi1-50-6 p-I-Ph H H CH-indol3-yi Bz N3 F F OH H H
Xil-50-7 p-I-Ph H H CHXCH,SCH: Bz Ns F F OH H H
XH-5¢-8 p-l-Ph * H * Bz N, F F OH H H
*R” and R joined together by (CHa b to form five-membered ring.
0
RS
NH

R 0
RSa

CO,R?

X
Table XI1-1. ]
Ne R' R* RpR® R® R* R R X v r R
Xifi-i-1 CH, H H CH, Ny H F OH H
Xii-1-2 CHy H H CH, CH, Ny H F OH H H
Xii-1-3 CHy H H  CH(CH)), CH; N; H F OH H H
X144 CH; H H  CHCH(CH), CH; N H F OH H H
XHi-1-8 CH; H H CHPh CH; N; H F OH H H
Xiff-i-6 (H; H H CHyindol-3-yi CH; N; H F OH H H
XiE-1-7 CH; H H  CHCH.SCH; CHy Ny H F OH H H
Xif-1-8 CHy, * H % CH; N3 H F OH H H
*R” and R™ joined together by (CH;); to form five-membered ring.
Table XHT1-2. ] _
Ne R' R* R® R® " R R X v 7 R
XHi-2-1 Bt H H H CH: N3 H F OH H H
- 294 .
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Ne R" R* R® R™ YRR XY R R
Xif-2-2 Bt H H CHs CH; N; H F OH H H
Xiii-2-3 Bt H H CH(CH) CH, Nz H F OH H H
Xii-2-4 Et H H CHCH(CHy), CH: N H F OH H H
X285 Ft H H  CHPh CH; N H F OH H H
Xifi-2-6 Bt H H CHpindol3yl CH: N; H F OH H H
Xif-2-7 Bt H H CH,CHSCH, CH. N; H F OH H H
X288 B ¢ H % CH: Ns H F OH H H

*R* and R joined together by (CH,)s to form

membered ring.

Table XI1-3.
i

Ne R" R* R® R" R" R R XY R R
Xii-3-1 ‘pr H H H CH: N3 H F OH H H
Xii-32 Pr H H CH; CH. N3 H F OH H H
XHi-3-3 Pr H 2 CH(CH:), CH; Ny H F OH H H
Xii-3-4 Pr H H  CH,CH(CHy), CH; Ny H F OH H H
XHE3-5 Pr H H  CHTh CH; N: H F OH H H
XHE-36 Pr H H CHpeindol3-yl CH; N, H F OH H H
XHi-37 Pr H H CHCHSCH; CH; N3 H F OH H H
XHE3-8 Pro* H % CH: N3 H F OH H H
*R? and R joined together by (CH; ) to form five-membered ring.
Table XHI-4.

Ne R" R* R* R” R" R R® XY R F
Xti-4-1 By H H H CH; N3 H F OH H H
Xili-4-2 By H H CH; CH; N2 H F OH H H
XHi-4-3 'Bu H H CH(CH:) CH: N2 H F OH H H
XHi-44 Bu H H CHCHCH:), CH: Ny H F OH H H
XIi-4-5 Bu H H CHPh CH: N3 H F 0H H H
Xii4-6 By H H CHeindol-3yl CH; N; H F OH H H
XiHi-4-7 By H H CHCHSCH:; CH; Ny H F OH H H
Xii-4-8 ‘By * H ¥ CH; N+ H F OH H H

*R? and R joined together by (CHy)s to form five-membered ring.

Table XI1-5.
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Ne rR" R R® R™ ®® R R XY R R
Xii-5-1 Ph H H H CH, N; H F OH H H
Xili-5-2 Ph H H CH, CH, N H F OH H H
XHi-5-3 Ph H H  CH(CH:) CH, N; H F OH H H
XWi-84 Ph H H CHCHCH;), CH, N. H F OH H H
XI55 Ph H H CHPh CH; N, H F OH H H
Xifi-5-6 Ph H H CH.-indol3-yvi CH: N, H F OH H H
Xil-5-7 Ph H H  CHCH,8CH: CH: N H F OH H H
Xili-5-8 Ph * H ¢ CH: Ny H F OH H H

*R” and R joined together by (CHy); to form five-membered ring,

Table XHI1-6.

Ne R' R* R™ R R* ®R R X Y R FR
Xif-6-1 p-Me-Ph H H H CH; N, H F OH H
XHi-6-2 p-Me-Ph H H CHs CHy N: H OH H H
X{li-6-3 p-Me-Ph H H CH(CHs) CH, Ny H F OH H H
XHE-6-4 p-Me-Ph H H  CHCH(CH), CH: Ny H F OH H H
XHI-6-3 p-Me-Ph H H CHPh CH, N; H F OH H H
Xi-6-6 p-MePh H H CHoindob3-yl CH; N3 H F OH H H
XiE-6-7 p-Me-Ph H H CHCHSCH; CH; Ny H F OH H H
XHE-6-8 p-Me-Ph * H = CH; N, H F OH H H
*R” and R joined together by (CH; ) to form five-membered ring.

Table XH1-7.

Ne R' R* R™ R R ® R X v R R
Xii-7-1 p-F-Ph H H H CH; N; H F OH H H
XHi-7-2  p-F-Ph H H CH; CH; N; H OH H H
XHE-7-3  p-F-Ph H H CH(CH:) CH: Ny H F OH H H
X{i-7-4 p-F-Ph H H CHCHCH:), CH: Ny H F OH H H
XHi-7-6 p-F-Ph H H CHPh CH, N; H OH H H
Xill-7-7  p-F-Ph H H CHyindol3-yI CH; Ny H F OH H H
X{-7-8  pfePh HOH O CHCHSCH: CH; Ny H O F OH H R
XiH-7-26 p-F-Ph * H ¥ CH; N;, H F OH H H

*R” and R™ joined together by (CHh) to form five-membered ring.
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Table XIi1-8.

o R' R° R™ R R* R R X Y R R
Xi-8-1 p-ClPh H H H CH;, N3 H F OH H H
Xifi-8-2 p-Cl-Ph H H CH; CH, N;; H F OH H H
Xii-§-3 p-Cl-Ph H H  CH(CH;) CH; Wy H F OH H H
Xili-8-4 p-Cl-Ph H H CHCH(CH;), CH: Ns H F OH H H
XHI-8-5 p-Cl-Ph H H  CH.Ph CH; N; H F OH H H

sl

XiE-8-6 p-Cl-Ph H #H  CHrindol-3-yl CH; N H O H H
XHi-8-7 p-Cl-Ph H H CHXCHSCH: CH; N:s H F OH H H
Xii-3-8 p-CPh * H 0 * CH; N3 H F OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table XI{1-9.
i

Ne R R* R R® " R R* XY R R
Xifi-%-1 p-Br-Ph H H H CH, Ma H F OH H H
Xifi-%-2 p-Br-Ph H H CH: CH, N, H F OH H H
Xi-%-3  p-Br-Ph H H CH(CH:) CH, N; H F OH H H
X{¥i-9-4  p-Br-Ph H H CHCHCH), CH: Ny H F OH H H
XIE9-6 p-Br-Ph H H  CHPh CHy N; H F OH H H

XHE9-7  p-Br-Ph H H CHyindol3-y1 CH; N H F OH H H
XHi-9-8 p-Br-Ph H H CHCH:SCH: CH; Ns H F OH H H
XHE9-28 p-Br-Ph * H F CH: Na H F COH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table XHI-10.

Ne R' R R® R™ R* R R*" XY R R
Xif-16-1 p-I-Ph H H O CH; N; H F OH H H
Xili-18-2 p-I-Ph H H CH, CH, N; H F OH H H
Xili-16-3 p-l-Ph H H  CH(CHy), CH; N; H F OH H H
Xi-16-4 p-J-Ph H H  CHCH(CH), CH; Ny H F OH H H
XWi-16-5 p-1-Ph H H  CHPh CH; N;, H F OH H H

AXHE-i8-6 p-I-Ph H H  CHpindol3-y1 CH; N H F OH H H
XHi-18-7 p-I-Ph H H CHCHSCH; CH; N3 H F OH H H
Xii-18-8 p-f-Ph * H 0¥ CHy N3 H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XHI-11.
T

o R'" R R®" R" " R R® X v R R
Xifi-i1-1 CH; H H H Bt Ny H F OH H H
Xifi-i1-2 CH; H H CH; Et Ny H F OH H H
Xfi-11-3 CH: H H  CH(CH;)h Ft N2 H F OH H H
Xifi-ii-4 CH: H H CH)CH(CH;), FEt N: H F OH H H
XHI-11-8 CH; H H  CHyPb Bt N H F OH H H
X6 CHy; H H  CHpudol3-yb Et N H F OH H H
XHiL-11-7 CH; H H CHXCHSCH: Et N3 H F OH H H
XifE-i§-8 CH; * H * Et N H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table Xiii-12.

Ne R' R® R® R” R" ¥ R® X v R R
Xifi-12-1 Bt # H H Et Ny H F OH H H
XifE-12-2 Bt H H CH; Et N. H F OH H H
XHi-12-3 Bt H H CH(CH:) Et N; H OH H H
XHi-12-4 Ft H H CHCH(CH;), Ft Ny H F OH H H
XHi-12-8 Ft H H CHPh Ft N3 H F OH H H
XHi-12-6 Et H H CHemdol3-yl Et Ny H F OH H H
XifE-92-7 Bt H H CHCH,SCH; Et Ny H OH H H
XHE-12-8 Bt * H O O* He Ny H OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table X3HI-13.

Ne R'" R R® R” R R XY R R
Xif-13-1 pr 0 H H EE N H F OH H H
Xi-13-2 Ppr H H CH; Bt Ny H OH H H
Xili-13-3 Pr H H CH{CH;), Et Ny H F OH H H
XO-13-4 Pr H H  CH,CHICHy), Bt Ny H F OH H H
XHE-13-5 Pr H H  CHPh EE Ny H 7 OH H H
Xifi-13-6 Pr H H CH-indol3 -vi Bt N3y H F O H H
Xif-13-7 Pr H H CHCH,SCH, Et Ny H F OH H H
X138 Ppr ¥ H * Et Ny H F OCH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XIi1-14.
T

o R R° R" R" R®" " R® X ¥ R R
Xii-14-1 By H H H Ft Ny, H F OH H H
Xili-14-2  ‘Bu H H (CH Et N, H F ©OH H H
Xii-14-3 By H H CH(CH;), Fr N, 5 F O©OH # H
XiMi-14-4 By H H CHCH(CH:), Bt N, H F OH H H
Xi1i-14-5  'Bu H H CH.Pb Bt Ny H F OH H H

XHi-14-6  'Bu H H  CHyindol-3-yl Ft Ny, H F ©OH #H H
X147 Bu H H  CHOH.SCH, Ft N.+ H F Q©QH H H
XIifi-14-8  'Bu #* H * Ft N. H F ©OH H H

*R* and R”° joined together by (CH,); to form five-membered ring.

Table XHI-15.

Ne rR' R R* R® R*" R R* XY R R
X151 Ph H H H Et N, H F OH H H
Xii-152 Ph H H CH; Et N, H F QH H H
Xifi-153 Ph H H CH(CH:) Et N, H F OH H H
Xi§-15-4 Ph H H CHCH{CH;, Er Ny H F OH H H
X188 Ph H W CH.Ph Et N; H F OH H H

XHE-186 Ph H H  CHeeindol3yl Et N3 H F OH H H
XHE-157 Ph H H CHXCH,SCH; Et N; H F OH H H
Xii-15-8 Ph * H 0* Et Ny H F OH H H

(&3

*R* and R joined together by (CH,); to form five-membered ring.

Table XII-16.

Ne R' R® R® R” R* R" R® X vy R R
Xifi-16-1 p-Me-Ph H H H Et Ny H F OH H H
Xif-16-2 p-Me-Ph H H  CH; Et N; H F OH H H
XHi-16-3 p-Me-Ph H H  CH(CH:), Et N; H F OH H H
Xii-16-4 p-Me-Ph H H  CHCH(CH), Ft Ny H F OH H H
X{1-16-5 p-Me-Ph H H CHPh Ft N. H F OH H H
XiI-16-6 p-Mc-Ph H H CHyindol3-yl Et Ny H F OH H H
Xil-16-7 p-Me-Ph H H CHCHSCH: FEt Ns H F OH H H
Xii-16-8 p-Me-Ph * H ¥ Et Na H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XHI-17.

P R' R® R® R R" " R® X v R R
XHE-17-1 p-F-Ph H O H OH FEt Ny H F OH H H
X172 p-F-Ph H OH CHy Et N; H F OH H H
XMi-17-3 p-F-Ph H H  CH(CHy), FtE N, H F OH H H
Xifi-17-4 p-F-Ph H H CHXH(CH:), E N; H F OH H H
Xii-17-8 p-F-Ph H H CHPh Et Ny H F OH H H
XHE-17-6 p-F-Ph H H  CHyimdob-3-yI Et N3 H F OH H H
Xi-17-7 p-F-Ph H H CHCHSCH; Et Nz H F OH H H
Xii-17-8 pF-Ph * H * Bt N3 H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XHI-18.

Ne R' R® R® R " R R X Yy R R
X581 p-Cl-Ph H H H Et N H F OH H H
X182 p-Cl-Ph H H CH; Et N H F OH H H
Xi-18-3 p-Cl-Ph H H CH(CH;s) Et N H F OH H H
X184 p-Cl-Ph H H CHCH(CHz) Et Nz H F OH H H
X185 p-Cl-Ph H H  CH.Ph Ft N H F OH H H
XHE18-6 p-Cl-Ph H H  CHpimdol3-yb Bt Ny H F OH H H
XHE-18-7 p-Cl-Ph H H CHXCH8CH:; Ei N; H F OH H H
XHE-18-8 p-Cl-Ph * H * Et N H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table X3I-19.

Ne R' R® R® R R" R R® X v R ®
Xii-19-1 p-Br-Ph H H H Et N3y H F OH H H
Xili-1%-2 p-Br-Ph H H CH; Et N; H O H H
XHE-1%-3 p-Br-Ph H H  CH(CH;) Et Ny H F OH H H
Xii-19-4 p-Br-Ph B H  CHCH(CH;), Bt Ny H F OH H H
X193 p-Br-Ph H H CHyPh Et Ny H F OH H H
XHE-19-6 p-Br-Ph H H Cib-indol3-y1 Et N; H F OH H H
Xii-18-7 p-Br-Ph H H CHCH3CH: Eit N3 H OH H H
Xii-18-8 p-Br-Ph * H % Et N H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI1-20.

o R' R° R® R" R* R R®" X v R R
XiE-20-1 p-i-Ph H H OH Ft N3 H F OH H H
Xi3-28-2 p--Ph H H CH; Ft N3 H F OH H H
XM1-26-3 p-I-Ph H H  CH(CH;), Ft Ny H F OH H H
Xifi-28-4 p-I-Ph H H CHLCH(CH;p, Et Ny H F OH H H
Xii-28-5 p-I-Ph H H  CHyPh Et Ny H F OH H H
XHE-28-6 p-l-Ph H H CHe-indol-3-yt Et N: H F OH H H
XHi-26-7 p-1-Ph H H CHXCHSCHs Et Ny H F OH H H
Xii-28-8 p-I-Ph * H * Et N3 H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.

Table XHI-21.

Ne R' R R® R " " " x v ®r R
Xifi-21-1 CH, H H H Pr N; H F OH H H
XifE-21-2 CH, H H CH; Pr N H F OH H H
Xii-21-3 CH; H H CH(CH;)» Pr N; H F OH H H
Xiii-21-4 CH; H H  CHCH(CH;s) Pr N; H F OH H H
XHi-21-8 CH; H H  CH,Ph Pr N; H F OH H H
XHE21-6 CH; H H  CHeindol3yl Pr N3 H F OH H H
Xil:-20-7 CH; H H  CH(CH.SCH; Pr N: H OH H H
XHE-21-8 CH; * H % Pr Ni H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table XJI-22.

Ne R'" R° R® R” R" " R® X v R R
XifE-22-1 Bt ¥ H H Pr N3, H F OH H H
X222 Bt H H i Tr Ny;y H F OH H H
Xi-22-3 Et H H  CH(CHa) Pr Ny H F OH H H
XQ-22-4 Et H H  CHCH(CHy: Pr Ny H F OH H H
XHi-22-8 Bt H H CHPh Pr N, H F OH H H
XHi-22-6 Et H H CHiindol-3-yi Pr Na H F OH H H
XiIE22-7 Bt H H CH,CHSCH;, Pr N H F OH H H
X228 Bt O * H ¥ Pr Na H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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Table XI{1-23.

o rR' R R" R * R R" X v R R
X231 Pr H H H Pr N. H F OH H H
Xii-23-2 pr H H CH Pr N3 H F OH H H
Xif-23-3 Pr H H CH(CH;), Pr N3 H F OH H H
X234 Pr H H CHCHCH:), Pr N; H F OH H H
XHi-23-5 Pr H H  CH,Ph r N;s; H F OH H H
XHE-23-6 Pr H H  CHyeindol3yl Pr Ny H F OH H H
Xii-23-7 Pr H H CHCHSCH; Pr N: H F OH H H
XiE23-8 Ppr o * H % Pr Nm H F OH H H
*R* and R”° joined together by (CH,); to form five-membered ring.
Table X1-24.

Ne rR' R* R* R® R*" " R* X Y R R
X241 Bu H H H Pr N; H F OH H H
Xili-24-2 By H H CH; Pt N3 H F OH H H
Xili-24-3 By H H CH(CH:), Pr N; H OH H H
Xi¥i-24-4 By H H CHCH(CH;), Pr N; H OH H H
XIH-24-5 By H H  CH:Ph Pr Ny H F OH H H
X246 Bu H H  CHyindol3-yi Pr Ns H F OH H H
Xii-24-7 By H H CHCHSCH; Pr N; H F OH H H
XiE-24-8 By * H ¥ Pr Ny H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XIH-25.

Ne ' R R* RP R" R R® X v R R
XHi-25-1 Ph 0 H H ’r N;s H F OH H H
Xili-25-2 Ph H H CH; ‘’r N; H F OH H H
Xi§-25-3 Ph H H CH(CH.), r Ny H F OH H H
Xii-25-4 Ph H H  CHCHCH;), Pr N, H F OH H H
X285 Ph H W CHPh ’r N, H F OH H H
Xifi-25-6 Ph H H CHeindol3vl Pr N H F OH H H
X287 Ph H H CHCHSCH; P N; H F OH H H
Xiii-25-8 Ph * H ¥ Pr N3 H F OH H H

*R” and R joined together by (CH,); to form five-membered ring.
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