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and R*® both are C. alkyl; (iii) R* and R*® together are(CHy)¢ so as to form a spiro ring;
(iv) R* is hydrogen and R*® and R? together are (CHy), 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
{CHaz)n s0 as to form a cyclic ring that includes the adjoining N and C atoms, where ¢ is 1
t0 6, dis 0to2,eis 0to 3, fis 2 to 5, nis 2 to 4, and where R? is independently hydrogen
or Cp alkyl and R* is -OR' or =N(R*),); (vi) R** is H and R*® is H, CH;, CH,CHj,
CH(CHs),, CH;CH(CHs),, CH(CH3)CH,CH3, CH,Ph, CH;-indol-3-yl, -CH,CH,SCH;,
CH,COzH, CHyC(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)CHj;, CH,((4'-OH)-
Ph), CH,SH, or lower cycloalkyl; or (viii) R¥is CH;, -CH,CHj3, CH(CH;),,
CH,CH(CHj;),, CH(CH3)CH,CHj3, CH,Ph, CH;-indol-3-yl, -CH,CH,SCH;, CH,CO,H,
CH,C(O)NH,, CH,CH,COOH, CH,CH,C(O)NH,, CH;CH,CH,;CH,NHj,, -
CH,CH,CH,NHC(NH)NH,, CH;-imidazol-4-yl, CH,OH, 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, C,.5 alkyl, C1.0 alkyl, or Cpg alkyl, R* is —

OR' or -N(R*),);

(d) R*is hydrogen, C,.;o alkyl, Cy.1g alkyl optionally substituted with a lower
alkyl, alkoxy or halogen, Cy. ¢ haloalkyl, C;.j cycloalkyl, cycloalkyl alkyl,
cycloheteroalkyl, aminoacyl, di(lower alkyl)amino-lower alkyl, aryl, such as phenyl,

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

(e) R’ is H, a lower alkyl, CN, vinyl, O-(lower alkyl), hydroxyl lower alkyl,
i.e., -(CH,),OH, where p is 1 -6, including hydroxyl methy! (CH,OH), CH,F, N3,
CH,CN, CHyNH,, CH,NHCH;, CH,N(CH;),, alkyne (optionally substituted), or halogen,
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including F, Cl, Br, or I, with the provisos that when X is OH, base is cytosine and R®is
H, R® cannot be N3 and when X is OH, R® is CH; or CH,F and B is a purine base, R’

cannot be H;
(f)  R%is H, CHs, CH,F, CHF,, CF;3, F, or CN;
(g) X is H, OH, F, OMe, halogen, NH,, or Nj;

(h) Y is OH, H, Cy.4 alkyl, Co.4 alkenyl, C,.4 alkynyl, vinyl, N3, CN, Cl, Br, F,
L NO,, OC(0)O(C 4 alkyl), OC(0YO(Cy4 alkynyl), OC(O)O(Cypq alkenyl), OC; 1o
haloalkyl, O(aminoacyl), O(C).j0 acyl), O(Cy.4 alkyl), O(C,4 alkenyl), S(Ci4 acyl), S(Ci4
alkyl), S(Ca.s alkynyl), S(Cs. alkenyl), SO(Cy.4 acyl), SO(Cy4 alkyl), SO(Cy4 alkynyl),
SO(Cy.q alkenyl), SO2(Ci4 acyl), SO(Cy4 alkyl), Sdz(Cz4 alkynyl}, SO»(C;.4 alkenyl),
OS(0)x(Cy.4 acyl), OS(0)2{Cy.a alkyl), OS(0)x(Cyy alkenyl), NH,, NH(C 4 alkyl),
NH(C,.4 alkenyl), NH(C,.4 alkynyl), NH{C,.s acyl), N(Cy.4 alkyl),, N(Cy_15 acyl),,
wherein alkyl, alkynyl, alkenyl and vinyl are optionally substitﬁted by Ns, CN, one to
three halogen (Cl, Br, F, I), NO,, C(O)O(C,.4 alkyl), C(O)O(C) 4 alkyl), C(O)YO(Cs4
alkynyl), C{O)O(C,.4 alkenyl), O(Cy4 acyl), O(Cy4 alkyl), O(C,4 alkenyl), S(C).4 acyl),
S(C1.4 alkyl), S(CM alkynyl), S(Cy.4 alkenyl), SO(Cy4 acyl), SO(Cy.4 alkyl), SO(Cy.4
alkynyl), SO(C,.4 alkenyl), SO(Cy.4 acyl), SO5(C.4 alkyl), SO,(Cy.4 alkynyl), SO(Cy4
alkenyl), OS(0)(C,4 acyl), OS(0)(C .4 alkyl), OS(0)(C;.4 alkenyl), NH,, NH(C,.4

alkyl), NH(C,.; alkenyl), NH(C,.4 alkynyl), NH(C1.4 acyl), N(C s alkyl),, N(C 1.4 acyl)y:

(i)  RYisH,F, Br, 1, OH, OR', NH,, NHR', NR’, CO,;R', CONH,, CONHR/,

CONR';, CH=CHCO:H, or CH=CHCO;R,
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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
()  ZisNor CRY; and

R'%'is H, halogen (including F, Cl, Br, I), OR', NH,, NHR', NR", NO,, lower
alkyl of C;-C¢, CO;R', CONH;, CONHR', CONR';, CH=CHCO,H, or CH=CHCO,R";
with the proviso that when base is represented by the structure ¢ with R'' being hydrogen,

R is not a: (i) —C=C—H, (ii) ~C=CH,, or (iii) -NO,.

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

by formula I-8
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 or CHs;

(¢)  R®isHand R* is H, CHs, CH(CHs);, CH,CH(CHs),, CH(CH3)CH,CIH,
CH,Ph, CHa-indol-3-yl, -CH,CH,SCH3, 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,, CHy-imidazol-4-

yl, CH,OH, CH(OH)CHs, CHy((4'-OH)-Ph), CH,SH, or lower cycloalkyl;

(d) R*is hydrogen, CH;, Et, 'Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,

cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
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methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-vl, lower

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

(e) R’ is H, CN, CHs, OCH3, CH,OH, CH,F, halogen, including F, Cl, Br, or
g

I, with the provisos that when X is OH, R® is CH; or CH,F , R® cannot be H;
) R®is H, CH;, CH,F, CHF,, CF;, F, or CN;
(2) X is H, OH, F, OCH3, halogen, NH;, or N3;
(h) Y is OH, H, CHs, vinyl, NH;, N3, CN, CL, Br, F, [, OC(O)CHj3;, OCHj3;

()  R'"YisH,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 least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
)] Z is N or CR'; and

R™ is an H, halogen (including F, Cl, 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,.

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

by formula I-8
wherein
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(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 or CHs;

(C) R3a is H and R3b is H, CH3, CH(CH3)2, CHzCH(CHg)z, CH(CHg)CHQCHg,

CH,Ph, or lower cycloalkyl;

(d R*is hydrogen, CHa, Et, 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-yl, N-methyl-pyrrolidin-4-yl , N-methyl-piperidin-4-yl, lower

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

(e) R’ is H, CN, CH,F, F, CI, Br, or I, with the provisos that when X is OH,

R® is CH; or CH,F, R® cannot be H;
(f)  R%isH, CHs, CH,F, CHF,, CF;, or F;
(2)  XisH, OH,F, OCHs, F, Cl, Br, I, NH; or N3;
(h) Y isH, OH, CHs, F, Cl, Br, I, NH; or N3, OCH3, or OC(O)CHj;

(i)  RYisH,F, Br, 1, OH, OR', NH,, NHR’, NR, CO,R', CONH,, CONHR’,

CONR";, CH=CHCO;H, or CH=CHCOR’,

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
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(2) X is H, OH, OCHs, F, NH; or Ns;
(h) Y is OH, NH;, OCHj3, or OC(O)CHz;

Q) R'is H, F, Br, I, OH, OR', NH,, NHR, NR',, CO,R', CONH,, CONHR',

CONR'y, 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 Icast one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
0 ZisNor CR'; and

R7isan H, halogen (including F, Cl, Br, 1), OR’, NHZ, NHR', NR';, NO,, lower
alkyl of C;-C4, 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=CH,, or (iii) =NO,.

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

formula I-8
wherein

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

fluorophenyl;
(b)  R*is hydrogen;

(¢)  R*isH and R* is H, CHs, CH(CH3),, CH,CH(CHs),, CH(CH;)CH,CHs,

CH,Ph, or lower cycloalkyl;
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)] Z is N or CR'?; and

R" is an H, halogen (including F, CL, 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=CH, or (iii) -NO,.

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

formula I-8
wherein

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

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

(¢)  R™isHand R* is H, CHs, CH(CHs),, CH,CH(CHj3),, CH(CH3)CH,CHs,

CH,Ph, or lower cycloalkyl;

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

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

(e) R’is H, with the provisos that when X is OH, R® is CH; or CHyF R

cannot be H;

()  R®is H, CH3, CHyF, CHF,, CF3, or F;
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(d) R* is hydrogen, CHs, Et, 'Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl1, lower

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

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

cannot be H;
(f)  R%is H, CHs, CH,F, CHF,, CFs, or F;
(g9 XisH, OH, OCH;, F, NH, or N3;
(h) Y is OH, NH,, OCH;, or OC(O)CHs;

()  R"isH, F,Br, 1, OH, OR', NH;, NHR', NR'5, 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 least one C atom that are joined

to form a heterocycle comprising at least two carbon atoms; and
) 7 is N or CR'?; and

R' is an H, halogen (including F, C1, Br, 1), OR', NH,, NHR', NR';, NO,, lower
alkyl of C;-Cs, 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 fifth embodiment of the invention is directed to a compound represented by

formula I in which the base is a structure represented by formula d above, wherein R,
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R%, R R3b, R%, R, Ré, 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 I-9

R2 O
ke
%

: N
R3a N—P—0 o ///4
l 5\\‘\\“ N

OR! R 6 NH,
CO,R* \ R

< -
$ 2
< 4
Y X

I-9
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;_¢ alkyl, Cy4 alkenyl, C,galkynyl, Ci
alkoxy, F, Cl, Br, I, nitro, cyano, C.¢ haloalkyl, —N(Rlv)z, Cy.6 acylamino, -NHSO,Cy 4
alkyl, —SOZN(RI')Q, CORI", and -SO,C ¢ alkyl; (RII is independently hydrogen or alkyl,
which includes, but is not limited to, Cy.p alkyl, Cy_j0 alkyl, or C,.4 alkyl, R" is—OR'or -

NR "))

(b) R? is hydrogen or CHs;
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(c) R* and R® are (i) independently selected from hydrogen, C;.j¢ alkyl,
cycloalkyl, -(CH;)C(NR3 ‘)2, Cy6 hydroxyalkyl, -CH,SH, -(CH;);S(0)¢Me, -
(CH,)sNHC{=NH)NH;, (1H-indol-3-yhmethyl, (1H-imidazol-4-yl)methyl, -
(CH,).COR”, aryl and aryl C_; alkyl, said aryl groups optionally substituted with a
group selected from hydroxyl, C_jo alkyl, C, alkoxy, halogen, nitro and cyano; (ii) R
and R*" both are Cy alkyl; (iii) R* and R* together are(CH,)¢ so as to form a spiro ring;
(iv) R* is hydrogen and R*® and R? together are (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
(CHy)s, s0 as to form a cyclic ring that includes the adjoining N and C atoms, where ¢ is 1
t06,dis0to2,eis0to3, fis2to 5, nis 2 to 4, and where R’ is independently hydrogen
or Cy alkyl and R*" is -OR' or -N(R*),); (vi) R** is H and R*® is H, CHs, CH,CH,
CH(CHs),, CH,CH(CHs)z, CH(CH3)CH,CH3, CH,Ph, CHz-indol-3-v1, -CH,CH,SCHs,
CH,CO,H, CH,C(O)NH,, CH,CH,COOH, CH>CH,C(O)NH,, CH,CH,CH,CHNH,, -
CH,CH;CH;NHC(NH)NH;, CH,-imidazol-4-yl, CH,OH, CH(OH)CH;, CH,((4-OH)-
Ph), CH,SH, or lower cycloalkyl; or (viii) R* is CHs, -CH,CH;, CH(CHjs),,
CH;CH(CH3),, CH(CH3)CH,CH3, CHyPh, CHs-indol-3-yl, -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)-
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.o0 alkyl, Cy.1¢ alkyl, or C1 alkyl, R is—

OR' or -N(R*),);

(d)  R'ishydrogen, Ci.i0 alkyl, Ci.j0 alkyl optionally substituted with a lower

alkyl, alkoxy or halogen, C.1o haloalkyl, Cs.1 cycloalkyl, eycloalkyl alkyl,
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cycloheteroalkyl, aminoacyl, di(lower alkyhamino-lower alkyl, aryl, such as phenyl,

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

(e) R’ is H, a lower alkyl, CN, vinyl, O-(lower alkyl), hydroxyl lower alkyl,
i.e., (CH),OH, where p is 1 -6, including hydroxyl methyl (CH,OH), CH;F, N3,
CH,CN, CH;NH,, CH,NHCH3;, CHaN(CH3),, alkyne (optionally substituted), or halogen,
including F, CI, Br, or I, with the provisos that when X is OH, base is cytosine and R®is
H, R’ cannot be N3 and when X is OH, R®is CHjs or CHyF and B is a purine base, R’

cannot be H;
(f)  R%is H, CHs, CH,F, CHF,, CFs, F, or CN;
(g) X is H, OH, F, OMe, halogen, NHs, or Nj;

(h) Y is OH, H, C,.4 alkyl, Cy.4 alkenyl, Cy4 alkynyl, vinyl, N3, CN, Cl, Br, F,
I, NOy, OC(O)O(C4 alkyl), OC(OYO(Cy.4 alkyl), OC(OYO(Ca.4 alkynyl), OC(0)YO(Cy.y
alkenyl), OCy.jp haloalkyl, O(aminoacyl), O(Cy.1g acyl), O(Ci4 alkyl), O(C,.4 alkenyl),
S(Ci4 acyl), S(Cy alkyl), S(Cy.q alkynyl), S(Cy.s alkenyl), SO(C,.4 acyl), SO(C,4 alkyl),
SO(Cy4 alkynyl), SO(Cs.4 alkenyl), SO2(Ci4 acyl), SO»Cy.4 alkyl), SO2(Cy.q alkynyl),
S0,(Cy. alkenyl), OS(0)2(C i acyl), OS(O)(Ci.4 alkyl), OS(0)5(Cy.4 alkenyl), NH,,
NH(C.4 alkyl), NH(C,.4 alkenyl), NH(C,.4 alkynyl), NH(C .4 acyl), N(Ci.s alkyl),, N(C;.
18 acyl)y, wherein alkyl, alkynyl, alkeny! and vinyl are optionally substituted by N3, CN,
one to three halogen (Cl, Br, F, I), NO;, C(O)O(Cy4 alkyl), C(O)O(C\.4 alkyl), C(O)O(C,.
4 alkynyl), C{O)O(Cyp4 alkenyl), O(Ci acyl), O(Ci.4 alkyl), O(Cy4 alkenyl), S(C4 acyl),
S(Cy.4 alkyl), S(Cqs alkynyl), S(Cy4 alkenyl), SO(Cy. acyl), SO(C{_Z; alkyl), SO(Cy.4
alkynyl), SO{C,4 alkenyl), SO2(Cy4 acyl), SO(Ci4 alkyl), SO(Cy4 alkynyl), SO2(Cos
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alkenyl), OS(0)2(Ci.4 acyl), OS(0)(C;.4 alkyl), OS(0)(C,.4 alkenyl), NH,, NH(C, 4

alkyl), NH(C;.4 alkenyl), NH(C,.4 alkynyl), NH(C;.4 acyl), N(Cy4 alkyl);, N(Cy.4 acyl),.

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

formula I-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 or CHs;

(¢) R*isHand R is H, CHs, CH(CHs),. CH,CH(CHs),, CH(CH3)CH,CHs,
CH,Ph, CH,-indol-3-yl, -CH,CH,SCH;, CH,CO.H, CH>C(O)NH,, CH,CH,COOH,
CH,CH,C(0)NH,, CH,CH,CH,CH,NH,, -CH,CH,CH,NHC(NH)NH,, CH,-imidazol-4-

yl, CH,OH, CH(OH)CHa, CH,((4'-OH)-Ph), CH,SH, or lower cycloalkyl;

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

haloalkyl, or di(lower alkyl)amino-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 CH,F, R’ cannot be H.
() R®is H, CHs, CH,F, CHF,, CF;, F, or CN;
(g) X 1s H, OH, F, OCHj, halogen, NH,, or Nj;
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(h) Y is OH, H, CHs, vinyl, NH,, N3, CN, CL, Br, F, I, OC(0)CHs, OCHj;

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

formula I-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 or CHs;

(¢)  R*®isHand R* is H, CH;, CH(CH3),, CH,CH(CHs),, CH(CH3)CH,CHs,

CH,Ph, or lower cycloalkyl;

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

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

(e) R® is H, CN, CH,F, F, Cl, Br, or I; with the proviso that X is OH, R®is

CHj or CHyF, R’ cannot be H;
()  R%isH, CHs, CH,F, CHF., CF3, or F;
(g8 XisH, OH, F, OCHs, F, Cl, Br, I, NH; or N3;
(h)  YisH, OH, CHs, F. Cl, Br. I, NH, N3, OCIs, or OC(O)CHs;
A fourth aspect of the fifth embodiment is directed to a compound represented by
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formula I-9
wherein

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

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

(¢©)  R™isHand R”is H, CHs;, CH(CHs),, CH,CH(CHj3),, CH(CH3)CH,Cls,

CH,Ph, or lower cycloalkyl;

(d) R*is hydrogen, CHs, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobﬁtyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-y1, N-
10 methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl, lower

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

(e) R’ isH, with the provisos that when X is OH, R® is CH; or CH,F, R®

cannot be H;
() R%is H, CH;, CH,F, CHF,, CF3, or F;
15 (g) X is H, OH, OCH;s, F, NH, or N3;
(h) Y is OH,kNHg, OCHjs, or OC(O)CHs;

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

formula I-9

wherein
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(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(CHs),, CH(CH;)CH,CH3,

CH,Ph, or lower cycloalkyl;

(d)  R*is hydrogen, CHs, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl1, lower

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

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

cannot be H;
M R®is H, CH3, CH,F, CHF,, CF3, or F;
(g) X is H, OH, OCH;, F, NH; or N3;
(h) Y is OH, NH,, OCHj3, or OC(O)CHj3;

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

formula I-10
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SO N

R = N—P*—0 0 ,?4
N
lRI RS\\\\\ NH2
CO,R? RS
Y X
I-10

wherein

(a) R' is hydrogen, methyl, ethyl, n-propyl, i-propyl, or a substituted or
5 unsubstituted phenyl, where the substitutent of the substituted phenyl is at least one of a
CH;, OCHs, F, CI, Br, I, nitro, cyano, and a CH3.(X,, where X is F, Cl, Br, or [, and q is

1-3;
(b)  R?is hydrogen or CHj;

(¢)  R™isHandR* is H, CH;, CH(CH;),, CH,CH(CHs),, CH(CH;)CH,CHs,
10 CH,Ph, CH-indol-3-yl, -CH,CH,SCH3, 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)CH3, CH,((4'-OH)-Ph), CH,SH, or lower cycloalkyl or R** is CHs,
CH(CHs),, CH,CH(CH3),, CH(CH;)CH,CH3, CH,Ph, CH,-indol-3-yl, -CH,CH,SCHs,
CH,CO,H, CH,C(O)NH,, CH,CH,COOH, CH,CH,C(O)NH,, CH,CH,CH,CH,NH,, -
15 CH,CH,CH,;NHC(NH)NH,, CH,-imidazol-4-yl, CH,OH, CH(OH)CH;, CHa((4'-OH)-
Ph), CH,SH. or lower cycloalkyl and R*® is H;
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(@  R*is hydrogen, CHs, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl, lower

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

(6) RS iS H, CN, CH3, OCH3, CHzOH, CH2F, N3, CHzCN, CH2N3, CHQNHz,
CH;NHCHj3;, CH;N(CHj)s, 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;
) R%is H, CHs, CHyF, CHF,, CF3, F, or CN;
(2) X is H, OH, F, OCHj3, Cl, Br, I, NH», or Ns;

(h) Y is OH, H, CHs, vinyl, N3, CN, Cl, Br, F, I, OC(O)CHs, OCH;, NH,,

NHCH;, NH(vinyl), NH(acetyl), NH(C(O)CHj3), N(CHs),, N(C(O)CH;),;

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

by formula I-10
wherein

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

bromo-phenyl, p-chloro-phenyl, p-fluorophenyl;
(b) R? is hydrogen or CHs;
(¢)  R®isHand R® is H, CHs, CH(CH3),, CH,CH(CHs),, CH(CH;3)CH,CHs,

CHPh, CHy-indol-3-yl, -CH,CH,SCH3, CH,CO,H, CH,C(O)NH,, CH,CH,COOH,
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CH,CH,C(O)NH;, CH,CH;CH,CH,;NH,, -CH,CH,CH,NHC(NH)NH,, CH,-imidazol-4~

yl, CH,OH, CH(OH)CHjs, CH((4'-OH)-Ph), CH,SH, or lower cycloalkyl;

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

haloalkyl, or di(lower alkyhamino-lower alkyl;

{e) R®is H, CN, CH;, OCH;, CH,OH, CH,F, halogen, including F, Cl, Br, or

I, with the provisos that when X is OH, R® is CH; or CH,F, R® cannot be H;
(f)  Ris H, CHs, CH,F, CHF;, CF3, F, or CN;
(g) XisH, OH, F, OCH;, Cl, Br, I, NH,, or N3; and
(h) Y is OH, H, CHs, vinyl, NH;, N3, CN, Cl, Br, F, [, OC(O)CHj3;, OCH;.

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

by formula I-10
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 or CH;;

(¢)  R¥isHand R is H, CHs, CH(CHs),, CH,CH(CHs),, CH(CH;)CH,CHs,

CH,Ph, or lower cycloalkyl;
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(d)  R%ishydrogen, CHs, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyblopcntyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N~
- methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl, lower

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

(e) R’ is H, CN, CH,F, F, Cl, Br, or I, with the provisos that when X is OH,

R®is CH; or CH,F, R® cannot be H;
()  R%is H, CHs, CH,F, CHF,, c1f3, or F;
(g)  XisH, OH, F, OCHs, F, Cl, Br, I, NH; or Nj;
(hy .YisH, OH, CHs. F, CL Br, I, NH; or N3, OCHs, or OC(O)CHj;

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

formula I-10
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, CH;, CH(CH3),, CH,CH(CHs),, CH(CH3)CH,CHs,

CHyPh, or lower cycloalkyl;

(d) R* is hydrogen, CHs, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
prop,

cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
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methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4~yl, N-methyl-piperidin-4-yl, lower

haloalkyl, or di{lower alkyl)amino-lower alkyl;

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

cannot be H;
) R® is H, CHs, CH,F, CHF,, CFs, or F;
(2) X is H, OH, OCH;, F, NH; or Ns;
(hy Y is OH, NH,, OCHj;, or OC(O)CHs;

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

formula I-10
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(CHs),, CH,CH(CHs),, CH(CH3)CH,CH,

CHyPh, or lower cycloalkyl;

(d)  R%ishydrogen, CH;, Et, ‘Pr, "Pr, "Bu, 2-butyl, ‘Bu, benzyl, cyclopropyl,
cyclobutyl, cyclopentyl, cyclohexyl, N-methyl-aziridin-2-yl, N-methyl-azetidin-3-yl, N-
methyl-pyrrolidin-3-yl, N-methyl-pyrrolidin-4-yl, N-methyl-piperidin-4-yl, lower

haloalkyl, or di(lower alkylamino-lower alkyl;
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(e) R’ is H, with the provisos that when X is OH, R® is CH; or CHoF, R®

cannot be H;
6] R® is H, CH;, CH,F, CHF,, CF3, or T
{(gy  Xis H, OH, OCHs, F, NH; or Ny;
(hy Y is OH, NH;, OCHj;, or OC(O)CHs.

The following tables contain numeric identifiers associated with various
substituent designators that should be viewed in light of the accompanying structure.
These structures are contemplated 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 I. 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 R', R%, R*, R*®, R*, R%, R,
X, and Y. In each of the presented tables, the phosphoramidate substituent containing the
substituents R** and R*® are depicted without reference to stereochemical structure (cf.
structures I-1, I-3, I-5, 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, I-4, 1-6, I-8, and I-10). Moreover, 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 (S)-configuration is presented. Additionally, the inventors recognize that

2980901-1 =123 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 00898



10

Docket No. : PH3080.PC6-TRK1

the phosphorus atom éf the phosphoramidate moicty is another source of chirality.
Although the structures below do not specifically depict chirality at phosphorus, the
inventors recognize that stereochemical configurations are possibie such that in'a
staggered (or zig-zag) line structure the oxo-substitutent projects towards the viewer
while the OR' substitutent projects away from the viewer, and vice versa, i.e., where the
Cahn-Ingold-Prelog stereochemical designation of phosphorous is either R or S,
Therefore, the structures below include all possible stereochemical configurations

possible for phosphorus.

R9
RS
| 7
RZ O /K
b
R | ” o} N 0
R3a N e P s ()
|
1 A
CO,R* OR RS
Y X
It
Table 1I-1.
Ne R R® R® R® R* RR R X Y R R K
I-1-1 CH;, H H H CH; H CH, OH OH H H NH,
I-1-2 CH; H H CH, CH, H CH, OH OH H H NN,
[I-1-3 CH; H H CH(CHy), CH, H CH, OH OH H H NH,
II-1-4 CH; H H CHCH(CHs), CH, H CH; OH OH H H NH,
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Ne R" R* R*® R® R" R R® X Y R R V¥
H-1-5 CH; H H CH,Ph CH; H CH; OH OH H H NH;
M-1-6 CH; H H CHpindol-3-yl CH; H CH; OH OH H H NH,
1-1-7 CH; H H CHXCH,SCH; CH; H CH; OH OH H H NH,
1-1-8 CH; * H * CH; H CH; OH OH H H NH,
*R* and R’" joined together by (CH,)3 to form five-membered ring.

Table 11-2.

Ne R' R® R*®™ R® R" R R X Y R R K
II-2-1 Bt H H H CH; H CH; OH OH H H NH;
II-2-2 Et H H CH; CH; H CH; OH OH H H NH;
1I-2-3 Bt H H CH(CH;), CH; H CH; OH OH H H NH,
124 Et H H CH,CH(CH;», CH; H CH; OH OH H H NH,
-2-5 Et H H CHPh CH; H CH; OH OH H H NH;
m-2-6 Et H H CHpindol-3-yl CH; H CH; OH OH H H NH;
27 Bt H H CHCH,SCH; CH; H CH; OH OH H H NH;
i-2-8 Bt * H * CH; H CH; OH OH H H NH;
*R” and R joined together by (CH,); to form five-membered ring.

Table 1I-3.

Ne R' R® R* R R® R* R® X Y R R R
131 ’r H H H CH; H CH; OH OH H H NH;
-32 Pr H H CH; CH; H CH; OH OH H H NH,
[-3-3 Pr H H CH(CHs), CH; H CH; OH OH H H NH,
-34 Pr H H CH,CH(CHs), CH; H CH:. OH OH H H NH,
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Ne R' R* R® R® R" R R X Y R R F
II-35 Pr H H CH,Ph CH; H CH; OH OH H H NH,
036 Pr H H CHj-indol-3-yl CH; H CH; OH OH H H NI
37 Pr H H CH,CH,SCH; CH; H CH; OH OH H H NH,
II-3-8 Pr * H * CH; H CH; OH OH H H NH,
*R* and R’ joined together by (CHa)3 to form five-membered ring.

Table 11-4.

Ne R' R* R*® R® R" R R® X Y R R I
41 By H H H CH; H CH; OH OH H H NH,
Mm4-2 By H H CH, CH; H CH; OH OH H H NH,
M43 By H H CH(CHs), CH; H CH; OH OH H H NH,
44 Bu H H CH,CH(CH;), CH; H CH; OH OH H H NH,
45 By H H CH,Ph CH; H CH; OH OH H H NH,
II-46 Bu H H CHp-indol-3-yl CH; H CH; OH OH H H NH,
47 Bu H H CH,CH,SCH; CH; H CH; OH OH H H NH,
48 Bu * H * CH; H CHy OH OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table II-5.

Ne R' R* R*® RP R®" R R X Y R R F
II-5<1 Ph H H H CH; H CH; OH OH H H NH,
II-5<2 Ph H H CH; CH; H CH; OH OH H H NH,
I-5-3 Ph H H CH(CH;), CH; H CH; OH OH H H NH,
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Ne R' R* R™ R® R®" R R® X Y R R ¥

54 Ph H H CH)CH(CH;), CH; H CH; OH OH H H NH,
-5 Ph H H CHPh CH; H CH; OH OH H H NH,
I-5-6 Ph H H CHj-indol-3-yl CH; H CH, OH OH H H NH,
57 Ph H H CH,CH,SCH; CH; H CH; OH OH H H Nﬁz
II-5-8 Ph * H * CH; H CH; OH OH H H NH,

*R* and R”” joined together by (CHy)3 to form five-membered ring.

Table 11-6.

Ne R' R R™ R R" RRR® X Y R R R
1I-6-1 p-Me-Ph H H H CH; H CH; OH OH H H NH,
1I-6-2 p-Me-Ph H H CH; CH; H CH; OH OH H H NH,
M-6-3 p-Me-Ph H H CH(CH), CH, H CH, OH OH H H NH,
I-6-4 p-Me-Ph H H CH)CH(CH;), CH; H CH; OH OH H H NH,
1I-6-5 p-Me-Ph H H CH;Ph CH; H CH; OH OH H H NH,
1I-6-6 p-Me-Ph H H CHe-indol-3-yl CH; H CH; OH OH H H NH,
1I-6-7 p-Me-Ph H H CH,CH,SCH; CH; H CH; OH OH H H NH;
I1-6-8 p-Me-Ph * H * CH; H CH; OH OH H H NH;
*R” and R™" joined together by (CHy)3 to form five-membered ring.

Table 1I-7.

Ne R’ R® R*® R R R R X Y R R K
n-71 p-F-Ph H H H CH; H CH; OH OH H H NH,
II-7-2 p-F-Ph H H CH; CH; H CH; OH OH H H NH,
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Ne R’ R* R*™ R” R R R® X Y R R F
-7-3 p-F-Ph H H CH(CH;) CH; H CH; OH OH H H NH,
II-7-4 p-F-Ph H H CH)CH(CH;), CH; H CH; OH OH H H NH,
II-7-6 p-F-Ph H H CH;Ph CH; H CH; OH OH H H NH,
n-7-7 p-F-Ph H H CHyindol-3-yI CH; H CH; OH OH H H NH,
-7-8 p-F-Ph H H CH,CH,SCH; CH; H CH; OH OH H H NH,
I1-7-20 p-F-Ph * H * CH; H CH; OH OH H H NH,
*R* and R™ joined together by (CH,)s to form five-membered ring.

Table I1-8.

Ne R R® R*™ R R" R R®* X Y R R VK
nm-8-1 p-Cl-pPh H H H CH; H CH; OH OH H H NH,
182 p-Cl-Ph H H CH; CH; H CH; OH OH H H NH,
11-8-3 p-Cl-Ph H H CH(CH;), CH; H CH; OH OH H H NH,
-84 p-Cl-Ph H H CH,CH(CHs;), CH; H CH; OH OH H H NH,
-85 p-Cl-Ph H H  CHPh CH; H CH; OH OH H H NH,
I1-8-6 p-Cl-Ph H H CHpindol-3-yI CH; H CH; OH OH H H N,
II-8-7 p-Cl-Ph H H CH,CH,SCH; CH; H CH; OH OH H H NH;
11-8-8 p-Cl-Ph * H * CH; H CH; OH OH H H NH,
*R* and R™” joined together by (CHa)s to form five-membered ring.

Table I1-9.

Ne R R® R*® R® R" R R® X Y R K ‘ R’
1-9-1 p-Br-Ph H H H CH; H CHy; OH OH H H NH,
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Ne R' R® R™ R™ R" R R" X Y R R V¥
1-9-2 p-Br-Ph H H CH; CH; H CH; OH OH H H NH,
-9-3 p-Br-Ph H H CH(CH;), CH; H CH; OH OH H H NH,
I-94 p-Br-Ph H H CHCH(CHs) CH; H CH; OH OH H H NH;
I-9-6 p-Br-Ph H H CHPh CHs H CHs OH OH H H NH;
II-9-7 p-Br-Ph H H CHyindol-3-yl CH; H CH; OH OH H H NH
1-9-8 p-Br-Ph H H CH,CH,SCH; CH; H CH; OH OH H H NH,
1-9-20 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 11-10.

Ne R R® R™ R® R®" R R X Y R R ¥
H-10-1 p-I-Ph H H H CH; H CH; OH OH H H NH,
H-10-2 p-[-Ph H H CH; CH; H CH; OH OH H H NH,
0-10-3 p-I-Ph H H  CH(CHs), CH; H CH; OH OH H H NH,
I-10-4 p-[-Ph H H CH,CH(CHs), CH; H CH: OH OH H H NH,
II-10-5 p-I-Ph H H CH:Ph CH; H CHy OH OH H H NH,
I-10-6 p-[-Ph H H CHp-indol-3-yl CH; H CH; OH OH H H NH,
1-10-7 p-I-Ph H H CHCH,SCH; CH; H CH; OH OH H H NH,
11-16-8 p-I-Ph * H * CH; H CH; OH OH H H NH;
*R” and R”" joined together by (CH,); to form five-membered ring.

Table H-11.

Ne R'" R* R* R” R" " R®* X Y R R V¥
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Ne R" R R® R” R" " R* X Y R R V¥
Im-11-1 CH; H H H Et H CH; OH OH H H NH,
M-11-2 CH; H H CH; Et H CH; OH OH H H NH;
II-11-3 CH; H H CH(CHj), Et H CH; OH OH H H NH,
n-11-4 CH; H H CH,CH(CH;), Et H CH; OH OH H H NH;
n-11-s CH; H H CH,Ph Et H CHy OH OH H H NH
II-11-6 CH; H H CHjindol-3-yl Et H CH; OH OH H H NH,
II-11-7 CH; H H CH,CH,SCH; Et H CH; OH OH H H NH,
n-11-8 CH, * H * Et H CH; OH OH H H NH,
*R” and R™ joined together by (CHa)s to form five-membered ring.

Table 11-12.

Ne R" R® R® R” R®* * R® X Y R R R
I-12-1 Bt H H H Et H CH; OH OH H H NH,
I-12-2 Bt H H CH; Et H CH; OH OH H H NH,
1I-12-3 Et H H CH(CH;), Et H CH; OH OH H H NH;
n-12-4 Ft H H CHCH(CH:;); Et H CH; OH OH H H NH,
11-12-8§ Et H H CH,Ph Et H CH; OH OH H H NH,
I-12-6 Et H H CHy-indol-3-yI Et H CH; OH OH H H NH,
127 Et H H CH)CH,SCH; Et H CH; OH OH H H NH,
I1-12-8 Et * H * Et H CH; OH OH H H NH,
*R* and R’ joined together by (CH,); to form five-membered ring.

Table II-13.

Ne R" R® R® R® R" R R* X Y R R ¥
II-13-1 Pr H H H Ft H CH;, OH OH H H NH,
2980901-1 -130 -

362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 00905



Docket No. :

PH3080.PC6-TRK1

Ne R' R® R® R® R" " R® X Y R R F
-132 Pr H H CH; Et H CH; OH OH H H NH,
II-13-3 Pr H H CH(CHa), Et H CH; OH OH H H NH,
N-134 Pr H H CHCH(CH;), Et H CH; OH OH H H NH,
-13-5 Pr H H CH,Ph Et H CH; OH OH H H NH,
1I-13-6 Pr H H CHpindol-3-yl Et H CH; OH OH H H NH,
-13-7 ‘Pr H H CH,CH,SCH; Et H CH; OH OH H H NH,
n-13-8 pr * H ¥ Et H CH, OH OH H H NH,
*R* and R™ joined together by (CHa)s to form five-membered ring.

Table 11-14.

Ne R' R* R R” R* R ®* X Y R R V¥

3a

141 Bu H H H Et H CH; OH OH H H NH,
I-14-2 Bu H H CH, Et H CH; OH OH H H NH,
II-14-3 ‘Bu H H CH(CHy), Et H CH; OH OH H H NH,
-14-4 Bu H H CHCH(CH)), Et H CH; OH OH H H NH,
[I-14-5 Bu H H CHPh Et H CH; OH OH H H NH,
I-14-6 Bu H H CH,-indol-3-y] Et H CH;, OH OH H H NH,
147 Bu H H CHCH,SCH; Et H CHy OH OH H H NH,
n-148 Bu * H * Et H CH;, OH OH H H NH,

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

Table 1I-15.
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Ne R" R* R® R” R* ” R®* X Y R R K
n-1-1 Ph H H H Et H CH; OH OH H H NH,
II-152 Ph H H CH, Et H CH; OH OH H H NH,
II-153 Ph H H CH(CH), Et H CH; OH OH H H NH,

n-15-4 Ph H H CH,CH(CH;), Et H CH; OH OH H H NH,
I-15-s Ph H H CHPh Et H CH; OH OH H H NH;
II-15-6 Ph H H CHjindol-3-y]l Et H CH; OH OH H H NH,
II-15-7 Ph H H CH)CH,SCH; Et H CH; OH OH H H NH

11-15-8 Ph * H * Et H CH; OH OH H H NH,

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

Table II-16.

No R R R®™ R R®" " R®* X Y R R KR
11-16-1 p-Me-Ph H H H Bt H CH; OH OH H H NH,
0-16-2 p-Me-Ph H H CH; Et H CH; OH OH H H NH,
1I-16-3 p-Me-Ph H H CH(CH;), Et H CH; OH OH H H NH,

1-16-4 p-Me-Ph H H CH,CH(CH;), Et H CH; OH OH H H NH,
II-16-5 p-Me-Ph H H CH;Ph Et H CH; OH OH H H NI
-16-6 p-Me-Ph H H  CHp-indol-3-y] Et H CH; OH OH H H NH,
Ii-16-7 p-Me-Ph H H CH;CH,SCH; Et H CH; OH OH H H NH,

11-16-8 p-Me-Ph * H * Et H CHy OH OH H H NH,

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

Table 11-17.
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Ne R R’ R® R® R* " R®* X Y R R ¥

0-17-1 p-F-Ph H H H Et H CH; OH OH H H NH,
11-17-2 p-F-Ph H H CH; Et 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,
- H-17-4 p-F-Ph H H CHCH(CH;, Et H CH; OH OH H H NH,
11-17-5 p-F-Ph H H CH:Ph Et H CH; OH OH H H NH,
-17-6 p-F-Ph H H CHyindol-3-yl Et H CHy; OH OH H H NH,
MM-17-7 p-F-Ph H H CHCHSCH; Et H CH; OH OH H H NH,
n-17-8 p-F-Ph * H * Et H CH; OH OH H H NH,
*R* and R*" joined together by (CHy); to form five-membered ring.

Table 1I-18.

Ne R’ R* R™ R® R ¥ R* X Y R R ¥
-18-1 p-Cl-Ph H H H Et H CH, OH OH H H NH,
[1-18-2 p-CI-Ph H H CH; Et H CH, OH OH H H NH,
-18-3 p-Cl-Ph H H CH(CH;), Et H CH; OH OH H H NH,
[1-18-4 p-Cl-Ph H H CH,CH(CH;), Et H CH; OH OH H H NH,
1I-18-5 p-Cl-Ph H H CH,Ph Et H CH; OH OH H H NH,
M1-18-6 p-Cl-Ph H H CHyindol-3-yl Et H CH; OH OH H H NH,
1-18-7 p-Cl-Ph H H CHCH,SCH; Et H CH; OH OH H H NH,
I1-18-8 p-Cl-Ph * H * Et H CH; OH OH H H NH,

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

Table II-
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Ne R R* R™ R R" R R®* X Y R R R
I1-19-1 p-Br-Ph H H H Et H CH; OH OH H H NH,
M1-192 p-Br-Ph H H CH; Et H CH; OH OH H H NH,
1-19-3 p-Br-Ph H H CH(CH:) Et H CH; OH OH H H NH,
m-194 p-Br-Ph H H CHCH(CH;, Et H CH; OH OH H H NH,
1-19-5 p-Br-Ph H H CHPh Et H CH; OH OH H H NH,
11-19-6 p-Br-Ph H H CHz-indoiﬁ3—y1 Et H CH; OH OH H H NH,
0-19-7 p-Br-Ph H H CHCH,SSCH; Et H CH; OH OH H H NH,
11-19-8 p-Br-Ph * H * Et H CH;, OH OH H H NH,
*R* and R*® joined together by (CHa); to form five-membered ring.

Table 11-20.

Ne R’ R* R® R R\ " R X Y R R VR
-20-1 p-I-Ph H H H Et H CH;, OH OH H H NH,
11-20-2 p-l-Ph H H CH; Et H CH; OH OH H H NH,
11-20-3 p-I-Ph H H CH(CH,), Et H CH; OH OH H H NH,
11-20-4 pI-Ph H H CH,CH(CH;), Bt H CH; OH OH H H NH,
11-20-5 p-I-Ph H H CH,Ph Et H CH; OH OH H H NH,
11-20-6 p-I-Ph H H CHyindol3yl Et H CH; OH OH H H NH,
11207 p-I-Ph H H CHCHSCH; Et H CH; OH OH H H NH,
11-20-8 p-I-Ph * H * Et H CH; OH OH H H NH,

*R* and R’ joined together by (CHa)3 to form five-membered ring.

Table II-21.
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Ne R" R’ R* R® R* %R R®* X Y R R' R
1I-21-1 CH; H H H Pr H CH; OH OH H H NH,
M-21-2 CH, H H CH, Pr H CH; OH OH H H NH,
11-21-3 CH;, H H CH(CH:), Pr H CH; OH OH H H NH,
I-21-4 CH; H H CH,CH(CH;), Pr H CH, OH OH H H NH,
I-21-5 CH; H H CH,Ph r H CH; OH OH H H NH,
II-21-6 CH, H H CHsindol-3-yl Pr H CH;, OH OH H H NH,
II-21-7 CH, H H CH,CH,SCH; Pr H CH, OH OH H H NH,
1-21-8 CH, * H * Pt H CH; OH OH H H NH,
*R” and R*" joined together by (CH,); to form five-membered ring.

Table 1I-22.

Ne R' R® R* R® R" "R R® X Y R R ¥
I-22-1 Bt H H H r H CH, OH OH H H NH,
11-22-2 Bt H H CH; Pr H CH; OH OH H H NH,
11-22-3 Bt H H CH(CHs), Pr H CH; OH OH H H NH,
11-224 Bt H H CHCH(CHy, Pr H CH; OH OH H H NH,
225 Et H H CHPh Pr H CH; OH OH H H NH,
II-22-6 Bt H H CHyindol-3-yl Pr H CH; OH OH H H NH,
227 Bt H H CHCHSCH; Pr H CH;, OH OH H H NH,
11-22-8 Et * H * Pr H CH, OH OH H H NH,
*R” and R joined together by (CH,); to form five-membered ring.

Table 11-23.

Ne R'" R* R*® R® R" ¥ R* X Y R R VK
231 Pr H H H Pr H CH; OH OH H H NH,
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Ne R' R R* R® R" ¥ R®* X Y R R F

11232 Pr H H CH; Pr H CH; OH OH H H NH,
1233 Pr H H CH(CHs) Pr H CH; OH OH H H NH,
11234 Pr H H CH,CH(CH:;, Pr H CH; OH OH H H NH,
11-23-5 Pr H H CHPh Pr H CH; OH OH H H NH,
N-23-6 Pr H H CHyindol-3-yl Pr H CH; OH OH H H NH,
1M237 Pr H H CHCHSCH; Pr H CH; OH OH H H NH,
m-238 Pr * H * Pr H CH; OH OH H H NH,
*R* and R*" joined together by (CHy); to form five-membered ring.

Table 11-24.

Ne R' R R® R® R*" ¥ * X Y R R ¥

1241 Bu H H H r H CH; OH OH H H NH,
242 Bu H H CH;, Pr H CH; OH OH H H NH,
11243 ‘Bu H H CH(CH;), ’r H CH; OH OH H H NH,
-24-4 ‘Bu H H CH,CH(CHs), Pr H CH; OH OH H H NH,
1245 Bu H H CHPh Pr H CH: OH OH H H NH,
246 Bu H H CHyindol-3-yl Pr H CH; OH OH H H NH,
1247 Bu H H CHCHSCH; Pr H CH;, OH OH H H NH,
11-24-8 Bu * H * Pr H CH; OH OH H H NH,
*R* and R™ joined together by (CHa); to form five-membered ring.

Table 1I-25.

No R'" R® R®* R R*" R R* X Y R R' R
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Ne R'" R* R®™ R® R®* ®" R* X Y R R ¥
-25-1 Ph H H H Pr H CH; OH OH H H NH,
1I-25-2 Ph H H CH, "Pr‘ H CH; OH OH H H NH,
11-25-3 Ph H H CH(CHi) Pr H CH; OH OH H H NH,
I-25-4 Ph H H CHCH(CH:;», Pr H CH; OH OH H H NH,
I1-25-5 Ph H H CH;Ph Pr H CH; OH OH H H NH,
II-25-6 Ph H H CHj-indol-3-yl Pr H CH; OH OH H H NH,
I-257 Ph H H CH,CH,SCH; Pr H CH; OH OH H H NH,
258 Ph * H * Pr H CH; OH OH H H NH,

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

Table 1I-26.

Ne R' R® R® R® R® “" R® X Y R R ¥
11-26-1 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,
1I-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  CH,CH(CHs), Pr H CH; OH OH H H NH,
II-26-5 p-Me-Ph H H CH;Ph Pr H CH; OH OH H H NH,
II-26-6 p-Me-Ph H H  CHj-indol-3-yl ’r H CH;, OH OH H H NH,
I1-26-7 p-Me-Ph H H CH,CH,SCH; Pr H CH, OH OH H H NH,
11-26-8 p-Me-Ph * H * Pr H CH; OH OH H H NH,

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

Table II-27.
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Ne R R® R*® R” R®" R R® X Y R R R

0271 p-F-Ph H H H Pr H CH; OH OH H H NH,
272 p-F-Ph H H CH; Pr H CH; OH OH H H NH,
11-27-3 p-F-Ph H H CH(CH;), Pr H CH; OH OH H H NH,
-27-4 p-F-Ph H H CHCH(CH;, Pr H CH; OH OH H H NH,
1I-27-5 p-F-Ph H H CH;Ph Pr H CH; OH OH H H NH,
1-27-6 p-F-Ph H H CHpindol-3-yl Pr H CH; OH OH H H NH,
-27-7 p-F-Ph H H CHCH,SCH; Pr H CH; OH OH H H NH,
11-27-8 p-F-Ph * H * r H CH; OH OH H H NH,
*R* and R*” joined together by (CH,); to form five-membered ring.

Table II-28.

Ne R R® R™ R® R" *R R* X Y R R R
1281 p-Cl-Ph H H H Pr H CH; OH OH H H NH,
11282 p-Cl-Ph H H CH; r H CH; OH OH H H NH,
11-28-3 p-Cl-Ph H H CH(CHy), Pr H CH; OH OH H H NH,
0-284 p-Cl-Ph H H CHCH(CH;), Pr H CH; OH OH H H NH,
I1-28-5 p-Cl-Ph H H CHpPh Pr H CH; OH OH H H NH,
-28-6 p-Cl-Ph H H  CHpindol-3-yl Pr H CH; OH OH H H NH,
11-28-7 p-Cl-Ph H H CH,CHSCH; Pr H CH; OH OH H H NH,
11-28-8 p-Cl-Ph * H * Pr H CH; OH OH H H NI,

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

Table 1I-29.
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Ne R R® R*® R™ R'" R’ R® VX Y R R R
-29-1 p-Br-Ph H H H Pr H CH, OH OH H H NH,
0-292 p-Br-Ph H H CH; Pr H CH; OH OH H H NH,
U-29-3 p-Br-Ph H H CH(CHs), Pr H CH; OH OH H H NH,
11-29-4 p-Br-Ph H H CHCH(CH;), Pr H CH; OH OH H H NH,
11-29-5 p-Br-Ph H H CH,Ph Pr H CH; OH OH H H NH,
11-29-6 p-Br-Ph H H CHyindol-3-yl Pr H CH; OH OH H H NH,
0-29-7 p-Br-Ph H H CHCH,SCH; 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 11-30.

Ne R’ R> R® R R®" " R® X Y R R R
1-30-1 p-I-Ph H H H Pr H CH; OH OH H H NH,
11-30-2 p-I-Ph H H CH; Pr H CH;: OH OH H H NH,
1-30-3 p-I-Ph H H CH(CHs), Pr H CH; OH OH H H NH,
11-30-4 p-I-Ph H H CH,CH(CHs;), Pr H CH: OH OH H H NH,
11-30-5 p-I-Ph H H CH,Ph Pr H CH; OH OH H H NH,
11-30-6 p-I-Ph H H CHyindol3-yl Pr H CH;, OH OH H H NH,
M-30-7 p-I-Ph H H CHCHSCH, Pr H CH; OH OH H H NH,
11-30-8 p-[-Ph * H * Pr H CH; OH OH H H NH,

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

Table 1I-31.
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Ne R'" R* R* R” R R R® X Y R R R
II-31-1 CH; H H H "Bu H CH; OH OH H H NH,
11-31-2 CH; H H CH; "Bu H CH; OH OH H H NH,
11-31-3 CH; H H CH(CH,), "Bu H CH; OH OH H H NH,
m-31-4 CH; H H CH,CH(CH;), "Bu H CH; OH OH H H NH,
11-31-5s CH; H H CH;Ph "By H CH; OH OH 4 H H NH;
I-31-6 CH; H H CHp-indol-3-yl "Bu H CH; OH OH H H NH;
1-31-7 CH; H H CH,CH,SCH; "Bu H CH; OH OH H H NH;
n-31-8 CH; * H * "Bu H CH; OH OH H H NH,
*R? and R® joined together by (CHa)s to form five-membered ring.

Table 1I-32.

Ne R' R”® R*® R® R" RR R®* X Y R R R
II-32-1 Et H H H "Bu H CH; OH OH H H NH,
11-32-2 Et H H CH; "Bu H CH; OH OH H H NH,
11-32-3 Et H H CH(CHs), "Bu H CH; OH OH H H NH;
1-324 Bt H H CH,CH(CH;, "Bu H CH; OH OH H H NH,
11-32-§ Bt H H CH,Ph "Bu H CH; OH OH H H NH,
II-32-6 Et H H CHindol-3-yl "Bu H CH; OH OH H H NH,
-32-7 Bt H H CH,CH,SCH; "Bu H CH; OH OH H H NH,
n-32-8 Et * H * "Bu H CH; OH OH H H NH,

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

Table I1-33.
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Ne R' R* R*® R® R®" R R® X Y R R K
331 Pr H H H "Bu H CH, OH OH H H NH
1-332 Pr H H CH; "Bu H CH; OH OH H H NH,
11-:33-3 Pr H H CH(CH:), "Bu H CH:; OH OH H H NH,
11-33-4 Pr H H CHCH(CH), "Bu H CH; OH OH H H NH,
II-335 Pr H H CH,Ph "Bu H CH; OH OH H H NH,
11-33-6 Pr H H CHyindol-3-yl "Bu H CH; OH OH H H NH,
M-337 Pr H H CHCH,SCH; "Bu H CH; OH OH H H NH,
1-33-8 pr * H * "Bu H CH; OH OH H H NH,
*R* and R joined together by (CHy); to form five-membered ring.

Table 11-34.

Ne R' R’ R® R® R R R X Y R R R
I-3¢-1 Bu H H H "Bu H CH; OH OH H H NH,
M-342 Bu H H CH; "Bu H CH; OH OH H H NH,
M-34-3 ‘Bu H H CH(CH;), "Bu H CH; OH OH H H NH,
M-34-4 Bu H H CH,CH(CH;, "Bu H CH; OH OH H H NH,
II-34-5 ‘Bu H H CH,Ph "Bu H CH; OH OH H H NH,
1346 ‘Bu H H CHyindol3-yl "By H CH; OH OH H H NH,
I-347 Bu H H CH,CHSCH; "Bu H CH; OH OH H H NH,
II-34-8 ‘Bu * H * Bu H CH; OH OH H H NH,

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

Table II-35.
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Ne R" R® R” R® R R R® X Y R R R
II-35-1 Ph H H H "Bu H CH; OH OH H H NH,
-352 Ph H H CH; "Bu H CH; OH OH H H NH,
1I-35-3 Ph H H CH(CH:), "Bu H CH; OH OH H H NH,
I-35-4 Ph H H CH)CH(CHs), "u H CH; OH OH H H NH,
II-35-5 Ph H H CH,Ph "Bu H CH; OH OH H H NH,
1I-35-6 Ph H H CHs-indol-3-yl "Bu H CH; OH OH H H NH,
1357 Ph H H CHCH,SCH; "Bu H CH; OH OH H H NH,
I1-35-8 Ph * H * "Bu H CH; OH OH H H NH,

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

Table H-36.‘

Ne R’ R* R* R R" RR R® X Y R R F
II-36-1 p-Me-Ph H H H "Bu H CH; OH OH H H NH,
II-36-2 p-Me-Ph H H CH; "Bu H CH; OH OH H H NH,
II-36-3 p-Me-Ph H H  CH(CHs), "Bu H CH; OH OH H H NH,
II-36-4 p-Me-Ph H H CHXCH(CH;), "Bu H CH: OH OH H H NH,
I1-36-5 p-Me-Ph H H CH,Ph "Bu H CH; OH OH H H NH,
I1-36-6 p-Me-Ph H H CHpindol-3-yl "Bu H CH; OH OH H H NH,
1I-36-7 p-Me-Ph H H CHCH,SCH; "Bu H CH; OH OH H H NH,
I1-36-8 p-Me-Ph * H * "Bu H CH: OH OH H H NH;

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

Table I1-
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Ne R’ R R® R® R* RP R* X Y R R K

11-37-1 p-F-Ph H H H "Bu H CH; OH OH H H NH,
1I-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(CHs) "Bu H CH; OH OH H H NH,
11-37-4 p-F-Ph H H CHCH(CH;, "Bu H CH; OH OH H H NH,
11-37-5 p-F-Ph H H CHPh "Bu H CH; OH OH H H NH,
11-37-6 p-F-Ph H H CHxindol3yl "Bu H CH; OH OH H H NH,
11-37-7 p-F-Ph H H CHCHSCH; "Bu H CH; OH OH H H NH,
I1-37-8 p-F-Ph * H * "Bu H CH; OH OH H H NH,
*R* and R*® joined together by (CHy); to form five-membered ring.

Table 11-38.

Ne R R* R™ RP R" R R X Y R R K
11-38-1 p-Cl-Ph H H H "Bu H CH; OH OH H H NH,
11-38-2 p-CI-Ph H H CHs "Bu H CH; OH OH H H NH,
11-38-3 p-Cl-Ph H H CH(CHs), "Bu H CH; OH OH H H NH,
11-38-4 p-Cl-Ph H H CHCH(CH; "Bu H CH; OH OH H H NH,
11-38-5 p-Cl-Ph H H CH,Ph "Bu H CH; OH OH H H NH,
11-38-6 p-Cl-Ph H H CHpindol-3-yl "Bu H CH; OH OH H H NH,
11-387 p-Cl-Ph H H CHCHSCH;, "Bu H CH; OH OH H H NH,
11-38-8 p-Cl-Ph * H * "Bu H CH; OH OH H H NH,

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

Table I-
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Ne R R® R™ RT R RRR® X Y R R K
II-39-1 p-Br-Ph H H H "Bu H CH;, OH OH H H NH,
11-39-2 p-Br-Ph H H CH, "Bu H CH; OH OH H H NH,
11-39-3 p-Br-Ph H H CH(CH), "Bu H CH; OH OH H H NH,
II-39-4 p-Br-Ph H H CH,CH(CH;» "Bu H CH; OH OH H H NH,
I-39-5 p-Br-Ph H H CH.Ph "Bu H CH; OH OH H H NH,
I1-39-6 p-Br-Ph H H CH-indol-3-yl "Bu H CH; OH OH H H NH,
I-39-7 p-Br-Ph H H CH,CH,SCH; "Bu H CH; OH OH H H NH,
11-39-8 p-Br-Ph * H * "Bu H CH; OH OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table I11-40.

Ne R' R* R® R™ R®" R R® X Y R R F
1J-40-1 p-I-Ph H H H "Bu H CH; OH OH H H NH,
-40-2 p-I-Ph H H CH, "Bu H CH; OH OH H H NH,
I1-40-3 p-]-Ph H H CH(CHs), "Bu H CH; OH OH H H NH,
11-40-4 p-I-Ph H H CHCH(CHs;), "Bu H CH; OH OH H H NH,
-40-5 p-I-Ph H H CH.Ph "Bu H CH; OH OH H H NH,
II-40-6 p-I-Ph H H CHpindol-3-yl "Bu H CH; OH OH H H NH,
11-40-7 p-I-Ph H H CH,CH,SCH; "Bu H CH; OH OH H H NH,
1-40-8 p-I-Ph * H * "By H CH; OH OH H H NH,

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

Table 11-41.
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Ne R'" R* R®* R" R" " ® X Y R R V¥
I1-41-1 CH; H H H Bz H CH; OH OH H H N,
11-41-2 CH; H H CH; Bz H CH; OH OH H H NH,
11-41-3 CH; H H CH(CH;) Bz H CH; OH OH H H NH,
II-41-4 CH; H H CHCH(CHs) Bz H CH; OH OH H H NH,
1-41-s CH; H H CHyPh Bz H CH; OH OH H H NH,
Ii-41-6 CH; H H CHpindol-3-yl Bz H CH; OH OH H H NH,
nH-41-7 CH; H H CH,CH,SCH; Bz H CH; OH OH H H NH,
11-41-8 CH; * H * Bz H CH; OH OH H H NH;
*R? and R’ joined together by (CHa); to form five-membered ring.

Table 11-42.

Ne R' R® R" R” R®" R R® X Y R R V¥
J1I-42-1 Et H H H Bz H CH; OH OH H H NI,
I1-42-2 Et H H CH, Bz H CH; OH OH H H NH,
1i-42-3 Et H H CH(CH;), Bz H CHy OH OH H H NH;
M-424 Bt H H CHCH(CH;), Bz H CH; OH OH H H NH,
-42-5 Et H H CH,Ph Bz H CH; OH OH H H NH,
Im-42-6 Et H H CHpindol-3-yl Bz H CH; OH OH H H NH,
427 Bt H H CH,CH,SCHs Bz H CH; OH OH H H NH;
Ii-42-8 Et * H * Bz H CH; OH OH H H NH,;

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

Table 11-43.
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Ne R'" R R*® R® RY "’ R® X Y R R F
1431 Pr H H H Bz H CH; OH OH H H NH,
432 Pr H H CH; Bz H CH; OH OH H H NH,
-433 Pr H H CH(CHs), Bz H CH; OH OH H H NH,
M-434 Pr H H CHCH(CH:;, Bz H CH; OH OH H H NH,
M-43-5 Pr H H CHPh Bz H CH, OH OH H H NH,
M436 Pr H H CHyindol3-yl Bz H CH, OH OH H H NH,
437 Pr H H CHCHSCH; Bz H CH; OH OH H H NH,
1-438 Pr * H * Bz H CH; OH OH H H NH,
*R2

and R*° joined together by (CHa)3 to form five-membered ring.

Table 11-44.

No R' R’ R® R® R®" %R * X Y R R R
II-44-1 Bu H H H Bz H CH; OH OH H H NH,
M-442 Bu H H CH, Bz H CH; OH OH H H NH,
M-44-3 Bu H H CH(CHs), Bz H CH; OH OH H H NH,
M-44-4 Bu H H CHCH(CH;), Bz H CH; OH OH H H NH,
-44-5 Bu H H CHPh Bz H CH, OH OH H H NH,
11-44-6 Bu H H CHyindol-3-yl Bz H CH; OH OH H H NH,
1447 ‘Bu H H CH,CH,SCH; Bz H CH; OH OH H H NH,
-44-8 By * H * Bz H CH; OH OH H H NH,

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

Table 11-45.
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Ne RT R? R* R® R®* . R®* X Y R R'FR
451 Ph H H H Bz H CH, OH OH H H NH,
M-452 Ph H H CH; Bz H CH, OH OH H H NH,
M-453 Ph H H CH(CH:), Bz H CH; OH OH H H NH,
N-45-4 Ph H H CH,CH(CHs;, Bz H CH; OH OH H H NH,
1455 Ph H H CH,Ph Bz H CH; OH OH H H NH,
1-45-6 Ph H H CHyindol-3-yl Bz H CH; OH OH H H NH;
1457 Ph H H CH,CH,SCH; Bz H CH; OH OH H H NH,
1-458 Ph * H * Bz H CH; OH OH H H NH,

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

Table [1-46.

Ne R R® R*® R® R"¥ "R R® X Y R R R
1I-46-1 p-Me-Ph H H H Bz H CH, OH OH H H NH,
11-46-2 p-Me-Ph H H CH; Bz H CH; OH OH H H NH,
11-46-3 p-Me-Ph H H CH(CHj) Bz H CH; OH OH H H NH,
11-46-4 p-Me-Ph H H CHCH(CH;), Bz H CH; OH OH H H NH,
M1-46-5 p-Me-Ph H H CH,Ph Bz H CH; OH OH H H NH,
11-46-6 p-Me-Ph H H CHpindol-3-yl Bz H CH; OH OH H H NH,
11-46-7 p-Me-Ph H H CHCH;SCH; Bz H CH; OH OH H H NH,
11-46-8 p-Me-Ph * H * Bz H CH, OH OH H H NH,

*R* and R™ joined together by (CHy)3 to form five-membered ring.

Table 1I-47.
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Ne R' R® R™ RP R" R R®* X Y &R R R
-47-1 p-F-Ph H H H Bz H CH; OH OH H H NH,
1I-47-2 p-F-Ph H H CH; Bz H CH, OH OH H H NH,
-47-3 p-F-Ph H H CH(CH;), Bz H CH; OH OH H H NH,

1I-47-4 p-F-Ph H H CHCH(CH; Bz H CH; OH OH H H NH
11-47-5 p-F-Ph H H CHPh Bz H CH; OH OH H H NH,
1I-47-6 p-F-Ph H H CHyindol-3-yl Bz H CH; OH OH H H NH,
I1-47-7 p-F-Ph H H CHXCH,SCH: Bz H CH; OH OH H H NH,

1-47-8 p-F-Ph * H * Bz H CH; OH OH H H NH,
p

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

Table 11-48.

Ne R’ R° R® R® R* " R® X Y R R K
1481 p-Cl-Ph H H H Bz H CH; OH OH H H NH,
11-48-2 p-Cl-Ph H H CH, Bz H CH; OH OH H H NH,
11-48-3 p-Cl-Ph H H CH(CH;) Bz H CH; OH OH H H NH,

II-48-4 p-CI-Ph H H CHCH(CH;); Bz H CH; OH OH H H NH
1-48-5 p-Cl-Ph H H CHPh Bz H CH; OH OH H H NH
11-48-6 p-Cl-Ph H H  CHy-indol-3-yl Bz H CH; OH OH H H NH,
1-48-7 p-Cl-Ph H H CHXCH,SCH:; Bz H CH; OH OH H H NH;

I1-48-8 p-CI-Ph * H * Bz H CH; OH OH H H NH,

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

Table 11-49.
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Ne R R’ R™ RP R" * R® X Y R R R}’
1-49-1 p-Br-Ph H H H Bz H CH; OH OH H H NH,
11-49-2 p-Br-Ph H H CH; Bz H CH; OH OH H H NH,
11-49-3 p-Br-Ph H H CH(CH,), Bz H CH; OH OH H H NH,
11-49-4 p-Br-Ph H H CHCH(CH;), Bz H CH; OH ,OH H H NH,
11-49-5 p-Br-Ph H H CH,Ph Bz H CH; OH OH H H NH,
11-49-6 p-Br-Ph H H CHyindol-3-yl Bz H CH; OH OH H H NH,
11-49-7 p-Br-Ph H H CH,CH,SCH; Bz H CH; OH OH H H NH,
-49-8 p-Br-Ph * H * Bz H CH, OH OH H H NH,
*R” and R joined together by (CHa); to form five-membered ring.

Table II-50.

Ne R’ R* R™ R® R" R R® X v R R' PR
I-50-1 p--lPh H H H Bz H CH; OH OH H H N,
11-50-2 p-I-Ph H H CH; Bz H CH; OH OH H H NI,
N-50-3 p-I-lPh H H CH(CHs), Bz H CH; OH OH H H NH,
II-50-4 p-I-Ph H H CHCH(CH;), Bz H CH; OH OH H H NH,
I1-50-5 p-I-Ph H H CH,Ph Bz H CH; OH OH H H NH,
0-50-6 p-I-Ph H H CHpindol-3-yl Bz H CH; OH OH H H NH,
II-50-7 p-I-sPh H H CH,CH,SCH; Bz H CH; OH OH H H NH,
II-50-8 p-I-Ph * H * Bz H Cli; OH OH H H NH,

*R* and R™ joined together by (CHa)s to form five-membered ring.
g
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m

Table I1I-1.

Ne R' R* R® R® R* RR R X Y R R R
M-1-1 CH: H H H CH, H CH; F OH H H NH,
IM-1-2 CH; H H CH, CH; H CH; F OH H H NH,
II-1-3 CH; H H CH(CHs), CH; H CH; F OH H H NH,
HI-1-44 CH, H H CHCH(CH), CH; H CH; F OH H H NH,
HI-1-5 CH;, H H CH,Ph CH;, H CH, F OH H H NH,
I-1-6 CH; H H CHp-indol-3-yl CH; H CH; F OH H H NH,
HI-1-7 CH; H H CH,CH,SCH; CH; H CH; F OH H H NH,
Mi-1-8 CH; * H * CH; H CH; F OH H H NH,

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

Table T11-2.

Ne R' R* R®™ R® R R RR XY R R R
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Ne R" R R*® R” R R R XY R R K
M-2-1 ¢t H H H CH; H CH; F OH H H NH,
m-2-2 Bt H H CH, CH; H CH; F OH H H NH,
M-2-3 Et H H CH(CH;), CH; H CH; F OH H H NH,
M-2-4 Et H H CHCH(CHy), CH; H CH; F OH H H NH,
Mi-2-5 Et H H CHyPh CH;, H CH; F OH H H NH,
III-2-6 Et H H CHyindol-3-yl CH; H CH; F OH H H NH,
M-2-7 Bt H H CH,CH,SCH; CH; H CH, F OH H H NH,
HI-2-8 Et * H * CH; H CH; F OH H H NH,
*R* and R™ joined together by (CH,)s to form five-membered ring.

Table III-3.

Ne RT R? R® R® R R R® XY R R R
m-3-1 Pr H H H CH, H CH; F OH H H NI,
Ii-3-2 Pr H H CH; CHy H CH; F OH H H NH,
Mi-3-3 'Pr H H CH(CH;), CH; H CH: F OH H H NH,
MI-3-4 Pr H H CHXCH(CH;), CH; H CH, F OH H H NH,
I-3-5 'pr H H CHPh CH, H CH; F OH H H NH,
MI-3-6 Pr H H CHpyindol-3-yl CH; H CH; F OH H H NH,
mi-3-7 Pr H H CH,CH,SCH;, CH; H CH; F OH H H NH,
m-3-8 Pr * H * CH; H CH: F OH H H NH,
*R” and R™ joined together by (CHy)s to form five-membered ring.

Table I11-4.

Ne R' R’ R*® R” R®* RP R XY R R R
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Ne R' R R*® R” R R R® X Y R R PR

m-41 Bu H H H CH; H CH; F OH H H NH,
M-4-2 Bu H H CH; CHy H CH; F OH H H NH,
M43 Bu H H CH(CH) CH; H CH: F OH H H NH,
44 ‘Bu H H CHCH(CHy), CH: H CH: F OH H H NH,
M-45 Bu H H CHPh CH; H CH, F OH H H NH,
M-4-6 Bu H H CHyindol-3-yf CH; H CH: F OH H H NH,
Mi-47 Bu H H CHCHSCH; CH; H CH; F OH H H NH,
Mm-4-8 Bu * H * CHy H CH; F OH H H NH,
*R* and R°" joined together by (CH,); to form five-membered ring.

Table 1II-5.

Ne R R* R® R R* RP R X Y R R R

IMI-5-1 Ph H H H CH, H CH; F OH H H NH,
HI-5-2 Ph H H CH, CH, H CH, F OH H H NH,
mi-53 Ph H H CH(CHs) CH;, H CH, F OH H H NH,
Ii-54 Ph H H CHCH(CH;), CH;, H CH; F OH H H NH,
M55 Ph H H CHPh CH, H CH; F OH H H NH
Imi-56 Ph H H CHpyindol-3-yl CH; H CH; F OH H H NH
m-57 Ph H H CHCHSCH;, CH; H CH; F OH H H NH,
m-5-8 Ph * H * CH; H CH; F OH H H NH

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

Table I1-6.
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Ne R R° R*® R” R®* R R® XY R R KR
I-6-1 p-Me-Ph H H H CH; H CH; F OH H H NH;
I-6-2 p-Me-Ph H H CHs CH; H CH; F OH H H NH;
IM1-6-3 p-Me-Ph H H  CH(CHs), CH; H CH; F OH H H NH;
IM-6-4 p-Me-Ph H H CHCH(CHz) CH; H CH; F OH H H NH,
I-6-5 p-Me-Ph H H  CH,Ph CH; H CH; F OH H H NH,
II1-6-6 p-Me-Ph H H  CHp-indol-3-yl CH; H CH; F OH H H NH
I1-6-7 p-Me-Ph H H CHCH,SCH; CH; H CH; F OH H H NH;
I11-6-8 p-Me-Ph * H * CH; H CH; F OH H H NH,
*R* and R”® joined together by (CHa); to form five-membered ring.

Table II-7.

Ne R’ R* R™ R™ R* R R* XY R R R
m-7-1 p-F-Ph H H H CH; H CH; F OH H H NH,
72 p-F-Ph H H CH; CH; H CH; F OH H H NH;
II-7-3  p-F-Ph H H  CH(CHs). CH; H CH; F OH H H NH;
Ii-7-4 p-F-Ph H H CHCH(CHs); CH; H CH; F OH H H NH,
m-7-6  p-F-Ph H H CHyPh CH; H CH; F OH H H NH;
mr-7-7  p-F-Ph H H CHpindol-3-yl CH; H CH; F OH H H NH,
mr-7-8 p-F-Ph H H CHCH,SCH; CH; H CH; F OH H H NH;
m-7-26 p-F-Ph * H * CH; H CH; F OH H H NH;

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

Table III1-8.
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Ne R R’ R*® R R" R R* X Y R R R

Mm-8-1 p-Cl-Ph H H H CH: H CH; F OH H H NH,
M-8-2 p-Cl-Ph H H CH; CH; H CH; F OH H H NH,
M-8-3 p-Cl-Ph H H CH(CH;) CH; H CH; F OH H H NH,
Mm-8-4 p-Cl-Ph H H CHCH(CH:;), CH; H CH;, F OH H H NH,
m-8-5 p-Cl-Ph H H CHPh CH;, H CH; F OH H H NH,
MM-8-6 p-Cl-Ph H H CHpindol-3-yl CH; H CH; F OH H H NH,
IM-87 p-Cl-Ph H H CHCH,SCH; CH; H CH; F OH H H NH,
I1-8-8 p-Cl-Ph * H * CH, H CH; F OH H H NH,
*R* and R°" joined together by (CHy)3 to form five-membered ring.

Table III-9,

Ne R R° R*® R® R'" RR R® X Y R R ¥
mi-9-1 p-Br-Ph H H H CH;, H CH, F OH H H NH,
m1-9-2 p-Br-Ph H H CH; CH;, H CH; F OH H H NH,
1M-9-3 p-Br-Ph H H CH(CHs), CH; H CH; F OH H H NH,
mM-9-4 p-Br-Ph H H CHCH(CH;, CH; H CH; F OH H H NH,
M-9-6 p-Br-Ph H H CHPh CH, H CH; F OH H H NH,
M-9-7 p-Br-Ph H H CHpindol3-yl CH; H CH; F OH H H NH,
M-9-8 p-Br-Ph H H CHCHSCH;, CH; H CH; F OH H H NH,
M1-9-20 p-Br-Ph * H * CH; H CH; F OH H H NH,

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

Table I
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Ne R R R™ R RY R R® XY R R R
MI-10-1 p-I-Ph H H H CH, H CH; F OH H H NH,
I-10-2 p-I-Ph H H CH; CH, H CH, F OH H H NH,
MMT-10-3 p-I-Ph H H CH(CHs) CH, H CH, F OH H H NH,
M-10-4 pl-Ph H H CH,CH(CHs, CH; H CH; F OH H H NH
M1-10-5 p-I-Ph H H CHPh CH; H CH; F OH H H NH,
MI-10-6 p-I-Ph H H CHyindol-3-yl CH; H CH; F OH H H NH,
1I-10-7 p-l-Ph H H CHCH,SCH; CH; H CH; F OH H H NH,
I-10-8 p-I-Ph * H * CH; H CH; F OH H H NH,
*R* and R joined together by (CHa); to form five-membered ring.

Table III-11.

Ne R" R’ R®™ R® R" " R** X vy R R R
M-11-1 CH; H H H Et H CH, F OH H H NH,
IM-11-2 CH; H H CH; Et H CH, F OH H H NH,
IM-11-3 CH; H H CH(CHa), Et H CH, F OH H H NH,
II-11-4 CH: H H CH,CH(CH;, Et H CH; F OH H H NH,
MI-11-5 CH, H H CH,Ph Et H CH; F OH H H NH,
Oi-11-6 CH;, H H CHpindol-3-yl Bt H CH; F OH H H NH,
II-11-7 CH: H H CH,CHSCH; Et H CH; F OH H H NH,
1I-11-8 CH; * H * Et H CH, F OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table 111-12.

Ne R'" R® R® R R" R® R® X R” R¥ R’
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Ne R' R® R R® R" R R® Y R R* KR
3a

M-14- Bu H H H Et H CH, OH H H NH,

1

MI-14- Bu H H CH; Et H CH, OH H H NH,

2

MI-14- ‘Bu H H CH(CH.), Et H CH, OH H H NH,

3

Ii-14- ‘Bu H H CH,CH(CH;), Et H CH; OH H H NH,

4

MI-14- ‘Bu H H CH,Ph Et H CH; OH H H NH,

5

II-14- ‘Bu H H CHy-indol-3-y] Et H CH, OH H H NH,

6

II-14- ‘Bu H H CH,CH,SCH, Et H CH, OH H H NH,

.

-1~ Bu * H * Et H CH; OH H H NH,

8

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

Table II-15.

Ne R'" R® R*™ R® R" R® R® Yy R R* R

m-15-1 Ph H H H Et H CH, OH H H NH,

I-152 Ph H H CH, Et H CH; OH H H NH,

NI-15-3 Ph H H CH(CH,), Et H CH; OH H H NH
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Ne R R* R*® R® R®* *® R®* X Y R R* R
m-12-1 ¢t H H H Et H CH, F OH H H NH,
N-122 Et H H CH; Et H CH; F OH H H NH,
IM-12-3 Bt H H CH(CH), Et H CH; F OH H H NH,
IM-124 Et H H CH,CH(CH:), Et H CH; F OH H H NH,
M-12-5 Bt H H CH,Ph Et H CH, F OH H H NH,
M-12-6 Et H H CHyindol-3-yl Bt H CH; F OH H H NH,
mI-12-7 Bt H H CHCHSCH, Et H CHs F OH H H NH,
MHI-12-8 Et * H * Et H CH;, F OH H H NH
*R” and R™ joined together by (CH,); to form five-membered ring.

Table HI-13.

No R R” R® R R" ¥ R® X v R R R
M-13-t Pr H H H Et H CH; F OH H H NH,
Ni-132 Pr H H CH; Et H CH; F OH H H NH,
i-13-3 Pr H H CH(CHs), Et H CH; F OH H H NH,
II-134 Pr H H CHCH(CH:), Et H CH; F OH H H NI,
MI-13-5 Pr H H CHpPh Bt H CH, F OH H H NH,
MI-13-6 Pr H H CHypindol-3-yl Bt H CH; F OH H H NH,
IM-13-7 Pr H H CHCHSCH, Et H CH; F OH H H NH,
H-13-8 Pr * H * Et H CH; F OH H H NH,

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

Table 111-
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Ne R R R® R® R R® X Y R R R

m-15-4 Ph H H CH,CH(CH;, Et H CHy; F OH H H NH,
i-15-5s Ph H H CH,Ph Et H CHs F OH H H NH
II-156 Ph H H CHyindol-3-yl Et H CH; F OH H H NH,
M-15-7 Ph H H CH)XCH,SCH; Et H CH; F OH H H NH;

Hi-15-8 Ph * H * Et H CH; F OH H H NH

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

Table HI-16.

Ne R' R° R¥ R” R* " R® X Y R R' F
m-16-1 p-Me-Ph H H H Et H CH; F OH H H NI
III;16-2 p-Me-Ph H H CH; Et H CH; F OH H H NH
I1-16-3 p-Me-Ph H H  CH(CHy) Et H CH;, F OH H H NH,

I11-16-4 p-Me-Ph H H CH;CH(CH3)2 Et H CH; F OH H H NH,
II1-16-5 p-Me-Ph H H  CHyPh Et H CH; F OH H H NH,
II1-16-6 p-Me-Ph H H  CHp-indol-3-yl Et H CH; F OH H H NH,
ilI-16-7 p-Me-Ph H H CH,CH,SCH; Et H CH; F OH H H NH;

I11-16-8 p-Me-Ph * H * Et H CH; F OH H H NH,

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

Table II1-17.

No R’ R R® R® R " R® X VY R R R
m-17-1 p-F-Ph H H H Et H CH; F OH H H NH,
Mm-172 p-F-Ph H H CH; Et H CH; F OH H H NH,
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Ne R’ R* R*® R” R®* R*" R* X Y R R R
m-17-3 p-F-Ph H H  CH(CHs), Et H CH; F OH H H NH;
m-17-4 p-F-Ph H H CH)CH(CHs;), Et H CH; F OH H H NH,
H-17-5 p-F-Ph H H CHPh Et H CH; F OH H H NH
HI-17-6 p-F-Ph H H CHpindol-3-y] Et H CH; F OH H H NH,
m-17-7 p-F-Ph H H CHXCH,SCH; Et H CH; F OH H H NH,
HI-17-8 p-F-Ph * H * Et H CH; F OH H H NH,
*R* and R°" joined together by (CHy)s to form five-membered ring.

Table III-18.

Ne R' R* R*™ R R" R R X Y R R* R
1-18-1 p-Cl-Ph H H H Et H CH; F OH H H NH,
11-18-2 p-Ci-Ph H H CHs Et H CH; F OH H H NH;
111-18-3 p-CI-Ph H H  CH(CHs), Et H CH; F OH H H NH,
111-18-4 p-Cl-Ph H H CH,CH(CH;); Et H CH; F OH H H NH,
1-18-5 p-Ci-Ph H H CH,Ph Et H CH; F OH H H NH,
111-18-6 p-Cl-Ph H H CHp-indol-3-yl Et H CH; F OH H H NH,
I-18-7 p-Cl-Ph H H CH,CH,SCH; Et H CH; F OH H H NH,
if-18-8 p-Cl-Ph * H * Et H CH; F OH H H NH,
*R” and R joined together by (CHa); to form five-membered ring.

Table I11I-19.

No R R R™ R R" " R® XY R R R
HE-19-1 p-Br-Ph H H H Et H CH; F OH 'H H NH,
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Ne R' R® R*® R” R" " R* X Y R R R
1I1-19-2 p-Br-Ph H ‘ H CH; Et H CH; F OH H H NH,
I1-19-3 p-Br-Ph H H  CH(CH;), Et H CH; F OH H H NH;
II-19-4 p-Br-Ph H H CH,CH(CH;), Et H CH; F OH H H NH
II1-19-5 p-Br-Ph H H CH;Ph Et H CH; F OH H H NH,
IN-19-6 p-Br-Ph H H CHsindol-3-yl Et H CH; F OH H H NH;
IfI-19-7 p-Br-Ph H H CH,CH,SCH; Et H CH; F OH H H NH
II-19-8 p-Br-Ph * H * Et H CH; F OH H H NH
*R* and R™ joined together by (CH,)s to form five-membered ring.

Table 111-20.

Ne R' R* R*® R” R" ®: R X Y R R V¥
m-20-1 p-I-Ph H H H Et H CH; F OH H H NH;
m-20-2 p-I-Ph H H CH;, Ft H CH; F OH H H NH,
IMi-20-3 p-I-Ph H H CH(CH,), Et H CH; F OH H H NH,
m-20-4 p-I-Ph H H CHCH(CH;), Et H CH; F OH H H NH,
1-20-5 p-I-Ph H H CHyPh Et H CH; F OH H H NH;
111-20-6 p-I-Ph H H CHp-indol-3-yl Et H CH; F OH H H NH,
Im-20-7 p-I-Ph H H CHCH,SCH; Et H CH; F OH H H NH,
mi-20-8 p-I-Ph * H * Et H CH; F OH H H NH;
*R* and R joined together by (CHy)3 to form five-membered ring.

Table III-21.

Ne R' R® R®™ R” R" "R ”® X Y R R R
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Ne R'" R’ R® R® R *F R® X v R R V¥
I-21-1 CH: H H H ’r H CH; F OH H H NH,
1-21-2 CH; H H CH; Pr H CH; F OH H H NH,
1I-21-3 CH; H H CH(CH;); s H CH; F OH H H NH,
Mm-2144 CH; H H CHCH(CH;, Pr H CH; F OH H H NH
Mr-21-8s CH; H H CHyPh ’r H CH; F OH H H NH,
1M1-21-6 CH; H H CHyindol-3-yl Pr H CH; F OH H H NH,
217 CH; H H CHXCH,SCH; Pr H CH; F OH H H NH,
-21-8 CH; * H * Pr H CH, F OH H H NH,
*R” and R joined together by (CH,); to form five-membered ring.

Table I11-22.

Ne R" R* R® R® R* ® R* XY R R R
Im-22-1 Bt H H H Pr H CH; F OH H H NH,
Hi-22-2 Et H H CH; Pr H CH; F OH H H N,
nmi-22-3 Et H H CH(CH;), Pr H CH; F OH H H NH,
224 Bt H H CHCH(CHs), Pr H CH; F OH H H NH,
If-22-5s Bt H H CHyPh Pr H CH; F OH H H NH,
226 Et H H  CH;-indol-3-yl Pr H CH; F OH H H NH,
227 Bt H H CHCHSCH;, Pr H CH; F OH H H NH,
I-22-8 Et * H * r H CH; F OH H H NH,
*R* and R joined together by (CHz); to form five-membered ring.

Table I11-23.

Ne R'" R* R® R” R "R * X Y R RV
mi-23-1 Pr H H H Pr H CH; F OH H H NH,
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No R" R? R*® R® R* ¥ R®* X Y R R R

ME-23-2 Pr H H CH; Pr H CH;, F OH H H NH,
I-23-3 Pr H H CH(CH)), Pt H CH, F OH H H NH,
Ii-23-4 Pr H H CHCH(CHs), Pr H CH; F OH H H NH,
1I-23-5 Pr H H CHyPh Pr H CH; F OH H H NH,
11-23-6 Pr H H CHyindol-3-yl Pr H CH; F OH H H NH;
II-23-7 Pr H H CHCH,SCH; Pr H CH; F OH H H NH,
m-238 Pr * H * Pt H CH, F OH H H NH,
*R” and R joined together by (CHy)s to form five-membered ring.

Table 11I-24.

Ne R" R* R*® R® .R“ R R* XY R R R

HI-24-1 ‘Bu H H H Pr H CH: F OH H H NH,
Hi-242 Bu H H CH; Pr H CH;, F OH H H NH,
I-24-3 ‘Bu H H CH(CHs), Pr H CH;, F OH H H NH,
MI-24-4 ‘Bu H H CHCH(CHs;), Pr H CH;, F OH H H NH,
III-245 ‘Bu H H CHPh Pr H CH; F OH H H NH,
1246 ‘Bu H H CHp-indol-3-y} Pr H CH; F OH H H NH,
II-24-7 Bu H H CHXCH,SCH; Pr H CH; F OH H H NH,
IM-24-8 Bu * H * P’r H CH; F OH H H NH,
*R” and R™ joined together byk (CHy)s to form five-membered ring.

Table III-25.

Ne R'" R® R* R” R* "R’ ® XY R R R
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No R" R’ R*® R® R" ¥R R®* X Y R R F
Mi-25-1 Ph H H H Pr H CH; F OH H H NH,
Ni-25-2 Ph H H CH; Pr H CH; F OH H H NH,
ME-25-3 Ph H H  CH(CH;) Pr H CH; F OH H H NH,
I-25-4 Ph H H CHCH(CH;, Pt H CH; F OH H H NH,
1-25-5 Ph H H CHyPh Pr H CH; F OH H H NH,
I-25-6 Ph H H CHpindol-3-yl Pr H CH; F OH H H NH,
M-257 Ph H H CH.CH,SCH; Pr H CH; F OH H H NH,
I1-25-8 Ph * H * Pr H CH; F OH H H NH,

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

Table IH-é6.

Ne R R R¥ R® R*" "R R® X Y R R R}
II-26-1 p-Me-Ph H H H r H CH, F OH H H NH,
MI-26-2 p-Me-Ph H H CH; r H CH; F OH H H NH,
I-26-3 p-Me-Ph H H CH(CHj) Pr H CH; F OH H H NH,
I1-26-4 p-Me-Ph H H CHCH(CHs), Pr H CH; F OH H H NH,
I1-26-5 p-Me-Ph H H CH,Ph r H CH, F OH H H NH,
111-26-6 p-Me-Ph H ‘H CHpindol-3-yl Pr H CH; F OH H H NH,
1I1-26-7 p-Me-Ph H H CH,CH.SCH; ‘Pr H CH; F OH H H NH,
11-26-8 p-Me-Ph * H * Pr H CH; F OH H H NH,

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

Table [1I-27.
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Ne R’ R* R*® R R®* " R®° X Y R R K
m-27-1 p-F-Ph H H H Pr H CH; F OH H H NH,
11272 p-F-Ph H H CH; Pr H CH; F OH H H NH,
-27-3 p-F-Ph H H CH(CHs), Pr H CH; F OH H H NH,

M-27-4 p-F-Ph H H CHCH(CH;), Pr H CH; F OH H H NH,
1-27-5 p-F-Ph H H CH,Ph Pr H CH; F OH H H NH,
IM-27-6 p-F-Ph H H CHyindol-3-yl Pr H CH; F OH H H NH,
Mi-27-7 p-F-Ph H H CH.CHSCH; Pr H CH; F OH H H NH,

Ir-27-8 p-F-Ph * H * Pr H CH; F OH H H NH,

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

Table I11-28.

Ne R' R* R® R® R" " R® X Y R R V¥
m-28-1 p-Cl-Ph H H H Pr H CH; F OH H H NH,
11-28-2 p-Cl-Ph H H CH; Pr H CH; F OH H H NH,
11-28-3 p-CI-Ph H H  CH(CHs) Pr H CH; F OH H H NH,

11-28-4 p-Cl-Ph H H CHXCH(CH;), Pr H CH; F OH H H NH,
1I-28-5 p-CI-Ph H H CH;Ph Pr H CH; F OH H H NH,
I11-28-6 p-Cl-Ph H H CHyindol-3-yl Pr H CH; F OH H H NH,
I1-28-7 p-Cl-Ph H H CH,CH,SSCH; Pr H CH; F OH H H NH,

I-28-8 p-ClI-Ph * H * Pr H CH; F OH H H NH,

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

Table 111-29.

2980901-1 - 164 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 00939



Docket No. : PH3080.PC6-TRK 1

Ne R’ R* R*® R” R®* " R®* X Y R R R
I1-29-1 p-Br-Ph H H H Pr H CH; F OH H H NH,
MI-29-2 p-Br-Ph H H CH; Pr H CHy F OH H H NH,
III-29-3 p-Br-Ph H H  CH(CHs), r H CH; F OH H H NH,
II-29-4 p-Br-Ph H H CH,CH(CHs), Pr H CH; F OH H H NH,
I1-29-5 p-Br-Ph H H CH,Ph Pr H CHy F OH H H NH,
I1-29-6 p-Br-Ph H H CHpindol-3-y]l Pr H CH; F OH H H NH,
[-29-7 p-Br-Ph H H CHCH,SCH; Pr H CH; F OH H H NH,
M1-29-8 p-Br-Ph * H * Pr H CH; F OH H H NH
*R” and R’ joined together by (CH,); to form five-membered ring.

Table 11I-30.

Ne R’ R? R*® R® R" " R®* X Y R R ¥
nr-30-1 p-I-Ph H H H Pr H CH; F OH H H NH,
0I-30-2 p-I-Ph H H CH; Pr H CH;, F OH H H NH,
M1-30-3 p-I-Ph H H CH(CH;), Pr H CH; F OH H H NH,
I-30-4 p-J-Ph H H CHCHCH;), Pr H CH; F OH H H NH,
IM-30-5 p-I-Ph H H CHPh Pr H CH;, F OH H H NH,
[1-30-6 p-I-Ph H H CHpindol-3-yl Pr H CH; F OH H H NH,
MI-30-7 p-I-;Ph H H CHXCH,SCH; Pr H CH; F OH H H NH,
I-30-8 p-I-Ph * H * Pr H CH; F OH H H NH,

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

Table TII-31.
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Ne R' R* R® R® R" RR R X Y R R ¥
m-31-1 CH; H H H "By H CH; F OH H H NH,
IM-312 CH; H H CH; 4"Bu H CH; F OH H H NH,
M-31-3 CH; H H CH(CH), "Bu H CH; F OH H H NH,
M-31-4 CH; H H CHCH(CH:), "Bu H CH: F OH H H NH,
MI-31-5 CH; H H CH,Ph "Bu H CH; F OH H H NH,
IM-316 CH; H H CHpindol3-yl "Bu H CH; F OH H H NH,
MI-31-7 CH; H H CH,CH,SCH; "Bu H CH; F OH H H NH,
m1-31-8 CH, * H . "Bu H CH; F OH H H NH,
*R* and R™ joined together by (CHa); to form five-membered ring.

Table 111-32.

Ne R' R® R® R® R" R R XY R R R
Mi-32-1 Bt H H H "Bu H CH; F OH H H NH,
M-32-2 Bt H H CH; "Bu H CH; F OH H H NH,
MI-32-3 Et H H CH(CH3), "Bu H CH; F OH H H NH,
M-32-4 Et H H CHCH(CH;), "Bu H CH; F OH H H NH,
Mi-32-5 Bt H H CHPPh "Bu H CH; F OH H H NH,
M-32-6 Et H H CHpindol-3-yl "Bu H CH; F OH H H NH,
m-32-7 Bt H H CHCH,SCH; "Bu H CH; F OH H H NH,
Im-32-8 Et * H * "Bu H CH; F OH H H NH,

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

Table I1I-33.
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Ne R'" R” R®™ R® R RP R® X Y R R F
-33-1 pr H H H "Bu H CH; F OH H H NH,
[1-332 Pr H H CH, "Bu H CH, F OH H H NH,
II-33-3 Pr H H CH(CH;), "Bu H CH; F OH H H NH,
Mi-33-4 Pr H H CHCH(CH:), "Bu H CH; F OH H H NH,
MI-33-5 Pr H H CHyPh "Bu H CH; F OH H H NH,
ME-33-6 Pr H H CHpindol-3-yl "Bu H CH; F OH H H NH,
Mi-33-7 Pr H H CHCH.SCH; "Bu H CH; F OH H H NH,
I-33-8 Pr * H * "Bu H CH; F OH H H NH,
*R* and R” joined together by (CHy)s to form five-membered ring.

Table 111-34.

No R" R R® R® R R R® X Y R R R
Mi-34-1 Bu H H H "Bu H CH, F OH H H NH,
I11-34-2 ‘Bu H H CH; "Bu H CH;, F OH H H NH,
I-34-3 Bu H H CH(CHs), "Bu H CH; F OH H H NH,
M-34-4 ‘Bu H H CHCH(CHs), "Bu H CH; F OH H H NH,
1I-34-5 ‘Bu H H CH,Ph "Bu H CH; F OH H H NH,
II-34-6 Bu H H CHpindol-3-yl "Bu H CH; F OH H H NH,
M-34-7 ‘Bu H H CHCH,SCH; "Bu H CH; F OH H H NH,
I1-34-8 ‘Bu * H * "Bu H CH; F OH H H NH,

*R* and R™ joined together by (CH,); to

Table 111-35.
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Ne R' R® R™ R® R" RR R®* XY R R F
Mm-35-1 Ph H H H "Bu H CH; F OH H NH,
m-352 Ph H H CH, "Bu H CHy F OH H NH,
MI-353 Ph H H CH(CH;), "Bu H CHy F OH H NH,
354 Ph H H CHCHCHy), "Bu H CH, F OH H NH,
II-35-5 Ph H H CH,Ph "Bu H CH; F OH H NH,
IM-35-6 Ph H H CHyindol-3-yl "Bu H CH; F OH H NH,
M-357 Ph H H CHCHSCH; "Bu H CH; F OH H NH,
358 Ph * H * "Bu H CH; F OH H NH,

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

Table 111-36.

Ne R R’ R*™ R® R" R R® XY R R R
Im-36-1 p-Me-Ph H H H "Bu H CH, F OH H H NH,
I-36-2 p-Me-Ph H H CH; "Bu H CH; F OH H H NH,
IM-36-3 p-Me-Ph H H CH(CHs), "Bu H CH; F OH H H NH,
IM-36-4 p-Me-Ph H H CHCH(CHs), "Bu H CH; F OH H H NH,
II1-36-5 p-Me-Ph H H CH,Ph "Bu H CH; F OH H H NH,
II-36-6 p-Me-Ph H H CHpindol-3-yl "Bu H CH; F OH H H NH,
MI-36-7 p-Me-Ph H H CH,CH,SCH; "Bu H CH; F OH H H NH,
M1-36-8 p-Me-Ph * H * "Bu H CH; F OH H H NH,

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

Table I1-37.
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Ne R R® R™ R™ R* R R®* X Y R R R

1-37-1 p-F-Ph H H H "Bu H CH, F OH H H NI
M-37-2 p-F-Ph H H CH; "Bu H CH; F OH H H NH,
Mi-37-3 p-F-Ph H H  CH(CHy), "Bu H CH; F OH H H NH,
I-37-4 p-F-Ph H H CILCH(CHy), "Bu H CHy F OH H H N,
Mi-37-5 p-F-Ph H H CHPh Bu H CH; F OH H H NH,
M-37-6 p-F-Ph H H CHyrindol-3-yl "By H CH: F OH H H NH,
M-37-7 p-F-Ph H H CHCH,SCH: "Bu H CH: F OH H H NH,
[1-37-8 p-F-Ph * H * "Bu H CH; F OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table 111-38.

Ne R’ R® R*® R® R® R R* X Y R R F
M381 p-Cl-Ph H H W "Bu H CH, F OH H H N,
1-38-2 p-Cl-Ph H H CH; Bu H CH; F OH H H NH,
11-38-3 p-Cl-Ph H H  CH(CHs), "Bu H CH;, F OH H H NH,
-38-4 p-Cl-Ph H H CHCH(CH:;, "Bu H CH;, F OH H H NH,
MI-38-5 p-Cl-Ph H H CHPh "Bu H CH, F OH H H NH,
I-38-6 p-Cl-Ph H H CHyindol-3-yl "Bu H CH; F OH H H NH,
10387 p-Cl-Ph H H CHCHSCH; "Bu H CH, F OH H H NH,
I1-38-8 p-Cl-Ph * H * "Bu H CH;, F OH H H NH,

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

Table HI-39.
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Ne R’ R R™ R™ R R R® XY R R R
111-39-1 p-Br-Ph H H 1 "Bu H CH; F OH H H NH,
HI-39-2 p-Br-Ph H H CH; "Bu H CH; F OH H H NH,
11-39-3 p-Br-Ph H H CH(CHs), "Bu H CH; F OH H H NH,
111-39-4 p-Br-Ph H H CHCH(CH;; "Bu H CH; F OH H H NH,
11i-39-5 p-Br-Ph H H CH;Ph "Bu H CH; F OH H H NH,
111-39-6 p-Br-Ph H H CHp-indol-3-yl "Bu H CH; F OH H H NH,
I-39-7 p-Br-Ph H H CHCH,SCH; "Bu H CH; F OH H H NH;
111-39-8 p-Br-Ph * H * "Bu H CH; F OH H H NH;
*R* and R’ joined together by (CH,)s to form five-membered ring.

Table I11-40.

Ne R' R* R™ R R®* RRR® X Y R R R
IIi-40-1 p-.-Ph H H H "Bu H CH; F OH H H NH;
Hi-40-2 p-I-Ph H H CH; "Bu H CH; F OH H H NH;
n1-40-3 p-1-Ph H H CH(CH:), "Bu H CH; F OH H H NH,
111-40-4 p-I-Ph H H CHCH(CH:) "Bu H CH, F OH H H NH,
1-40-5 p-1-Ph H H CHPh "Bu H CH; F OH H H NH;
HI-40-6 p-I-Ph H H CHj-indol-3-yl "Bu H CH; F OH H H NH;
111-40-7 p-I-Ph H H CHCH,SCH; "Bu H CH; F OH H H NH;
111-40-8 p-I-Ph * H * "Bu H CH; F OH H H NH,

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

Table 111-41.
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No R R R® RV R R R XY R B R
Mi-41-1 CH; H H H Bz H CH; F OH H H NH,
412 CH; H H CH; Bz H CH, F OH H H NH,
I-41-3 CH; H H CH(CHs), Bz H CH; F OH H H NH,
II-41-4 CH; H H CHCH(CH;», Bz H CH, F OH H H NH
MI-41-5 CH: H H CHyPh Bz H CH, F OH H H NH,
Mi-41-6 CH; H H CHindol-3-yl Bz H CH; F OH H H NH;
Mi-41-7 CH: H H CH,CH,SCH; Bz H CH; F OH H H NH,
Mmi41-8 CH; * H * Bz H CH; F OH H H NH,
*R% and R°® joined together by (CHz)3 to form five-membered ring.

Table 111-42.

Ne R R*® R® R" "R R XY R R R
I-42-1 Et H H H Bz H CH, F OH H H NH,
MI-42-2 Et H H CH, Bz H CH; F OH H H NH,
MI-42-3 Et H H CH(CHi), Bz H CH, F OH H H NH,
424 Bt H H CHCH(CHs, Bz H CH;, F OH H H NH
425 Et H H CHPh Bz H CH; F OH H H NH,
MI42-6 Bt H H CHyindol3-yl Bz H CH; F OH H H NH,
1427 Et H H CHCH,SCH; Bz H CH; F OH H H NH,
M1-42-8 Et H * Bz H CH; F OH H H NH,

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

Table I11-43.
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Ne R R® R® R” R" R R* X Y R R R
M-43-1 Pr H H H Bz H CH; F OH H H NH;
IM-432 Pr H H CH; Bz H CH; F OH H H NH,
MI-43-3 Pr H H CH(CH), Bz H CH; F OH H H NH,
M-43-4 Pr H H CHCH(CHs, Bz H CH; F OH H H NH,
-43-5 Pr H H CHyPh Bz H CH; F OH H H NH
436 Pr H H Chyindol3yl Bz H CH, F OH H H NH,
I-43-7 Pr H H CH,CH.SCH; Bz H CH; F OH H H NH,
I-43-8 Pr * H * Bz H CHy F OH H H NH

*R? and
R*" joined together by (CHy)s to form ﬁve—membered ring.
Table 111-44.
No R' R* R® R” R" R R X Y R R R
M44-1 Bu H H H Bz H CH; F OH H H NH,
1442 Bu H H CH; Bz H CH; F OH H H NH;
III-44-3 ‘Bu H H CH(CHy), Bz H CH; F OH H H NH;
II-44-4 Bu H H CHCH(CHs;» Bz H CH; F OH H H NH,
II1-44-5 ‘Bu H H CHPh Bz H CH;, F OH H H NH;
i-44-6 ‘Bu H H CHp-indol-3-yl Bz H CH; F OH H H NH;
m-44-7 Bu H H CH,CHSCH; Bz H CH; F OH H H NH;
1-44-8 Bu * H * Bz H CH; F OH H H NH,
*R* and R™" joined together by (CH,)3 to form five-membered ring.
Table I11-45.
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Ne R R? R™ R® R R R®* X vy R R R
451 Ph H H H Bz H CH, F OH H H NH,
HI-452 Ph H H CHs Bz H CH; F OH H H NH,
11453 Ph H H CH(CH:), Bz H CH; F OH H H NH,

11454 Ph H H CH,CH(CH:) Bz H CH; F OH H H NH
If1-45-5 Ph H H CHyPh Bz H CH; F OH H H NH,
Mm-456 Ph H H CHy-indol-3-yl Bz H CH; F OH H H NH;
11457 Ph H H CHXCH,SCH; Bz H CH; F OH H H NH,

I1-45-8 Ph * H * Bz H CH; F OH H H NH;

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

Table [I-46.

Ne R’ R’ R*® R® R" R R®* X Y R R R
11-46-1 p-Me-Ph H H H Bz H CH, F OH H H NH;
111-46-2 p-Me-Ph H H CH; Bz H CH;, F OH H H NH,
M1-46-3 p-Me-Ph H H  CH(CHj) Bz H CH, ¥ OH H H NH,

111-46-4 p-Me-Ph H H CHXCH(CH;»; Bz H CH; F OH H H NH;
I11-46-5 p-Me-Ph H H  CH.Ph Bz H CH; F OH H H NH;
II1-46-6 p-Me-Ph H H CHp-indol-3-yl Bz H CH; F OH H H NH;
If1-46-7 p-Me-Ph H H CHXCH,SCH; Bz H CH; F OH H H NH,

I-46-8 p-Me-Ph * H * Bz H CH; F OH H H NH,

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

Table I11-47.
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Ne R R* R™ R R" R R® X v R R R

1I-47-1 p-F-Ph H H H Bz H CH;, F OH H H NH,
I-47-2 p-F-Ph H H CH; Bz H CH; F OH H H NH,
M-47-3 p-F-Ph H H CH(CH,), Bz H CH, F OH H H NH,
1-47-4 p-F-Ph H H CHXCH(CHs; Bz H CH; F OH H H NH,
11-47-5 p-F-Ph H H CH:Ph Bz H CH; F OH H H NH,
11-47-6 p-F-Ph H H CHrindol-3-yl Bz H CH; F OH H H NH,
1[-477 p-F-Ph H H CHCH,SCH; Bz H CH; F OH H H NH,
11-47-8 p-F-Ph * H * Bz H CH; F OH H H NH,
*R” and R”" joined together by (CH,)s to form five-membered ring.

Table 111-48.

Ne R R> R* R® R R R X Yy R R R
Im-48-1 p-Cl-Ph H H H Bz H CH; F OH H H NH,
IM-48-2 p-Cl-Ph H H CH; Bz H CH; F OH H H NH,
I0-48-3 p-Cl-Ph H H  CH(CH;), Bz H CH; F OH H H NH,
I1-48-4 p-Cl-Ph H H CH,CH(CH;, Bz H CH; F OH H H NH,
[1-48-5 p-Cl-Ph H H CH,Ph Bz H CH; F OH H H NH,
11-48-6 p-Cl-Ph H H CH-indol-3-yi Bz H CH; F OH H H NH,
1M-48-7 p-Cl-Ph H H CHCH,SCH; Bz H CH; F OH H H NH,
I1-48-8 p-Cl-Ph * H * Bz H CH; F OH H H NH,

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

Table I11-49.
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Ne R R® R™ R® R® R R® X Y R R R
I-49-1 p-Br-Ph H H H Bz H CH; F OH H H NH,
1492 p-Br-Ph H H CH; Bz H CH; F OH H H NH,
IM1-49-3 p-Br-Ph H H CH(CHs), Bz H CH; F OH H H NH,
HI-49-4 p-Br-Ph H H CHCH(CH;, Bz H CH; F OH H H NH,
I-49-5 p-Br-Ph H H  CHPh Bz H CH; F OH H H NH,
M1-49-6 p-Br-Ph H H CHpindol-3-yl Bz H CH; F OH H H NH,
I1-49-7 p-Br-Ph H H CH,CH,SCH;, Bz H CH; F OH H H NH,
I1-49-8 p-Br-Ph * H * Bz H CH; F OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table HI-50.

No R R® R*® R” R" R R® X Y R R R
m-50-1 p-I-Ph H H H Bz H CH;, F OH H H NH,
MI-50-2 p-]-Ph H H CH; Bz H CH;, F OH H H NH,
I-50-3 p-I-Ph H H CH(CHy), Bz H CH;, F OH H H NI,
01-56-4 p-I-Ph H H CHCH(CH;, Bz H CH; F OH H H NH;
II-50-5 p-I-Ph H H CHpPh Bz H CH; F OH H H N,
I-50-6 p-I-Ph H H CHpindol3-yl Bz H CH; F OH H H NH,
II-50-7 p-I-Ph H H CHCHSCH; Bz H CH; F OH H H NH,
MI-50-8 p-I-Ph * H * Bz H CH;, F OH H H NH,

*R* and R joined together by (CH,)3 to form five-membered ring.
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RQ
RS
B
R2 [} /K
R | “ R7 N 0
R?:a N P () 0
I aw
1 RS\
CO,R* OR R®
Y X
v
Table IV-1.
Ne R! R*® R® R® R* R R XY R R ¥
Iv-1-1 CH, H H H CH; H F F OH H H NH
Iv-1-2 CHy H H CH; CHy H F F OH H H NH
Iv-1-3 CH; H H CH(CH;), CH; H F F OH H H NH
Iv-14 CH; H H CH,CH(CH;», CHs H F F OH H H NH,
Iv-1-5s CH; H H CH;Ph CHy H F F OH H H NH
IV-1-6 CH; H H CHsindol-3-yl CH; H F F OH H H NH,
IV-1-7 CH; H H CH,CH,SCH; CH; H F F OH H H NH,
IvV-1-8 CH; * H * CH; H F F OH H H NH;
*R* and R joined together by (CHy)3 to form five-membered ring.
Table IV-2.
Ne R' R* R® R® R" R R* X Y R R’
Iv-2-1 Et H H H CHs H F F OH H H NH;
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Ne R' R* R® R® R®" R R® X Y R R V¥
IV-22 Et H H CH; CH, H F F OH H H NH,
V23 Et H H CH(CHs), CHi H F F OH H H NH,
IV-2-4 Bt H H CH,CH(CH;), CH; H F F OH H H NH,
IV-2-5 Et H H CH,Ph CH, H F F OH H H NH,
IV-2-6 Bt H H CHyindol-3-yl CH; H F F OH H H NH,
IV-2-7 Bt H H CHCHSCH;, CH; H F F OH H H N,
IV-2-8 Et * H * CH, H F F OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table IV-3.

No R' R* R™ R® RY R R X Y R R R
IV-3-1 Pr H H H CH, H F F OH H H NH,
IV-32 Pr H H CH, CH, H F F OH H H NH,
IV-33 Pr H H CH(CHs), CH; H F F OH H H NH,
IV-34 Pr H H CHCH(CH;), CH; H F F OH H H NH,
IV-3-5s Pr H H CHPh CHy, H F F OH H H NH
IV-3-6 Pr H H CHyindol-3-yl CH; H F F OH H H NH,
IV-37 Pr H H CHCH,SCH;, CH; H F F OH H H NH,
IV-3-8 Pr * H * CH: H F F OH H H NH,
*R* and R joined together by (CH,); to form five-membered ring.

Table TV-4.

Ne R'" R* R®™ R” R* R R* X Y R R R
V41 Bu H H H CH, H CH, F OH H H N
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Ne R" R* R*® R® R R R® X Y R R R
IV-42 Bu H H CH; CH; H CH; F OH H H NH,
IV-43 Bu H H CH(CH3), CH; H CH; F OH H H NH,
IV-44 Bu H H CHCH(CH:;, CH; H CH; F OH H H NH,
V45 Bu H H CHPh CH; H CH; F OH H H NH,
IV-4-6 Bu H ‘H CH;-indol-3-y] CH; H CH; F OH H H NH,
V47 Bu H H CH,CH,SCH; CH; H CH; F OH H H NH;
IV-4-8 Bu * H * CH; H CH; F OH H H NH,
*R* and R*® joined together by (CHy)3 to form five-membered ring.

Table IV-5.

Ne R" R* R® R® R* R R®* X Y R R KR
Iv-s-1 pPh 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
Iv-53 Ph H H  CH(CH;), CH; H F F OH H H NH,
Iv54 Ph H H CH)CH(CH;; CH; H F F OH H H NH,
Iv-58 Ph H H CH,Ph CH, H F F OH H H NH,
IVv-56 Ph H H CHjindol-3-yf CH; H F F OH H H NH,
Iv-5-7 Ph H H CH,CH,SCH; CH; H F F OH H H NH,
IVv-5-8 Ph * H * CH; H F F OH H H NH
*R* and R™" joined together by (CHa)s to form five-membered ring.

Table IV-6.

Ne R' R® R® R” R® R R XY R R R
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Ne R' R> R*® R® R* R R®* XY R R ¥

IV-6-1 p-Me-Ph H H H CH, H F F OH H H NH,
IV-6-2 p-Me-Ph H H CHs CH; H F F OH H H NH,
IV-6-3 p-Me-Ph H H CH(CH;) CH; H F F OH H H NH
IV-6-4 p-Me-Ph H H CHXCH(CH;» CH; H F F OH H H NH
IV-6-5 p-Me-Ph H H CH,Ph CHs H F F OH H H NH;
IV-6-6 p-Me-Ph H H CHyindol3-yf CH; H F F OH H H NH
IV-6-7 p-Me-Ph H H CHCH,SCH; CH; H F F OH H H NH,
IV-6-8 p-Me-Ph * H * CH; H F F OH H H NH,
*R” and R’ joined together by (CHa)s to form five-membered ring.

'Table Iv-7.

Ne R' R® R® R® R® R R® XY R R R

Iv-7-1  p-F-Ph H H H CH; H F F OH H H NH;
Iv-72 p-F-Ph H H CH; CH; H F F OH H H NH,
Iv-7-3  p-F-Ph H H CH(CHas): CH; H F F OH H H NH;
IV-7-4 p-F-Ph H H CH,CH(CH;) CH; H F F OH H H NH;
Iv-7-6  p-F-Ph H H CH,Ph CH; H F F OH H H NH,
Iv-7-7 p-F-Ph H H CH;indol-3-yl CH; H F F OH H H NH;
Iv-7-8 p-F-Ph H H CHCHSCH: CH; H F F OH H H NH;
Iv-7-20 p-F-Ph * H * CH; H F F OH H H NH

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

Table IV-8.
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Ne R R° R*™ R® R" R R®R X Y R R K
Iv-8-1 p-Cl-Ph H H H CH, H F F OH H H NH,
IvV-82 p-Cl-Ph H H CH; CH; H F F OH H H NH,
IV-83 p-Cl-Ph H H CH(CHy), CH, H F F OH H H NH,

IVv-84 p-Cl-Ph H H CH,CH(CHs), CH; H F F OH H H NH
IV-8-5 p-Cl-Ph H H CH,Ph CH;, H F F OH H H NH,
IV-8-6 p-Cl-Ph H H CHpindol-3-yl CH; H F F OH H H NH,
Iv-8-7 p-Cl-Ph H H CHCH,SCH; CH;: H F F OH H H NH,

Iv-8-8 p-Cl-Ph * H * CH;, H F F OH H H NI

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

Table IV-9.

Ne R R’ R* R® R R R° X Y R R R
IV91 p-Br-Ph H H H CH; H F F OH H H NH,
IV-9-2 p-Br-Ph H H CH; CH, H F F OH H H NH,
V93 p-Br-Ph H H CH(CH;), CHy H F F OH H H NH,

IVv-9-4 p-Br-Ph H H CH,XCH(CH;), CH; H F F OH H H NH
IV-9-6 p-Br-Ph H H CH,Ph CH; H F F OH H H NH,
IV-9-7 p-Br-Ph H H CHjindol-3-yl CH; H F F OH H H NH,
IV9-8 p-Br-Ph H H CHCHSCH; CH; H F F OH H H NH,

Iv-9-20 p-Be-Ph * H * CH; H F F OH H H NH,

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

Table IV-10.
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Ne R' R® R™ R R®* R R* X Y R R R
Iv-10-1 p-I-Ph H H H CH; H F F OH H H NH,
IV-10-2 p-I-Ph H H CH; CH;, H F F OH H H NH
IvV-10-3 p-I-Ph H H  CH(CHa). CH; H F F OH H H NH,
Iv-16-4 p-I-Ph H H CH)CH(CH;}; CH; H F F OH H H NH,
IV-10-5 p-I-Ph H H CHPh CH; H F F OH H H NH,
IV-10-6 p-I-Ph H H CHp-indol-3-yIl CH, H F F OH H H NH,
1v-16-7 p.T—Ph H H CHXCHSCH; CH; H F F OH H H NH,
Iv-10-8 p-I-Ph * H * CH; H F F OH H H NH;
*R* and R’" joined together by (CHa); to form five-membered ring.

Table IV-11.

Ne R" R* R® R” R" " R X Y R R R
v-il-t CH; H H H Et H F F OH H H NH
Iv-11-2 CH; H H CH; Ft H F F OH H H NH;
Iv-11-3 CH; H H CH(CH;), Et H F F OH H H NH
Iv-11-4 CH; H H CHCH({CH;, Et H F F OH H H NH;
Iv-11-s CH; H H CHPh EtE H F F OH H H NH
Iv-11-6 CH; H H CHp-indol-3-yl Et H F F OH H H NH,
Iv-11-7 CH; H H CH,CH,SCH; Et H F F OH H H NH
Iv-11-8 CH; * H * Et H F F OH H H NH

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

Table IV-12.

Ne R" R” R® R R" R”” R®* X Y R R R’
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Ne R'" R® R*® R” R®" R R® X Y R R F
IV-12-1 Et H H H Et H F F OH H H NH,
IV-12-2 Et H H CH, Et H F F OH H H NH,
IV-12-3 Gt H H CH(CH)), Et H F F OH H H NH,
IV-12-4 Et H H CHCH(CHs), Et H F F OH H H NH,
IV-12-5 Et H H CHyPh Et H F F OH H H NH,
IV-12-6 Et H H CHyindol-3-yl Et. H F F OH H H NH,
IV-12-7 Bt H H CH,CHSCH; Et H F F OH H H NH,
IV-12-8 Bt * H * Et H F F OH H H NH2
*R* and R joined together by (CH,); to form five-membered ring.

Table IV-13.

No R' R* R*™ R® R® R R* X Y R R F
IvV-13-1 Pr H H H Et H F F OH H H NH,
IV-132 Pr H H CH; Bt H F F OH H H NH,
IV-13-3 Pr H H CH(CHj), Et H F F OH H H NH,
IV-134 Pr H H CH,CH(CHs, Bt H F F OH H H NH,
IV-13-5 Py H H CH,Ph Et H F F OH H H NH
IV-13-6 Pr H H CHyindol3-yl Et H F F OH H H NH,
IV-13-7 Pr H H CH,CH,SCH; 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 to gether by (CHaz); to form five-membered ring.

Table IV-14.
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Ne R' R R® R* R® R® Y R R R’
3a

IV-14- ‘Bu H H Et H F OH H H NH,

1

IV-14- ‘Bu H CH; Et H F OH H H NH,

2

IV-14- ‘Bu H CH(CHa), Et H F OH H H NH,

3

IV-14- ‘Bu H CH,CH(CH;), Et H F OH H H NH,

4

IV-14- ‘Bu H CH,Ph Et H F OH H H NH,

5

1V-14- ‘Bu H CHp-indol-3-yl Et H F OH H H NH

6

IV-14- ‘Bu H CH.CH,SCH; Et H F OH H H NH,

7

Iv-14- ‘Bu H * Et H F OH H H NH,

8

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

Table IV-15.

Ne R’ R™ RP R" R° R° Y R R R

IV-15-1 Ph H H Et H F OH H H NH,

IV-15-2 Ph H CH; Et H F OH H H NH,

IV-15-3 Ph H  CH(CHs), Et H F OH H H NH,
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No Rl RZ R3a R3b

Iv-15-4 Ph H H CH;CH(CHj),
Iv-15-5 Ph H H CHPh
IV-15-6 Ph H H CH,-indol-3-yl
Iv-15-7 Ph H H CHCH,SCH;

Iv-15-8 Ph * H *

Et H F F OH H H NH;
Et H F F OH H H NH;
Et H F F OH H H NH;
Et H F-F OH H H NH

Et H F F OH H H NH,

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

Table TV-16.

Ne Rl RZ R3a R3b

R R RR X Y R RY®

IV-16-1 p-Me-Ph H H H
IV-162 p-Me-Ph H H CH;

IV-16-3 p-Me-Ph H H  CH(CH;),

Et H F F OH H H NH
Et H F F OH H H NH

EtE H F F OH H H NH

Iv-16-4 p-Me-Ph H H CHCH(CH;), Et H F F OH H H NH;

IV-16-5 p-Me-Ph H H CHPh

Et H F F OH H H NH

IV-16-6 p-Me-Ph H H  CHpindol-3-yI Bt H F F OH H H NH,

IV-16-7 p-Me-Ph H H CHCH,SCH; Et H F F OH H H NH

IV-16-8 p-Me-Ph * H *

Et' B F F OH H H NH

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

Table IV-17.

Ne R’ R? R®™ R®

R R RR- XY R R F

IV-17-1 p-F-Ph H H H

IV-172 p-F-Ph H H CH;

2980901-1
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Ne R’ R> R*™ R™ R* ” R®* X v R R' R’

IV-17-3 p-F-Ph H H CH(CHs), Et H F F OH H H NH
1v-17-4 p-F-Ph H H CH,CH(CH:)» Et H F F OH H H NH
IV-17-§ p-F-Ph H H CH,Ph Et H F F OH H H NH
Iv-17-6 p-F-Ph H H CHyindol-3-yl Et H F F OH H H NH;
v-17-7 p-F-Ph H H CH.CH,SCH; Et H F F OH H H NH,
IvV-17-8 p-F-Ph * H * Et H F F OH H H NH
*R* and R™ joined together by (CH,); to form five-membered ring.

Table IV-18.

Ne R' R> R* R” R" R R® X Y R R' R
Iv-18-1 p-Cl-Ph H H H Et H F F OH H H NH
Iv-182 p-Cl-Ph H H CH; Et H F F OH H H NH
Iv-18-3 p-Cl-Ph H H CH(CH;), Et H F F OH H H NH
Iv-184 p-Cl-Ph H H CHILCH(CH;)», Et H F F OH H H Nih
Iv-18-5 p-Cl-Ph H H CHPh Et H F F OH H H NH
Iv-18-6 p-Cl-Ph H H CHpindol-3-yl Et H F F OH H H NH,
Iv-18-7 p-Cl-Pph H H CH)CH,SCH: Et H F F OH H H NH
1v-18-8 p-Cl-Ph * H * EE 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 R®* X Y R R VK
IvV-19-1 p-Br-Ph H H H Et H F F OH H H NH,
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Ne R’ R* R® R® R R R* X v R R R
IV-19-2 p-Br-Ph H H CH; Et H F F OH H H NH,
IV-19-3 p-Br-Ph H H CH(CHs) Bt H F F OH H H NH,

1V-194 p-Br-Ph H H CHCH(CH:;); Et H F F OH H H NH;
IV-19-5 p-Br-Ph H H CHPh Et H F F OH H H NH,
IV-19-6 p-Br-Ph H H CHp-indol-3-yl Et H F F OH H H NH;
IV-19-7 p-Br-Ph H H CHCH,SCH; Et H F F OH H H NH,

Iv-19-8 p-Br-Ph * H * Et H F F OH H H NH

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

Table TV-20.

Ne R’ R* R*® R® R R R®* X v R R* R’
IV-20-1 p-l-Ph H H H Et H F F OH H H NH,
IV-202 p-]l-Ph H H CH; Et H F F OH H H NH,
IV-20-3 p-I-Ph H H CH(CHs), Et H F F OH H H NH,

Iv-20-4 p-I-Ph H H CH,CH(CHs;); Et H F F OH H H NH;
IvV-20-5 p-1-Ph H H CH;Ph B H F F OH H H NH
Iv-20-6 p-I-Ph H H CHp-indol-3-yl Bt H F F OH H H NH,
Iv-20-7 p-I-Ph H H CHyCH,SCH; Et H F F OH H H NH,

Iv-20-8 p-I-Ph * H * Et H F F OH H H NH

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

Table IV-21.

Ne R' R* R®™ R™® R R R XY R RV’
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Ne R" R® R™ R® R* R®R R® X Y R R¥ K
IV21-1 CH; H H H Pr H F F OH H H NH,
IV21-2 CH;, H H CH, ~P’r H F F OH H H NH,
IV-21-3 CH; H H CH(CH;), Pr H F F OH H H NH,
IV-21-4 CH; H H CH,CH(CHy, Pr H F F OH H H NH,
IV-21-5 CH; H H CHPh Pr H F F OH H H NH,
IV21-6 CH; H H CHpindol-3-yl Pr H F F OH H H NH,
IV217 CH, H H CHCH,SCH, Pr H F F OH H H NH,
IV-21-8 CH; * H * Pt H F 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® R" F R®* X Y R R R~
IV-22-1 Bt H H H Pr H F F OH H H NH,
IV-22-2 Et H H CH, Pr H F F OH H H NH,
V223 Bt H H CH(CH), Pr H F F OH H H NH,
IV-22-44 Bt H H CH,CH(CH;, Pr H F F OH H H NH,
IV-22-5 Et H H CHPh Pr H F F OH H H NH,
IV-22-6 Et H H CHpindol-3-yl Pr H F F OH H H NH,
IV-22-7 Bt H H CH,CH,SCH; Pr H F F OH H H NH,
IV-22-8 Bt * H * ’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* R R®* X ¥ R R KR
Iv-23-1 pr H H H , P H F F OH H H NH,
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Ne R" R’ R® R® R " R®* X Y R R R
IV-25-1 Ph H H H Pr H F F OH H H NH,
Iv-252 Ph H H CH; ’r H F F OH H H NH,
IV-253 Ph H H CH(CH;), Pr H F F OH H H NH,

IV-25-4 Ph H H CHCH(CH;), Pr H F F OH H H NH,
IV-25-5 Ph H H CH,Ph Pr H F F OH H H NH,
Iv-25-6 Ph H H CHpindol3-yl Pr H F F OH H H NH,
IV-25-7 Ph H H CH,CHSCH; Pr H F F OH H H NH,

Iv-25-8 Ph * H * Pr H F F OH H H NH,

*R* and R joined together by (CHy)3 to form five-membered ring.

Table IV-26.

Ne R’ R* R*® R” R" R® R® X v R R V¥
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; Pr H F F OH H H NH,
IV-26-3 p-Me-Ph H H  CH(CHy) Pr H F F OH H H NH,

IV26-4 p-MePh H H CHCH(CH;), Pr H F F OH H H NH,
IV-26-5 p-Me-Ph H H CHPh PP H F F OH H H NH,
IV-26-6 p-Me-Ph H H CHpindol-3-yl Pr H F F OH H H NH,
V267 p-Me-Ph H H CHCHSCH, Pr 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 (CHy)s to form five-membered ring.
g

Table IV-27.
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Ne R'" R* R*® R® R" ” R* X ¥ R R KR

IV-232 Pr H H CH; Pr H F F OH H H NH,
V233 Pr H H  CH(CHy), Pr H F F OH H H NH,
IV-23-4 ‘Pr H H CH,CH(CH;, Pr H F F OH H H NH,
Iv-23-3 Pr H H CH,Ph Pr H F F OH H H NH,
IV-23-6 Pr H H CHpindol3-y] Pr H F F OH H H NH,
IV-237 Pr H H CH,CHSCH; Pr H F F OH H H NH,
Iv-23-8 Py * H * Pr H F F OH H H NI,
*R* and R”” joined together by (CHy)s to form five-membered ring.

Table IV-24,

Ne R' R* R™ RP R“. R R®* X Y R R KR
IV24-1 Bu H H H Pr H F F OH H H NH,
IV-242 Bu H H CH; Pr H F F OH H H NH,
IV-24-3 ‘Bu H H CH(CH:), Pr H F F OH H H NH,
IV-24-4 ‘Bu H H CHCH(CH:), Pr H F F OH H H NH,
IV-24-5 ‘By H H CH,Ph Pr H F F OH H H NH,
IV-24-6 ‘Bu H H CHp-indol3-y} Pr H F F OH H H NH,
IV-247 ‘Bu H H CH,CH,SCH; Pr H F F OH H H NH,
IV-24-8 Bu * H * Pr H F F OH H H NI
*R” and R”® joined together by (CH,)s to form five-membered ring.

Table IV-25.

Ne R' R° R*® R® R® R° R® X Y R/ R' R’
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Ne R’ R* R™ R R" F R* X Y R R F
1IV-27-1 p-F-Ph H H H Pr H F F OH H H NH,
IV-27-2 p-F-Ph H H CH; r H F F OH H H NH
IV-27-3 p-F-Ph H H CH(CH3)2 Pr H F F OH H H NH,

IvV-27-4 p-F-Ph H H CHCH(CH;, Pr H F F OH H H NH,
Iv-27-5 p-F-Ph H H CH,Ph Pr H F F OH H H NH,
IV-27-6 p-F-Ph H H CHpindol-3-y] Pr H F F OH H H NH,
Iv-27-7 p-F-Ph H H CHCH,SCH; Pr H F. F OH H H NH,

Iv-27-8 p-F-Ph * H * Pr H F F OH H H NH

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

Table IV-28.

Ne R R’ R™ R® R" ”*® R®* X v R R K
IvV-28-1 p-CI-Ph H H H Pr H F F OH H H NH,
IV-28-2 p-Cl-Ph H H CH; ’r H F F OH H H NH
Iv-28-3 p-Cl-Ph H H CH(CHj), Pr H F F OH H H NH,

V284 p-ClPh H H CHCH(CHy), P H F F OH H H NH
Iv-28-5 p-CI-Ph H H CH,Ph Pr H F F OH H H NH
IV-28-6 p-Cl-Ph H H CHpindol-3-yl Pr H F F OH H H NH,
IV-28-7 p-Cl-Ph H H CHCHSCH; Pr H F F OH H H NH,

Iv-28-8 p-Cl-Ph * H * Pr H F F OH H H NH,

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

Table IV-29.
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Ne R’ R> R™ 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 NH,
IV-29-2 p-Br-Ph H H CH; Pr H F F OH H H NH,
IV-29-3 p-Br-Ph H H CH(CHs) Pr H F F OH H H NH,
IV-29-4 p-Br-Ph H H CHCH(CH;), Pr H F F OH H H NI
IV-29-5 p-Br-Ph H H CH:Ph Pr H F F OH H H NH,
IV-29-6 p-Br-Ph H H CHpindol3-yl Pr H F F OH H H NH,
IV-29-7 p-Br-Ph H H CHCH,SCH: Pr H F F OH H H NH,
IvV-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.

Table IV-30.

No R R> R™ R® R* R”® R*Y X Y R R' R’
IV-30-1 p-I-Ph H H H r H F F OH H H NH,
1V-30-2 p-I-Ph H H CH; Pr H F F OH H H NH,
IV-30-3 p-I-Ph H H CH(CHs), Pr H F F OH H H NH,
IV-30-4 p-I-Ph H H CHCHCH), Pr H F F OH H H NH,
IV-30-5 p-I-Ph H H CH,Ph Pt H F F OH H H NH,
IV-30-6 p-I-Ph H H CHpindol-3-yl Pr H F F OH H H NH,
IV-30-7 p-I-Ph H H CHCHSCH; Pr H F F OH H H NH,
IV-30-8 p-I-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.
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No R" R’ R*® R® R" RP R® X Y R R FK
IV31-1 CH, H H H "Bu H F F OH H H NH,
IV-31-2 CH; H H CH; "Bu H F F OH H H NH,
IV-313 CH; H H CH(CH,), "Bu H F F OH H H NH,
IV-3144 CH; H H CH,CH(CH), "Bu H F F OH H H NH,
IV-31-5 CH; H H CH,Ph "Bu H F F OH H H NH,
IV-31-6 CH; H H CHypindol-3-yl "Bu H F F OH H H NH,
IV-31-7 CH; H H CHCH,SCH; "Bu H F F OH H H N
IvV-31-8 CH; * H * "Bu H F F OH H H NH,
*R* and R’" joined together by (CHy)s to form five-membered ring.

Table TV-32.

Ne R'" R® R® R® R" R RO XY R R K
IV-32-1 Et H H H "Bu H F F OH H H NH,
IV-32-2 Bt H H CH; "Bu H F F OH H H NH,
IV-32-3 Bt H H CH(CH), "Bu H F F OH H H NH,
IV-32-4 Bt H H CHCH(CHs), "Bu H F F OH H H NH,
IV-32-5 Et H H CHyPh "Bu H F F OH H H NH,
IV-32-6 Bt H H CHpindol-3-yl "Bu H F F OH H H NH,
IV-32-7 Bt H H CHCHSCH; "Bu H F F OH H H NH,
IV-32-8 Et * H * "Bu H F F OH H H NH,

*R” and R™® Jjoined together by (CHz); to form five-membered ring.

Table IV-33.
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Ne R' R® R® R" R R R X Y R R R

IvV-33-1 Pr H H H Bu H F F OH H H NH,
IV-33-2 ‘Pr H H CH; Bu H F F OH H H NH,
IV-33-3 ‘Pr H H CH(CHi), "Bu H F F OH H H NH,
IV-33-4 ‘Pr H H CHCH(CHs), "Bu H F F OH H H NH,
1V-33-5 ‘P H H CHyPh "Bu H F F OH H H NH,
IV-33-6 Pr H H CHyindol3-yl "Bu H F F OH H H NH,
IV-33-7 Pr H H CH,CH,SCH; "Bu H F F OH H H NH,
IvV-33-8 Pr * H * "Bu H F F OH H H NH,
*R* and R*" joined together by (CH,)s to form five-membered ring.

. Table IV-34.

Ne R" R’ R*® R” R" R R XYy R R K

IV-34-1 Bu H H H "Bu H F F OH H H NI
IV-342 ‘Bu H H CH, "Bu H F F OH H H NH,
IV-34-3 ‘Bu H H CH(CHs), "Bu H F F OH H H NH,
IV-34-4 Bu H H CH,CH(CCH;, "Bu H F F OH H H NH,
IV-34-5 ‘Bu H H CHPh "By H F F OH H H NH
IV-34-6 '‘Bu H H CHyindol3-yl "Bu H F F OH H H NH,
IV-34-7 Bu H H CHCH,SCH; "Bu H F F OH H H NH,
IV-34-8 ‘Bu * H * "Bu H F F OH H H NH,

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

Table IV-35.
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Ne R' R* R®™ R R'" RO R®R XY R R F
IV-35-1 Ph H H H "Bu H F F OH H H NH,
IV-352 Ph H H CH; "Bu H F F OH H H NH,
IV-35-3 Ph H H CH(CH;), "Bu H F F OH H H NH,

Iv-35-4 Ph H H CH,CH(CH;, "Bu H F F OH H H NH
IV-355 Ph H H CH,Ph "Bu H F F OH H H NH,
IV-356 Ph H H CHyindol-3-yl "Bu H F F OH H H NH,
IV-357 Ph H H CHCH,SSCH; "Bu H F F OH H H NH,

Iv-35-8 Ph * H * "Bu H F F OH H H NH

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

Table IV-36.

Ne R' R® R* RP R" R R XY R R R
IV-36-1 p-Me-Ph H H H "Bu H F F OH H H NH,
IV-36-2 p-Me-Ph H H CH; "Bu 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-Me-Ph H H CH,CH(CHy), "Bu H F F OH H H NH,
IV-36-5 p-Me-Ph H H CH.Ph 'Bu H F F OH H H NH,
IV36-6 p-Me-Ph H H CHyindol3-yl "Bu H F F OH H H NH,
V367 p-Me-Ph H H CH,CHSCH;, "Bu H F F OH H H NH,

IV-36-8 p-Me-Ph * H * "Bu H F F OH H H NH

*R” and R joined together by (CHa)3 to form five-membered ring.

Table IV-37.

2980901-1 - 194 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 00969



Docket No. : PH3080.PC6-TRK1

Ne R R® R* R” R® R R®* X Y R R V¥

Iv-37-1 p-F-Ph H H H "Bu H F F OH H H NH;
Iv-37-2 p-F-Ph H H CH; "Bu H F F OH H H NH
IV-373 p-F-Ph H H CH(CHy), "By H F F OH H H NH
Iv-37-4 p-F-Ph H H CH)CH(CH;), "Bu H F F OH H H NH,
IvV-375 p-F-Ph H H CHyPh "Bu H F F OH H H NH,
IV-37-6 p-F-Ph H H  CH,-indol-3-yl "Bu H F F OH H H NH,
IvV-37-7 p-F-Ph H H CH;CH,SCH; "Bu H F F OH H H NH
1v-37-8 p-F-Ph * H * "Bu H F F OH H H NH,
*R* and R joined together by (CHy)s to form five-membered ring.

Table I'V-38.

Ne R’ R*> R® RT R" R R* X Y R R R
Iv-38-1 p-CI-Ph H H H "Bu H F F OH H H NH
Iv-382 p-Cl-Ph H H CH; "Bu H F F OH H H NH,
IV-38-3 p-Cl-Ph H H CH(CHy), "Bu H F F OH H H NH
1vV-384 p-Cl-Ph H H CH,CH(CHy), "Bu H F F OH H H NH,
Iv-385 p-Cl-Ph H H CHyPh "Bu H F F OH H H NH,
IV-386 p-Cl-Ph H H CHpindol-3-y1 "Bu H F F OH H H NH;
Iv-38-7 p-Cl-Ph H H CHCH,SCH; "Bu H F F OH H H NH
Iv-38-8 p-Cl-Ph * H * "Bu H F F OH H H NH,

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

Table IV-39.
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Ne R R’ R® R” R" R R® X Y R R ¥
IV-39-1 p-Br-Ph H H H "Bu H F F OH H H NH,
IV-39-2 p-Br-Ph H H CH; Bu H F F OH H H NH,
IV-39-3 p-Br-Ph H H CH(CH;) "Bu H F F OH H H NH,

IV-394 p-Br-Ph H H CHCH(CH;), "Bu H F F OH H H NH;
1v-39-5 p-Br-Ph H H CHpPh "Bu H F F OH H H NH,
IV-39-6 p-Br-Ph H H CHp-indol-3-yl "Bu 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 * "Bu 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® X Y R R F
IV-40-1 p-I-Ph H H H "Bu H F F OH H H NH,
IV-40-2 p-I-Ph H H CH; "Bu H F F OH H H NH,
IV-40-3 p-1-Ph H H CH(CHy), "Bu H F F OH H H NH,

IV-40-4 p-I-Ph H H CH)CH(CH;), "Bu H F F OH H H NH
IV-40-5 p-I-Ph H H CH,Ph "Bu H F F OH H H NH,
IV-40-6 p-I-Ph H H CHy-indol-3-yl "Bu H F F OH H H NH;
IV-40-7 p-I-Ph H H CH/CHSCH; "Bu H F F OH H H NH;

1vV-40-8 p-I-Ph * H * "Bu H F F OH H H NH,

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

Table IV-41.
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No R" R’ R™ R” R" R R® X v R R R
IV-41-1 CH;, H H H Bz H F F OH H H NH,
Iv-412 CH, H H CH: Bz H F F OH H H NH,
IV-41-3 CH; H H CH(CHsy), Bz H F F OH H H NH,
1v-41-4 CH; H H CHCHCH;, Bz H F F OH H H NH
IV-41-5 CH; H H CH.Ph Bz H F F OH H H NH,
IV-41-6 CH; H H CHpindol-3-yl Bz H F F OH H H NH,
IV-41-7 CH, H H CHCH,SCH;, Bz H F F OH H H NH,
IV-41-8 CH; * H * Bz H F F OH H H NH,
*R? and R joined together by (CHy)3 to form five-membered ring.

Table IV-42.

Ne R R R® R® R" "R R®* X Y R R ¥
IV-42-1 Bt H H H Bz H F F OH H H NH
IV-42-2 Et H H CH, Bz H F F OH H H NH,
IV-42-3 Et H H CH(CH:), Bz H F F OH H H NH,
IV-42-4 Et H H CHCH(CH;), Bz H F F OH H H NH,
IV-42-5 Et H H CHyPh Bz H F F OH H H NH
IV-42-6 Et H H CHpindol-3-yl Bz H F F OH H H NH,
IV-427 Et H H CHCHSCH; Bz H F F OH H H NH,
Iv-42-8 Et * H * Bz H F F OH H H NH

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

Table IV-43.
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Ne R' R* R* R® R® R R®* X Y R R R
IV-43-1 Pr H H H Bz H F F OH H H NH,
IV-43-2 Pr H H CH; Bz H F F OH H H NH
IV-43-3 Pr H H CH(CHs), Bz H F F OH H H NH
IV-43-4 "i)r H H CHCH(CHy), Bz H F F OH H H NH;
IV-43-5 'Pr HoH CH,Ph Bz H F F OH H H NH,
IV-43-6 Pr H H CHrindol3yl Bz H F F OH H H NH
IV-437 Pr H H CHCH,SCH; Bz H F F OH H H NH,
V438 Pr * H * Bz H F F OH H H NH

*R? and
R*® joined together by (CHz)s to form five-membered ring.
Table 1V-44.
Ne R" R° R® R” F R XY R B
IV-44-1 Bu H H H Bz H F F OH H H NH
IV-44-2 ‘Bu H H CH; Bz H F F OH H H NH,
IV-44-3 ‘Bu H H CH(CHs), Bz H F F OH H H NH,
IV-44-4 By H H CHCH(CHs, Bz H F F OH H H NH,
IV-44-5 Bu H H CH,Ph Bz H F F OH H H NH
IV-44-6 ‘Bu H H CHpindol-3-y] Bz H F F OH H H NH,
IV-44-7 ‘Bu H H CHCHSCH; Bz H F F OH H H NH,
IV-44-8 ‘Bu * H * Bz H F F OH H H NH,
*R* and R”" joined together by (CHa); to form five-membered ring.
Table IV-45.
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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,
IV-45-2 Ph H H CH, Bz H F F OH H H NH,
IV-45-3 Ph H H CH(CH), Bz H F F OH H H NH,

IV-45-4 Ph H H CH,CH(CHy), Bz H F F OH H H NH,
IV-45-5 Ph H H CHPh Bz H F F OH H H NH,
IV-45-6 Ph H H CHyindol-3-yl Bz H F F OH H H NH,
IV-457 Ph H H CHCHSCH, Bz H F F OH H H NH,

IV-45-8 Ph * H * Bz H F F OH H H NH

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

Table IV-46,

Ne R' R* R® R® R" R°®. R® X Y R R KR’
IV-46-1 p-Me-Ph H H H Bz 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(CH;), Bz H F F OH H H NH

IV-46-4 p-Me-Ph H H CH,CH(CHy), Bz H F F OH H H NH,
IV-46-5 p-Me-Ph H H CH,Ph Bz H F F OH H H NH,
1V-46-6 p-Me-Ph H H CHpindol-3-yl Bz H F F OH H H NH,
IV-467 p-Me-Ph H H CHCHSCH; 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 (CHa)s to form five-membered ring.

Table IV-47.
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Ne R’ R R™ R® R®* R® R® X Y R R ¥R

IV-47-1 p-F-Ph H H H Bz H F F OH H H NH
IV-472 p-F-Ph H H CH; Bz H F F OH H H NH;
IV-473 p-F-Ph H H CH(CH:), Bz H F F OH H H NH
IV-474 p-F-Ph H H CHCH(CH;, 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,
IV-47-6 p-F-Ph H H CHyindol-3-yl Bz H F F OH H H NH
IV-47-7 p-F-Ph H H CHCHSCH; Bz H F F OH H H NH,
IV-47-§ p-F-Ph * H * Bz H F F OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table IV-48.

Ne R’ R° R® R” ‘R“ R° R® X Y R R R

IV-48-1 p-Cl-Ph H H H Bz H F F OH H H NH,
IV-48-2 p-CI-Ph H H CH; Bz H F F OH H H NH
1V-48-3 p-Cl-Ph H H  CH(CH;), Bz H F F OH H H NH
1V-48-4 p-Cl.Ph H H CHCH(CH:), Bz H F F OH H H NH
IV-48-5 p-Cl-Ph H H CH,Ph Bz H F F OH H H NH,
IV-48-6 p-Cl-Ph H H CHyindol3-yl Bz H F F OH H H NH,
IV-48-7 p-Cl-Ph H H CHCHSCH; Bz H F F OH H H NH;
IvV-48-8 p-Cl-Ph * H * Bz H F F OH H H NH,

*R* and R™® joined together by (CH,)3 to form five-membered ring.

Table 1V-49,
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Ne R' R® R* R® R® R R® X Y R R R
IV-49-1 p-Br-Ph H H H Bz H F F OH H H NH
IV-49-2 p-Br-Ph H H CH; Bz H F F OH H H NH,
IV-49-3 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 F OH H H NH,
IV-49-5 p-Br-Ph H H CH,Ph Bz H F F OH H H NH
IV-49-6 p-Br-Ph H H CHpindol-3-yl Bz H F F OH H H NH,
1v-49-7 p-Br-Ph H H CHXH,SCH; Bz H F F OH H H NH
1V-49-8 p-Br-Ph * H * Bz H F F OH H H NH
*R*and R°" joined together by (CH,); to form five-membered ring.

Table IV-50.

Ne R’ R® R* R” R" R R® XY R R R
IV-50-1 p-[-Ph H H H Bz H F F OH H H NH
IV-50-2 p-I-Ph H H CH; Bz H F F OH H H NH
IV-50-3 p-I-Ph H H CH(CH;), Bz H F F OH H H NH,
IVv-504 p-I-Ph H H CHCH(CH;), Bz H F F OH H H NH,
IV-50-5 p-I-Ph H H CH)Ph Bz H F F OH H H NH
IV-50-6 p-I-Ph H H  CHypindol-3-yl Bz H F F OH H H NH;
Iv-50-7 p-I-Ph H H CH)CH,SCH; Bz H F F OH H H NH;
Iv-50-8 p--Ph * H * Bz H F F OH H H NH

*R* and R joined together by (CHa)3 to form five-membered ring.
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\Y

Table V-1.

Ne R' R* R* R” R* R R X Y R R K
V-1-1 CH; H H H CH, H H F OH H H NH,
V-1-2 CH; H H CH; CH, H H F OH H H NH,
V-1-3 CH; H H CH(CHj), CH, H H F OH H H NH
V-1-44 CH; H H CHCH(CH;, CH; H H F OH H H NH
V-1 CH; H H CHPh CH, H H F OH H H NH,
V-16 CH; H H CHyindol-3-yl CH, H H F OH H H NH,
V-1-7 CH; H H CHCH,SCH; CH; H H F OH H H NH,
V-1-8 CH; * H * CH H H F OH H H NH,

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

Table V-2.

Ne R' R* R® R R* R R® X Y R R R
V-2-1 Bt H H H CHs H H F OH H H NH
V-22 Et H H CH; CHs 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 Et H H CH(CH;), CH, H H F OH H H NH,
V24 Bt H H CHCH(CH;, CH; H H F OH H H NH,
V-2-§ Et H H CHPh CH; H H F OH H H NH,
V-2-6 Et H H CHpindol-3-yl CH; H H F OH H H NH,
V-27 Bt H H CHCHSCH, CH, H H F OH H H NH,
V-2-8 Bt * H * CHs H H F OH H H NH,
*R* and R’” joined together by (CH,); to form five-membered ring.

Table V-3.

No R'" R R™ R® R" R R XY R R R

V31 Pr H H H CHy H H F OH H H NH,
V32 Pr H H CH; CH, H H F OH H H NH
V-3-3 Pr H H CH(CHs), CHy H H F OH H H NH
V-3-4 Pr H H CHCH(CHy), CH, H H F OH H H NH,
V-35 Pr H H CHPh CHH H H F OH H H NH
V-3-6 Pr H H CHpindol-3-yl CH H H F OH H H NH,
V-3-7 Pr H H CHCHSCH, CH; H H F OH H H NH,
V3-8 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 R'" R* R® RP R* R R X Y R R K
V-4-1 Bu H H H CHb H H F OH H H NH,
V42 Bu H H CH, CH, H H F OH H H NH,
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Ne R' R’ R® RP R" R R X Y R R ¥
V-4-3 ‘Bu H H CH(CH;), CH; H H F OH H H NH
V-4-4 Bu H H CHCH(CH;), CH; H H F OH H H NH,
V4-5 By H H CHpPh | CH; H H F OH H H NH,
V-4-6 ‘Bu H H CHyindol-3-yl CH; H H F OH H H NH,
V-47 ‘Bu H H CHCH,SCH; CH, H H F OH H H NH,
V-4-8 Bu * H * CH, H H F OH H H NH,
*R” and R’" joined together by (CH,)s to form five-membered ring.

Table V-5.

Ne R' R® R® R” R R R XY R R'F¥
V-5-1 Ph H H H ' CH; H H F OH H H NH,
V-52 Ph H H CH; CH; H H F OH H H NH,
V-5-3 Ph H H CH(CH;), CH; H H F OH H H NH,
V-5-4 Ph H H CH,CH(CHs;); CH; H H F OH H H NH,
V-5-5 Ph H H CH,Ph CH; H H F OH H H NH,
V56 Ph H H CHsindol-3-yl CH; H H F OH H H NH,
V-57 Ph H H CHCH,SCH; CH; H H F OH H H NH,
V-5-8 Ph * H * CH; H H F OH H H NH,
*R* and R”® joined together by (CH,)s to form five-membered ring.

Table V-6.

Ne R' R* R™ R® R R RR XY R R K

V-6-1 p-Me-Ph H H H
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Ne R' R® R™ R” R® R R X Y R R R

V-6-2 p-Me-Ph H H CHs 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 CHCH(CH;); CH; H H F OH H H NH,
V-6-5 p-Me-Ph H H CHPh CH; H H F OH H H NH,
V-6-6 p-Me-Ph H H CHpindol-3-yl CH; H H F OH H H NH;
V-6-7 p-Me-Ph H H CHXCH,SCH; CH; 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 (CHa); to form five-membered ring.

Table V-7.

Ne ' R’ R* R*® R R® R R XY R R ¥

V-7-1 p-F-Ph H H H CH; H H F OH H H NH,
V-72 p-F-Ph H H CH; CH; H H F OH H H NH
V-73 p-F-Ph H H CH(CHy), CH, H H F OH H H NH,
V-7-4 p-FPh H H CHCH(CH;, CH;, H H F OH H H NH,
V-7-6 p-F-Ph H H CHPh CHs H H F OH H H NH,
V-7-7 p-F-Ph H H CHpindol-3-yl CH; H H F OH H H NH,
V-7-8 p-F-Ph H H CH,CH,SCH; 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 (CHy)s to form five-membered ring.

Table V-8.

Ne R' R® R® R” R R R XY R R KR
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Ne R R’ R*® R® R®" RO RR XY R R KR
V81 p-CI-Ph H H H CH, H H F OH H H NH,
Vv-8-2 p-Cl-Ph H H CH; CH; H H F OH H H NH
V-8-3 p-CI-Ph H H CH(CHy) CH, H H F OH H H NH,

V-84 p-CIl-Ph H H CHCH(CHy);, CH; H H F 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 CHpindol-3-yl CH; H H F OH H H NH,
V-8-7 p-Cl-Ph H H CHXCH,SCH; CH; H H F OH H H NH;

V-8-8 p-Cl-Ph * H * CH, H H F OH H H Ni

*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
V91 pBr-Ph H H H CH, H H F OH H H NH,
V92 p-Br-Ph H H CH; CH; H H F OH H H NH,
V-9-3 p-Br-Ph H H CH(CHj), CH, H H F OH H H NH,

V-9-4 p-Br-Ph H H CHCH(CH;), CH; H H F OH H H NH,
V-9-6 p-Br-Ph H H CHyPh CH; H H F OH H H NH,
V-9-7 p-Br-Ph H H CHp-indol-3-y] CH; H H F OH H H NH,
V-9-8 p-Br-Ph H H CHCHSCH; CH; H H F OH H H NH,

V-9-20 p-Br-Ph * H * CH;, H H F OH H H NH,

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

Table V-10.
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Ne R’ R* R® R” R" R R* XY R R R
V-10-1 p-I-Ph H H H CH; H H F OH H H NH,
V-10-2 p-I-Ph H H CH; CH; H H F OH H H NH,
V-10-3 p-I-Ph H H  CH(CHz), CH; H H F OH H H NH,
V-10-4 p--Ph H H CHCH(CHy), CH; H H F OH H H NH,
V-10-5 p-I-Ph H H CH,Ph CH; H H F OH H H NH,
V-10-6 p-I-Ph H H CHy-indol-3-yl CH; H H F OH H H NH,
V-10-7 p-I-Ph H H CHXCH,SCH; CH; H H F OH H H NH,
V-10-8 p-I-Ph * H * CH; H H F OH H H NH;
*R* and R”® joined together by (CHa); to form five-membered ring.

Table V-11.

Ne R' R R® R” R" " R® X Y R R R’
V-11-1 CH; H 'H H Et H H F OH H H NH,
V-11-2 CH; H H CH; Et H H F OH H H NH,
V-11-3 CH; H H CH(CH;), Et H H F OH H H NH
V-11-4 CH; H H CH,CH({CH;); Et H H F OH H H NH,
V-11-5 CH; H H CHPh Et H H F OH H H NH
V-11-6 CH; H H CHp-indol-3-yl Et H H F OH H H NH,
V-11-7 CH; H H CH)CH,SCH; Et H H F OH H H NH;
V-11-8§ CH; * H * Et H H F OH H H NH;
*R” and R™° joined together by (CHy); to form five-membered ring.

Table V-12.

Ne R' R® R® R® R® R®" R® X Y R R' R’
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Ne R' R® R*® R® R* ¥ R®* X Y R R R
V-12-1 Et H H H Et H H F OH H H NH,
V-12-2 Et H H CH, Et H H F OH H H NH,
V-12-3 Et H H CH(CH,), Et H H F OH H H NH,
V-124 Bt H H CH,CH(CHy), Bt H H F OH H H NH,
V-12-5 Et H H CH,Ph Et H H F OH H H NH,
V-12-6 Et H H CHpindol3-yl Bt H H F OH H H NH,
V-127 Bt H H CHCH,SCH;, Et H H F OH H H NH,
V-12-8 Et * H * Et H H F OH H H NH

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

Table V-13.

Ne R" R R*® RP R* R R®* X v R R' R’
V-13-1 Pr H H H Et H H F OH H H NH,
V132 pr H H CH; Et H H F OH H H NH,
V-13-3 Pr H H CH(CH,), Et H H F OH H H NH,
V-13-4 Pr H H CH,CH(CH;), Et H H F OH H H NH,
V-13-5 Pr H H CH,Ph Et H H F OH H H NH,
V-13-6 Pr H H CHpindol-3-y] Bt H H F OH H H NH,
V-13-7 Pr H H CH,CH,SCH, Et H H F OH H H NH,
V-13-8 Pr * H * Et H H F OH H H NH,

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

Table V-14.
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Ne R" R” R R” R R R®* X Y R R VR
3a
V-141 Bu H H H Ft 1 H F OH H H NH
V-142 ‘Bu H H CH; Et H H F OH H H NH
V-14-3 ‘Bu H H CH(CHs), Et H H F OH H H NH
V-14-4 Bu H H CH,CH(CH:), Et H H F OH H H NH
V-14-5 Bu H H CHPh Ft H H F OH H H NH
V-146 Bu H H CHyindol3-yJ Et H H F OH H H NH,
V-147 Bu H H CHCHsSCH; Et H H F OH H H NH
V-14-8 By * H * Et H H F OH H H NH
*R* and R”” joined together by (CHa)s to form five-membered ring.
Table V-15.
Ne RT R” R® R® R R R® X Y R R' R
V-15-1 Ph H H H Et H H F OH H H NH,
V-152 Ph H H CH; Et H H F OH H H NH
V-15-3 Ph H H CH(CH:) Et H H F OH H H NH;
V-154 Ph H H CH,CH(CHs), Et H H F OH H H NH
V-155 Ph H H CHPh Et H H F OH H H NH,
V-156 Ph H H CHyindol-3-yl Et H H F OH H H NH,
V-157 Ph H H CH,CH,SCH; Et H H F OH H H NH
V-15-8 Ph * H * Et H H F OH H H NH,

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

Table V-16.
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Ne R R® R® R® R\ R R X Y R R R
V-16-1 p-Me-Ph H H H Et H H F OH H H NH,
V-162 p-Me-Ph H H CH; Et H H F OH H H NH,
V-16-3 p-Me-Ph H H  CH(CHs) Et H H F OH H H NH,

V-16-4 p-Me-Ph H H CHCH(CH;) Et H H F OH H H NH
V-16-5 p-Me-Ph H H  CH,Ph Et H H F OH H H NH
V-16-6 p-Me-Ph H H  CHpindol-3-yl Bt H H F OH H H NH,
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 % EtE H H F OH H H NH

*R* and R°" joined together by (CHa)s to form five-membered ring.

Table V-17.

Ne R' R R® R® R* ®® R®* X Y R R' R
V-171 p-F-Ph H H H Et H H F OH H H NH
V-172 p-F-Ph H H CH;, Et H H F OH H H NH,
V-17-3 p-F-Ph H H CH(CHs) Et H H F OH H H NH,

V-17-4 p-F-Ph H H CHCH(CH;) Et H H F OH H H NH
V-17-5 p-F-Ph H H CHPh EtE H H F OH H H NH
V-17-6 p-F-Ph H H CHpindol-3-yl Et H H F OH H H NH;
V-17-7 p-F-Ph H H CHCH,8CH; Et H H F OH H H NH;

V-17-8 p-F-Ph * H * Et H H F OH H H NH

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

Table V-18.
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Ne R’ R* R™ R” R" R R® X Y R R V¥
V-18-1 p-Cl-Ph H H H EtE H H F-OH H H NH,
V-182 p-CI-Ph H H CH; Et 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-184 p-Cl-Ph H H CHXCH(CH;); Et H H F OH H H NH
V-18-5 p-Cl-Ph H H CHyPh Et H H F OH H H NH;
V-18-6 p-Cl-Ph H H  CHj-indol-3-yl Et H H F OH H H NH,
V-18-7 p-Cl-Ph H H CHCILSCH: Et H H F OH H H NH
V-18-8 p-ClI-Ph * H * Et H H F OH H H NH
*R* and R’® joined together by (CH,); to form five-membered ring.

Table V-19.

Ne R’ R* R® R R" " R® X Y R R' K
V-19-1 p-Br-Ph H H H EFt H H F OH H H NH,
V-19-2 p-Br-Ph H H CH; Ft H H F OH H H NH,
V-19-3 p-Br-Ph H H  CH(CH;), Ft H H F OH H H NH,
V-19-4 p-Br-Ph H H CHCH(CH;), Et H H F OH H H NH
V-19-5 p-Br-Ph H H CHPh Et H H F OH H H NH,
V-19-6 p-Br-Ph H H CHp-indol-3-yI Et H H F OH H H NH;
V-19-7 p-Br-Ph H H CHCH,SCH; Et H H F OH H H NH
V-19-8 p-Br-Ph * H % Et H H F OH H H NH,

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

Table V-20.
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No R R R™ R® R" "R R® X Y R R' ¥
V-20-1 p--Ph H H H Et H H F OH H H NH
V-20-2 p-I-Ph H H CH; Et H H F OH H H NH,
V-20-3 p-I-Ph H H CH(CH;), Et H H F OH H H NH
V-20-4 p-I-Ph H H CHCH(CH), Et H H F OH H H NH,
V-20-5 p-I-Ph H H CHPh Et H H F OH H H NH,
V-20-6 p-l-Ph H H CHeindol3-yl Et H H F OH H H NH,
V207 p-I-Ph H H CHCHSCH, Et H H F OH H H NH,
V-20-8 p-I-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-21.

Ne R" R R® R® R" F R®* X Y R R R
V21-1 CH; H H H Pr H H F OH H H NH,
V212 CH; H H CH; Pr H H F OH H H NH,
V-21-3 CH; H H CH(CH), Pr H H F OH H H NH,
V2144 CH;, H H CHCH(CH;, Pr H H F OH H H NH,
V-21-5 CH; H H CHyPh Pr H H F OH H H NH,
V-21-6 CH; H H CHyindol-3-yl Pr H H F OH H H NH,
V-21-7 CH: H H CHXCH,SCH:, Pr H H F OH H H NH,
V-21-8 CHs * 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®* X Y R R' R
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Ne R' R* R® R® R'" R R®* X Y R R KR
V-22-1 Et H H H Pr H H F OH H H NH,
V-22-2 Et H H CH, Pr H H F OH H H NH,
V-22-3 Et H H CH(CH)), ’r H H F OH H H NH,
V-22-4 Bt H H CHCH(CH;, Pr H H F OH H H NH,
V225 Bt H H CHPh Pr H H F OH H H NH,
V-22-6 Et H H CHpindol3-yl Pr H H F OH H H NH,
V-22-7 Bt H H CHCH,SCH, Pr H H F OH H H NH,
V-22-8 Et * H * ’Pr H H F OH H H NH,

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

Table V-23.

Ne R" R® R* R® R" " R® X Y R R ¥
V-23-1 Pr H H H Pr H H F OH H H NH,
V=232 Pr H H CH; ’t H H F OH H H NH,
V-23-3 '‘Pr H H CH(CHs), Pr H H F OH H H NH,
v-23-4 Pr H H CHCH(CH;, Pr H H F OH H H NH
V-23-5 ‘Pr H H CHyPh ’r H H F OH H H NH,
V-23-6 Pr H H CHyrindol3yl Pr H H F OH H H NH,
V-23-7 ‘Pr H H CH)CH,SCH; Pr H H F OH H H NH,
v-23-8 Pr * H * Pr H H F OH H H NH
*R” and R™ joined together by (CH,)3 to form five-membered ring.

Table V-24.

Ne R' R* R® R” R® R R®: X Y R R K
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Ne R" R* R®™ R” R* ¥R R®* X Y R R R

V241 Bu H H H Pr H H F OH H H NH,
V242 Bu H H CH; ’r H H F OH H H NH,
V-24-3 ‘By H H CH(CHs), Pr H H F OH H H NH,
V-24-4 Bu H H CHCH(CH;, Pr H H F OH H H NH,
V-24-5 ‘Bu H H CH.Ph " H H F OH H H NH,
V-24-6 Bu H H CHex-indol-3-yl Pr H H F OH H H NH,
V-247 ‘Bu H H CHCH,SCH; Pr H H F OH H H NH,
V-24-8 Bu * H * 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 R' R* R*® R® R" " " X Y R R ¥

V-25-1 Ph H H H r H H F OH H H NH,
V-252 Ph H H CH; Pr* H H F OH H H NH,
V-253 Ph H H CH(CHs) Pr H H F OH H H NH,
V2544 Ph H H CHCH(CH;, Pr H H F OH H H NH,
V-25-5 Ph H H CH,Ph Pr H H F OH H H NH
V256 Ph H H CH-indol-3-yl Pr H H F OH H H NH,
V257 Ph H H CHCH,SCH; Pr H H F OH H H NH,
V258 Ph * H * ’r H H F OH H H NH;

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

Table V-26.
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Ne R’ R* R*™ R” R* * R® X Y R R R
V-26-1 p-Me-Ph H H H Pr 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 CHCH(CHs), Pr H H F OH H H NH,
V-26-5 p-Me-Ph H H CH,Ph Pr H H F OH H H NH,
V-26-6 p-Me-Ph H H CHpindol-3-yl Pr H H F OH H H NI,
V-26-7 p-Me-Ph H H CICH,SCH; Pr H H F OH H’ H NH,
V-26-8 p-Me-Ph * H * Pr H H F OH H H NH
*R* and R’ joined together by (CH,); to form five-membered ring.

Table V-27.

Ne R R* R*® R R* R R FX Yy R R K
V-27-1 p-F-Ph H H H Pr H H F OH H H NH
V272 p-F-Ph H H CH; Pr H H F OH H H NH
V-27-3 p-F-Ph H H CH(CHa), Pr 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
V-27-6 p-F-Ph H H CHpeindol-3-yl Pr H H F OH H H NH,
V-27-7 p-F-Ph H H CHCHSCH; Pr H H F OH H H NIb
V-27-8 p-F-Ph * H * Pr H H F OH H H NI

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

Table V-28.
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Ne R R R™ R R" R R®* X Y R R KR
V-28-1 p-Cl-Ph H H H Pr H H F OH H H NH
V-28-2 p-CI-Ph H H CH; r H H F OH H H NH,
V-28-3 p-Cl-Ph H H CH(CH:), Pr H H F OH H H NH

V284 p-C-Ph H H CHCH(CHy), Pr H H F OH H H NH,
V-28-5 p-Cl-Ph H H CH,Ph Pr H H F OH H H NH,
V286 p-Cl-Ph H H CHyindol-3-yl Pr H H F OH H H NH,
V287 p-CI-Ph H H CHCHSCH: Pr H H F OH H H NH,

v-28-8 p-Cl-Ph * H * Pr H H F OH H H NH,

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

Table V-29.

Ne R’ R* R*® R” R® R R® X Y R R R
V-29-1 p-Br-Ph H H H r H H F OH H H NH,
V-29-2 p-Br-Ph H H CH; Pr H H F OH H H NH,
V-29-3 p-Br-Ph H H CH(CHj), Pr H H F OH H H NH2

V-29-4 p-Br-Ph H H CHCH(CH), Pr H H F OH H H NH,
V-29-5 p-Br-Ph H H CHpPh Pr H H F OH H H NH,
V-29-6 p-Br-Ph H H CHpindol-3-yl Pr H H F OH H H NI
V-29-7 p-Br-Ph H H CHCH,SCH; Pr H H F OH H H NH,

V-29-8 p-Br-Ph * H * P’r H H F OH H H NH

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

Table V-30.
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Ne R’ R R*™ R” R* R R® X Y R R' K
V-30-1 p-l-Ph H H H r H H F OH H H NH
V-30-2 p-.Ph H H CH; Pr H H F OH H H NH,
V-30-3 p-I-Ph H H CH(CHs) Pr H H F OH H H NH,
V-30-4 p-I-Ph H H CHCH(CHy), Pr H H F OH H H NH
V-30-5 p-l-Ph H H CHPh Pr H H F OH H H NH,
V-30-6 p-I-Ph H H CHpyindol-3-yl Pr H H F OH H H NI,
V-307 p-I-Ph H H CHCH,SCH, Pr H H F OH H H NH
V-30-8 p-I-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-31.

Ne R R* R® R® R®* R R®* X Y R R KR

V31-1 CH, H H H "Bu H H F OH H H NH,
V312 CH; H H CH; "Bu H H F OH H H NH,
V-31-3 CH; H H CH(CHs), "Bu H H F OH H H NH,
V314 CH;, H H CHCH(CCH;), "Bu H H F OH H H NH,
V-31-5 CH; H H CH.Ph "Bu H H F OH H H NH,
V-31-6 CH; H H CHpindol-3-yl "Bu H H F OH H H NH,
V-31-7 CH;, H H CHCH,SCH; "Bu H H F OH H H NH,
V318 CH; * H * "Bu H H F OH H H NH,

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

Table V-
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Ne RY R* R® R® R" R R® X Y R R R
V-32-1 Bt H H H Bu H H F OH H o NH,
V-32-2 Et H H CH, Bu H H F OH H H NH,
V-32-3 Bt H H CH(CH), "Bu H H F OH H H NH,
V-3244 Et H H CHCH(CH;, "Bu H H F OH H H N
V325 Et H H CHPh "Bu H H F OH H H NH,
V-32-6 Et H H CHyindol-3-yl "Bu H H F OH H H NH,
V-327 Bt H H CHCHSCH, "Bu H H F OH H H NH,
V-32-8 Bt * H * "Bu H H F OH H H NH,
*R” and R”” joined together by (CH,); to form five-membered ring.

Table V-33.

Ne R'" R* R™ R® R* R R°® X Y R R R
V-33-1 Pr H H H "By H H F OH H H NH,
v-33-2 Pr H H CH; "Bu H H Fb OH H H NH,
V-33-3 Pt H H CH(CHj), Bu H H F OH H H NH,
V334 Pr H H CHCH(CH;, "Bu H H F OH H H NH,
V335 Pr H H CHyPh "Bu H H F OH H H NH,
V-33-6 Pr H H CHyindol-3-yl "Bu H H F OH H H NH,
V337 Pr H H CHCHSCH; "Bu H H F OH H H NH,
V-338 Ppr * H * "Bu H H F OH H H NH,

*R” and R”® joined together by (CH,)3 to form five-membered ring.

Table V-34.
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Ne R" R° R®™ R® R* R R® X Y R R FR

V-34-1 Bu H H H "Bu H H F OH H H NH,
V-342 ‘Bu H H CH; "Bu H H F OH H H NH,
V-34-3 '‘Bu H H CH(CH:), "Bu H H F OH H H NH,
V344 Bu H H CHCH(QCHy), "Bu H H F OH H H NH
V-34-5 '‘Bu H H CH,Ph "Bu H H F OH H H NH,
V-34-6 ‘Bu H H CHsindol-3-yl "Bu H H F OH H H NH,
V-347 Bu H H CHCH,SCH: "Bu H H F OH H H NH
V-34-8 ‘Bu * H * "Bu 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®* X Y R R K

V-35-1 Ph H H H "Bu H H F OH H H NH,
V-352 Ph H H CH; "Bu H H F OH H H NH,
V-353 Ph H H CH(CHj3), "Bu H H F OH H H NH,
V-35-4 Ph H H CH,CH(CH;), "Bu H H F OH H H NH,
V-35-5 Ph H H CHPh "Bu H H F OH H H NH,
V-35-6 Ph H H CHpindol-3-yl "Bu H H F OH H H NH,
V-357 Ph H H CH,CH,SCH; "Bu H H F OH H H NH,,
v-35-8 Ph * H * "Bu H H F OH H H NH,

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

Table V-36.
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Ne R' R° R® R® R®* R R" X Y R R K
V-36-1 p-Me-Ph H H H "Bu H H F OH H H NH,
V-36-2 p-Me-Ph H H CH; "Bu H H F OH H H NH,
V-36-3 p-Me-Ph H H  CH(CHs), "Bu H H F OH H H NH,

V-36-4 p-Me-Ph H H CH)CH(CH;), "Bu H H F OH H H NH;
V-36-5 p-Me-Ph H H CHyPh "Bu H H F OH H H NI,
V-36-6 p-Me-Ph I H CHpx-indol-3-yl "Bu H H F OH H H NH,
V-36-7 p-Me-Ph H H CH,CHSCH; "Bu H H F OH H H NH,

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.

Table V-37.

Ne R R* R®™ R R* R R XY R R R
V-37-1 p-F-Ph H H H "Bu H H F OH H H NH,
V-37-2 p-F-Ph H H CH; "Bu H H F OH H H NH,
V-37-3 p-F-Ph H H CH(CHi), "Bu H H F OH H H NH,

V-37-4 p-F-Ph H H CHCH(CH;) "Bu H H F OH H H NH,
V-37-5 p-F-Ph H H CHPh "Bu H H F OH H H NH,
V-37-6 p-F-Ph H H CHp-indol-3-yl "Bu H H F OH H H NH,
V-37-7 p-F-Ph H H CHCH,SCH; "Bu H H F OH H H N

v-37-8 p-F-Ph * H * "Bu H H F OH H H NH

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

Table V-38.
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Ne R R* R™® R” R® R° R® X Y R R' R
V-38-1 p-Cl-Ph H H H "Bu H H F OH H H NH,
V-38-2 p-Cl-Ph H H CH, "Bu H H F OH H H NH,
V-38-3 p-CI-Ph H H CH(CHs), "Bu H H F OH H H NH,
V-38-4 p-Cl-Ph H H CHCH(CH;, "Bu H H F OH H H NH,
V-38-5 p-CI-Ph H H CHPh "Bu H H F OH H H NH,
V-38-6 p-Cl-Ph H H CHyindol-3-yl "By H H F OH H H NH,
V-38-7 p-Cl-Ph H H CH,CHSCH;, "Bu H H F OH H H NH,
v-38-8 p-Cl-Ph * H * Bu H H F OH H H NH,
*R? and R joined together by (CHy); to form five-membered ring.

Table V-39.

Ne R' R® R™ R R* R RE XY R R F
V-39-1 p-Br-Ph H H H "Bu H H F OH H H NH,
V-39-2 p-Br-Ph H H CH; "Bu H H F OH H H NH,
V-39-3 p-Br-Ph H H CH(CHy) "Bu H H F OH H H NH,
V-39-4 p-Br-Ph H H CHCH(CH;, "Bu H H F OH H H NH,
V-39-5 p-Br-Ph H H CH,Ph "Bu H H F OH H H NH
V-39-6 p-Br-Ph H H CHindol-3-yl "Bu H H F OH H H NH,
V-39-7 p-Br-Ph H H CHCHSCH; "Bu H H F OH H H NH,
V-39-8 p-Br-Ph * H * "Bu H H F OH H H NH,

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

Table V-40.
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Ne R’ R* R® R” R® R R XY R R R
V-40-1 p-I-Ph H H H "Bu H H F OH H H NH
V-40-2 p-I-Ph H H CH; "Bu H H F OH H H NH
V-40-3 p-I-Ph H H  CH(CHs), "Bu H H F OH H H NH,
V-40-4 p-[-Ph H H CHCH(CHy), "Bu H H F OH H H NI
V-40-5 p-[-Ph H H CHPh "Bu H H F OH H H NH
V-40-6 p-I-Ph H H CHpindol-3-yl "Bu H H F OH H H NH,
V-40-7 p-I-Ph H H CH)XCHSCH; "Bu H H F OH H H NH
V-40-8 p-I-Ph * H * "Bu 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¥FR
V41i-1 CH; H H H B 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(CH;), Bz H H F OH H H NH
v-41-4 CH; H H CH)CH(CH;) Bz H H F OH H H NI,
V-41-5 CH; H H CH,Ph Bz H H F OH ,H H NH,
V-41-6 CH; H H CHpindol-3-yl Bz H H F OH H H NH,
V-41-7 CHy H H CH)CH,SCH;, Bz H H F OH H H NH,
V-41-8§ CH; * H * Bz H H F OH H H NH

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

Table V-42.
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Ne R R? R®™ RP R" R R® X ¥ R R¥ R
V-42-1 Bt H H H Bz H H F OH H H NH,
V-42-2 Bt H H CH; Bz H H F OH H H NH,
V-42-3 Et H H CH(CHs), Bz H H F OH H H NH
V-42-4 Bt H H CHCH(CH;, Bz H H F OH H H NH,
V-42-5 Et H H CHPh Bz H H F OH H H NH,
V-42-6 Bt H H CHpindol-3-yl Bz H H F OH H H NH,
V-42-7 Bt H H CHCH,SCH, Bz H H F OH H H NH
V-42-8 Et * H * Bz H H F OH H H NH
*R” and R™® joined together by (CH,); to form five-membered ring.
Table V-43.
Ne R' R* R* R” R* R R® X Y R 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,
V-43-3 ‘Pr H H CH(CHj), Bz 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 NI,
V-43-6 Pr H H CHlyindol-3-y] 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 (CH,); to form five-membered ring.
Table V-44.
2980901-1 -223 -
362557.1

Gilead Exhibit 2026

PGR2023-00046 - Page 00998



Docket No. : PH3080.PC6-TRK1

Ne R R* R*®™ R® R" R R® X Y R R* KR

V-44-1 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 CH(CHs), Bz H H F OH H H NH,
V-444 Bu H H CHCH(CH;, Bz H H F OH H H NH,
V-44-5 ‘Bu H H CH,Ph Bz H H F OH H H NH,
V-44-6 ‘Bu H H CHpindol-3-yl Bz H H F OH H H NH,
V-44-7 ‘Bu 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 (CH,); to form five-membered ring.

Table V-45.

Ne R'" R* R® R® R" R R®* X Y R R K

V-45-1 Ph H H H Bz H H F OH H H NH,
V-452 Ph H H CH; Bz H H F OH H H NH,
V-45-3 Ph H H CH(CHs), Bz H H F OH H H NH,
V-45-4 Ph H H CH,CH(CH;), Bz H H F OH H H NH,
V-45-5 Ph H H CHPh Bz H H F OH H H NH,
V-45-6 Ph H H CHyindol-3-y] Bz H H F OH H H NH,
V-45-7 Ph H H CICH,SCH; Bz H H F OH H H NH,
V-45-8 Ph * H % Bz H H F OH H H NH,

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

Table V-
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~ R’ R* R* R® R® R"F R® X Y R R ¥
V-46-1 p-Me-Ph H H H Bz H H F OH H H NH;
V-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(CH;) 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-46-5 p-Me-Ph H H CHPh Bz H H F OH H H NH,
V-46-6 p-Me-Ph H H  CHp-indol-3-yl Bz H H F OH H H NH;
V-46-7 p-Me-Ph H H CHXCH,SCH; Bz H H F OH H H NH:
V-46-8 p-Me-Ph * H * Bz H H F OH H H NH,
*R? and R™ joined together by (CH,); to form five-membered ring.

Table V-47.

Ne R' R* R™ R® R® " R®* X Y R R R
V-47-1 p-F-Ph H H H Bz H H F OH H H NH
V-47-2 p-F-Ph H H CH; Bz H H F OH H H NH
V-47-3 p-F-Ph H H CH(CH:), Bz H H F OH H H NH
V474 p-F-Ph H H CHCH(CHs) Bz H H F OH H H NH;
V-47-5 p-F-Ph H H CHyPh Bz H H F OH H H NH
V-47-6 p-F-Ph H H CHyindol-3-yt Bz H H F OH H H NH
V-47-7 p-F-Ph H H CH,CH,SCH; Bz H H F OH H H NH;
V-47-8 p-F-Ph * H * Bz H H F OH H H NH;

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

Table V-48.
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Ne R' R’ R*™ R® R" R® R® X Y R R KR
V-48-1 p-CI-Ph H H H Bz H H F OH H H NH,
V-48-2 p-CI-Ph H H CH; Bz H H F OH H H NH,
V-48-3 p-CI-Ph H H CH(CHj), Bz H H F OH H H NH,

V-48-4 p-Cl-Ph H H CH)CH(CH;)y Bz H H F OH H H NH,
V-485 p-Cl-Ph H H CHPh Bz H H F OH H H NH;
V-48-6 p-Cl-Ph H H CHp-indol-3-yf Bz H H F OH H H NH
v-48-7 p-Cl-Ph H H CHXCH,SCH; Bz H H F OH H H NH

V-488 p-Cl-Ph * H * Bz H H F OH H H NH

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

Table V-49.

Ne R' R° R™ R” R" R R® . X ¥ R R K
V-49-1 p-Br-Ph H H H Bz H H F OH H H NH,
V-49-2 p-Br-Ph H H CH; Bz H H F OH H H NH,
V-49-3 p-Br-Ph H H CH(CH;), Bz H H F OH H H NH,

V-49-4 p-Br-Ph H H CH)XCH(CH;) Bz H H F OH H H NH
V-49-5 p-Br-Ph H H CHyPh Bz H H F OH H H NH,
V-49-6 p-Br-Ph H H CHpy-indol-3-yl Bz H H F OH H H NH,
V-49-7 p-Br-Ph H H CH)CH,SCH; Bz H H F OH H H NH;

V-49-8 p-Br-Ph * H * Bz H H F OH H H NH

*R” and R joined together by (CHy)3 to form five-membered ring.

Table V-50.

2980901-1 -226 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001001



Docket No. : PH3080.PC6-TRK 1

No R R* R*™ R® R®" " R® X Y R R R
V-50-1 p-I.Ph H H H Bz H H F OH H H NH,
V-50-2 pI-Ph H H CH; Bz H H F OH H H NH,
V-50-3 pl-Ph H H  CH(CHy), Bz H H F OH H H NH,
V-50-4 p-l-Ph H H CHCH(CH;, Bz H H F OH H H NH,
V-50-5 p-I-Ph H H CH.Ph Bz H H F OH H H NH,
V-50-6 p-I-Ph H H CHxindol-3-yl Bz H H F OH H H NH,
V-50-7 p-I-Ph H H CHCH,SCH; Bz H H F OH H H NH
V-50-8 p-I-Ph * H * Bz H H F OH H H NH,

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

R8
} NH
P
R3b ” 7
R 0
R32 N——P——0 0
| aw
1 RS
CO,R OR R®
Y X
Vi
Table VI-1.
Ne R' R* R® R® R" R R* X Y R R
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Ne R' R* R® R” R" R R XY R K
VI-1-1 CH; H H H CH H F H OH H H
VI-1-2 CH; H H CH; CH, H F H OH H H
VI-1-3 CH;, H H CH(CH:), CH, H F H OH H H
VI-1-4 CH, H H CH,CH(CH)), CH; H F H OH H H
VI-1-5 CH, H H CHpPh CH, H F H OH H H
VI-1-6 CH; H H CHyindol3-yl CH, H F H OH H H
VI-1-7 CH; H H CHCH,SCH;, CH; H F H OH H H
VI-1-8 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' R* R*® R™ R" R RO X Y R R
Vi2-1 Et H H H CH, H F H OH H H
VI2-2 Et H H CH; CH, H F H OH H H
VI-2-3 Et H H CH(CHs), CH, H F H OH H H
VI2-4 Et H H CHCH(CH;, CH;, H F H OH H H
VI-2-s Et H H CHPh CH, H F H OH H H
VI-2-6 Et H H CHpyindol-3-yl CH; H F H OH H H
VI-2-7 Bt H H CHCHSCH; 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,); to form five-membered ring.
Table VI-3.

Ne R' R® R® RP R* R R X Y R R
VI3-1 Pr H H H CH, H F H OH H H
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Ne R" R* R™ R" R®* R R® X Y R R
VI-3-2 Pr H H CH; CH, H F H OH H H
VI-3-3 Pr H H CH(CHs), CH, H F H OH H H
VI3-4 Pr H H CHCH(CH:), CH, H F H OH H H
VI35 ‘Pr H H CH,Ph CH H F H OH H H
VI-3-6 Pr H H CHpindol-3-yl CH, H F H OH H H
VI-3-7 Pr H H CHCHSCH; CH, H F H OH H H
VI-3-§ Pr * H * CH, H F H OH H H

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

Table VI-4.

Ne RT R? R*® R® R" R R® X Y R .Rg
Vi-4-1 ‘Bu H H H CH, H F H OH H H
Vi4-2 ‘Bu H H CH, CHy H F H OH H H
VI-4-3 ‘Bu H H CH(CHs), CHy H F H OH H H
VI-4-4 ‘Bu H H CHCH(CH;, CH; H F H OH H H
Vi4-5 ‘Bu H H CHpPh CHy H F H OH H H
Vi4-6 Bu H H CHpindol-3-yf CH; H F H OH H H
VI4-7 ‘Bu H H CH,CHSCH; CH: H F H OH H H
VI-4-8 ‘Bu * H * CH, 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* RR RE X Y R R
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Ne R'" R’ R™ R® R* R R* X Y R R
VI5-1 Ph H H H CH, H F H OH H H
VI-52 Ph H H CH; CH, H F H OH H H
VI-53 Ph H H CH(CHs), CH; H F H OH H H

VI-5-4 Ph H H CH,CH(CH;» CH; H F H OH H H
VI-5-5 Ph H H CHyPh CH; H F H OH H H
VI-5-6 Ph H H Cih-indol-3-y}l CHs H F H OH H H
Vi-5-7 Ph H H CHXCH,SCH; CHy H F H OH H H

VI-5-8 Ph * H * CHs H F H OH H H

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

Table VI-6.

Ne R R® R™ R R*" R R XY R R
VI-6-1 p-Me-Ph H H H CH, H F H OH H H
VI-6-2 p-Me-Ph H H CH; CH; H F H OH H H
VI-6-3 p-Me-Ph H H CH(CH)), CH;, H F H OH H H

VI-6-4 p-Me-Ph H H CHCH(CH;), CH;s H F H OH H H
VI-6-5 p-Me-Ph H H CH:Ph CH; H F H OH H H
VI-6-6 p-Me-Ph H H  CHp-indol-3-yl CH; H F H OH H H
V1-6-7 p-Me-Ph H H CH,CH,SCH; CHy 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,)s to form five-membered ring.

Table VI-7.
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Ne R' R* R™ R” R" R R* X Y R R
VI-7-1 p-F-Ph H H H CH H F H OH H H
VI-7-2 p-F-Ph H H CH; CH; H F H OH H H
VI-7-3 p-F-Ph H H CH(CHs) CH, H F H OH H H
VI-7-4 p-F-Ph H H CHCH(CH; CH;, H F H OH H H
ViI-7-6 p-F-Ph H H CH.Ph CH, H F H OH H H
VI-7-7  p-F-Ph H H  CHpindol-3-yl CH; H F | H OH H H
Vi-7-8 p-F-Ph H H CH,CHSCH; CH, H F H OH H H
VI-7-20 p-F-Ph * H * CH H F H OH'H H
*R* and R™" joined together by (CH,); to form five-membered ring.

Table VI;S.

Ne R’ R> R™ R” R®" R R XY R R
VI-8-1 p-Cl-Ph H H H CH; H F H OH H H
VI-8-2 p-CI-Ph H H CHs CH; H F H OH H H
VI-8-3 p-CI-Ph H H  CH(CHs) CH; H F H OH H H
VI-8-4 p-Cl-Ph H 1T CHCH(CHs» CH; H F H OH H H
Vi-8-5 p-CI-Ph H H CH,Ph CH; H F H OH H H
VI-8-6 p-CI-Ph H H  CHp-indol-3-yl CH; H F H OH H H
VI-8-7 p-Cl-Ph H H CH,CH,SCH; CH; H F H OH H H
Vi-8-8 p-Cl-Ph * H * CH H F H OH H H

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

Table VI-9.
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Ne 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
VI-92 p-Br-Ph H H CH; CH, H F H OH H H
VI-9-3  p-Br-Ph H H  CH(CHs) CH: H F H OH H H
 VI9-4 p-Br-Ph H H CHCHCH), CH;: H F H OH H H
VI-9-6 p-Br-Ph H H CH:Ph CH H F H OH H H
VI-9-7 p-Br-Ph H H CHyindol3-yl CH; H F H OH H H
VI-9-8 p-Br-Ph H H CHCHSCH; CH; H F H OH H H
VI-9-20 p-Br-Ph * H * CH, H F H OH H H
*R* and R°” joined together by (CH,)s to form five-membered ring.

Table VI-10.

Ne R R” R® R® R R R XY R R
VI-10-1 p-l-Ph H H H CH, H F H OH H H
VI-10-2 p-I-Ph H H CH; CHs H F H OH H H
VI-10-3 p-I-Ph H H  CH(CH;) CH, H F H OH H H
VI-10-4 p-I-Ph H H CHCH(CH;, CH; H F H OH H H
VI-10-5 p-]-Ph H H CH,Ph CH, H F H OH H H
VI-10-6 p-I-Ph H H CHpindol-3-yl CHy H F H OH H H
VI-10-7 p-Ph H H CHCHSCH: CH; H F H OH H H
VI-10-8 p-I-Ph * H * CH, H F H OH H H

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

Table VI-11.
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Ne R' R’ R®™ R”® R" R R® X Y R R
VI-11-t CH; H H H Et H F H OH H H
VI-11-2 CH; H H CHs Et H F H OH H H
VI-11-3 CH; H H CH(CHy), Et H F H OH H H
VI-114 CH; H H CH,CH(CH;, Et H F H OH H H
VI-11-5 CH; H H CH,Ph Et H F H OH H H
VI-11-6 CH; H H CHyindol3-yl Bt H F H OH H H
VI-11-7 CH; H H CHCHSCH;, Et H F H OH H H
VI-11-8 CH; * H * Et H F H OH H H

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

Table VI-12.

Ne R' R® R*® R® R" R R® X Y R R
VI12-1 Et H H H Ft H F H OH H H
VI-12-2 Bt H H CH; Et H F H OH H H
VI-12-3 Et H H CH(CH,), Et H F H OH H H
VI-12-4 Et H H CHCH(CH;, Et H F H OH H H
VI-12-5 Et H H CH,Ph Et H F H OH H H
VI-12-6 Et H H CHpeindol-3-yl Bt H F H OH H H
VI-12-7 Bt H H CHCHSCH; Et H F H OH H H
VI-12-8 Bt * H * Et H F H OH H H

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

Table VI-13.

Ne R’ R* R® R® R* R®* R X v R R
VI-13-1 '‘pr H H H Et H F H OH H H
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Ne R' R* R® R® R*" " R® X Y R R
VI-13-2 ‘Pr H H CHs, Bt H F H OH H H
VI-13-3 Pr H H CH(CHs), Et H F H OH H H

VI-134 Pr H H CHCH(CH:), Et H F H OH H H
VI-13-5 Pr H H CH,Ph Et H F H OH H H
VI-13-6 Pr H H CHpindol3-yl Et H F H OH H H
VI-13-7 Pr H H  CH,CH,SCH; vEt H F H OH H H

VI-13-8 Pr * H ¥ Ft H F H OH H H

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

Table VI-14.
Ne R R® R® R® R" R R X Y R R
VI-14-1 ‘Bu H H H Et H F H OH H H
VI-14-2 ‘Bu H H CH; Et H F H OH H H
VI-14-3 ‘Bu H H  CH(CH)), Et H F H OH H H
VI-14-4 ‘Bu H H CHCH(CHy), Bt H F H OH H H
VI-14-5 ‘Bu H H CHypPh Et H F H OH H H
VI-14-6 ‘Bu H H CHpindol-3yl Et H F H OH H H
VI-i4-7  ‘Bu H H CHCH,SCH; Et H F H OH H H
VI-14-8 Bu * H * E¢E H F H OH H H
*R* and R™" joined together by (CH,); to form five-membered ring. |
Table VI-15.
Ne R' R® R® R® R* " R X Y R F
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Ne R R* R®™ R® R* R”® R® X v R R’
VI-15-1 Ph H H H Et H F H OH H H
VI-152 Ph H H CH; Et H F H OH H H
VI-15-3 Ph H H  CH(CHs), Et H F H OH H H
VI-1544 Ph H H CHCH(CH;), Et H F H OH H H
VI-15-55 Ph H H CH,Ph Et H F H OH H H
VI-15-6 Ph H H CHyindol-3-y] Et H F H OH H H
VI-15-7 Ph H H CH,CH,SCH;, Et H F H OH H H
VI-15-8 Ph * H * Et H F H OH H H

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

Table VI-16.

No R R® R* R® R" R”*® R®* X Y R R
VI-16-1 p-Me-Ph H H H Et H F H OH H O
VI-16-2 p-Me-Ph H H CH; Et H F H OH H H
VI-16-3 p-Me-Ph H H  CH(CHy), Et H F H OH H H
VI-16-4 p-Me-Ph H H CHCH(CH:;, Et H F H OH H H
VI-16-5 p-Me-Ph H H  CH;Ph Et H F H OH H H
VI-16-6 p-Me-Ph H H CHpindol-3-yl Et H F H OH H H
VI-16-7 p-Me-Ph H H CH,CH,SCH; Et H F H OH H H
VI-16-8 p-Me-Ph * H * Et H F H OH H H

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

Table VI-17.
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Ne R! R® R™ R® R" R R® X v R R
VI-17-1 p-F-Ph H H H Et H F H OH H H
VI-17-2 p-F-Ph H H CH; Et H F H OH H H
VI-17-3 p-F-Ph H H CH(CH,), Et H F H OH H H
VI-17-4 p-F-Ph H H CHCH(CH), Et H F H OH H H
VI-17-5 p-F-Ph H H CHyPh Et H F H OH H H
VI-17-6 p-F-Ph H H CHyindol-3-yl Et H F H OH H H
VI-17-7 p-F-Ph H H CILCHLSCH, Et H F H OH H H
VI-17-8 p-F-Ph * H * Et H F H OH H H
*R* and R’" joined together by (CH,); to form five-membered rin g.

Table VI-18.

Ne R R° R® R” R* R* R® X Y R R
VI-18-1 p-CI-Ph H H H Ft H F H OH H H
VI-18-2 p-CI-Ph H H CH; Et H F H OH H H
VI-18-3 p-CI-Ph H H  CH(CH,), Et H F H OH H H
VI-184 p-Cl-Ph H H CHCH(CH;, Et H F H OH H H
VI-18-5 p-Cl-Ph H H CH,Ph Et H F H O H H
VI-18-6 p-Cl-Ph H H CHpindol-3-yl Et H F H OH H H
VI-18-7 p-Cl-Ph H H CH,CH,SCH; Et H F H OH H H
VI-18-8 p-CI-Ph * H * Et H F H OH H H

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

Table VI-19.
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Ne R’ R° R™ R” R" R R®* X Y R R
VI-19-1 p-Br-Ph H H H Et H F H OH H H
VI-19-2 p-Br-Ph H H CH; Et H F H OH H H
VI-19-3 p-Br-Ph H H CH(CH;) Et H F H OH H H
VI-19-4 p-Br-Ph H H CHCH(CHs), Et H F H OH H H
VI-19-5 p-Br-Ph H H CH,Ph Et H F H OH H H
VI-19-6 p-Br-Ph H H Cll-indol-3-yl Bt H F H OH H H
VI-19-7 p-Br-Ph H H CHCHSCH; Et H F H OH H H
VI-19-8 p-Br-Ph * H * Et H F H OH H H
*R* and R’ joined together by (CH,)3 to form five-membered ring.

Table VI-20.

Ne R R° R® R” R" R R® X Y R R
VI20-1 p--lPh H H H Ft H F H OH H H
VI-202 p-I-Ph H H CH; Et H F H OH H H
VI-20-3 p-I-Ph H H CH(CHj), Et H F H OH H H
VI-20-4 p-I-Ph H H CHCH(CH;, Bt H F H OH H H
VI-20-5 p-I-Ph H H CHPh Et H F H OH H H
VI-20-6 p-l-Ph H H  CHypindol-3-yl Et H F H OH H H
VI-20-7 p-l-Ph H H CHCH,SCH; Et H F H OH H H
VI-20-8 p-I-Ph * H * Et H F H OH H H

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

Table VI-21.
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Ne R" R’ R® R® R®* R R® X Y R R
VI21-1 CH; H H H Pr H F H OH H H
VI-21-2 CH; H H CH; Pr H F H OH H H
VI-21-3 CH; H H CH(CH), Pr H F H OH H H
VI-21-4 CH, H H CH,CH(CH;, Pr H F H OH H H
VI-21-5 CH; H H CHyPh Pr H F H OH H H
VI-21-6 CH; H H CHpyindol-3-y1 Pr H F H OH H H
VI-21-7 CH; H H CH,CHSCH;, Pr H F H OH H H
VI-21-8 CH; * H * ’r H F H OH H H

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

Table VI-22.

Ne R R? R*® R® R® " R®* X Y R R
VI-22-1 Et H H H Pr H F H OH H H
VI-22-2 Et H H CH; Pt H F H OH H H
VI-223 Et H H CH(CHs) Pr H F H OH H H
VI-22-4 Et H H CH,CH(CH;), Pr H F H OH H H
VI-22-5 Et H H CH.,Ph Pr H F H OH H H
VI-22-6 Et H H CHpindol-3-y] Pr H F H OH H H
VI-22-7 Bt H H CHCHSSCH;, Pr H F H OH H H
VI-22-8 Bt * 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* R R® X v R R
Vi-23-1 Pr H H H Pr H F H OH H H
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Ne R" R® R® R® R" R R® X Y R K&
VI-23-2 Pr H H CH; Pr H F H OH H H
VI-23-3 Pr H H CH(CH,), Pr H F H OH H H
VI-23-4 Pr H H CHCH(CH;, Pr H F H OH H H
VI-23-5 ‘Pr H H CH,Ph Pr H F H OH H H
VI-23-6 ‘Pr H H CHyindol-3-yl Pr H F H OH H H
VI-23-7 Pr H H CHCH;SCH; Pr H F H OH H H
V1238 Pr * H * Pr H F H OH H H

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

Table VI-24.

Ne R' R* R®™ R® R" FR-” R®* X Y R K
VI-24-1 Bu H H H Pr H F H OH H H
VI-242 ‘Bu H H CH; Pr H F H OH H H
VI-24-3 ‘Bu H H CH(CHj), Pr H F H OH H H
VI-24-4 ‘Bu H H CHCH(CHy), Pr H F H OH H H
VI-24-5 ‘Bu H H CHPh Pr H F H OH H H
VI-246 ‘Bu H H CHpindol-3-yl Pr H F H OH H H
VI-24-7 ‘Bu H H CHCH,SCH; Pr H F H OH H H
VI-24-8 Bu * H * P’r H F H OH H H

*R” and R°” joined together by (CHa); to form five-membered fing.

Table VI-25.

Ne R rR* R*® R® R" R R* X ¥ R R
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Ne R' R* R™ RT R* R R® X v R R
VI-25-1 Ph H H H Pr H F H OH H H
VI-25-2 Ph H H CH, Pr H F H OH H H
VI-25-3 Ph H H CH(CHs), r H F H OH H H

VI-25-4 Ph H H CHCH(CHs;), Pr H F H OH H H
VI-25-5 Ph H H CHyPh Pt H F H OH H H
VI-25-6 Ph H H CHpindol-3-yl Pr H F H OH H H
VI-25-7 Ph H H CHCH.SCH: Pr H F H OH H H

VI-25-§ Ph * H * Pr H F H OH H H

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

Table VI-26.

Ne R’ R* R™ R” R® " R* X Y R R
VI-26-1 p-Me-Ph 0 H H Pr H F H OH H H
VI-26-2 p-Me-Ph H H CH Pr H F H OH H H
VI-26-3 p-Me-Ph H H CH(CHs), 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 CHyPh Pr H F H OH H H
VI-26-6 p-Me-Ph H H CHpindol3-yl Pr H F H OH H H
VI-26-7 p-Me-Ph H H CH,CH,SCH; Pr H F H OH H H

V1-26-8 p-Me-Ph * H * Pr H F H OH H H

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

Table VI-27.
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Ne R' R” R* R R" R° R® X Y R R
VI-27-1 p-F-Ph H H H Pt H F H OH H H
VI-27-2 p-F-Ph H H CH; Pr H F H OH H H
VI-27-3 p-F-Ph H H CH(CHs), Pr H F H OH H H
VI-27-4 p-F-Ph H H CHCH(CH;), Pr H F H OH H H
Vi-27-5 p-F-Ph H H CHPh Pr H F H OH H H
VI-27-6 p-F-Ph H H CHyindol-3-yl Pr H F H OH H H
VI27-7 p-F-Ph H H CHCHSCH; Pr H F H OH H H
VI-27-8 p-F-Ph * H * Pr H F 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® R® X Y R’ R’
VI-28-1 p-CI-Ph H H H Pt H F H OH H H
VI-28-2 p-Cl-Ph H H CH; Pr H F H OH H H
VI-28-3 p-Cl-Ph H H  CH(Cl), Pr H F H OH H H
VI-28-4 p-Cl-Ph H H CHCH(CH;, Pr H F H OH H H
VI-28-5 p-Cl-Ph H H CHPh Pt H F H OH H H
VI-28-6 p-Cl-Ph H H CHpindol-3-yl Pr H F H OH H H
VI-28-7 p-Cl-Ph H H CHCH,;SCH; Pr H F H OH H H
VI-28-8 p-CI-Ph * H * Pr H F H OH H H

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

Table V1-29.
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Ne R R® R™ R R" " R® X v R R
VI-29-1 p-Br-Ph H H H Pr H F H OH H H
VI-29-2 p-Br-Ph H H CH; Pr H F H OH H H
VI-29-3 p-Br-Ph H H  CH(CH;), Pr H F H OH H 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  CH-indol-3-yl "Pr‘ H F H OH H H
VI-29-7 p-Br-Ph H H CHCHSCH; 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,)s to form five-membered ring.

Table VI-30.

Ne R R® R*® R” R" F R® X Y R R
VI-30-1 p-I-lPh H H H Pr H F H OH H H
VI-30-2 p-I-Ph H H CH; Pr H F H OH H H
VI-30-3 p-I-Ph H H CH(CHs), ’r H F H OH H H
VI-30-4 p-Il-Ph H H CHCH(CH:;), Pr H F H OH H H
VI-30-5 p-I-Ph H H CHyPh Pr H F H OH H H
VI-30-6 p-I-Ph H H CHpindol-3-yl Pr H F H OH H H
VI-30-7 p-I-Ph H H CHCH,SCH; 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 (CHy); to form five-membered ring.

Table VI-31.
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Ne RI' R R® R® R* R  R®E X Y R R
VI31-1 CH; H H H "Bu H F H OH H H
VI-31-2 CH; H H CH; "Bu H F H OH H H
VI-31-3 CH; H H  CH(CHs), "Bu H F H OH H H
VI-31-4 CH; H H CH,CH(CH;, "Bu H F H OH H H
VI-31-5 CH; H H CH,Ph "By H F H OH H H
VI-31-6 CH; H H CHpindol-3-yl "Bu H F H OH H H
VI31-7 CH;, H H CHCHSCH; "Bu H F H OH H H
VI-31-8 CH, * H * "Bu H F H OH H H

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

Table VI-32.

Ne R R® R™ R® R R R X Y R R
VI-321 Et H H H "Bu H F H OH H H
VI-32-2 Et H H CH; "Bu H F H OH H H
VI-32-3 Et H H CH(CHs), "Bu H F H OH H H
VI-32-4 Bt H H CH,CH(CH:;, "Bu H F H OH H H
VI-32-5 Bt H H CH,Ph "Bu H F H OH H H
VI-32-6 Et H H CHyindol-3-yl "Bu H F H OH H H
VI-32-7 Bt H H CHCHSCH, "Bu H F H OH H H
VI-32-8 Et * H * "Bu H F H OH H H

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

Table VI-33.
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Ne RT R* R® R® R" R R®* X Y R R
VI-33-1 Pr H H H "Bu H F H OH H H
VI-33-2 Pr H H CH; "Bu H F H OH H H
VI-33-3 Pr H H CH(CH,), "Bu H F H OH H H
VI-33-4 Pr H H CH,CH(CH;, "Bu H F H OH H H
VI-33-5 Pr H H CH:Ph "Bu H F H OH H H
VI-33-6 Pr H H CHyindol3-yl "Bu H F H OH H H
VI-33-7 Pr H H CH,CH,SCH; "Bu H F H OH H H
VI-33-8 Pr * H * "Bau 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 ™u H F H OH H H
VI-342 Bu H H CH; Bu H F H OH H H
VI-34-3 ‘Bu H H CH(CHj), "By H F H OH H H
VI-34-4 ‘Bu H H CHCH(CH;, "Bu H F H OH H H
VI-34-5 Bu H H CH,Ph "Bu H F H OH H H
VI-34-6 ‘Bu H H CHpindol3-yl "Bu H F H OH H H
VI-347 ‘Bu H H CH)CHSCH; "Bu H F H OH H H
VI-34-8 ‘Bu * H * "By H F H OH H H

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

Table VI-35.

2980901-1 244 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001019



Docket No. : PH3080.PC6-TRK1

Ne R" R® R® R” R* R R*" X Y R R
VI-35-1 Ph H H H "Bu H F H OH H H
VI-352 Ph H H CH; "By H F H OH H H
VI-353 Ph H H CH(CH:), "u H F H OH H H
VI-354 Ph H H CH,CH(CH;, "Bu H F H OH H H
VI-35-5 Ph H H CHyPh "Bu H F H OH H H
VI-35-6 Ph H H CHyindol-3-yl "Bu H F H OH H H
VI-357 Ph H H CH,CH,SCH; "Bu H F H OH H H
VI-35-8 Ph * H * "y H F H OH H H

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

Table VI-36.

Ne R R* R® R® R* R R® X Y R R
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; "Bu H F H OH H H
VI-36-3 p-Me-Ph H H CH(CHy), "Bu H F H OH H H
VI-36-4 p-Me-Ph H H CHCH(CH;, "Bu H F H OH H H
VI-36-5 p-Me-Ph H H CH,Ph "Bu H F H OH H H
VI-36-6 p-Me-Ph H H  CHp-indol-3syl "Bu H 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 * "Bu H F H OH H H

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

Table VI-37.
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Ne R R® R™ R® R®" R° R® X Y R R
VI-37-1 p-F-Ph H H H "Bu H F H OH H H
VI-37-2 p-F-Ph H H CH; "Bu H F H OH H H
VI-37-3 p-F-Ph H H CH(CH;) "Bu H F H OH H H
VI-37-4 p-F-Ph H H CHCHCH; "Bu H F H OH H H
VI-37-5 p-F-Ph H H CHPh "Bu H F H OH H H
VI-37-6 p-F-Ph H H CHrindol-3-yl "Bu H F H OH H H
VI-37-7 p-F-Ph H H CHXCHSCH; "Bu H F H OH H H
VI-37-8 p-F-Ph * H * "Bu H F H OH H H
*R” and R°” joined together by (CH,): to form five-membered ring.

Table VI-38.

Ne R' R® R® R” R R R X Y R R
VI-38-1 p-Cl-Ph H H H "Bu H F H OH H O
VI-38-2 p-Cl-Ph H H CH; "Bu H F H OH H H
VI-38-3 p-CI-Ph H H  CH(CHa) "Bu H F H OH H H
VI-384 p-Cl-Ph H H CHCH(CHs;», "Bu H F H OH H H
VI-38-5 p-CI-Ph H H CH;Ph "Bu H F H OH H H
VI-38-6 p-Cl-Ph H H CHpindol3-yl "Bu H F H OH H H
VI-38-7 p-Cl-Ph H H CHCH,SCH; "Bu H F H OH H H
Vi-38-8 p-Cl-Ph * H * "Bu H F H OH H H

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

Table VI-39.
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Ne R’ R R*® R” R* R° R®* X Y R R
VI-39-1 p-Br-Ph H H H Bu H F H OH H H
VI-39-2 p-Br-Ph H H CH; "Bu H F H OH H H
VI-39-3 p-Br-Ph H H CH(CHj) "Bu H F H OH H H
VI-39-4 p-Br-Ph H H CHCH(CH:;, "Bu H F H OH H H
VI-39-5 p-Br-Ph H H CH;Ph "Bu H F H OH H H
VI-39-6 p-Br-Ph H H CHpindol3-yl "Bu H F H OH H H
VI39-7 p-Br-Ph H H CHCHSCH; "Bu H F H OH H H
VI-39-8 p-Br-Ph * H * "Bu 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 RR R X v R R
VI-40-1 p-I-Ph H H H Bu H F H OH H H
VI-402 pl-Ph H H CH, "Bu H F H OH H H
VI-40-3 p-I-Ph H H  CH(CH3), "Bu H F H OH H H
VI-40-4 p-l-Ph H H CHCH(CHy), "Bu H F H OH H H
VI-40-5 p-I-Ph H H CH:Ph "Bu H F H OH H H
VI-40-6 p-1-Ph H H CHpindol-3-yl "Bu H F H OH H H
VI-40-7 p-I-Ph H H CH,CH;SCH; "Bu H F H OH H H
VI-40-8 p-I-Ph * H * "Bu H F H OH H H

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

Table VI-41.
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No R' R’ R® R® R®* R R® X v R R
VI-41-1 CH; H H H Bz H F H OH H H
VI-412 CH;, H H CH; Bz H F H OH H H
VI-41-3 CH; H H  CH(CHj), B2 H F H OH H H

Vi-41-4 CH; H H CHCH(CH;) Bz H F H OH H H
VI-41-5 CH; H H CH,Ph Bz H F H OH H H
Vi4i-6 CH; H H CHyindol-3-yl Bz H F H OH H H
VI41-7 CH; H H CHCH,SCH; 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,)s to form five-membered ring.

Table VI-42.

Ne R R® R® R® R®* ¥R R* X Y R K
Vi-42-1 Et H H H Bz H F H OH H H
VI-42-2 Et H H CH, Bz H F H OH H H
VI-42-3 Et H H CH(CHs), Bz H F H OH H H

Vi-42-4 Et H H CH,XCH(CHs); Bz H F H OH H H
VI-42-5 Et H H CHPh Bz H F H OH H H
V426 Et H H CHindol-3-yl Bz H F H OH H H
Vi-42-7 Et H H CH)XCH,SCH; Bz H F H OH H H

Vi42-8 Et * H * Bz H F H OH H H

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

Table VI-43.

2980901-1 - 248 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001023



10

Docket No. : PH3080.PC6-TRK 1

Ne R' R R* R® R" R R® X v R R
Vi43-1 Pr H H H Bz H F H OH H H
Vi-43-2 Pr H H CH; Bz H F H OH H H
VI-43-3 Pr H H CH(CHj), 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 CHpPh Bz H F H OH H
VI-43-6 Pr H H CHp-indol3-y] Bz H F H OH H
VI-43-7 Pr H H CH,CH,SCH;, Bz H F H OH H H
VI-43-8 Pr * H * Bz H F H OH H H
joined together by (CHa)s to form five-membered ring.

Table VI1-44.

Ne R" R* R* R” R®" "R R® X vy R R~
Vi44-1 By H H H Bz H F H OH H H
Vi-44-2 Bu H H CHs Bz H F H OH H H
VI-44-3 ‘Bu H H CH(CH;), Bz H F H OH H H
VI-44-4 Bu H H CHCH(CCH;, Bz H F H OH H H
VI-44-5 Bu H H CH,Ph Bz H F H OH H H
ViI-44-6 Bu H H CH,-indol3yl Bz H F H OH H H
VI-44-7 By H H CH,CH,SCH; Bz H F H OH H H
Vi-44-8 Bu * H * Bz H F H OH H H

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

Table VI-45.
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Ne R" R® R® R® R® R®. R® X v R R
VI-45-1 Ph H H H Bz H F H OH H H
VI-45-2 Ph H H CH, Bz H F H OH H H
VI-45-3 Ph H H CH(CHs), Bz H F H OH H H
VI-45-4 Ph H H CHCH(CHy, Bz H F H OH H H
VI-45-5 Ph H H CH,Ph Bz H F H OH H H
VI-45-6 Ph H H CHpindol3-yl Bz H F H OH H H
VI-457 Ph H H CHCH,SCH; Bz H F H OH H H
VI45-8 Ph * H * Bz H F H OH H H

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

Table VI-46.

Ne R R° R® R® R" R”*® R®* X v R R
VI-46-1 p-Me-Ph H H H Bz H F H OH H H
VI-46-2 p-Mce-Ph H H CH; ‘Bz H F H OH H H
VI-46-3 p-Me-Ph H H CH(CHy), Bz H F H OH H H
VI-46-4 p-Me-Ph H H CH,CH(CH;), Bz H F H OH H H
VI-46-5 p-Me-Ph H H CH,Ph Bz H F H OH H H
VI-46-6 p-Me-Ph H H  CHpindol-3-yl Bz H F H OH H H
VI-46-7 p-Me-Ph H H CH,CH,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 (CH,); to form five-membered ring.

Table VI-47.
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Ne R R> R® R R* R® R®* X v R R
VI-47-1 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(CHa), Bz H F H OH H H
V1-47-4 p-F-Ph H H CH,CH(CHs;) Bz H F H OH H H
Vi-47-5 p-F-Ph H H CH.,Ph Bz H F H OH H H
VI-47-6 p-F-Ph H H CHpindol-3-yl Bz H F H OH H H
VI-47-7 p-F-Ph H H CH)CH,SCH; Bz H F H OH H H
Vi-47-8 p-F-Ph * H * Bz H F H OH H H
*R* and R joined together by (CH,)3 to form five-membered ring.

Table VI-48.

Ne R’ R* R*® R® R" R" R® X Y R R
V148-1 p-Cl-Ph H H H Bz H F H OH H H
V1482 p-Cl-Ph H H CHs Bz H F H OH H H
Vi-48-3 p-Cl-Ph H H CH(CH;); Bz H F H OH H H
VI-48-4 p-Cl-Pph H H CHCH(CHs, Bz H F H OH H H
Vi-48-5 p-Cl-Ph H H CHyPh Bz H F H OH H H
Vi-48-6 p-Cl-Ph H H CHp-indol-3-yl Bz H F H OH H H
VI-48-7 p-Cl-Ph H H CHCH,SCH; Bz H F H OH H H
V1-48-8 p-Cl-Ph * H * Bz H F H OH H H

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

Table VI-49.
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Ne R R® R® R” R®" R R® X v R R
VI1-49-1 p-Br-Ph H H H Bz H F H OH H H
VI-49-2 p-Br-Ph H H CH; Bz H F H OH H H
VI-49-3 p-Br-Ph H H  CH(CHs), Bz H F H OH H H
V1-49-4 p-Br-Ph H H CH,XCH(CH;) Bz H F H OH H H
VI-49-5 p-Br-Ph H H CHyPh Bz H F H OH H H
VI1-49-6 p-Br-Ph H H CH-indol-3-yl Bz H F H OH H H
VI-49-7 p-Br-Ph H H CHCHsSCH; Bz H F H OH H H
VI1-49-8 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-SO.

Ne R R® R® R R" R”" R® X v R R
VI-50-1 p-I-Ph H H H B H F H OH H H
VI-50-2 p-I-Ph H H = CH; Bz H F H OH H H
VIi-50-3 p-I-Ph H H  CH(CHs) Bz H F H OH H H
Vi-50-4 p-I-Ph H H CH,)CH(CH:), Bz H F H OH H H
VI-50-5 p-1-Ph H H CH,Ph B H F H OH H H
VI-50-6 p-I-Ph H H CHj-indol-3-yl Bz H F H OH H H
VI-50-7 p-I-Ph H H CH)CH,SCH; Bz H F H OH H H
VI-50-8 p-I-Ph * H * Bz H F H OH H H

*R* and R joined together by (CH,); to form five-membered ring.
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RQ
RS
B
RZ O A

R% | H R7 N 0

R3a N—P—0 0
=
1 R5\\
CO,R? OR RS
Y X
vi

Table VII-1.
Ne R R R*® R® R R R®* XY R R R
Vil-i-1 CH: H H H CH, H F H OH H H NH,
ViI-1-2 CH; H H CH; CH; H F H OH H H NH;
VII-1-3 CH; H H CH(CH;), CHs H F H OH H H NH;
ViI-1-4 CH; H H CH,CH(CH;), CH; H F H OH H H NH
VII-i-§ CH; H H CH,Ph CHs: H F H OH H H NH;
VIi-i1-6 CH; H H CH-indol-3-yl CH; H F H OH H H NH;
VviI-1-7 CH; H H CHXCH,SCH; CH; H F H OH H H NH,
Vil-1-§ CHy * H * CH H F H OH H H NH
*R* and R’ joined together by (CH,)3 to form five-membered ring.
Table VII-2.
Ne R' R* R® R® R* R R® X Y R R R
ViI-2-1 Et H H H CH; H F H OH H H NH;
2980901-1 =253 .
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Ne R RZ R R® R R R X Y R K R

VII-2-2. Et H H CH; CHi H F H OH H H NH,
VII-2-3 Et H H CH(CHs), CH, H F H OH H H NH,
VII-2-4 Bt H H CHCH(CH;, CH; H F H OH H H NH,
VII-2-5 Et H H CH,Ph CH, H F H OH H H NH,
VII-2-6 Et H H CHpindol3-yl CH, H F H OH H H NH,
VII-2-7 Et H H CH)CH,SCH; CH; H F H OH H H NH,
VII-2-8 Et * H * CH, H F H OH H H NH,
*R* and R”" joined together by (CHy); to form five-membered ring.

Table VII-3.

Ne R" R® R® R® R* R R® X Y R R R

VII-3-1 Pr H H H CH, H F H OH H H NH,
VII-3-2 Pr H H CH;, CH; H F H OH H H NH,
VII-3-3 Pr H H CH(CH;), CH H F H OH H H NH,
VII-34 Pr H H CH,CH(CHs;), CH; H F H OH H H NH,
VI-35 Pr H H CHPh CH, H F H OH H H NH,
VH-3-6 Pr H H CHypindol-3-yl CH, H F H OH H H NH,
VII-3-7 Pr H H CHCHSCH; CH; H F H OH H H NH;
VII-3-8 Pr * H * CH, H F H OH H H NH,
*R* and R°° joined together by (CH,); to form five-membered ring.

Table VII-4.

Ne R' R* R*® R” R* R R® X Y R R ¥
VIi-4-1 Bu H H H CH, H F H OH H H NH,
2980901-1 -254 -

362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001029



Docket No. : PH3080.PC6-TRK1

Ne R" R’ R*® R® R R R* X Y R R¥ R
VII-4-2 ‘Bu H H CH; CH, H F H OH H H NH,
VII-4-3 ‘Bu H H CH(CH:), CHy H F H OH H H NH,
VII-44 Bu H H CHCH(CH:, CH; H F H OH H H N
VII-4-5 Bu H H CHyPh CH; H F H OH H H NH
VII-4-6 Bu H H CHyindol-3-yl CH; H F H OH H H NH,
VII-47 Bu H H CH,CH,SCH; CH; H F H OH H H NH,
VII-4-8 By * H * CH; H F H OH H H NH,

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

Table VII-5.

Ne R" R® R* R” F R R XY R F
ViI-5-1 Ph H H H CH; H F H OH H H NH,
Vil-52 Ph H H CH; CH; H F H OH H H NH
ViI-5-3 Ph H H CH(CH;s), CHs H F H OH H H NH
VII-5-4 Ph H H CH,CH(CHs), CH; H F H OH H H NH,
VII-5-5 Ph H H CHyPh CHy H F H OH H H NH
VII-56 Ph H H CHs-indol-3-yl CH; H F H OH H H NH;
VII-5-7 Ph H H CH,CH,SCH; CH; H F H OH H H NH,
VII-5-8 Ph * H * CH; H F H OH H H NH
*R” and R”" joined together by (CHz); to form five-membered ring.

Table VII-6.

Ne R' R R® R” R" R’ ‘R"’ X Y R R R
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Ne R R* R™ R™ R* R R® X Y R R R
VII-6-1 p-Me-Ph H H H CH, H F H OH H H NH,
VII-6-2 p-Me-Ph H H CH; "CH; H F H OH H H NH,
VII-6-3 p-Me-Ph H H  CH(CHy), CH, H F H OH H H NH,

VII-6-4 p-Me-Ph H H CHCH(CH;; CH; H F H OH H H NH,
VII-6-5 p-Me-Ph H H  CIHhPh CH; H F H OH H H NH,
VII-6-6 p-Me-Ph H H  Chp-indol-3-yl CH: H F H OH H H NH,
VH-6-7 p-Me-Ph H H CHCH,SCH; CHs H F H OH H H NH

VH-6-8 p-Me-Ph * H * CHs H F H OH H H NH

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

Table VII-7.

No R R® R* R® R* R R® X v R R R
vii-7-1  p-F-Ph H H H CH;, H F H OH H H NH,
VII-7-2 p-F-Ph H H CH; CH, H F H OH H H NH,
VII-7-3 p-F-Ph H H CH(CHs) CH, H F H OH H H NH,

VII-7-4  p-F-Ph H H CHCH(CH;), CH; H F H OH H H NH
VII-7-6  p-F-Ph H H CHyPh Cls; H F H OH H H NH
VII-7-7  p-F-Ph H H CHpindol-3-yl CH; H F H OH H H NH,
Vil-7-8 p-F-Ph H H CH)CH,SCH; CH; H F H OH H H NH,

vi-7-26 p-F-Ph * H * CH;: H F H OH H H NH

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

Table VII-8.
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R3b :

Ne R' R* R™ R" R R® XY R R F
ViI-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-8-3 p-CI-Ph H H  CH(CHs), CH;, H F H OH H H NH
VII-8-4 p-Cl-Ph H H CH)CH(CH;); CH; H F H OH H H NH,
VII-8-5 p-Cl-Ph H H CHyPh CH;, H F H OH H H NH
VII-8-6 p-Cl-Ph H H CHp-indol-3-yf CH; H F H OH H H NH,
VII-8-7 p-Cl-Ph H H CH,CH,SCH; CH; H F H OH H H NH,
VII-8-8 p-CI-Ph * H * CH, H F H OH H H NH;
*R* and R™" joined together by (CH,); to form five-membered ring.
Table VII-9. |
Ne R RTR® R® R®" R R* X Y R R R
VII-9-1 p-Br-Ph H H H CH; H F H OH H H NH;
VII-9-2 p-Br-Ph H H CH; CH; H F H OH H H NH;
VII-9-3  p-Br-Ph H H CH(CHz) CHs H F H OH H H NH
VII-9-4 p-Br-Ph H H CHCH(CH; CH; H F H OH H H NH
VII-9-6 p-Br-Ph H H CH,Ph CHs H F H OH H H NH
VII-9-7 p-Br-Ph H H CHpindol-3-yl CH; H ¥ H OH H H NH,
VII-9-8 p-Br-Ph H H CH,CH,SCH; CH; H F H OH H H NH;
VII-9-20 p-Br-Ph * H * CH; H F H OH H H NH,
*R* and R™ joined together by (CHa); to form five-membered ring.
Table VII-10.
29809011 _057.
362557.1

Gilead Exhibit 2026

PGR2023-00046 - Page 001032



Docket No. : PH3080.PC6-TRK1

Ne R' R* R™ R” R" R R® X Y R R R
VII-10-1 p-I-Ph H H H CH; H F H OH H H NH,
VIE-10-2 p-I-Ph O 0 Cl CH; H F H OH H H NH,
VII-10-3 p-I-Ph H H CH(CH:), CH; H F H OH H H NH
VIi-10-4 p-I-Ph H H CHCH(CH:) CH; H F H OH H H NH,
VII-10-5 p-I-Ph H H  CH,Ph CH; H F H OH H H NH;
VII-16-6 p-I-Ph H H  CHpindol-3-yl CH; H F H OH H H NI
VIi-10-7 p-I-Ph H H CHCH,SCH; CH;s H F H OH H H NH
VII-10-8 p-I-Ph * H * CH; H F H OH H H NH
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VII-11.

Ne R' R” R" R” R" R” R® X Y R R R’
VII-11-1 CH; H H H Et H F H OH H H NH,
VII-11-2 CH; H H CH;s Et H F H OH H H NH
VII-11-3 CH; H H CH(CH;s), Et H F H OH H H NH;
VII-11-4 CH; H H CH)CH(CH;), Et H F H OH H H NH,
ViI-11-5 CH; H H CHyPh Et H F H OH H H NH;
ViI-11-6 CH; H H CHp-indol-3-yl Et H F H OH H H NH,
ViI-11-7 CH; H H CH,CH,SCH; Et H F H OH H H NH,
VII-11-8§ CH; * H * Et H F H OH H H NH,
*R* and R™" joined together by (CHy)3 to form five-membered ring.

Table VII-12.

Ne R" R R* R® R" " R® X Y R R' R
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Ne R" R? R™ R® R" R R®* X Y R RV}
VII-12-1 Et H H H Et H F H OH H H NH,
VI-122 Et H H CH; Et H F H OH H H NH,
VII-12-3 Et H H CH(CHs), Et H F H OH H H NH,
VII-12-4 Bt H H CH,CH(CH;, Et H F H OH H H NH,
VII-12-5 Et H H CH,Ph Et H F H OH H H NH
VII-12-6 Et H H CHyindol-3-yl Bt H F H OH H H NH,
VI-12-7 Bt H H CHCH,SCH;, Et H F H OH H H NH,
VII-12-8 Et * H * Et 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® R " R*®* X Y R R K
VII-3-1 Pr H H H Et H F H OH H H NH
VII-13-2 Pr H H CH; Ft H F H OH H H NH,
VII-13-3 Pr H H CH(CH,), Et H F H OH H H NH
VII-13-4 Pr H H CH,CH(CH;), Et H F H OH H H NH
VII-13-5 Pr H H CHPh Et H F H OH H H NH
VII-13-6 Pr H H CHyindol-3-yl Bt H F H OH H H NH,
VII-13-7 Pr H H CHCH,SCH;, Et H F H OH H H NH,
VII-13-8 Pr * H % Et H F H OH H H NH,

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

Table VII-14.
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Ne R' R R R® R* R® R° Y R R’
3a

VI Bu H H H Bt H F OH H NH;

14-1

VII-  ‘Bu H H CH; Et H F OH H NH,

14-2

VII- ‘Bu H H CH(CH;), Et H F OH H NH,

14-3

VI Bu H H CHCH(CH;, Et H F OH H NH,

14-4

VI ‘Bu H H CHPh Et H F OH H NH,

14-5

VII- ‘Bu H H CHjindol-3-yl Et H F OH H NH,

14-6

VII- ‘Bu H H CHCHSCH; Ft H F OH H NH,

14-7

VII- ‘Bu * H * Et H F OH H NH,

14-8

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

Table VII-15.

Ne R" R* R™ R” R* R° R Y R R R

VII-15-1 Ph H H H Et H F OH H H NH,

VII-15-2 Ph H H CH; Et H F OH H H NH,

VII-15-3 Ph H H CH(CH;) Bt H F OH H H NH,

2980901-1 - 260 -

362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001035



Docket No. : PH3080.PC6-TRK1

Ne R R? R™® R® RFR R R* XY R R VI

VII-i54 Ph H H CHCH(CH;), Et H F H OH H H NH,
VII-15-5 Ph H‘ H CH,Ph Ft H F H OH H H NH,
VII-156 Ph H H CHpindol3-y] Et H F H OH H H NH,
VII-15-7 Ph H H CHCHSCH; Bt H F H OH H H NH,

Vii-15-8 Ph * H * Et H F H OH H H NH

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

Table VII-16.

Ne R R R® R® R " R® X Y R R R
VII-16-1 p-Me-Ph H H H Et H F H OH H H NH,
VII-16-2 p-Me-Ph H H CH, Bt H F H OH H H' NH
VII-16-3 p-Me-Ph H H  CH(CH;) Et H F H OH H H NH,

VII-16-4 p-Me-Ph H H CH,CH(CH3;), Et H F H ‘OH H H NH
VII-16-5 p-Me-Ph H H  CHyPh Et H F H OH H H NH
VII-16-6 p-Me-Ph H H CH-indol-3-yl Et H F H OH H H NH
VII-16-7 p-Me-Ph H H CH,CH,SCH; Et H F H OH H H NH,

VH-16-8 p-Me-Ph * H ¥ Ft H F H OH H H NH;

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

Table VII-17.

Ne R’ R? R*® R® RF "R R* X v R R R
VII-17-1 p-F-Ph H H H Et H F H OH H H NH,
VII-17-2 p-F-Ph H H CH; Ft H F H OH H H NH
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Ne R! RZ R*® R® R®* . R*®* X Y R R PR

VII-17-3 p-F-Ph H H  CH(CH:), Et H F H OH H H NH
VII-17-4 p-F-Ph H H CH)CH(CH;) Et H F H OH H H NH;
VII-17-5 p-F-Ph H H CH,Ph Et H | F H OH H H NH,
VII-17-6 p-F-Ph H H  CHj-indol-3-yl Et H F H OH H H NH;
VII-17-7 p-F-Ph H H CH,CH,SCH; Et H F H OH H H NH,

vi-17-8 p-F-Ph * H * Et H F H OH H H NH,

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

Table VII-18.

Ne R R> R® R® R* " R®* X Y R R R
VII-18-1 p-Cl-Ph H H H Et H F H OH H H NH
VII-182 p-Cl-Ph H H CH; Et H F H OH H H NH,
VII-183 p-Cl-Ph H H CH(CHs) Et H F H OH H H NH,

VII-184 p-Cl-Ph H H CH,CH(CH;, Et H F H OH H H NH,
VII-185 p-CI-Ph H H CH.Ph Bt H F H OH H H NH,
VII-18-6 p-CI-Ph H H CHpindol3-yl Bt H F H OH H H NH,
VII-187 p-Cl-Ph H H CH,CH,SCH; Bt H F H OH H H NH,

VII-18-8 p-Cl-Ph * H * Et H F H OH H H NH,

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

Table VII-19.

Ne R’ R* R*® R® R* ®” R®* X Y R R R
VII-19-1 p-Br-Ph H H H Et H F H OH H H NH,
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Ne R R> R™ R” R" " R® X Y R R R
VII-19-2 p-Br-Ph H H CHs Et H F H OH H H NH
VII-19-3 p-Br-Ph H H  CH{CHs) Et H F H OH H H NH;
VII-19-4 p-Br-Ph H H CH,CH(CH;) Et H F H OH H H NH
VIi-19-5 p-Br-Ph H H  CHPh Et H F H OH H H NH,
VII-19-6 p-Br-Ph H H CHpindol-3-yl Et H F H OH H H NH
Vil-19-7 p-Br-Ph H H CHXCH,SCH; Et H F H OH H H N
VII-19-8 p-Br-Ph * H * EtE H F H OH H H NH
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VII-20.

Ne R’ R> R* RP R" " R* X Y R R R
VI-20-1 p-I-Ph H H H Et H F H OH H H NH;
VII-20-2 p-I-Ph H H Cl; Et HH F H OH H H NH
VIE-20-3 p-I-Ph H H  CH(CH;) Et H F H OH H H NH
VII-20-4 p-I-Ph H H CHCH(CH;); Et H F H OH H H NH;
VII-26-5 p-I-Ph H H CHPh Et H F H OH H H NH
VII-26-6 p-I-Ph H H CHyindol-3-yI Et H F H OH H H NH,
VII-20-7 p-I-Ph H H CH,CH,SCH; Et H F H OH H H N,
VI-20-8 pl-Ph * H * Et H F H OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VII-21.

No R'" R’ R® R” R®" F R® X Y R R R
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Ne R"  R* R® R” R" R R®* X Y R R* R
VII-21-1 CH; H H H Pr H F H OH H H NH,
VII-21-2 CH; H H CH; Pr H F H OH H H NH,
VII-21-3 CH; H H CH(CH:), Pr H F H OH H H NH
VII-21-4 CH; H H CH,CH(CH;), Pr H F H OH H H NH,
VII-21-5 CH: H H CHPh -~ Pr H F H OH H H NH,
VII-21-6 CH; H H CHyindol3-yl Pr H F H OH H H Ni,
VII-21-7 CH; H H CH,CH,SCH; Pr H F H OH H H NH,
VII-21-8 CH; * H * Pr H F H OH H H NH,
*R* and R°” joined together by (CHa); to form five-membered ring.

Table VII-22.

Ne R" R R® R® R " R® X Y R R ¥
VII-22-1 Et H H H Pr H F H OH H H NH,
VII-22-2 Bt H H CHs ’r H F H OH H H NH,
VII-22-3 Bt H H CH(CHs), Pr H F H OH H H NH,
VII-22-4 Bt H H CH,CH(CH:;, Pr H F H OH H H NH,
VII-22-5 Et H H CHyPh Pr H F H OH H H NH,
VII-22-6 Et H H CHyindol-3-yl Pr H F H OH H H NH,
VII-22-7 Et H H CHCH,SCH; Pr H F H OH H H NH,
VII-22-8 Et * H * Pr H F H OH H H NH,
*R” and R°" joined together by (CH,)s to form five-membered ring.

Table VII-23.

No R'" R® R* R® R" R R® X Y R R* R
VII-23-1 Pr H H H Pr H F H OH H H NH,
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Ne R' R* R™ R” R* R R® X v R R' R’

VII-23-2 Pr H H CH; Pr H F H OH H H NH,
VII-23-3 Pr H H CH(CHy), Pr H F H OH H H NH,
VII-23-4 Pr H H CHCH(CH;, Pr H F H OH H H NH,
VII-23-5 Pr H H CHPh Pr H F H OH H H NH,
VII-23-6 Pr H H CHpindol-3-yl Pr H F H OH H H NH,
VII-23-7 Pr H H CHCH,SSCH; Pr H F H OH H H NH
VII-23-8 Pr * H * Pr 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 v R R KR’

VII-24-1 Bu H H H Pr H F H OH H H NH,
VII-24-2 ‘Bu H H CH;, P’r H F H OH H H NH,
VII-24-3 ‘Bu H H CH(CH,), Pr H F H OH H H NH
VII-24-4 Bu H H CHCH(CH;), Pr H F H OH H H NH,
VII-24-5 By H H CH,Ph ’r H F H OH H H NH,
VII-24-6 ‘Bu H H CHyindol-3-yl Pr H F H OH H H NH,
VII-24-7 Bu H H CHCHSCH: Pr H F H OH H H NH,
VII-24-8 Bu * H * Pr H F H OH H H NH,
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VII-25.

Ne R' R* R™ R® R* R R® X Y R R R
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Ne R R R*®™ R® R* R°F-. R®* X Y R R R
VII-25-1 Ph H H H Pr H F H OH H H NH,
VII-25-2 Ph H H CH, ’r H F H OH H H NH,

VII-25-3 Ph H H  CH(CHs), Pr H F H OH H H NH
VII-25-4 Ph H H CH,CH(CH:;» 'Pr H Fk H OH H H NH
VII-25-5 Ph H H CHPh Pt H F H OH H H NH,
VII-25-6 Ph H H CHyindol3-yl Pr H F H OH H H NH,
VII-25-7 Ph H H CH,CH,SCH; Pr H F H OH H H NH

VII-25-8 Ph * H * r H F H OH H H NH,

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

Table VII-26.

Ne R’ R° R® R” R* "R R® X Y R R R
Vil-26-1 p-Me-Ph H H H Pr H F H OH H H NH,
VII-26-2 p-Me-Ph H H CH; Pr H F H OH H H NH,
VII-26-3 p-Me-Ph H H  CH(CHs), Pr H F H OH H H NH,

V1I-26-4 p-Me-Ph H H  CH,CH(CHs), ’r H F H OH H H NH
VII-26-5 p-Me-Ph H H  CH,Ph P’r H F H OH H H NH,
VII-26-6 p-Me-Ph H H  CHy-indol-3-yl ’Pr H F H OH H H NH,
VII-26-7 p-Me-Ph H H  CH,CH,SCH; Pr H F H OH H H NH

VII-26-8 p-Me-Ph * H * P H F H OH H H NH

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

Table VII-27.
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Ne R’ R® R*® R” R® ¥ R®* X Y R R KR

VI-27-1 p-F-Ph H H H Pr H F H OH H H NH,
VII-27-2 p-F-Ph - H H CH; Pr H F H OH H H NH,
VII-27-3 p-F-Ph H H CH(CH;), Pr H F H OH H H NH,
VII-27-4 p-F-Ph H H CHCH(CH:), Pr H F H OH H H NH,
VII-27-5 p-F-Ph H H CH,Ph Pr H F H OH H H NH
VI-27-6 p-F-Ph H H CHyindol3-yl Pr H F H OH H H NH,
VII-27-7 p-F-Ph H H CH,CH,SCH; Pr H F H OH H H NH,
VII-27-8 p-F-Ph * H * Pr H F H OH H H N
*R* and R”° joined together by (CH,)s3 to form five-membered ring.

Table VII-28.

Ne R! R® R*™ RP R" " R®* X Y R R K
VII-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 F H OH H H NH,
VII-28-3 p-Cl-Ph H H  CH(CHy), Pr H F H OH H H NH,
VII-28-4 p-CI-Ph H H CHCH(CHs), Pr H F H OH H H NH,
VII-28-5 p-Cl-Ph H H CH,Ph Pr H F H OH H H NH
VII-28-6 p-Cl-Ph H H CHyindol-3-yl Pr H F H OH H H NH,
VII-28-7 p-Cl-Ph H H CHCH,SCH; Pr H F H OH H H NH,
VII-28-8 p-Cl-Ph * H * t H F H OH H H NH,

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

Table VII-29.
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Ne R R> R™ R® R" R R® X Y R* R’
VII-29-1 p-Br-Ph H H H Pt H F H OH H NH,
VII-29-2 p-Br-Ph H H CH; r H F H OH H NH;
VII-29-3 p-Br-Ph H H CH(CHs), t H F H OH H NH,
VII-29-4 p-Br-Ph H H CH.CH(CHs), Pr H F H OH H NH,
VII-29-5 p-Br-Ph H H CH,Ph ’t H F H OH H NH,
VII-29-6 p-Br-Ph H H CHyindol-3-yl Pr H F H OH H NH,
VII-29-7 p-Br-Ph H H CHCH,SCH; ‘Pr H F H OH H NH,
VII-29-8 p-Br-Ph * H ¥ Pr H F H OH H NH,
*R* and R joined together by (CHa)s to form five-membered ring.

Table VII-30.

Ne R R> R® R® R® R* R® X v R R K
VII-30-1 p-I-Ph H H H Pr H F H OH H H NH,
VII-30-2 p-l-Ph H H CH; Pr H F H OH H H NH,
VII-30-3 p-I-Ph H H CH(CHs), Pt H F H OH H H NH,
VII-30-4 p-I-Ph H H CHCH(CH;, Pr H F H OH H H NH
VII-30-5 p-I-Ph H H CHPh Pt H F H OH H H NH,
VII-30-6 p-]-Ph H H CHypindol-3-yl Pr H F H OH H H NH,
VIE-30-7 p-I-Ph H H CHCH,SCH; Pr H F H OH H H NH,
VII-30-8 p-I-Ph * H * Pr H F H OH H H NH,

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

Table VII-31.
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Ne R" R® R® R” R® R R®* X v R R K
VII-31-1 CH; H H H "Bu H F H OH H H NH,
VIi-31-2 CH; H H CH; "Bu H F H OH H H NH,
VII-31-3 CH; H H  CH(CH;) "Bu H F H OH H H NH,
VII-31-4 CH; H H CHyCH(CHs), "Bu H F H OH H -H NH
Vii-31-5 CH; H H CH;Ph "Bu H F H OH H H NH,
VII-31-6 CH; H H CHyindol-3-yl "Bu H F H OH H H NH,
VII-31-7 CH; H H CHCH,SCH; "By H F H OH H H NH;"
VIi-31-8 CH; * H * "Bu H F H OH H H NH
*R* and R® joined together by (CHy)s; to form five-membered ring.

Table VII-32.

Ne R" R* R® R® R®* R R* X Y R R R
VII-;32-1 Et H H H "Bu H F H OH H H NH,
VII-32-2 Et H H CH; "Bu H F H OH H H NH,
VII-32-3 Et H H CH(CH:) "Bu H F H OH H H NH,
VII-32-4 Et H CH,CH(CH:;); “Bu H F H OH H H NH;
ViI-32-5 Et H H CH;Ph "Bu H F H OH H H NH,
VII-32-6 Bt H H CHpindol-3-yI "Bu H F H OH H H NH,
VII-32-7 Et H H CHCH,SCH; "Bu H F H OH H H NH,
VII-32-8 Et H * "Bu H F H OH H H NH,

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

Table VII-33.
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Ne R' R R®™ R® R R R* XY R R F
VI-33-1 Pr H H H "Bu H F H OH H H NH,
VII-33-2 Pr H H CH; "Bu H F H OH H H NH,
VII-33-3 Pr H H  CH(CHs) "Bu H F H OH H H NH,

VII-33-4 Pr H H CHCH(CHs), "Bu H F H OH H H NH,
VII-33-5 ‘Pr H H CH,Ph "Bu H F H OH H H NH,
VII-33-6 Pr H H CHpindol-3-yl "Bu H F H OH H H NH
VI-33-7 Pr H H CHCHSCH; "Bu H F H OH H H NH,

VII-33-8 Pr * H ¥ "¢ H F H OH H H NH,

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

Table VII-34.

No R" R’ R* R® R* R R* X Y R R R
ViI-34-1 Bu H H H "Bu H F H OH H H NH
VII-34-2 ‘Bu H H CHs "Bu H F H OH H H NH,
VII-34-3 ‘Bu H H CH(CH)), "Bu H F H OH H H NH,

VII-34-4 ‘Bu H H CHCH(CHs) "Bu H F H OH H H NH,
VII-34-5 ‘Bu H H CH,Ph "Bu H F H OH H H NH,
VII-34-6 ‘Bu H H CHspindol-3-yl "Bu H F H OH H H NH,
VII-34-7 ‘Bu H H CH,CH,SCH; "Bu H F H OH H H NH,

VII-34-8 ‘Bu * H * "By H F H OH H H NH,

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

Table VII-35.
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Ne R' R* R*®™ R® R" R R® XY R R F
VII-35-1 .Ph H H H "Bu H F H OH H H NH,
VII-35-2 Ph H H CH; "Bu H F H OH H H NH,
VII-35-3 Ph H H  CH(CH:), "Bu H F H OH H H NH,

VII-35-4 Ph H H CH,CH(CH;), "Bu H F H OH H H NH,
VII-35-s Ph H H CHyPh "Bu H F H OH H H NH,
VII-l35-6 Ph H H CHyindol3-yl "By H F H OH H H NI,
VII-35-7 Ph H H CHCH,SCH; "Bu H F H OH H H NH,

VII-35-8 Ph * H * Bu H F H OH H H NH,

*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
VII-36-1 p-Me-Ph H H H "Bu H F H OH H H NH,
VII-36-2 p-Me-Ph H H CH; "Bu 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,

VII-36-4 p-Me-Ph H H CH,CH(CH;);, "Bu H F H OH H H NH,
VII-36-5 p-Me-Ph H H  CH,Ph "Bu H F H OH H H NI
VII-36-6 p-Me-Ph H H CHp-indol-3-yl "Bu H F H OH H H NH,
VII-36-7 p-Me-Ph H H CHCHSCH; "Bu H F H OH H H NH,

VII-36-8 p-Me-Ph * H * "Bu H F H OH H H NH,

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

Table VII-37.

2980901-1 -271 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001046



Docket No. : PH3080.PC6-TRK!

Ne R R’ R¥ R R®* R R® X Y R R R

VII-37-1 p-F-Ph H H H "Bu H F H OH H H NH,
VII-37-2 p-F-Ph H H CH, "Bu H F H OH H H NH,
VII-37-3 p-F-Ph H H  CH(CH:), "Bu H F H OH H H NH,
VII-37-4 p-F-Ph H H CHCH(CH;), "Bu H F H OH H H NH,
VII-37-5 p-F-Ph H H CHPh "Bu H F H OH H H NH,
VII-37-6 p-F-Ph H H CHyindol-3-yl "Bu H F H OH H H NH,
VII-37-7 p-F-Ph H H CH.CH,SCH; "Bu H F H OH H H NH,
VII-37-8 p-F-Ph * H * "Bu H F H OH H H NH,
*R” and R*" joined together by (CHa); to form five-membered ring.

Table VII-38.

Ne R’ R® R™ R® R* RR R X v R R R
VII-38-1 p-CI-Ph H H H "Bu H F H OH H H NH,
VII-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(CHs), "Bu H F H OH H H NH,
VII-38-4 p-Cl-Ph H H CH,CH(CH;), "Bu H F H OH H H NH,
VII-38-5 p-CI-Ph H H CH.Ph "Bu H F H OH H H NH,
VII-38-6 p-Cl-Ph H H CHpindol-3-yl "Bu H F H OH H H NH,
VII-38-7 p-Cl-Ph H H CH.CH,SCH; "Bu H F H OH H H NH,
VII-38-8 p-Cl-Ph * H * "Bu H F H OH H H NH,

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

Table VII-39.
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Ne R’ R’ R® R® R* R R* X Y R R R
VII-39-1 p-Br-Ph H H H "Bu H F H OH H H NH,
VII-39-2 p-Br-Ph H H CH; "Bu H F H OH H H NH,
VII-39-3 p-Br-Ph H H CH(CH;) "Bu H F H OH H H NH,

VII-39-4 p-Br-Ph H H CH,CH(CH;), "Bu H F H OH H H NH,
VII-39-5 p-Br-Ph H H CHyPh "Bu H F H OH H H NH,
VII-39-6 p-Br-Ph H H CHpindol-3-yl "Bu H F H OH H H NH,
VII-39-7 p-Br-Ph H H CHCH,SCH; "Bu H F H OH H H NH,

VI1-39-8 p-Br-Ph * H * "Bu H F H OH H H NH,

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

Table VII-40,

Ne R’ R® R™ RP R* R R* XY R R F
VII-40-1 p-I-Ph H H H "Bu H F H OH H H NIL
VII-40-2 p-1-Ph H H CH; "Bu H F H OH H H NI,
VII-40-3 p-I-Ph H H CH(CHs), "Bu H F H OH H H NH,

VII-40-4 p-]-Ph H H CH,CH(CH;), "Bu H F H OH H H NH,
VII-40-5 p-I-Ph H H CH;Ph "Bu H F H OH H H NH
VH-40-6 p-]J-Ph H H  CHp-indol-3-yl "By H F H OH H H NH,
VH-40-7 p-I-Ph H H CH,CH,SCH; "Bu H F H OH H H NH,

ViI-40-8 p-I-Ph * H * "Bu H F H OH H H NH,

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

Table VII-41,
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Ne R'" R® R* R R® R R®* X Y R R ¥
Vii-41-1 CH; H H H Bz H F H OH H H NH
VH-41-2 CH; H H CH;s Bz H F H OH H H NH;
VII-41-3 CH; H H CH(CHj) Bz H F H OH H H NH
VII-41-4 CH; H H CHyCH(CH;) Bz H F H OH H H NH;
VII-41-5 CH; H H CHyPh Bz H F H OH H H NH
Vil-41-6 CH; H H CHs-indol-3-yl Bz H F H OH H H NH;
ViI-41-7 CH; H H CH)CH,SCH; Bz H F H OH H H NH,
VIiI-41-8§ CH; * H * Bz H F H OH H H NH
*R* and R joined together by (CH,)s to form five-membered ring,

Table VII-42.

Ne R R R*® R R" " R® X Y R R R
Vii42-1 Bt H H H B- H F H OH H H NH,
VII-42-2 Et H H CH; Bz H F H OH H H NH
Vil-42-3 Et H H CH(CH;), Bz H F H OH H H NH
VII-42-4 Et H H CH,CH(CH;) Bz H F H OH H H NH
ViI-42-5 Et H H CH,Ph Bz H F H OH H H NH,
Vii42-6 Et H H CHp-indol-3-yl Bz H F H OH H H NH,
Vil-42-7 Bt H H CH)CH,SCH; Bz H F H OH H H NH;
VIi-42-8 Et * H * Bz H F H OH H H NH,

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

Table V1I-43.
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Ne R'" R® R®™ R® R®" " R®* X v R R ¥
VII-43-1 Pr H H H Bz H F H OH H H NH
VII-43-2 Pr H H CH; Bz H F H OH H H NH
VII43-3 Pr H H  CH(CH;) Bz H F H OH H H NH
VII-43-4 Pr H H CH,CH(CH:) Bz H F H OH H H NH,
VII-43-5 Pr H H CHyPh Bz H F H OH H H NH,
VII43-6 Pr H H CHpindol3yl Bz H F H OH H H NH,
VII-43-7 Pr H H CH,CH,SCH; Bz H F H OH H H NH,
VII-43-8 Pr * H * Bz H F H OH H H NH

*R? and
R* joined together by (CH,)s to form five-membered ring.
Table VII-44.
Ne R' R* R™® R® R* RR R®* X Y R R R
VIl-44-1 ‘Bu H H H Bz H F H OH H H NH,
VIi-44-2 ‘Bu H H CH, Bz H F H OH H H NH
ViI-44-3 ‘Bu H H CH(CHs) Bz H F H OH H H NH,
VIl-44-4 Bu H H CHCH(CHs, Bz H F H OH H H NH;
VII-44-5 ‘Bu H H CH,Ph Bz H F H OH H H NH
VII-44-6 ‘Bu H H CHyindol-3-y] Bz H F H OH H H NH,
VII-447 Bu H H CH,CH,SCH; Bz H F H OH H H NH,
VII-44-8 ‘Bu * H * Bz H F H OH H H NH
*R* and R°" joined together by (CH,); to form five-membered ring.
Table VII-45.
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Ne R’ R’ R® R® R® R R®* X Y R R ¥
VII-45-1 Ph H H H Bz H F H OH H H NH,
VII-452 Ph H H CH; Bz H F H OH H H NH,
VII-45-3 Ph H H CH(CH;), Bz H F H OH H H NH,

VII-45-4 Ph H H CHCH(CH:, Bz H F H OH H H NH,
VII-45-5 Ph H H CHPh Bz H F H OH H H NH
VII-45-6 Ph H H CHpindol3yl Bz H F H OH H H NH,
VII-457 Ph H H CHCHSCH, Bz H F H OH H H NH,

VII-45-8 Ph * H * Bz H F H OH H H NH

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

Table VII-46.

Ne R' R® R® R R" RR. R® XY R R R
VIl-46-1 p-Me-Ph H H H Bz H F H OH H H NH,
VII-46-2 p-Me-Ph H H CH; Bz H F H OH H H NH,
VII-46-3 p-Me-Ph H H CH(CH;), Bz H F H OH H H NH

VII-46-4 p-Me-Ph H H CHCH(CHs, Bz H F H OH H H NH,
VI-46-5 p-Me-Ph H H  CH,Ph Bz H F HOH H H NH,
VII-46-6 p-Me-Ph H H CHyindol3yl Bz H F H OH H H NH,
VII-46-7 p-Me-Ph H H CHCH,SSCH, Bz H F H OH H H NH,

VII-46-8 p-Me-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-47.
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Ne R R’ R™ R” R* R R®* X Y R R' R

Vil-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,
VII-47-3 p-F-Ph H H  CH(CHa), Bz H F H OH H H NH,
VII-47-4 p-F-Ph H H CHCH(CH;), Bz H F H OH H H NH,
ViI-47-5 p-F-Ph H H CHPh Bz H F H OH H H NH,
VII-47-6 p-F-Ph H H CHpindol-3-yl Bz H F H OH H H NH
VII-47-7 p-F-Ph H H CHCH,SCH; Bz H F H OH H H NH,
VII-47-8 p-F-Ph * H * Bz H F H OH H H NH,
*R” and R™ joined together by (CH,)s to form five-membered ring.

Table VI11-48.

Ne R’ R’ R® R R®* R R®* X Y R R R
VI-48-1 p-Cl-Ph H H H Bz H F H OH H H NH,
VII-48-2 p-Cl-Ph H H CH; Bz H F H OH H H NH
VII-48-3 p-CI-Ph H H CH(CHs), Bz H F H OH H H NH,
VII-48-4 p-Cl-Ph H H CH,CH(CHy), 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
VII-48-6 p-Cl-Ph H H CHyindol-3-yl Bz H F H OH H H NH
VII-48-7 p-Cl-Ph H H CH,CH,SCHs Bz H F H OH H H NH
VII-48-8 p-Cl-Ph * H * Bz H F H OH H H NH,

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

Table V1I-49.
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Ne R R® R* R” R RO R® X Y R R R
VII-49-1 p-Br-Ph H H H Bz H F H OH H H NH
VII-49-2 p-Br-Ph H H CH; Bz H F H OH H H NH;
VII-49-3 p-Br-Ph H H CH(CHs), Bz H F H OH H H NH;
ViI-49-4 p-Br-Ph H H CH,CH(CH;, Bz H F H OH H H NH
VII-49-5 p-Br-Ph H H CH,Ph Bz H F H OH H H NH;
VIi-49-6 p-Br-Ph H H CHp-indol-3-yl Bz H F H OH H H NH
VII-49-7 p-Br-Ph H H CH,CH,SCH; Bz H F H OH H H NH;
VII-49-8 p-Br-Ph * H * Bz H F H OH H H NH;
*R* and R™ joined together by (CHa); to form five-membered ring.

Table VH—:;)O.

Ne R' R* R®™ R” R" R®. R”® X Y R R R
VII-50-1 p-I-Ph H H H Bz H F H OH H H NH,
VII-50-2 p-I-Ph H H CH; Bz H F H OH H H NH,
VII-50-3 p-I-Ph H H CH(CH;), Bz H F H OH H H NH,
VII-50-4 p-I-Ph H H CHCH(CH;, Bz H F H OH H H NH,
VH-50-5 p-I-Ph H H CHPh Bz H F H OH H H NH
VII-50-6 p-I-Ph H H CHpindol-3-yI Bz H F H OH H H NH
VII-50-7 p-I-Ph H H CHCH,SCH; Bz H F H OH H H NH,;
VII-50-8 p-I-Ph * H * Bz H F H OH H H NH,

*R< and R”° joined together by (CH,)3 to form five-membered ring.
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RBb
R3a
CO,R?
VHI
Table VII-1.
No R' R* R*® R® R*Y RRR* X Y R R
vilil-i-1 CH; H H H CH; H CH; OH OH H H
VIII-1-2 CH; H H CH; CH; H CH; OH OH H H
ViII-1-3 CH; H H CH(CH;) CH; H CH; OH OH H H
VIil-i-4 CH; H H CH,CH(CH:, CH; H CH; OH OH H H
YIiI-1-5 CH; H H CH,Ph CH; H CH; OH OH H H
Viil-i-6 CH; H H CHz-indol-3-yl CH; H CH; OH OH H H
VIii-1-7 CH; H H CH,CH,SCH; CH: H CH; OH OH H H
VIII-1-§ CH; * H * CH; H CH; OH OH H H
*R* and R” joined together by (CHy)s to form five-membered ring.
Table VIII-2.
o R & R® R© R’ R R X R RS
VHI-2-1 Et H H H CH; H CH; OH OH H H
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Ne R'" R R® R® R* R R® X Y R R
VIII-222 Bt H H CH; CH, H CH, OH OH H H
VIII-2-3 Et H H  CH(CHs), CHs H CH; OH OH H H
VIII244 Bt H H CHCH(CHs), CH; H CH; OH OH H H
VIII-2-5 Bt H H CHPh CH;, H CH; OH OH H H
VIII-2-6 ' Et H H CHxindol-3-yl CH; H CH; OH OH H H
VIII-2-7 Bt H H CHCHSCH; CH;, H CH;, OH OH H H
VIII-2-8 Bt * H * CH; H CH; OH OH H H
*R” and R™ joined together by (CH,)3 to form five-membered ring.

Table VITI-3.

Ne R'" R® R® R" R* R R® X Y R R
VIII-3-1 Pr H H H CH;, H CH; OH OH H H
VII-3-2 Pr H H CH; CH; H CH; OH OH H H
VII3-3 Pr H H CH(CHj), CH, H CH; OH OH H H
VIII-3-4 Pr H H CHCH(CH;), CH; H CH; OH OH H H
VI35 ‘Pr H H CHPh CH; H CH; OH OH H H
VIII-3-6 Pr H H CHyindol-3-yl CH; H CH; OH OH H H
VIII-3-7 Pr H H  CHCH,SCH; CH; H CH, OH OH H H
VIIL-3-8 Pr * H * CH, H CH; OH OH H H
*R? and R’” joined together by (CH,); to form five-membered ring.

Table VIII-4.

Ne R R R RV R R R X Y R K
Vili-4-1 Bu H H H CH; H CH; OH OH H H
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Ne R'" R* R® R® R* RP R® X Y R R
VIII-4-2 Bu H H CH; CH; H CH; OH OH H H
VIlI-4-3 ‘Bu H H  CH(CHs), CH; H CH; OH OH H H
VI-44 ‘Bu H H CHCH(CH:, CH; H CH; OH OH H H
VIII-4-5 ‘Bu H H CH,Ph CH;, H CH; OH OH H H
VIII-4-6 ‘Bu H H CHpindol-3-yl CH; H CH; OH OH H H
VIII-47 Bu H H CHCHSCH; CH; H CH; OH OH H H
VIII-4-8 Bu * H * CH, H CH; OH OH H H
*R* and R™ joined together by (CH,); to form five-membered ring.

Table VIII-5.

Ne R' R R® R® R'Y R R® X Y V¥ th
VIII-5-1 Ph H H H CH, H CH; OH OH H H
VIII-5-2 Ph H H CH; CH;, H CH, OH OH H H
VIII-5-3 Ph H H  CH(CH:), CH; H CH; OH OH H H
VIII-5-4 Ph H H CH,CH(CH;, CH; H CH; OH OH H H
VIII-5-5 Ph H H CH,Ph CH; H CH; OH OH H H
VIII-5-6 Ph H H CHyindol3-yl CH; H CH; OH OH H H
VI-5-7 Ph H H CH,CH,SCH; CH; H CH; OH OH H H
VIII-5-8 Ph * H * | CH; H CH; OH OH H H
*R” and R’ joined together by (CHy); to form five-membered ring.

Table VIII-6.

No R’ R® R* R® R" R R® X Y R R
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Ne R R* R* R® R R R® X Y R R
Vill-6-1 p-Me-Ph H H H CH, H CH; OH OH H H
VIII-6-2 p-Me-Ph H H CH; CH;, H CH; OH OH H H
VIII-6-3 p-Me-Ph H H  CH(CH;), CH; H CH; OH OH H H
VIII-6-4 p-Me-Ph H H CHCH(CHs;, CH; H CH; OH OH H H
VII-6-5 p-Me-Ph H H CH,Ph CH; H CH; OH OH H H
VIII-6-6 p-Me-Ph H H CHxindol3-yl CH; H CH; OH OH H H
VIII-6-7 p-Me-Ph H H CHCHSCH; CH; H CH; OH OH H H
VIII-6-8 p-Me-Ph * H * CH; H CH; OH OH H H
*R” and R*" joined together by (CH,)s to form five-membered ring.

Table VIII-7.

Ne R' R> R® R” R" RP R® X Y R R
VII-7-1 p-F-Ph H H H CH; H CH; OH OH H H
VII-7-2  p-F-Ph H H CH; CH, H CH; OH OH H H
VII-7-3  p-F-Ph H H CH(CHs), CH;: H CH; OH OH H H
VIII-7-4 p-F-Ph H H CHCH(CH;, CH; H CH; OH OH H H
VII-7-6 p-F-Ph H H CHpPh CH; H CH; OH OH H H
VII-7-7  p-F-Ph H H CHpindol-3yl CH; H CH; OH OH H H
VIII-7-8 p-F-Ph H H CHCH,SCH, CH; H CH; OH OH H H
VIII-7-20 p-F-Ph * H * CH; H CH; OH OH H H

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

Table VIII-8.
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Ne R’ R* R™ R” R" RR R® X Y R R
ViII-8-1 p-Cl-Ph H H H CH; H CH; OH OH H H
VIII-8-2 p-Cl-Ph H H CH; CH; H CHy; OH OH H H
VIII-8-3 p-Cl-Ph H H CH(CHs), CH; H CH; OH OH H H
VII-8-4 p-Cl-Ph H H CH,)CH(CH;); CH; H CH; OH OH H H
VHI-8-5 p-Cl-Ph H H CH,Ph CH; H CH; OH OH H H
VHI-8-6 p-Cl-Ph H H  CHp-indol-3-yl CH; H CH: OH OH H H
Vili-8-7 p-Cl-Ph H H CHCH,SCH:; CHy H CH; OH OH H H
VIII-8-8 p-Cl-Ph * H * CH; H CH; OH OH H H
*R* and R°" joined together by (CH,); to form five-membered ring.

Table VIII-9.

Ne R R® R™ R® R®" R R® X Y R K
VIII-%-1 p-Br-Ph H H H CH;, H CHy; OH OH H H
VIII-9-2 p-Br-Ph H H CH; CH; H CH; OH OH H H
VIII-9-3 p-Br-Ph H H CH(CHs), CH; H CH; OH OH H H
VIIi-9-4 p-Br-Ph H H CHCH(CH;; CH; H CH; OH OH H H
ViII-%-6 p-Br-Ph H H CHPh CH; H CH; OH OH H H
VII-9-7 p-Br-Ph H H CH-indol-3-yl CH; H CH; OH OH H’ H
VIII-9-8 p-Br-Ph H H CH,CH,SCH; CH; H CH; OH OH H H
Vii-9-20 p-Br-Ph * H * CH; H CH; OH OH H H

*R* and R”” joined together by (CH3); to form five-membered ring.

Table VIII-10.
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Ne R' R® R™ R” R® R R® X Y R R
Vill-10-1 p-I-Ph H H H CH; H CH; OH OH H H
VIII-10-2 p-I-Ph H H CH; CH; H CH; OH OH H H
VIII-10-3 p-I-Ph H H  CH(CHs), CH; H CH; OH OH H H
VIII-10-4 p-I-Ph H H CH,CH(CH;); CH; H CH; OH OH H H
VII-10-5 p-I-Ph H H  CHyPh CH; H CH; OH OH H H
VHI-10-6 p-I-Ph H H  CHj-indol-3-yl CH; H CH; OH OH H H
VHI-10-7 p-I-Ph H H CH,CH,SCH; CH; H CH; OH OH H H
VII-10-8 p-I-Ph * H * CH; H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VIII-11.

Ne R R R*® R R" " R* X Y R K
VIII-11-1 CH; H H H Et H CH; OH OH H H
VIII-11-2 CH; H H CHs Et H CH; OH OH H H
VII-11-3 CH; H H CH(CH;), Et H CH; OH OH H H
vIii-11-4 CH; H H CH,CH{CH:); Et H CH; OH OH H H
VIII-11-5 CH; H H CHyPh Et H CH; OH OH H H
VIII-11-6 CH; H H  CHy-indol-3-yl Et H CH; OH OH H H
VII-11-7 CH; H H CH,CH,SCH; Et H CH, OH OH H H
voi-11-8 CH; * H % Et H CH; OH OH H H
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VIII-12.

Ne R" R* R™ R” R* " R X Y R &’
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No R' R R® R® R" " R®* X Y R R
VIII-12-1 Et H H H Et H CH, OH OH H H
VII-12-2 Et H H CH; Et H CH; OH OH H H
VIII-12-3 Bt H H CH(CHs), Et H CH; OH OH H H
VIII-12-4 Bt H H CH,CH(CH;), Et H CH; OH OH H H
VIII-12-5 Et H H CH,Ph Et H CH; OH OH H H
VIII-12-6 Et H H CH-indol-3-yl Et H CH; OH OH H H
VIII-12-7 Bt H H CH,CHSCH; Et H CH; OH OH H H
VIII-12-8 Et * H * Et H CH, OH OH H H

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

Table VIII-13.

Ne R" R® R" R" R" " R* X Y R R
VII-13-1 Pr H H H Et H CH, OH OH H H
VII-13-2 Pr H H CH, Et H CH; OH OH H H
VIII-13-3 Pr H H CH(CHy), Et H CH; OH OH H H
VIII-134 Pr H H CH,CH(CHy), Et H CH; OH OH H H
VIII-13-5 Pr H H CHPh Et H CH; OH OH H H
VIII-13-6 Pr H H CHpindol-3-yl Bt H CH; OH OH H H
VII-13-7 Pr H H CH,CHSCH; Et H CH; OH OH H H
VII-13-§ Pr * H * Et H CH;, OH OH H H
*R* and R™® joined together by (CH,); to form five-membered ring.
Table VIII-14.
Ne R R R™ R” R* R° R’ X Y R R
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Ne R! R R* R® R* R° R X Y R R

VIII-14-1 Bu H H H Et H CH; OH OH H H
VII-142 ‘Bu H H CH; Et H CH; OH OH H H
VIII-14-3 ‘Bu H H  CH(CHi) ErE H CH; OH OH H H

VII-144 ‘Bu H H CHCH(CHs, Et H CH; OH OH H H
VII-145 ‘Bu H H  CHPh Bt H CH, OH OH H H
VIII-146 Bu H H CHyindol3-yl Et H CH; OH OH H H
VIII-14-7 Bu H H CHCHSCH; Et H CH; OH OH H H

VII-14-8 By  * H = Ft H CH; OH OH H H

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

Table VIII-15.

Ne R'" R* R™ R® R" ¥ R* X Y R &
VIII-15-1 Ph H H H Et H CH, OH OH H H
VHI-15-2 Ph H H CH; Et H CH; OH OH H H
VII-15-3 Ph H H  CH(CHs), Et H CH;, OH OH H H

VIII-15-4 Ph H H CH,CH(CHs;), Et H CH; OH OH H H
VIII-15-5 Ph H H CH,Ph Et H CH; OH OH H H
VIII-15-6 Ph H H  CHj-indol-3-yl Et H CH; OH OH H H
VII-157 Ph H H CH,CH,SCH; Et H CH; OH OH H H

VIIl-15-8 Ph * H % Et H CH; OH OH H H

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

Table VIII-16.
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Ne R' R* R*™ R® R" " R®® X Y R R
VIII-16-1 p-Me-Ph H H H Et H CH, OH OH H H
VII-16-2 p-Me-Ph H H CH; Et H CH: OH OH H H
VII-16-3 p-Me-Ph H H  CH(CHs), Et H CH; OH OH H H
VIII-16-4 p-Me-Ph H H CH,CH(CH;), Et H CH; OH OH H H
VIII-16-5 p-Me-Ph H H CHyPh Et H CH; OH OH H H
VIE-16-6 p-Me-Ph H H CHyindol-3-yl Et H CH; OH OH H H
VIII-16-7 p-Me-Ph H H CHCH,SCH; Et H CH; OH OH H H
VIII-16-8 p-Me-Ph * H * Et H CH, OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VIII-17.

Ne R R> R™ RP R" ¥ R® X Y R R

VII-17-1 p-F-Ph H H H Et H CH; OH OH H H

VIII-17-2 p-F-Ph H H CH; Et H CH; OH OH H H

VII-17-3 p-F-Ph H H CH(CH:), Et H CH; OH OH H H

VIII-17-4 p-F-Ph H H CHCH(CH;, Bt H CH; OH OH H H

VOI-17-5 p-F-Ph H H CHyPh Et H CH; OH OH H H

VIII-17-6 p-F-Ph H H CHpindol-3-yl Et H CH; OH OH H H

VIII-17-7 p-F-Ph H H CHCH,SCH; Bt H CH; OH OH H H

VII-17-8 p-F-Ph * H * Et H CH, OH OH H H

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

Table VII-18.
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Ne R’ Rz R*® R R" "R R® X Y R R
VHOI-18-1 p-CI-Ph H H H Et H CH; OH OH H H
VIII-18-2 p-CI-Ph H H CH; Et H CH, OH OH H H
VIII-18-3 p-Cl-Ph H H CH(CH;), Et H CH, OH OH H H

VIII-18-4 p-Cl-Ph H H CH,CH(CHs) Et H CH; OH OH H H
VII-18-5 p-Cl-Ph H H CH,Ph Et H CH; OH OH H H
VIIi-18-6 p-Cl-Ph H H CHyindol-3-yf Et H CH;, OH OH H H
VII-18-7 p-CI-Ph H H CH,CH,SCH; Et H CH; OH OH H H

viii-18-8 p-Cl-ph * H * Et H CH; OH OH H H

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

Table VIII-19.

Ne R’ R° R*® R® R* R® R® X Y R R
VII-19-1 p-Br-Ph H H H Et H CH, OH OH H H
VIII-19-2 p-Br-Ph H H CH;, Et H CH; OH OH H H
VIII-19-3 p-Br-Ph H H CH(CH;), Et H CH; OH OH H H

VIII-19-4 p-Br-Ph H H CH,CH(CH;», Et H CH; OH OH H H
VIII-19-5 p-Br-Ph H H CHyPh Et H CHs; OH OH H H
VIII-19-6 p-Br-Ph H H  CHp-indol-3-yl Et H CH; OH OH H H
Viil-19-7 p-Br-Ph H H CHCH,SCH; Et H CH; OH OH H H

VIiI-19-8 p-Br-Ph * H * Et H CHs OH OH H H

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

Table VIII-20.
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Ne R’ R’ R® RP R* " ® X Y R R
VIII-20-1 p-I-Ph H H H Et H CH; OH OH H H
VII-20-2 p-]-Ph H H CH; Et H CH; OH OH H H
VITI-20-3 p-I-Ph H H  CH(CHs) Et H CH; OH OH H H
VIN-20-4 p-I-Ph H H CH,CH(CH;), Et H CH; OH OH H H
VIII-20-5 p-I-Ph H H CH,Ph Et H CH;, OH OH H H
VII-20-6 p-I-Ph H H CHyindol-3-yl Bt H CH; OH OH H H
VIII-20-7 p-I-Ph H H CHCH,SCH; Et H CH;, OH OH H H
VII-20-8 p-l-Ph * H * Et H CH, OH OH H H
*R* and R°® joined together by (CH,)s to form five-membered ring.

Table VIII-21.

Ne R" R’ R® R® R" * R* X Y R K
VII-21-1 CH; H H H Pr H CH; OH OH H H
VIII-21-2 CH;, H H CH; Pr H CH; OH OH H H
VIII-21-3 CH; H H CH(CHy), Pr H CH; OH OH H H
VIII-21-44 CH; H H CH,CH(CH;, Pr H CH, OH OH H H
VIII-21-5 CH; H H CH,Ph Pr H CH, OH OH H H
VIII-21-6 CH; H H CHyindol-3-yl Pr H CH; OH OH H H
VIII-21-7 CH; H H CHCH,SCH, Pr H CH, OH OH H H
VIII-21-8 CH; * H * Pr H CH; OH OH H H
*R” and R™ joined together by (CH,); to form five-membered ring.

Table VIII-22.

Ne R" R’ R®™ R R" ”" R X Y R R
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Ne R' RT R®™ R® R" "R R® X Y R K
VIII-22-1 Bt H H H Pr H CH; OH OH H H
VIII-22-2 Bt H H CH; Pr H CH; OH OH H H
VIII-22-3 Et H H CH(CH:), Pr H CH; OH OH H H
VIII-224 Bt H H CH,CH(CH;), ‘Pr H CH; OH OH H H
VII-22-5 Et H H CHPh Pr H CH. OH OH H H
VII-22-6 Bt H H CHpindol-3-yl Pr H CH; OH OH H H
VII-22-7 Bt H H CHCH,SCH: Pr H CH; OH OH H H
VIII-22-8 Et * H * Pr H CH; OH OH H H
*R” and R™ joined together by (CHa)s to form five-membered ring.

Table VIII-23.

Ne R' R* R® R® R " * X Y R R
VII-23-1 '’r H H H ’r H CH; OH OH H H
VII-23-2 ‘Pr H H CHs r H CH; OH OH H H
VII-23-3 'Pr H H CH(CHs), r H CH; OH OH H H

VII-23-4 Pr H H CHCH(CHy), Pr H CH; OH OH H H
VIII-23-5 Pr H H CHPh Pr H CH; OH OH H H
VIII-23-6 Pr H H CHyindol3-yl Pr H CH, OH OH H H
VII-23-7 Pr H H CHCH,SCH; Pr H CH, OH OH H H

VIII-23-8 Py * H * r H CH; OH OH H H

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

Table VIII-24.

No R' R*> R*® R® R* "R * X Y R R
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Ne R R R® R® RF- " R®* X Y R R
VII-24-1 Bu H H H Pr H CH, OH OH H H
VII-242 ‘Bu H H CH; Pr H CH; OH OH H H
VIII-24-3 ‘Bu H H  CH(CHs), Pt H CH, OH OH H H
VIII-24-4 Bu H H CHCH(CH;, Pr H CH; OH OH H H
VIII-24-5 Bu H H CH,Ph Pr H CH; OH OH H H
VIII-24-6 ‘Bu H H CHp-indol3-yl Pr H CH; OH OH H H
VIII-24-7 Bu H H CH,CH,SCH; Pr H CH; OH OH H H
VIII-24-8 By * H * Pr H CH; OH OH H H
*R* and R’ joined together by (CH,)s to form five-membered ring.

Table VIII-25.

Ne R" R* R® R® R " R® X Y R R
VIII-25-1 Ph H H H Pr H CH;, OH OH H H
VIII-25-2 Ph H H CH; r H CH, OH OH H H
VIII-25-3 Ph H H  CH(CH) Pr H CH; OH OH H H
VIII-25-4 Ph H H CH,CH(CH;, Pr H CH; OH OH H H
VIII-25-5 Ph H H CH.Ph Pr H CHs OH OH H H
VII-25-6 Ph H H CHypindol3-yt Pr H CH; OH OH H H
VIII-25-7 Ph H H CH,CHSCH; Pr H CH; OH OH H H
VIII-25-8 Ph * H * Pr H CH; OH OH H H

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

Table VII-26.
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Ne R R® R* R” R R R®* X Y R R
VIII-26-1 p-Me-Ph H H H Pr H CH; OH OH H H
VIII-26-2 p-Me-Ph H H CH, Pr H CH, OH OH H H
VII-26-3 p-Me-Ph H H  CH(CHa), Pr H CH, OH OH H H
VIII-26-4 p-Me-Ph H H CHCH(CHs), Pr H CH; OH OH H H
VIII-26-5 p-Me-Ph H H CH:Ph Pr H CH; OH OH H H
VIII-26-6 p-Me-Ph H H  CHpindol-3-yl Pr H CH; OH OH H H
VHII-26-7 p-Me-Ph H H CHCH,SCH; Pr H CH; OH OH H H
VIII-26-8 p-Me-Ph * H * Pr H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VIII-27.

Ne R' R*> R™ RP R" " R® X Y R R

VII-27-1 p-F-Ph H H H Pr H CH; OH OH H H

VII-27-2 p-F-Ph H H CH; Pr H CH;, OH OH H H

VII-27-3 p-F-Ph H H CH(CH;) Pr H CH; OH OH H H

VIII-27-4 p-F-Ph H H CHCH(CH;; Pr H CH; OH OH H H

VII-27-5 p-F-Ph H H CHPh Pr H CH; OH OH H H

VIN-27-6 p-F-Ph H H CHyindol-3-yl Pr H CH; OH OH H H

VIII-27-7 p-F-Ph H H CH,CHSCH; Pr H CH; OH OH H H

Vi-27-8 p-F-Ph * H * Pr H CH; OH OH H H

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

Table VIII-28.
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Ne R R* R™ R® R" © R® X Y R R
VIII-30-1 p-I-Ph H H H Pr H CH; OH OH H H
VIII-30-2 p-I-Ph H H CH; Pr H CH; OH OH H H
VIII-30-3 p-I-Ph H H  CH(CHj), Pr H CH; OH OH H H
VIII-30-4 p-I-Ph H H CHCH(CHs), Pr H CH; OH OH H H
VIII-30-5 p-]-Ph H H CHpPh Pr H CH, OH OH H H
VIII-30-6 p-I-Ph H H CHpindol-3-yl Pr H CH; OH OH H H
VIII-30-7 p-l-Ph H H CHCH,SCH; Pr H CH; OH OH H H
VIII-30-8 p-I-Ph * H * Pt H CH, OH OH H H
*R* and R joined together by (CH;); to form five-membered ring.

Téble VIII-31.

Ne R R* R® R® R® RPR* X Y R R
VIll-31-1 CH; H H H "Bu H CH; OH OH H H
VIII—3‘1—2 CH; H H CH; "Bu H CH; OH OH H H
VIII-31-3 CH; H H CH(CHy), "Bu H CH; OH OH H H
VIII-31-4 CH; H H CH,CH(CH;), "Bu H CH; OH OH H H
VIII-31-5 CH; H H CH,Ph "Bu H CH, OH OH H H
VIII-31-6 CH; H H CHpindol-3-yl "Bu H CH; OH OH H H
VIII-31-7 CH; H H CH,CH,SCH; "Bu H CH; OH OH H H
VII-31-8 CH, * H * "Bu H CH; OH OH H H

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

Table VIII-32.
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Ne R' R R*® R” R "R’ R® X Y R R
VIII-28-1 p-CI-Ph H H H Pr H CH; OH OH H H
VIII-28-2 p-Cl-Ph H H CH; Pr H CH; OH OH H H
VIII-28-3 p-Cl-Ph H H  CH(CH:) Pr H CH;, OH OH H H
VIII-28-4 p-Cl-Ph H H CHCH(CHs), Pr H CH; OH OH H H
VIII-28-5 p-Cl-Ph H H CHyPh Pr H CH; OH OH H H
VII-28-6 p-Cl-Ph H H CHyindol-3-yl Pr H CH; OH OH H H
VIII-28-7 p-Cl-Ph H H CH,CH,SCH; Pr H CH; OH OH H H
VIiI-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 VIII-29.

Ne R’ R® R® R” R" "R R’® X Y R R
VII-29-1 p-Br-Ph H H H Pr H CH, OH OH H H
VII-29-2 p-Br-Ph H H CH; Pr H CH; OH OH H H
VIII-29-3 p-Br-Ph H H  CH(CH), Pr H CH;, OH OH H H
VIII-29-4 p-Br-Ph H H CH,CH(CH;), Pr H CH; OH OH H H
VIII-29-5 p-Br-Ph H H CHPh Pr H CH; OH OH H H
VII-29-6 p-Br-Ph H H CHyindol-3-yl Pr H CH; OH OH H H
VIII-29-7 p-Br-Ph H H CH,CH,SCH; Pr H CH; OH OH H H
VIII-29-8 p-Br-Ph * H * Pr H CH; OH OH H H

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

Table VIII-30.
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Ne R" R® R*® R® R" R R® X Y R K
VIII-32-1 Et H H H "Bu H CH; OH OH H H
VII-32-2 Et H H CH; "Bu H CH; OH OH H H
VII-32-3 Et H H CH(CH:), "Bu H CH; OH OH H H
VII-32-4 Bt H H CHCH(CH:); "Bu H CH; OH OH H H
VIII-32-5 Et H H CHPh "Bu H CH; OH OH H H
VIII-32-6 Et H H CHj-indol-3-yl "By H CH; OH OH H H
VIII-32-7 Et H H CHCH,SCH; "Bu H CH; OH OH H H
VII-32-8 Et * H * "Bu H CHy OH OH H H
*R” and R joined together by (CH»); to form five-membered ring.

Table VIII-33.

Ne R" R* R® R R" R " X Y R R
VII-33-1 Pr H H H "Bu H CH; OH OH H H
VIII-33-2 Pr H H CH; "Bu H CH; OH OH H H
VIII-33-3 Pr H H CH(CHs), "By H CH; OH OH H H
VIIN-33-4 Pr H H CH,CH(CH;, "Bu H CH; OH OH H H
VIII-33-5 Pr H H CH,Ph "Bu H CH; OH OH H H
VIII-33-6 Pr H H CHpindol-3-yl "By H CH; OH OH H H
VII-33-7 Pr H H CHCH,SCH; "Bu H CH; OH OH H H
VII-33-8 Pr * H * "By H CH, OH OH H H

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

Table VIII-34.
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Ne R' R* R*® R® R* RR R X Y R R
VII-34-1 ‘Bu H H H "By H CH; OH OH H H
VII-34-2 Bu H H CH; "Bu H CH; OH OH H H
VIII-34-3 ‘Bu H H CH(CH:), "Bu H CH;, OH OH H H
VII-34-4 Bu H H CHCH(CHy), "Bu H CH; OH OH H H
VIII-34-5 ‘Bu H H CHsPh "Bu H CH; OH OH H H
VIII-34-6 ‘Bu H H  CHyindol-3-yl "Bu H CH; OH OH H H
VII-34-7 ‘Bu H H CHCH,SCH; "™Bu H CH; OH OH H H
VIII-34-8 Bu * H * "Bu H CH; OH OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table VIII-35.

Ne R' R® R® R® R" R R X Y R R
VIII-35-1 Ph H H H "Bu H CH; OH OH H H
VIII-35-2 Ph H H CH; "Bu H CH; OH OH H H
VIII-35-3 Ph H H  CH(CH:), "Bu H CH; OH OH H H
VII-35-4 Ph H H CHCH(CH), "Bu H CH; OH OH H H
VIII-35-5 Ph H H CH.Ph "Bu H CH; OH OH H H
VIII-35-6 Ph H H  CHindol-3-yl "Bu H CH; OH OH H H
VIII-35-7 Ph H H CH,CH,SCH, "Bu H CH; OH OH H H
VII-35-8 Ph * H * "Bu H CH; OH OH H H

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

Table VIII-36.
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Ne R' R* R® R” R® RP R® X Y R R
VII-36-1 p-Me-Ph H H H "Bu H CH; OH OH H H
VIIE362 p-Me-Ph H H CH, "Bu H CH; OH OH H H
VII-36-3 p-Me-Ph H H  CH(CHs), "Bu H CH; OH OH H H
VII-36-4 p-Me-Ph H H CHCH(CH;), "Bu H CH; OH OH H H
VIII-36-5 p-Me-Ph H H  CHyPh "Bu H CH; OH OH H H
VIII-36-6 p-Me-Ph H H  CHpindol-3-yl "Bu H CH; OH OH H H
VII-36-7 p-Me-Ph H H CHCHSCH; "Bu H CH; OH OH H H
VIII-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 VIII-37.

Ne R' R® R™ R® R R R® X Y R R

VII-37-1 p-F-Ph H H H "Bu H CH; OH OH H H

VIII-37-2 p-F-Ph H H CH; "Bu H CH; OH OH H H

VIII-37-3 p-F-Ph H H CH(CH;) "Bu H CH; OH OH H H

VII-37-4 p-F-Ph H H CHCH(CH;), "Bu H CH; OH OH H H

VII-37-5 p-F-Ph H H CHPh "Bu H CH; OH OH H H

VIII-37-6 p-F-Ph H H  Clj-indol-3-yl "By H CH; OH OH H H

VII-37-7 p-F-Ph H H CHCHSCH; "Bu H CH; OH OH H H

VIII-37-8 p-F-Ph * H * "Bu H CH; OH OH H H

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

Table VIII-38.
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Ne R’ R’ R™ R” R" RR R X Y R R
VII-38-1 p-Cl-Ph H H H "Bu H CH; OH OH H H
VIII-38-2 p-CI-Ph H H CH; "Bu H CH; OH OH H H
VIII-38-3 p-Cl-Ph H H  CH(CH3), "Bu H CH; OH OH H H

VHI-38-4 p-Cl-Ph H H CH,CH(CH;), "Bu H CH; OH OH H H
VIII-38-5 p-Cl-Ph H H CH,Ph "Bu H CH; OH OH H H
VII-38-6 p-Cl-Ph H H  CHp-indol-3-yl "Bu H CH; OH OH H H
VII-38-7 p-Cl-Ph H H CH;CH,SCH: "Bu H CH; OH OH H H

VIII-38-8 p-Cl-Ph * H * "Bu H CH; OH OH H H

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

Table VIII-39.

Ne Rl R R* R” RN R R X Y R K
VIII-391 p-Br-Ph H H H "Bu H CH, OH OH H H
VII-39-2 p-Br-Ph H H CH; "By H CH; OH OH H H
VIII-39-3 p-Br-Ph H H CH(CH), "By H CH; OH OH H H

VIII-39-4 p-Br-Ph H H CH,CH(CH3;), "Bu H CH; OH OH H H
VIII-39-5 p-Br-Ph H H CH;Ph "Bu H CH; OH OH H H
VIII-39-6 p-Br-Ph H H  CHp-indol-3-yl "Bu H CH; OH OH H H
VII-39-7 p-Br-Ph H H CH,CH,SCH; "Bu H CH; OH OH H H

VIII-39-8 p-Br-Ph * H * "Bu H CH; OH OH H H

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

Table VIII-40.
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Ne R' R* R™ R” R R® R® X Y R K
VIII-40-1 p-I-Ph H H H "Bu H CH; OH OH H H
VIII-40-2 p-I-Ph H H CHs "Bu H CH; OH OH H H
VIII-40-3 p-I-Ph H H  CH(CHs), "Bu H CH; OH OH H H
VIII-40-4 p-1-Ph H H  CHCH(CHs), "Bu H CH; OH OH H H
VIII-40-5 p-I-Ph H H CHPh "Bu H CH; OH OH H H
VilI-40-6 p-I-Ph H H  CH-indol-3-yl "Bu H CH; OH OH H H
Vill-40-7 p-I-Ph H H  CH,CH,SCH; "Bu H CH; OH OH H H
VIII-40-8 p-I-Ph * H * "Bu H CH; OH OH H H
*R? and R’ joined together by (CH,); to form five-membered ring.

Table ViII-4 1.

Ne R™ R’ R* R” R ¥ R X Y R R
ViIl-41-1 CH; H H H Bz H CH; OH OH H H
VIiIl-41-2 CH; H H CH; BZ’ H CH; OH OH H H
VIII-41-3 CH; H H CH(CH;), Bz H CH; OH OH H H
VIiil-41-4 CH; H H CH,CH(CHs), Bz H CH: OH OH H H
VIIi-41-5 CH; H H CHyPh Bz H CH; OH OH H H
VIiI-41-6 CH; H H CHpindol-3-yI Bz H CH; OH OH H H
vii-41-7 CH; H H CH)CH,SCH; Bz H CH; OH OH H H
VIiii-41-8 CH; * H * Bz H CH; OH OH H H

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

Table VIII-42.
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Ne R" R® R*" R” R" R R* X Y R F
VIil-42-1 Et H H H Bz H CH; OH OH H H
VIIE-42-2 Et H H CH; Bz H CH; OH OH H H
VIIi-42-3 Et H H CH(CHs), Bz H CH; OH OH H H
VIIi-42-4 Et H H CHCH(CHs;), Bz H CH; OH OH H H
VIii-42-5 Et H H CH,Ph Bz H CHy OH OH H H
VIIi-42-6 Et H H CHj-indol-3-yl Bz H CH; OH OH H H
Viii-42-7 Bt H H CH,CH,SCH; Bz H CH; OH OH H H
VII-42-8 Et * H * Bz H CH; OH OH H H
*R? and R’" joined together by (CH,); to form five-membered ring.
Table VIII-43.
Ne R' R® R* R™ R" " R® X vy R F
VIII43-1 Pr H H H Bz H CH; OH OH H H
VII-43-2 Pr H H CH; Bz H CH; OH OH H H
VII-43-3 Pr H H CH(CH), Bz H CH; OH OH H H
VHI-43-4 Py H H CHCH(CH;), Bz H CH; OH OH H H
VIII-43-5 Pr H H CH,Ph Bz H CH; OH OH H H
VIIi-43-6 Pr H H CH-indol-3-yt Bz H CH; OH OH H H
VHI-43-7 Pr H H CH,CH,SCH; Bz H CH; OH OH H H
VIII-43-8 Pr * H * Bz H CH; OH OH H H

*R* and
R* joined together by (CH,); to form five-membered ring.
Table V111-44.
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Ne R" R* R® R” R"m R R®* X Y R R
VIII-44-1 Bu H H H Bz H CH; OH OH H H
VIII-44-2 ‘Bu H H CH; Bz H CH, OH OH H H
VIII-44-3 ‘Bu H H CH(CH,), Bz H CH; OH OH H H
VIIl-44-4 By H H CH,CH(CH;» Bz H CH; OH OH H H
VIII-44-5 By H H CHPh Bz H CH, OH OH H H
VIII-44-6 By H H CHp-indol3-yl Bz H CH; OH OH H H
VIII-44-7 ‘Bu H H CH,CH,SCH; Bz H CH; OH OH H H
VIII-44-8 Bu * H * Bz H CH; OH OH H H
*R” and R joined together by (CH,)3 to form five-membered ring.

Table VIII-45.

Ne R' R* R® R® R" "R R X Y R R
VIII-45-1 Ph H H H Bz H CH; OH OH H H
VIII-452 Ph H H CH; Bz H CH; OH OH H H
VIII-45-3 Ph H H CH(CH:), Bz H CH; OH OH H H
VIIl-45-4 Ph H H CH,CH(CH;), Bz H CH; OH OH H H
VIII-45-5 Ph H H CH,Ph Bz H CH; OH OH H H
VIII-45-6 Ph H H CHpindol3-yl Bz H CH: OH OH H H
VII-45-7 Ph H H CH,CH,SCH; Bz H CH;, OH OH H H
VII-45-8 Ph * H * Bz H CH; OH OH H H

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

Table VIII-46.
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Ne R' R® R*® R” R R * X Y R R
VII-46-1 p-Me-Ph H H H Bz H CH; OH OH H H
VIII-46-2 p-Me-Ph H H  CHa Bz H CH; OH OH H H
VII-46-3 p-Me-Ph H H  CH(CH:): Bz H CH; OH OH H H
VIII-46-4 p-Me-Ph H H CH,CH(CH;)» Bz H CH; OH OH H H
VIII—46-5 p-Me-Ph H H  CH;Ph Bz H CH; OH OH H H
VIlI-46-6 p-Me-Ph H H  CHpindol-3-yl Bz H CH; OH OH H H
VII-46-7 p-Me-Ph H H CH,CH,SCH; Bz H CH; OH OH H H
VIII-46-8 p-Me-Ph * H * Bz H CH; OH OH H H
*R* and R’ joined together by (CH,)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 H H Bz H CH; OH OH H H
VIiI-47-2 p-F-Ph H H CH; Bz H CH: OH OH H H
VII-47-3 p-F-Ph H H  CH(CHa), Bz H CH; OH OH H H
VIli-47-4 p-F-Ph H H CHCH(CH;), Bz H CHs; OH OH H H
VIII-47-5 p-F-Ph H H CHPh Bz H CH; OH OH H H
VII-47-6 p-F-Ph H H  CHpindol-3-yl Bz H CH; OH OH H H
VHI-47-7 p-F-Ph H H CH)CH,SCH; Bz H CH; OH OH H H
VHI-47-8 p-F-Ph * H * Bz H CH; OH OH H H

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

Table VIII-48.
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Ne R’ R® R®™ RP R" ”F R® X Y R R
VIII-48-1 p-Cl-Ph H H H Bz H CH; OH OH H H
VIII-48-2 p-CI-Ph H H CH; Bz H CH;, OH OH H H
VIII-48-3 p-CI-Ph H H  CH(CHs), Bz H CH;, OH OH H H
VIII-48-4 p-Cl-Ph H H CH,CH(CHs;, Bz H CH; OH OH H H
VIII-48-5 p-CI-Ph H H CHyPh Bz H CH; OH OH H H
VIII-48-6 p-Cl-Ph H H CHy-indol3-yl Bz H CH; OH OH H H
VIII-48-7 p-CI-Ph H H CHCHSCH; Bz H CH; OH OH H H
VIII-48-8 p-CI-Ph * H * Bz H CH; OH OH H H
*R* and R’® joined together by (CH,); to form five-membered ring.

Table VIII-49.

Ne R R’ R* R® R" "R R® X Y R R
VII-49-1 p-Br-Ph H H H Bz H CH; OH OH H H
VIII-49-2 p-Br-Ph H H CH; Bz H CH;, OH OH H H
VIII-49-3 p-Br-Pﬁ H H CH(CHy), Bz H CH; OH OH H H
VIII-49-4 p-Br-Ph H H CHCH(CH), Bz H CH; OH OH H H
VIII-49-5 p-Br-Ph H H CH;Ph Bz H CH; OH OH H H
VIII-49-6 p-Br-Ph H H CHyindol-3-yl Bz H CH; OH OH H H
VIII-49-7 p-Br-Ph H H CHCH,SCH; Bz H CH; OH OH H H
VIII-49-8 p-Br-Ph * H * Bz H CH; OH OH H H

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

Table VIII-50.
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Ne R! R R* R® R* R " X Y R R
VIII-506-1 p—I-Ph, H H H Bz H CH; OH OH H H
VIII-50-2 p-1-Ph H H CH; Bz H CH; OH OH H H
VII-50-3 p-I-Ph H H  CH(CHs) Bz H CH; OH OH H H
VII1-50-4 p—I—Ph H H CH,CH(CH;); Bz H CHy OH OH H H
VII-50-5 p-I-Ph H H CH,Ph Bz H CH; OH OH H H
VIHI-50-6 p-I-Ph H H CHindol-3-yl Bz H CH; OH OH H H
VIHI-50-7 p-I-Ph H H CHXCH,SCH: Bz H CH; OH OH H H
VIII-50-8 p-I—Ph * H * Bz H CH; OH OH H H
*R* and R°” joined together by (CH,); to form five-membered ring.
@]

X
Table IX-1.
Ne R' R R® R® RY R ®* XY R R
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Ne R'" R R* R R* RP R XY R R
IX-1-1 CH; H H H CH; H CH; F OH H H
IX-1i2 CH; H H CH; CH; H CH; F OH H H
IX-1-3 CH; H H CH(CHs), CH; H CH; F OH H H
IX-1-4 CH; H H CH)CH(CH:), CH; H CH; F OH H H
IX-1-s CH; H H CHyPh CH; H CH; F OH H H
IX-1-6 CH; H H CHpindol-3-yl CH; H CH; F OH H H
IX-1-7 CH; H H CHXCH,SCH, CH; H CH; F OH H H
IX-1-8§ CH; * H * CH; H CH; F OH H H
*R” and R™ joined together by (CH,); to form five-membered ring.
Table IX-2.

No R' R* R® R R" R R® XY R R
IX-2-1 Et H H H CH; H CH; F OH H H
IX-2-2 Et H H CH; CH; H CH; F OH H H
IX-2-3 Et H H CH(CHs) CH; H CH; F OH H H
IX-2-4 Et H H CH,CH(CH;), CH; H CH; F OH H H
IX-2-5 Et H H CHyPh CHs H CH; F OH H H
IX-2<6 Et H H CHjindol-3-yf CH; H CH; F OH H H
IX-2-7 Et H H CH)CH,SCH;, CH; H CH; F OH H H
IX-2-8 Et * H * CH; H CH; F OH H H
*R” and R™ joined together by (CHy)3 to form five-membered ring.
Table IX-3.

Ne R R R R R" R R® X Y R R
IX-3-1 Pr H H H CH; H CH; F OH H H
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Ne RV RE R® R® R* RP R® X Y R R
IX-32 Pr H H CH; CH; H CH; F OH H H

IX-3-3 Pr H H CH(CHy), CH, H CH; F OH H H
IX-34 Pr H H CHCH(CH;, CH; H CH; F OH H H
IX-3-5 Pr H H CHPh CH, H CH;, F OH H H
IX-3-6 Pr H H CHpindol-3-yl CH; H CH; F OH H H
IX-3-7 Pr H H CH,CH,SCH; CH; H CH; F OH H H

IX-3-8 Pr * H * CH. H CH, F OH H H

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

Table IX-4.

Ne R' R* R*™ R® R® R R® X Y R R
IX41 Bu H H H CH; H CH; F OH H H
IX42 Bu H H CH; CH; H CH; F OH H H
IX-4-3 '‘Bu H H CH(CH;), CH; H CH; F OH H H

IX4-4 Bu H H CH,CH(CH;, CH; H CH; F OH H H
IX-4-5 Bu H H CH,Ph CH; H CH; F OH H H
IX-4-6 Bu H H CHp-indol-3-yl CH; H CH; F OH H H
IX-4-7 Bu H H CHCH,SCH; CH; H CH; F OH H H

IX48 ‘Bu * H * CH, H CH; F OH H H

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

Table IX-5.

Ne R R* R® R® R® R R® XY R K
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Ne R' R* R®™ R® R* R R* X Y R R
IX-5-1 Ph H H H CH, H CH;, F OH H H
IX-52 Ph H H CH; CH; H CH, F OH H H
IX-5-3 Ph H H CH(CHi), CH; H CH, F OH H H
IX-5<4 Ph H H CHCH(CH;), CH; H CH; F OH H H
IX-5-5 Ph H H CH,Ph CH, H CH, F OH H H
IX-56 Ph H H Cl-indol-3-yl CH; H CH;, F OH H H
IX-57 Ph H H CHCH,SCH; CH; H CH; F OH H H
IX-58 Ph * H * CH; H CH, F OH H H

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

Table IX-6.

Ne R R® R™ R R" RR R X Y R R
IX-6-1 p-Me-Ph H H H CH;, H CH; F OH H H
IX-62 p-Me-Ph H H CH; CH, H CH, F OH H H
IX-6-3 p-Me-Ph H H  CH(CHy) CH, H CH; F OH H H
IX-6-4 p-Me-Ph H H CHCHCH;, CH; H CH; F OH H H
IX-6-5 p-Me-Ph H H CILPh CH; H CH; F OH H H
IX-6-6 p-Me-Ph H H  CHindol-3-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.
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Ne R’ R° R® R® R* R R® X Y R R
IX-7-1 p-F-Ph H H H CH; H CH; F OH H H
IX-72 p-F-Ph H H CH; CH, H CH; F OH H H
IX-7-3 p-F-Ph H H CH(CH), CH; H CH; F OH H H

i1X-74 p-F-Ph H H CHXCH(CHs;» CH; H CH; F OH H H
IX-7-6 p-F-Ph H H CH;Ph CH; H CH; F OH H H
IX-7-7 p-F-Ph H H CHpindol-3-yl CH; H CH; F OH H H
IX-78 p-F-Ph H H CHCH,SCH; CH; H CH; F OH H H

IX-7-20 p-F-Ph * H * CH; H CH; F OH H H

*R” and R® joined together by (CHa)3 to form five-membered ring.

Table IX-8.

Ne R R° R® R” R* RR R X Y R K
IX-81 p-Cl-Ph H H H ~ CH; H CH; F OH H H
IX-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

IX-84 p-CI-Ph H H CH,CH(CH;); CH; H CH; F OH H H
IX-8-5 p-Cl-Ph H H CHPh CH; H CH; F OH H H
IX-8-6 p-Cl-Ph H H CHpindol-3-yl CH; H CH; F OH H H
IX-8-7 p-Cl-Ph H H CH)CH,SCH; CH; H CH; F OH H H

IX-8-8 p-Cl-Ph * H * CH; H CH; F OH H H

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

Table IX-9,
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Ne R' R* R® R® R R R XY R R
IX-9-1 p-Br-Ph H H H CH; H CH; F OH H H
IX-9-2 p-Br-Ph H H CH; CH; H CH; F OH H H
IX-9-3 p-Br-Ph H H CH(CHs), CH; H CH; F OH H H
I1X-9-4 p-Br-Ph H H CHXCH(CHs), CH; H CH; F OH H H
IX-9-6 p-Br-Ph H H CH,Ph CH; H CH; F OH H H
IX-9-7 p-Br-Ph H H CHpindol-3-yl CH; H CH; F OH H H
1X-9-8 p-Br-Ph H H CH,CH,SCH; CH: H CH, F OH H H
IX-%-20 p-Br-Ph * H * CH; H CH; F OH H H
*R” and R™ joined together by (CH,); to form five-membered ring.

Table 1X-10.

Ne R’ R® R*® R® R* R R® XY R R
IX-10-1 p-I-Ph H H H CH; H CH; F OH H H
IX-10-2 p-I-Ph H H CH; CH; H CH; F OH H H
I1X-10-3 p-I-Ph H H  CH(CHs), CH, H CH; F OH H H
IX-10-4 p-I-Ph H H CHCH(CH;; CH; H CH; F OH H H
1X-10-5 p-I-Ph H H CHPh CH; H CH; F OH H H
IX-10-6 p-I-Ph H H CHyindol-3-yl CHs H CH; F OH H H
IX-10-7 p-I-Ph H H CH,CH,SCH; CH; H CH; F OH H H
1X-10-8 p-I-Ph * H * CH: H CH; F OH H H

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

Table IX-11.
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Ne R"  R* R™ R® R" R R® X Y R R
IX-11-1 CH, H H H Et H CH; F OH H H
IX-112 CH;, H H CH; Et H CH, F OH H H
IX-11-3 CH; H H CH(CHj), Et H CH;, F OH H H
IX-11-4 CH; H H CHCH(CH;), Et H CH, F OH H H
IX-11-5 CH; H H CH,Ph Et H CH, F OH H H
IX-11-6 CH; H H CHpindol-3-yl Bt H CH; F OH H H
IX-11-7 CH; H H CH,CH,SCH; Et H CH; F OH H H
IX-11-8 CH, * H * Et H CH; F OH H H

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

Table IX-12.

Ne R' R® R® R® R" " R®* X Yy R R
IX-12-1 Bt H H H Et H CH; F OH H H
IX-12-2 Et H H CH; Et H CH; F OH H H
IX-12-3 Et H H CH(CHs), Et H CH; F OH H H
IX-12-4 Bt H H CH,CH(CH)), Et H CH; F OH H H
IX-12-5 Et H H CHPh Et H CH;, F OH H H
IX-12-6 Et H H CHp-indol-3-yl Et H CHs F OH H H
IX-127 Bt H H CH,CH,SCH; Et H CH; F OH H H
IX-12-8 Et * H * Et 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" ® R® X Y R R
IX-13-1 Pr H H H Et H CH; F OH H H
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Ne R' R* R®™ R® R" R R* X Y R R
IX-132 Pr H H CH; Et H CH; F OH H H
IX-13-3 Pr H H CH(CHs), Et H CH; F OH H H
IX-13-4 Pr H H CH,CH(CH;), Bt H CH; F OH H H
IX-13-5 Pr H H CHyPh Et H CH; F OH H H
IX-13-6 Pr H H CHyindol-3-yl Bt H CH; F OH H H
IX-13-7 Pr H H CH,CH,SCH; Et H CH; F OH H H
IX-13-8 Pr * H * Et H CH; F OH H H

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

Table IX-14.

Ne R R R™® R R" R° R X Y R R
IX-141 Bu H H H Et H CH, F OH H H
IX-142 Bu H H CH; Et H CHy F OH H H
IX-14-3 ‘Bu H H CH(CHs) Bt H CH, F OH H H
IX-144 By H H CHCH(CH), E H CH; F OH H H
IX-14-5 ‘Bu H H CH,Ph Et H CH; F OH H H
IX-146 ‘Bu H H CHeindol3yl Bt H CH, F OH H H
IX-147 ‘Bu H H CHCHSCH; E H CH, F OH H H
IX-14-8 Bu * H = Bt H CH; F OH H H
*R* and R joined together by (CHa)s to form five-membered ring.

Table IX-15.

Ne R' R® R®* R® R" " R®* X Y R R
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Ne R' R R™ R® R" ¥R R®* X Y R R
IX-151 Ph H H H Et H CH; F OH H H
IX-152 Ph H H CH; Et H CH; F OH H H
IX-15-3 Ph H H CH(CHy), Et H CH; F OH H H
IX-15-4 Ph H H CH,CH(CH;, Et H CH; F OH H H
IX-15-5 Ph H H CHypPh Et H CH; F OH H H
IX-15-6 Ph H H CHpyindol-3-yl Et H CH; F OH H H
IX-157 Ph H H CH,CH,SCH; Et H CH, F OH H H
IX-158 Ph * H * Et H CH; F OH H H

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

Table IX-16.

Ne R’ R° R*® R” R* ¥R R® X Y R R
IX-16-1 p-Me-Ph H H H Et H CH, F OH H H
IX-162 p-Me-Ph H H CH; Et H CH, F OH H H
IX-16-3 p-Me-Ph H H  CH(CHy), Et H CH, F OH H H
IX-16-4 p-Me-Ph H H CH,CH(CHy), Et H CH, F OH H H
IX-16-5 p-Me-Ph H H CHPh Et H CH;, F OH H H
IX-16-6 p-Me-Ph H H CHyindol-3-yl Bt H CH; F OH H H
IX-16-7 p-Me-Ph H H CH,CH,SCH, Et H CH; F OH H H
IX-16-8 p-Me-Ph * H * Et H CH; F OH H H

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

Table IX-17.
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R;?a R3b

Ne R R R" " R®* X Y R R
IX-17-1 p-F-Ph H H H Et 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; F OH H H
IX-17-4 p-F-Ph H H CHCH(CH;) Et H CH; F OH H H
IX-17-5 p-F-Ph H H CH,Ph Et H CH; F OH H H
IX-17-6 p-F-Ph H H CHpindel-3-yl Bt H CH; F OH H H
IX-17-7 p-F-Ph H H CHCH,SCH; Et H CH; F OH H H
IX-17-8 p-F-Ph * H * EFt H CH; F OH H H
*R* and R™ joined together by (CH)s to form five-membered ring.

Table IX-18.

Ne R' R° R*® R” R®" " R”®* X Y R R
IX-18-1 p-CI-Ph H H H Et H CH; F OH H H
IX-182 p-CI-Ph H H CH; Et H CHsy F OH H H
IX-18-3 p-Ci-Ph H H  CH(CH;), Et H CHs F OH H H
IX-184 p-C-Ph H H CH,CH(CH;, Et H CH; F OH H H
IX-185 p-Cl-Ph H H CHyPh Et H CH; F OH H H
IX-18-6 p-CI-Ph H H CH,-indol-3-yl Bt H CH; F OH H H
IX-18-7 p-Cl-Ph H H CH,CH,SCH; Et H CH; F OH H H
I1X-18-8 p-Cl-Ph * H ¥ Et H CH; F OH H H

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

Table IX-19.
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Ne R’ R* R™ R R" R R® X Y R K
1X-19-1 "p-Br-Ph H H H Et H CH; F OH H H
IX-19-2 p-Br-Ph H H CH; 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 CHCH(CH;, Bt H CH, F OH H H
IX-19-5 p-Br-Ph H H CH,Ph Et H CH; F OH H H
1X-19-6 p-Br-Ph H H CHyindol-3-yl Et H CH; F OH H H
IX-19-7 p-Br-Ph H H CHCH,SCH; Et H CH; F OH H H
1X-19-8 p-Br-Ph * H * Et H CHy F OH H H
*R* and R joined together by (CH,); to form five-membered ring.

Table IX-20.

Ne R' R® R*® R R" R R® X Y R K
IX-26-1 p-I-Ph H H H Et H CH; F OH H H
IX-20-2 p-I-Ph H H CH; Et H CH; F OH H H
1X-20-3 p-I-Ph H H  CH(CHy), Et H CH; F OH H H
IX-20-4 p-1-Ph H H CH,CH(CH;); Et H CH; F OH H H
IX-20-5 p-I-Ph H H CHPh Et H CH; F OH H H
I1X-20-6 p-I-Ph H H CHy-indol-3-yl Et H CH; F OH H H
IX-20-7 p-]-Ph H H CH,CH,SCH; Et H CH; F OH H H
IX-20-8 p-I-Ph * H * Et H CH; F OH H H

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

Table IX-21.
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ool

Ne R" R’ R*® R” R* RF R®* X Y R R
IX-21-1 CH, H H H Pr H CH; F OH H H
IX-21-2 CH; H H CH; r H CH; F OH H H
IX-21-3 CH; H H CH(CH;), Pr H CH; F OH H H
IX21-4 CH;, H H CHXCH(CH;), Pr H CH; F OH H H
IX-21-5 CH; H H CHypPh Pr H CH; F OH H H
IX-21-6 CH; H H Clindol-3-yi Pr H CH; F OH H H
IX-21-7 CH; H H CH,CHSCH, Pr H CH; F OH H H
X218 CH; * H * Pr H CH; F OH H H

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

Table IX-22.

Ne RI R? R® R" R" " R®* X v R R
IX-22-1 Et H H H Pr H CH; F OH H H
IX-22-2 Et H H CH; Pr H CH; F OH H H
IX-22-3 Et H H CH(CHs), Pr H CH; F OH H H
IX-22-4 Bt H H CH,CH(CH;, Pr H CH; F OH H H
IX-22-5 Bt H H CH,Ph Pr H CH; F OH H H
IX-22-6 Et H H CHpindol-3-yl Pr H CH; F OH H H
IX-227 Bt H H CHCHSCH, Pr H CH; F OH H H
IX-22-8 Et * H * Pr H CH, F OH H H

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

Table IX-23.

Ne RT R*? R® R® R" R R® XY R R’
IX-23-1 Pr H H H Pr H CH; F OH H H
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Ne RT R* R® RP R" R R* X Y R K
IX-232 Pr H H CH, Pr H CH; F OH H H
IX-23-3 Pr H H CH(CH.), Pr H CH;, F OH H H
IX-23-4 Pr H H CH,CH(CH;), Pr H CH; F OH H H
IX-23-5 ‘Pr H H CHyPh Pr H CH; F OH H H
IX-23-6 Pr H H CHyindol-3-yl Pr H CH; F OH H H
IX-23-7 Pr H H CHCH,SCH; 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 (CHa)s to form five-membered ring.

Table IX-24.

Ne R' R* R*® R® R" ¥R R* X vy R R
IX-24-1 ‘Bu H H H Pr H CH; F OH H H
X242 Bu H H CH; Pr H CH; F OH H H
IX-24-3 ‘Bu H H CH(CH;), Pr H CH; F OH H H
IX-24-4 Bu H H CHCH(CH:, Pr H CH; F OH H H
IX-24-5 Bu H H CH,Ph Pr H CH; F OH H H
[X-24-6 Bu H H CHpindol3-y Pr H CH; F OH H H
IX-247 Bu H H CHCH,SCH; Pr H CH, F OH H H
IX-24-8 Bu * H * Pr H CH; F OH H H
*R* and R joined together by (CHa)s to form five-membered ring.
Table IX-25.

Ne R'" R’ R® R® R®" R R XY R R
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Ne R' R? R*® R® R* % R®* X Y R R°
IX-25-1 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;), r H CH: F OH H H
IX-25-4 Ph H H CH,CH(CHs), Pr H CH; F OH H H
IX-25-5 Ph H H CHyPh Pr H CH; F OH H H
IX-25-6 Ph H H CHyindol3-yl Pr H CH; F OH H H
IX-257 Ph H H CHCH,SCH; Pr H CH; F OH H H
IX-25-8 Ph * H * Pr H CH; F OH H H

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

Table IX-26.

Ne R’ R® R*® R” R®* " R X Y R R
IX-26-1 p-Me-Ph H H H Pr H CH, F OH H H
IX-26-2 p-Me-Ph H H CH; Pr H CH, F OH H H
IX-26-3 p-Me-Ph H H  CH(CHs), Pr H CH; F OH H H
IX-26-4 p-Me-Ph H H CH,CH(CHs), Pr H CH;, F OH H H
IX-26-5 p-Me-Ph H H CH,Ph Pr H CH;y F OH H H
IX-26-6 p-Me-Ph H H CHpindol-3-yl Pr H CH; F OH H H
IX-26-7 p-Me-Ph H H CH,CH,SCH; Pr H CH; F OH H H
IX-26-8 p-Me-Ph * H * Pr H CH; F OH H H

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

Table IX-27.
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Ne R R* R®™ R” R®* " R® X Y R R
IX-27-1 p-F-Ph H H H Pr H CH; 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(CHs) Pr H CH; F OH H H

IX-27-4 p-F-Ph H H CHCH(CH;, Pr H CH; F OH H H
IX-27-5 p-F-Ph H H CHPh Pr H CH; F OH H H
1X27-6 p-F-Ph H H CHyindol-3-yl Pr H CH; F OH H H
IX-27-7 p-F-Ph H H CHCH;SCH; Pr H CH; F OH H H

IX-27-8 p-F-Ph * H * Pr H CH; F OH H H

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

Table IX-28.

No R R® R*® R® R" " R® X Y R R
IX-28-1 p-Cl-Ph H H H Pr H CH; F OH H H
IX-282 p-Cl-Ph H H CH; Pr H CH; F OH H H
IX-28-3 p-Cl-Ph H H CH(CH;), Pr H CH; F OH H H

IX-284 p-Cl-Ph H H CHCH(CH;, Pr H CH; F OH H H
IX-28-5 p-Cl-Ph H H CH:Ph Pr H CH; F OH H H
IX-28-6 p-CI-Ph H H  CH,-indol-3-yt Pr H CH; F OH H H
IX-287 p-Cl-Ph H H CH,CH,SCH; 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 (CHy); to form five-membered ring.

Table IX-29.
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Ne R' R* R™ R® R* R® R® X Y R R
IX-29-1 p-Br-Ph H H H Pr H CH; F OH H H
IX-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;) Pr H CH, F OH H H
IX-29-4 p-Br-Ph H H CHCH(CHs, Pr H CHy F OH H H
IX-29-5 p-Br-Ph H H CHPh Pr H CH, F OH H H
1X-29-6 p-Br-Ph H H CHyindol-3-yt Pr H CHy F OH H H
IX-29-7 p-Br-Ph H H CHCHSCH; Pr H CHy F OH H H
1X-29-8 p-Br-Ph * H * Pr 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® X Y R R
IX-30-1 p-I-Ph H H Pr H CH; F OH H H
IX-30-2 p-I-Ph H H CH; Pr H CH; F OH H H
IX-30-3 p-I-Ph H H CH(CHs), Pt H CH; F OH H H
IX-30-4 p-I-Ph H CHCH(CH;), Pr H CH; F OH H H
IX-30-5 p-I-Ph H H CHyPh Pr H CH; F OH H H
1X-30-6 p-I-Ph H H CHypindol-3-yl Pr H CH; F OH H H
IX-30-7 p-1-Ph H CHCHSCH; Pr H CH; F OH H H
IX-30-8 p-I-Ph H * Pr H CH; F OH H H

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

Table IX-31.
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Ne R'" R* R® R”® R" R R® X Y R R
IX-31-1 CH, H H H "Bu H CH, F OH H H
IX-31-2 CH; H H CH; "Bu H CH; F OH H H
IX-31-3 CH; H H CH(CHy), "Bu H CH; F OH H H

1X-31-4 CH; H H CHCH(CH;), "Bu H CH; F OH H H
IX-31-s CH; H H CHPh "Bu H CH; F OH H H
IX-31-6 CH; H H CHindol-3-yl "Bu H CH; F OH H H
IX-31-7 CH; H H CH,CH,SCH; "Bu H CH; F OH H H

IX-31-8 CH;, * H * "Bu H CH; F OH H H

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

Table 1X-32.

Ne R' R® R* R” R" R R® X Y R F
IX-32-1 Bt H H H "Bu H CH; F OH H H
IX-322 Et H H CH; "Bu H CH; F OH H H
IX-32-3 Bt H H CH(CHy), "Bu H CH; F OH H H

IX-32-4 Et H H CHCH(CH;), "Bu H CH; F OH H H
IX-32-5 Et H H CHPh "Bu H CH; F OH H H
IX-32-6 Et H H CHyindol-3-yl "By H CH; F OH H H
IX-32-7 Et H H CH,CH,SCH; "Bu H CH; F OH H H

IX-32-8 Et * H * "Bu H CH; F OH H H

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

Table IX-33.
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Ne R" R* R*® R® R" R R® X vy R R
IX-33-1 Ppr H H H "Bu H CH; F OH H H
IX-332 Pr H H CH; "Bu H CH, F OH H H
IX-33-3 Pr H H CH(CHs), Bu H CH; F OH H H
IX-33-4 Pr H H CH,CH(CH;), ™u H CH; F OH H H
IX-33-5 Pr H H CHPh "By H CH; F OH H H
IX-33-6 Pr H H CHyindol3-yl "Bu H CH; F OH H H
IX-33-7 Pr H H CHCH,SCH; "Bu H CH; F OH H H
IX-33-8 Pr * H * "Bu H CH; F OH H H
*R* and R™ joined together by (CHa); to form five-membered ring.
Table IX-34.

Ne R" R* R® RP R" R R XY R R
IX-34-1 Bu H H H "Bu H CH; F OH H H
IX-342 Bu H H CH; "y H CH; F OH H H
IX-34-3 ‘Bu H H CH(CHs), "By H CH; F OH H H
IX-34-4 ‘Bu H H CH,CH(CH;), "Bu H CH; F OH H H
IX-34-5 Bu H H CHPh Bu H CH; F OH H H
IX-34-6 ‘Bu H H CHyindol-3-yl "Bu H CH; F OH H H
IX-34-7 ‘Bu H H CHCHSCH, "Bu H CH; F OH H H
IX-34-8 ‘Bu * H * "Bu H CH; F OH H H

*R* and R”" joined together by (CHz); to

Table IX-35.

2980901-1
362557.1
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Ne R R* R™ R® R®* R R® X Y R R
IX-35-1 Ph H H H "Bu H CH; F OH H H
IX-352 Ph H H CH; "Bu H CH; F OH H H
IX-353 Ph H H CH(CH,), "Bu H CH; F OH H H
IX-35-4 Ph H H CHCH(CH;);, "Bu H CH; F OH H H
IX-355 Ph H H CHPh "Bu H CH, F OH H H
IX-356 Ph H H CHpindol-3-yl "Bu H CH; F OH H H
IX-357 Ph H H CH,CH,SCH; "Bu H CH; F OH H H
IX-35-8 Ph * H * "Bu 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* XY R R
IX-36-1 p-Me-Ph H H H "Bu H CH; F OH H H
IX-36-2 p-Me-Ph H H CH; "Bu H CH; F OH H H
IX-36-3 p-Me-Ph H H CH(CHs), "Bu H CH; F OH H H
IX-36-4 p-Me-Ph H H CH,CH(CH;), "Bu H CH; F OH H H
IX-36-5 p-Me-Ph H H CHPh "Bu H CH; F OH H H
IX-36-6 p-Me-Ph H H  CHy-indol-3-yl "Bu H CH, F OH H H
IX-36-7 p-Me-Ph H H CH,CH,SCH; "Bu H CH; F OH H H
IX-36-8 p-Me-Ph * H * "Bu H CH; F OH H H

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

Table IX-37.

2980901-1
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Ne R R® R*® R® R" R R® X Y R R
IX-37-1 p-F-Ph H H H "Bu H CH;, F OH H H
IX-37-2 p-F-Ph H H CH; "Bu H CH; F OH H H
IX-37-3 p-F-Ph H H CH(CH,), "Bu H CH;, F OH H H
IX-37-4 p-F-Ph H H CHCH(CH), "Bu H CH; F OH H H
IX-37-5 p-F-Ph H H CHPh "Bu H CH; F OH H H
IX-37-6 p-F-Ph H H CHy-indol-3-yl "Bu H CH; F OH H H
IX-37-7 p-F-Ph H H CHCHSCH; "Bu H CH; F OH H H
IX-37-8 p-F-Ph * H * "Bu H CH; F OH H H
*R* and R>” joined together by (CHa)s to form five-membered ring.

Table IX-38.

Ne R R> R® R® R" R R® X Y R K
IX-38-1 p-CI-Ph H H H "Bu H CH; F OH H H
IX-38-2 p-Cl-Ph H H CH; "Bu H CH; F OH H H
IX-38-3 p-Cl-Ph H H CH(CH,), "Bu H CH; F OH H H
IX-38-4 p-ClPh H H CHCH(CH:;), "Bu H CH; F OH H H
IX-38-5 p-Cl-Ph H H CH,Ph "Bu H CH;, F OH H H
IX-38-6 p-Cl-Ph H H CHpindol-3-yl "Bu H CH; F OH H H
IX-387 p-Cl-Ph H H CH,CH,SCH; "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,)s to form five-membered ring.

Table 1X-39.

2980901-1
362557.1
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Ne R’ R® R*® R” R®* R° R® X Y R R
IX-39-1 p-Br-Ph H H H "Bu H CH; F OH H H
IX-39-2 p-Br-Ph H H CH; "Bu H CH; F OH H H
IX-39-3 p-Br-Ph H H CH(CH;), "Bu 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 "Bu H CH; F OH H H
IX-39-6 p-Br-Ph H H CHyindol3-yl "Bu H CH; F OH H H
1X-39-7 p-Br-Ph H H CHCHSCH; "Bu H CH; F OH H H
IX-39-8 p-Br-Ph * H * "Bu H CH; F OH H H
*R* and R’" joined together by (CH,)s to form five-membered ring.

Table IX-40.

Ne R’ R® R*® R® R" R R X Y R®
IX-40-1 p-I-Ph H H H "Bu H CH; F OH H
IX-40-2 p-I-Ph H H CH; "Bu H CH; F OH H
IX-40-3 p-I-Ph H H  CH(CHj), "Bu H CH; F OH H
IX-40-4 p-l-Ph H H CHCH(CH), "Bu H CH; F OH H
IX-40-5 p-I-Ph H H CH,Ph "Bu H CH; F OH H
IX-40-6 p-I-Ph H H  CHpindol-3-yl "By H CH; F OH H
IX-40-7 p-I-Ph H H CH,CH,SCH; "Bu H CH; F OH H
IX-40-8 p-I-Ph * H * "Bu H CH; F OH H

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

Table IX-41.

2980901-1
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Ne R' R* R® R® R®" ¥ R® X Y R K
IX-41-1 CH, H H H Bz H CH, F OH H H
IX-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-41-4 CH; H H CHCH(CH:;, Bz H CH;, F OH H H
IX-41-5 CH; H H CH)Ph Bz H CH; F OH H H
IX-41-6 CH; H H CHpindol3-yl Bz H CH; F OH H H
IX-41-7 CH; H H CH,CH,SCH; Bz H CH; F OH H H
IX-41-8 CH, * H * Bz H CH; F OH H H
*R* and R”® joined together by (CH,); to form five-membered ring.
Table IX-42.-

Ne R' R® R® R™ R" R®. R® X Y R Rf
IX-42-1 Et H H H Bz H CH, F OH H H
IX-42-2 Bt H H CH, Bz H CH, F OH H H
IX-42-3 Bt H H CH(CHj), Bz H CH; F OH H H
IX-42-44 Et H H CHCH(CH;), Bz H CH; F OH H H
IX-42-5 Et H H CH,Ph Bz H CH; F OH H H
IX-42-6 Et H H CHindol-3-yl Bz H CH;, F OH H H
IX-42-7 Bt H H CH,CHSCH; Bz H CH; F OH H H
IX-42-8 Bt * H * Bz H CH; F OH H H

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

Table IX-43.

2980901-1
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Ne R'" R* R® R® R* R R®* X Y R R
IX-43-1 Pr H H H Bz H CH;, ' OH H H
IX-432 P+ H H CH, 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 CH,CH(CHs, 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 CHpindol3-yl Bz H CH, F OH H H
IX43-7 Pr H H CH,CH,SCH; Bz H CH; F OH H H
IX-43-8 Pr * H * Bz H CH; F OH H H

*R? and R*®
joined together by (CHy)s to form five-membered ring.
Table 1X-44.
Ne R' R’ 1& R”" R" R R® X Y R F
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;), Bz H CH; F OH H H
IX-44-4 Bu H H CHCH(CH:, Bz H CH; F OH H H
IX-44-5 Bu H H CH,Ph Bz H CH, F OH H H
IX-44-6 ‘Bu H H CHpindol-3-yl Bz H CH; F OH H H
IX-44-7 ‘Bu H H CHCH,SCH; Bz H CH; F OH H H
IX-44-8 ‘Bu * H * Bz H CH; F OH H H
*R* and R™" joined together by (CH,); to form five-membered ring.
Table IX-45.
2980901-1 -326 -
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Ne R' R® R™ R® R* R R®* X Y R R
IX-45-1 Ph H H H Bz H CH; F OH H H
IX-452 Ph H H CH, Bz H CH, F OH H H
IX-453 Ph H H CH(CHa), Bz H CH: F OH H H
IX-454 Ph H H CHCH(CH:;, Bz H CH; F OH H H
IX-45-5 Ph H H CH;Ph Bz H CH; F OH H H
IX-45-6 Ph H H CHyindol-3-yl Bz H CH; F OH H H
IX-45-7 Ph H H CHCH,SCH: Bz H CH; F OH H H
IX-45-8 Ph * H * Bz H CH; F OH H H

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

Table IX-46.

Ne R R* R®™ R® R®" R R® X Y R R
IX-46-1 p-Me-Ph H H H Bz H CH; F OH H H
IX-46-2 p-Me-Ph H H CH; Bz H CH; F OH H H
IX-46-3 p-Me-Ph H H CH(CHs), Bz H CH; F OH H H
IX-46-4 p-Me-Ph H H CH,CH(CH;, Bz H CH; F OH H H
IX-46-5 p-Me-Ph H H CH.Ph Bz H CH: F OH H H
[X-46-6 p-Me-Ph H H CHindol3-yl Bz H CH; F OH H H
[X-46-7 p-Me-Ph H H CH,CH,SCH; Bz H CH; F OH H H
IX-46-8 p-Me-Ph * H * Bz H CH; F OH H H

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

Table IX-47.

2980901-1
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Ne R’ R* R® R® R" R R* X Y R &
IX-47-1 p-F-Ph H H H Bz H CH; F OH H H
IX-472 p-F-Ph H H CH; 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 CH,CH(CH;); Bz H CH; F OH H H
IX-47-5 p-F-Ph H H CH;Ph Bz H CH; F OH H H
IX-47-6 p-F-Ph H H CHjindol-3-yl Bz H CH; F OH H H
IX-477 p-F-Ph H H CHyCH,SCH; Bz H CH; F OH H H

I1X-47-8 p-F-Ph * H * Bz H CH, F OH H H

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

Table IX-48.

Ne R' R® R® RT R" R R® X Y R K
IX-48-1 p-Cl-Ph H H H Bz H CHy F OH H H
IX-48-2 p-Cl-Ph H H CH; Bz H CH, F OH H H
IX-48-3 p-Cl-Ph H H CH(CH;), Bz H CH;, F OH H H

IX-48-4 p-Cl-Ph H H CHCH(CH;, Bz H CH; F OH H H
IX-48-5 p-Cl-Ph H H CH,Ph Bz H CH; F OH H H
IX-48-6 p-Cl-Ph H H CHyindol-3-yl Bz H CH; F OH H H
IX-48-7 p-Cl-Ph H H CHCHSCH; Bz H CH;, F OH H H

I1X-48-8 p-Cl-Ph * H * Bz H CH; F OH H H

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

Table IX-49.
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Ne R' R® R*® R" R®* R* R® X Y R R
IX-49-1 p-Br-Ph H H H Bz H CH; F OH H H
1X-49-2 p-Br-Ph H H CH; Bz H CH; F OH H H
IX-49-3 p-Br-Ph H H  CH(CH;), Bz H CH; F OH H H
IX-49-4 p-Br-Ph H H CH,CH(CH;); Bz H CH; F OH H H
IX-49-5 p-Br-Ph H H  CH,Ph Bz H CH; F OH H H
IX-49-6 p-Br-Ph H H CHp-indol-3-yl Bz H CH; F OH H H
1X-46-7 p-Br-Ph H H CHCH,SCH; Bz H CH; F OH H H
I1X-49-8 p-Br-Ph * H * Bz H CHy F OH H H
*R* and R*" joined together by (CH,); to form five-membered ring.

Table IX-50.

Ne R’ R® R*® R” R® R°® R®* X Y R R
IX-56-1 p-I-Ph H H H Bz H CH; F OH H H
IX-50-2 p-I-Ph H H CH; Bz H CH; F OH H H
IX-50-3 p-I-Ph H H CH(CHy), Bz H CH; F OH H H
I1X-50-4 p-I-Ph H H CH,CH(CH;, Bz H CH; F OH H H
IX-50-5 p-I-Ph H H CH,Ph Bz H CH; F OH H H
IX-50-6 p-I-Ph H H CHpindel-3-yl Bz H CH; F OH H H
IX-56-7 p-I-Ph H H CH,CH,SCH; Bz H CH; F OH H H
IX-50-8 p-I-Ph * H * Bz H CH;, F OH H H

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

2980901-1
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X

Table X-1.

Ne R' R* R® R® R* R R® X Y R R
X-1-1 CH; H H H CH, H F F OH H H
X-1-2 CH; H H CH; CH, H F F OH H H
X-1-3 CH; H H CH(CHs), CHb H F F OH H H
X-1-4 CH;, H H CH,CH(CH;, CH; H F F OH H H
X-1-5 CH; H H CH,Ph CH, H F F OH H H
X-1-6 CH; H H CHpindol3-yl CH, H F F OH H H
X-1-7 CH, H H CHCH,SCH; CH; H F F OH H H
X-1-8 CH; * H * CH, H F F OH H H

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

" Table X-2.

Ne R" R® R*® R® R* R R X Y R R
X-2-1 Bt H H H CH, H F F OH H H
2980901-1 -330 -
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Ne R' R° R® R® R* R R X Y R R
X-42 Bu H H CH; CH;, H F F OH H H
X-4-3 Bu H H CH(CH,), CH; H F F OH H H
X-4-4 ‘Bu H H CH,CH(CH;) CH; H F F OH H H
X-4-5 ‘Bu H H CHyPh CH; H F F OH H H
X-4-6 Bu H H CHpindol3-yl CH, H F F OH H H
X-47 Bu H H CHCHSCH; CH, H F F OH H H
X-4-8 ‘Bu * H * CH, H F F OH H H

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

Table X-5.

Ne R' R® R* R® R" R R® X Y R R
X-51 Ph H H H CH; H F F OH H H
X-5-2 Ph H H CH; CH; H F F OH H H
X-5-3 Ph H H CH(CHs), CH;: H F F OH H H
X-54 Ph H H CH)XCH(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 CHpindol-3-yl CH; H F F OH H H
X-57 Ph H H CHXCHSCH; CH; H F F OH H H
X-5-8 Ph * H * CH; H F F OH H H
*R* and R joined together by (CHa)s to form five-membered ring.
Table X-6.

Ne R' R® R® R” R R R XY R R
2980901- 2332 -
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Ne R' R? R®™ RP R" R R XY R K
X-22 Bt H H CH; CH, H F F OH H H
X-2-3 Et H H CH(CHj), CH: H F F OH H H
X-2-44 Bt H H CHCH(CH;, CH, H F F OH H H
X-2-5 Et H H CH,Ph CH, H F F OH H H
X-2-6 Et H H CHyindol-3-yl CH;, H F F OH H H
X-2-7 Bt H H CHCHSCH; CH; H F F OH H H
X-2-8 Et * H * CH H F F OH H H

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

Table X-3.

Ne R" R? R® RT RY RR R XY R R
X-3-1 Pr H H H CHy H F F OH H H
X-32 Pr H H CH, CH, H F F OH H H
X-33 Pr H H CH(CHs) CH, H F F OH H H
X34 Pr H H CHCH(CH;), CH; H F F OH H H
X-3-5 ‘Pr H H CHypPh CH H F F OH H H
X-36 Pr H H CHyindol-3-yl CH, H F F OH H H
X-37 Pr H H CHCHSCH, CH, H F F OH H H
X-3-8 Pr * H * CH, 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® R® R RRRR X Y R R
X-4-1 Bu H H H CHy H F F OH H H
2980901-1 -33] -
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Ne R R’ R®™ R® R" R RE X vy 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 F F OH H H
X-6-3 p-Me-Ph H H  CH(CHs), CH; H F F OH H H‘
X-6-4 p-Me-Ph H H CHCH(CHs;, CH; H F F OH H H
X-6-5 p-Me-Ph H H CHyPh CH, H F F OH H H
X-6-6 p-Me-Ph H H CHpindol-3-yl CHy H F F OH H H
X-6-7 p-Me-Ph H H CHCH,SCH; CHs H F F OH H H
X-6-8 p-Me-Ph * H * CHs H F F OH H H
*R” and R joined together by (CH,); to form five-membered ring.

Table X-7.

No R R* R*™ R® R* R° R XY R R
X-7-1 p-F-Ph H H H CH, H F F OH H H
X-7-2 p-F-Ph H H CH; CH, H F F OH H H
X-7-3 p-F-Ph H H CH(CHs), CH, H F F OH H H
X-7-4 p-F-Ph H H CHCHCHy), CH; H F F OH H H
X-7-6 p-F-Ph H H CHpPh CH, H F F OH H H
X-7-7 p-F-Ph H H CHyindol-3-yl CH, H F F OH H H
X-7-8 pFPh H H CHCHSCH, CH; H F F OH H H
X-7-20 p-F-Ph * H * CH, H F F OH H H

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

Table X-

29809011
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Ne R’ R’ R*™ R¥ R® R R® X Y R R
X-8-1 p-Cl-Ph H H H CH, H F F OH H H
X-82 p-Cl-Ph H H CH; CHy H F F OH H H
X-8-3 p-Cl-Ph H H CH(CH:), CH, H F F OH H H
X-84 p-Cl-Ph H H CHCH(CH), CH, H F F OH H H
X-8-5 p-Cl-Ph H H CHyPh CH, H F F OH H H
X-8-6 p-Cl-Ph H H CHyindol3-yl CH, H F F OH H H
X-8-7 p-Cl-Ph H H CH,CH,SCH; CH; H F F OH H H
X-8-8 p-CI-Ph * H * CH H F F OH H H
*R” and R™ joined together by (CHa); to form five-membered ring.

Table X-9.

Ne R R* R® R R" R R* XY R R
X991 pBr-Ph H H H CH, H F F OH H H
X-92 p-Br-Ph H H CH; CH; H F F OH H H
X-9-3 p-Br-Ph H H CH(CH;); CH H F F OH H H
X-9-4 p-Br-Ph H H CHCH(CH), CH, H F F OH H H
X-9-6 p-Br-Ph H H CHPh CH, H F F OH H H
X-9-7 p-Br-Ph H H CHpindol3-yl CHy H F F OH H H
X-9-8 p-Br-Ph H H CHCHSCH;, CH; H F F OH H H
X-9-20 p-Br-Ph * H * CH, H F F OH H H

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

Table X-10.

2980901-1
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Ne R' R° R* R” R®" R R XY R R
X-16-1 p-I-Ph H H H CH; H F F OH H H
X-10-2 p-I-Ph H H CH; CH; H F F OH H H
X-10-3 p-I-Ph H H  CH(CH;), CH; H F F OH H H
X-10-4 p-I-Ph H H CH,CH(CHy, CH; H F F OH H H
X-10-5 p-I-Ph H H CHyPh CH; H F F OH H H
X-10-6 p-I-Ph H H CHp-indol-3yl CH; H F F OH H H
X-10-7 p-I-Ph H H CH)CH,SCH; CH; H F F OH H H
X-10-8 p-[-Ph * H * CH H F F OH H H
*R* and R*" joined together by (CHy); to form five-membered ring.

Table X-11.

Ne R'" R’ R® R” R" " R® X Y R R
X-11-1 CH; H H H EtE H F F OH H H
X-11-2 CH; H H CH; EtE H F F OH H H
X-11-3 CH; H H CH(CHa), Et H F F OH H H
X-114 CH; H H CHCH(CH;); Et H F F OH H H
X-11-s CH; H H CH,Ph Et H F F OH H H
X-11-6 CH; H H CHpindol-3-yl Et H F F OH H H
X-11-7 CHs H H CH)XCH,SCH; Et H F F OH H H
X-11-8§ CH; * H * FF H F F OH H H
*R” and R joined together by (CH,); to form five-membered ring.

Table X-12.

Ne R' R R® R” R" R”" R® X v R R
2980901-1 -335 -
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Ne R'" R® R™ R® R" R R® X Y R R
X-12-1 Bt H H H Et H F F OH H H
X-12-2 Et H H CH, Et H F F OH H H
X-12-3 Et H H CH(CH;), Et H F F OH H H
X-12-4 Et H H CHCH(CH), Et H F F OH H H
X-12-5 Et H H CHPh Et H F F OH H H
X-12-6 Bt H H CHpyindol-3-y] Et H F F OH H H
X-12-7 Et H H CHCH,SCH; Bt H F F OH H H
X-12-8 Et * H * Et H F F OH H H

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

Table X-13.

Ne R'" R* R®™ R® R" R® R®* X Y R R
X-13-1 Pr H H H Et H F F OH H H
X-132 Pr H H CH; Et H F F OH H H
X-13-3 Pr H H CH(CHs), Et H F F OH H H

X-134 Pr H H CH,CH(CH;), Bt H F F OH H H
X-13-5 Pr H H CHyPh Bt H F F OH H H
X-13-6 Pr H H CHpindol-3-yl Bt H F F OH H H
X-13-7 Pr H H CH,CH,SCH; 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 (CHa)s to form five-membered ring.

Table X-14.
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Ne R' R R R® R* "’ R*® X Y R K
3a
X-14-1 ‘Bu H H H Et H F F OH H H
X-142 ‘Bu H H CH; Et H F F OH H H
X-143 ‘Bu H H CH(CH;) Et H F F OH H H
X-14-4 Bu H H CHCH(CH)), Et H F F ©OH H H
X-14-5 ‘Bu H H CHyPh Et H F F OH H H
X-14-6 Bu H H CHyindol-3-yI Bt H F F OH H H
X-147 ‘Bu H H CHCH,SCH;, Et H F F OH H H
X-14-8 ‘Bu * H * Et H F F OH H H

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

Table X-15.

Ne R R* R® R® R* R R®* X Y R R
X-151 Ph H H H Et H F F OH H H
X-152 Ph H H CHs Et H F F OH H H
X-15-3 Ph H H CH(CH,), Et H F F OH H H
X-154 Ph H H CH,CH(CH;;, Bt H F F OH H H
X-155 Ph H H CH,Ph Et H F F OH H H
X-156 Ph H H CHpindol-3-yl Et H F F OH H H
X-157 Ph H H CHCHSCH, Et H F F OH H H
X-15-8 Ph * H * Et H F F OH H H

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

Table X-16.
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Ne R’ R’ R* R® R" R* R®* X Y R R
X-16-1 p-Me-Ph H H H Et 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 F OH H H

X-16-4 p-Me-Ph H H CHCH(CH;), Et H F F OH H H
X-16-5 p-Me-Ph H H  CH;Ph Et H F F OH H H
X-16-6 p-Me-Ph H H  CH-indol-3-yl Et H F F OH H H
X-16-7 p-Me-Ph H H CH,CH,SCH; Et H F F OH H H

X-16-8 p-Me-Ph * H * Et H F F OH H H

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

Table X-17.

Ne R R? R*® RP R" R R® X Y R R
X-17-1 p-F-Ph H H H Et H F F OH H H
X-17-2 p-F-Ph H H CH; Et H F F OH H H
X-17-3 p-F-Ph H H CH(CH,), Et H F F OH H H

X-17-4 p-F-Ph H H CHCHCH;), Et H F F OH H H
X-17-5 p-F-Ph H H CH;Ph Et H F F OH H H
X-17-6 p-F-Ph H H CHp-indol-3-y]l Et H F F OH H H
X-17-7 p-F-Ph H H CHXCH,SCH; Et H F F OH H H

X-17-8 p-F-Ph * H * Et H F F OH H H

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

Table X-18.
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No R’ R° R*™ R”® R* " R®* X Y R R
X-18-1 p-CI-Ph H H H Et H F F OH H H
X-18-2 p-CI-Ph H H CH, Et H F F OH H H
X-18-3 p-CI-Ph H H CH(CH:), Et H F F OH H H
X-18-4 p-Cl-Ph H H CHCH(CH:), Et H F F OH H H
X-18-5 p-Cl-Ph H H CHPh Et H F F OH H H
X-18-6 p-CI-Ph H H CHyindol-3yl Bt H F F OH H H
X-187 p-Cl-Ph H H CHCHSCH; Et H F F OH H H
X-18-8 p-Cl-Ph * H * Et H F F OH H H

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

Table X-19.

Ne R’ R R® R® R" * R*R X ¥ R R
X-19-1 p-Br-Ph H H H Et H F F OH H H
X-192 p-Br-Ph H H CH; Et H F F OH H H
X-193 p-Br-Ph H H CH(CH)), Et H F F OH H H
X-194 p-Br-Ph H H CHCH(CH), Et H F F OH H H
X-19-5 p-Br-Ph H H CH,Ph Et H F F OH H H
X-19-6 p-Br-Ph H H CHyindol3yIl Et H F F OH H H
X-19-7 p-Br-Ph H H CHCH,SCH; Bt 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)3 to form five-membered ring.

Table X-20.
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Ne R R* R*™ R® R®" R R® X Y R
X-20-1 p-J-Ph H H H Et H F F OH H
X-20-2 p-I-Ph H H CH; Et H F F OH H
X-20-3 p-J-Ph H H CH(CH,), Et H F F OH H

X-20-4 p-I-Ph H H CH,CH(CH;), Et H F F OH H
X-20-5 p-[-Ph H H CHyPh Et H F F OH H
X-20-6 p-I-Ph H H CHj-indol-3-yl Et H F F OH H
X-20-7 p-[-Ph H H CH,CH,SCH; Et H F F OH H

X-20-8 p-I-Ph * H * Et H F F OH H

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

Table X-21.

No R R* R*® R® R" R R® X Y R R®
X211 CH, H H H Pr H F F OH H H
X-212 CH; H H CH; Pr H F F OH H H
X-21-3 CH; H H CH(CH;), Pr H F 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 CH,Ph Pr H F F OH H H
X-21-6 CH; H H CHyindol-3-y] Pr H F F OH H H
X-21-7 CH; H H CHCH,SCH; Pr H F F OH H H
X-21-8 CH, * H * ’r H F F OH H H

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

Table X-22.

Ne R" R R® R® R* "R R® X Y R R
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Ne R' R° R* R® R" R R* XY R R
X-22-1 Bt H H H Pr H F F OH H H
X-22-2 Bt H H CH; ’t H F F OH H H
X-22-3 Et H H CH(CH,), r H F F OH H H
X224 Bt H H CH,CH(CH;), Pr H F F OH H H
X-22-5 Et H H CHyPh Pr H F F OH H H
X-22-6 Et H H CHyindol-3-yI Pr H F F OH H H
X-22-7 Et H H CHCH,SCH;, Pr H F F OH H H
X-22-8 Et * H * Pr H F F OH H H

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

Table X-23.

Ne R R? R® R® R® R R® X Y R R
X-23-1 Pr H H H Pr H F F OH H H
X-232 Pr H H CH; Pr H F F OH H H
X-233 Pr H H CH(CHa), Pt H F F OH H H
X-234 Pr H H CHCH(CHs, Pr H F F OH H H
X-23-5 Pr H H CHyPh P’r H F F OH H H
X-23-6 Pr H H CHypindol3-yl Pr H F F OH H H
X-237 Pr H H CH,CH,SCH; Pr H F F OH H H
X-23-8 Pr * H * Pr H F F OH H H
*R” and R™ joined together by (CH,); to form five-membered ring.

Table X-24.

Ne R R? R® R® R* " R* X Y R R
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Ne R'" R’ R®™ R® R®* R® R® X v R R
X-24-1 ‘Bu H H H ~ 't H F F OH H H
X-242 Bu H H CH; Pr H F F OH H H
X-24-3 ‘Bu H H CH(CH;), P’r H F F OH H H

X-24-4 ‘Bu H H CHCH(CH;, Pr H F F OH H H
X-24-5 ‘Bu H H CH,Ph Pr H F F OH H H
X-24-6 ‘Bu H H CHp-indol-3-yl Pr H F F OH H H
X-247 ‘Bu H H CHCH,SCH; Pr H F F OH H H

X-24-8 ‘Bu * H * -+ H F F OH H H

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

Table X-25.

Ne R' R® R® R® R®" . R* X Y R R
X-25-1 Ph H H H P’r H F F OH H H
X-252 Ph H H CH; Pr 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 CH)XCH(CHy, Pr H F F OH H H
X-25-5 Ph H H CH,Ph Pt H F F OH H H
X-256 Ph H H CHpindol3-yl Pr H F F OH H H
X-257 Ph H H CH,CHSCH; Pr H F F OH H H

X-25-8 Ph * H ¢ Pr H F F OH H H

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

Table X-26.
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Ne R' R* R™ R R" R® R® X Y R R
X-26-1 p-Me-Ph H H H Pr H F F OH H H
X-26-2 p-Me-Ph H H CH, Pr H F F OH H H
X-26-3 p-Me-Ph H H CH(CH), Pr H F F OH H H
X-26-4 p-Me-Ph H H CHCH(CH:;, Pr H F F OH H H
X-26-5 p-Me-Ph H H CH,Ph Pr H F F OH H H
X-26-6 p-Me-Ph H H CHyindol3-yl Pr H F F OH H H
X-267 p-Me-Ph H H CHCH,SCH; 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,); to form five-membered ring.

Table X-27.

Ne R' R> R™ R® R* R R®* X Y R &

X-27-1 p-F-Ph H H H Pr H F F OH H H

X-27-2 p-F-Ph H H CH; Pr H F F OH H H

X-27-3 p-F-Ph H H CH(CH;), Pr H F F OH H H

X-27-4 p-F-Ph H H CHCH(CHs, Pr H F F OH H H

X-27-5 p-F-Ph H H CHyPh Pr H F F OH H H

X-27-6 p-F-Ph H H CHeindol-3-yl P+ 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,); to form five-membered ring.

Table X-
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Ne R’ R* R* R” R" R R® X Y R F
X-28-1 p-Cl-Ph H H H Pr H F F OH H H
X-28-2 p-Cl-Ph H H CH; Pr H F F OH H H
X-28-3 p-Cl-Ph H H CH(CHyy Pr H F F OH H H

X-284 p-Cl-Ph H H CHCH(CH;), Pr H F F OH H H
X-28-5 p-CI-Ph H H CH,Ph Pr H F F OH H H
X-28-6 p-Cl-Ph H H CHpindol-3-yl Pr H F F OH H H
X-28-7 p-Cl-Ph H H CHCH,SCH; Pr H F F OH H H

X-28-8 p-Cl-Ph * H * Pr H F F OH H H

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

Table X-29.

Ne R’ R® R™ R” R" R R®* X Y R R
X-29-1 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-29-4 p-Br-Ph H H CH,CH(CHj), Pr H F F OH H H
X-29-5 p-Br-Ph H H CHyPh Pr H F F OH H H
X-29-6 p-Br-Ph H H CH,-indol-3-yl Pr H F F OH H H
X-29-7 p-Br-Ph H H  CH,CH,SCH; Pr H F F OH H H

X-29-8 p-Br-Ph * H * Pr H F F OH H H

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

Table X-30.
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Ne R' R® R® R” R®" R R®* X Y R R
X-30-1 p-[-Ph H H H Pr H F F OH H H
X-30-2 p-I-Ph H H CH; Pr H F F OH H H
X-30-3 p-I-Ph H H CH(CHs) Pr H F F OH H H
X-30-4 p-l-Ph H H CHCH(CH), Pr H F F OH H H
X-30-5 p-I-Ph H H CH;Ph Pr H F F OH H H
X-30-6 p-I-Ph H H CHpindol3yl Pr H F F OH H H
X-30-7 p-I-Ph H H CHCHSCH; Pr H F F OH H H
X-30-8 p-I-Ph * H * Pr H F F OH H H

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

Table X-31.

Ne R' R R*® R® R R R XY R R
X-31-1 CH; H H H "Bu H F F OH H H
X-31-2 CH; H H CH; "Bu H F F OH H H
X-31-3 CH; H H CH(CH;), "Bu H F F OH H H
X-31-4 CH; H H CH,CH(CH;, "Bu H F F OH H H
X-31-5 CH; H H CH,Ph "Bu H F F OH H H
X-31-6 CH; H H CHpindol-3-yl "Bu H F F OH H H
X-31-7 CH; H H CH)CHSCH; "Bu H F F OH H H
X-31-8 CH, * H * "Bu H F F OH H H

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

Table X-32.
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Ne R' R® R® R® R®* R° R® X Y R K
X-32-1 Et H H H "Bu H F F OH H H
X-322 Et H H CH; "Bu H F F OH H H
X-323 Bt H H CH(CH:), "Bu H F F OH H H
X324 Bt H H CHCH(CH;), "™u H F F OH H H
X-32-5 Bt H H CHPh "Bu H F F OH H H
X-32-6 Bt H H CHyindol-3-yl "Bu H F F OH H H
X327 Bt H H CHCH,SCH: "Bu H F F OH H H
X-32-8 Et * H * "Bu H F F OH H H

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

Table X-33.

Ne R' R R® R® R" RO RO XY R R
X331 Pr H H H "Bu H F F OH H H
X332 Pr H H CH; "Bu H F F OH H H
X333 Pr H H CH(CHs), "Bu H F F OH H H
X334 Pr H H CH,CH(CH;, "Bu H F F OH H H
X-33-5 Pr H H CH,Ph "Bu H F F OH H H
X336 Pr H H CHpindol-3-yl "Bu H F F OH H H
X337 Pr H H CH,CHSCH; "Bu H F F OH H H
X-33-8 ‘pr * H * "Bu H F F OH H H

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

Table X-34.
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Ne R' R* R® R® R®" R R* X Y R R
X-34¢-1 Bu H H H "Bu H F F OH H H
X-34-2 Bu H H CH; "Bu H F F OH H H
X-34-3 ‘Bu H H CH(CHs), "Bu H F F OH H H
X-34-4 Bu H H CHCHECH;, "Bu H F F OH H H
X-34-5 ‘Bu H H CH,Ph "Bu H F F OH H H
X-34-6 ‘Bu H H CHpindol-3-yl "Bu H F F OH H H
X-34-7 Bu H H CH,.CH,SCH; "Bu H F F OH H H
X-34-8 ‘Bu * 'H * "Bu H F F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table X-35.

Ne R'" R* R*® R® R®* R R* X Y R R
X351 Ph H H H "Bu H F F OH H H
X-352 Ph H H CH; "Bu H F F OH H H
X-35-3 Ph H H CH(CHj), "Bu H F F OH H H
X354 Ph H H CHCH(CH;;, "Bu H F F OH H H
X-355 Ph H H CH,Ph "Bu H F F OH H H
X-356 Ph H H CHpindol-3-y1 "By H F F OH H H
X-357 Ph H H CHXCHSCH; "Bu H F F OH H H
X-35-8 Ph * H * "Bu H F F OH H H

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

Table X-
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Ne R’ R® R™ R® R" R R* X Y R R
X-36-1 p-Me-Ph H H H "Bu 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-Me-Ph H H CH(CH,), "Bu H F F OH H H

X-36-4 p-Me-Ph H H CH)CH(CH;), "Bu H F 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 CHpindol-3-y] "Bu H F F OH H H
X-36-7 p-Me-Ph H H CHCH,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*® RT R" R R* XY R R
X-37-1 p-F-Ph H H H "Bu H F F OH H H
X-37-2 p-F-Ph H H CH; "Bu H F F OH H H
X-37-3 p-F-Ph H H CH(CH)), "Bu H F F OH H H

X-37-4 p-F-Ph H H CHCH(CH;), "Bu H F F OH H H
X-37-5 p-F-Ph H H CH,Ph "Bu H F F OH H H
X-37-6 p-F-Ph H H CHyindol-3-yl "Bu H F F OH H H
X-37-7 p-F-Ph H H CHCHSCH; "Bu H F F OH H H

X-37-8 p-F-Ph * H * "Bu H F F OH H H

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

Table X-38.
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Ne R' R* R® R® R" R R XY R R
X-38-1 p-Cl-Ph H H H "Bu H F F OH H H
X-382 p-Cl-Ph H H CH; "Bu H F F OH H H
X-38-3 p-CI-Ph H H CH(CH), "By H F F OH H H
X-38-4 p-Cl-Ph H H CHCH(CH;, "Bu H F F OH H H
X-38-5 p-Cl-Ph H H CHPh "Bu H F F OH H H
X-38-6 p-Cl-Ph H H CHp-indol-3-yl "Bu H F F OH H H
X-387 p-Cl-Ph H H CH)CH,SCH;, "Bu H F F OH H H
X-38-8 p-Cl-Ph * H * "Bu H F F OH H H
*R* and R" joined together by (CH,); to form five-membered ring.

Table X-39.

Ne R R® R® R” R" R R XY R R
X-39-1 p-Br-Ph H H H "Bu H F 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(CHz), "By H F F OH H H
X-39-4 p-Br-Ph H H CHCH(CHs;, "Bu H F F OH H H
X-39-5 p-Br-Ph H H CHPh "By H F F OH H H
X-39-6 p-Br-Ph H H CHp-indol-3-yl "Bu H F F OH H H
X-39-7 p-Br-Ph H H CH,CH,SCH; "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,)3 to form five-membered ring.

Table X-40.
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Ne R R’ R*® R® R" R R® X Y R R
X-40-1 p-l-Ph H H H "Bu H F F OH H H
X-40-2 p-I.Ph H H CH; "Bu H F F OH H H
X-40-3 p-I-Ph H H  CH(CHs) "Bu H F F OH H H

X-40-4 p-I-Ph H H CH,CH(CH:;» "Bu H F F OH H H
X-40-5 p-I-Ph H H CHPh "Bu H F F OH H H
X-40-6 p-I-Ph H H CHpindol-3-yl "Bu H F F OH H H
X-40-7 p-I-Ph H H CHCH,SCH; "Bu H F F OH H H

X-40-8 p-I-Ph * H * "Bu H F F OH H H

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

Table X-41.

Ne R" R® R® R® R®* R R® X v R R
X-41-1 CH; H H H Bz H F F OH H H
X-41-2 CH; H H CH; Bz H F F OH H H
X-41-3 CH; H H CH(CHy), Bz H F F OH H H

X-414 CH; H H CHCH(CH;» Bz H F F OH H H
X-41-5s CH; H H CHPh B H F F OH H H
X41-6 CHs H H CHp-indol-3-yl Bz H F F OH H H
X-41-7 CHs H H CH,CH,SCH; Bz H F F OH H H

X-41-8 CH; * H * Bz H F F OH H H

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

Table X-42.

2980901-1 -350 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001125



Docket No. : PH3080.PC6-TRK 1

Ne R" R* R® R” R" R R® X v R R
X-42-1 Bt 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 Et H H CH(CHj), Bz H F F OH H H

X-42-4 Et H H CH)CH(CH;, Bz H F F OH H H
X-42-5 Et H H CHyPh Bz H F F OH H H
X-42-6 Et H H CHyindol-3-yl Bz H F F OH H H
X-42-7 Et H H CHXCH,SCH; Bz H F F OH H H

X-42-8 Et * H * Bz H F F OH H H

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

Table X-43.

Ne R R* R® R® R* R® R® X Y R R
X-43-1 Pr H H H Bz H F F OH H H
X-43-2 Pr H H CH; Bz H F F OH H H
X-43-3 Pr H H CH(CHs), Bz H F F OH H H

X-43-4 Pr H H CHCH(CH;), Bz H F F OH H H
X-43-5 Pr H H CH,Ph Bz H F F OH H H
X-43-6 Pr H H CHpindol3-yl Bz H F F OH H H
X-43-7 Pr H H CH,CH,SCH;, Bz H F F OH H H

X-43-8 Pr * H * Bz H F F OH H H
*R? and R*

joined together by (CHy)s to form five-membered ring.
. Table X-44.
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Ne RT R® R® R R" R". R® X Y R R
X-44-1 Bu H H H Bz H F F OH H H
X-442 Bu H H CH; Bz H F F OH H H
X-44-3 ‘Bu H H CH(CH,), Bz H F F OH H H
X-44-4 Bu H H CH,CH(CH;, Bz H F F OH H H
X-44-5 ‘Bu H H CHPh Bz H F F OH H H
X-44-6 ‘Bu H H CHyindol-3-yi Bz H F F OH H H
X-44-7 Bu H H CH,CHSCH; Bz H F F OH H H
X-44-8 Bu * H * Bz H F F OH H H
*R* and R’ joined together by (CH,); to form five-membered ring.
Table X-45.

Ne R' R* R® R® R" RN R®* X Y R R
X451 Ph H H H Bz H F F OH H H
X452 Ph H H CH; Bz H F F OH H H
X-45-3 Ph H H CH(CHj), Bz H F F OH H H
X-45-4 Ph H H CH,CH(CH)), Bz H F F OH H H
X455 Ph H H CHPh Bz H F F OH H H
X-45-6 Ph H H CHyindol3-yl Bz H F F OH H H
X457 Ph H H CH,CH,SCH;, Bz H F F OH H H
X-45-8 Ph * H * Bz H F F OH H H

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

Table X~
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Ne R’ R* R® R” R" R® R®* X Y 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 CH; 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 CH,CH(CH;, Bz H F F OH H H
X-46-5 p-Me-Ph H H CHPh Bz H F F OH H H
X-46-6 p-Me-Ph H H CHp-indol-3-yl Bz H F F OH H H
X-46-7 p-Me-Ph H H CHCH,SCH; Bz H F F OH H H
X-46-8 p-Me-Ph * H * Bz H F F OH H H
*R* and R joined together by (CHy); to form five-membered ring.

Table X-47.

Ne R 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 CH)XCH(CH;; Bz H F F OH H H

X-47-5 p-F-Ph H H CHPh B H F F OH H H

X-47-6 p-F-Ph H H CHpindol-3-yl Bz H F F OH H H

X-47-7 p-F-Ph H B CHXCH,SCHs Bz H F F OH H H

X-47-8 p-F-Ph * H * Bz H F F OH H H

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

Table X-48.
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Ne R' R* R* R” R" R R®* X Y R R
X-48-1 p-C-Ph H H H Bz H F F OH H H
X-48-2 p-Cl-Ph H H CHs Bz H F F OH H H
X-48-3 p-Cl-Ph H H  CH(CH;) Bz H F F OH H H
X-48-4 p-ClPh H H CHCH(CH;, Bz H F F OH H H
X-48-5 p-Cl-Ph H H CH,Ph Bz H F F OH H H
X-48-6 p-Cl-Ph H H CHpindol-3-yl Bz H F F OH H H
X-48-7 p-Cl-Ph H H CH)CH,SCH; Bz H F F OH H H
X-48-8 p-CI-Ph * H * Bz H F F OH H H
*R* and R™ joined together by (CH,)s to form five-membered ring.

Table X-49,

No R’ R® R*® R R®" R R® X Y R R
X-49-1 p-Br-Ph H H H Bz H F F OH H H
X-49-2 p-Br-Ph H H CH; Bz H F F OH H H
X-49-3 p-Br-Ph H H CH(CHs), Bz H F F OH H H
X-49-4 p-Br-Ph H H CH,CH(CH3;); Bz H F F OH H H
X-49-5 p-Br-Ph H H CH,Ph Bz H F F OH H H
X-49-6 p-Br-Ph H H CHj-indol-3-yl Bz H F F OH H H
X-49-7 p-Br-Ph H H CH)CH,SCH; Bz H ¥ 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,)3 to form five-membered ring.

Table X-50.
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Ne R R* R™ R” R R R® X Y R R
X-50-1 p-I-Ph H H H Bz H F F OH H H
X-502 p-I-Ph H H Cl Bz H F F OH H H
X-50-3 p-I-Ph H H CH(CHi) Bz H F F OH H H
X-50-4 p-I-Ph H H CH.CH(CHy), Bz H F F OH H H
X-50-5 p-I-Ph H H CHPh Bz H F F OH H H
X-50-6 p-I-Ph H H CHy-indol-3-yl Bz H F F OH H H
X-50-7 p-I-Ph H H CH,CH,SCH; Bz H F F OH H H
X-50-8 p-I-Ph * H * Bz H F F OH H H

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

Table XI-1.

No R R* R®

R3b

RS

R®* X Y

R” R
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Ne R' R* R*™ R R'" R R* X Y R R
XI-1-1 CH; H H H CH H H F OH H H
XI-1-2 CH;, H H CH, CH, H H F OH H H
XI-1-3 CH; H H CH(CH;), CH H H F OH H H
XI-144 CH; H H CH,CH(CH;), CH; H H F OH H H
XI-1-5 CH; H H CH.Ph CH, H H F OH H H
XI-1-6 CH; H H CHpindol-3-yl CH; H H F OH H H
XI-1-7 CH; H H CHCH,SCH, CH; H H F OH H H
X1-1-8 CH, * H * CH, H H F OH H H

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

Table XI-2.

Ne RT R® R® R® R" R R X vy R R
XI-2-1 Bt H H H CH, H H F OH H H
XI-22 Bt H H CH; CH H H F OH H H
Xi-2-3 Et H H CH(CH), CH, H H F OH H H
XI-2-4 Bt H H CHCH(CH;, CH; H H F OH H H
XI-2-5 Bt H H CHyPh CH, H H F OH H H
XI-2-6 Et H H CHyindol-3-yl CH; H H F OH H H
X127 Bt H H CH,CH,SCH; CH; H H F OH H H
Xi-2-8 Et * H * CH, H H F OH H H
*R* and R™ joined together by (CHy); to form five-membered ring.
Table XI-3.

Ne R’ R* R® R® R®*” R R" X Y R F
XI-3-1 Pr H H H CH, H H F OH H H
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Ne R'" R R™ R” R" R R* X Y R R
XI-3-2 Pr H H CH, CH, H H F OH H H
XI-3-3 Pr H H CH(CHs), CH H H F OH H H
XI-3-4 Pr H H CHCH(CHs), CH: H H F OH H H
XI-3-5 'Pr H H CH,Ph CH: H H F OH H H
XI-3-6 Pr H H CHyindol-3-yl CH, H H F OH H H
X137 ‘Pr H H CHCH,SCH; CH; H H F 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 XI-4.

Ne R" R R® R® R" RR R XY R R
Xl-4-1 Bu H H H CH, H H F OH H H
XI-42 Bu H H CH; CH; H H F OH H H
Xi-4-3 ‘Bu H H CH(CH)), CH: H H F OH H H
XI-4-4 ‘Bu H H CHCH(CH;, CH; H H F OH H H
XI-4-5 ‘Bu H H CH,Ph CH, H H F OH H H
XI-4-6 Bu H H CHpindol-3-yl CH; H H F OH H H
XI-47 Bu H H CHCH,SCH; CH; H H F OH H H
XJ-4-8 Bu * H * CH H H F OH H H
*R* and R joined together by (CH,); to form five-membered ring.
Table XI-5.

No R" R* R™ R™ R* R R* X Y R R
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Ne R' R® R*® R® R" R R X Y R R
XI-5-1 Ph H H H CH, H H F OH H H
XI-52 Ph H H CH;, CH, H H F OH H H
X1-53 Ph H H CH(CH;) CH: H H F OH H H

XI-54 Ph H H CHCHCH), CH, H H F OH H H
XI55 Ph H H CHPh CH, H H F OH H H
XI5-6 Ph H H CHpindol3-yl CH; H H F OH H H
XI-5-7 Ph H H CHCHSCH; CH;, H H F OH H H

XI-5-8 Ph * H * CH, H H F OH H H

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

Table XI-6.

Ne R R® R®™ R R®" R R XY R K
XI-6-1 p-Me-Ph H H H CH, H H F OH H H
XI-6-2 p-Me-Ph H H CH; CH, H H F OH H H
XI-6-3 p-Me-Ph H H CH(CHy), CH; H H F OH H H

XI-6-4 p-Me-Ph H H CHCH(CHy), CH;, H H F OH H H
XI-6-5 p-Me-Ph H H CHPh CH; H H F OH H H
XI-6-6 p-Me-Ph H H CHpindol-3-y] CH; H H F OH H H
XI-6-7 p-Me-Ph H H CHCH,SCH; CH; H H F OH H H

XI-6-8 p-Me-Ph * H * CH H H F OH H H

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

Table X1-7.
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Ne R' R* R™ R” R® R R* X Y R R
XI-7-1 p-F-Ph H H H CH; H H F OH H H
XI-7-2 p-F-Ph H H CH; CH, H H F OH H H
XI-7-3 p-F-Ph H H CH(CHy), CH, H H F OH H H
XI-7-4 p-F-Ph H H CH)XCH(CH;) CH: H H F OH H H
X1-7-6 p-F-Ph H H CH,Ph CHs H H F OH H H
X177 p-F-Ph H H CHj-indol-3-y] CH; H H F OH H H
X1-7-8 p-F-Ph H H CH)XCH,SCHs CH; H H F OH H H
X1-7-20 p-F-Ph * H * CH, H H F OH H H
*R” and R”" joined together by (CH,); to form five-membered ring.

Table XI-8.

Ne R’ R* R*® R” R® R* R®* X Y R R
XI-8-1 p-Cl-Ph H H H CH, H H F OH H H
XI-8-2 p-Cl-Ph H H CHs CHy H H F OH H H
XI-8-3 p-Ci-Ph H H CH(CH;s) CH; H H F OH H H
X1-8-4 p-Cl-Ph H H CHCH(CHs), CH; H H F OH H H
X1-8-5 p-Cl-Ph H H CHPh CH; H H F OH H H
X1-8-6 p-Ci-Ph H H CHp-indol-3-yl CH; H H F OH H H
XI-8-7 p-Cl-Ph H H CHCH,SCH; CH; H H F OH H H
X1-8-8 p-Cl-Ph * H * CH, H H F OH H H

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

Table X1-9.
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Ne R’ R R® RP R R° R®* X Y R R
XI-9-1 p-Br-Ph H H H CH, H H F OH H H
X1-9-2 p-Br-Ph H H CH; CH; H H F OH H H
X1-9-3 p-Br-Ph H H CH(CHs), CH, H H F OH H H

XJ-94 p-Br-Ph H H CHCH(CH:), CH; H H F OH H H
XI1-9-6 p-Br-Ph H H CH;Ph CHs H H F OH H H
XI-9-7 p-Br-Ph H H CHj-indol-3-y] CHs H H F OH H H
X}-9-8 p-Br-Ph H H CHXCH,SCH;: CH; H H F OH H H

X1-9-20 p-Br-Ph * H * CH: H H F OH H H

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

Table XI-10.

No R R? R™ RT R* R* R X ¥ R R
XI-10-1 p-l-Ph H H H CH, H H F OH H H
XI-10-2 p-I-Ph H H CH, CH, H H F OH H H
XI-10-3 p-I-Ph H H  CH(CHs), CH, H H F OH H H

XI-10-4 p-I-Ph H H CHCH(CHz) CH: H H F OH H H
XI-10-5 p-I-Ph H H CH;Ph CH, H H F CH H H
XI-10-6 p-I-Ph H H CHindol-3-yl CH: H H F OH H H
XJ-10-7 p--Ph H H CH,CH,SCH; CH; H H F OH H H

XI-10-8 p-I-Ph * H * CHs H H F OH H H

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

Table XI-11.
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Ne R'" R* R®™ R” R" R R® X Y R R
XI-11-1 CH;, H H H Et H H F OH H H
XI-11-2 CH; H H CH; Et H H F OH H H
XI-11-3 CH; H H CH(CHs), Et H H F OH H H
Xi-11-4 CH; H H CHCH(CH;, Et H H F OH H H
XI-11-5 CH; H H CHyPh Et H H F OH H H
X1-11-6 CH; H H CHxindol-3-yl Bt H H F OH H H
XI-11-7 CH; H H CH,CH,SCH; Et H H F OH H H
XI-11-8 CH; * H * Et H H F OH H H
*R* and R joined together by (CHy)s to form five-membered ring.
Table XI-12.

Ne R' R* R®™ R® R" "R R* X Y R R
XI-12-1 Et H H H Et H H F OH H H
XI-12-2 Bt H H CH; Et H H F OH H H
XI-12-3 Et H H CH(CHs), Et H H F OH H H
XI-12-4 Bt H H CH,CH(CH;, Et H H F OH H H
XI-12-5 Et H H CH,Ph Et H H F OH H H
X1-12-6 Et H H CHyindol-3-yl Et H H F OH H H
XI-12-7 Bt H H CH,CH,SCH; Et H H F OH H H
XI-12-8 Et * H * Et H H F OH H H
*R* and R°" joined together by (CH,); to form five-membered ring.
Table XI-13.

Ne RT R* R® R® R" R® " X v R R
XI-13-1 Pr H H H Et H H F OH H H
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Ne R' R® R®™ R™® R R R*R X Y R R
XI-13-2 Pr H H CH, Et H H F OH H H
XI-13-3 Pr H H CH(CH:), Ft H H F OH H H

XI-13-4 Pr H H CH,CH(CH;, Et H H F OH H H
XI-13-5 Pr H H CHPh Et H H F OH H H
XI-13-6 Pr H H CHyindol3-yl Et H H F OH H H
X1-13-7 ‘Pr H H CHCH,SCH; Bt H H F OH H H

X1-13-8 Pr * H ¥ Et H H F OH H H

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

Table XI-14.

N R R® R® R® R* R R® X Y R R
XI-14-1 'Bu H H H Et H H F OH H H
XI1-14-2 Bu H H CH; Et H H F OH H H
XI-14-3 ‘Bu H H  CH(CHs), Et H H F OH H H
XI-14-4 ‘Bu H H CHCH(CH;, B H H F OH H H
X1-14-5 ‘Bu H H CHyPh Et H H F OH H H
XI1-14-6 ‘Bu H H CHyindol-3-yy Et H H F OH H H
XI-14-7 ‘Bu H H CH,CHSCH, Bt H H F OH H H
X1-14-8 Bu * H * Et H H F OH H H

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

Table X1-15.

Ne R!' R* R® R® R* R R®* X Y R R
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Ne R' R* R™ R® R" ¥ R*® X Y R R
Xi-15-1 Ph H H H Et H H F OH H H
XI-15-2 Ph H H . CH; Et H H F OH H H
XI-15-3 Ph H H CH(CH,), Et H H F OH H H
XI-154 Ph H H CH)CH(CHs) Et H H F OH H H
XI-15-5 Ph H H CHyPh Et H H F OH H H
XI-156 Ph H H CHp-indol-3-yl Et H H F OH H H
XI-15-7 Ph H H CH,CH,SCH; Et H H F OH H H
XI-15-8 Ph * H * Et H H F OH H H

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

Table XI-16.

Ne R R> R*™ RT R* " R® X ¥ R &
XI-16-1 p-Me-Ph H H H Et H H F OH H H
XI-16-2 p-Me-Ph H H CH; Et H H F OH H H
XI-16-3 p-Me-Ph H H  CH(CHj), Et H H F OH H H
XI-16-4 p-Me-Ph H H CH,CH(CHs), Et H H F OH H H
XI-16-5 p-Me-Ph H H CHPh Et H H F OH H H
XI-16-6 p-Me-Ph H H CHpindol-3-yl Et H H F OH H H
XI-16-7 p-Me-Ph H H CH,CH,SCH; Et H H F OH H H
X1-16-8 p-Me-Ph * H * Et H H F OH H H

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

Table XI-17.
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M R R* R® R® R" " R®* X Y R &
X373 pFPR H H OH ¥t H H F OH H H
X472 pFPh H H CHs Bt H H F OH H H
X473 pFPh H O H  CHCH) B H H F OH H H

K174 pFPh H B OCHCHCH), B H H F OB H H
XE17-8 pEBh H OH  CHPh Bt H H F o H H
XI176 pFPh H H CHeindoldsl Bt H H F OH H H
XE177 pf-Ph H OH O CHCHSCH, B H H F OH H H

X178 pFPR * H O OOF it H B F OH H H

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

Table XI-18.

Ne R R® R® R® R "R R XY R R
381 p-Cl-Ph H H H Et H H F OH H H
X182 pClPh B OH O COHL EE H H F OH H H
XI18-3 p-Cl-Ph H H  CHCH:) BT H H F OH H H
X184 p-ChPh H O H O CHOHIOCH) B 8 H F OH H H
Xi-188 pOlPh B OH CHP B H H F OH H H

L1686 pChPh H H  Cl-indol3-y

ey

¢ H O H ¥ OH H OH

ey

K387 pClPh H H  CHCOHRCH; t H B F O3 #H H

%1188 p.CLPR * H ¢ B H H F H H H

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

Table X118,
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Ne R R* R* R R" " " X Y R ¥
X#i%1 pBePh H OH OB Bt H H F OH H H
¥i182 pBePh H H CH B H H F OH H H
XE183 pBrPh H O OH  CHCH:) B H H F OH H H

XE-1%4 peBrPh H H CHOB{CH;) B H H F OH H H
Xi-1%-% p-BrPh H H  CHPh B H BH F OH H H
X386 pBrPh H H CHpndol3l Bt H H OF OH H H
X137 p-Bre-Ph H H CECHSCH, B H H F OH H H

X31%8 pBEePh * HOOF B H H F OH H H

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

Table X120,

Ne ® ROR® R® R R XY R K
¥i20-1 plPR H H O H B H H F OH H H
X2 plPR H OH O (I BOH OH OF OH H H
¥5203 pdPR H H  CHICHY B OH H F OH H H

X204 pIPR H H CH:CHCH), B H H F OH H H
X820-5 plPh H OH O CHFh g B H F OH H H

XE28-¢ pi-Ph H H  CHyindob3wyi

[y

« H H F OB H H

K207 plPh M OH O CHCHSCH, B H H F OH H H

XE20-8 pLPh * H* ¥ oH O F OH H H

*1% and B joined together by (CHy ks to form five-membered ring.

Table X121,
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Ne R' R R® RP® R* R R* X v R R
XL CH; H H OH Pr H H F OH H H
X212 CH, H H CH T H H F OH H H
X213 CH, H H  CHCH:L " H H F OH H H
XL2ied OF; H B CHORECH), Pr H H F OH H H
XP218 CH; H OH O CHPR Pr H H OF OH H H
W21 CH; H OH CHeindol3yl Pr H H F OH H H
XE-317 CH; H O OH CHOHSCH; Pr H OH OF OH H OH
X218 Oy, ¢ H % Pr H H F OH H H
*R” and R joined together by (CHa) o form five-membered ring,
Table X132,

" Ne RYORY OR® ORY R R R X Y R R
Xiz-i Bt B B B " H H F OH H H
3222 B OH OH O OOH Pr H H F OH H H

]

X523 Bt H OH O CHICH). P 1 OH OF OH H H
X324 Bt H H CHOHCH), Pr H H F OH H H
X§325 Bt H H  CIbFh Pr H H F OH H H
X§226 Fi H B CHpeindoldwl Pr H H F OH H H
X1227 B HOH CHOHSCH, Y H OH OF OH H H

¥i-23-8 R ¥ H ¥ Pr H H F OH H ¥

*R* and R joined together by (CHyh to form five-membered ring.

Table X1-23.

P R' R? R® R® R* "R R* X Y R Rt
¥i231 Pr 8 H H Pr § H F OH H H
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e R\ R® R* R R" ® R* Xx v R R
X§232 Pr H H CH; Pr H H F OH H H
X233 Pr H OH CHCH) r H H F OH B ¥

XE234 Pr H H CHOHCH) ™ H H F OH H H
WE238 Pr HOH O CHM Pr H O H F OH H H
X236 Pr B OH CHendol3l W H H F OH H H
XE237 Pr H OH O CH.OHSCH: P H H F QH H H

Xi-238 Pe * H OO ?r H O H F OH B H

*R* and R joined together by (CHa) to form five-mentbersd ring.

Table X1-24.

Ne RORS OR® R R " RR X Y R F
Xi-24-1 By H H H T+ H H F OH H H
X§24-2 Bu H OH O OH, fr H H F OH H H
¥524-3 Bu H OB CHB{CH:) Pt H H F OH H H

Xi-24-4 Bu H H CHOHCH), P H H F OH H H
X524 Bu H H  CHPh Pr M H OF OH H H
XE24-6 By H H  CHedndoldl Pr H H F OH H H
XE24-7 Bu H H CHOMRSCH, Pr H H F OH H H

Y348 By * H % ' H OH OF OOH H OH

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

Table X1-35.

Ne R R R® wr® B R x vy r 7
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Ne R' R* R* R" R" R R X v ®r %
X§251 P H H O H Pr H H ¥ OH H H
X282 Ph H OB CH Tr H N F OH B H
XE2S3 PR OH M CHCOH), Pr H H F OH H W

Xi284 P H OB O CHOHCH:y ™ H H F OH H H
X358 P H OH CHPh fr H H F OH H H
XI2846 Ph H O H  CHedadol3s! P H H F OH H H
X357 Ph M OH CICHSCH; Pr H H F OH H M

XE388 PR H ¢ T H OH F OH H R

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

Table XI-26.

Mo R' R° R® R" R ® RF X Y R R
Xi26-1 p-MePh H H H Pr ¥ H ¥ OH H H
X362 pMePh H H W PTr H H F OB H M
X3-26-3 pMePh H O H O CH{CH.), Pr H OH OF OH H H

XE36-4 p-MePh H H  CIRCHCH). PFr H H F OH H B
X268 p-MePh H H  CHPh Pr H OH OF OH H H
XE26-¢ pMePh B H CHyindebdwl TrH OH OF OOH H OH
KE236-7 pMePh H OH CHOHSCH Fr H OH OF OB H M

X326-8 p-MePh * H 0* Pr H OH OF OH H H

*R* and R joined together by (CHz)s to form five-mnembered ring.

Tahle XI-27.
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Re R' R* R™ R" R" " P X ¥ R ¥
XE271 p-F-Ph H H H Pr # H F OH H H
X822 pFPh H OHOCH Tr H OH OF OH H H
XE273 pFPh H OH CH(CHh Pr H H F OH H H

Xi-27-4 pFPh B H CHCHICH), P H H F OH H H
X127-5 p-FPh H OH CHPh Pr H H F OH H H
¥L-27-6 pfPh H OH CHedndol3yt Pr H H F OH H H
X3277 pF-Ph H H CILOHSCH P H H F OH B OH

Xi27-8 pFPh * H ¥ Py H H OF OH H H

R and R joined together by {CHa)h to form five-membered ring.

Table XI-28,

e R R® R™ R"™ R F R* X v R &
Xi-28-3 o-CRPh H OH O OH Pr H H F OH H H
Xi-28-2 p-ChPh H H OB Pr H H OF OH H H
X283 pOhPh H OB CH{CH), B H H F OH H H

Xi-384 pChPh H H CHOHCH:), P H H F OH H H
X288 p-Cl-Ph H H  CHPh Pr H H F O H H
¥1-38-6 p-CiPh H H  CHpindoeb3-yi r H H F OH H H
XL28-7 pClPh H H CHOHSCH, Pr H H F OH H H

X§-28-8 pCiPR * B % e H H F OH H H

¥R and R° joined together by (CHyhs to form fve-membered ring.

Table X1.29,

JQEOORE- ~ 369 -
3635571
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Diocket No. : PH3ORG.POG-TRK]

Ne R’ R’ OR® R” R R XY R R
X§-28-1 pBrPh H H H Pr H H F OH H H
X829 pBr-Ph H OH  CH Tr H H F O H H
XE29-3 p-BePh H OH  CHEICH:) TrH H F OH H H

X¥-29-¢ pBrPh H H CHCHCH), P

b
rori

H F OH H H
X329 p-Br-Ph H H CiPh Pr W OH F OH H H
XE29-6 pRe-Ph H B CHeindoldyt Pr H H F OH H H
X427 pBrPh H OH O CHOHSCH: P B H OF OH H OH

XP298 p-BrPh ¢ H ¢ Pr B B F OH H H

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

Table Xi-30.

Ne g B OR™ rR® R" R R*®. X ¥ R ¥
Xe38-1 pl-Ph H OH O OH e H O H F GH H H
X302 plPh H OH OCOH Pr H H F OH H H
¥i-30-3 plPh H OH O CHOH), T H OH R OOH H H

Xi30-4 plPh H H CHCHCH) Pr B H F OH H H
¥§38-5 pIPh H H CHPh P H OH F OH H B
X5338-6 piPh H H  (Heindobdyt Pr H H F OH H H
XE307 pfPh H H O CHOHSCH, P H H F OH H H

¥i-30-8 piPR * H O * e H H F OH H H

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

Table XI-31.

29RG901-1 -37G -
3625571
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Y B R R" R R r R XY R ®
Xi-311 CH, H H H "Wy H H F OH H H
B33 CH. H H  CH, My H H F OH H H
¥i-31-3 CH, H B CHICH) "By H H F OH H H

Xi3i4 CH, H ¥ CHSHCH:), "Bes H H F OH #H H
%1318 CH; H H  CHPh My H H F OH H H

¥i31-6 OH; N B CHeindol3vl "Bg H H F OH H H

g
ey

X3-31-7 CH; H CHCHASCH: "Bu B H F OH H H

i34 CH, * HOOO% By H H

]

O H OH

*R“ and B joined together by (CHak to form five-menbered ring.

Table X1-32.

Mo ®ROR p® OR® or o xvy w»®
X533 Bt H O OH O H By H H F OH H H
X8322 Bt H OHOCH "By H H F OH H H
X323 Bt B OH CH{CH) By H H F OH H H

¥E32-4 Bt H OH O OCHCH(CH.): "Bas H H F OH H H
Xi-32-8 Bt H H CHPh "By H H F OH H H
¥E32-6 Bt H M CHpeindob3-yl "B H H F OH H H
XE32.7 Bt H H CHCOHSCH, "Bg H H F OH H H

Y3z Pt ¥ o owoo¥ My H H ¥ OH H #H

*R? and R joined together by {CHa ) to form five-membered ring.

Table X1-33,

2080801 -
363557.3

3

~3

—
1
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N R R R® R R R R X Y R R
XE33.1 Pr H OH R Wy H H F OH H H
XE332 Pr H OH CH "My H H F OH H H
¥i333 Pr H OH  CHICH:): Mg H H F OH H B

KE33-4 Pr H H CHRCHCHE), "Bs H H F OH H B
X338 Pr H OH  CHPh "My H H F OH H H
¥533.6 Pr H H  CHydndol3yi "By H H F O H B
XB337 Pr H OH O CHOHSCH; "Ba H H F OH H H

¥333-8 Pr o * H ¢ Mg H H F OH B H

*R” and R joined togother by {CHo)s o form five-membered ing.

Table XI-34.

Pe B ®ROR® R R R R XY R B
Xi-34-1 By H H H By H H F OH H H
XE34-2 Bue H B U, "By H H F OH H H
XE343 PBu B OH CHCH:), "By H H F OH H H

Xi344 Be H H CHOHCH), "Be H H F OH H H
¥E34-8 B H OH  CHPh Mg H H F OH H H
X§334-6 Bu H H  CHpededobdl "By H H F OH H H
X347 By H H  CHOHSCH, "Bg H H F OH H H

XE34-8 Bu * H ¥ s B OH F OH H H

R and R joined together by (CHy)s to fonm five-membered ring.

Table X1-35.

28569011 -3 -
3BZRRY.L
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Mo ' R* R® OR® R* B R X v ®r R
XE38-1 Ph H H O H "By H H F OH H H
XE3S2 Ph H H CH My H OH F OH H H
XE35-3 Ph H H  CHCH:) By H H F OH H H

X384 Ph H H CHOHCH) "Be H H F OH H H
¥Xi-35-8 Ph H H CHPh My H H F OH H H
X835 Fh H B CHdadol3yl "Ba H H F CGH B H
XI3%7 Ph H H CHOHNSCH: "Bsn H H F OH H H

XL388 Pho* H ¢ gy H H F OH H H

*}” and B joined together by (UH,); to form five-membered ring.

Table X136,

Ne R RY R® R® R® » R X Y R R
Xi-36-1 p-MePh H H H "Bu # H ¥ OH H H
X362 p-MePh H H  CH B H H F OH H H
X§36-3 pMePh H H  CHOH) By H H F OH ®H H

X364 p-MePh H H CHOHCH) "Be H H F OH H H
X368 p-Me-Ph H H CHPh "Bu H H F OH H H
Ki-36-6 p-MePh H H CHedeldsyl "Bu H H F OH H B
Xi-36-7 p-MePh H H CHARSCH; "By H H OF OB H H

X&36-8 pMePh * H OF "Bu H H F OH H H

*R* and R™ joined together by {CHy)s to form five-membered ving.

Tabie X1-37.

25%0901 -1 -373.
36235571
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e R R R®* RP R* R R X Y R R
XE37-1 p-F-Ph H H O H "By H H F OH H B
X537 pFPR H OH CH “Bu H H F OH H H
XI-37-3 p-F-Ph H H  CHICH) "Ry H H F OH H H

Xi374 pFPh H H CHCHCH:): "Bu H H F OH H H
XE378 p-FPh H OH O CH:Ph "By H H F OH ® H
Xg37-6 pF-Ph H H  CHedndob3yl "Bg H H F OH H H
X¥E377 pFPh H OH O CHCOHSCH; "Bu H H F OH H OH

X378 pFPH * HOOF e H H ¥ OH H H

*R” and R”° joined together by {CHa fo form five-membered ring.

Table X138,

e ®’ RY R OR® R OR R x vy RO
X3-38-1 pChPh H H H "Bu H H ¥ OH H H
XE382 pChPR H OHOOCH "Wg H H F O H ¥®
X8383 pChPh H OH O CHICH), "By H H F OH H H

Xi384 p-Ci-Ph H B CHCHCH):, "Bu H H F OH H H
KE388 p-ChPh H O H CHPh Be H H F OH H ©
X386 p-ChPh H H  CHendol3yt "HBu H H OF OH H H
¥E38-7 pCiPh H H CHCOHESCH; "Bw H H F GH H H

KE388 pllPh * H O OF "Ba H H F OH H H

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

Table XI-34,

2980901 -1 - 374 -
3625571
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Ne R R* R* R R'" R " XY &k R
XE388 p-BePh H OHOH "My H H F OH H H
X832 pBrePh B OHOCH Mg H H F OH H H
XE-3%-3 p-BrPh H B CHCH:) "BRa H H F OH H H

Xi-384 pBr-Ph H H CHOBCH): "Ba H H F OH H H
XE-38-8 pBePh HOH CHPh "By H H F OH H H
X396 p-Br-Ph H H CHpdndol3wyl "Bg H H OF OH B H
XEA97 pBr-Ph H H O CHOHSCH; "By H H F OH H H

X:-398 pRePr * H ¥ "By H H F OH H H

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

Table X148,

Ne R’ R® R*® R¥ R R R XY R R
Xi-40-1 p-I-Ph H H H "By H H F OH H H
Xi40-2 plPh H OH O "By H H F OH H H
¥i46.3 pl-Ph H O H CHCH, By H H F OH H H

Ki-48-4 p-bPh H H CHOHCH:;): "Be H H F OH H H
XE40-8 ploPh H H  CHPh Mg H ¥ F o H H
XE-48-6 pi-Ph H H  CHyindel39l "Be H H F OH H H
Xi-49-7 p-l-Ph H H CHOHESCH, "Bg H H F OH H H

XE48-8 plPR Y BT "My H H F OH H H

*R% and R°® joined together by {CHy)s to form five-membered ring.

Table XI-41,

2980001-1 - 375 -
3R2ERT.L
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Fe rR' R R" RV B R R XY ®R K
XE41-1 CH, H H H Bz H H 7 OH H H
XE43-2 CH. H OH CH, Bz H H F OH H H
X413 CH, H OH  CH{CH) Bz H H F OH H |

Kidi-d CHy H H COICHCH), B H H F OH H H
XE41-8 CH, H H CHpPh Bz H H F O0H H H
¥idi-6¢ CH; H H CiHedindel3vl B H H F OH H H
Xi-43-7 CH, H H CHUOHEHSCH; Be H H F OH H H

Xi-43-8 CH, * H % Bz H B F OH H B

*R7 and R joined together by (CHa): to form five-mensbered ring.

Table X1-42.

e Y RS ™ ORT F RPrRrXxY R R
Xi43-1 Bt H H H B: H H F OH H H
Xi42-2 Bt H H CH, Bz H H F OH H H
KE42-3 Bt H O OH  CHCH), Bz H H F OH H H

Xi424 Tt H H CHOHCH): Bz H H F OH H H
X435 Bt H OH  CHPh Bz H H F OH H H
XE42-6 Bt H B Cipimdoldal Bz H H F OH H H
X427 Bt H H CHOHSCH, Bz H H F OH H H

X428 B o * B O* B H H F OH H H

*R* and R™° joined together by (CHa)s to form fve-membered ring.

Tabie X1-43.

T980901 -1 - 375 -
3B2557.1
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Ne r'OR* OR® RP R ¥ R X ¥v R &
X431 Pr H H H B2 H H F OH H H
X432 Pr B OH CH 8z H H F OH B H
X3433 Pr H H  CHCH) Be H H F OH H H

Xid34 Pr H H CHCHICH), Bz H H F oH B H
X438 Pr H H CHPh Bz H B F OH H H
XI436 Pr H H CHeindoldyl Bz H H F OH H H
Kid37 e H OH O CHCOHSCH, Bz H H F OMH H OH

X438 P Y H0® By H H F OH H H
#R2 and R

joined together by {CHy ) to form Sve-membered ring.

Table XI-44.

Ne rR' RY OR® R F R R X v »®
Xid4-1 Bu H H H Bz H H F OH H H
X144-2 By H H OH Bz H H F OH H #H
X443 By H OH  CHOHD): Bz H H F OH H H

Xi44-4 Bu H H CHCHICH:) B H H F OH H H
%5445 By H H  CHPh B H H F CH H H
Xi-44-6 By H H (Heindol3yl Bg H H F OH H H
Xi447 By H H CHCOHSCH: B H H F OH H H

Xi-d44-8 By * H % B H H F OH H H

#R* and R™° joined together by (CHy)s to form five-menmbered ring.

Table X145,
28800011 - 377 -
3525571
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Ne R' R* R* R” R" R R® X v R &
Xi-45-1 Ph H H H Bz H H ¥ OH H H
Xi482 Ph H H CH, Be H H ¥ OH H H
X483 Ph H H  CHCHD): Bz H ¥ F OH H H

X454 Ph H H CHCHCH) Bz H H F OH H H
X458 Ph B OH  CHPh B: H H F OH H H
¥idS6 Ph H H  Cipyndoldyl Bz H H F OH H H
Xi457 Ph H H CHCHSCH, B: H H F O H H

X}458% PR * H ¢ B: H H F 0 H BH

*R* and B joined together by {CHy): to form fve-membered ring.

Table XI-46.

Ne R R R® »® R" " "R x v ® R
Xi46-1 pMePh H H H Bz H H F OH H H
Xi-46-2 p-Me-Ph H H CH; Bre H H F OH H H
XE-46-3 p-Me-Ph W OH  CH{CHW) Bz H H F OH H H

Xido4 p-MePh H H CIRCHH): Bz H H F OH H H
Ei46-8 p-MoPh H O H  CHPh B, H H F OH H H
XE466 p-MePh H H CHyededebdvl Be H H F OH H H
Xi46-7 p-MePh H H CHLOHSCH: By H H F OH H H

Xi-46-8 pMebPh * H ¥ Bz H H ¥ OH H H

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

Table X147,

29809011 - 378 -
3625%7.1
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e R gOR® R R R R X v ® K
X471 pFPh H H H Bz H H F OH H H
X$472 pFPR H H Oh Bz H H F OH H H
Xi-47-3 p-F-Ph B H  CHCH), Bz H H F OH B H
Xi47d pFPh H OB OCHOHCH:): Bz H U F o0 H H
¥i-478 pFPh H M CHPh Bz H H F OH H H
Xi-47-6 pF-Ph H H  Clh-edeldyl Bz H H F OH o H
X477 pF-Ph H H O CHOCHSCH; Be: H H ¥ OH H H
Xi-¢7-8 p-F-Ph ¥ H ¥ B H H F OH H ¥H

*R* and R joined together by (CHah to form five-membered ring.

Table X1-48.

MNe R R° R*® R® R "R R*R XY R R
X¥-48-1 p-ClPh H H H 8 H H F OH H H
Xi-48-2 p-ClPh H H CH; Bz H H F OH H H
Xi48-3 p-Cl-Ph H O H  CHCH:) Br H H ¥ OH H H
Xi-48-4 p-Cl-Ph H H  CHOCHCH). Bz H H § OH H #
X483 pClPh H H  CHPh Bz H B F OH H B
X148-6 pChPh H H (Fdndoldylt 82 H H F OH H H
¥i-48-7 pCLPR H 1 CICHSCH; B: H H F OH H H
Xi48-8 pCLPR ¢ H ¢ B H H F OH H H

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

Table X149,

2SROV01-1 - 379 «
3625571
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Me & R* R™® R R R R XY R R
XE491 pBeFh H H O H Bz H H ¥ OH H H
X492 p-RePh H B CH Bz H H F OB H H
Ki-48-3 p-BrPh H O OH  CHICH:) B H H F GH H H

Xi-4%4 pBr-Ph H H CHCHCH:): Bz H H F OH H H
X488 pBePh H OH  CHPh By H H F OH H H
4496 p-BrFh H B CHendoldyl Be H H OF OH H OH
XE497 o-Br-Ph H H CHCHSCH, Bz H #H F OH H H

X348 p-Be-Ph * H O OOF Be H H F OH ®H H

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

Table XI-50,

e R} R R* R® R* R R* X v R ®
Xi-50-1 p-lPh H O H H Be H H F OH H H
XE&2 pd-Ph BOH O CH Bz H H F 0OH H H
X8503 plFPh H B CHCH): Bz H H F OH ¥ H

Xi804 plPh H H O CEHCHCH): Bz H H F OH #H H
XL588 p-I-Ph H H  CHPh B H H F OH H H
Xi80-6 p-lPh H H CHindol3yt Be H O H OF OH H H
KES87 pdoPh H OB OCHRCHESCH:; B H H F OH H H

i858 pl.Ph * H % Bz H H F OH H H

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

20RO901-1 - 380 -
3625571
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Xn

Table XII-1.

P R' R* R* R R* R R XY R R
Xf1l CH; H H O OH CH; N, F F OH H H
Xik1-2 CH, H H CH CH; N, F F OH H H
Xik1-3 CH: H B CHOH), CH; N; F F OH H H
X4 CH, H B CHOHICH:), O Ny F F OGH H H
XE-1-8 CH; H O OH O CHPh CH, N2 F F OH H H
Xias ¥, H O H  CHededold-yl CH; Nz F F OH H H
XE-1-7 OF, H OB CHCHSCH, ¢ N, F F OH H H
Xi-1-8 CH, * HOO* CH; N F F OH H H

*R* and R™° joined together by {CHa): to form five-membered ring,

Table XH-2.

Ne R!' R? R¥*® R® R* R R XY R R
X1 Bt H H O OH Oy, N; F F OH H H
9809011 - 381 -

362557.1
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T rY B® pW p® " B R X ¥ R R
X322 B o OH CH, CH, M, F F QH H H
Xilad Bt H OH  CHICH:) CHy, Mo F F OH ¥ H

K24 B OH OH CHOHCH), OH N; F OF OH H H
X285 Bt HOH  CHPh O, Ne FOF OOH H O H
Xf-2-6 Bt H H CHeindol3sl CH; Ny F F OH H H
¥E-2-7 Bt OH H O CHOHSCH, CH, N, F OF OH H H

¥ign28 B ¢ g o oo# CHy, My F F OCH H H

*R* and R77 joined together by {CHz); to form Sve-membered ring.

Tahle ¥11-3.

N R R OR® OR® R* R RPRX Y R R
Xi-3-1 Pr H H H CH; M F F OH 8 H
32 Pr H OH O CH CH, Ny F F OH H H
Xi5-3-3 Pr H H  CHCH): CH; M, F F OH H H

i34 Pr H O OH CHOHCH), CH, Ny F OF OH H H
EE-38 Pr H OH  CHPh CH: Ny F F OH H H
X436 Pr H H  Cieindoldy! CH; Mo F F OH H H
K@Y Pr H OH O CHCHSCH, O, N, F F OH H B

XiE3-8 Ppr ¢ H ¢ CH; ¥, F F OH H B

*R” and R™ ioined togother by (CHL)s to form five-membered ring.

Table Xi-4.

N BB RY® OR® R* R R X Y R R
Xid1 ‘Bg H H H O, N, F F OH H H
3880901 -3 - 382 -

3625571
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e R ORT ORY Y BOR R XY ®ROF
Xfi4-2 Ba H H OH: CH, N, F F OH H H
¥E-4-3 Bu H B CHCGL): CH, M, F F OH H H

Hid-d By H H CHCHOH:): CH, N, F F OH H H
X485 ‘By H H  CILPh CH, % F F 09 H H
Y46 Bu H B CHendsl3yl CH, M, F F OH H H

Xii-4.7 ‘By B H CHCOHSCH, CHy N

tri

F OH H H

4

Xii-4-8 ‘Bu * H O 0* CH: Ny F F OH H B

*R* and R™ joined together by {CHy)s to form fve-membered ring.

Table X113,

MNe R' R® R® RV R OB R Xy &
XG-51 Ph H H B CH, Ny F F o H H
X¥E52 PR OH U O CHy Ny F F OH H H
X583 Ph H OH o CHCH), CH, N, F F OH H H

HiL54 Ph H H CEHLHCH), CGL Ny F F OH H H
X885 Ph H H CHPb CHy Na F OF ©H H H
56 Ph H OH  CHelndol3l CH; Ny F F OH H OH

K57 Ph H H O CHLOHSCH, CH, My F OF OH H OH

X858 Ph * M ¥ CHy Ny ¥ F OH H H

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

Table X6,

e Rr! rT R¥® p® R » R X v wr R
REC - 383 -
3625571
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Re R' R” R® R® R R R X v 7w &
Xi-6-1 pMe-Ph H H H CH; N F F OH H H
X2 pMePh H H CHs CH; Ny ¥ F OH H H
Xi-63 pMePh H H CHOH:)L CH; Mo F F OH H H

Kikgd p-MePh H H CHCOHM), CH N, F F OH H H
XiR6-S p-MePh H H CHih CH Ny, F F QH H #H
Xi-66 pMePh H H CHeindoldl CHy N F F OH H H
K7 pMePh H H CHOLCH, CH N F F OH H H

X668 p-MePh * H ¢ CH, Ny F F OH #H H

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

Table XII-7.

MNe R’ R® R™ R® R* R R x v r &
X571 pFPh H OH O OH CH;, N ¥ F OH H H
X7 p-F-Ph H H O CH, Ny F F OH H H
KE73 pFPh HOH O CHICH) CH; N, F F OoH H H

X744 pFPh H OH O OHCHCH) (Ha N F F OH B OEH
E-7-¢ p-F-Ph H B CHPR CH; N; F F OH H H
XE7-7 p-FPh H B CHeindob3-yl CH: N; FOF OH H OH
K78 pFPh O H OHO O CHCOHSCH, CHy N F ¥ OH H OH

W3 pFFR O B C; My ¥ F OH H H

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

Table XI-8.

3930903 1 - 384 -
36258%7.1
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e } B ORTORT R R OR XY R OR
XiE-81 pClPh H H H CH:; Nz F F OH H H
X423 p-CiPh H H CH CH; N, F F OH B H
XIE83 pCl-Ph H H  CHCH:), CH, N; F F OH H H

X84 pChPh B O H CHOECH): CH N F ¥ OH H OH
XSS pLlPh H H  CHPh CH; Ny, F F OH H H
XE-86 p-ClPh H H (Cihendoldyl CH, N ¥ F OH H H
X887 oClPh H H CHCOHSECH, CH, M F F OH H H

X84 pClPh * H ¢ CHy N, F F OH W H

*R* and R joined together by (CHa: fo form five-membered ring.

Tahle X119,

Ne R’ R* R® R® R* R R®* X Y R R
Xi-¢-} p-BePh H H H CH; N, F F OH H H
X¥-%-2 p-BrPh H OH O CH; M F F GH H H
X183 p-Be-Ph H B CH(CH) CHy, Ny F F OH H H

XiF94 p-Br-Ph H H COLCHCH): (H: N F F GH H OH
Xi-%-6 pBr-Ph H OH  CHPh CHy Ny ¥ F CH H H

K97 pBePh H H  CHyndeldat CHy N

g
=5

O H OH
E-98  pBr-Ph H O H CHCHSCH, O Ny F OF CGHE H OH

X828 pBePh ¥ HOOF CH, Ny F F OH H H

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

Table XH-10.

ZHRO901-1 ~ 385 .
3825571
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Fe R’ R R¥ R R B R XY R R
Xi-18-1 plPh H H H CH, My ¥ F OH H H
X102 plPh H OH O CHy, Na FOF OOH H OH
¥E-16-3 plPR H OH  CHICH CH, N, F F OH H H

Xifi04 plPh H H CELCHOH), O Ny F F CGH H OH
i8-8 p-l-Ph H H CHPh CH, Ny F F OH H H
X316 p-l-Ph H H  CHeindolbdyl CH, N F F CH H H
KIL38-7 pdiPh H B O CHOHSCHy, CH:, My F OF OH H H

Xi-i9-8 piPhH * H 7 CH: Ny F F OH H H

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

Table XI1-11.

M rYORY R® RV R R R X Y R R
Xiil CH, H O H O OH Bt N, F F OH H H
X2 CHy H O OH O CH Bt M F OF OH H H
XILi13 CHy B H  CHOH) BNy F OF OH B H

Kitai4 Oy H OB CHOHE{CH:)

iz

¢t Ny FOF OH H OH
Xi138 CHy H H CHPh B N F F OH H H
Xiptdg CH; H H  CHpandol3wl Bt N ¥V F OH H OH
K CH, H 0B CHECOESCH, Bt Ny F OF OH B OH

XILi1-8 CH, * H o »* 5 Ny F OF OH W H

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

Table XH-12.

Ao R R R® R¥ R R XY Vv R ®
29809011 - 3848 -
362557.1
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Ne rRURT BR® ®Y R OR Xy ®r R
Xg-124 Bt H H H Et M F F OH H H
X122 B OH H  CH Bt Ny F OF OH H H
¥H-123 Bt H OH  CHCH) Et N, F F OH H B
¥i-i34 Bt H H CHCHCH:), B M F F OH H H
¥8-12-8 Bt H H CHPh Bt N, F F OH H H
Kif12-6 Bt H H COHpeindoldyl B N F F OH H H
X127 Bt H H CHUOHSCH, B N F F OH H OH
X128 Bt * H ¢ Bt N, F F OH H B
*R= and R™ joived together by (CHaks to form fve-menbered ring.
Table X11I-13,

He R OR* R® R® R R R XY R B
%131 Pr H H H Et N, F F OH H H
X132 Pr H H CH; Bt Ny FOF OOH H H
X133 Pr H M CHCH;), ¥ N, F OF OH H H
X134 Pr H H CHOUH(CH), B N, F F OH H H
X-13-5 ‘pr H OH  CHPR BOM F F OH H H
X{R-136 Pr H OH CHpedndol3si Bt N F OF OH H H
Xik137 Pr H OH O CHCHSCH, Bl N, F F OH H H
XiR138 pr o+ HOO* Bt Ny FOF OOH H OH

#1° and R7° joined togother by (CH, h to form five-membered ring,

Table X114,

29809011
3625571
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Procket Mo, : PHAOBG PO TRED

Mo R R R R® R R x v R R
3a
Xf- By H H H BN F F OH B H
141 3
¥ Boe H OB OO FF N F F OH H H
4.2 3
X Bu H OH  CHOH), BN R OF O OH H H
14-3 3
XE-  Bue H H CHCHOH) B N F 0F OH H H
N 3
X8 Be BOH CHPY Bt N F F OH H H
148 3
XiE- By H H CHeindol3di Bt N F 0 F O OH H H
146 3
XD Be B OH O CHCOHSCH, ® N F F OH B H
i4-7 3
Xi- Ba o* H ¢ BE N F ¥ 0OH B H
i4-8 3

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

Tabie XII-15.

Mo R RY R® R® R* R® R® X v ®r R
XHi51 PR H H H Bt N; F OF OB H H
¥IIS82 PR OH OH O CH Bt My F F OH H H
Xi153 Ph H H  CH(CH) Ft Ny F F OH H H
RO - 388 -

3625571
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Ne R R? R® R® R R v x vy R ®

XiEi54 Ph H H CHCOCHCH:): B N F F OH H H
X158 Ph oH H CHPh BNy F OF OH H H
XiE-i56 PR H H  CUHeindob3yl B Ny FOF OH H OH
XKYg15-7 Ph H H CHCHSBCH, B N F F OH B OH

X388 P * H O* Et MN; F F O H H

*R* and R joined together by (CHy)s 1o form fve-mmembered ring.

Table X1I-16.

Me R’ R® R® R R R R X Y R ®
Xifi61 p-MePh H H H B N F OF OOH H H
Xi-18-2 p-MePh H H CH Bt M; F OF OH H H
Xiki63 p-MePh B H  CHCH) Bt W F F OH H H

KILi64 p-MePh H H CHOHCH) B N F F OH H H
X168 p-MebPh H H UHdh B ONy F F OH H H
X166 pMePh H OH  CHeindol3i Bt N F OF OH H H
X167 pMePh H B OCHCHSCH:, B N F F GH B OH

XI-168 pMePh ¥ H ¥ B N F F OGH H H

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

Table XI-17.

Mo R »Y R® OR® R R X Y R R
X171 pF-Ph H H O H Ft N, F ¥ OH H H
X172 op-F-Ph H H CH B Ny F OF OGH H H©
LHEOGGT-S - 389 -

3ABIRETA
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N R R® R® R¥ R R XY ®B K
X173 p-FoPh H O OH O CHCH), B Ny F F OH H H

X174 pFPh H O H CHRCHCH)) B N F F OH H H

X178 pF-Ph H OH O CHPh BNy F F OH H B

X6 p-F-Ph H OH  CHeindoldyd Bt M, F OF OOH H OH

X177 pFPh H OB CHUHSCH, BN, F F OH H OH

X178 pFPh * H O B Ny F F OH H H

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

Table X1I-18.

Ne R’ R* R® R® R R R®* XY R R
X181 pChPh H H H B N, F F OH H H
XiLi82 »CLPR H H (i, B Ny F F OH H H
Xi-183 pCl-Ph H B CH{CH:): B N, F F OH H H
X184 p-ChPh H H CHOH(CH), B N, F F OH H H
KE185 pChPh H O H PR B Ny F F OH H H
X186 p-ClPh H H CHeindob31 B Ny ¥ F OH B H
XiBi87 »ChPh H OH O CHUOHSCH, E My F OF OH H H
X188 pClPRH ¥ H ¥ H ON: F F OH H H
*R* and R joined together by (CHoh to form five-mombered ring.

Table X118,

Mo R' R* R™® R R rRXY R P
XE-19% pBePh H OH O OH B My F OF OH H H
P -390 -

362557.1
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Drocket Mo, : PH3OB0 PCETRK

Ne R R R*® m¥® R R R* X v R g
Xi-1%2 pBrPh H H  CH; Bt N F ¥ OH H H
KE-1%3 pBe-Ph H O OH O CHICHD), B ONe FOF OH B OH

Xi-19-4 p-BrPh H H CHCHCH), B N, F F OH B H
Kil.ig.58 pnt..P‘h H OH CH,PR B My F F QGH H H
XIL19-6 p-BrPh H H  CHeindoldyl Bt N F F OH B H
X197 pBrPh H O OH O CHCHSCH, B N, ¥ F OH § H

K198 pBebh * ®H O O® B ON: F ¥ OH H OH

*R”and R°° joined together by (CHy)s to form Bve-smembered ring.

Table XH-24,

Ne R R° R® R” R R R XY R
Xit-201 plPh H H H Et N; F F OH H
Xi-28-2 p-IPh H H  CH; B N, F F OH H
XER20-3 p-IPh H O OH O CHOH) B Ny F F OH H

KE20-4 pIPh H O CHOHCH), B N, F P OH H
XI-20-5 plPh H OH O CHPh Bt Ny F F OB H

K268 p-lPh B H  (CHedndobdsl Bt N; FOF OH OH

X7 piPh H H  CIECHSCH, b

F F OH H

X208 pl-PH ¥ HOO* Bt Ny F F OH B

¥R* and R°" joined together by {CH, ) to form five-membered ring.

Table XI-21.

o rR' R? R® p¥® R R XY 1R’ R
2080901 -1 - 381 -
3IR2ES7.L
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Diocket Mo, - PH3GE0 POS-TREL

Ne R" R* R*® R” R* " R®* X v ® &
X2 CH, 5 H H Pr N; F F OH H H
Xil-2t-2 CH, H H CH, Pr N, F OF OOH H H
Xi-23-3 CH, B OH  CHCH:): Pr MNa FOF OH H H

Xi-2i-4 OH, H H CHCHCH) % N F F O ¥ H
X¥E218 CH, B H  CHPh Pr N F F OH H H
X236 CH: H H  CHeindoldwl Pr N3 F F OH B H
Xi257 CH, H M CHOHSCH, Pr N, F F OH H H

Wik O, ¢ ¥ r M, F F O H B

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

Table X122,

N R' R R*® R® R* R RR X Y R Rf
Xit2zd Bt B OB H Pr N, ¥ F OH H H
X222 Bt H OH O CH T Ny FOF OH H H
¥i-23-3 Bt H OH  CHOH)Y r N F F OH H H

XiE224 Bt H OH O OHUHICH), Pr N, F OF OH H OH

X228 Bt H H  COHPh B N, F F OH H H
Xif226 Bt H H  CHedndoldyl Br Ny FOF OH H H
X227 Bt H OH O CHCHSBCH;, Pr Ny F OF OH H H
Xib228 T ¢ H % Pr N FOF OOH H H
#R* and B™ jeined together by {(CHak to form five-membered ring.
Table XI1-23.

Ne R' R R® R" R* W R* X v R R
Xi23-1 Pr H H H Pr N; F F OH H H

3986901~} - 397 .
3625571
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Docket Mo, ¢ FHIORO PUCA-TRK R

X g' R rE® g® B p Ry v ® R
Xi823-2 Pr H OH O v M, F OF OOH H H
XI23-3 Py H O OH  CHCH.), B W, F F OH H H

XEE23-4 Pr H OH O CHOH(CH;), Pr ™, F OF OH H OH
Xi-23-8 Pr H OH  CHPh ¥r N F OF OH H H
X123 Pr H H  CHeindol3y! Br Ny F F OH H H
XEE237 Pr HOH O CHOHSCH, Pr M FOF OOH H OH

XI+23-8 By ¢ H % e N, F F OH B H

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

Table X1I-24.

M ® RS OR® R R* " R®* X v & K
X241 By H H H Pr N, F OF OH H H
Ki-24-2 Ba H H O CH, Pr M, P OF OOH H B
¥[3-24-3 Bu H H  CHCHD: Pr M, F OF OB H H

Xit-24-4 By H H CHCHCH), P N, F F OH H H
X245 Bu B OH  CHPh Pr N, FOF OH H H
¥i5-246 Bu H H  CHpeindol3yl Br Ny F F OH H H
KIE-24-7 Bu H H  CHOHSCH:; Pr N F F OH H H

¥i-24-8 Bu * H * r M, F OF OH H H

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

Table X1-25.

Ne r' gt pR® p¥® R R RE X Y R R
2980901~} -383 -
3625571
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Ne R' R* R® R” R* R R® X ¥ R K
X251 Ph B H H Br M, FF OH H H
Xi-282 Ph H OH OCH, Pr Ny F OF OH H H
XO-253 Ph OH O OH O CH{UH: Pr N, F F OH H H

XIL3%4 Ph H B CILCHCH), Pr N, FOF OH H H
XE-388 Ph H H (ILPh Pr N3 F OF OH H H
¥H-256 Ph H OH  (Heindoldwl P N, P F OF H H
XKIL28-7 Ph H OB O CHOHSCH:; P Ny F OF OH H OH

X258 P O* OHO# Tr N, F F OH H H

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

Table X126

e R’ R? R® R® R®* B R* X v R R
Xi-26-1 p-MePh B OH OH r N, F F OH B H
XE26-2 pMePh H OH  CH Pr Ny F F OH H H

XE-26-3 p-MePh H H  CHCH.), Pr N, F F OH ¥ H
XIk-26-4 p-MePh H H CHCHCH) P N F F OH B H
X268 p-MePh H H  CHPh Br N, F F OH H H
X266 p-MePh H H  CHeindobdyl ¥ N §F F OH H H
K267 pMePh H H O CHROHSCH, ®r N F F OH H O

Xi-26-8 pMePh * H ¢ r N F F OH # H

“R* and B joined together by (CHad to form Sve-membered ring,

Table XH-17.

TPRGGG1-1 - 384 .
36325571
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N R R OR® R® OR R XN Y ® ¥
XI-7-1 pFPh H OHOH Pr N; F F OH H H
X272 p-F-Ph H H OH Pr N: F F OH H H
X273 p-F-Ph H H  CHCH) Fr N; FOF OH H H

X274 p-FPh H OH O CHROHCH), Pr N F OF OH H H
W78 pFPh H O OH O CHPh Br N, F OF OH #H H
X276 p-F-Ph H H  Cihdadol3wl P Ny F F OH H H
KE-277 o-F-Ph H OH O CHUHSCH, Pr Ny F F OH H H

X278 pF-Ph * HOO®* ProNy FOF OOH OH H

*R? and R joined together by (CHa): to form five-membered ring,

Table XI11-28.

D R’ R® R* R™ R*  R® X ¥ R R
Xi-38-1 pClPh H H O OH Pr ™y F F OH H H
¥H-282 p-CiPR H H  CH Pr N3 F F OH H H
X283 pClPh H O OH CHICH): Pr N, F F OH H H

Xi-28-4 p-Cl-Ph H H CHOHCH): P N F F OH H H
Xi-28-% p-ChPh H H  CHPh Pr N2 F F OB H H
Kil-286 pChPh H H  CHendol3yt Pr Ny F OF OH H H
XiL287 p-ClPR H H O CHCHSCH Pr M F OF OH H H

Xi-28-8 p-CLPH * H ¢ Pr N3 F F OH H H

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

Table X129,

29509011 -395 -
362557.1
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