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Ne R

R2

RE a

R’ib

R

RS RG

XX1-46-8 p-Me-Ph

ES

H

* Bz H

CH;

F OH

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

Table XXI1-47.

=

Ne R R* R™ R® R* R°P R® X Y

XX1-47-1  p-F-Ph H H Bz H CH; ¥ OH
XX1-47-2 p-FPh H O H CHs Bz H CH; F OH
XX1-47-3 p-F-Ph H H CH(CH:) Bz H CH; F OH
XXi-474 p-F-Ph H H CHXH({H;); Bz H CH; F OH
XX1-47-5 p-F-Ph H H CH:Ph Bz H CH: ¥ OH
XXi-47-6 p-F-Ph H H Cih-pdob3-yl Bz H CH: ¥ OH
XX1-47-7 p-F-Ph H H CHOHLSCH: Bz H O CH: ¢ OH
XXi-47-8 p-F-Ph * H * B H CH: F OH

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

Table XXI-48.

N R R® R® RP RN R R X Y
XXI-48-1 p-Cl.Ph H H H Bz H CH. F OH
XX1-48-2 p-Cl-Ph H H CHy Bz H CH, F OH
XX1-48-3 p-Cl-Ph H H  CH(CH:) Bz H CH, F OH
XX1-48-4 p-Cl.Ph H H CHCH(CH:» Bz H CH, F OH
XX1-48-5 p-CI-Ph H H CHFhb Bz H CH; F OH
XX1-48-6 p-Cl-Ph H H  CHyindol-3y] Bz H CHy F OH
XX1-48-7 p-Cl.Ph H H CH:CHSCH; Bz H CHs F OH
XX1-488 p-Cl-Ph * H = Bz H CH: F OH

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

Table XX1-49.

o R R’ R® RP® R PR X Y
XX1-49-1 p-Br-Ph H H H Bz H CH: F OH
XXI-49-2 p-Br-Ph H H (I Bz H CH: F OH
XX1-49-3 p-Br-Ph H H  CH(CHy), Bz H CH: F OH
XX1-49-4 p.Br-Ph H H CHCH(CH), Bz H CH, F OH
XX1-49-3 p-Br-Ph H H CHPh Bz H CHy F OH
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Ne R R* R*® R® R'" R R® X Y

XXi-49-6 p-Br-Ph H H (Cip-indol-3-v1 Bz H (i F OH
XX1-49-7 p-Br-Ph H H CHXCHSCH: Bz H CHy F OH
XX1-49-8 p-Be-Ph * H ¢ Bz H CH: F OH

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

Table XXI-50.

Ne R R R® R® R R R* X VY

XXi-30-1 p-lPh H H H Bz H CH; F OH
XXE536-2 pI-Ph H H  CHs Bz H CH; F OH
XXE56-3 pI-Ph H H  CH(CH:) Bz H CH; F OH
XXL-56-4 p-l-Ph H H CHCH{(CH:: Bz H CHs F OH
XXE-56-5 p-l-Ph H H  CHPh Bz H CH; F OH
XX1-56-6 p-I-Ph H H  CHeindol-3-1 Bz H CiHs F OH
XXI-56-7 p-I-Ph H H CHCHSCH; Bz H CHs F OH
XXI-56-8 p-I-Ph * H * Bz H CH; F OH

*R? and R joined together by ({CH2)s to form five-membered ring,

XXiE
Table XXH-1.

i R 1 R2 RS a RSb R4 RS Rﬁ X Y
XLf-1-1 CH: H H H CH;: H F H OH
X312 CH; H O H  CHs CH; H H OH
XXH-1-3 CHs H H  CH(CH:h CH: H H OH
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Ne R' R* R*® R® R'" R R X Y

XXii-i4 Ol H B CLCH(CH:), CH; H F H OB
XXi-i-5 CH; H H CH:Ph CH, H F H OH
XXi-1-6 CHs H H CHpymdol35l CH; H F H OH
AXM-1-7 CHs H H CHYXCHSCH;, CHy H F H OH
XXi-i8 CH; * H ¥ CH: H F H (OH

*R2 and R* joined together by (CHz)s to form five-membered ring.

Table XXII-2.

o R'" R? R*® R* R* R R X Y
XXzt Bt H H H CHs H F H OH
XX§§-2-2 Bt H H OH CHs H F H OH
XXIH-2-3 Bt H H CH{CH:):» CHs H F H OH
XXii-24 Et H H CHCH(CH)»: CH H F H OH
XXii-2-5 Bt H H CH:Ph CHs H F H OH
XXH-2-6 Bt H H CHiodol3wl CH: H F H OH
XX1-2-7 Bt B H O CGRCESCH; Gk H O OF H OH
XXif-2-& Et = H * CH: H F H OH

*R? and R joined together by (CHap to form five-membered ring.

Table XXIi-3.

;-9 R] R/ R.Sa Rfib R4 R‘; Rﬁ X x{
XXI-31 Ppr H H H CH; 4 F H OH
XXI-3-2 ipr H H  CHs CH;, H F H OH
XXI1-3-3 Pr H H  CH({CHs» CH: H F H OH
XXI-34 Pr H H CHCHCH) CH: H F H OH
XXII-3-5 Pr H H  CHPh CH: H F H OH
XXI-3-6 Pr H H CHrindol341 CH: H F H OH
XXIL37 pr H H  CILCILSCH; CIL H OF H OH
XXI1-3-8 pr * H ¥ CH H F H OH

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

Table XXii-4.

z

N RR RV RE RNR R XY
XX-41 By H H H CHy H F H OH
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Ne R R RE R® R R XY
XXi-4-2 Bu H H Ci; i, 1 F 1 ou
XXM-4-3 By H H CHCH)), CH: H F H oOH
XXM-4-4 By H H CHCHCH), CH, H F H OH
XXM-4-3 By H H CHPh CH, H F H OH
XXI[46 By H H C(Heindol3+] CH; H F H OH
XXiH-47 By H H CHCHSCHs CHs H F H OH
XXil-4-8 By * H ¥ CH; H F H OH

*R* and R joined together by (CHz): to form five

Table XXI-5.

Ne R RE R® R® R R XY
XXU51 ph H H H s HF H OH
XX1-5-2 Ph H H CHs CH: H F H OH
XXI-53 Ph H H CH(CH) CHy H F H OH
XXM-5-4 Ph H H CHRCHCH), L H F H o
XX11-5-5 Ph H H CH:Ph CH: H F H OH
XXI156 Ph H H CHpindol3sl CH: H F H OH
XXIL57 Ph H H CHCHSCH, ¢ H F H OH
XX11-58 Php * H * CH; H F H OH

~-membered ring,

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

Table XXiI-6.

Ne R’ R R OR® R ®» R XY
XXI-6-1 p-Me-Ph H H H CH: H F H OH
XX11-6-2 p-Me-Ph H H (H; CH: H F H OH
XX1-6-3 p-Me-Ph H H C(CH{CH:) CH: H F H OH
XX11-6-4 p-MePh H H CHCH(CH). CH: H F H OH
XXI-6-5 p-Me-Ph H H CILPh CH; H F H OH
XXi1-6-6 p-Me-Ph H H CHeindol-3-y1 CH; H F H OH
XX1-6-7 p-Me-Ph H H CHCHSCH; CH; H F H OH
XXi-6-8 p-Me-Ph * H * CH: H F H OH

*R? and R joined together by (CH2)s to form five-membered ring.
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Table XXIi-7.

Ne R RIRE R R RCX Y
XX1-71 p-F-Ph H H H CH; H H OH
XXU-7-2 pF-Ph H H CH CH: H F H 0OH
XXI1-7-3  p-F-Ph H H  CH(CH:) CH: H F H OH
XXII-7-4 p-F-Ph H H CHOHCH:): CH H F H OH
XXU-7-6 p-FPh H H CHPh CH: H F H OH
XXIE-7-7  p-F-Ph H H CHeindol3wl CHs H F H OH
XX1I-78 p-FPh H H CHCHSCH: CH: H F H OH
XX11-7-26 p-F-Ph H * CH: H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXU-8.

Ne R R R* R® R R XY
XXI-8-1 p-CI-Ph H H H CH; H F H OH
XXII-8-2 p-Cl-Ph H H CH CH; H F H OH
XX11-8-3 p-Cl-Ph H H CH(CH:: CH; H F H OH
XXH-84 p-Cl-Ph H H CHCH(CH), CH;, H F H OH
XXH-8-5 p-Cl-Ph H H  CHPh CH;, H F H OH
XXII-8-6 p-Cl-Ph H H CHyindol-3+1 CH; H F H OH
XXIE-8-7 p-Cl-Ph H H CH.CH,SCH; CHs H F H OH
XX11-8-8 p-Cl-Ph * H * CH; H F H OH

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

Table XXII-9.

Ne it R RW b R R XY
XXI1-9-1 p-Br-Ph H H H (i, H F H OH
XX1-9-2 pBr-Ph H H CH; Cib, H F H OH
XX11-9-3 p-Br-Ph H H CH(CH:): CH; H F H OH
XX11-94 p-Br-Ph H H CHCHCH:). CHs H F H OH
XX11-9-6 p-Br-Ph H H CH:Ph CHs H F H OH
XXIE-9-7 pBePh H H  CHiindol-3y1 CHs H F H OH
XX11-98 p-Br-Ph H H CHCHSCHs CH; H F H OH
XX11-9-20 p-Br-Ph * H ¥ CH, H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1I-10.

Ne R! R* R¥* R® R R R X ¥

XX#-19-1 p-I-Ph H H H CH:. H F H OH
XXii-16-2 p-i-Ph H H G CH: H F H OH
XXI1-16-3 p-I-Ph H H CH(CH;s) CH; H F H OH
XXH-164 p-I-Ph H H CHLOCH(CH:)p Hs H F H OH
XXH-16-5 p-I-Ph H H  CHPh CHs H F H OH
XXU-10-6 p-l-Ph H H  CHeandol3-vi CH; H F H OH
XXI19-7 pi-Ph H H O CHECHSCH: O H OF O H OH
XXi-14-8 p-I-Ph * H * CH: H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-11.

Ne R R R* R® R R X Y
XXI-t1 CH; H H H Bt H F H oH
XXI-11-2 CH; H H  CHs Bt H F H 0H
XXI-11-3 CH; H H  CH(CH:) BT H F H OH
XXII-11-4 CH; H H CH.CH(CHy), Et H F H OH
XXI-11-5 CHy H H  CHph B H F H OH
XXIL11-6 CH; H H  (Hpindol341 Et H F H OH
XXI-13-7 CH; H H CH.CH.SCH: Bt H F H OH
XXI-31-8 CH; * H * Bt H F H OH

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

Table XXI-12.

Ne R R RY R® R R XY
XXI-12-1 Bt H H H Bt H F H OH
XXI-12-2 Bt H H Cik Bt H F H OH
XXI-12-3 Bt H H  CH(CH;), Bt H F H OH
XXI-12-4 Bt H H CHCHCH), Ft H F H OH
XXI-12-5 Bt H H CHPh Bt H F H OH
XXI-42-6 Bt H H (Hyeindol3~i Bt H F H OH
XXI1-42-7 Bt H H  CHuCH.SCH: Et H F H OH
XXI1-12-8 Bt * H * Et H F H OH

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

2980901-1

- 454 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00457



(%]

Docket No. 60137.0034USU1

Table XX1I-13.

Ne R!' R* R® R® R* R° R X Y

XXi-13-1 Pr H H H Et H F H OH
XX1-13-2 pr H H  CH; Et H F H OH
XXH-13-3 pr H H  CH(CHsp FEt H F H OH
XXii-134 Pr H H CHXCH(CH:), Et H F H OH
XXT-13-5 Pr H H CH:Ph B H F H OH
XXW-136 'Pr H H CHeindol3-yi Bt H F H OH
XXI-13-7 pr H H CHCHSCH: Et H OF H OH
XXI438 pr o+ H O* Bt H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX-14.

=

Ne R R* R*® R® R® R R X Y

XX1I-14-1 Bu H H H T H F H OH
XX1i-14-2 Bu H H CH EE H F H OH
XX11-14-3 Bu H H CH(CH:): EE H F H OH
XX11-14-4 Bu H H CCHCH(CH)», E H F H OH
AXIE-14-5 By H H CHPh B H F H OH
XXI1I-14-6 By H H CHyindol3-y1 Et H F H OH
XX-14-7 Bu H H CHACHMH, E H O F H OH
XXii-14-8 Bu * H * B H F H O©OH

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

Table XXII-15.

Ne R RT RY R® R R XY
XX1-15-1 Ph H H H Bt H F H OH
XXI-15-2 Ph H H CHs Bt H F H OH
XXI-15-3 Ph H H  CH(CHs) Bt H F H OH
XXI-15-4 Ph H H CHCHCH:), B H F H OH
XX1-13-5 ph H H CHPh B H F H OH
XX11-15-6 Ph H H CHyindol3l Bt H F H OH
XXI-157 Ph H H  CHCHSCHs Et H F H OH
XX1i-15-8 Ph * H ¥ Bt H F H OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XXII-16.

Ne R! R* R™ R¥ R RO R* X Y

XXH-16-1 p-Me-Ph H H H Et H F H OH
KXii-16-2 p-Me-Ph H H CH; BE H F H OH
XX11-16-3 p-Me-Ph H H  CH(CH:) EE H F H OH
XXH-16-4 p-Me-Ph H H CHCH({CH:» FEt H F H OH
XXH-16-5 p-Me-Ph H H CHoPb Et H F H OH
XXU-16-6 p-Me-Ph H H CHondob-3-yi Bt H F H OH
XXI16-7 p-Me-Ph H H CHCHSCH: H H O F H OH
XXil-16-8 p-Me-Ph * H Et H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-17.

Ne R RY R® R® R B X ¥
XXI-17-1 pF-Ph H H H oL H F U ou
XXI[-17-2 p-F-Ph H H CH; BE H F H OH
XXI-17-3 p-F-Ph H H CH(CH:) Bt H F H OH
XXH-17-4 pF-Ph H H CHCHCH) B H F H OH
XXI-17-5 pFPh H H  CHPh B H F H OH
XXII-17-6 p-F-Ph H H CHyindol-351 Bt H F H OH
XXII-17-7 pF-Ph H H CHCHSCH, Et H F H OH
XXI[-17-8 p-FPh * H * B H F H OH

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

Table XXII-18.

Ne B! R* R*® R® Y RP R OX Y

XXii-18-1 p-Ci-Ph H H H EE H F H OH
XXi1-18-2 p-Ci-Ph H H (i EtE H F H OH
XX11-18-3 p-Ci-Ph H H CH({CHp)p Et H F H OH
XX1-18-4 p-Ci-Ph H H CHLOHCH:): E # F H OH
XX-18-5 p-Ci-Ph H H  CHoPh BE H F H OH
XXIE-18-6 p-Cl.Ph H H CHe-ndol-3-yl Et H F H OH
XX-18-7 p-Cl-Ph H H (HCH,SCHs Bt H F H OH
XXii-13-8 p-Cl-Ph * H ¥ Et H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1I-19.

Ne R! R R R® R* R® R* X Y

XXi3-19-1 p-Br-Ph H H H Et H F H OH
XXii-19-2 p-Br-Ph H H i EE H F H OH
XX11-18-3 p-Br-Ph H H CH({CH;)» Et H F H OH
XXH-194 p-Br-Ph H H CHCHCH:p. Bt H F H OH
XXH-19-5 p-Br-Ph H H CHFh Bt H F H OH
XXU-19-6 p-Br-Ph H H CHeandol3y! Et H O F H OH
XXIE-19-7 p-Br-Ph H #H  CHECHSCH: Et H F H OH
XX11-19-8 p-Br-Ph * H % Et H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX1-20.

Ne R R* R* R® R* R R X Y

XX$3-20-1 p-I-Ph H H H Bt H F H OH
XX11-26-2 p-I-Ph H H O Bt H F H OH
XX1-28-3 p-I-Ph H H CH{CH:» EtE H F H OH
XXU-28-4 p-I-Ph H H CHCH(CH:)» Et H F H OH
XXW-28-5 pol-Ph H H  CHyPh B H F H OH
XXi-20-6 pel-Ph H OH o CHpandel-3-yl Bt H OF H O OH
XXi-20-7 p-I-Ph H H CHCH,SCH; Et H F H OH
XXI-20-8 p-I-Ph * H O * Bt H F H OH

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

Table XXI-21.

Ne R R RT ORY R R XY
XXI-211 CH, H H H Pr H F H OH
XXI-21-2 CH; H H  CHs Pr H F H OH
XXI-21-3 CH; H H  CH(CH) pr H F H OH
XXII-21-4 CH; H H CHCH(CH), Pr H F H OH
XXM-21-5 CH; H H  CHPh Pr H F H OH
XXI[-21-6 CH; H H  (Hyindol3v1 Pr H F H OH
XXI-287 CH; H H  CH.CH.SCH: Pr H F H OH
XXI-21-8 CH. * H ¥ Pr H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX11-22.

Ne R!' R* R® R® R" R R® X Y

XXii-22-t Bt H H H r H F H OH
XXIi-22-2 B2 H H CHs Pr H F H OH
XX1§-22-3 Bt H H CH(CH:): P H F H OH
XXM1-22-4 Et H H CHXCH(H;), P+ H F H OH
XXi-22-5 Bt H H CHPh Pr H F H OH
XX1-22-6 Bt H H  CHendol3-yl Pr H F H OH
XXI1-22-7 Et H H CHCHSCH: P+ H F H OH
XX18-22-8 Et * H ¥ ’r H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-23.

Ne R’ R® R® R© R R X Y
XXI-23-1 pr H H H Pr 1 F H OH
XXI-23-2 Ppr H H CH; Pr H F H OH
XXI1-23-3 Pr H H CH(CH:), Pr H F H OH
XXI1-23-4 Pr H H CHCH(CH), Pr H F H OH
XXI-23-5 pr H H  CH:Ph PrH F H OH
XXI1-236 Pr H H  CHypindol3yl Pr H F H OH
XXI11-237 pr H H CH,CH,SCH: P H F H OH
XXI-23-8 Pr * H ¢ Pr H F H OH

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

Table XX1I-24.

Ne R R* R® R® R B* R* X Y

XXii-24-1 By H H H Pr H F H OH
XXI1-24-2 Bu H H ik Pr H F H OH
XX{1-24-3 By H H CH(CHi) Pr H F H OH
XX{-24-4 By H H CHCHCH:): Pr H F H OH
XX1-24-5 By H H CHPh Pr H F H OH
XXI[-24-6 By H H  Cl-ndol-3t Pr H F H OH
XXi-24-7 By H H CHCHSCH: Pr H F H OH
XXi-24-8 By * H ¢ Pr H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX11-25.

Ne R!' R* R® R® R PR R* X Y

XXH#-25-t Ph H H H Pr H F H OH
XXi-25-2 Ph H O H CHs Pr H F H OH
XXi-25-3 ph H H CH({CH:): Pr H F H OH
XXM1-25-4 Ph H H CHCH{CH:) Pr H F H OH
XXM1-255 Ph H H  CH:Ph Pr H F H OH
XX11-256 Ph H H CHo-indob3vl Pr H F H OH
XXI-25-7 Ph H H CHCHSCHs Pr H F H OH
XX11-25-8 Ph * H 0 F P H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-26.

Ne R R R® R® R  R* X Y

XX#-26-1 p-Me-Ph H H H Pr H F H OH
XX11-26-2 p-Me-Ph H H CHs Pr H F H OH
XX11-26-3 p-Me-Ph H H CH{CH:) P’ H F H OH
XX11-26-4 p-Me-Ph H H CHCH(CH:, Pr H F H OH
XXW-26-5 p-Me-Ph H H CHPh Pr H F H OH
XX1-26-6 p-Me-Ph H H CHpindol-31 Pr H F H OH
XXI1-26-7 p-Me-Ph H H CHXCHSCH; Pr H F H OH
XX1E-26-8 p-Me-Ph * H ¥ Pr H F H ¢OH

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

Table XX-27.

Ne i RY R*® RV R R X Y
XX11-27-1 pF-Ph H H H Pr H F H OH
XXI[-27-2 p-F-Ph H H (i Pr I F H OH
XXM-27-3 p-F-Ph H H CH(CH:) P H F H OH
XX1-27-4 p-F-Ph H H CHCHCH) 'Pr H F H OH
XX11-27-5 p-F-Ph H H  CHPh Pr H F H OH
XXI[-27-6 p-F-Ph H H CHpindol-351 Pr H F H OH
XX1-27-7 p-F-Ph H H CHCH:8CH: Pr H F H OH
XX11-27-8 p-F-Ph * H * r H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX11-28.

o R RZ R R® R R X Y
XXI-28-1 p-Ci-Ph H H H Pr H F H OH
XXI-28-2 p-Cl-Ph H H (I Pr H F H OH
XX0-28-3 p-Cl-Ph H H  CH(CH:) Pr H F H OH
XX11-28-4 p-Ci-Ph H H CHCH(CHs, Pr H F H OH
XX1-28-5 p-Cl-Ph H H CHpPh Pr H F H OH
XXI1-28-6 p-Ci-Ph H H  CHeindol31 Pr H F H OH
XXI1-28-7 p-Ci-Ph H H CHXCH:SCH: Pr H F H OH
XX11-28-8 p-Ci-Ph * H * Pr H F H OH

*R* and R joined together by ((Hz): 1o form five

Table XX1-29.

-membered ring.

Ne R’ R” R RP R R R X Y
XX11-29-1 p-Br-Ph H H H Pr 1 F H OH
XXI1-29-2 p-Br-Ph H H CH; Pr H F H OH
XX11-29-3 p-Br-Ph H H CH(CH:): Pr H F H OH
XXI1-29-4 p-Br-Ph H H CHCH(CH: Pr H F H OH
XXI1-29-5 p-Br-Ph H H  CHPh Pr H F H OH
XX11-29-6 p-Br-Ph H H  CHp-indol-3yl Pr H F H OH
XX11-29-7 p-Br-Ph H H CHCH.SCH; P+ H F H OH
XX11-29-8 p-Br-Ph H * Pr H F H OH

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

Table XX1I-30.

Ne i R R% R R R XY
XXII-30-1 piPh H H H Pr 0 F H O
XX11-36-2 p-IPh H H CH, Pr H F H OH
XXI1-30-3 pIPh H H CH(CH:) pr H F H OH
XX11-30-4 p-I-Ph H H CHCH(CH:), Pr H F H OH
XXI1-30-5 p.l.Ph H H CHPb Pr H F H OH
XXH-30-6 pl-Ph H H  CHeindol-3yi Br H F H OH
XX11-36-7 p-IPh H H CH:CHSCHs Pr H F H OH
XX11-36-8 p-IPh * H ¥ Pbr H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXII-31.

Ne R! R* R* R® R* R R* XY

XXif-31-1 CH: H H H "By H H OH
XXU-31-2 CH: H H O "y H F H OH
XXii-31-3 CH; H H CH{CH:) "y H F H OH
XXii-314 CH; H H CHCH(CH:p, "By H F H OH
XXU-31-5 CHs H H  CH:Ph "By H F H OH
XXI-31-6 CHs H O H CHepdol31 "By H O OF H O OH
XXI317 CH: H H O CHXCHSCH: "By H O F OH OB
XXi§-318 CHs ¢ H "Bu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-32.

=

N

Ne R’ R® R® EF R R X Y
XXI-32-1 Bt H H H "By H F H OH
XXI1-32-2 Bt H H (s By H F H OH
XXI1-32-3 Bt H H CH(CHs), "By H F H OH
XXTL-324 Bt H H CHCHCH:), By H F H OH
XXI1-325 Bt H H  CHPh By H F H OH
XXI-326 Bt H H CHyeindol341 "By H F H OH
XXI1-327 Bt H H (HCHSCH; "By H F H OH
XXI[-32-8 Bt * H * "By H F H OH

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

Table XX1I-33.

Ne R R' R® RO R R XY
XXI0-33-1 pr H H H By H F H OH
XXi-33-2 Pr H H CH; “Bu H F H OH
XXI1-33-3 Pr H H CH(CH:), “By H F H OH
XXTL-33-4 Pr H H CHCHCH): "By H F H OH
XXI-33-5 pr H H  CH.Ph my H F H OH
XXIL-33-6 Pr H H  CHyeindol3wl "By H F H OH
XXI1-33-7 Pr H H  CH,CH,SCH: "By H F H OH
XXi-338 Pr * H ¥ My H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX11-34.

Ne R!' R* R® R® R R R X Y

XXiil-34-1 By H H H "By H F H OH
XXii-34-2 By H H CH; "By H F H OH
XX1i-34-3 By H H CH(CH;): "By H F H OH
XXii-344 By H H CHCH{CH:): "Bu H F H OH
XXii-34-5 "By H H CHoPh "Bu H F H OH
XXM-34-6 'Bu H H CHendol-3«yl "By H F H OH
XXM-347 'Bu H H CHCHSCH: "By H F H OH
XXi-348 By * H *# "Bu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX-35.

B

Ne R’ R’ RY R® F B R X Y
XXI-35-1 Ph H H H By H F H OH
XXI[-35-2 Ph H H CH: gy H F H OH
XXI1-35-3 Ph H H CH(CH), “Buy H F H OH
XXT-35-4 Ph H H CHCH(CH:), "By H F H OH
XXI-35-5 Ph H H  CHPh gy H F H OH
XXI1-356 Ph H H CHyindob3l By H F H OH
XXI1-357 Ph H H CHCHSCH; "By H F H OH
XXI-358 Php * H ¥ "By H F H OH

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

Table XXII-36.

Ne R R* R® R® R R R ¥ Y

XXi1-36-1 p-Me-Ph H H H "By H F H OH
XXi1-36-2 p-Me-Ph H H (i "u H F H OH
XX11-36-3 p-Me-Ph H H CH{CH:) "y H F H OH
XX-36-4 p-Me-Ph H H CHCHCH:)» "Ba H F H OH
AX-36-5 p-Me-Ph H H CiPh qy H F H OH
AXXIE-36-6 p-Me-Ph H H CHs-indol-3vl "By H F H OH
XX1-36-7 p-Me-Ph H H CH:XCH.8CH; "By H F H OH
XX1-36-8 p-Me-Ph * H ¥ "By H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX11-37.

Ne R RIRE R R R X Y
XX-37-1 pF-Ph H H H "By H F H OH
XXU-37-2 pF-Ph H H CH "y H F H OH
XX1-37-3 p-F-Ph H H CH(CH:) gy H F H OH
XXI1-37-4 p-F-Ph H H CHCHCH:: "By H F H OH
XXU-37-5 p-FPh H H CHPh "By H F H OH
XXI1-37-6 p-F-Ph H H CHeindol3wl "By H F H OH
XX11-37-7 p-F-Ph H H CHCHSCH: "By H F H OH
XXI1[-37-8 p-F-Ph Ho* "Ry H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXI-38.

Ne R R* R®™ RP R* R R X Y

XX3-38-1 p-Cl-Ph H H H "By H F H OH
XX11-38-2 p-Ci-Ph H H CHs "y H F H (OH
XX1-38-3 p-Ci-Ph H H CH(CHp "y H F H OH
XXU-38-4 p-Ci-Ph H H CHCHCH:)» "By H F H OH
XXUW-38-5 p-Cl-Ph H H  CH:Ph gy H F H OH
XXi-38-6 p-Cl-Ph H H CHpmdol-3-vi "By H F H OH
XXii-38-7 p-Cl-Ph H H CHCH,SCH; "By H F H OH
XX11-383-8 p-Cl-Ph * H ¥ "Bu H F H OH

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

Table XX1I-39.

Ne i R R7 RP RN R R XY
XXII-39-1 p-Be-Ph H H H "Bu H F H OH
XXI11-39-2 p-Br-Ph H H CH; "By H F H OH
XXII-39-3 p-Br-Ph H H  CH(CH): "Bu H F H OH
XXI[-39-4 p-Br-Ph H H CHAH(CH:): "Bu H F H OH
XXI[-39-5 p-Br-Ph H H  CH:Pb "By H F H OH
XXI[-39-6 p-Br-Ph H H CHwindol-3yl "By H F H OH
XXi1-39-7 p-Br-Ph H H CHCHSCH: *Bu H F H OH
XXI11-39-8 p-Br-Ph * H * "Bu H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX11-40.

Ne R! R* R¥* R® R R R X Y

XXH-40-1 p-I-Ph H H H "By H F H 0OH
XXii-46-2 p-1-Ph H H i "By H F H OH
XX1I-46-3 p-I-Ph H H CH(CH;:) "By H F H OH
XXM1-46-4 p-I-Ph H H CHOCH(CH:)p "By H F H OH
XXi-40-5 p-I-Ph H H CHyPh "By H F H CH
XX-40-6 p-l-Ph H H  CHeandol-3-vt "By H F H OH
XXi40-7 p-1-Ph H H  CHECHSCH: "Be H F H OH
XXi1-40-8 p-I-Ph * H * "BRu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH-41.

Ne R R R® R® R R R X Y
XXII-411 CH; H H H Bz H F H OH
XXI-41-2 CH; H H CH Bz H F H OH
XXI1-41-3 CH; H H CH(CH: Bz H F H OH
XXI-41-4 CH; H H CHCH(CH), Bz H F H OH
XX11-41-5 CH; H H  CHph Bz H F H OH
XXI-41-6 CH; H H CHyeindol3+] Bz H F H OH
XXI[41-7 CH; H H CH.CH.SCH: Bz H F H OH
XXI-41-8 CH, * H * Bz H F H OH

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

Table XX1-42.

Ne R R RY R® F R K X Y
XX1[-42-1 Bt H H H Bz H F H OH
XXI[42-2 Bt H H Cih Bz H F H OH
XXI1-42-3 Bt H H CH(CH;), Bz H F H OH
XXI{-42-4 Bt H H CHCHCH:);, Bz H F H OH
XXI[-42-5 Bt H H CHPh Bz H F H OH
XXI[426 Bt H H (Heindol3+i Bz H F H OH
XXI1-42-7 Bt H H CH.CHSCH: Bz H F H OH
XXI1-42-8 Bt * H * Bz H F H OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX11-43.

o R' R* R® R® R R R* X Y
XXiI-43-1 Pr H H H Bz H F H OH
XX1i-43-2 pr H H CH; Bz H F H OH
XXi-43-3 Pr H H CH(CH:): Bz H F H OH
XXii-434 Pr H H CHXCH({CHs); Bz H F H OH
XX1-43-5 Prr H H CH:Ph Bz H F H O
XXIE43-6 'Pr H H CHeindol3wl Bz H F H OH
XXI1-43-7 ‘pr H H CHXHSCH: Bz H F H OH
XXI11-43-8 Pr * H O * Bz H F H OH

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

Table XX1]-44.

Ne R’ R R* R® R R R X Y
XXM-44-1 Bu H H H Bz H F H OH
XXI44-2 By H H CH Bz H F H OH
XXI[-44-3 By H H CH(CH:: Bz H F H OH
XXI-44-4 By H H CHCHCH), Bz H F H OH
XXI-44-5 By H H  CHPh Bz H F H OH
XXH-446 By H H CHpeindol3yl Bz H F H OH
XXI-447 By H H CHCHSCHs Bz H F H OH
XXI-448 By * H * Bz H F H OH

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

Table XX1]-45.

Ne R RIRE RE R R X Y
XXI45-1 Ph H H H Bz H T H OH
XXii-45.2 Ph H H CH, Bz H F H OH
XXI-45-3 Ph H H  CHCH:) Bz H F H OH
XX1-45-4 Ph H H CHLCHCH), Bz H F H OH
XX1-45-5 ph H H CHLPh Bz H F H OH
XX1-45-6 Ph H H Clbindol3y1 Bz H F H OH
XX[-45-7 Ph H H CH-CH:SCHs Bz H F H OH
XX1I-45-8 Ph * H * Bz H F H OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XX11-46.

2 R R* R™ R” R R* R X Y
XXii-46-1 p-Me-Ph H H H Bz H F H OH
XX3-46-2 p-Me-Ph H H O Bz H F H OH
XXi1-46-3 p-Me-Ph H H CH(CH:p Bz H F H OH
XXi1-46-4 p-Me-Ph H H CHCH(CH:» Bz H F H OH
XXH-46-5 p-Me-Ph H H CHoPh Bz H F H OH
XX1-46-6 p-Me-Ph H H ChHo-indol-3-yI Bz H F H OH
XXI[-46-7 p-Me-Ph H H CHCHSCH; Bz H F H OH
XXil-46-8 p-Me-Ph * H * Bz H F H OH
*R? and R™ joined together by (CHa): to form five-membered ring.
Table XXH-47
No R’ R* R" R® R" RTR" X Y
XXi1-47-t p-F-Ph H H H Bz H F H OH
XXi-47-2 p-F-Ph H H (i, Bz H F H OH
XX11-47-3 p-F-Ph H H CH({(H), Bz H F H OH
XXi1-47-4 pFPh H H CHCH(CH:)» Bz H F H OH
XXH1-47-5 p-F-Ph H H C(HPh Bz H F H OH
XXH-47-6 pFPh H H Cibandol3sl Bz H F H OH
XXH47-7 p-F-Ph H H CHCHSCH: Bz H F H OH
XXil-47-8 p-F-Ph * H * Bz H F H OH
*R” and R joined together by (CHz)s to form five-membered ring.
Table XX11-48.

No R’ R* R® R® R R R X Y
XXi1-48-1 p-Cl-Ph H H H Bz H F H OH
XX1I-48-2 p-Ci-Ph H H CH; Bz H F H OH
XX11-48-3 p-Cl-Ph H H  CH(CHs) Bz H F H OH
XX11-48-4 p-Cl-Ph H H CHXCH(CH):; Bz H F H OH
XX1-48-5 p-Cl-Ph H H CH:Ph Bz H F H OH
XXjE48-6 p-Ci-Ph H H (Ho-mdol-3+1 Bz H F H OH
XX11-48-7 p-Cil-Ph H H C(HCHSCHs Bz H F H OH
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Ne

R

5

R

R3ﬂ

Rfib'

R4

RS

R6

X Y

XX1i-48-8

p-Cl-Ph

*

H

*

Bz

H

F

H

OH

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

Table XX11-49.

=

Ne R R* R® R R* R R X Y

XXM-49-1 p-Br-Ph H H H Bz H F H OH
AX1-49-2 p-Br-Ph H H CHs Bz H F H OH
XX1E-49-3 p-Br-Ph H H CHCH:), Bz H F H OH
XXi{-494 p-Br-Ph H H CHCOHCH:); Bz H F H OH
XX1i-49-5 p-Br-Ph H H CHPh Bz H ¥ H OH
XX3-49-6 p-Br-Ph H H Cindol3vl Bz H F H OH
XX3-49-7 p-Br-Ph H H CHOHSCHs Bz H O F H OH
XXii-49-3 p-Br-Ph * H * B H F H OH

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

Table XX1I-50.

Ne R R* R® R*® R'" RO R®* X VY

XXH-50-1 p-I-Ph H H H Bz H F H of
XXN-80-2 p-I-Ph H H G Bz H F H 0oH
AXH-50-3 p-I.Ph H H  CH(CHs): Bz H F H oH
XXi-504 p-I-PR H H O CHCH(CH:): Bz H O F H OH
XXH-50-5 p-I-Ph H H  CHPh Bz H F H OH
XXi1-50-6 p-I-Ph H H  CHyandol-39t Bz H O F H OH
XXH-50-7 p-I-Ph H H CHCHSCHs B H F H OH
XXi1-50-8 p-I-Ph * H % Bz H F H odH

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

Table XXHI-1.

Ne R! R R OR® r? R° R X Y
XXHE-i-1 CH: H H H CH: H# F F OH
XXi-1-2 ¢Hs H H CH: CH: H F F OH
XX{i-i-3 CH: H H  CH(CH:p CHs H F F OH
XX{H-14 CH: H H CCHLH{CH), (CH; H F F OH
XXMi-1-5 CH; H H  (HPh CH; H F F OH
XXAH-1-6 CH; H H CHrindol-3-yi CH; H F F OH
XXME-1-7 CH; H H O CHYCHSCH: (CH; H OF F OH
AXHE-1-8 CH;, ¢ H ¢ CH; H F F OH

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

Table XXIH-2.

o R' R? R¥®™ R® R* R R X Y
XKXIE-2-1 Bt H H H CH: H F F OH
XXifi-2-2 Bt H H O CH: H F F OH
XXIE-2-3 Bt H H  CH(ChHse CH: H F F OH
XXE-24 B H H CHCHCH:)» (H: H F F OH
XXiii-2-5 Et H H CHpPh (Hs H F F OH
XXHi-2-6 Bt H #H Cih-mdol3wl H; H F OF OH
XXUE-2-7 Bt H O H O CHCHSCH: O H O OF F OH
XXIH-28 Et * H CHs H F F OH

*R? and R joined together by (CHap to form five-membered ring.
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Table XXi1i-3,

Ne R R R R® R R R Y
XXii31 Pr H H H CH, H F OH
XXII-3-2 Pr H H CH, CH; H F F OH
XXI-3-3 Pr H H  CH(CH:), CH; H F F OH
XXHi-3-4 Pr H H CHOCH(CH:, CHs H F F OH
XXHi-3-5 Pr H H CHFh CH; H F F OH
XXI§-3-6 Pr H H  CHpindol-33y! CHs H F F OH
XXIE-3-7 pr H H CHCHSCH; CH; H F F OH
XXI-3-8 Pr H = CHy H F F oOH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH1-4.

Ne R R’ R® R¥ R R R X Y
XXIl-41 By H H H CH; H F F OH
XXIi-4-2 By H H CH CH, H F F OH
XXI-4-3 By H H CH(CH:) CH: H F F OH
XXI-4-4 By H H CHCHCH), CH: H F F OH
XXI4-35 By H H CH.Ph CH; H F F OH
XXII46 By H H CHeindol3yl CH: H F F OH
XXIi4-7 By H H CHCHSCH: CH: H F F OH
XXi[{-4-8 By * H * CH: H F F OH

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

Table XXII-5.

Ne R R RE R® R Y
XXUI51 ph H H H CH: 4 F F OH
XXII-52 Ph H H  Cih CH; H F T OH
XXI-5.3 Ph H H CH(CH:) CH; H F F OH
XXTi5-4 Ph H H CHCHCH), CH H F F OH
XX1E-5-3 ph H H  CHPh CH; H F F OH
XXHES-6 Ph H H  Cheindol3vi CH: H F F OH
XXIIS7 Ph H H CH.CHSSCH, CH: H F F OH
XXii-58 Ph * H ¥ CH: H F F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XXi1i-6,

Ne R R® R% R R R R X Y

XXHE-6-1 p-Me-Ph H H H (H;s H F F 0OH
XXii-6-2 p-Me-Ph H H CH: CH; H F F OH
XXIH1-6-3 p-Me-Ph H H  CH{CH:): CH; H F F OH
XXM-6-4 p-Me-Ph H H CHXCH(CHs) CH: H F F OH
XXHi-6-5 p-Me-Ph H H CHPh CHs H F F ©OH
XXHi-6-6 p-Me-Ph H H Chpapdok3-yi CH: H F F OH
XXHE-6-7 p-Me-Ph H H CHCHSCH; (CH; H F F OH
XXIH-6-3 p-Me-Ph * H * (Hs H F F 0OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXHI-7.

>

Ne R’ RY RW R® R R R X ¥
XXII-7-1 pF-Ph H H H ¢, 0 F F oH
XXI-7-2  p-F-Ph H H CHs CH; H F F OH
XXIE-7-3  p-F-Ph H H  CH(CH3), CH; H F F OH
XXIl1-7-4 p-F-Ph H H CHCH(CHs, CH; H F F OH
XXI1-7-6  pF-Ph H H  CHPh CH;, H F F OH
XXHE7-7  pF-Ph H H  CHeindol341 CH, H F F OH
XXI1-7-8  p-F-Ph H H CHCHSCH, CH; H F F OH
XXI[{-7-20 p-F-Ph * H * CH, H F F OH

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

Table XXII-8.

Ne iy B R® RV R R X Y
XXII-8-1 p-Cl-Ph H H H (H. H F F OH
XXI[§-8-2 p-Cl-Ph H H  CH; CiIk H F F OH
XXIi-8-3 p-Cl-Ph H H CH(CH): CH: H F F OH
XX1i-8-4 p-Cl-Ph H H CHCH(CH:), CH; H F F OH
XXIM-8-8 p-Cl-Ph H H CHPh CH; H F F OH
XXI[-8-6 p-Cl-Ph H H CHyindol-3-yi CH: H F F OH
XXIH-87 p-Cl-Ph H H CH:XCH:SCH, CH: H F F OH
XX1I-8-8 p-Cl-Ph * H * CH: H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXI1-9,

Ne R R? R* R™ RY R R XY
XXUE49-1 p-Br-Ph H H H CH: H F F OH
KXUI-5-2  p-Be-Ph H H O CH: H F F OH
XXI1-%-3  p-Br-Ph H H  CH{CH;) CH: H F F OH
XX-94 p-Br-Ph H H CHOBH(CH;);; CH: H F F OH
XXi-9-6 p-Br-Ph H H CHPh CHy H F F OH
XXUI9-7 p-Br-Ph H H  Cihendol3l CHs H F F OH
XXiE-98 p-Br-Ph H H GLCHSCH:, H: H F F OH
XXIH-9-28 p-Br-Ph * H * H: H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXUI-10.

Ne R R* R™ R® R' R R X Y

XXO816-1 pI-Ph H OH OH CH;: H F F OH
XXIHi-10-2 p-I-Ph H H  CH; CHy H F F OH
XXUE-16-3 p-I-Ph H H CH(CH:): CHs H F F OH
XXUE-10-4 p-I-Ph H H  CHCH(CH:): CH H F F CH
XKXWE18-8 pI-Ph H O H  CHPh CHy H F F OH
XXiH-10-6 p-I-Ph H H  CHy-indol-3-y1 CH; H F  F OH
XXIE-10-7 p-I-Ph H H CHCHSCHs CHs H F F OH
XXIH-10-3  p-I-Ph H * CH: H F F oH

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

Table XXHI-11.

Ne R B Rt R® R R X Y
XXIE-1i-1 CH: H H H Bt H F F OH
XXI-11-2 CH; H O H  CH; Fr H F F OH
XXI-11-3 CH; H H  CH(CH:k £t H F F OH
XXIIi-11-4 CH; H H CHCH(CH), Et H F F OH
XXT1-11-8 CH; H H  CHPh EE H F F OH
XXIE-15-6 CH; H H  CHeindol3yl Et H F F OH
XXHE-11-7 CH; H H  CH.CH.SCH; Bt H F F OH
XXI-13-8 CH, * H  * Bt H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXII-12.

Ne R R? R R® R" R* R® X VY
XXiHi-12-1 Bt H H H Bt H F F OH
XXOi-12-2 Bt H H (Hs E H F F OH
XXii1-12-3 Bt H H CH(CH:): EE H F F OH
XXii-12.4 Bt H H CHLCH(CH:;) Er H F F OH
XXiii-12-5 Bt H H CH:Ph B oH F F OH
XXE-12-6 Bt H H  CHeemdol3-v Bt H OFOF OH
XXIE-32-7 Bt H H CHCHSCH: EE H OF OF OH
XX1i-12-8 Et * H Et H F F OH

*R? and R*" joined together by ((Ha): to form five-membered ring,

Table XXHI-13.

Ne R R. R® R® R R XY
XXI-131 pr H H H EE H F F OH
XXI-13-2 pr H H CH; B H F F OH
XXI§-13-3 Pr H H  CH(CH:): B H F F OH
XXI-134 Py H H CHCHCH) £ H F F OH
XXI-13-5 pr H H  CH,Ph B H F F OH
XXIE13-6 Pr H H  CHpeindol3+1 Bt H F F OH
XXIE13-7 Pr H H CHCHSCH; Et H F F OH
XXINE-13-8 pr * H % B H F F OH

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

Table XXII-14.

Ne RTRC R OR® ROE R XY

XXI-14-1 Be H H H B H F F  OH
XXII-142 Bu H H O EE H F F OH
XXMi-14-3 By H H CH(CH:) EE H F F OH
XXMi-144 By H H CHCHCH), B H F F OH
XXIME-14-5 By H  H  CHPh B W F F OH
XXI-14-6 By H H CHeindol3vl FE H F F  OH
XXIHE-14-7 By H H  CH.CH,SCH; FF H F F OH
XXii-148 By *  H ¢ B OH F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIH-15.

,N‘E R] R? RS:{ Rﬁib R4 RS Re X -Y
XXII-151 ph H H H B H F F OH
XXII-152 ph H H CH; B H F F OH
XXII-1533 Ph H H  CH(CH:) B H F F OH
XXI1-154 Ph H H CHCH(CH), Bt H F F OH
XX1I-15- Ph H H  CHPh ft H F F OH
XXI§-156 Ph H H CHeindol34! Bt H F F OH
XXII1-157 Ph H H CHCHSCH: Bt H F F OH
XXUI-158 Ph * H * B H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXUI-16.

3

I

Ne R’ RT R¥ R® R R R X Y
XXI-16-1 p-Me-Ph H H H Bt H F F OH
XXI[-16-2 p-Me-Ph H H CH: EE H F F OH
XXI§-16-3 p-Me-Ph H H  CH(CH:) B H F F OH
XXHE-16-4 p-Me-Ph H H CHCH(CH), Bt H F F OH
XXIE-16-8 p-Me-Ph H H  CHPh B OH F F OH
XXIH-16-6 p-Me-Ph H H  CHyindol3+1 Bt H F F OH
XXI-16-7 p-Me-Ph H H CH,CH:SCH; Et H F F OH
XXIH-16-8 p-MePh * H ¢ ®t H F F OH

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

Table XXHI-17.

Ne R’ R* R¥™ R® R" R® R X Y

XXIE-17-1 p-F-Ph H H H Et H F F OH
XXiH-17-2 p-F-Ph H H (b Et H F F (OH
XX1HE-17-3 p-F-Ph H H CH(CHsp Et H F F OH
XXE-17-4 p-F-Ph H H CHCH(CH:: Et H F F OH
XXE-17-8 p-F-Ph H H  CHPh EE H F F OH
XXI-17-6 p-F-Ph H H  Ch-ndol-3+1 Bt H F F OH
XXHE17-7 p-F-Ph H H CHCHSCH, Bt H F F OH
XX1E-17-3 p-F-Ph * H * Bt H F §F OH

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

2980901-1

- 473 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00476



(%]

Docket No. 60137.0034USU1

Table XXI11-18.

Ne R R* R*® R® R* R® R* X Y

XXH-18-1 p-Cl-Ph H H H Et H F F OH
KXii-18-2 p-Cl-Ph H H b EE H F F OH
XX1H1-18-3 p-Ci-Ph H H CH(CHsp Et H F F OH
XXiH-184 p-Cl-Ph H H CH,CH({CH: Et H F F OH
XXHi-18-5 p-Cl-Ph H H CHPb Bt H F F OH
XXHE-18-6 p-Cl-Ph H H CHemdol3t Et H F F OH
XXIE-18-7 p-Cl-Ph H H CHUHSCHs Et H F F OH
XXIM1-18-8 p-Cl-Ph H = Et H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXUI-19.

Ne R’ RTR® R® R R X Y
XXIH-19-1 p-Be-Ph H H H oL H F T oOd
XXI[-19-2 p-Br-Ph H H CH; EE H F F OH
XXI§-19-3 p-Br-Ph H H CH(CH:) B H F F OH
XXHE-19-4 p-Br-Ph H H CHCHCH), Bt H F F OH
XXIE-19-8 p-Br-Ph H H  CHPh B H F F OH
XXIH-19-6 p-Br-Ph H H CHpindol3l Bt H F F OH
XXI-19-7 p-Br-Ph H H CHCHSCH: Et H F F OH
XXI[-19-8 p-Br-Ph * H ¥ B H F F OH

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

Table XXI1-20.

Ne R’ R? R™ R¥® R R® R* X Y

XXIE-206-1 p-I-Ph H H H EE H F F OH
XXi-20-2 p-I-Ph H H  CHs Et H F F OH
XX1H8-20-3 p-I-Ph H H CH(CH:): Bt H F F OH
XXAE-20-4 p-I-Ph H H  CHCH(CH:)» Et H F F OH
RXME-20-83 p-I-Ph H H  CHbPh Et H F F OH
XXI-20-6 p-I-Ph H H  CHs-indol-351 Bt H F F OH
XRHE20-7 p-I-Ph H H  CHCHSCHs Bt H OF F OH
XXE-20-3 p-I-Ph ¢ H K Bt H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX111-21,

N RURTRYORY R R XY
XXif-21-t CH: H H H Tt H F F OH
XXHi21-2 CHy H O H o CHs e H F F OH
XXIH-21-3 CH; H H  CH(CHsk Pt H F F OH
XXI-21-4 CHy H H  CHCH(CH:), Pr H F F OH
XXI-21-5 CHy H H - CHPh PrH F F OH
XXWE21-6 CHy H H  CHeindol-3yl Pr H F F OH
XXIE21-7 CHy H H CILCERSCH; Pr H F F OH
XX1L218 CHs Hoox e H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH1-22.

Ne R' R* R* R R" RO R X Y

XXI-22-1 Bt H OH H Pr 1 F F OH
XX1i5-22-2 Bt H H CH; Pr H F F OH
XX11i-22-3 Et H H CH(CH:) Pr H F F OH
XXME-22-4 Et H H  CHCH(CH), Pr H F F OH
AXTH-22-8 Bt H O H  CH.Ph Pr H F F OH
XXHE-22-6 Bt H H  CHpindol-3t Pr H F F OH
XXI8E-22-7 Bt H H CHXALHSCH: Pr H F OF GH
XXii-22-8 Bt * H % Pe H F F OH

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

Table XXI1-23.

Ne R R R* RP R B XY
XXIIE-23-1 pr H H H Pr H F F OH
XXI[8-23-2 Pr H H CIh Pr H F F OH
XXI1§-23-3 Pr H H CH(CH:): Pr H F F OH
XXI-23-4 Pr H H CHCH(CH), Pr H F F OH
XX111-23-5 'pr H H  CHPb Pr H F F OH
XXI[E-23-6 Pr H H  Clheindol3vi Pr H F F OH
XXI1E-23-7 Pr H H  CH.CH.SCHs Pr H F F OH
XXIE-238 pr ¥ H ¥ P H F F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX111-24,

N RIRTRY R® RR R X ¥
XXi[i-241 By H H H Pr H F OH
XX[I-24-2 Bu H H CH Pt H F F OH
XX[i-24-3 Bu H H  CH(CHy), Pt H F F OH
XX11-24-4 By H H CH:CH(CH:, Pr H F F OH
XX11-24-5 Bu H H CH:Ph ’rH F F OH
XXM246 Bu H H  CHeindol351 Pr H F oH
XXI1[1-247 Bu H H CH:CHSCH; Pr H F OH
XXi1-248 Bu * H * Pr HOF OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXHI-25.

Ne R© R R® R® R R R X Y
XXIE25-1 ph H H H Pr H F F OH
XXI[E1-252 Ph H H CH Pr H F F OH
XXII§-25-3 Ph H H  CH(CH:): Pr H F F OH
XXI-254 Ph H H CHCH(CH), Pr H F F OH
XXI§-258 Ph H H  CH:Ph Pr H F F OH
XXI[1-256 Ph H H  CHpeindol3yl Pr H F F OH
XXI-25.7 Ph H H CH.H,SCH; Pr H F F OH
XXI§-25-8 PR * H % Pt H F F OH

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

Table XXI1-26.

Ne R RT R¥ R® R R X Y
XXI1-26-1 p-MePh H H H Pr H F F OH
XXI1-26-2 p-Me-Ph H H CHs Pr 1 F F OH
XX11-26-3 p-Me-Ph H H  CH(CH:) Pr H F F OH
XXIE-26-4 p-Me-Ph H H CHCH(CHy), Pc H F F OH
XXIM-26-8 p-Me-Ph H H  CH:Ph Pr H F F OH
XXM1-26-6 p-MePh H H CHyindol31 Pr H F F OH
XXIE-26-7 p-Me-Ph H H CHCH;SCH; Pr H F F OH
XX11§-26-8 p-Me-Ph * H ¢ Pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX111-27,

o R’ R RY R® R R R X ¥
XXI-27-1 p-F-Ph H H H Pr H F F OH
XXI¥-27-2 p-F-Ph H H  CH: Pr H F F OH
XXI-27-3 p-F-Ph H H  CH(CH:: P H F F OH
XX11-27-4 p-F-Ph H H CHXCH(CH:, P H F F OH
XX1-27-8 p-F-Ph H H CHpPh Pr H F F OH
XXHI-27-6 p-F-Ph H H CHeindol-3v1 Pr H F OH
XXIH-27-7 p-F-Ph H H CHCHSCH: Pr H F OH
XXII-27-8 p-F-Ph * H * Pr H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXH1-28.

Ne R R* R RP R* RP R X Y

XX§-28-1 p-Cl-Ph H H H Pr I F F OH
XX1Hi-28-2 p-Ci-Ph H H CH; Pr H F F OH
XX11-28-3 p-Cl-Ph H H  CH(CHsp Pr H F F OH
XXT0-28-4 p-Cl-Ph H H CHCH(CH:, Pr H F F OH
XXUWE28-8 p-Cl-Ph H H  CHPh Pr H F F OH
XXIE-28-6 p-Cl-Ph H H  CHpandol3yt Pr H F F OH
XXI0E-28-7 p-Cl-Ph H H CHCH.S8CH; Pr H F F OH
XXIH-28-3 p-Cl-Ph * H * Pr H F F OH

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

Table XXI1-29.

Ne R RT RE R® R R X Y
XXI1§-29-1 p-Br-Ph H H H Pr 4 F F OH
XXI1-292 p-Br-Ph H H CH; Pr H F F OH
XXIi-29-3 p-Br-Ph H H CH({CHs: Pr H F F OH
XX1i-29-4 p-Br-Ph H H CHCH(CH), Pt H F F OH
XX111-29-5 p-Br-Ph H H CHPh Pr H F F OH
XXHE-29-6 p-Br-Ph H H  CHyeindol3l Pr H F F OH
XXI-29-7 p-Br-Ph H H CHCHSCH: Pr H F F OH
XX11§-29-8 p-Br-Ph * H ¥ pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXI11-30.

Ne R R* R™ R¥ R" R R* X Y

XXUE-30-1 pd-Ph H H OH Pr H F F OH
XXi1-30-2 p-l-Ph H H CH: Pr H F F OH
XXIH1-30-3 p-I-Ph H H  CH(CH:) Pr H F F OH
XXM-364 p-I-Ph H O H  CHCOH(CH:) P H F F OH
XXIH-30-5 p-I-Ph H H CHoPh r H F F OH
XXMi-30-6 p-I-Ph H H CHeindol3w1 Pr H F F OH
XXIH-30-7 p-I-Ph H H CHCH.SCHs Pr H F F OH
XXIH1-30-8 p-I-Ph * H Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXHI-31.

.

Ne R' R R¥ R® R" R R X Y

XXME-31-1 O H OH O OH "By H F F OH
XXUE31-2 ¢ H H O CHs "By H F F OH
XX1§-31-3 CHy H OH  CH{CH:: "Bu H F F OH
XX1i-31-4 CH; H H CHCH(CH;p, "Bu H F F OH
AXTH-31-8 CH; H H  CH.Ph "y H F F OH
XXIH-316 CH; H H CHpsmdol-3-y1 "Bu H F F OH
XXIE-31-7 CHs H H CHECHSCH; "Bu H F F OH
XXHE318 ¢, * H ¢ "By H F F 0OH

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

Table XXI1-32.

Ne R R R¢ R° R R X Y
XXIE-32-1 Bt H H H By H F F OH
XXIE-32-2 Bt H H CH; "By H F F OH
XXI§-32-3 Et H H CH(CH) "By H F F OH
XXT§-32-4 Ft H H CHCHCH), "By H F F OH
XXI1-32-8 Bt H H CHPh my H F F OH
XXIME-326 Et H H  CHeindol3vi "By H F F OH
XXI1E-32-7 Bt H H  CHCH,SCH: "By H F F OH
XXII-32-8 Et * H * "By H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1H-33.

,N‘E 1 R2 Rii a Riib R 4 R s Rb X ‘Y
XXI-33-1 Pr H H H "By H F F OH
XXIE-33-2 pr H H CH By H F F OH
XXI1-33-3 Pr H H  CH(CHs): By H F F OH
XXI0§-334 Pr H H CHCH(CH:, "By H F F OH
XXHI-33-5 Pr H H  CHyPh "By H F F OH
XXME-336 Pr H H  CHpeindol341 "By H F F OH
XXIE-33-7 pr H H CHCHSCHs "Bu H F F OH
XXIE-33-8 P * H "By H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXU1-34.

=

~

Ne R R' R R® R R R X Y
XXMI-34-1 By H H H "Bu H F F OU
XXHI-34-2 Bg H H Cih "By H F F OH
XXM1-34-3 By H H CH(CH:), "By H F F OH
XX1M344 By H H CHCHCHs: "By H F F OH
XX11-34-5 By H H CH:Ph "By H F F OH
XXI1-346 By H H  CHeindol34] "By H F F OH
XXI-34-7 By H H CHCHSCH; "By H F F OH
XXUE-348 By * H * "By H F F OH

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

Table XXII-35.

Ne ' RE R* RP R R X Y
XXI[§-35-1 Ph H H H My H F F OH
XXI[1-35-2 Ph H H CH By H F F OH
XXII§-35-3 Ph H H  CH(CH:): "By H F F OH
XXI(§-35-4 Ph H H CHCH(CH), "By H F F OH
XXI§-35-8 Ph H H CH:Ph "y H F F OH
XXI-35-6 Ph H H  Cleindol3vl 7By H F F OH
XXI1E-35-7 Ph H H  CH.CH.SCH: "By H F F OH
XXIE-358 Ph * H ¥ "y H F F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XXI11-36.

£

(%]

N R RTRERE RRR XY
XXHE-36-1 p-Me-Ph H H H "By H F F OH
KXiH-36-2 p-Me-Ph H H CH; " H O F F OH
XX1H1-36-3 p-Me-Ph H H  CH(CH3)» By H O F F OH
XXMH-36-4 p-Me-Ph H H  CHCH(CHs) "Bu H F F OH
XXI-36-5 p-Me-Ph H H (HoPh "By H F F OH
XXHE-36-6 p-Me-Ph H H  Cib-mdol-3-1 "Be H F F OH
XXIE-36-7 p-Me-Ph H H CHCHSCHs "By H F F OH
XX1H-36-3 p-Me-Ph * H ¢ "By H F F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXHI-37.

Nz R’ R R® R® R R R X Y
XXOE-37-1 p-F-Ph H H H "By H F F OH
XXI-37-2 p-F-Ph H H  CHs "Bu H F F OH
XXUE-37-3 p-F-Ph H H  CH(CHsp "Bu H F F OH
XXI1-374 p-F-Ph H H CHCHCH), "By H F F OH
XXUWE-37-8 p-F-Ph H H  CHPh "By H ¥ F OH
XXiH-37-6 p-F-Ph H H CHyindol3-vi "By H F F OH
XXIE-37-7 p-F-Ph H H CHCHSCH; "Bu H F F OH
XXIH-37-3 p-F-Ph * H * "By H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1I1-38.

Ne R R? R R® R R R X VY
XXIE-38-1 p-Clph H H H Bu HF T OH
XXiH-38-2 p-Cl-Ph H H CH; "B H F F OH
XX1H8-38-3 p-C1-Ph H H  CH(CHsp "By H ¥ F OH
XX11-384 p-Cl-Ph H H CHCHCH), "By H F F OH
RXE-38-8 p-Cl-Ph H H  CHoPhb "By H F F OH
XXI-383-6 p-Cl-Ph H H CHy-ndol-3-y1 "Bu H F F OH
XXKHE38-7 p-Cl-Ph H H CHCHSCH; "Bue H F F OH
XX1E-38-3 p-Cl-Ph * H * "Bu H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXI11-39.

Ne R R? R* R™ RY R R* X Y

XXUE-39-1 p-Br-Ph H H H "By H F OH
KXUI-39-2 p-Br-Ph H H O "y H F F OH
XXIH1-39-3 p-Br-Ph H H  CH{CH;) "By H F F OH
XXM-394 p-Br-Ph H H CHCHCH:p; "By H F F OH
XXIH-39-5 p-Br-Ph H H CHPh "By H F F OH
XXUME-39-6 p-Br-Ph H H  Chpendol-3wyl "By H OF OH
XXHE-39-7 p-Br-Ph H H CGLCHSCH: By H F OH
XX1-39-8 p-Br-Ph * H * "By H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX1-40.

Ne R R* R™ R® R'" R R X Y

XXO§-40-1 pI-Ph H O H H "By H F F OH
XX1i-40-2 p-I-Ph H H CH; "By H F F OH
XX1i-46-3 p-I-Ph H H CH(CH:): "Bu H F F OH
XXUE-40-4 p-I-Ph H H  CHCH(CH:): "Bu H F F OH
XXWi40-83 pI-Ph H H  CHPh Mg H F F OH
XXiH-40-6 p-I-Ph H H  CHyandol-3-y1 "By H F F OH
XXiE40-7 p-I-Ph H H CHCHSCHs "By H F F OH
XXIE40-3 pI-Ph * H % "By H F F OH

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

Table XXII-41.

Ne R’ R* R R® R R R X Y

XXE-41-1 ¢ H O H OH Bz H F F OH
XXi41-2 L 0 H G Bz 4 F F OH
XXii8-41-3 CH; H H CH{CH:h Bz H F F OH
XX1ii-41-4 CH; H H CHXCH(CH: Bz H F F OH
AXIME-41-5 Ci; H H CHyPh Bz H F F OH
XXiHi436 CH: H H CHp-indol-3-v1 Bz H F F GH
XXifi4i-7 CH; H H CHCHSCH; Bz H F F OH
XXI1iE43-8 €H, * H Bz # F F 0OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXI11-42.

Ne R R? R R® R R® R X Y

XXiii-42-1 Bt H H H Bz H F OH
XXIi-42-2 Bt H H (H; Bz H F F OH
XXii1-42-3 Bt H H CH(CH:): Bz H F F OH
XXii-424 Bt H H CHLCH(CH:;) Bz H F F OH
XX1ii-42-5 Et H H CH:Ph Bz H F F OH
XXIE-42-¢ Bt H H  CHe-imdol3-vl Bz H OF OH
XXIH42-7 Bt H H CCHROHSCH: Bz H OF OH
XX11i-42-8 Et * H Bz H F F 0OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX 143,

Nz R} R* R®™ R® R R R* X Y

XXMi-43-1 pr H H H B H F F OH
XXii-43-2 pr H H CH; Bz H F F {)gl
XX1§8-43-3 'Pr H H CH{CH;), Bz H F F OH
XXIHi-43-4 Pr H H CHXCH((CH;y, Bz H F F OH
AXTH43-8 'pr H H  CHyPh Bz H F F OH
XXMi-43-6 'pr H H CHyindol-3wt Bz H F F OH
XXHI43-7 Ppr H H CHLCHSCH; Bz H O F F OH
XX11-43-8 pr * H * Bz H F F ©H

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

Table XX111-44.

N R ® R R® R R X Y
XXIMi-44-1 By H H H Bz H F F Ol
XXI§-44-2 By H H CH Bz H F F OH
XXI-44-3 By H H  CH(CH:), Bz H F F OH
XXI-44-4 By H H CHCHCH)., Bz H F F OH
XXI1-44-5 By H H CH:Ph Bz H F F OH
XX11-44-6 'By H H CHeindol-3yl Bz H F F OH
XXI1i-44-7 By H H CHCH.SCH: Bz H F F OH
XXI1§-44-8 By * H ¥ Bz H F F OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XX111-45.

& R‘] RA Ria RS‘.'J R4 R< R() X Y
XXIE-45-1 Ph H H R Bz H F OH
XXII-452 Ph H H CHs B H F F OH
XXI[1-45-3 Ph H H CH(CH:)» Bz H F F OH
XXI[§-45-4 Ph H H CHCH(CH:), Bz H F F OH
XXI(1-45-5 Ph H H CHPh Bz H F F OH
XXT1-45-6 Ph H H CHeindol3vl Bz H F F OH
XXI[1-457 Ph H H CHCHSCH, Bz H F F OH
XXI[¥-458 Ph * H ¥ Bz H F F OH

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

Table XXI11-46.

5

Ne R R R% R™ R R R X Y
XXIH-46-1 p-Me-Ph H H H Bz H F F OH
XXIE-46-2 p-Me-Ph H H CH: Bz H F F OH
XX111-46-3 p-Me-Ph H H CH(CH:) Bz H F F OH
XX1-46-4 p-Me-Ph H H CH.CH(CH:: Bz H F F OH
XX1i-46-5 p-Me-Ph H H CHPh Bz H F F OH
XX11-46-6 p-Me-Ph H H CHyindol-3-v1 Bz H F F OH
XX111-46-7 p-Me-Ph H H CILCHSCH: Bz H F F OH
XX1H-46-8 p-Me-Ph * H ¢ Bz H F F OH

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

Table XXH1-47.

Ne R R* R™ R® R®* RO R X Y
XX§-47-1 p-F-Ph H H H Bz H F F OH
XXI-47-2 p-F-Ph H H  CHs Bz H F F OH
XXMH-47-3 p-F-Ph H H CH(CH) Bz H F F OH
XXii-47-4 p-F-Ph H H CHCH{{H)» Bz H F F OH
XXHMi47-5 p-F-Ph H H CHPh B H F F OH
XXIi-47-6 p-F-Ph H H CHsindol-3y1 B H F F OH
XXHi-477 p-F-Ph H H CHCHSCH, Be H F F OH
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Ne R

R*

R3 a

Rf‘.b

R4

RS

R6

X Y

XX1I1-47-8 p-F-Ph

*

H

e
®

Bz

H

F

F

OH

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

Table XX11-48.

Ne R! R? R¥™ R® R R R®* X Y
XXMi-48-1 p-Cl-Ph H H H Bz H F F OH
XX1Mi-48-2 p-Cl-Ph H H CHs Bz H F F OH
XXI-48-3 p-Cl-Ph H H CH(CH:) Bz H F F OH
XXI148-4 p-Cl.Ph H H CH.CH(CHy), Bz H F F OH
XX1E48-3 p-Cl-Ph H H CH:Ph Bz H F F OH
XXi48-6 p-Cl-Ph H H Ciemdol3-vl Bz H F F OH
XXE48-7 p-Cl-Ph H H  ChCHSCH; Bz H O F F OH
XXili-48-8 p-Cl-Ph * H * B H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX11-49.

Ne R! R? R* R® R" R R®* X Y
XX{Hi-49-1 p-Br-Ph H H H Bz H F F OCH
XX1-49-2 p-Br-Ph H H O Bz H F F OH
XXI-49-3 p-Br-Ph H H CH{CHs) Bz H F F OCH
XX11-49-4 p-Br-Ph H H CHCHCH), Bz H F F OH
KXHE-49-8 p-Be-Ph H H  CHPh Bz H F F ¢H
XXi49-6 p-Br-Ph H H  CHeindol-3wl Bz H F F OH
XXi1-49-7 p-Br-Ph H H CHCHSCH; Bz H O F F OH
XXi1-49-8 p-Br-Ph * H * Bz H F F OH
*R* and R* joined together by (CHa)s to form five-membered ring.
Table X XH1-50.

Ne R! R* R®™ R® R R R® X Y
XXWE-50-1 p-IPR H H H B~ H F F OH
XXHE-50-2 p-I-Ph H H G Bz H F F OH
XXHI-80-3 p-I-Ph H H  CH{CH:) Bz H F F OH
XXI1-50-4 p-l-Ph H H CHCH(CHy), Bz H F F OH
XXUI-50-8 p-l-Ph H H CH:Ph Bz H F F OH
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T

Ne R R R® R® R'" RF R" X Y

XXi-50-6 p-I-Ph H H  CHeeindol-3l Bz H F F OH
XX1HE-50-7 p-IPh H H CHCHSCH; Bz H F F OH
XXUE-50-8 p-I-PH * H O * Bz H F ¥ OH

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

Y }? ﬁ

Ria N e B e O
|
CO,R OR!
XXIV

Table XXIV-1.
N RTTRURE RS FRTR Y
XXIVa-1 (H, H H H CH, H H F OH
XXIV-1-2 CH; H H  CH CH; H H F OH
XXIV-1-3 CH; H H  CH(CHs), CH: H H F OH
XXIV-1-4 CH; H H CHXCH{CHzp CH: H H F OH
XXIV-1-5 CH; H H CH:Ph CH: H H F OH
XXIV-1-6 CH; H H  CHeindol3wl CH: H H F OH
XXIV-1-7 CHy H H  CHCHSCH: CHs H H F OH
XXIV-1-8 CHy * H * CH. H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-2.

Ne R R R® R® R R R X Y
XXIv-2-1 0t 0 H | Ci; H H F oOH
XXIV-22 Bt H H CH CH; H H F OH
XXIV-2-3 Bt H H  CH(CH:), CH: H H F OH
XXIV-2-4 Ft H H CH.CH(CH), CH: H H F OH
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Ne RY RY R® R® R" R R X Y

XXiv-2-§ BB H H CH:Ph CH; H H F OH
XXiv-2-6 Et H H CHpindol3i CH; H H F OH
XXIV-2-7 Bt H H CHCHSCH; H;, H H F OH
XXIv-2-8 Et * H * CH: H H F OH

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

Table XXIV-3.

Ne RY R R*® R® RY R R* X ¥
XXiV-3-1 pr H H H CH; H H F OH
XXiV-3-2 Pr H H CHs CH; H H F OH
XXIV-3-3 pr H H CH(CH:) CH; H H F OH
XXIV-34 pr H H CHCH(H:), (H: H H F OH
XXIV-3-5 Pr H H CHPh s H H F ¢©H
XXIV-3-6 Pr H H Cib-ndol-3-y1 CH: H H F OH
XXIV-3-7 Pr H H CHCHSCH; CH: H H F OH
XXIV-3-8 Py * H (H: H H F OH

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

Table XXIV-4.

MNe RYORT R R R* R R X Y

XXiv4-1 Bu H H H {H; H H F OH
XXiv4-2 By H H CH; CHs H H F OH
XXIV4-3 By H H CH(CH:: CH; H H F OH
XXiV4-4 By H H CHLH(CH:p, CHs H H F OH
XXiv-4-5 By H H CHPbh CH: H H F 0OH
XXiIV-4-6 Bu H H CHeindol3yl CH: H H F OH

XXIV-4-7 By H H CHCHSCH; CH: H H F OH
XXivV-4-8 By * H * CH; H H F OH

*R2 and R* joined together by (CHz)s to form five-membered ring,

Table XXIV-5.

fo R 1 R2 R" a R‘*b R4 R 3 R{\ X Y
XXiv-5-1 PR H H H CH; H H F OH
XXIv-5-2 Py H H CH: CH; H H F OH
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Ne R R RY R® R R XY
XXIV-5.3 ph 0 CI(CIL) Ci, 1 H F Ol
XXIV-5-4 Ph H H CHCHCH;) CH: H H F OH
XXIV-8-3 Ph H H CHPh CH; H H F OH
XXIV-3-6 Ph H H (Heindoldyi CH, H H F OH
XXIV-5-7 Ph H H CHCHSCH; O H H F OH
XXIV-5-8 Ph o+ H ¢ CH; H H F OH

*R2 and R joined together by (CTz): to form five-membered ring.

Table XXIV-6.

Nz R R? R" R” RY R R* X Y

XXiV-6-1 p-Me-Ph H H H CH: H H F OH
XXIV-6-2 p-Me-Ph H H CH: CH: H H F OH
XXIV-6-3 p-Me-Ph H H CH(CHp CHys H H F OH
XXiV-6-4 p-Me-Ph H H CHCH(CH:). CH; H H F OH
XXIV-6-5 p-Me-Ph H H C(HPh CH; H H F OH
XXIV-6-6 p-Me-Ph H H CH-indol-3w] O H H F OH
XXIV-6-7 p-Me-Ph H H CHCHSCH: CHs H H F OH
XXIV-6-8 p-Me-Ph * H * CHy H H F OH

*R? and R* joined together by (CHi) to form five-membered ring,

Table XXIV-7.

I3

Ne R R> R™ R™ R R R" X Y
XXIV-7-1 p-F-Ph H H H CH: H H F OH
XXiV-7-2 p-F-Ph H H (Hs CHy H H F oOH
XX1v-7-3  p-F-Ph H H (H({CH:): CHs H H F OH
XXIV-7-4  p-F-Ph H H CHCH({CH:): CHs H H F OH
XXIV-7-6 p-F-Ph H H CHpPh CHy H H F OH
XX1V-7-7 pF-Ph H H  Clh-indol-3-y1 Cih H H F OH
XX1V.7-8 pF-Ph H H CHXCH,SCH; CH; H H F OH
XXIV-7-26 p-F-Ph * H * (H, H H F OH

*R? and R™ joined together by (CH:): to form five-membered ring.
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Table XXIV-8.

No R RERE RS TRV R Y Y
XXIv-3-1 p-Cl-Ph H H H CH; H H ¥ OH
KXIv-8-2 p-Cl-Ph H H Ci CH: H H F OH
XXIV-8-3 p-Cl-Ph H H CH(CH:) CH; H H F OH
XXIV-8-4 p-Ci-Ph H H CHCH(CH;p CHs H H F OH
XXIV-8-5 p-Cl-Ph H H CH:Ph CH: H H F OH
XXIV-8-6 p-Cl-Ph H H ChHeindol-34t CH: H H F OH
XXIV-8-7 pCl-Ph H H CHCHSCH: CH: H H OF OH
XX1vV-8-8 p-Cl-Ph * H * CH: H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-9.

Nz R R* R* RP R* R R* X Y
XXIv-8-1  p-Be-Ph H H H CH: H H F OH
XXiv-9-2  p-Br-Ph H H CH; CH; H H F OH
XX1v-2.3  p-Br-Ph H H CH(CHsp CH; H H F OH
XXIV-8-4  o-Br-Ph H H CHCHICH:)» CH H H F OH
XXWV-9-6 p-BrPh H H  CHPh CH; H H F OH
XXIV-3-7  p-Br-Ph H H  Chpmdol-3-yF CH; H H F OH
XXiV-$-8 p-Br-Ph H H CHCH:,SCH; CH; H H F OH
XXIV-9-28 p-Br-Ph * H * CH; H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1V-10.

Ne gl R R* R® R»Y RP R X ¥
XXIV-16-1 pI-Ph H H H CH: H H F OH
XXIV-16-2 p-I-Ph H H (i CH: M H F OH
XXIV-10-3 pIPh H H CH(CH) CH: H H F OH
XXIV-10-4 pd-Ph H H CHCHCH) CH: H H F OH
RXIV-16-5 p-l-Ph H H  CHoPh CH: H H F OH
XXIV-10-6 p-I.Ph H H (He-indol3-yi CH: H H F OH
XXIV-16-7 p-I-Ph H H  CHCH,SCH; CH: H H F OH
XXIV-16-8 p-I-Ph * H * CHs H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-11.

Ne R R® R R® R* R° R X Y

XXiv-11-1 CH; H H H Et H H F OH
XXIv-11-2 CHs H H CHs EtE H H F OH
XXiv-11-3 CH: H H CH(CHy): Ft H H F OH
XXiv-1i-4 CH; H H CHCH{CH;) Bt H H F OH
XXIV-11-5 CH:s H H  CH:Ph B H H F OH
XXIv-11-6 CH: H H  CHimdol3-vl Bt H H F OH
XXIV-11-7 CH: H H CHCH.SCHs Bt H H OF OH
XXiv.11.8 CH, * H % Bt H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-12.

3

Ne R R? R® R® R* R° R* X Y

XXIv-12-1 Bt H H H EtE H H F OH
XX1v-12-2 Bt H H CHs Et H H F (OH
XX1v-12-3 Bt H H CH(H:) Et H H F OH
XXIv-12-4 Bt H H CHCH{CH;, Et H H F OH
AXIV-12-8 Bt H H CHPh B H H F OH
XXIV-12-6 Bt H H CHymdol3yl Et H H F OH
XXIv-12-7 Bt H H CHCHSCHs B H H F OH
XXiv-12-8 Bt * H ¥ Et H H F OH

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

Table XXIV-13

Ne g RY RE R® R R XY
XXIV-13-1 pr H H H Bt H H F OH
XXIV-13-2 pr H H CH Bt H H F OH
XXIV-13-3 Pr H H CH(CH:) Bt H H F OH
XXIV-13-4 Pr H H CHCH(CH) Bt H H F OH
XXIV-13-5 pr H H CHpPh B H H F OH
XXIV-13-6 Pr H H CHyindol3ni Ft H# H F OH
XXIVA13-7 Pr H H  CHOHSCH: Bt H H F OH
XXIV-13-8 PBr * H ¥ Bt H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-14.

N ROTTRTRE R RRTR XY
KXIV-14-1 Bu H H H Bt H H F OH
XXiV-14-2 Bu H H CHa Bt H H F OH
XXivV-14-3 ‘Bu H H CH{CHs), Et H H F OH
XX1V-14-4 By H H CHCH(CH:), Et H H F OH
XXIV-14-5 Bu H H CHaPh Bt H H F OH
XXIV-14-6 Bu H H CHy-indol-3-v1 Et H H F OH
XX1V-14.7 Bu H H CHLCHLSCH; H H H F OH
XXiV-14-8 ‘Bu * H * Bt H H F OH
*R* and R joined together by ((Ha): to form five-membered ring.

Table XX1IV-15.

Nz R' R* R® R¥® R" W\ R* X Y

XXIV-151 Ph H H H B H H F OH

XXIv-15-2 Ph H H s Et H H F OH

XXIV-153 Ph H H CH(CH:) Bt H H F OH

XXIv-15-4 Ph H H CH)(CH(CH:, Et H H F OH

XXIV-15-5 ph H H  CHPh FF H H F OH

XXIV-156 Ph H H CHyandol39l Et H H F OH

XXiv-157 Ph H H CHCHSCH; Et H H F OH

XXiv-158 ph * H * B H H F OH

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

Table XX1V-16.

Ne gl R R R® R" R® R* X Y
XXiv-16-1 p-Me-Ph H H H Bt H H F OH
XXIV-16-2 p-Me-Ph H H (I it H H F OH
XXIV-16-3 p-Me-Ph H H  CH(CH): £t H H F OH
XXIV-16-4 p-Me-Ph H H CHCH(CH), Et H H F OH
AXIV-16-5 p-Me-Ph H H CHPh EtE H H F OH
XXIV-16-6 p-Me-Ph H H CHs-indol31 Et H H F OH
XXIV-16-7 p-Me-Ph H H CHXCH.SCH:; Bt H H F OH
XXIV-16-8 p-Me-Ph * H % B H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-17

Rl

Ne R’ R™% R¥ R R® R* X Y

XXIV-17-1 p-F-Ph H H H BE H H OH
KXIV-17-2 p-F-Ph H H CHs Bt H H F OH
XXIV-17-3 p-F-Ph H H  CH(CH:) EtE H H F OH
XXIV-17-4 p-F-Ph H H CHCH({CH:): Bt H H F OH
XXIV-17-5 p-F-Ph H H C(HyPh Bt H H F OH
XXIV-17-6 p-F-Ph H H CHemdol3yl Et H H F OH
XXIV-17-7 p-F-Ph H H CBCHSCH: Bt H H F OH
XXIV-17-8 p-F-Ph * H * Et H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-18.

Ne R R’ R® R® R" R R* X Y

XXiv-18-1 pCl-Ph H H H EE H H F OH
XX1v-18-2 o.Cl-Ph H H CHs Et H H F OH
XXIV-18-3 p-Cl-Ph H H CH(CH:) Et H H F OH
XXIV-18-4 o-Ci-Ph H H CHCHICH, B H H F OH
XXIWV-183 p-Cl-Ph H H  CH:Ph B H H F OH
XXIV-18-6 p-Ch-Ph H H  CHpndob3-vi Bt H H F OH
XXIV-18-7 p-Cl-Ph H H C(HCH,SCH; kBt H H F OH
XXIV-18-8 pCI-Ph * H % Bt H H F OH

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

Table XXIV-19

Ne R R R¥ R R RR X Y
XXIV-19-1 pBr-Ph H H H B H H F OH
XXIV-19-2 p-Br-Ph H H CH; Ft H H F OH
XXIV-19-3 p-Br-Ph H H CH(CH:): £t H H F OH
XXIV-19-4 p-Br-Ph H H CHCH(CH), FEt H H F OH
XXIV-19-5 p-Br-Ph H H CHPh Et H H F OH
XXIV-19-6 p-Br-Ph H H CHeindol3yi Bt H H F OH
XXIV-19-7 p-Br-Ph H H CH.CH:SCH, Et H H F OH
XX1V-19-8 p-Br-Ph * H * Bt H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXI1V-20.

Ne R R* R* R R" R* R® X VY

XXIV-20-1 pl-Ph H H H Bt H H F OH
KXIV-26-2 pJ-Ph H H  CHs E H H F OH
XXIV-26-3 p-I-Ph H H  CH(CH:) Bt H H F OH
XXIV-204 p-I-Ph H H CHCH(CH;) kB H H F OH
XXIV-20-5 p-I-Ph H H CHPh B H H F OH
XXIV-28-6 p-I-Ph H H CHeandol3l Et H H F OH
XXIV-26-7 p-I-Ph H H  CHECHSCHs Et H H F OH
XX1V-20-8 pI-Ph * H Et H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-21.

B

Ne R R R® RY R R X Y
XXIV-21-1 CH, H H H Pr 4 H F OH
XXIV-21-2 CH: H H CHh Pr H H F OH
XXIV-21-3 CH; H H  CH(CHy), Pr H H F OH
XXIV-21-4 CH; H H CHCH({CH;, Pr H H F OH
XXIV21-5 CH: H H  CH.Ph Pr H H F OH
XXIV-21-6 CHy H H (Heindol-3yl Pr H H F OH
XXIV-217 CHy H H C(HCH,SCH: Pr H H F OH
XXIV-21-8 CH. * H * Pr H H F OH

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

Table XXIV-22

Ne R’ R® R¥ RP R R XY
XXIv-22-1 Bt H H H Pr H H F OH
XXIV-22-2 Bt H H Cih Pr 1 H F OH
XXIV-22-3 Bt H H CH(CH) Pr H H F OH
XXTV-22-4 Bt H H CHCHCH) Pr H H F OH
XXIV-22-5 Bt H H CHPh Pr H H F OH
XXIV-22-6 Bt H H CHyindol331 Pr H H F OH
XXIV-227 Bt H H  CH.CH.SCH: Pr H H F OH
XXIV-22-8 B * H ¥ Pr H H F OH

*R? and R joined together by (CHa): to form five-membered ring.
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Table XX1V-23

Rl

Ne R* R¥™ R R R® R* X Y

XXIv-23-1 pr H H H Pr H H OH
XXIv-23-2 pr H H  CHs Pr H H F OH
XXIv-23-3 pr H H CH(CH:) Pr H H F OH
XXIV-23-4 pr H H CHXCH(CH:, Pr H H F OH
XXIv-23-5 ‘Pr H H CH:Ph Pr H H F OH
XXIV-23-6 Pr H H CHeindol-31 Pr H H OH
XXIV-23-7 Pr H H CHCHSCH: Pr H H OH
XXiv-23-8 'pr * H ¥ Pr H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-24.

Ne RY R’ R¥ R¥ R R R® X Y

XXIV-24-1 Bu H H H Pr H H F OH
XXIv-24-2 By H H CH; ‘Pr H H F OH
XXi{v-24-3 Bu H H CH({CH;:) Pr H H F OH
XXIV-24-4 By H H CCHCH{CH):. Pt H H F OH
XXIV-24-5 By H H CHyPh Pr H H F OH
XXIV-246 By H H CHymdol-3t Pr H H F OH
XXiV-24-7 Bu H H CHCH:SCH: 'Pr H H F OH
XX1v-24-8 By * H ¥ Pr H H F OH

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

Table XXIV-25.

Ne R RY RE R® R R X Y
XXIV-25-1 Py H H H Pr H H F OH
XXIV-25-2 Ph H H CH; Pr 1 H F OH
XXIV-25-3 Ph H H CH(CH:) Pr H H F OH
XXIV-25-4 Ph H H CHCHCH): Pr H H F OH
XXIV-25-5 Ph H H CHPh Pr H H F OH
XXIV-25-6 Ph H H CHyeindol331 Pr H H F OH
XXIV-25-7 Ph H H CH.CHSCH; Pr H H F OH
XXIV-25-8 Ph * H ¥ Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-26.

o R R RY RP Rm R R X Y
XXIV-26-1 p-Me-Ph H H H Pr H H F OH
XXIV-26-2 p-Me-Ph H H CH P H H F OH
XXIV-26-3 p-Me-Ph H H  CH(CH:) Pr H H F OH
XXIV-26-4 p-Me-Ph H H CHCH(CH:): Pr H H F OH
XXIV-26-5 p-Me-Ph H H  CH:Ph Pr H H F OH
XXIV-26-6 p-Me-Ph H H CHpeindol3yl Pr H H F OH
XXIV-26-7 p-MePh H H CHXHSCHs Pr H H F OH
XXIV-26-8 p-Me-Ph * H P H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-27.

Ne R R? R R¥ R R R* X Y

XXIV-27-1 p-F-Ph H H H Pr H H F OH
XXIv-27-2 p-F-Ph H H (Hs Pr H H F OH
XXIv-27-3 p-F-Ph H H CH(CH:;): " H H F OH
XXIV-27-4 p-F-Ph H H C(HXCH({CH). Pr H H F OH
XXIW-27-5 p-F-Ph H H CHPh Pr H H F OH
XX1V-27-6 p-F-Ph H H CHyindol-3y1 Pr H H F OH
XX1V-27-7 pF-Ph H H CHCHSCH: Pr H H F OH
XXIV-27-8 p-F-Ph * H * Pr H H F OH

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

Table XXIV-28.

Ne R RY RY RP R R X Y
XXIV-28-1 pCi-Ph H H H Pr H H F OH
XXIV-28-2 p-Cl-Ph H H CH Pr H H F OH
XXIV-28-3 p-CI-Ph H H CH(CH3), Pt H H F OH
XXIV-28-4 p-Ct-Ph H H CHCH(CH), Pr H H F OH
XXTV-28-5 p-Cl.Ph H H  CHPh Pr H H F OH
XX1V-28-6 p-Cl-Ph H H  CHsindol3s1 Pr H H F OH
XX1V-28-7 p-Cl-Ph H H  CHXCHSCH: Pr H H F OH
XXIV-28-8 pCl-Ph * H Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1V-29.

N R R RY R® R R R X Y
XXIV-20-1 p-Br-Ph H H H Pr H H F OH
XXIV-29-2 p-Br-Ph H H CH; P H H F OH
XXIV-29-3 p-Br-Ph H H  CH(CH:p Pr H H F OH
XXIV-29-4 p-Br-Ph H H CHOCH(CH: Pr H H F OH
XXIV-29-5 p-Br-Ph H H CHpPb Pr H H F OH
XXIV-29-6 p-Br-Ph H H CHrindol3yt Pr H H F OH
XXIV-28-7 p-Br-Ph H H CHCH:SCHs Pr H H F OH
XX1V-29-8 p-Br-Ph Hoox P H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-30.

Ne R R R* R® MR R X Y
XXIV-30-1 piPh H H H Pr H H F OH
XXIV-36-2 p-I.Ph H H CH; Py H H F OH
XXIV-36-3 p-I.Ph H H  CH(CH:): pr H H F OH
XXIV-30-4 plPh H H CHCHCH) Pr H H F OH
XXIV-30-5 p-Ph H H  CH.Ph Pr H H F OH
XXIV-30-6 p-I.Ph H H CHeindol-3yl Pr H H F OH
XXIV-30-7 plPh H H CH.CHSCH; Pr H H F OH
XX1V-30-8 pIPh * H * Pr H H F OH

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

Table XXIV-31.

Ne R R R® R R R XY
XXIV-31-1 CF, H H H "By H H F OH
XXIV-31-2 CH: H H Cih "By H H F OH
XXIV-31-3 CH: H H  CH(CH) Ry H H F OH
XXIV-31-4 CH: H H CHCH(CH), "By H H F OH
XXIV-31-8 CH: H H  CH:Ph py H H F OH
XXIV-31-6 CH: H H  C(Hyindol3+l "By H H F OH
XXIV-317 CH: H H  CHCH,SCH: "By H H F OH
XXIV-31-8 CH: * H ¥ By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-32

Ne R! 4 R* R*® R® RY R R* X Y

XXiv-32-1 Et H H H "By H H F OH
XXIv-32-2 Bt H H CH; "By H H F OH
XXiv-32-3 Bt H H CHCH:): "By H H F OH
XXiv-32-4 Bt H H CHLH({(H:: "Bo H H F OH
XXIvV-32-5 Bt H H CH:/Ph *Bu H H F OH
XXIV-32-6 Bt H H  CHemdol3wl "By H H F OH
XXIv-32-7 Bt H O H O CHCHSCH; "By H H OF O OH
XXiv.32-8 Et * H * "y H H F ¢OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-33.

5

Ne RY R* R® R® R* R R X Y

XXIv-33-1 pr H H H "Bu H H F OH
XXIv-33-2 pr H H CH: By H H F OH
XXIV-33-3 Pr H H CH(CH:) "Bu H H F OH
XXIV-33-4 pr H H CHCH(CH:y, "By H H F OH
XXIV-33-5 pr H H CH.Ph "By H H F OH
XXIV-336 Pr H H CHeyeindol39i "By H H F GH
XX1V-33-7 Pr H H CHCHSCH; "By H H F OH
XXIv-33-8 pr * H ¥ "By H H F OH

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

Table XXIV-34

Ne RY R R® R® R R R X Y

XXiv-34-1 By H H H "y H H F OH
XXIv-34-2 By H H (I "By I H F OH
XXIV-34-3 By H H CH({CH:)» "By H H F OH
XXIV-34-4 By H H CHCH({CH:):. "By H H F OH

XXIV-34-5 By H H  CHyPh "By H H OF OH
XXIV-346 By H H CHymndol-341 By H H F OH
XXiV-34-7 By H H CHCH:SCH: "By H H F OH
XXiV-34-8 By * H ¥ "My H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-35.

Ne RY R R®™ R® R* R R* X Y
XXIv-35-1 Ph H H H "By H H F OH
XXiv-352 Ph H H CH; "By H H F OH
XXIV-35-3 Ph H H  CH{CH:p "By H H F OH
XXiv-35-4 Ph H H CHCH(CH:), "By H H F OH
XXIV-35-5 Ph H H  CHoPh *Bu H H F OH
XXIV-35-6 Ph H H  ChHe-indol-3w) "By H H O OF OH
XXIV-357 Pph H H CIRCILSCH: "By H H O F OH
XXIV-35-8 Ph * H * "Bu H H F ¢©H

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-3¢.

Nz R! R* R* RP R R X Y
XXIV-36-1 p-Me-Ph H H H "By H H F OH
XX1v-36-2 p-Me-Ph H H CHs ¢y H H F OH
XXIV-36-3 p-Me-Ph H H  CH(CH) "By H H F OH
XXIV-36-4 p-Me-Ph H H CHCHCH:): "Bu H H F OH
XXIV-36-3 p-Me-Ph H H  CHpPh My H H F OH
XXIV-36-6 p-Me-Ph H H  CHpindol-3-yl "By H H F OH
XXIV-36-7 p-Me-Ph H H CHXCHSCH: "By H H F OH
XXIV-36-8 p-Me-Ph H * "By H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1V-37.

Ne gl R? R R® R R R X Y
XXIV-371 pF-Ph H H H By H H F OH
XXIV-37-2 p-F-Ph H H (H; sy H H F OH
XXIV-37-3 p-F-Ph H H CH(CH:) "y H H F OH
XXIV-37-4 pFPh H H CHCHCH), "Bu H H F OH
RXIV-37-5 p-F-Ph H H CHPh my H H OF OH
XXIV-37-6 p-F-Ph H H  CHindol3yl "By H H F OH
XXIV-37-7 p-F-Ph H H CHCHSCH: "By H H F OH
XXIV-37-8 p-F-Ph * H * "By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIV-3&.

No R R R* R® R* R R X Y
XXIv-38-1 pCl-Ph H H H "My H H F OH
KXIv-38-2 p-Cl-Ph H H CHs My H H F OH
XXIV-38-3 p-Cl-Ph H H  CH{CHi). By H H F OH
XXIV-384 p-Cl-Ph H H CHCH{CH:), “Bu H H F OH
XXIV-38-5 p-Cl-Ph H H CH:Ph "By H H F OH
XXIV-38-6¢ p-Ci-Ph H H  CHeamdol3-yl "By H H F OH
XXIV-38-7 p-ChPh H H  CHCHSCHs "By H H O F OH
XX1V-38-8 p-CI-Ph * H * "y H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XX1V-39.

Nz R! R* R* RP R®* R R X Y
XXIv-32-1 p-Be-Ph H H H "By H H F OH
XX1v-39-2 p-Br-Ph H H CH; g H H F OH
XX1v-39-3 p-Br-Ph H H CH(CHsp "y H H F OH
XXIV-39-4 ¢o-Br-Ph H H CHCHICH:)» "Bu H# H F OH
XXIWV-239-3 p.BrPh H H  CHPh "y H O OH O OF OH
XXIV-39-6 p-Br-Ph H H  Chpmdol-3-yF "Bag # H F OH
XXIV-39-7 p-Br-Ph H H CHCH,SCH; "Bu H H F OH
XXIV-3%-8 p-Br-Ph * H * "Ry H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1V-40.

Ne gl R R* R® R R R X Y
XXiv-46-1 pI-Ph H H H My H H F OH
XXIV-46-2 p-I-Ph H H (i By H H F OH
XX1v-40-3 p-I-Ph H H CH(CH:p By H H F OH
XXIV-40-4 piPh H H CHCHCH), "By H H F OH
RXIV-46-5 p-i-Ph H H  CHoPh muy H H F OH
XXIV-40-6 p.I.Ph H H CHe-indol-3-yl "Bu H H F OH
XXIV-46-7 p-I-Ph H H  CHCH,SCH; "By H H F OH
XXIV-46-8 p-I-Ph * H * By H H F OH

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

2980901-1

- 498 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00501



(%]

Docket No. 60137.0034USU1

Table XXIV-41.

Ne R R® R R® R* RP R X Y

XXiv-41-1 CHs H H H Bz H H F OH
XXIv-41-2 CHs H H CHs Bz H H F OH
XXiv-41-3 CH: H H CH(CHy): Bz H H F OH
XXiv-4i-4 CH: H H CHCH{{H;) Bz H H F OH
XX1v-41-5 CH:s H H  CH:Ph Bz H H F OH
XXIv-4i-6 CH: H H CHidol-3-vl Bz H H F OH
XXIv-41-7 CH: H H CHCH.SCH: Bz H O H O OF OH
XXiv41.8 CH. * H % Bz H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIV-42.

Ne RT R’ R¥ R® R R R X Y
XXIvV-42-1 Bt H H H Bz H 0 F OH
XXIV-42-2 Bt H H (s Bz H H F OH
XXIV-42-3 Bt H H CHCH) Bz H H F OH
XXIV-42-4 Bt H H CHCH(CH). Bz H H F OH
XXIV42-5 Bt H H CHpPh B H H F OH
XXIV-426 Bt H H CHpindol3+41 Bz H H F OH
XXIV-427 Bt H H CHCHSCHs Bz H H F OH
XXIV-42-8 Bt * H * Bz H H F OH

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

Table XXIV-43.

Ne R R* R® RP R R® R X Y
XXIv-43-1 pr H H H B H H F OH
XXiv-43-2 pr H H CH; Bz H H F ¢©H
XXIV-43-3 Pr H H CH(CH:) Bz H H F OH
XXIV-43-4 Pr H H CHCH({CH:) Bz B H F OH
XXIV-43-5 Ppr H H CHPh B H H F OH
XXIV-43-6 Pr H H (Hpeindol3+1 B H H F OH
XXIV-43-7 pr H H CH,CH:8CH; Bz H H F &8
XXIvV-43-8 Pr * H ¥ Bz H H F OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XXIV-44.

B rRY R R®" R® R' R R* X VY
XXiv-44-1 By H H H Bz H H F OH
XXIV-44-2 By H H CH; Bz H H F 0H
XXIV-44-3 By H H CH(CH:): Bz H H F OH
XXIV-44-4 By H H CHCH{CH:): Bz H H F OH
XXIV-44-5 Bu H H (HhPh Bz H H F OH
XXIV-44-6 By H H CHeindol-3-v1 Bz H H F OH
XXIV-44-7 By H H CHCHERSCH: Bz H H F OH
XXiV-44-8 By * H ¢ Bz H H F OH

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

Table XXIV-45.

Ne RY R* R%™ R® R® R R" X Y
XXiv-45-1 ph H H H Bz H H F OH
XXIV-45-2 Ph H H CH; Bz H H F OH
XXIV-45-3 Ph H H  CH(CH:) Rz H H F OH
XXIV-45-4 Ph H H CHCH{CH:); Bz H H F OH
XXIV-45-5 Ph H H CibPh Bz H H F OH
XXIV-45-6 Ph H H (Heindol3vl B H H F OH
XXIV-45-7 Ph H H  CHCHSCH; Bz H H F OH
XXIV.45.8 PR * H * Bz H H F oOH

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

Table XXIV-46.

Ne R’ B R' R® R R XY
XXIV-46-1 p-MePh H H H SE RO
XXIV-46-2 p-Me-Ph H H CH; 8; H H F OH
XXIV-46-3 p-Me-Ph H H  CH{CH:: Bz H H F OH
XXIV-46-4 p-Me-Ph H H CHCH(CH:), Bz H H F OH
XXIV-46-5 p-MePh H H CHPb Bz H H F OH
XXIV-46-6 p-Me-Ph H H Cieindol3yi Bz H H F OH
XXIV-46-7 p-MePh H H CHCHSCH: Bz H H F OH
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Ne gl

R2

R}‘ a

I{S b

R

Ri

R®

XXIV-46-8 p-Me-Ph

®

H

*

Bz H

H

¥ OH

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

Table XXIV-47.

N R R? R® R® R R X Y
XXIV-47-1 pF-Ph H H H B H H F OH
XXIV-47-2 pF-Ph H H CH; Bz H H F OH
XXIV-47-3 p-F-Ph H H  CH(CH:): Bz H H F OH
XXIV-47-4 pF-Ph H H CHCH({CH;), Bz H H F OH
XXIV-47-5 pF-Ph H H CH:Ph Bz H H F OH
XXIV-47-6 p-F-Ph H H C(Hspindol3+1 Bz H H F OH
XXIV-47-7 p-F-Ph H H CHCHSCH: Bz H H F OH
XXIV-47-8 pF-Ph * H ¥ Bz H H F OH

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

Table XXIV-48,

Ne R R R™ RP R' R° R* X Y

XXIv-48-1 p-CI-Ph H H H Bz H H F 0OH
XXIV-48-2 p-Cl-Ph H H O Bz H H F OH
XX1V-48-3 p-Cl-Ph H H CH(CH:) Bz H H F OH
XXiV-48-4 p-Cl-Ph H H CHCH(CH::. Bz H H F OH
XXiV-48-5 p-Cl-Ph H H CHPh Bz H H F OH
XXiV-48-6 p-Cl-Ph H H  CHpandol-3-y! Bz H H F OH
XXiV-48-7 p-Cl-Ph H H  CHCHSCH: Bz H O H O F OH
XXIV-48-8 p-CI-Ph * H % Bz H H F OH

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

Table XXIV-49.

¥

N R RE RW R® R KB R X ¥
XXIV-45-1 pBrPh H H H Bz H H F ol
XXIV-49-2 p-BrPh H H CH: Bz H H F oH
XX1V-49.3 pBr-Ph H H CH(CH3), Bz H H F OH
XXIV-49-4 pBr-Ph H H CHCH(CH), Bz H H F OH
XXIV-49-5 p.Br-Ph H H CHPh Bz H H F ©OH
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Ne R! R* R® R R* R R X Y

XXivV-49-6 p-Br-Ph H H CH-indol-3-yi Bz H H F OH
XX1v-49-7 p-Br-Ph H H CHCH:SCH;, B H H F OH
XXIV-49-8 p-Br-Ph * H * Bz H H F OH

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

Table XXW~:~O

Ne R R* R® R® R R R" X Y

XXIV-36-1 pl-Ph H H H Bz H H F OH
XXIV-536-2 p-I-Ph H H  CHs Bz H H F OH
XXIV-56-3 p-I-Ph H H  CH(CH:), Bz H H F OH
XXIV-56-4 pJ-Ph H H CHCHECH:): Bz H H F OH
XXIV-56-5 p-l-Ph H H (CHPh Bz H H F OH
XXIV-56-6 p-I-Ph H H C(ib-ndol-3-v1 Bz H H F OH
XXIV-50-7 p-I-Ph H H CHCH:SCH: Bz H H F OH
XXIV-36-8 p-I-Ph * H * Bz H H F OH

*R? and R joined together by ({CH2)s to form five-membered ring,

XXV
Tabie XXV-1. ]
Ne r' R R ORY BR* R R X Y
XXV-1-1 CHy H H H CHy H CH: F OH
XXV-i-2 CH:s H H CH: CH: H CH:. F OH
XXV-1-3 CH: H H CHICH:) CH, H CH; F OH
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Ne Y RT OR® OR® R" R R X Y

XXV-i4 CH; H H CLCCH:)) L H G F ol
XX¥-1-5 CHs H H CHPh CH;y H CH: F OH
XXV-1-6 CHy H H CHoeodob3wl CHy H CHy F OH
XXV-1-7 CH: H H CHOHSCH; O H O CH, F OOH
XXVv-i-8 CH, * H % CH; H CH, F OH

*R2 and R* joined together by (CHz)s to form five-membered ring.

Table XXV-2.

& R R RE RS R RN Y
XXV-3-1 Bt H H H CH; H CH: F OH
XXV-2-2 Bt H H CH: Ci; H CH: F OH
XXV-2-3 Bt H H  CH(CH:) Ci; H O F OH
XXv-244 Et H H CHCH{CH:)» CH: H CH: F OH
XXv-2-5 Et H H {HbPh CH: H (H; F OH
XXV-2-6 Et H H CiHe-indol3-yl CH; H Ci; F OH
XXV-2-7T Bt H H ChCOLSCH; CH: 3 O F OOH
XXv-2-8§ Bt * H * CH;: H CH; F OH

*R? and R joined together by (CHap to form five-membered ring.

Table XXV-3.

=

Z

RT R RY RO RTRT R X ¥
XXV-31 pr H H H CH; H (s F OH
XXV-3-2 pr H O H CH; CH; H CHs F OH
XXV-3-3 Pr H H  CH(CHs): CH: H CH; F OH
XXV-34 Pr H H CHCHCH) CH; H CH; F OH
XXV-3-5 Pr H H CHPh CH, H CH, F OH
XXV-36 Pr H H  CHeindol3l CH: H CHy F OH
XXV-37 pr H H CHILCILSCH; CH; H CH; F o OOH
XXV-3-8 pr ¢+ H % CH; H CHy F OH

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

Table XXV-4.

z

Mo Rl R'Z Rﬁa RBb‘ Rd RS Re X Y
XXv-4-1 By H H H CH: H CH:, F OH
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Ne rRYORY OR® OR® R R R X Y

XX¥V-4-2 By H H (Hs CHy H (CH; F (OH
XXV-4-3 By H H CH({CH) CHs H CH; F OH
XXV-4-4 By H H CHXCH({CH:)» CH; H CH; F OH
XXV-4-5 By H H CHPh CH;y H CH; F OH
XXV-46 By H H CHyindol3w1 CH; H CH; F OH
XXV-4-7 By H H CHXCHSCH: CH; H CH: F OH
XXV-4-8 By * H ¥ CH: H CH: F OH

*R? and R* joined together by (CHa): to form five-membered ring,

Table XXV-5.

Ne R' R R® R® R B R X Y
XXV-51 Ph H H H CH; H CH: F OH
XXV-52 Ph H H CH; CH: H CH: F OH
XXV-5-3 Ph H H CH(CH:: CH: H CH; F OH
XXV-5-4 Ph H OH  CHCHCH), CH, H Ci F OH
XXV-55 Ph H H CHPh CH, H CH; F OH
XXV-56 Ph H H  CHpindol31 CH; H CH; F OH
XXV-5.7 Ph H H CH.CH:SCH: (Hy H CHy F OH
XXV-58 Ph * H ¥ CH; H CH: F OH

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

Table XXV-6.

Ne ! R R® RY O
XXVl pMe-Ph H H H (i; H G, FOH
XXV-62 p-Me-Ph H H CHs CHs H CH: F OH
AXV-6-3 pMe-Ph H H  CHCH) CHy H CH: F OH
XXV-6-4 p-Me-Ph H H CHCH(CH:), CHy H CH: F OH
XXV-6-5 p-Me-Ph H H CILPh CH: H CH, F ol
XXV-6-6 p-Me-Ph H H CHyindol-3yi CH; H CH; F OH
XXV-6-7 p-Me-Ph H H CH.CHSCH; CH; H CH; F OH
XXV-6-8 p-Me-Ph * H ¥ CH; H CH; F OH

*R? and R joined together by (CH2)s to form five-membered ring.
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Table XXV-7.

]

Ne R! R> R*® R® R R R° XY
XXV-7-1 pF-Ph H H H CH: H CH; F QH
XKXV-7-2 p-F-Ph H H O CH: H CH; F OH
XXV-7-3  p-F-Ph H H  CH(CHs) CH; H CH; F OH
XXV-T-4  p-F-Ph H H CHLCH(CH:)p. CHs H CHy F OH
XXV-7-6 p-F-Ph H H CHyPh CH; H CH: F OH
XXV-7-7  p-F-Ph H H CHemdol3yt CH; H CH: F OH
XXV-7-8 p-F-Ph H H CHCHSCH, O H (CH; FOOH
XXV-7-20 p-F-Ph * H * CH; H CH; F ©OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XX V-8,

Ne R! R* R®™ R® Ri R° R° X Y
XXV-8-1 pCl-Ph H H H Cti; H CH: F OH
XXV-8-2 p-Cl-Ph H H CH; CHy H CH: F ¢GH
XXV-8-3 p-Cl.Ph H H  CH(CH), CH, H CH. F OH
XXV-84 p-Cl-Ph H H CHCH(CH), CH, H O F OH
XXV-85 oCh-Ph H H  CHPh CH; H CH;, F OH
XXV-8-6 p-Cl-Ph H H CHpindol-3-vl CH; H CHy, F OH
XXV-8-7 pCl-Ph H H C(HXCHSCH: (H; H CH; F OH
XXV-88 pCl-Ph * H * CH, H CH. F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXV-9.

Ne ]! R RYR® R R XY
XXvV-9-1 pBr-Ph H H H CH: H CH; F OH
XXV-9-2 p-Br-Ph H H (i CH: H CH; F OH
XXV-9-3 pBrPh H H CH(CH) CH, H CH, F OH
XXV-9-4 pBr-Ph H H CHCHCH), CH, H CH F OH
AXV-9-6 p-Br-Ph H H CHPh CH: H CH: F OH
XXV-9-7  p-Br-Ph H H CHemdol-3-vI CH: H CH; F OH
XXVS8-8 p-Br-Ph H H CHCHSCH; CH: H CH; ¥ OH
XXV-9-20 p-Br-Ph * H ¥ CH: H CH; F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-10,

Mo R RZRER® R R XY
XXV-10-1 pIPh H H H CH, H (H. F OH
XXV-10-2 pI-Ph H H CH; CH; H CH: F OH
XXV-10-3 pIPh H H  CH(CHs): CH; H CH: F OH
XXV-10-4 pIPh H H CH:CH(CH;), CH: H CH: F OH
XXV-10-5 p-I-Ph H H CH:Ph CH. H CH, F OH
XXV-10-6 p-l-Ph H H  CHeindol3-yl CH; H CH: F OH
XXV-10-7 pi-Ph H H CHCH.SCHs CH: H CH; F OH
XXV-10-8 pIPh * H * CHy H CH, F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-11.

3

Ne R' R R® R® R" RF R X Y

XXv-11-1 CH; H H O H B H CH: F OH
XXv-1i-2 Ci; H H (s Ete H CH; F (OH
XXv-13-3 CH; H H CH(CH:p Et H (H; F OH
XXv-114 CH; H H CHCH(CH;y, Et H CH; F OH
AXV-i1-8 CH; H H CH)Ph B H CH; F OH
XXV-i11-6 CH; H O H CHp-ndol-31 Et H O CH; F OH
XXv-117 s H H CHCHSCH; Et H CH; F O OH
XXv-ii8 € * H % g2 H CH: F OdH

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

Table XXV-12.

Ne R R RY R® R R X Y
XXV.i2-1 Et H H H Bt H CH, F OH
XXV-12-2 Bt H H I Bt H CH; F OH
XXV-12-3 Bt H H CHH:), Bt H CH: F OH
XXV-12-4 Bt H H CHCHCH). Pt H CH: F OH
XXV-12-5 Bt H H CHPh Ft H Ci: F OH
XXV-12-6 Bt H H CHpeindol3y1 Bt H CH: F OH
XXV-12-7 Bt H H CH.CH.SCH: Ft H CH: F OH
XXV-12-8 Et * H * Ft H CH:s F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX V-13.

Ne R' R? R* R¥ RY R* R* X Y

XXV-13-1 Pr H H H EE H CH: ¥ OH
XXV-13-2 Ppr H H (i, Ee H CH: F OH
XXV-13-3 Pr H H CH(CH:): Bt H CH; F OH
XXV-134 Ppr H H CHXCH{CH;), Et H CH; F OH
XXV-13-8 Pr H H CHPh Bt H CH:, F OH
XXV-13¢ Pr H H CHeindol3s1 Bt H CH; F OH
XXV-13-7 pr H H CHCH:SCH: Et H CH: F OH
XXV-13-8 pr * H ¥ EE H CH: F CH

*R? and R’ joined together by ((Ha) to form five-membered ring,

Table XXV-14.

Ne R R* R*¥ R® R* R R Y

XXV-i4-1 By H H H B H (H: F OH
XXV-142 By H H CH; Bt H CHy F OH
XXV-14-3 By H H CH{CH:) Bt H CH: F OH
XXV-1d4 By H H CHCH{CH:) Et H (¢H; F OH
XXV-14-5 By H H CHPh EtE H CHy F OH
XXV-14-6 ‘Bu H H CHyindol-391 Et H CH; F OH
XXV-14-7 By H H CHCHSCH:, E H CHs F OH
XXV-14-8 Bu * H * B H CH: F OH

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

Table XXV-15.

Ne RU R R® R® R E R XY
XXV-15-1 Ph H H H B H CH, F OH
XXV-15.2 Ph H H CIh Bt 0 CH: F OH
XXV-15-3 Ph H H CH(CH:: B H CH; F OH
XXV-15-4 Ph H H CHCHCH). Bt H CH: F OH
XXV-15-8 Ph H H CH.Ph Bt H CH. F OH
XXV-156 Ph H H CHyrindol3yl Ft H CH: F OH
XXV-157 Ph H H CH,CHSCH: Bt H CH: F OH
XXV-15-8 Ph * H ¥ ¥t H CH; F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX V-1,

Ne R! R* R* R® R* R* R® X Y

XXV-16-1 p-Me-Ph H H H Et H CH; F OH
XXV-16-2 p-Me-Ph H H (i B H Ci F OH
XXV-16-3 p-Me-Ph H H CH(CH:) Et H CH; F OH
XXV-16-4 p-Me-Ph H H CHXCH{CH:) Et H CH: F OH
XXV-16-8 p-Me-Ph H H  CHxPb g H CH: F OH
XXV-16-6 p-Me-Ph H H CHpmdol-3-yl Et H CHs OH
XXV-16-7 p-Me-Ph H H {(HCHSCH: Et H CHs OH
XXV-16-8 p-Me-Ph * H Et H CH OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-17.

Ne R R* R RP R* R R X Y

XXV-17-1 p-F-Ph H H H B H O F OOH
XXV-17-2 p-F-Ph H H CH; Et H Cih F OH
XXV-17-3 p-F-Ph H H CH(CH:) Et H CH:, F OH
XXV-17-4 p-F-Ph H H CHCH(CH:p Et H CHs F OH
XXV-17-5 pF-Ph H H CHyPh Et H CH; F OH
XXV-17-6 p-F-Ph H H CHymdol-3-yI Et H CH; F OH
XXV-17-7 p-F-Ph H H CHXCH,SCH; Et H CH; F CGH
XXV-17-8 p-F-Ph * H * EtE H CH; F OH

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

Table XXV-18.

Ne R! R* R R® R ¥ R X Y

XXV-18-1 p-Cl-Ph H H H Bt H CHs F OH
XXV-18-2 p-Cl-Ph H H (s Et H CH; F (H
XXV-18-3 p-Cl-Ph H H CH(C(Hs): Et H CH; F OH
XXV-18-4 p-Cl-Ph H H CHCH(CH;): Bt H OH; F OH
XXV-18-5 p-Cl-Ph H H  CHyPh Bt H CH; F OH
XXV-18-6 p-Cl-Ph H H  CHy-ndol3-vl Et H CH; F OH
XRV-18-7 p-Cl-Ph H H  CHCH:SCH, Et H CH; F OH
XXV-18-8 p-CI-Ph * H * g H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-19,

Ne R! R* R* R® R* R R* X Y

XXV-19-1 p-Br-Ph H H H Ete H CH; F OH
XKXV-19-2 p-Br-Ph H H O EE H CH: F OH
XXV-19-3 p-Br-Ph H H CH({CH:) FEt H CH; F QOH
XXV-19-4 p-Br-Ph H H CHCH(CH:;p Et H CH: F OB
XXV-19-5 p-Br-Ph H H CHyPh E H CH F OH
XXV-189-6 p-Br-Ph H H CHemdol3l Bt H CH: F OH
XXV-18-7 p-Br-Ph H H CHCOHSCHs Bt H O (H: F OH
XXV-19-8 p-Br-Ph * H F Et H CH: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-20.

=

Ne Rl R RY RV EF R R X Y
XXV-20-1 plPh H H H Bt H Cik T OH
XXV-20-2 pI-Ph H H CH: Bt H Cih F OH
XXV-20-3 pI-Ph H H  CH(CHs): Bt H CH; F OH
XXV-20-4 pI-Ph H H CHCHCHs), Et H CH; F OH
XXV-20-5 pl-Ph H H  CH:Ph B H CH F OH
XXV-20-6 p-l-Ph H H  CHeindol3+1 Et H CH; F OH
XXV-20-7 pIPh H H CHCHSCH, Et H CH:, F OH
XXV-20-8 pl-Ph * H ¢ Et H CH: F OH

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

Table XXV-21.

Ne RTRY RY R® R R X Y
XXv-2i-l CH; H H H Pr H CH; F OH
XXV.212 CH; H H  Cik Pr H CI: F OH
XXV.203 CH; H H  CH(CHs) Pr H CH: F OH
XXV-21-4 CH;, H H CHCH(CH:), Pr H CH. F OH
XXV-21-5 CH; H H CHpPh Pr H CH; F OH
XXV-216 CH; H H  CHsindol3wt Pr H CH; F OH
XXV-217 CH; H H  CHCH.SCH: Pr H CH; F OH
XXV-21-8 CH; * H * ‘Pr H CH; F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-22.

Ne R' R* R*™ R® R RF R® X Y

XXv-22-1 Et H H H Pr H CH: F OH
XXv-22-2 Et H H CHs Pr H CH: F OH
XXVv-23-3 Et H H CH((CH:), Pr H CH: F OH
XXV-22-4 Et H H CCH(H{CH:;): Pr H CH: F OH
XXV-22-8 Et H H (CHyPh Pr B CH:s F OH
XXV-22-6 Bt H H CHesndol-3w Pc H CH: F OH
XXVv-22-7 Bt H H CHCHSCH: Pr H CHs F OH
XXV.22-8 Et H * Pr H CH:s F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-23.

Ne RT R! R® R® RNR R X Y
XXv-23-1 pr H H H Pr H Cik T OH
XXV-23-2 Pr H H CH; Pr H CH: F OH
XXV-233 pr H H  CHCH:): Pr H CH: F OH
XXV-23-4 Pr H H CHCHCH):. Pr H CH, F OH
XXV-235 Pr H H CHPh Pr H CH, F OH
XXV-236 Pr H H CHyeindol3s1 Pr H CH; F OH
XXV-23-7 Pr H H CHCHSCH; Pr H CH: F OH
XXV-23-8 Py * H * pr H CH: F OH

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

Table XXV-24.

Ne R' R* RM RW R" »° R* X Y

XXV-24-1 ‘Bu H H H Pr H (H; F OH
XXV-24-2 Bu H H (H; Pr H CH; F OH
XX¥-24-3 Bu H H CH{CH: Pr H CH; F OH
XXV-24-4 By H H CHCHCH:)» Pr H CH F OH
XXV-245 Py H H CHePh Pr 4 CH; F OH
XXV-24-6 By H H CHeindol3-y1 Pr H CH; F OH
XXV-24-7 By H H  CHCHSCH: Pr H CH: F OH
XXV-24-8 By * H ¥ Pr H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-25.

Ne R' R? R% R"® R" R R® X Y

XXV-25-1 Ph H H H Pr H CH:; F OH
XXV-15-2 Ph H H (s Pr H CH: F OH
XXV-25-3 Ph H H CH(CH:): Pr H CH; F OH
XXV-25-4 Ph H H CHCH(CH::, Pr H CHs F OH
XXV-25-5 Ph H H CHyPh Pr H CH; F OH
XXV-256 Ph H H  CHo-indol-3»] Pr H CH: F OH
XXV-257 Ph H H CHXCHSCH: Pr H CH:; F OH
XXV.25-8 Ph H * Pr H CH; F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-20.

Ne Rl R R*® R® B R R X Y
XXV-26-1 p-MePh H H H Pr H CH;, T OH
XXV-26-2 p-Me-Ph H H CH Pr H CH; F OH
XXV-26-3 p-Me-Ph H H CH(CH:) Pr H CH; F OH
XXV-26-4 p-Me-Ph H H CHCH(CH;), Pr H CH; F OH
XXV-26-5 p-Me-Ph H H  CHPh Pr H CH; F OH
XXV-26-6 p-Me-Ph H H CHymdol-3yl Pr H CH; F OH
XXV-26-7 p-Me-Ph H H CHCH,SCH; Pr H CH; F OH
XXV-26-8 p-Me-Ph * H * Pr H CH; F OH

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

Table XXV-27.

Ne R! R> R* R® R B R X Y
XXV-27-1 pF-Ph H H H Pr H CHs F OH
XXV-27-2 p-F-Ph H H CH; Pr H CH; F OH
XXV.27-3 p-F-Ph H H CH(CH:): Pr H (H; F OH
XXV-27-4 p-F-Ph H H CHCH(CH:), Pr H (H; F OH
XXV-27-5 p-F-Ph H H CHPb Pr H CH; F OH
XXV-27-6 p-F-Ph H H CHeindol-3yi Pr H CH; F OH
XXV-27-7 pF-Ph H H CHCHSCH; Pr H CH; F OH
XXV-27-8 p-F-Ph * H * Pr H CHy F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-28,

£

Ne R! R* R¥™ R™ R" R R® X Y

XXV-28-1 p-Cl-Ph H H H Pr H (Hs OH
XKXV-28-2 p-Cl-Ph H H CH; Pr H CH; F OH
XXV-28-3 p-Cl-Ph H H  CH(CH:) Pr H CH: F OH
XXV-28-4 p-Cl-Ph H H CH.CH((H:), Pr H CH: F OH
XXV-28-8 p-Cl-Ph H H  CHbPh Br H CH: F OH
XXV-28-6 p-Cl-Ph H H CHyindol31 Pr H  CHs OH
XXV-28-7 p-Cl-Ph H H CHCHSCH: Pr H (i OH
XXV-18-8 p-Cl-Ph * H * Pr H (Hs OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-29.

Ne Rl R® R* RP® R R R* X Y
XXV-29-1 p-BrPh H H H Pr H CH; F OH
XXV-29-2 p-Br-Ph H H CH Pr H CH: F OH
XXV-29-3 p-Br-Ph H H CH(CH:): Pr H CH; F OH
XXV-29-4 p-Br-Ph H H CHCH(CH:: Pr H CH: F OH
XXV-29-5 p-Br-Ph H H  CHpPh Pr H CH: F OH
XXV-29-6 p-Br-Ph H H CHeindoi-3yl Pr H CH: F OH
XXV-297 p-Br-Ph H H CHCHSCH, ‘Pr H CHy F OH
XXV-29-8 p-BrPh * H * Pr H CH: F OH

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

Table XXV-30.

Ne g R RW RE F & R Y
XXV-30-1 pIlPh H H H Pr H CH; F OH
XXV-30-2 pIPh H H  CH: Pr H CH;, F OH
XXV-30-3 pI-Ph H H CH(CH:): Pr H CH, F OH
XXV-30-4 pl-Ph H H CHCHCH), ™ H (H: F OH
XXV-30-5 p-Ph H H  CH:Ph Pr H CH; F OH
XXV-30-6 pI-Ph H H CHeindol341 Pr H CH; F OH
XXV-30-7 pI-Ph H H CHyCHSCH; Pr H CHy F OH
XXV-36-8 pI-Ph * H ¥ Pr H CH; F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-31.

£

Ne R' R* R* R¥® R" R R XY

XXv-3i-1 CHs H H H "By H CH; F OH
XXV-331-2 (H; H H  CHs "By H O F OH
XXV-3i-3 CH; H H  CH(CHs) "By H O F OH
XXV-3i4 CH: H H CHCH(CH:, "Bu H CH; F OH
XXV-31-8 CH: H H  CHoPh "Bu H CH: F OH
XXV-31-6 CH; H H  CHemdol3-yl "Bu H O CH:; F OOH
XXV-31-7 Gl H OH O CHRCHSCH:; "By H O CH: FOGH
XXV-31-8 H; * H “‘Bu H CHs F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-32.

Ne R' R R” R® RN R R® X Y
XXV-32-1 Bt H H H |y 0 CH; F OH
XXV-32-2 Bt H H CH gy H CH; F OH
XXV-32-3 Bt H H CHCH), "y H CH: F OH
XXV-32-4 Bt H H CHCHCH). "By H CH, F OH
XXV-325 Bt H H CHPh "By H CH, F OH
XXV-326 Bt H H CHyindol-3yl "By H CH; F OH
XXV-327 Bt H H CHCHSCH: "By H CH; F OH
XXV-32-8 Et * H * My H CH; F OH

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

Table XXV-33.

Ne R' R? R® R® R" R R X Y

XXvV.33-1 pr H H H "y H CHs F OH
XXV-33-2 P+ H H (O "By H CH; F OH
XXV-33-3 ‘pr H H CH({CHs) "Bu H CH; F OH
XXV-33-4 Pr H H HCH(CH:) "By H (CH: F OH
XXV-33-5 pr H H CHPh "By H CH: F OH
XXV-33-6 pr H H CHymndol3wl "By H CHy F OH
XXV-33-7 Pr H H CHCH:SCH:; "By H CH; F OH
XXV-33-8 Pr * H ¥ "y H CHs F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-34,

Ne R' R? R R® R® R R X Y

XXV-34-1 By H H H "By H CH; ¥ OH
XXV-34-2 Mu H H CHs "By H CH; F OH
XXV-34-3 Bu H H CH(CH): "By H CH; F OH
XXV-344 By H H CHCH(CH:): "By H CH; F OH
XXV-34-5 By H H CHbb "By H CH: F OH
XXV-34-6 By H H  CHeindol-341 "By H CH: F OH
XXV-34-7 By H H CHCHeSCHs *Bu H CHs F OH
XXV.34-8 Bu * H "Bu H CH; F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-35.

Ne RT RZ R¥ R R R R Y
XXV-351 Ph H H H gy H CH; F OH
XXV-35.2 Ph H H CH; "gy H CH; F OH
XXV.38-3 Ph H H CH(CH:: "By H CHy, F OH
XXV-35-4 Ph H H CHCHCH). "By H CH, F OH
XXV-355 ph H H  CHPh "By H CH:, F OH
XXV-356 Ph H H  CHyindol3y] "By H CH, F OH
XXV-357 Ph H H CHCHSCH: "By H (H; F OH
XXV-35-8 Ph * H * "By H CH; F OH

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

Table XXV-30.

Ne R R RER® R R X Y
XXV-36-1 p-MePh H H H "By H Cih F OH
XXV-36-2 p-MePh H H CH; "By H CiIL F OH
XXV-36-3 p-MePh H H CH(CH:) "By H CH: F OH
XXV-36-4 p-Me-Ph H H CHCHCH), "Bu H CH, F OH
XXV-36-5 p-Me-Ph H H  CHPh gy H CH; F OH
XXV-36-6 pMe-Ph H H  CHrindol3vl "By H CH, F OH
XXV-36-7 p-Me-Ph H H CH.CHSCH; "By H CH. F OH
XXV-36-8 p-Me-Ph * H ¢ "By H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-37.

Ne R! R* R*® R® R* R R X Y

XXV-37-1 p-F-Ph H H H "By H CH: F COH
XKXV-37-2 p-F-Ph H H O "By H CH: F OH
XXV-37-3 p-F-Ph H H CH{CH:p "By H CH; F OH
XXV-37-4 p-F-Ph H H CHLCH(CH:)p "By H CH:. F OH
XXV-37-5 p-F-Ph H H CHyPh "By H CHs F OH
XXV-37-6 p-F-Ph H H CHemdol3-yt "By H CH: ¥ OH
XXV-37-7 pF-Ph H H  CHCHSCH; "Bu H CH: F OH
XXV.37-8 p-F-Ph H = "Bu H CH: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-38.

3

Nz R! R* R®™ R® R R R® X Y
XXV-38-1 pCl-Ph H H H "Ma H CH:; F OH
XXV-38-2 p-Cl-Ph H H CHs “Bu H CH; F OH
XXV-38-3 p-Cl-Ph H H  CH(CH)): By H CHs F OH
XXV-38-4 p-Cl-Ph H H CHCH(CH;p, "Bag H CHy F CH
XXV-38-5 p(Cl-Ph H H  CHyPh "By H CH; F OH
XXV-38-6 p-Cl-Ph H H  CHyandol-3-yl "By H CHy F OH
XXV-38-7 p-Cl-Ph H H CHCHSCH; "By H CH: F OH
XXV-38-8 p-Cl-Ph * H * "By H CH; F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXV-39

Ne R! B OR® R® Rt R RE XY
XXV-39-1 p-Br-Ph H H H "By H CH; F OH
XXV-39-2 p-Br-Ph H H (i By H CH; F OH
XXV-39-3 p-Br-Ph H H  CH(CH:) "By H CH; F OH
XXY-39-4 p-Br-Ph H H CHLOHCHyp "By H (H; F OH
XXV-39-5 p-Br-Ph H H CHPh My H CH; F O OH
XXV-39-6 p-Br-Ph H H  CHeindol-3vl "By H CH; F OH
XRV-39-7 p-Br-Ph H H CHCHSCHs "By H CH: F OH
XXV-39-8 p-Br-Ph * H ¥ "y H CHz F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-40,

z

Ne R! R* R™ R® R* R R* X Y

XXV-46-1 p-I-Ph H H H "By H CH: F OH
KXV-40-2 p-I-Ph H H CHs "By H CH: F OH
XXV-40-3 p-I.Ph H H  CH(CH:): "Bu H CH: F OH
XXV-40-4 p-I-Ph H H CHCHCHy); “Bua H CH; F OH
XXV-48-5 p-I-Ph H H CH:Ph "By H CHy F OH
XXV-40-6 p-I-Ph H H CHimdol3l "By H CH:; F OH
XXV-40-7 p-I-Ph H H CHCHSCH: "By H Ok F OH
XXV-40-8 p-I-Ph * H * "Bu H Ci: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXV-41.

Ne R R’ R® R® R R R X Y
XXV-41-1 CH; H H H Bz H Cik T oOH
XXV-412 CH; H H (i Bz H CHk F oOH
XXV-41.3 CH; H H CH(CH:) Bz H CH: F OH
XXV-4i-4 CH, H H CHCHCH): Bz H CH F oH
XXV-415 CH; H H  CHPh Bz H CH;, F OH
XXV-416 CH; H H CHyindol3+l Bz H CH, F OH
XXV-41.7 CH; H H CHCH.SCH; Bz H CH; F OH
XXV-41-8 CH; * H * Bz H CH: F OH

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

Table XXV-42.

Ne R R RY R® R’ X Y
XXV42-1 Et H H H Bz H CH:. F OH
XXV-42-2 Bt H H I Bz H CIL F OH
XXV-42-3 Bt H H CHCH:), Bz H CH; F OH
XXV-42-4 Bt H H CHCHCH:). Bz H CH, F OH
XXV-42-5 Bt H H CHPh Bz H CH; F OH
XXV-42-6 Tt H H CHeindol-3yl Bz H CH; F OH
XXV-427 Ft H H CH.CH.SCH: Bz H CH: F OH
XXV-42-8 Et * H ¢ Bz H CH: ¥ OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX V-43.

o R' R? R® R™ RY R R X Y
XXV-43-1 Pr H H H Bz H (CH: F OH
XXV-43-2 pr H H (i, Bz H CH: F OH
XXV-43-3 Pr H H CGHCH:) Bz H CH: F 0OH
XXV-434 Pr H H CHXH{CH:, Bz H CH; F OH
XXV-43-85 Pr H H CHPh Bz H CHs F O
XXV-436 Pr H H (Heindol3w1 Bz H (H: F OH
XXV-43-7 pr H H CHCH:SCH: Bz H CH: F OH
XXV.43-8 pr * H * Bz H CHs F OH

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

Table XXV-44.

Ne R' R* R R® R®" R R* X Y

XX¥-44-1 By H H H Bz H CH: F OH
XXV-44-2 Bu H H (I Bz H CH; F (H
XX¥-44-3 Bu H H CH{CHp) Bz H CH; F OH
XXV-44-4 By H H CHCH(CH:). Bz H CH; F OH
XXV-44-5 By H H CHPh Bz H CH; F OH
AXV-44-6 By H H CHuyndol-3wi Bz H CH; F OH
XXV-44-7 By H H CHXCHSCH:; Bz H CH; F OH
XXV-448 By * H ¥ Bz H CH: F OH

*R? and R joined together by (CHa): to form five-membered ring,

Table XXV-45.

N R\ R R? RP® RN R R* X ¥
XXV-451 Ph H H H Bz H CH; F OH
XXV-45-2 Ph H H CHs Bz H CH:; F OH
XXV-45.3 Ph H H CH(CH:) Bz H CH; F OH
XXV-45-4 Ph H H CHICHCH). Bz H Ci, F OH
XXV-45-5 Ph H H CHPh Bz H CH; F OH
XXV-456 Ph H H CHreindol341 Bz H CHy F OH

XXV-45-7 Ph H H CHCHSCH: Bz H CHs F OH
XXV-45-8 Ph * H * Bz H CH:; F OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX V40,

N R! R R R® R* R* R® X Y
XXV-46-1 p-Me-Ph H H H Bz H (CH; F OH
XXV-46-2 p-Me-Ph H H (i Bz H (s F OH
XXV-46-3 p-Me-Ph H H CH(CH:) Br H CH; F OH
XXV-46-4 p-Me-Ph H H CHXCH{CH:) Bz H CH; F OH
XXV-46-5 p-Me-Ph H H CHoPh Bz H CH: F OH
XXV-46-6 p-Me-Ph H H CHpmdol3yl Bz H CH: F OH
XXV-46-7 p-Me-Ph H H C(HCHSCH; 8Bz H Ol F OH
XXV-46-8 p-Me-Ph * H Bz H CH; F OH
*R* and R joined together by ((Ha): to form five-membered ring.
Table XXV-47.

Nz R! R* R* RP R* R R X Y
XXV-47-1 pF-Ph H H H B H s F OH
XXV-47-2 p-F-Ph H H CH; Bz H CH: F OH
XXV-47-3 p-F-Ph H H CH(CH:) Bz H (CH:, F OH
XXV-47-4 p-F-Ph H H CHCH({CH:p Bz H CH: F CH
XXV-47-5 pF-Ph H H CHyPh Bz H CHy F QOH
XXV-47-6 p-F-Ph H H CHymdol-3-yI Bz H CH: F OH
XXV-47-7 p-F-Ph H H CHXCH,SCH; Bz H CH; F OH
XXV-47-8 p-F-Ph * H * Bz H CH: F OH
*R* and R joined together by (CHa): to form five-membered ring.
Table XX V-48.

Ne R! R* R¥® R® rR* R® R® X Y
XXv-48-1 p-Cl-Ph H H H Bz H CH: F QOH
XXV-48-2 p-Cl-Ph H H (s Bz H CHy: F OH
XXV-48-3 p-Cl-Ph H H CH(CHs); Bz H CHs F OH
XXV-48-4 p-Cl.Ph H H CHCHCH), Bz H CH F OH
XXV-48-5 p-Cl-Ph H H  CHyPh Bz H CH; F OH
XXV-48-6 p-Cl-Ph H H CHyindol3-vl Bz H CH; F OH
XXV-48-7 p-Cl-Ph H B  CHCH:SCH; Bz H CHy F OH
XXV-48-8 p-CI-Ph * H * Bz H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V-49,

No R! R? R*®* R® R* R R® Y
XXV-491 p-BrPh H H H B, H CH, ¥ OH
XKXV-49-2 p-Br-Ph H H O Bz H (CH; F OH
XXV-49-3 p-Br-Ph H H CH({CH:) Bz H CH; F OH
XXV-49-4 p-Br-Ph H H CHCH(CH), Bz H CH; F OH
XXV-49-5 p-Br-Ph H H CHPh Bz H CH: F OH
XXV-49-6 p-Br-Ph H H ChHemdol-3+l Bz H CH: F OH
XXV-49-7 p-Br-Ph H H CHCESCH: B8z H O F OH
XXV-49-8 p-Br-Ph * H * Bz H CH;y F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXV-50.

Nz R! R R®™ R® Rf R R Y
XXV-56-1 p-l-Ph H H H Bz H CH; F OH
XXV-50-2 p-I-Ph H H  ChHs Bz H CH; F OH
XXV-50-3 pI.Ph H H  CH(CHs) Bz H CH, F OH
XXV-50-4 pI-Ph H H CHCHCH), Bz H CH F OH
XXV-30-5 pl-Ph H H  CH:Ph Bz H CH, ¥ OH
XXV-50-6 p-l-Ph H H CHymdok3+i Br H CH; ¢V OH
XXV-50-7 p-I-Ph H H CHXCHSCH; Br H (H; F OH
XXV-50-8 p-I-Ph * H ¥ Bz H CH; F OH

*R? and R* joined together by (CHa)s to form five-membered ring,
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Table XXVI-1.

No R RERE R TRV R Y Y
XXVi-i-1 CH: H H H CH; H F H OH
XXVE-1-2 CH: H O H  CHs CH: H F H OH
XXVi-1-3 CH; H H CH(CH;:): CH; H F H OH
XXVi-1-4 CH; H H CHCH(CH;p €CH: H F H OH
XXVI-1-§ CHs H H CHyPh €H: H F H OH
XXVE-i-6 CHs H H  CHemdol 3yl CH: H OF H OH
XXVE1-7T Gl H H O CHCHESCH: CH: H OF H OH
XXvii-8 CHy * H  * CH: H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-2.

Ne R R R® R® R R R X Y
XXVI2-1 0t 0 H | Ci;, H F H oH
XXVI22 Bt H H CH CH; H T H OH
XXVI-2-3 Bt H H  CH(CH:), CH: H F H oH
XXVI-2-4 Bt H H CHCHCH), (H: H F H OH
XXVI-2-5 Et H H  CH.Ph (H; H F H OH
XXVI-2-6 Bt H H CHsindol341 CH; H F H OH
XXVI-2-7 Bt H H CH.CH,SCHs CHs H F H OH
XXVI-2-8 Bt * H * CHs H F H OH

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

Table XXVI-3.

Ne RTRERE RS R R XY
XXVI-3-1 pr H H H CH, H F H OH
XXVI-3-2 Ppr H H CH CH, H F H oH
XXVI-3-3 Pr H H CH(CH:) CH, H F H OH
XXVI-3-4 Pr H H CHCHCH), i H F H OH
XXVI-3-5 pr H H CHpPh CH: H F H OH
XXVI-3-6 Pr H H CHeindol3nl CH; H F H OH
XXVI3-7 Py H H CHCOHSCH:, CHs H F H OH
XXVi-3-8 Py ¥ H ¥ CHs H F H OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XXVI-4.

Y

Ne R' R* R% R® R R R X Y

XXVi-4-1 By H H H CH; H F H OH
XKXVI4-2 Bu H H CHs CH;s H F H OH
XXVi-4-3 By H H CHCH:): CH: H F H OH
XXVi4-4 By H H CHLOH{CH: CH: H F H OH
XXVi-4-5 Bu H H CHPh CH: H F H OH
XXVI-4-6 Bu H H CHeindol3wl CH: H F H OH
XXVi4-7 ‘Bu H H CHORSCH: CH: H F H OH
XXvVi4-8 By * H * CH; H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-5.

Ne R’ R’ R® R EFF R R X Y
XXVI-51 ph H H H Ci, H F H oH
XXVI-52 Ph H H (i L, H F H oH
XXVI-5-3 Ph H H  CH(CHs), CH: H F H OH
XXVI-5-4 Ph H H CHCHCH), CH H F H OH
XXVI-5-5 Ph H M CHyPh CH, H F H OH
XXVI-5-6 Ph H M CHpindol341 CH; H F H OH
XXVE57 Ph H H CHCHSCH: CHs H F H OH
XXVI-5-8 Ph * H * CH; H F H OH

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

Table XX VI-0.

Ne R’ R? R*™ R® R R R X Y

XXVI-6-1 p-Me-Ph H H H CHys H F H OH
XXVE-6-2 p-Me-Ph H H (Hs CH; H F H OH
XXVI-6-3 p-Me-Ph H H CH{CH:): CH;s H F H OH
XXVE-6-4 p-Me-Ph H H CHCH(CH:): €H, H F H CH
AXVI-6-3 p-Me-Ph H H CHbPh CHy H F H OH
XXVE-6-6 p-Me-Ph H H CHyindol-331 CHy H F H OH
XRVI-6-7 p-Me-Ph H H CHCH:SCH: CHy H F H OH
XXVI-6-8 p-Me-Ph * H % €H: H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-7

No R 1 R? R3 4 Rib Rﬂ Ri

XY
XXVL-7-1  pF-Ph H H H CH: H F H oOH
XXVE-7-2  pF-Ph H H  CH; CH: H F H OH
XXVI-7-3  p-F-Ph H H  CH(CHs) CH: H F H OH
XXVI-7-4 p-E-Ph H H CHOCH({CH:y): CHy H F H OH
XXVI-7-6  p-F-Ph H H CH:Ph CHs H F H OR

XXVET-7T p-F-Ph H H CHemdol3yl s H F H OH
XXVE-7-8  p-F-Ph H H CHCHSCH: O H O F H OH
XXVE-7-28 p-F-Ph * H ¢ CHs H F H GH

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

Table XX VI-8.

Nz R! R? R® R® Rr? B R XY

XXVE-8-1 p-Cl-Ph H H H CH: H F H CH
XXVI-8-2 p-Cl-Ph H H i CH; H F H OH
XXVI-8-3 p-Cl-Ph H H CH{CH:) CH;: H F H OH
XXVI-8-4 p-Cl-Ph H H CHCH(CH;), CH: H F H OH
XXVER-S oCl-Ph HOH CHuPh CH; H F H OH
XXVE-8-6 p-Cl-Ph H H  CHpmmdol3-yl CHy H O F H OH

XXVE8-7 pCl-Ph H H CH.CH:8CH; CH:s H F H OH
XXVE-38-8 pCl-Ph * H * CH: H F H OH

(%]

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

Table XX VI-9.

Ne i R R¥ R R R XY
XXVI-9-1 pBrPh H H H CH, H F d oH
XXVI-9-2 p-Br-Ph H H CH; Cl, H F H OH
XXVI-9-3 pBr-Ph H H CH(CH:): CH; H F H OH
XXVI-9-4 pBr-Ph H H CHCH(CH), CH; H F H OH
XXVI-9-6 pBr-Ph H H CHPh CH;, H F H OH
XXVI9-7 pBrPh H H CHeindol3wi CH; H F H OH
XXVI-9-8 pBr-Ph H H CH.CH:SSCH, CH; H F H OH
XXVI-9-26 p-Br-Ph * H * CH: H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-10.

Ne R R* R* R R® R R X Y

XXVI-16-1 pl-Ph H H H CH;: H F H OH
KXVE-16-2 pJ-Ph H H  CHs CH: H F H OH
XXVI-16-3 p-I-Ph H H  CH(CH:) {H; H F H OH
XXVI-10-4 p-I-Ph H H CHCH(CH;) CH; H F H OH
XXVI-18-5 p-I-Ph H H  CHPh CH: H F H OH
XEXVE16-6 p-i-Ph H H  CHeandol3wl CH: H O F H OH
XXVE16-7 pl-Ph H H  CECHSCHs Gk H O F H OH
XXVI-10-8 pI-Ph * H CiH: H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-11.

B

Ne R R R® RY R R X Y
XXVI-1i-1 CH, H H H Bt 0 F o OH
XXVIii-2 CH: H H Cih Bt H F H OH
XXVI-i1-3 CH; H H  CH(CHy), Bt H F H OH
XXVI-i1-4 CHy H H CHCH({CH), Ft H F H OH
XXVI-11-5 CH:, H H  CH.Ph % H F H OH
XXVI-i1-6 CHy H H  C(Heindol3-i Bt H F H OH
XXVI-i1-7 CHs H H CHCHSCHs B H F H OH
XXVI-i11-8 CH, * H ¢ Bt H F H OH

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

Table XXVI-12

Ne RY R* R® R® R* R R X Y

XXVi-12-1 Bt H H H EE H F H OH
XXVIE-12-2 Bt H H CHs EtE H F H (OH
XXVi-12-3 Bt H H CH(CH) Et H F H OH
XXVi-i2-4 Bt H H CCHCHICH:)» Bt H F H OH
XXVI-12-8 Bt H H CHPh E H F H OH
XXVE-12-6 Et H H (Hy-indol31 Et H F H OH
XXVE-12-7 Bt H H CHCH,SCH: Ht H F H OH
XXVi-12-8 Bt * H 0¥ B H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX VI-13

Ne RIRY R®R® RRRX Y
XXVI-13-1 Pr H H H Bt H F H OH
XXVI13-2 pr H H  CHs Bt H F H OH
XXVI-13-3 pr H H  CH(CH:) Bt H F H OH
XXVI-13-4 Pr H H CH.CH{CH:), Et H F H OH
XXVI-13-5 Pr H H  CH:Ph Bt H F H OH
XXVI-13-6 Pr H H  CHeindol3vl Bt H F H OH
XXVI-13-7 pr H H CHCHSCH; Ft H F H OH
XXVE-13-8 Pr * H % Ft H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-14.

=

Ne R R* R*® R® R® R R X Y

XXVI-14-1 Bu H H H T H F H OH
XXVIi-14-2 Bu H H CH EE H F H OH
XXVi-14-3 Bu H H CH(CH:): EE H F H OH
XXVI-14-4 Bu H H CCHCH(CH)», E H F H OH
AXVI-14-3 By H H CHPh B H F H OH
XXVi-14-6 By H H CHyindol3-y1 Et H F H OH
XXVE-14-7 Bu H H CHACHMH, E H O F H OH
XXVI-14-8 Bu * H * B H F H O©OH

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

Table XXVI-15

Ne R RY RE R® R R X Y
XXVI-15-1 Ph H H H Bt H F H od
XXVi-15-2 Ph H H CH; Bt H F H OH
XXVI-15-3 Ph H H CH(CH:) Bt H F H OH
XXVI-15-4 Ph H H CHCH(CH), Bt H F H OH
XXVI-15-5 Ph H H  CHPh B H F H OH
XXVI-156 Ph H H CHyindol-331 Ft H F H OH
XXVI-157 Ph H H CH.CHSCH; Ft H F H OH
XXVI-15-8 Ph * H ¥ £t H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX VI-16.

Ne R! R* R¥™ R® R®* R® R®* X Y

XXVI-16-1 p-Me-Ph H H H Et H F H OH
KXVE-16-2 p-Me-Ph H H (s B H F H OH
XXVIE-16-3 p-Me-Ph H H CH{CH;) Bt H F H OH
XXVI-16-4 p-Me-Ph H H CHCH{CH:). Bt H F H OH
XXVE-16-5 p-Me-Ph H H CHPb Et H F H OH
XXVI-16-6 p-Me-Ph H H CHeindol-3-y1 Et H F H OH
XXVE-16-7 p-Me-Ph H H CHCHSCH; Et H F H OH
XXVi-16-8 p-Me-Ph * H Et H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-17.

Ne R R? R R¥ R " R* X Y

XXVE-17-1 p-F-Ph H H H B H F H OH
XXVE-17-2 p-F-Ph H H  COHs Ete H F H OH
XXVIE-17-3 p-F-Ph H H  CH(CH:): Et H F H OCH
XXVEL7-4 p-F-Ph H B CHCHCH:): B H F H OH
XXVE17-5 p-F-Ph H H  CHPh Ete H F H OH
XXVE-17-6 p-F-Ph H O H CHyindol-3-y1 Bt H F H OH
XXVE17-7 p-F-Ph H H CHCHSCH; Et H F H OH
XXVE-17-8 p-F-Ph * H * B H F H OH

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

Table XX VI-18.

Ne R R* R™ RY R* R R X VY

XXVE-18-1 p(Cl-Ph H H H Et H F H OH
XXVE-18-2 p-Cl-Ph H H (i Et H F H OH
XXVI-18-3 p-CI-Ph H H  CH{CH:): Et H F H OH
XXVi-18-4 o-Cl-Ph H H CHCH(CHp B H OF H OH
XXVI-18-5 p-Cl-Ph H H CH:Ph Bt H F H OH
XXVI-18-6 p-Cl-Ph H H  C(Heindol-3-vl Bt H F H OH
XRVI-18-7 p-Cl-Ph H H CHCH,SCH; Et H F H OH
XXVi-18-8 p-Cl-Ph * H % Bt H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-19.

Ne R! R* R*® R® R* R® R* X Y

XXVI-19-1 p-Br-Ph H H H Et H F H OH
KXVE-19-2 p-Be-Ph H H  Cib EE H F H OH
XXVIE-19-3 p-Br-Ph H H CH(CHsp Et H F H OH
XXVI-19-4 p-Br-Ph H H CH,CH({CH:}» Et H F H OH
XXVI-19-5 p-Br-Ph H H CHPh Bt H F H OH
XXVE-19-6 p-Br-Ph H H CHemdol3t Et H F H OH
XXVE-18-7 p-Br-Ph H H CHRUHSCHs Et H F H OH
XXVi-19-8 p-Br-Ph H = Et H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VI-20.

Ne R R R* R® R R X Y
XXVE-26-1 pJPh H H H Bt H F H OH
XXVI-26-2 pI-Ph H H CH FF H F H OH
XXVE-20-3 pI-Ph H H  CH(CH:) B H F H OH
XXVI-20-4 p-I.Ph H H CHCH(CH), Bt H F H OH
XXVI-28-5 p-l.Ph H H  CHPh B H F H OH
XXVI-20-6 p-l-Ph H H  CHpindol3l Et H F H OH
XXVI-28-7 plPh H H  (HCHSCH, Ee H F H OH
XXVI-20-8 plPh * H * Bt H F H OH

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

Table XXVI-21.

Ne R R RN RV R R XY
XXVI2i-1 CH. H H H Pr H F H OH
XXVI-21-2 CH: H H Cih Pr H F H OH
XXVI-21-3 CH: H H  CH(CH), Pr H F H OH
XXVI-21-4 CH H H CHCHCH); Pr H F H OH
XXVI-21-8 CH: H H  CH:Ph Pr H F H OH
XXVI-21-6 CH: H H  (Hpeindol3vi Pr H F H OH
XXVi-21-7 CH:s H H  CHCH,SCH: Pr H F H OH
XXVI-21-8 CH, * H ¥ Pr H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XXVI-22

Rl

Y

Ne R* R*® R® R" R R® X Y

XXvi-22-1 Bt H H H Pr H F H OH
XXVE22-2 Bt H H CH; Pr H F H OH
XXVE-22-3 Bt H H CH(ECH:): Pr H F H OH
XXVi-22-4 Bt H H CHLH(CH:)» Pr H F H OH
XXVE-22-5 Bt H H  CH:/Ph Pr H F H OH
XXVI-22-6 Bt H H  CHeindol-3-yl Pr H F H OH
XXVE22-7 Bt H H  CHCHSCHs Pr H F H OH
XXVi-22-8 Et * H % Pr H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-23.

5

Ne R’ R’ R® R R R R XY
XXVI-23-1 pr H H H Pr 4 F H OH
XXVI-23-2 pr H H CH; Pr H F H OH
XXVI-23-3 Pr H H  CH(CH) Pr H F H OH
XXVI23-4 Pr H H CHCH(CH), Pr H F H OH
XXVI-23-5 pr H H  CHPh Pr H F H OH
XXVI-236 Pr H H CHyindol3+1 Pr H F H OH
XXVI-23-7 Pr H H CHCHSCH; Pr H F H OH
XXVI-23-8 Pr * H * Pr H F H OH

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

Table XXVI-24

Ne RY R R® R® R R® R* X Y

XXVE-24-1 Bg H H H Pr H F H OH
XXVI-24-2 By H H (I Pr H F H OH
XXVI-24-3 Bu H H CH(CH:) ‘Pr H F H OH
XXVi-24-4 By H H CHCH(CH:):. 'Pr H F H OH
XXVI-24-5 By H H  CHyPh Pr H F H OH
XXVE-24-6 "By H H CHymndol-3w1 Pr H F H OH
XXVE-24-7 Bg H H CHXCH.SCH: Pr H F H OH
XXVi-24-8 By * H ¥ Pr H F H OH

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

2980901-1

- 527 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00530



(%]

Docket No. 60137.0034USU1

Table XX VI-25.

Ne RY R R®™ R® R" B R® X Y

XXVI-25-1 Ph H H H Pr H F H OH
XXVI-25-2 ph H H CH; Pr H F H OH
XXVIE-25-3 Ph H H  CH(CH:): Pr H F H OH
XXVI-25-4 Ph H H CH.CH(CH:); Pr H F H OH
XXVE-25-3 Ph o H H  CHoPh Pr H F H OH
XXVI-25-6 Ph H H  CHeindol3wi Pr H O F H OH
XXVI-23-7 Ph H H CH.CHSCH: Pr H F H OH
XXV]-25-8 Ph * H * Pr H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VI-26.

Ne R R R% RY R R R X Y
XXVI-26-1 p-MePh H H H Pr H F H OH
XXVI-26-2 p-Me-Ph H H CH; P H F H OH
XXVI-26-3 p-MePh H H  CHCH:): pr H F H OH
XXVI-26-4 p-MePh H H CHCHCH), P H F H OH
XXVI-26-5 p-Me-Ph H H  CHPh Pr H F H OH
XXVE26-6 p-Me-Ph H H  CHpeindol-3-yl P+ H F H OH
XXVI-26-7 p-MePh H H CHXH.SCH; P+ H F H OH
XXVI-26-8 p-Me-Ph H o+ P H F H OH

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

Table XXVI-27

Ne R RT R® R® ROR R X ¥
XXVI-27-1 pF-Ph H H H Pr 4 F H OH
XXVI-27-2 p-F-Ph H H CH; Py H F H OH
XXVI-27-3 p-F-Ph H H  CH(CH:): ‘Pr H F H OH
XXVI-27-4 p-F-Ph H H CHCH(CH). Pt H F H OH
XXVI-27-8 p-F-Ph H H  CHPh Pr H F H OH
XXVI-27-6 pF-Ph H H CHeindol3y1 Pr H F H OH
XXVI-27-7 pF-Ph H H CHCH:SCH: Pr H F H OH
XXVI-27-8 p-F-Ph * H % Pr H F R OH

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

2980901-1

- 528 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00531



(%]

Docket No. 60137.0034USU1

Table XX VI-28&.

e R RZ RY R® RRR X Y
XXVE-28-1 p-Cl-Ph H H H P H F H OH
XXVI-28-2 p-Cl-Ph H H CH; Pr H F H OH
XXVI-28-3 p-Cl-Ph H H  CH(CHy), Pr H F H OH
XXVI-28-4 p-Cl-Ph H H CH:XCH(CH), Pr H F H OH
XXVI-28-5 p-CI-Ph H H  CH:Ph ‘Pr H F H OH
XXVI-28-6 p-Cl-Ph H H  CHeindol-35l Pr H F H OH
XXVE-287 pCl-Ph H H CHCHSCHs Pr H F H OH
XXV1-28-8 p-CI-Ph * H * Pr H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VI-29.

Ne R R* R RP R* RP R X Y

XXVE-29-1 p-Be-Ph H H H Pr H F H OH
XXVI-29-2 p-Br-Ph H H CH; Pr H F H OH
XXVI-28-3 p-Br-Ph H H CH(CHsp Pr H F H OH
XXVI-29-4 pBr-Ph H H CHXCH(CH:, Pr H F H OH
XXVE29-3 p-BrPh H H  CHPh Pr H F H OH
XXVI-29-6 p-Br-Ph H H CHpndol3yt Pr H F H OH
XXVI-29-7 pBr-Ph H H CH(CHSCH; Pr H F H OH
XXVL-29-8 p-Br-Ph * H * Pr H F H OH

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

Table XX VI-30

Ne R R R R® R R X Y
XXVI-30-1 piPh H H H Pr H F H OH
XXVI-36-2 pIPh H H CH Pr H F H OH
XXVI-30-3 pIPh H H  CH(CH:) pr H F H OH
XXVI-30-4 pIPh H H CHCH(CH), Pr H F H OH
XXVI-38-5 pl.Ph H H  CHPh Pr H F H OH
XXVI-30-6 pElPh H H  CHeindol3+1 Pr H F H OH
XXVI-30-7 pIPh H H  CHCHSCH: Pr H F H OH
XXVI-36-8 pJ-Ph * H ¢ Pr H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-31.

Ne R R® R R® R* R R* X Y

XXVi-31-1 CHs H H H "By H F H OH
XXVE31-2 CHs H H CHs "By H F H OH
XXVE-31-3 CH: H H CH(CHy): "By H F H OH
XXVi-31-4 CH: H H CHXCH({CH:) “Bu H F H OH
XXVE-31-5 CH:s H H CH:Ph "By H F H OH
XXVE-31-6 CHs H H  CH:odol-3-yl "By H H OH
XXVE317 CH: H OH CHUH.SCH: "By H H OH
XXvi31-8 CH, * H % "Bu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-32.

3

Ne R R? R® R® R* R R* X Y

XXVE-32-1 Bt H H H "By H F H OH
XXVE-32-2 Bt H H CHs “Bu H F H OH
XXVE-32-3 Bt H H CH(CH:) “Bu H F H OH
XXVE-32-4 Bt H H CHCH(CH:p "By H F H ¢H
AXVE-32-8 Bt H H  CHPh By H F H OH
XXVE326 Et H H  CHpymdol3l "By H F H OH
XXVE32-7 Et H H CHCHMMH; By H F H ¢H
XXvi-328 Bt ¢+ H ¢ By H O F H CH

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

Table XXVI-33

Ne RI R RY RV R R X Y
XXVI-33-1 pr H H H "By H F H OH
XXVI-33-2 pr H H  CHs By H F H OH
XXVI-33-3 Pr H H  CH(CH), “By H F H OH
XXVI-33-4 Pr H H CHCHCH) "By H F H OH
XXVI-33-5 pr H H CHPh gy H F H oH
XXVI-33-6 Pr H H CHyindol3+l By H F H OH
XXVI-33-7 Pr H H  CHCH:SCH: "By H F H OH
XXVI-33-8 Pr * H ¥ "By H F H OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XXVI-34

,N‘E R i R 2 R3 #3 R?CU R/J R‘(

R® X Y
XXVi-34-1 By H H H "Ry H F H OH
KXVE-34-2 Bu H H  (CHs "By H F H OH
XXVE-34-3 By H H CH((CH:)» By H F H OH
XXVi-34-4 By H H CHXCH{CH:): "By H F H OH
XXVI-34-5 Bu H H CHyPh "By H F H OH
XXVE-34-6 By H H  CHe-ndol3-vl "By H F H OH
XXVE-347 By H H CHCHSCH: "By H F H OH
XXVi-34-8 By * H * "By H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-35.

Ne R’ R’ R® R RN R R X Y
XXVI-35-1 ph H H H "Bu H T H OH
XXVI-352 ph H H CH By H F H OH
XXVI-35-3 Ph H H  CH(CH:) “By H F H OH
XXVI-35-4 Ph H H CHCH(CH), "Bg H F H OH
XXVI-35-5 ph H H  CHPh "By H F H OH
XXVE-356 Ph H H CHyindol-3-vl "By H F H OH
XXVI-357 Ph H H CHCHSCH; "By H F H OH
XXVI-35-8 Ph * H * "By H F H OH

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

Table XX VI-30.

Ne R R RA RV R R XY
XXVI-36-1 pMePh H H H By H F H OH
XXVI-36-2 p-MePh H H CH By H F H OH
XXVI-36-3 p-MePh H H  CHCH): "By H F H OH
XXVI-36-4 p-Me-Ph H H CHCH(CH). "By H F H OH
XXVI-36-5 p-MePh H H CHPh By H F H OH
XXVI-36-6 p-MePh H H CHeindol3wi By H F H OH
XXVI-36-7 p-Me-Ph H H CH:CH:SCH; “By H F H OH
XXVI-36-8 p-Me-Ph * H ¢ By H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVI-37

Ne R!

RTRERE RRIRTNTY
XXVI-37-1 pF-Ph H H H "By H F H OH
XXVE-37-2 pF-Ph H H  CH; "By H F H OH
XXVI-37-3 p-F-Ph H H  CH(CHsh "By H F H OH
XXVI-37-4 p-F-Ph H H CHCH({CH:): "By H F H OH
XXVI-37-5 p-F-Ph H H CH:Ph By H F H OH
XXVI-37-6 p-F-Ph H H  CHeindol3-y) "By H F H OH
XXVI-37-7 pFPh H H CHCHSCH: “Bu H F H OH
XXVI-37-8 pF-Ph * H * "Ry H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VI-38.

Ne R R’ R* RO B R R X Y
XXVI-38-1 p-Cl-Ph H H H By H F H OH
XXVI-38-2 p-Cl-Ph H H CH; By H F H OH
XXVI-38-3 p-CI-Ph H H CH(CH3) “Buy H F H OH
XXVI-38-4 p-Cl-Ph H H CHCH(CH), "Bu H F H OH
XXVI-38-5 p-Cl-Ph H H  CH:Ph gy H F H OH
XXVI-38-6 p-Cl-Ph H H CHpindol3yl "By H F H OH
XXVE-387 p-Cl-Ph H H CHCHSCHs 7By H F H OH
XXVI-38-8 p-Cl-Ph * H ¥ My H F H OH

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

Table XXVI-39

Ne i} BORE Ry R R XY
XXVI-39-1 pBr-Ph H H H "By H F H OH
XXVI-39-2 p-Br-Ph H H CH: "By H F H OH
XXVI-38-3 p-Br-Ph H H CH(CH: "Bu H F H OH
XXVI-39-4 p-Br-Ph H H CHCH(CH). "By H F H OH
XXVI-39-5 p-Br-Ph H H CHPb gy H F H OH
XXVI-39-6 p-Br-Ph H H CHeindol-3vl "Bu H F H OH
XXVE-39-7 p-Br-Ph H H CHXCHSCH, "By H F H OH
XXV1-39-8 p-Br-Ph * H * "By H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-40.

Ne R R* R* R R* R R" X Y

XXVI-40-1 pl-Ph H H H "By H F H OH
KXVE-46-2 pJ-Ph H H  CHs "y H F H OH
XXVi-46-3 p-I-Ph H H CH(CH:) "By H F H OH
XXVI-40-4 p-I-Ph H H CHLCH(CH;) "Bu H F H OH
XXVI-40-5 p-I-Ph H H CHPh By H F H OH
XEXVE-46-6 p-i-Ph H H  CHeeindol-3wt "By H F H OH
XXVE-48-7 p-I-Ph H H  CHCHSCH: "Bp H F H OH
XXVI-40-8 pI-Ph * H "Hsu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVi-41.

B

Ne R R R® RY R R XY
XXVI4i-1 CH: H H H Bz 1 F H OH
XXVI41-2 CH: H H Cih Bz H F H OH
XXVI-41-3 CH; H H CH(CHy), Bz H F H OH
XXVI-4i-4 CHy H H CHCH({CH; Bz H F H OH
XXVI41-5 CH:, H H  CHPh Bz H F H OH
XXVI-41-6 CHy H H CHeindol-3yl Bz H F H OH
XXVI41-7 CHy H H C(HCHSCH: Bz H F H OH
XXVI-41-8 CH. * H * Bz H F H OH

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

Table XXVI-42

Ne R’ R® R¥ RP B R K X Y
XXVI42-1 Et H H H Bz H F H OH
XXVI42-2 Bt H H Cih Bz H F H OH
XXVI-42-3 Bt H H CH(CH) Bz H F H OH
XXVI-42-4 Bt H H CHCHCH) Bz H F H oH
XXVI-42-5 Bt H H CHPh B H F H OH
XXVI42-6 Bt H H CHyeindol341 By H F H OH
XXVI-427 Bt H H CH.CHSCH: Bz H F H OH
XXVI42-8 B * H ¥ Bz H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-43

Rl

=

b RY RE R R R R X Y
XXVI-43-1 Pr H H Bz H F H OH
XXVI43-2 pr H H CHs Bz H F H OH
XXVI43-3 pr H H CH(CH:) Bz H F H oH
XXVI434 Pr H H CHCH{CH:, Bz H F H OH
XXVI-43-5 Pr H H CH:Ph Bz H F H OH
XXVI-43-6 Pr H H CHeindol3vl Bz H F H OH
XXVI-43-7 pr H H CHCHSCH; Bz H F H OH
XXVi-43.8 Pr * H ¥ Bz H F H OH

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

Table XXVI-44

Ne RY R® R® R® R RO R X Y
XXVI44-1 By H H H Bz H F H OoH
XXVI-44-2 By H H (i Bz H F H OH
XXVI-44-3 By H H CH(CH:;), Bz H F H OH
XXVi-44-4 By H H CHCH({C(H;), Bz H F H OH
XXVi-44-5 By H H (HPh Bz H F H OH
XXVI-44-6 By H H CHeindol3v1 Bz H F H OH
XXVI-44-7 By H H CHCHSCH: Bz H F H OH
XXVi-44-8 By H ¢ Bz H F H OH

*R? and R* joined together by (CHz): to form five-membered ring,

Table XXVI-45.

N R’ R’ R® R R R R X Y
XXVI45-1 Ph H H H Bz H F H OH
XXVi-45-2 Ph H H CH; Bz H F H OH
XXVI-45-3 Ph H H CH(CH:): Bz H F H OH
XXVI45-4 Ph H H CHCHCH:), Bz H F H OH
XXVI-45-5 Ph H H  CHPh Bz H F H OH
XXVI-45-6 Ph H H CHeindol-341 Bz H F H OH
XXVI-45.7 Ph H H CHCHSCH;, Bz H F H OH
XXVi-45-8 Ph * H ¥ Bz H F H OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX VI-46.

Ne R R* R¥™ R® R®* R°® R* X Y

XXVi-46-1 p-Me-Ph H H H Bz H F H OH
KXVi-46-2 p-Me-Ph H H (i Bz H F H OH
XXVI-46-3 p-Me-Ph H H CH{CH;) Bz H F H OH
XXVI-46-4 p-Me-Ph H H C(HCHCH:). Bz H F H OH
XXVi-46-5 p-Me-Ph H H CHPb Bz H F H OH

XXVI-46-6 p-Me-Ph H H CHewndol-3-y1 Bz H F H OH
XXVE-46-7 p-Me-Ph H H CHCHSCH: Bz H F H OH
XXV]-46-8 p-MePh * H * Bz H F H CH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIi-47.

Ne R R? R R¥ R R R" X Y

XXVI-47-1 p-F-Ph H H H Bz H F H OH
XXVi-47-2 p-F-Ph H H C(Hs Bz H F H OH
XXVI-47-3 p-F-Ph H H CH(CH:;): Bz H F H CH
XXVE47-4 p-F-Ph H 8 CCHCHCH:): Bz H F H OH
XXVE47-5 p-F-Ph H H  CHPh B H F H OH
XXVE-47-6 p-F-Ph H H CHyindol-3-y1 Bz H F H OH
XXVE47-7 p-F-Ph H H CHCH:SCHs Bz H F H OH
XXVL-47-8 p-F-Ph * H * Bz H F H OCH

(%]

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

Table XX VI-48.

Ne R R R® R® R R XY
XXVI48-1 pCi-Ph H H H B, H F H OH
XXVI-48-2 p-CI-Ph H H CH; Bz H F H OH
XXVI-48-3 p-CI-Ph H H CH(CH:) Bz H F H OH
XXVI-48-4 p-Cl-Ph H H CHCH({CH), Bz H F H OH
XXVI-48-5 p-Cl-Ph H H CHPh Bz H F H OH

o
jun

XXVi-48-6 p-Cl-Ph H H CH:xindol-3vl Bz H OH
XXVi-48-7 p-Cl-Ph H H (HXCH,SCH: Bz H F H OH
XXVi-48-8 pCl-Ph * H % Bxr H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VI-49.

No R! R? R* R® R* RO R X Y
XXVi-49-1 p-Br-Ph H H H Bz H H OH
KXVi-49-2 p-Be-Ph H H Cib Bz H F H OH
XXVI-49-3 p-Br-Ph H H CH(CHsp Bz H F H OH
XXVI-49-4 p-Br-Ph H H CHCH(CH:) Bz H F H OH
XXVIi-49-5 p-Br-Ph H H CHPh Bz H F H OH
XXVE-49-¢ p-Br-Ph H H CHemdol3yt Bz H F H OH
XXVE-48-7 p-Br-Ph H H CHCHSCHs Bz H F H OH
XXVi-49-8 p-Br-Ph H = Bz H F H OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVI-50.

Nz R! R* R* R® " R R X Y
XXVE-56-1 pf-Ph H H H B2 H F H OH
XXVI-56-2 pI-Ph H H CHs Bz H F H OH
XXVE-50-3 pIPh H H  CH(CH:), Bz H F H OH
XXVE50-4 pd-Ph H H CHLCHCH), Bz H F H OH
XXVESG-3 pf-Ph H O H O CHPh Bz H F H OH
XXVE38-6 p-l-Ph H H  CHpndol-3l Bz H F H OH
XXVESG-7 p-l-Ph H H  CHXCH,SCH; Bz H F H OH
XXVE-56-8 pI-Ph * H F Rz H F H OH

*R? and R* joined together by (CHa)s to form five-membered ring,
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Table XX VI-1.

No RURTRE RS RTTRRS Y
XXVILi-1 CH: H H H CH, H F OH
XXVI-i-2 CH: H H CH, CH, H F F OH
XXVILt-3 CH: H H  CH(CH:) CH; H F F OH
XXVI-i-4 CH; H H CH.CH(CH:, CH; H F F OH
XXVI-1-5 CHs H H  CHPh CHs H F F OH
XXVIL1-6 CHy H H  CHeindol3wl CHs H F F OH
XXVIL-1-7 CHy H H CHCHSCH, CH;, H F F OH
XXVIL1-8 CHs H o+ CHy H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVH-2.

Ne R RE R* R® ® R R X Y
XXVII-2-1 Bt 0 H H Cl;, H F F OH
XXVII-2-2 Bt H H CH CH; H F F OH
XXVI-2-3 Bt H H  CH(CH:h CH: H F F OH
XXVIE2-4 Bt H H CHCHCH), CH H F F OH
XXVIE25 Bt H H  CHpPh CH, H F F OH
XXVIE26 Et H H  CHpeindol3vl CHh H F F OH
XXVIE2-7 Bt H H CH.CH.SCH; CHs H F F OH
XXVIL-2-8 B * H * CH: H F F OH

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

Table XX VIH-3.

Ne R' R pit R® R* R R X Y

XXVIE-3-1 pr H H H CH: H F F OH
XXVIi-3-2 pr H H CHs CH; H F F OH
XXVIE-3-3 Pr H H  CH{CH:) CH; H F ¥ OH
XXVIE-3-4 Pr H H CHCH(CHs)p, CH: H F F OH
AXVIE-3-8 pr H H  CHobh Ci: H F F OH
XXViE-3-6 Pr H H  CHeindol3vl CH;: H F F OH
XXVIE3-7 Pr H H CHXCH,SCH:; CH: H F F OH
XKXVH-38 Pr * H ¥ CH: H F ¥ OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX VIi-4.

Ne R R* R® R® R* R R X Y

XXVii-4-1 By H H H CH: H F F OH
XXVii-4-2 By H H CH; CH;: H F F GH
XXVii-4-3 Bu H BH CH(CH:): H; H F F OH
XXVii-44 By H H CHXCH{CHzp CH: H F F OH
XXVi-4-5 By H H CH:Ph CH: H F F OH
XXVIi4-6 By H H CHedodol3yl CH:s H O F OF OH
XXVIE47 By H H CHULHESCH: CH: H O F OF OH
XXvii-48 By * H * iy H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVI-S.

Ne R R’ R* RP B R R X Y
XXVIE5-t ph H HH Cl; H F F OH
XXVI-5-2 Ph H H  CH; CH; H F F OH
XXVII-3-3 Ph H H  CH(CH:) CH: H F F OH
XXVIE-3-4 Ph H H CHCHCH), CH: H F F OH
XXVIE55 Ph H H  CH.Ph CH: H F F OH
XXVIES-6 Ph H M CHpindol3v1 CHys H F F OH
XXVIE57 Ph H H CHCHSCH: CH:s H F F OH
XXVIES5-8 ph o * H  * CH: H F F OH

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

Table XX VIH-6.

Ne iy RT RE R R ®B R’ X Y
XXVIE-6-1 p-MePh H H H CH; H F F OH
XXVI-6-2 p-MePh H H (i Cik H F F OH
XXVIE-6-3 p-MePh H H CH(CH:) CH, H F F OH
XXVIi-6-4 p-Me-Ph H H CHCH(CH), CH: H F F OH
XXVIE-6-5 p-Me-Ph H H CHpPh CH, O F F OH
XXVIE6-6 p-Me-Ph H H  CHyndol341 CH, H F F OH
XXVH-6-7 p-Me-Ph H H CHCH.S8CH: CH; H F F OH
XXVI-6-8 p-Me-Ph * H ¥ CH: H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-7.

No Rl RITRER® RORRTXTY
XXVIE-7-1 p-F-Ph H H H CH;: H F F OH
XXVII-7-2  p-F-Ph H H CH; CH; H F F OH
XXVI-7-3  p-F-Ph H H  CH(CH:) CH: H F F OH
XXVIi-7-4  p-F-Ph H H CHCH({CH), CH; H F F OH
XXVIE-7-6  p-F-Ph H H  CHiPh CH, H F F OH
XXVIL-7-7  p-F-Ph H H  CHeindol3yi CH: H F F OH
XXVIE7-8 pFPh H H CHCHSCH: CH; H F F OH
XXVIL-7-26 pFPh * H ¢ CHs H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VI-8.

Ne R R* R* RP R* R R° Y

XXVI-8-1 p-Cl-Ph H H H CH: H F F OH
XXVH-8-2 p-Cl-Ph H H C(Hs CH; H F F OH
XXVI-8-3 p-Cl-Ph H H CH{CH:): {H; H F F OH
XXVi-8-4 p-Cl-Ph H H CHCHCH:)p 4 H F F OH
XXVIES-S p-Cl-Ph H H  CHyPh CH; H F F OH
XXVIEE-6 p-Cl-Ph H H  CHpindol-3-y1 CH; H F F OH
XXVIEE8-7 p-Cl-Ph H H CHXCHSCHs CH; H F F CH
XXVI-88 p-Cl-Ph * H * CHs H F F OH

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

Table XX VIH-9.

Ne il RT R® R® R XY
XXVII-9-f pBr-Ph H H H Cih. H F F oOd
XXVIE-9-2 pBrPh H H CH; Cik H F F OH
XXVI1-9-3 pBr-Ph H H  CH(CHs): CH; H F F OH
XXVII-9-4 p-Br-Ph H H CHCH(CH), CH; H F F OH
XXVIL-9-6 pBr-Ph H H CHPh CH; H F F OH
XXVIE-9-7 pBr-Ph H H CHpindol31 CH; H F F OH
XXVIE-9-8 p-Br-Ph H H CHCH.SCH: CH: H F F OH
XXVIi-9-26 p-Br-Ph * H * CH: H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-10.

Ne R! R? R*™ RP® R* R R* X Y

XXVH-10-1 p-I-Ph H H H CH: H OH
XKXVH-16-2 pi-Ph H H O CH: H F OH
XXVH-16-3 p-I-Ph H H CH({CH;)p CH; H F OH
XXVH-10-4 p-I-Ph H H CHCH{CH:)p. (H; H F OH
XXVi-10-5 p-I-Ph H H CHFh CHs H F F OH
XEXVIEI0-6 p-I-Ph H H  CHeandob3-yl CHs H OF F OH
XXVILE-7 pI-Ph H H O CHCOLSCH; O H F F OH
XXVH-i0-8 p-IPh * H = CHy H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVil-11.

Ne R R R* R® R R R X Y
XXVII-il-1 CHs H H H Bt H F F OH
XXVI-11-2 CHs H H  CHs Ff H F F OH
XXVI-11-3 CH; H H  CH(CH:) B H F F OH
XXVIEi1-4 CH; H H CHCHCH), Ft H F F OH
XXVIL11-3 CH; H H  CHPh B H F F OH
XXVIR11-6 CH; H H  CHpindol341 Et H F F OH
XXVIEi1-7 CHs H H CH.CH.SCH; Ee H F F OH
XXVIE-I1-8 CH; * H  * Bt H F F OH

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

Table XX VII-12.

Ne R' R* R® R® YRR X Y

XXVH-12-t Bt H H H EE H F F OH
XXVi-12-2 Bt H H CH; EE H F F OH
XXVi-12-3 Bt H H CH{CH:) EE H F F OH
XXVii-12-4 Bt H H CHCH(CH:), E H F F OH
XXVI-12-8 Bt H H CHPh BE H F F OH
XXViE326 Et H H (CHemdol31 Et H F F OH
XXViE32-7 Bt H H CHCHSCH: Et H F F OH
XXVii-i2-8 Bt * H ¥ Et H F F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX VII-13.

Ne RIRTR¥R® R R X Y
XXVii-i3-1 pr H H H ¥t H F F OH
XXVI-13-2 pr H H CH; B H F F OH
XXVI-i3-3 pr H H  CH(CH:) EE H F F OH
XXVii-134 Pr H H CHCH(CHs, Bt H F F OH
XXVii-13-5 Pr H H  CH:Ph B H F F OH
XXVI-13-6 Pr H H  CHeindol-331 Bt H F F OH
XXVIE13-7 Pr H H CHCHSCH; Bt H F F OH
XXVI-13-8 Pr ¢ H ¥ Bt H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVil-14.

Ne R R RY R® R R X v
XXVIFi4t By H H H EE H F F OH
XXVI-142 By H H CH EE H F F OH
XXVI-14-3 By H H  CH(CH:) EE H F F OH
XXVi-14-4 By H H CHCHCH), B H F F ©OH
XXVIE14-5 By H  H  CHPh B H F F OH
XXVIid6 By H H  CHeindol3n1  E H F  F  OH
XXVIE147 By H H  CH.CH,SCH; B H F F OH
XXVIE-i4-8 By * H B H F F OH

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

Table XX VII-15.

Ne R REREORE R R XY
XXVI-i51 ph H H H Et 4 F F OH
XXVIi-i5-2 Ph H H Ci; Bt I F F OH
XXVI-153 Ph H H CH(CH:), Bt H F F OH
XXVI-15-4 Ph H H CH.CH(CH;), B H F F OH
XXVI-1853 Ph H H CH:Ph B H F F OH
XXVIL-156 Ph H H CHeindol3vi Ft H F F OH
XXVIL157 Ph H H  CHOCHSCH. Et H F F OH
XXVH-15-8 Pp * H ¥ Bt H F F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX VII-16.

Ne R! R’ R®™ R¥™ RY R° R* X Y

XXVH-16-1 p-Me-Ph H H H B H F F OH
KXVH-16-2 p-Me-Ph H H CH; B H F F OH
XXVH-16-3 p-Me-Ph H H CH(CH:) EE H F F OH
XXVH-16-4 p-Me-Ph H H CHCH({CH;x kR H F F OH
XXVi-16-5 p-Me-Ph H H  CibPh Et H F F OH
XXVIE16-6 p-Me-Ph H H CHomdol3wyl Bt H ¥ F OH
XXViL-16-7 p-MePh H H CHLCHERSCH. Et H O F F OH
XXVi-i6-8 p-Me-Ph H = EE H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVil-17.

Ne R R R® R® R" R® R* X Y

XXVH-17-1 p-F-Ph H H H B H F F OH
XXVH-17-2 p-F-Ph H H (s Et H F F OH
XXVH-17-3 p-F-Ph H H CH(CH:): Et H F F OH
XXVi-17-4 p-F-Ph H H CHCH(CH:)», E H F F OH
XXVIEYT-5 pF-Ph H H CH)Ph B H F F OH
XXViL-17-6 p-F-Ph H H  CHymdol3-yi Bt H F F OH
XXVH-17-7 p-F-Ph H H CHCHSCH; Et H F F OH
XXVH-17-8 p-F-Ph * H * B H F F OH

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

Table XX VII-18.

Ne R! R* R* RP R R R X Y

XXVIR-i8-1 p-Cl-Ph H H H B H F F OH
XXVi-18-2 o-Cl-Ph H H (s ErE H F F OH
XXVH-18-3 p-CI-Ph H H CH({CH:) BE H F F OH
XXVii-18-4 p-Ci-Ph H H CHCHICH:), E H F F OH
RXVI-18-3 p-Cl-Ph H H  CHoPh EH F F OH
XXVI-18-6 p-Cl.Ph H H CHsindol3-yI Et H F F OH
XXVH-13-7 p-Cl-Ph H H CHLCHSCHs Ee H O OF F OH
XXVH-188 p-Cl-Ph * H * B H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-19.

Ne Rl RTRER® RORIRX Y
XXVIi-19-1 pBrPh H H H Ft H OH
XXVI-19-2 p-Br-Ph H H CH; B H F OH
XXVIE-19-3 p-Br-Ph H H CH(CH:) Ft H F OH
XXVi-19-4 p-Br-Ph H H CH.CH(CH:): Et H F OH
XXVI-19-5 p-Br-Ph H H CH:Ph B H F F OH
XXVI-19-6 p-Br-Ph H H CHrindol3y Bt H F F OH
XXVIE-19-7 p-BrPh H H CHCHSCH Bt H F F OH
XXVi-19-8 pBr-Ph * H ¢ Bt H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-20.

Ne R RT R* RY RF R R X Y
XXVI-20-1 pI-Ph H H H B 0 F F OH
XXVIE20-2 p-IPh H H CH; Ft H F F OH
XXVIE20-3 pIPh H H  CH(CH): Bt H F F OH
XXVIE20-4 pIPh H H CHCHCH) E H F F OH
XXVIE20-5 plPh H H  CHPh Bt H F F OH
XXVI-20-6 p-I.Ph H H  CHe-indol-3-yl Et H F F OH
XXVIE-20-7 plPh H H CH.CH:SCH; Et H F F OH
XXVI-20-8 plPh * H B H F F OH

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

Table XX VII-21.

Ne R! R* R* RP R R R* X Y

XXVE-21-1 CH; H H H Pr H F F OH
XXvi-21-2 CH; H H O Pr H F F OH
XXVi-21-3 CH; H H CH{CH:) Pr H F F OH
XXVii-21-4 (Hs H H CHCHICH), Pr H F F OH
XXVIE21-8 CH; H H  CHPh Pr H F F OH
XXViL-2i6 CHy H H CHrindol31 Pr H F F OH
XXVH-21-7 CH: H H CHCHSCH; Pr H F F OH
XXVH-21-8 ¢CH; * H * e H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-22.

Ne R' R* R* R® R* R R X Y

XXVi-22-1t BE H H H r H F F OH
XXVE-22-2 Bt H H CHs r H F F OH
XXVE-22-3 Bt H H  CH({CH:) P’ H F F OH
XXVi-224 Bt H H CHCH(CHz); Pr H F F OH
XXVi-22-5 Bt H H  CH:Ph Pr H F F OH
XXVIE22-6 Et H H  CHewdol31 Pr H O F F GH
XXViLR-22-7T EE H H CHCHSCH: Pr H F F OH
XXViE-22-8 Bt * H % Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-23.

Ne R RZ R® R? R R X Y
XXVI-23-1 pr H H H Pr 4 F F OH
XXVIE23-2 pr H H CH Pr H F F OH
XXVI-23-3 Pr H H  CH(CH:): Pr H F F OH
XXVIE234 Pr H H CHCH(CHy), Pr H F F OH
XXVIE23-3 pr H H  CH.Ph Pr H F F OH
XXVIE23-6 Pr H H  CHpindol3wl Pr H F F OH
XXVIE23-7 Pr H H CH.UHSCH, Pr H F F OH
XXVI-23-8 pr * H ¥ Pt H F F OH

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

Table XX VII-24.

Ne R' R R® R® R* R® R® X Y

XXVi-24-1 By H H H Pr H F F OH
XXVH-24-2 Bu H H s Pr H F F OH
XXVii-24-3 By H H CH(CHs) Pr H F F OH
XX¥Vii-24-¢ By H H CHRCHICH:): Pr H F F OH
XXVIE24-8 "By H H CHPh Pr H F F OH
XXVI-246 Bg H H  CH-ndol-3+1 Pr H O F F OH
XXViL-24-7 By H H CHCH,8CH: Pr H F F OH
XXVi-24-8 By * H ¥ Pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-25.

Ne R' R? R®* R*® R" R* R* X Y

XXVH-25-1 Ph H H H PrH F F OH
XXViH-25-2 Ph H H CH; Pr 4 F F OH
XXVE-25-3 Ph H H CH(CHz) Pr H F F OH
XXVi-254 Ph H H CHCH((H:, Pr H F F OH
XXVi-253-5 Ph H H  CH:Ph Pr H F F OH
XXVIE25-6 Ph H H CHimdol31 Pr H F F OH
XXVIE25-7T Ph H H CHCHESCHs ' H O F F OH
XXVi-258 Ph * H ¢ ’r H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-26.

Nz R' R* R™ R® R R R X Y
XXVH-26-1 p-Me-Ph H H H Pr H F F OH
XXVH-26-2 p-Me-Ph H H (i Pr H F F ©H
XXVH-26-3 p-Me-Ph H H CH(CH:): Pr H F F OH
XXVi-26-4 p-Me-Ph H H  CHCH(CH:) Pr H F F OH
XXVIE26-5 p-Me-Ph H H  CHyPh Pr H F F OH
XXVEL-26-6 p-Me-Ph H H  CHyindol-3-yl Pr H F F OH
XXVH-26-7 p-Me-Ph H H CHCH:5CH; Pr H F F OH
XXVH-26-8 p-Me-Ph * H * Pr H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVH-27.

Ne R! R R¥™ R¥® R R°® R°® X ¥
XXVIE27-1 p-F-Ph H H H Pr H F F OH
XXVi-27-2 p-F-Ph H H (i Pr H F F OH
XXVH-27-3 p-F-Ph H H CH(CH) Pr H F F OH
XXVii-27-4 p-F-Ph H H CHCHICH): Pr H F F OH
RXVH-27-5 p-F-Ph H H CibPh Pr H F F OH
XXVI-27-6 p-F-Ph H H CHindol-31 Pr H F F OH
XXVH-27-7 p-F-Ph H H CHCH,SCH; 'Pr H O F F OH
XXVH-27-8 p-F-Ph * H * Pr H F F OH

*R? and R joined together by (CHa): to form five-membered ring.
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Table XX VII-28.

e R R R¥ R® R R X Y
XXVIE-28-1 p-Cl-Ph H H H Pr H F F OH
XXVII-28-2 p-Cl-Ph H H CH; Pt H F F OH
XXVI-28-3 p-Cl-Ph H H CH({CH:): Pr H F F OH
XXVil-28-4 p-Cl-Ph H H CHCH(CH:, 'Pr H F F OH
XXVI-28-5 p-CI-Ph H H  CHyPh Pr H F F OH
XXVI-28-6 p-Cl-Ph H H CHpindol-3yi Pr H F F OH
XXVIE-28-7 p-Ci-Ph H H CHCHSCH; Pr H F OH
XXVIE28-8 p-Ci-Ph * H Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-29.

Ne R R? R R¥ R F R® X Y

XXVH-29-1 p-Br-Ph H H H Pr H F F OH
XXVH-29-2 p-Br-Ph H H (H; Pr H F F OH
XXVi-29-3 p-Br-Ph H H  CH(CH:): " H F F OH
XXVIE-29-4 p-Br-Ph H H CHCH(CH). Pr H F F OH
XXVIE2S-S pBr-Ph H H CHyPh Pr H F F OH
XXVIE-29-6 p-Br-Ph H H  CHyindol-3y1 Pr H F F OH
XXVIE29-7 p-Br-Ph H H CHCH:SCH: Pr H F F OH
XXViH-29-8 p-Br-Ph * H Pr H F F OH

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

Table XX VII-30.

Ne R! R* R¥® p® R* RB° R* X Y

XXVIE30-1 p-i-Ph H H H Pr H F F OH
XXVi-30-2 p-I-Ph H H (I Pr H F F OH
XXVH-30-3 p-I-Ph H H CH({CH;): Pr H F F OH
XXVii-30-4 pIPh H H CHCH(CH:, Pr H F F OH
RXVIL-30-5 p-l-Ph H H  CHPh Pr H F F OH
XXVI-30-6 p-I.Ph H H CHpindol-391 Pr H F F OH
XXVH-30-7 p-IPh H H CHXCHSCH; Pr H F F OH
XXVH-30-8 p-I-Ph * H % Pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-31.

Ne R RT R R® R RT XY
XXVI-31-1 CH; H H H "By H F F OH
XXVII-31-2 CH: H H  CHs By H F F OH
XXVI-31-3 CH; H O H  CH(CH:) By H F F OH
XXVIi-31-4 CH; H H CHCH(CH:), "By H F F OH
XXVIE31-5 CHs H O H  CHPb "By H F F OH
XXVii-31-6 CH; H H  CHreindol341 "Bu H F F OH
XXVIE31-7 CHs H H CHCH.SCH: "Bu H F F OH
XXVIL31-8 CHy * H "By H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-32.

Ne R" R* R® R® R* R R X Y

XXVi-32-1t Bt H H H "By H F F OH
XXVE-32-2 Bt H H CH; "y H F F OH
XXVi-32-3 Bt H H CH{CH: "Bu H F F OH
XXViE-32-4 Bt H H CHCH(CHs), "Bu H F F OH
AXVI-32-8 Et H H  CHpPh "qu H F F OH
XXVi-32-6 Et H H  CHymdol3+1 "By H F F OH
XXVIR32-7 Bt H H CHCHSCHs "By H F F OH
XXVi-32-8 BB * H "By H F F OH

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

Table XX VII-33.

Ne R R R* RY R R XY
XXVIE-33-1 pr H H H "By H F F OH
XXVIE33-2 pr H H  CIh "By H F F OH
XXVII-33-3 Pr H H  CH(CH:) "By H F F OH
XXVIi-33-4 Pr H H CHCH(CH:), "By H F F OH
XXViI-33-3 pr H H  CH:Ph "3y H F F OH
XXVIE336 Pr H H  CHeindol3wl "By H F F OH
XXVIE337 Pr H H  CH.CH,SCH: "By H F F OH
XXVI-33-8 Ppr * H ¥ "By H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-34.

Ne R' R* R® R R R R X Y

XXVil-341 By H H H My H F F OH
XKXVH-34-2 By H H CHs "By H F F OH
XXVi-34-3 By H H CH(CH:) "Bu H F F OH
XXVii-34-4 By H H CHCH(CH:: "Bu H F F OH
XXVi-34-5 "By H H CHPh "Bu H F F OH
XXVI-34-6 ‘Bu H H  CHeodol3l "By H F OH
XXVIER34-7 Bu H H CHCHSCH; "By H F OH
XXVi-348 By * H % "Bu H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-35.

Ne R R R* R® R R R X Y
XXVII351 pp 04 H H "By H F F OH
XXVII-35-2 Ph H H CH "By H F F OH
XXVII-35-3 Ph H H  CH(CH:h "By H F F OH
XXVI-384 Ph H H CH.CH({CHs), "By H F F OH
XXVIE-355 Ph H H  CH:Ph "By H F F OH
XXVI-356 Ph H H CHeindol-3yl "By H F F OH
XXVIE357 Ph H H CH,CH,SCH; "By H F F OH
XXVIE-35-8 pp * H ¢ "By H F F OH

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

Table XX VII-36.

Ne R R’ R™ R® Y R R Y
XXVE-36-1 p-Me-Ph H H H My H F F OH
XXVIE36-2 p-Me-Ph H H  CH gy H T F Ol
XXVI-36-3 p-Me-Ph H H  CH(CH:): "Bu H F F OH
XXVIE36-4 pMePh H H CHCHCH): "By H F F OH
XXVII-36-3 p-Me-Ph H H  CHLPh My H F F OH
XXVIE-36-6 p-MePh H H  CHeindol3s1 "By H F F OH
XXVIE36-7 pMe-Ph H H  CHCHSCH: "By H F F OH
XXVI-36-8 p-Me-Ph * H ¥ My H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-37.

=

No Rl RITRER® RTRR Y
XXVI-371 pF-Ph H H H "By H F OH
XXVI-37-2 p-F-Ph H H CH; gy H F F OH
XXVIE37-3 p-F-Ph H H  CH(CH), "8y H F F OH
XXVil-37-4 p-F-Ph H H CHCH({CH)), “Bu H F F OH
XXVI-37-5 p-F-Ph H H  CH:Ph "By H F F OH
XXVI-37-6 p-F-Ph H H  CHeindol3yi "By H F F OH
XXVIE-37-7 pFPh H H CHCHSCH: "Bu H F F OH
XXVI-37-8 pFPh * H ¢ By H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-38.

Nz R' R? R* R® R R R XY
XXVH-38-1 p-Cl-Ph H H H By H F F OH
XXVH-38-2 p-Ci-Ph H H (i my H F F OH
XXVH-38-3 p-Cl-Ph H H CH({CH:) "y H F F QOH
XXVI-384 p-Cl-Ph H H  CHCH(CH:, "By H F F OH
XXVIE38-5 pCl-Ph H OH CHyPh my H OF F OH
XXVEL38-6 p-Cl-Ph H H  CHpindol-3-yl "By H F F OH
XXVH-33-7 p-Cl-Ph H H CHXCH,SCH; "By H F F OH
XXVH-38-8 p-Cl-Ph * H * "By H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVH-39.

Ne R! R? R R® R R R X Y
XXVIE39-1 p-Br-Ph H H H "qy H F F OH
XXVi-3%-2 p-Br-Ph H H (s "y H F F OH
XXVH-32-3 p-Br-Ph H H CH(CH:): "gy H F F QOH
XXVIE-39-4 p-BrPh H H CHCHCH). "Bu H F F OH
RXVI-39-5 p-Br-Ph H H  CihPh my H F F OH
XXVI-39-6 p-Br-Ph H H CHyindol351 "By H F F OH
XXVH-39-7 p-Br-Ph H H CHCH.SCH: "By H F F OH
XXVH-39-8 p-Br-Ph * H ¥ "By H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-40.

Ne R! R? R*™ RP® R®* R R* X Y

XXVH-40-1 p-I-Ph H H H "By H ¥ F OH
XKXVi-40-2 p-i-Ph H H O "By H F F OH
XXVH-40-3 p-I-Ph H H CH({CH;) "By H F F OGH
XXVH-40-4 p-I-Ph H H CHCH(CH:p. "Bu H F F OH
XXVi-40-5 p-I-Ph H H CHFh "By H F F OH
XXVIE40-6 p-1-Ph H H  CHeandol3-yl “By H F F OH
XXVEL-46-7 p-I-Ph H H  CHCOLSCH; "Bu H O F F OH
XXVi-40-8 p-IPh * H * "Bu H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVil-41.

Ne RT R R® R® R K R Y
XXVII-4l-1 CHs H H H Bz B F F OH
XXVI-41-2 CHs H H  CHs Bz H F F OH
XXVI-41-3 CH; H H  CH(CH:): Bz H F F OH
XXVIi4l-4 CH; H H CHCHICH), Bz H F F OH
XXVI-41-5 CH; H H  CH,Ph Bz H F F OH
XXVI-41-6 CH; H H  (Hpeindol3yl Bz H F F QOH
XXVIE41-7 CH; H H CHCH.SCHs Bz H F F OH
XXVII-41-8 CHy * H = B H F F OH

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

Table XX VII-42.

Ne RTRRY RP RRR XY
XXVIE421 Bt H H H B H F F OH
XXVil422 0t H B Cih Bz H F F OH
XXVIR42-3 Bt H H  CH(CH:) Bz H F F OH
XXVi-424 Et H H CHCH(CH) Bz H F F OH
XXVIl-425 Et H H  CHPh Bz H F F OH
XXVIE-42-6 Bt H H CHpindol3+vl Bz H F F OH
XXVi427 Bt H H  CHOCH,SCHs Bz H O F F OH
XXVI428 Bt Y H 7 Bz H F F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX VII-43.

b R R R¥ R® R RR X Y
XXViI-43-1 Ppr H H H Bz H F F OH
XXVI-43-2 pr H H CH Bz H F F OH
XXVII-43-3 pr H H CH(CH:) Bz H F F OH
XXVii-434 Pr H H CHCH(CHs), Bz H F F OH
XXVii-43-5 Pr H H  CH:Ph Bz H F ¥ OH
XXVii-43-6 Pr H H  CHweindol3yl Bz H F OH
XXVII43-7 Pr H H CHCHSCH; Bz H F OH
XXVi-43-8 Pr * H ¢ Bz H F F OH

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

Table XXVI-44.

Ne R R RV RP R R R XV
XXViI-44-1 By H H H Bz H F F OH
XXVIi-44-2 By H H CH Bz I F T oH
XXVi-44-3 By H H CH(CH), Bz H F F OH
XXVI-44-4 By H H CH.CH(CH), Bz H F F OH
XXVI-44-5 By H H CHPh Bz H F F OH
XXVII-44-6 By H H (Hpeindol3yl Bz H F F OH
XXVI44-7 By H H CHCHSCHs Bz H F F OH
XXVii-4d-8 By * H % Bz H F F OH

*R? and R joined together by (CHa): to form five-membered ring,

Table XXVH-45.

N R" R! R* R¥ R R R X Y
XXVI451 pp H H H Bz H F F OH
XXVII-45-2 Ph H H CH: Bz H F F OH
XXVI-45-3 Ph H H CH(CH:) Bz H F F OH
XXViI-454 Ph H H CHCHCH:)» Bz H F F OH
XXVil-45-5 Ph H H CH:pPh Bz H F F OH
XXVI45-6 Ph H H CHeindob3vl Bz H F F OH
XXVI-48.7 Ph H H CHCHSCH, Bz H F F OH
XXVII-45-8 P * H ¥ B: H F F OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX VII-46.

No R! R’ R®™ R¥ R" R R* X Y
XXVH-46-1 p-Me-Ph H H H Bz H F F OH
KXVH-46-2 p-Me-Ph H H s Bz H F F OH
XXVH-46-3 p-Me-Ph H H CH(CH:) Bz H F F 0OH
XXVH-46-4 p-Me-Ph H H CHCH({CH:x Bz H F F OH
XXVH-46-5 p-Me-Ph H H CHoPh Bz H F F OH
XXViE-46-6 p-Me-Ph H H CHo-mdol3yl Bz H F F OH
XXViL-46-7 p-Me-Ph H H CHCHESCH: Bz H F F OH
XXVi-46-8 p-Me-Ph H * Bz H F F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVH-47.

Nz R' R® R®™ R® R B R X Y
XXVH-47-1 p-F-Ph H H H Bz H F F OH
XXVH-47-2 p-F-Ph H H (s Bz H F F QCH
XXVIE47-3 pFPh H H  CHCH), Bz H F F OH
XXVi-47-4 p-F-Ph H H CHCH({CH:): Bz H F F OH
XXVIE47-5 pF-Ph H H CH)Ph Bz H F F OH
XXVil-47-6 p-F-Ph H H CHymdol3-yi Bzr H F F OH
XXVH-47-7 p-F-Ph H H CHCHSCH; Bz H F F OH
XXVH-47-8 p-F-Ph * H * Bz H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVH-48.

Ne R RRYRY R R X Y
XXVil48-1 p-Cl-Ph H H H B- H F F OH
XXVil-48-2 p-Cl-Ph H H (g Bz H F F OH
XXVii-48-3 p-Cl.Ph H H  CH(CHy): Bz H F F OH
XXVI484 pCl-Ph H H CHCHCH), Bz H F F OH
RXVI-48-3 p-Cl-Ph H H  CHoPh Bz H F F OH
XXVI-48-6 p-Cl.Ph H H CHsindol3l Bz H F F OH
XXVH-43-7 p-Cl-Ph H H CHLCHSCHs Bz H OF F OH
XXVH-488 p-Cl-Ph * H * Bz H ¥ F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-49.

Ne Rl RTRER® RORTROXNY
XXVii-49-1 pBrPh H H H Bz H F F OH
XXVI-49-2 p-Br-Ph H H CH; Bz H F F OH
XXVI-49-3 p-Br-Ph H H  CH(CHsh Bz H F F OH
XXVii-49-4 p-Br-Ph H H CHXCH(CH:); Bz H F F OH
XXVI-49-5 p-Br-Ph H H CH:Ph B H F F OH
XXVI-49-6 p-Br-Ph H H CHrindol3 Bz H F F OH
XXVII49.7 p-BrPh H H CHCHSCH Bz H F F OH
XXVI-49-8 pBr-Ph * H * Bz H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-50.

Ne R RT R* RY R R R X Y
XXVI-50-1 p-l-Ph H H H Bz H F F OH
XXVI-56-2 pl-Ph H H (H; Bz H F F OH
XXVI-50-3 pIPh H H  CH(CH:): Bz H F F OH
XXVIES0-4 pIPh H H CHCH(CH), Bz H F F OH
XXVI-50-5 plPh H H  CHPh Bz H F F OH
XXVIE-50-6 p-IPh H H  CHy-indol-3-yl Bz H F F OH
XXVI-50-7 plPh H H CH.CH:SCH; Bz H F F OH
XXVI-56-8 plPh * H * B~ H F F OH

(%]

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

NH,

KXVHI
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Table XX VII-1.

@

Ne R' R R% R® R" R R X Y

XXvil-1-1 CHs H H H CH: H H F OH
XXvil-1-2 Ci; H H  CH; CHy H H F OH
XXViI-1-3 CH: H H  CH{CH:p CHy H H F OH
XXVii-14 CH; H H CHXCH(CH:): CHs H H F OH
XXVHE-1-5 CH: H H  CHPh CHs H H F OH
XXVIH-1-6 CH: H H Clrwdol3-yl O H H F OH
XXVHILE-7 CH; H H O CHCHSCHs s H H O OF OH
XXViH-1-8 CH; H * H: H H F oH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-2.

Ne R' R* R* R® R* R R* X Y

XXVHE-2-1 Bt H H H CH: H H F OH
XXVHIL-2-2 Bt H H CH; CH;: H H F OH
XXVii-2-3 Bt H H CH(CH:): (H; H H F OH
XXVi-2-4 Bt H H CHCH(CH: CH; H H F OH
AXVIHE-2-S Bt H H CHyPh CH; H H F OH
XXVIE26 Bt H H  CHyindol3-91 CHs H H O F OH
XXVEH-27 Bt H H CHCH.SCH; CH; H H F OH
XXViH-28 g * H O * CH: # H F ©H

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

Table XX VIII-3.

Ne R' R? R® R® R R R X Y

XXVHL31 pr H H H CH: H H F OH
XXVHE3-2 pr H H (s CH: H H F OH
XXVHE-3-3 Pr H H CH(CH:): CH;: H H F OH
XXViH-3-4 Pr H H CHCH(CH;», CHs H H F OH
XXVHE-3-5 pr H H  CHPh CH;: H H F OH
XXVi-3-6 Pr H H  CHindol-391 CHs H H F OH
XXVHI-3-7 Pr H H CHXCH,SCHy CH: H H F OH
KXVHE-3-8 Pr * H ¥ CH: H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VIll-4,

Ne R' R! R® R® R* R R X Y

XXViHi4-1 By H H H CH: H H OH
XXVHI-4-2 Bu H H CH; CH; H H OH
XXViil-4-3 Bu H H CH{CH:): {H; H H OH
XXViil-4-4 By H H CHCH(CH:p CHs H H F OH
XXVii-4-5 Bag H H CHbPh CHy, H H F OH
XXRVII-4-6 By H H CHpdndol3l CH; H H F OH
XXVHI47 Bu H H CHCHSCHs CH: H H F OH
XXVHHI-4-8 By * H CHs H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-5.

Ne RT RF R% R R R Y
XXVI-S-1 ph H H H CH: H H F OH
XXVILS-2 ph H H CH CH; H H F OH
XXVII-5-3 Ph H H  CH(CH:) CH; H H F OH
XXVIE5-4 Ph H H CHCHCH), CH H H F OH
XXVI-55 ph H H CHPh CH; H H F OH
XXVHES6 Ph H H  CHyindol3yl CH; H H F OH
XXVHES7 Ph H H CHCHSCH, CHs H H F OH
XXVIE-S-8 Ph * H CH, H H F OH

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

Table XX VIII-6.

Ne R R R R R R X Y
XXViI-6-1 pMePh H H H CH, H H F OH
XXVIL6-2 p-MePh H H CIh CH, H H F oH
XXVI-6-3 p-Me-Ph H H CH(CH:) CH, H H F OH
XXVIH-6-4 p-MePh H H CHCH(CHs, CH: H H F OH
XXVHI-6-5 p-Me-Ph H H  CHPh CH, H H F OH
XXVI-6-6 pMePh H H CHeindol3vl CHy H H F OH
XXVIH-6-7 pMePh H H CHCHSCH, CH; H H F OH
XXVHI-6-8 p-MePh * H ¥ CH H H F OR

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-7.

N R RTRYRE RTRRX Y
XXVHI-7-1 p-F-Ph H H H CHs H H F OH
KXVHI-7-2  p-F-Ph H H i {H; H H F OH
XXVHI-7-3  p-F-Ph H H  CH(CH:) Ct; H H F Q¢H
XXVIL74 p.F-Ph H OH  CHCH(CH), CHs H H F OH
XXVill-76  p-F-Ph H H CH:Ph CH: H H F OH
XXVIH-7-7  p-F-Ph H H  CHeindol-3wl CH: H H F OH
XXVHL-78 p-F-Ph H H CHCESCH: s H H F OH
XXVHI-7-20 p-F-Ph * H * CHy H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVII-8,

Nz R R* R*™ R¥ R R R* X Y
XXVHI-8-1 p-Cl-Ph H H H CH: H H F OH
XXVHE-8-2 p-Ci-Ph H H CH; CH: H H F OH
XXVHE-8-3 p-Cl-Ph H H CH(CH:) CH: H H F OH
XXVHEL-8-4 p-Cl-Ph H H OHBCBCH): CH: H H F OH
XXVIH-8-5 pCI-Ph H H CHPh CHy H H F OH
XXVEHE-8-6 p-Cl-Ph H H CHymdol-3-y1 CH; H H F OH
XXVHIS7 p-Cl-Ph H H CHCH:SCHs CH; H H F OH
XXVHI-8-8 p-Cl-Ph * H * CH: H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVII-9.

Ne R R R¥™ R¥® R* R R X Y
XXVII-9-1  p-BrPh H H H s HOHFOH
XXVi-9-2 p-Br-Ph H H (L CH; H H F OH
XXVHES-3  p-Br-Ph H OH  CH(CHs) CH: H H F OH
XXViil-9-4 p-Br-Ph H H CHCHCH:) CH: H H F OH
RXVIHE-96  p-Br-Ph H H CibPh CH; H H F OH
XXVHE-S-7  p-Br-Ph H H CHyindol31 CH; H H F OH
XXVHIS8 p-Br-Ph H H CHCHSCH: CHs H H OF OH
XXVHI-S9-20 p-Be-Ph * H % CH: H H § OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVII-10,

Ne R R? R*® R® R R R XY

XXVHI-16-1 p-I-Ph H H H CH: H H F OH
KXVHI-16-2 p-I-Ph H H O CH: H H F OH
XXVHI-16-3 p-I-Ph H H  CH{CH;) CH: H H F OH
XXVHE-164 p-l-Ph H H CHOH(CH:), CH: H H OF OH
XXVi-16-5 p-I-Ph H H CHPh CHy H H F OH
XEXVIH-16-6 p-Ph H H  Cihendob3yl CHs H H F OH
XXVIE-16-7 p-I-Ph H H CHCHESCH: CH: H H F OH
XXVIHI-16-83 p-I-Ph H * CH: H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-11.

Ne R" RZ R¥ RV R & R® X Y
XXVIH-11-1 CH: H H H Bt H H T OH
XXVIL11-2 CH: H H  CH Ft H# H F OH
XXVIH-11-3 CH: H H  CH(CH:): Bt H H F OH
XXVI-114 CH; H H CHCHCH:), Ft H H F OH
XXVIHL11-3 CH; H H CHPh Bt H H F OH
XXVIH-116 CH; H H  CHpindol-31 Et H H F OH
XXVIH-11-7 CHs H H CHCH.SCH; Et H H F OH
XXVI-11-8 CH: * H = Bt H H F OH

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

Table XX VHI-12.

Ne R' R* R RP R* ' R° X Y

XXVHR-iz-1 &0 0 H O OH B H H F OH
XXVH-12-2 Et H H CH; Et H H F OH
XXVi-12-3 Bt H H CH{CH:)» Et H H F OH
XXVil-124 Et H H CHCH(CH:;», Et H H F OH
XXVHE-12-8 Br H H CHPh Et H H F OH
XXVIH-126 Et H H CHe-indol3-91 Et H H F OH
XXVHI-12-7 Bt H H CHCHSCH; Et H H F OH
XXViH-12-8 m * H O * B H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVI-13,

Ne R' R* R™ R® R* R R* X Y

XXvilr-13-1 v H H H Et H H ¥ OH
XXVHI-13-2 'pr H H CH: E H H F OH
XXVEHI-13-3 Pr H H  CH(CH:)p Et H H F OH
XXViil-134 pr H H CHCH(CH:;», Et H H F OH
XXVE-13-5 Pr H H CHpbb Bt H H §F OH
XXVIH-13-6 Pr H H CHeandol3t Et H H O F OH
XXVHI-13-7 Pr H H CHCHSCHs Et H H OH
XXVHI-13-8 'Pr H = Et H H F COH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VII-14.

=

Ne R R* R*® R® R R R X Y

XXVHI-14-Y Bu H H H E H H F OH
XXVHI-14-2 Bu H H CHs EtE H H F OH
XXVii-14-3 By H H CH(CH:): EtE H H F OH
XXVii-14-4 By H H CCHCHCH)», B H H F OH
XXVHE145 By H H CHPh B H H F OH
XXVI46 By H H  CHyindol3-y BB H H F  OH
XXVHI[I4-7 By H H CHUCHSCH, E H H F OH
XXVIH-14-8 By * H * B H H F OH

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

Table XX VHI-15.

Ne R R RE RY R R XY
XXVIH-15-1 Ph H H H Ft H H F OH
XXVIH-15-2 Ph H H  CIh Bt H H F OH
XXVIH-15-3 Ph H H  CH(CH:):. B H H F OH
XXVIi-154 Ph H H CHCH(CH), Bt H H F OH
XXVI-15-8 ph H H  CH:Pb B H H F OH
XXVI-156 Ph H H  Ciheindol3vli Bt H H F OH
XXVIH-157 Ph H H CH.CH,SCH; Bt H H F OH
XXVIH-158 Ph * H ¥ Bt H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVII-16,

N R RTRERE R R XY
XXVil-16-1 p-Me-Ph H H H B H H F OH
XKXVHI-16-2 p-Me-Ph H H CHs EE H H F (OH
XXVHI-16-3 p-Me-Ph H H  CH(CH:), Et H H F (OH
XXVHIE-16-4 p-Me-Ph H H  CHXCH(CH: Bt H H F OH
XXVi-16-5 p-Me-Ph H H  CHoPh B H H F OH
XXVIH-16-6 p-Me-Ph H H ChHemdel3-vl Bt H H F OH
XXVHE-16-7 p-Me-Ph H H CHCHSCH; B H H F OH
XXVHI-16-8 p-Me-Ph * H * H H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVI-17.

Nz R R* R® R® R" P R* X Y
XXVHI-17-1 p-F-Ph H H H EE H H F OH
XXVHI-17-2 p-F-Ph H H  CHs EE H H F OH
XXVHE17-3 pF-Ph H H  CH(CH:) EtE H H F OH
XXVHIL-17-4 p-F-Ph H H CHCR{CH;p Et H H F OH
XXVIH-17-5 p-F-Ph H H  CH:Ph B H H F OH
XXViE-17-6 p-F-Ph H H CHpmdol-3+1 kt H H F OH
XXVHI-17-7 p-F-Ph H H CHCH)SCH; k&t H H F OH
XXVHI-17-8 p-F-Ph * H * Et H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVII-18.

Ne R R? R¥™ R R R* R* X Y
XXVII-18-1 p-Cl-Ph H H H BE H H F OH
XXViI-i8-2 p-Cl-Ph H H CCHs Ft H H F OH
XXVHI-18-3 p-CI-Ph H H  CH(CH)y Ft H H F OH
XXViil-18-4 p-Cl-Ph H H CHCH{CH:) Et H H §F OH
RXVHE-18-3 p.Cl-Ph H H  CHPh Et H H F OH
XXVHE-18-6 p-Cl-Ph H H CHe-indol-341 Et H H F OH
XXVHI-I87 p-Cl-Ph H H CHCHSCH; Bt H H F OH
XXVHI-18-8 p-Cl-Ph * H ¥ EE H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVI-19,

=

Ne R R® R™ R™ R RP R* X Y

XXVHI-19-1 p-Br-Ph H H H Bt H H F OH
KXVHI-15-2 p-Br-Ph H H G Et H H F OH
XXVHI-19-3 p-Br-Ph H H  CH(CH;) Et H H F OH
XXVHIE-194 p-Br-Ph H H CHCH(CH;), Bt H H F OH
XXVi-19-8 p-Br-Ph H H CHPh B H H F OH
KEXVIH-19-6 p-Br-Ph H H Chbandol-31 Bt H H F OH
XXVHL-19-7 p-Br-Ph H H CHCHSCH: B H H F OH
XXVHI-198 p-Br-Ph * H * B H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-20.

Ne R R R® R” R" R R° X Y

XXVHI-20-1 p-i-Ph H H H BE H H F OH
XXVHE-26-2 p-I-Ph H H s E H H F OH
XXVHE26-3 p-IPh H H  CH{CH:): Ec H H F ©H
XXVHEL-26-4 p-IPh H H CHCHCH:): E H H F CH
XXVIH-26-5 pl-Ph H H  CHPh EE H H F OH
XXVEHE-20-6 p-I-Ph H H  CHpandol-3-y1 Ht H H F OH
XXVHIZ0-7 p-I-Ph H H CHCHSCH; Et H H F OH
XXVHI-20-8 p-I-Ph * H * B H H F OH

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

Table XX VHI-21.

Ne R' R R® R® R" R R* X Y

XXvigl-2i-4 CH: H H H Pr H H F OH
XXvVHI-21-2 CH: H H  Chs Pr H H F 0H
XXViiE-21-3 CH: H H CH{CH) Pr H H F OH
XXVii-21-4 CH; H H CHCH(CH). Pr H H F OH
XXVIE-21-8 CH; H H  CHoPh Pr H H F OH
XXVi-21-6 CH; H H ChHe-indol-3vi Pr H H F OH
XXVHE-21-7 CH: H H  CHCH.SCH; Pr H H F OH
XXVil-23-8 CH. * H % Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVII-22,

@

Ne R' R? R R® R* R° R* X Y

XXVir22-1 Ef H H H e H H F OH
XXVHI-22-2 Bt H H CH; Pr H O H F OH
XXVEi-22-3 Et H H CH(CH:) Pr H O H F OH
XXViii-22-4 Bt H H CHCH(CH:p, Pr H H F OH
XXVi-22-5 Bt H H  CHubPh Pr H H F OH
XXVIi-22-6 Bt H H  CHe-indol3-y1 Pr H H F OH
XXVII-22-7 Bt H H CHCHSCH; Pr H H F OH
XXViH-22-8 Bt * H ¢ Pr H H F OH

*R? and R’ joined together by ((Ha) to form five-membered ring,

Table XXVIII-23.

Ne R' R* R¥ R® R*" R R X Y

XXVHL-23-1 pr H H H Pr H H F OH
XXVHL-23-2 pr H H (H Pr H H F OH
XXViH-23-3 Pr H H  CH{CH:): r H H F OH
XXVI-23-4 Pr H H CHCH(CH:), Pr H H F OH
AXVIHI-23-3 pr H H  CHPh Pr H H F OH
XXVIHE-23-6 Pr H H  CHyeindol-3yl Pr H H F OH
XXVI-23-7 pr H H CHCH:SCH; Pr H H F OH
XXvHl-23-8 pr o * H % Pr H H F OH

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

Table XX VHI-24.

Ne RTRTRYORT RRR X Y
XXVIE241 Bu H H H Pr H H F OH
XXVIH-242 Bu H H i Pr H H F OH
XXVi-24-3 Bu H H  CH(CH) Pr H H F OH
XXVIH-24-4 By H H CHCH(CH), Pr H H F OH
XXVI-24-5 By H H  CHPh Pr H H F OH
XXVIH-24-6 By H H  CHeindol3wl Pr H H F OH
XXViH-247 Bu H H  CHCHSCH, Pr H H F OH
XXViH-248 By * H ¥ Pr A H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVI-25,

3

Ne R" R* R*® R® R* R° R* X Y

XXVi-25-1 Ph H H H Pr H H F OH
XXVHI-25-2 Ph H H CH; Pr H H F OH
XXVEHI-25-3 Ph H H  CH(CH:k Pr H H F OH
XXViii-25-4 Ph H H CHCH(CH:, Pr H H F OH
XXVHE-25-3 Ph H H  CH:Ph Pr H H F OH
XXVIH-256 Ph H H ChHondol3vt Pr H H F OH
XXVHI-2S7 Ph H H CHCHSCH: Pr H H F OH
XXViI-25-8 Ph * H Pe H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVII-26.

5

Nz R R* R® R® R" B R* X Y
XXVHI-26-1 p-Me-Ph H H H Pr H H F OH
XXVHI-26-2 p-Me-Ph H H CHs Pr H H F OH
XXVIE-26-3 p-Me-Ph H H  CH({CH:): Pr H H F OH
XXVIH-26-4 p-Me-Ph H H CHCHCH), Pr H H F OH
XXVIH-26-5 p-Me-Ph H H CH,Ph Pr H H F OH
XXVEHI-Z26-6 p-Me-Ph H H  CHindol-3-vl Pr H H F OH
XXVHI-Z26-7T p-Me-Ph H H CHCH,SCH; P’r H H ¥ OH
XXVHI-26-8 p-Me-Ph * H * Pr H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVI-27.

Ne R R* R® R® R* R RS Y
XXVII-27-1 p-F-Ph H H H Pr H H F OH
XXVHI-27-2 p-F-Ph H B Cih Pr H H F OH
XXVHE-27-3 p-F-Ph H H  CH(CH:) Pr H H F OH
XXViil-27-4 p-F-Ph H H CHCH(CH:), Pr H H F OH
RXVHE-27-3 p-F-Ph H H CH:Ph Pr H H F OH
XXVHE-27-6 p-F-Ph H H  CH:-indol-3-v1 Pr H H F OH
XXVHI27-7T p-F-Ph H H  CHCHSCH; Pr H H F OH
XXVHI-27-8 p-F-Ph * H ¥ Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVII-28,

No R R? R¥ R® R* RP R®* X Y
XXViI-28-1 p-Cl-Ph H H H Pr H H F OH
KXVHI-28-2 p-Cl-Ph H H CHs Pr H H F OH
XXVHI-28-3 p-Cl-Ph H H  CH(CHs)y Pr H H F 0OH
XXVHIE-28-4 p-Cl-Ph H H  CHCH{CH:) Pr H H F OH
XXVii-28-5 p-Cl-Ph H H CHoPh Pr H B F OH
XXVIH-28-6 p-CI-Ph H H CHrmdol-341 Pr H H# F OH
XXVHIE-Z8-7 p-Cl-Ph H H  CHCHSCH; Pr H H F OH
XXVII-28-3 p-Cl-Ph * H Pr H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVI-29.

Nz R R® R®™ R® R R R X Y
XXVHI-29-1 p-Be-Ph H H H Pr H H F OH
XXVHIE-29-2 p-Br-Ph H H O Pr H H F OH
XXVIHE-29-3 p-Br-Ph H O H CH{CH;): Pr H H F OH
XXVHL-29-4 p-Br-Ph H H  CHECHCH:): Pr H H F OH
XXVIH-29-5 p-Br-Ph H H  CHyPh Pr H H F OH
XXVEHE-29-6 p-Br-Ph H H CHpindol-3-1 Pr H H F OH
XXVHIZ9-7 p-Br-Ph H H CHCHSCH; Pr H H F OH
XXVHI-29-8 p-Br-Ph * H * Pr H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVII-30.

Ne R R* R® R® R RO R* X Y
XXVI-30-1 p-l-Ph H H H Pr H H F OH
XXVHIL-36-2 p-I-Ph H H (i Pr H H F OH
XXVHE-30-3 p-IPh H H  CH{(H:) Pr H H F CH
XXVii-36-4 p-I-Ph H H CHCHCH:) Pr H H F OH
AXVHE-36-5 p-lPh H H  CHPh Pr H H F OH
XXVHI-30-6 p-I.Ph H H  CHs-indol-3-yl Pr H H F OH
XXVHI-36-7 p-I-Ph H H  CHCH:5CH; Pr H H F OH
XXVHI-3-38 p-I-Ph * H O * Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVII-31,

Ne R" R? R¥ R® R* R R X Y

XXVilE-3i-1 CHs H H H "By H H F OH
XXVHL-21-2 CH: H H  ChHs "By H H F OH
XXViI-31-3 CH: H H  CH(CH:) "By H H F GH
XXVEiiH-314 CH: H H CHCH(CH:;): "By H H F OH
XXVHE-31-3 CHs H O OH CHpPh "By H H F OH
XXVIH-31-6 CH: H H  CHruondol-3-y! "By H H F OH
XXVHE-31-7 CHs H O H CHCHSCH: "Bu H O H OF OH
XXViH-33-8 CH: * H "Bu H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX VHI-32.

Ne R' R* R R® R" R R X Y

XXVHR-3z2-1 e H H OH "By H H F OH
XXVHE-32-2 Bt H H CH; "By H H F OH
XXVii-32-3 Bt H H CH{CH:) "Bu H H F OH
XXWViI-324 Bt H H CHCH(CH:;p, "By H H F OH
AXVIH-32-3 Bt H H  CH)Ph "y H H F OH
XXVHI-32-6 Et H H  CHpymndol3-y1 "Bu H H F OH
XXVHI-32-7 Et H H CCHCH.SCH; "Bu H H F OH
XXVIH-32-8 m * H * "By H H F 0OH

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

Table XX VHI-33.

Ne R' R* pt R® R* R R* X Y

XXVHE-33-1 pr H H H "By H H F OH
XXVHEL33-2 Pr H H CH "By H I F OH
XXVi1-33-3 pr H H CH{CH:) "By H H F OH
XXVEE-334 Pr H H CHCH(CH:)» "Bu H H F OH
XXVIH-33-5 'pr H H C(CHPh "By H H F OH
XXVHI-33-6 Pr H H CHrindol-3wl "By H H F OH
XXVHI-33-7 Pr H H CHXCH,SCH:; "By H H F OH
KXVHE-33-8 Pr * H ¥ “‘Bu H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXVIII-34,

Ne R" R* R® R® R* R R* X Y

¥Xvill-34-1 By H H H "y H H F OH
XXVHI-34-2 [y H H  CH; "y H H F OH
XXVE-34-3 By H H CH({CH:): "y H H F OH
XXVii-344 By H H CHCH(CH:p "Bu H H F OH
XXViil-34-5 By H H CHPh "By H H F OH
XRVI-34-6 By H H  CHeandol3-vl #Bu H H OF OH
XXVHI-34-7 By H H CHOLSCH: "8y H H F OH
XXVIHI-348 By * H * "Bu H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-35.

Ne R' R’ R* R® R R X Y
XXVI-351 ph H H H "Be H H F OH
XXVI352 Ph H H CH "By H H F OH
XXVII-35-3 Ph H H  CH(CH:): "By H H F OH
XXVIH-354 Ph H H CHCH(CH:), "Bu H H F OH
XXVI-35-5 Ph H H  CHPh sy H H F OH
XXVHI-356 Ph H H  CHpindol-3vI "By H H F OH
XXVII-357 Ph H H CH.CH,SCH: "By H H F OH
XXVIH-358 PR * H ¢ "By H H F OH

*R* and R joined together by (CHz): to form five-

Table XX VHI-36.

niembered ring,

Ne R R* R¥® R® R* R R* X Y

XXVI-36-1 p-MePh H H H "y H H F OH
XXViI-36-2 p-Me-Ph H H CHs "Bu H H F OH
XXVHIE-36-3 p-Me-Ph H H  CH(CH:) "Bu H H F OH
XXViil-36-4 p-Me-Ph H H CHOHCH:: "Be H H F OH
AXVHIE-36-5 p-Me-Ph H H CikPh "y H H F OH
XXVHI-36-6 p-Me-Ph H H CHjindol-3-vl "By H H F OH
XXVHI36-7T p-Me-Ph H H CHXCHSCH; "By H H F OH
XXVHI-36-8 p-Me-Ph * H * "By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VHI-37.

@

N R RTRYRE RTRTR XY
XXVHI-37-1 p-F-Ph H H H "y H H F OH
KXVHI-37-2 p-F-Ph H H O My H H F OH
XXVHI-37-3 p-F-Ph H H  CH(CH:)p By H H F OH
XXVHil-374 p.FPh H H CHCHCH), By H H F OH
XXVill-37-5 p-F-Ph H H CH:Ph By H H F OH
XXVIH-37-6 p-F-Ph H H CHeindol-3+1 "By H H F OH
XXVHI-37-7 p-F-Ph H H CHCOLSCH: "By H H F OH
XXVHI-37-8 p-FPh * H * "y H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVII-38.

Ne R R? R¥ R R R R X Y
XXVHI-38-1 p-Cl-Ph H H H My H H F OH
XXVHI-38-2 p-Cl-Ph H H CHs My H H F QGH
XXVIHE-38-3 p-Cl-Ph H H  CH(CH:» my H H F OH
XXVHE-38-4 p-Cl-Ph H B CHCH{CH:): "By H H F OH
XXVIH-38-5 p-Cl-Ph H H CHPh My H H F QOH
XXVEHIE-38-6 p-Cl-Ph H H  CHyindol-3-yl "By H H F OH
XXVHE38-7 p-Cl.Ph H H CHCHSCH, "By H H F OH
XXVI-38-8 p-Cl.Ph * H * "By H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVI-39.

Ne R! R? R*™ RW R* R® R® Y
XXVIH-39-1 p-Br-Ph H H H By H H F OH
XXVi-39-2 p-Br-Ph H H (L By H H F OH
XXVHIE-39-3 p-Br-Ph H O H  CH(CHs) "Ry H H F OH
XXVii-39-4 p-Br-Ph H H CHCHCH:)R "By H H F OH
RXVHIE-39-5 p-Br-Ph H H CibPh my H H F OH
XXVHI-3%-6 p-Br-Ph H H CHyindol3l "By H H F OH
XXVHI-39-7 p-Br-Ph H H  CHCH:SCH: "By H H F OH
XXVHI-39-8 p-Be-Ph * H % "Bu H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX VII-40,

Ne R R? R*® R® R R R X Y

XXViT-46-1 p-I-Ph H H H "By H H OH
KXVHI-46-2 p-I-Ph H H O sy H H F OH
XXVHI-46-3 p-I-Ph H H  CH{CH;) "8y H H F OH
XXVHI-40-4 p--Ph H O H CHCHCH:: "By H H F OH
XXVi-46-5 p-I-Ph H H CHPh "By H H F OH
XXVIH-46-6 p--Ph H H  Cho-ndob3-yl "By H H OH
XXVHI46-7 p-I-Ph H H CHCBRSCH: "By H O H OH
XXVI-46-3 p-I-Ph H * "Bu H H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXVIII-41.

Ne R RZ R¥ R® R R R X Y
XXVI-4i-1 Cil: H H H Bz H H F OH
XXVIEL41-2 CH: H H CHs Bz H H F 0OH
XXVI-41-3 CH: H H  CH(CH:) Bz H H F OH
XXVIi-41-4 CH;, H H CHCH(CH:). Bz H H F OH
XXVIH-41-5 CHy, H H CHPh Bz H H F OH
XXVHI41-6 CH; H H CHyindol3yl Bz H H F OH
XXVHI41.7 CH; H H CHCHSCH, Bz H H F OH
XXVIE-41-8 CH, * H = Bz H H F OH

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

Table XX VHI-4Z.

Ne R' R* R RP R R® R X Y

XXVHi42-1 &t H H H B: H H F OH
XXVH42-2 Et H H CH; Bz 4 H F OH
XXVii-42-3 Bt H H CH{CH:)» Bz H H F OH
XXViil-424 Bt H H CHXCH(CH:;, Bz H H F OH
XXVIHE-42-8 Bt H H CHPh Bz H H F OH
XXViiI42-6 Et H H CHpindol-3-vi Bz H H F OH
XXViH42-7 Bt H H (CHCHSCH; Bz H H F OH
XXVill-42-8 m * H * Bz # H F 0OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V143,

o R' R* R*® R® R R R* X Y
XXVill-43-1 pr H H H Bz H H F 0OH
KXVH-43-2 Pr H H CHs B H H F OH
XXVEI-43-3 Pr H H CH(CH:)p B H H F OH
XXViil434 Pr H H CHXCH(CH:;» Bz H H F OH
XXVii-43-5 Pr H H CHobb Bz H H F Of
XXVIH-43-6 Pr H H CHemndol31 Bz H H F OH
XXVIIT43-7 Pr H H CHCLSCH: Bz H H F OH
XXVIHI-43-8 'Pr H = Bz H H F OH

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

Table XXVIII-44

Ne RTRCRE R R R XY
XXVIH-44-1 By H H H B2 H H F OH
XXVIil-44-2 Bu H H CH; Bz H H F OH
XXViil-44-3 By H H  CHCH), Bz H H F OH
XXVIi-44-4 By H H CHCHCH) Bz H H F OH
XXVI-44-5 By H H CHPh Bz H H F OH
XXVII-44-6 By H H CHeindol3vl Bz H H T OH
XXVII-44-7 By H H CHOHSCH; Bz H H F OH
XXVill448 By * H * Bz H H F OH

*R? and R joined together by (CHa): to form five-membered ring,

Table XXVHI-45.

N R' R* R™ R® R* R R Y

XXVHI45-1 Ph H H H Bz H H F OH
XXVHI-45-2 Ph H H Chs Bz H H F OH
XXVil-453 Ph H H CH(CH:» Bz H H F OH
XXViil-454 Ph H H CHCHCH:): Be H H OF OH
XXVIH-453 P H H  CHpPh Bz H H F OH
XXViil456 Ph H H CHeindol3vl Bz H H F OH
XXVHI45.7 Ph H H CHCH.SCH; Bz H H F OH
XXVil-458 Ph * H Bz H H F OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX VIII-46,

N R RTRERE R R NN
XXVil-46-1 p-Me-Ph H H H Bz H H F OH
KXVHI-46-2 p-Me-Ph H H CHs Bz H H F OH
XXVHI-46-3 p-Me-Ph H H  CH(CH:); Bz H H F O©CH
XXVIl464 p-Me-Ph H H  CHCH(CH), Bz H H F OH
XXVii-46-5 p-Me-Ph H H  CHoPh Bz H H F OH
XXVi-46-6 p-Me-Ph H H Chemdel3-yl Bz H H F OH
XXViHI-46-7 p-Me-Ph H H CHCHSCH; Bz H H F OH
XXVHI-46-8 p-Me-Ph * H * Bz H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVI-47.

Nz R R* R® R® R " R X Y
XXVHI-47-1 p-F-Ph H H H Bz H H F OH
XXVHI-47-2 p-F-Ph H H  CHs Bz H H F CH
XXVI-47-3 p.F-Ph H H  CH(CH), Bz H H F OH
XXVi-47-4 p-F-Ph H H CHCH(CH:» Bz H H F OH
XXVIH-47-5 p-F-Ph H H CH:Ph Bz H H F OH
XXVil-47-6 p-F-Ph H H {Hymdol-33yl Bz H H F OH
XXVHI47-7 p-F-Ph H H C(HXLHSCH; B H H F OH
XXVHI-47-8 p-FPh * H * Bz H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXVI-48.

Ne R R? R¥™ R R R R X Y
XXVIIl-481 pCl-ph H H H B, HH T OH
XXVil-48-2 p-Cl-Ph H H CCHs Bz H H F OH
XXVHIE-48-3 p-CI-Ph H H  CH(CH) Bz H H F OH
XXVIil-48-4 p-Cl-Ph H H CHCH(CH), Bz H H F OH
RXVIHE-48-3 p.Cl-Ph H H  CHPh Bz H H F OH
XXVHI-48-6 p-Cl-Ph H H CHs-indol-3+i Bz H H F OH
XXVHIA48-7 p-Cl-Ph H H CHCHSCHs Bz H H F QH
XXVHI-4838 p-Cl-Ph * H ¥ Bz H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX V149,

No R R® R% R¥ R RP R® X Y
XXViI-49-1 p-Br-Ph H H H Bz H H F OH
KXVHI-45-2 p-Br-Ph H H G Bz H H F COH
XXVHI-49-3 p-Br-Ph H H  CH(CH;) Bz H H F Q¢CH
XXVII494 p.BrPh H H CHCHCH), Bz H H F OH
XXVi-49-8 p-Br-Ph H H CHPh Bz H H F OH
XEXVIH-49-6 p-Br-Ph H H Cheendol-3l Bz H H F OH
XXViI-49-7 p-Br-Ph H H CHCHSCHs B H H OF OH
XXViIl-498 p-Br-Ph * H * Bz H H F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXVII-50.
Nz R R* R® R¥ R PR X Y
XXVHI-50-1 p-i-Ph H H H Bz H H F ¢OH
XXVHI-56-2 p-I-Ph H H O Bz H H F ¢OH
XXVIIE-50-3 pIPh H H  CH(CH:), Bz H F OH
XXVHIL-E6-4 pIPh H H CHCHCH:): Bz H H F OH
XXVIH-56-5 pl-Ph H H  CHPh Bxr H H F OH
XXVEHE-S6-6 p-I-Ph H H  CHpindol-3-yl Bz H H F OH
XXVHI-S0-7 p-I-Ph H H CHXCH:3CH; Bz H H F OH
XXVHI-S0-8 p-I-Ph * H * Bz H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,

O

R
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Table XXIX-1.

Ne R' R* R® R® R* R R X Y

XXiX-1-1 CH: H H H CH: H CH; F OH
XXIX-1-2 CH: H O H  CHs CH: H CH; F OH
XXiX-1-3 CH; H H CH(CH;:): CH; H CH: ¥ OH
XXiX-1-4 CH; H H CHCH(CH;p CH: H CH: F OH
XXIX-1-5§ CHs H H CHyPh CH: H CH: F OH

XXIX-1-6 CHls H H  CHeemdol 3wl CH: H CH: F OH
XXIX-1-7 CHs H H CHCH:SCH: CH: H O CH: F OOH
XXiX1-8 CHy * H  * CH. H CH; F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-2.

Ne R R R® R® R R’ R X Y
XXIX-2-1 0t 0 H o CH; H Ci: F OH
XXIX-22 Bt H H CH CH; H Ci: F OH
XXIX-2-3 Bt H H  CH(CH:), CH; H CH: F OH
XXIX-2-4 Bt H H CHCHCH), (H: H CH, F OH
XXIX-2-5 Bt H H CH.Ph CH, H CH, F OH
XXIX-2-6 Bt H H CHsindol3+] CH; H CH; F OH
XXIX-2-7 Bt H H CHCH,SCHs CH; H CH; F OH
XXIX-2-8 Bt * H * CH; H CH: F OH

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

Table XXIX-3.

Ne RTRERE RS R R X Y
XXIX-31 pr H H H CH: H CH: F OH
XXIX-3-2 Pr H H CH CH; H Cik F OH
XXIX-3-3 Pr H H CH(CH:) CH; H CH; F OH
XXIX-3-4 Pr H H CHCHCH), € H CH, F OH
XXIX-3-5 pr H H CHpPh CH: H CH, F OH
XXIX-3-6 Pr H H  CHeindol3+1 CH; H CH; F OH
XXIX3-7 Pr H H  CHCHSCH: CH; H CH; F OH
XXIX-3-8 Py * H ¥ CH; H CHs F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIX-4.

Ne R' R* R% R® R R R X Y

XXiX-4-1 By H H H CH; H CH: F OH
XKXIX4-2 Bu H H CHs CH; H CH: F OH
XXiX-4-3 By H H CHCH:): CH: H CH: F OH
XXiX-44 By H H CHOH{(H:: CH: H CHs F OH
XXiX-4-5 Bu H H CHPh CH: H CHs F CH
XXIX-4-6 By H H ChHyandol3wt CHs H CHs F OH
XXIX4-7 ‘Bu H H CHORSCH: (CH: H CH: F OH
XXiX-4-8 Bu * H * CHs H CHs F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-5.

=

Ne R RI R® R® R R R XY
XXIX-5-1 ph H H H Ci U Ci: F OH
XXIX-5-2 Ph H H Ci: C; H CH: F OH
XXIX-5-3 Ph H H CH(CHy), CH; H CH: F OH
XXIX-5-4 Ph H H CH:CHCHy), CH, H CH:, F OH
XXIX-33 Ph H H CHPh CH, H CH: F OH
XXIX-56 Ph H H CHyeindol341 CH; H CH; F OH
XXIX-57 Ph H H CHCHSCH: CH; H CH: F OH
XXIN-5-8 ph * H % CH; H CH: F OH

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

Table XXIX-0.

Ne R’ R? R*™ R® R R R X Y

XXiX-6-1 p-Me-Ph H H H CHy H CH: F OH
XXIX-6-2 p-Me-Ph H H (Hs CHy H CH; F OH
XXIX-6-3 p-Me-Ph H H CH{CH:): CH; H CH; F OH
XXIX-6-4 p-Me-Ph H H CHCH({CH:): C€H; H CH; F OH
AXIX-6-3 p-Me-Ph H H CibPh CHy H CH; F OH
AXXIX-6-6 p-Me-Ph H H CHyindol-331 CH; H CH;: F OH
XXIX-6-7 p-Me-Ph H H CHXCHSCH: CHy H CH: F OH
XXIX-6-8 p-Me-Ph * H % CHs H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIX-7

Rl

No R* R™ R¥ R R® Rf XY
XXIX-7-1 pF-Ph H H H CH: H CH; F OH
KXIX-7-2 p-F-Ph H H  COHs CH: H CH:; F OH
XXIX-T7- p-F-Ph H H  CH(CH:;) CH: H CH: F OH
XXIX-7-4  p-F-Ph H H CHCH(CH:): CHs H (CH; F OH
XXIX-7-6  p-F-Ph H H C(HyPh CHs H CH; ¥ OH
XXIX-7-7 p-F-Ph H H CHewmdol3yl CHs H CHs F OH
XXIX-7-8 p-F-Ph H H CBCHSCH: O H CH; F GH
XXIX-7-286 p-F-Ph * H * CH H CH: F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXIX-&

Nz R! R? R® R R? B R X Y
XXIX-8-1 p-Cl-Ph H H H CH: H Ciz; F OH
XXIX-8-2 p-Cl-Ph H H (i CH: H Ciz; F OH
XXIX-83 p-Cl-Ph H H  CH(CH:) CH, H CH: F OH
XXIX-8-4 p-Cl-Ph H H CHLCHCH) CH H CH F OH
XXIK-8-5 p-Cl-Ph HOH CHuPh CHy H CH, F OH
XXIX-8-6 p-Cl-Ph H H CHpindol-3-yl CH: H CH; F OH
XXIX-8-7 p-Cl-Ph H H CHXCH,SCH; CH; H CH; F OH
XXIX-3-8 pCl-Ph * H * CH;, H CH; F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXIX-9.

Ne gl R? R R® R* R® R X Y
XXIXN-91  p-B-Ph H H H CH, H i F U OH
XXIX-9-2 p-BePh H I CIL CH; H CH, F OH
XXIX-9.3 p-Br-Ph H H  CH(CH) CH, H CH, F OH
XXIX-9-4 pBrPh H H CHCHCH) CH H CH F OH
RXIX-5-6  p-Br-Ph H H CHPb CH; H (CH:; F OH
XXIX-9-7  p-Br-Ph H H  CHe-indol3-y1 CH; H CH; F OH
XXIX-9-8 p-Br-Ph H H CHCHSCH, CH; H CHs F QOH
XXIX-9-28 p-Br-Ph * H * CH: H CH:; F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIX-10.

Ne R R* R* R R* R R X Y

XXIX-16-1 pl-Ph H H H CH: H (H; OH
KXIX-16-2 pJ-Ph H H  CHs CH: H CH; F OH
XXIX-16-3 p-I-Ph H H CH(CH:): {H;: H CH; F OH
XXIX-104 p-I-Ph H H CHCH(CHs) CH:s H CH:; F OH
XXIX-18-5 p-I-Ph H H CHPh CH: H CH: F OH
XXIX-16-6 p-i-Ph H H  CHeeindol-3wt CH: H O CH: F OH
XXIX-16-7 p-I-Ph H H CHCHSCH: Gl H O CHs FOOH
XXIX-10-8 pI-Ph * H CH: H CH; F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-11.

B

Ne R’ R R® RY R R XY
XXIX-11-1 CH, H H H Bt H Cik F OH
XXIX-11-2 CH: H H i Bt H CH: F OH
XXIX-11-3 CH: H H  CH(CH) Bt H CH; F OH
XXIX-11-4 CH; H H CHCH({CH;), Et H CH; F OH
XXIX-11-5 CH; H M CH.Ph B OH CHy F OH
XXIX-11-6 CH: H H  (Hpindob3+l Et H CH; F OH
XXIX-11-7 CHy H H CHCH,SCH, Bt H CH: F OH
XXIN-11-8 CH; * H * Bt H CH: F OH

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

Table XXIX-12

Ne RY R* R® R® R* RP R X Y

XXIX-12-1 Bt H H H Ete B CH, F OH
XXiX-12-2 Bt H H CHs Et H CH; F OH
XXiX-12-3 Bt H H CH(H) Et H CH; F OH
XXIX-12-4 Bt H H CHCH(CH;; Et H (H; F OH
XXIX-12-8 Bt H H CHPh EE H CH; F OH
XXiX-12-6 Et H H (Hy-indol3l Et H CH; F OH
XXIX-12-7 Bt H H CHCH,SCH: Et H CHy F OH
XXiX-12-8 Bt * H ¥ Et H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-13

Rl

Ne R* R¥™ R R* P R® X Y

XXiX-13-1 Ppr H H H Et H CH, F OH
XXIX-13-2 pr H H  CHs Ete H CH: F OH
XXIX-13-3 pr H H CH(CH:) Et H CH; F OH
XXiX-134 Pr H H CHCH(CH:, Et H CH: F OH
XXIX-13-5 Pr H H CH:Ph B H H F CH
XXIX-13-6 Pr H H CHeindol3wi Et H CH; F OH
XXIX-13-7 'pr H H CHCHSCHs Et H CH; F COH
XXIX-13-8 pr * H % Et H €H: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-14.

=

Ne R! R® R® R® R" R R® X Y

XXIX-14-1 Bu H H H Et H CH: F OH
XXIX-14-2 Bu H H CH Et H CH: F OH
XXIX-14-3 Bu H H CH{CH) Ft H CH: F OH
XXTX-14-4 By H H CHCH(CH;) Bt H CH: F OH
XXIX-14-5 By H H CHPh Bt H CH: F  OH
XX1X-14-6 By H H CHpindol-3- Et H CH: F OH

vi

XXIX-14-7 Bu H H CHCHSCH Et H CHs F  OH
XXIX-14-8 Bu H = Et H CH, F OH

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

Table XXIX-15,

Ne R' R R® OR® R R R X ¥
XXIX-15-1 Ph H H H Ft H CH; F OH
XXIX-153-2 Pph H H (i B H Ci; F OH
XXIX-15-3 Ph H H CH{CH:)» Ft H CH; F OH
XXIX-154 Ph H H CHCH(CH:p. Ht H CH: F OH
XXIX-15-5 Ph H H CH;Ph Bt H CH: F OH
XXIX-15-6 Ph H H CHymdol3wl Et H CH: F OH
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Ne RY R* R® RP R'" R R X Y
XXIX-157 Ph H H  CHCHSCH; Et H (CH; FOOH
XXiX-15-8 Ph * H * Et H CH; F OH

*R* and R joined together by {CHz)s to form five-membered ring.

Table XXIX-16,

Ne R! R R® R® R* B R X Y
XXIX-16-1 p-Me-Ph H H H Ete H CH: F OH
AXIX-16-2 p-Me-Ph H H CH: Et H CH: F OH
XXIX-16-3 p-Me-Ph H H  CH(CH:), Et H CH; F OH
XXIX-16-4 p-Me-Ph H H CHCH{CH), ¥t H CH, F OH
XXIX-16-5 p-Me-Ph H H CH:Ph B H (CH; F OH
XXIX-16-6 p-Me-Ph H H CHendol-3vl Bt H CH: F OH
XXIX-16-7 p-Me-Ph H H CHCHSCH: B H CHs F OH
XXIX-16-8 p-Me-Ph * H * Bt H CH. F OH
*R* and R* joined together by {(CHa)s to form five-membered ring.
Table XXIX-17.

MNe R R* R*® R® R" R R* X Y
XXIX-17-1 p-F-Ph H H H Ete H CH: F OH
XXIX-17-2 p-F-Ph H H CHs ¥t H CH: F OH
XXIX-17-3 p-F-Ph H H  CH(CH:) Bt H CH. F OH
XXIX-17-4 p-F-Ph H H CH:CH(CH;), Ft H CH; F OH
XXIX-17-5 p-F-Ph H H  CHPh B H (CH: F OH
XXIX-17-6 p-F-Ph H H  CHemdol-3-yl Et H CH: F OH
XXIX-17-7 p-F-Ph H H CHXCH,SCHs Ht H CHs F OH
XXIX-17-8 p-F-Ph * H * Et H CH: F OH
*R? and R* joined together by (CHz)s to form five-membered ring,
Table XXIX-18.

MNe R B R R R ¥ R X Y
XXIX-18-1 pCl-Ph H H H 7t H CHy F OH
XXIX-18-2 o-Cl-Ph H H {H; Bt H CH; F OH
XXIX-18-3 p-Cl-Ph H H  CH(CH:): Et H CH: F OH
KXiX-18-4 p-Cl-Ph H H CHLCH(CH:), Bt H CH: F OH
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Ne R! R R® R R" F R X Y

XXiX-18-5 p-Cil-Ph H H CibPh Et H CH; F OH
XX1X-18-6 p-Ci-Ph H H CHe-indol-3-y1 Et H CHy F OH
XXIX-18-7 o-Cl-Ph H H CHCHSCH, Bt H CHy F OH
XX1X-18-8 p-Cl-Ph * H * Bt H CHs F OH

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

Table XXIX-19

Ne R R* R® R® R B R X Y
XXIX-19-1 p-Br-Ph H H H Et H (CH; F OH
XXIX-19-2 p-Br-Ph H H CHs Bt H CH; F OH
XXIX-19-3 p-Br-Ph H H  CH{((Hshy Bt H CHy F OH
XXIX-19-4 p-Br-Ph H H  CCH{CH:), E H CHs F OH
XXIX-19-5 p-Br-Ph H H CH:Ph Et H CH; F OH
XXIX-19-6 p-Br-Ph H H Chb-indol-3-y1 Et H CHs F OH
XXIX-19-7 pBr-Ph H H CHCHSCH, Et H CH: F OH
XXIX-13-8 p-Br-Ph * H ¢ Et H CH; F OH
*R? and R joined together by (CHz): to form five-membered ring.
Table XXIX-20

Mo R R? R OR® R R RS XY
XXIX-26-1 p-I-Ph H H H Et H CH:; F OH
KXIX-26-2 p-3-Ph H O H  CHs Et H CH; F OH
XXIX-26-3 pJ-Ph H H CH{CH;) B H CH; F OH
XXIX-26-4 p-l-Ph H H  CHCH(CH:), kE H CHs F OH
XXIX-20-5 p-l-Ph H H CHPh EE H CH: F OH
XXIX-20-6 p-I-Ph H H CHeindol3-y1 Et H CH: F OH
XXIX-26-7 p-IPh H H  CHCHSCH: Bt H OCH: F OOH
XXIX-26-8 p-I-Ph * H * EE H CH: F OH

*R2 and R* joined together by (CHz)s to form five-membered ring,

Table XXIX-21.

o r! R? R™ R® R* R? R° X Y
XXIX-23-1 CH: H H H Pr H CH;y F OH
XXiIx-21-2 CH; H #H CH; Pr H CH; F OH
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Ne R R RY R R R X Y
XXIx-21-3 Cik W H  CH(CiTy, Pr 0 Ci T Oi
XXIX-21-4 CH: H H CHCH(CH:); Pr H CH:; F OH
XXIX-21-8 CHk H H  CHPh Pr H CH: F OH
XXIX-21-6 CH: H H  CHeindol3yl Pr H CH, F OH
XXIX-21-7 CH: M H  CH.CHSCH; Pr H CH, F OH
KXIX-21-8 CHs * H * Pr H CH, F OH

*R2 and R joined together by (CTz): to form five-membered ring.

Table XXIX-22.

)

N R R R®™ R™® R R R® X Y

XXIX-23-1 Bt H H H Pr H CH; F OH
XXIX-22-2 Bt H H CHs Pr H CH; F OH
XXIX-22-3 Bt H H CHECH:): Pr H CH; F OH
XXI1X-22-4 Et H H CHCH({CH:»: Pr H CH: F OH
XXIX-22-5 Bt H H CHPh Pr H CH: F 0OH
XX1X-22-6 Tt H H  CHemdol-3-y1 Pr H CH: F OH
XXIX-22-7 Bt H H CHECHSCH; Pr H O CH; FOOH
XXiX-22-8 Et * H * Pr H (H; F OH

*R? and R* joined together by (CHi) to form five-membered ring,

Table XXIX-23.

-y

Ne R' R* R® R® R* R" R X Y
KXIX-23-1 pr H H H Pr H CH; F OH
XXIX-23-2 Ppr H H CHs Pr H CH; F OH
XXIX-23-3 pr H H CH(CH:) Pr H CH; F OH
XXIX-23-4 Pr H H CHRCHCH) Pr H CH, F OH
XXI¥X-23-5 pr H H CH:Ph Pr H (H; F OH
XXIX-23-6 Pr H H  CHp-indol-341 Pr W (I F OH
XXIX-23.7 Pr H H CHCHSCH; Pr H CH; F OH
XXIX-23-8 pr * H ¥ Pr H CH; F OH

*R? and R™ joined together by (CH:): to form five-membered ring.
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Table XX1X-24

Rl

Ne R? R™ R%™ R RF R® X Y

XXiX-24-1 By H H H Pr H CH:; F OH
KXIX-24-2 Bu H H  (CHs Pr H CH: F OH
XXIX-24-3 By H H CH((H:)» Pr H CH: F OH
XXiX-244 By H H CHXCH{CH:): Pc H CH: F OH
XXiIX-24-5 Bu H H CHPh Pr B CH:s F OH
XXIX-24-6 By H H CHenpdol3-l Pr H CH: T OH
XXIX-24-7 By H H CHCHSCH: Pr H CH: F OH
XX1X-24-8 Bu H * Pr H CH:s F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-25.

Ne R RY R® R® RO R X ¥
XXIX-25-1 Ph o H H Pr 0 CH; F OH
XXIX-25-2 Ph H H CH ‘Pr H CH; F OH
XXIX-25-3 Ph H H CH(CH:) Pr H CH: F OH
XXIX-25-4 Ph H H CHCH(CH:), Pr H CH, F OH
XXIX-25-5 Ph H H  CHpPh Pr H CH. F OH
XXIX-25-6 Ph H H CHyeindol-3-t Pr H CH; F OH
XXIX-257 Ph H H CHCHSCH; Pr H CH; F OH
XXIN-25-8 Ph * H * Pr H CH; F OH

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

Table XXIX-26.

Ne it B RT RV R R X Y
XXIX-26-1 p-MePh H H H Pr H CH;, F OH
XXIX-26-2 p-Me-Ph H H (I Pr H CH; F OO
XXIX-26-3 p-MePh H H CHCH): Pr H CH; F OH
XXIX-26-4 p-Me-Ph H H CHCH(CH:). Pr H CH; F OH
XXIX-26-5 p-Me-Ph H H CHPh Pr H CH; F OH
XXIX-26-6 p-Me-Ph H H CHreindol-3-yl Pr H CH; F OH
XXIX-26-7 p-MePh H H CH:XCHSCH: P+ H CH; F OH
XXIX-26-8 p-Me-Ph * H ¢ Pr H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XXIX-27

Rl

Ne R’ R™% R¥ R RP R® X VY

XXIX-27-1 p-F-Ph H H H Pr H CH: F OH
KXIX-27-2 p-F-Ph H H COHs Pr H i F OH
XXIX-27-3 p-F-Ph H H CH(CH:): Pr H Ci: F OH
XX1X-27-4 p-F-Ph H H C(HCH({CH:): Pr H CH; F OH
XXIX-27-5 p-F-Ph H H C(H.Ph Pr H CHs F OH
XXIX-27-6 p-F-Ph H H CHeindol3-1 Pr H CHs F OH
XXIX-27-7 pF-Ph H H CHCHSCH: Pr H CH: F OH
XXIX-27-8 p-F-Ph * H * Pr H CH: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-28.

Ne R R’ R* RO R R X Y
XXIX-28-1 p-Cl-Ph H H H Pr 0 CI; T OH
XXIX-28-2 p-Cl-Ph H H CH; Pr H CH; F OH
XXIX-28-3 p-CI-Ph H H CH(CH3) Pr H CH, F OH
XXIX-28-4 p-Cl-Ph H H CHCH(CH), Pr H CH; F OH
XXIX-28-5 p-Cl-Ph H H CH:Ph Pr H CH, F OH
XXI1X-28-6 p-Cl-Ph H H CHpindol-3yl Pr H CH; F OH
XXIX-28-7 p-Cl-Ph H H CHCHSCH; Pr H CH; F OH
XXIX-28-8 p-Cl-Ph * H ¥ Pr H CH; F OH

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

Table XXIX-29

Ne R R R¥ R R R RN Y
XXIX-29-1 pBr-Ph H H H Pr 0 CH: F OH
XXIX-29-2 p-Br-Ph H H CH; Pr H CH; F OH
XXIX-29-3 p-Br-Ph H H CH(CH:): Pr H C(H; F OH
XXIX-29-4 p-Br-Ph H H CHCH(CH), Pr H C(H; F OH
XXIX-29-5 p-Br-Ph H H CHPh Pr H CH; F OH
XXIX-29-6 p-Br-Ph H H CHeindol3wi Pr H CH; F OH
XXIX-29-7 p-Br-Ph H H CH.CH:SCH, Pr H CH; F OH
XXIX-29-8 p-Br-Ph * H * Pr H CH; F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-30.

Ne R R* R* R R* RO R* X Y

XXIX-36-1 pl-Ph H H H Pt H CH, F OH
KXIX-36-2 pJ-Ph H H  CHs Pr H CH: F OH
XXIX-36-3 p-I-Ph H H CH(CH:) Pr H CH; F OH
XX1X-30-4 p-I-Ph H H CHCH(CH:), Pr H CH: F OH
XXIX-30-5 p-I-Ph H H CHPh Pr H CH: F OH
XEIX-30-6 p-I-Ph H H  CHeendol-3wl Pr H CH: F OH
XXIX-36-7 p-l-Ph H H  CHERCHSCH: 'Pr B CHs F OH
XXIX-30-8 pI-Ph * H Pr H CHk F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-31.

B

Ne R R R® RY R R X Y
XXIX-31-1 CH: H H H By H CH; T OH
XXIX-31-2 CH: H H CHh By H CH; F OH
XXIX-31-3 CH; H H  CH(CHy), By H CH; F OH
XXTX-31-4 CH: H H CHCH(CH;), “By H (H; F OH
XXIX-31-5 CHy H H  CH.Ph gy H CH; F OH
XXIX-31-6 CH: H H  CHpindol34l 2By H CH; F OH
XXIX-31-7 CH; H H (HCH,SCH: 7By H CH: F OH
XXIX-31-8 CH, * H * "y H CH; F OH

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

Table XXIX-32

Ne RY R* R® R® R* R R* X Y

XXIX-32-1t Bt H H H "y H O CHs F OOH
XXiX-32-2 Bt H H CHs "By H (H; F OH
XXiX-32-3 Bt H H CH(H) "“Bu H CH; F OH
XXIX-32-4 Bt H H CHCH(CH:: "By H C(CH: F OH
XXIX-32-8 Bt H H CHPh "By H CH: F OH
XXIX-32-6 Bt H H (CHy-mdol-3yl "By H CH: F OH
XXIX-32-7 Bt H H CHCHSCH: "By H CH: F OH
XXiX-32-8 Bt * H ¥ "y H O CHs F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-33

Rl

Ne RI R R® R R XY
XXIX-33-1 Pr H H H "By H CH: F OH
XXIX-33-2 Pr H H CHs By H CH; F OH
XXIX-33-3 pr H H CH(CH:) By H CH; F OH
XXIX-334 Pr H H CH.CH{CH:, “By H CHs F OH
XXIX-33-5 Pr H H CH:Ph "Ry H CH: F OH
XXIX-33-6 Pr H H CHeindol3vl "Ba H CH: F OH
XXIX-33-7 pr H H CHCHSCH; "By H CH: F OH
XXIX-33-8 Pr * H ¥ "By H CH: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-34.

Ne R R RY R® RN R R® X Y
XXIX-34-1 By H H H "y 0 CH; FOH
XXIX-34-2 By H H CH; "y H CH; F OH
XXIX-34-3 By H H CH(CH:) "y H CH; F OH
XXTX-34-4 By H H CHLCHCH) "By H CH, F OH
XXIX-34-5 By H H  CHPh "By H CHy, F OH
XXIX-34-6 By H H CHpindol3-l "By H CH; F OH
XXIX-34-7 By H H CHCHSCH: "By H CH; F OH
XXIX-34-8 By * H ¢ "By H CH; F OH

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

Table XXIX-35.

Ne R RY RE R® R R R X ¥
XXIX-35-1 Ph H H H "By H CHh F OH
XXIX-35-2 Ph H H CH; "By H CH; F OH
XXIX-35-3 Ph H H CH(CH:) "By H CH; F OH
XXIX-35-4 Ph H H CHCHCH) "Bg H CH: F OH
XXIX-35-5 Ph H H CHPh "By H CH: F OH
XXIX-35-6 Ph H H CHyindol331 "By H CH: F OH
XXIX-35-7 Ph H H CH.CHSCH; "By H CH: F OH
XXIX-35-8 Ph * H ¥ "By H CH: F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-36.

No R R? R* R® r? R R X Y
XXIX-36-1 p-Me-Ph H H H "By H CH; ¥ OH
KXIX-36-2 p-Me-Ph H H (s By H CH; F OH
XXIX-36-3 p-Me-Ph H H CH{CH;) By H CH; F OH
XXIX-36-4 p-Me-Ph H H C(HCH(CH:). "Bu H CH: F OH
XXIX-36-5 p-Me-Ph H H CHPh My H CH: F OH
XXIX-36-6 p-Me-Ph H H CHewndol-3-yl "By H CH: ¥ OH
XXiX-36-7 p-Me-Ph H H CHCHSCH: "By H CH: F OH
XXiX-36-8 p-Me-Ph * H “Bu H CH; F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-37.

Nz R! R* R™ R® R B R X Y
XXIX-37-1 p-F-Ph H H H sy H CHs F OH
XXIX-37-2 p-F-Ph H H (Hs sy H Ci F OH
XXIX-37-3 p-F-Ph H H CH(CH:;): "By H CH:. F OH
XXIX-37-4 p-F-Ph H 8 CHCHCH:): "Ba H CH, § OH
KXIK-37-5 p-F-Ph H H  CHPh My H O CH, F OOH
XXIX-37-6 p-F-Ph H H  CHyindol-3-y1 "By H CH; F OH
XXIX-37-7 p-F-Ph H H CHXH:8CH; "By H CH; F OH
XXIX-37-8 p-F-Ph * H * By H CH; F OH
*R? and R* joined together by (CHa)s to form five-membered ring,

Table XXIX-38.

Ne gl R* R®™ R® Y B R X Y
XXIX-38-1 p(Cl-Ph H H H My H CH: F OH
XXIX-38-2 p-Cl-Ph H H (b By H (CH; F OH
XXIX-38-3 p-CI.Ph H H CH(CHy), By H CH; F OH
XXIX-38-4 p-Cl-Ph H H CHCH(CH:p “Bu H CH; F OH
XXIX-38-5 p-Cl-Ph H H CHPh My H CH; F OH
XXIX-38-6 p-Cl-Ph H H  CHeindol-3-l "By H CH: F OH
XRIX-38-7 p-Cl-Ph H H C(HXCH,SCH; "By H CH: F OH
XXIX-38-8 p-Cl-Ph * H % "My H CH: ¥ OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-39.

N R RRE RS FORRX Y
XXiX-3¢-1 p-Br-Ph H H H "Bg H CH: F OH
KXIX-39-2 p-Be-Ph H H Cib By H CH: F CH
XXIX-39-3 p-Br-Ph H H CH(CHsp "y H CH: F OH
XXIX-394 p-Br-Ph H H CHCH(CH:) "By H CH: F OH
XXIX-39-5 p-Br-Ph H H CHPb "By H CH: F OH
XXIX-39-6 p-Br-Ph H H CHemdol3t "By H O F OH
XXIX-38-7 p-Br-Ph H H CHUHSCHs "Bue H O F OOH
XXiX-39-8 p-Br-Ph H = "Bu H CH: F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXIX-40.

Ne R! RF R OR® ! r R XY
XXIX-46-1 pJ-Ph H H H My H CHz F OH
XXiX-48-2 p-I-Ph H H CHs My H CH; F OH
XXIX-46-3 pI-Ph H H  CH(CH): By H CH; F OH
XXIX-40-4 pI-Ph H H CHLCHCH) "By H CH F OH
KXIKA40-5 pi-Ph H O H  CHPh my H O CH; F o OH
XXIX-48-6 p-I-Ph H H  CHp-ndol-3-1 "By H CHy F OH
XXIX-46-7 p-Il-Ph H H CH(CH,SCH; "By H CH:y F OH
XXIN-40-8 p-Ph * H By H CH: F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1X-41.

Ne RTRRY RE R R XY
XXIX-4i-1 CH: H H H Bz H CH; F OH
XXix-41-2 CH: H #H CH; Bz H CH; F OH
XXIX-41-3 CH; H H  CH(CH:) Bz H CH: F OH
XXIX-41-4 CH; H H CHCHCH, Bz H CH: F OH
XXIX-41-5 CH: H H (CH:Ph Bz H CH:; ¥ OH
XXiX-41-6 CH: H H (CHe-mndol3+1 Bzx H (CH: F OH
XXIX41-7 CH: H H (CHXCH,SCH:; Bz H (CH: F OH
XXiX-41-8 CH; ¥ H * Bz H CH:; ¥ OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX1X-42

Rl

Y

Ne R* R*® R® R RR R® X Y

XXiX-42-1 Et H H H Bz H CH: ¥ COH
XXIX-42-2 Bt H H CH; Bz H CH: F OH
XXiX-42-3 Bt H H CHECH:): Bz H CH: F OH
XXiX-42-4 Bt H H CHLCH{(H:); Bz H CH: F OH
XXi1X-42-5 Bt H H CH:Ph Bz H CHs ¥ OH
XXIX-42-6 Bt H H CHrmdol3wl Bz H CHs F OH
XXIX-42-7 Bt H H CHCHSH; Bz H CH: F OH
XXiX-42-8 Et * H * Bz H CH: ¥ OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-43.

5

Ne R RY RV R® R R R XY
XXIX-43-1 pr H H H Bz 4 CH;, F OH
XXIX-43-2 Pr H H CH; Bz H CH; F OH
XXIX-43-3 Pr H H CH(CH:), Bz H CH; F OH
XXIX-43-4 Pr H H CHCH(CH), Bz H CH:. F OH
XXIX-43-5 Pr H H CHpPh Bz H CH, F OH
XXIX-43-6 Pr H H CHeindol351 Bz H CH; F OH
XXIX-437 Pr H H CH.CHSCH; Bz H CH; F OH
XXIX-43-8 Pr * H % Bz H CH; F OH

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

Table XXiX-44.

7

=

Ne R’ R’ R” R® R R° R X Y
XXIX-44-1 By H H H Bz H CH: F OH
XXIX-44-2 By H H CH Bz H CH; F OH
XXIX-44-3 By H H CH(CH:) Bz H CH, F OH
XXIX-44-4 Bu H H CHCHCH:): Bz H CH F OH
XXIX-44-5 By H H CHPh Bz H CH; F OH
XXIX-44-6 By H H CHpeindol3st Bz H CH: F OH
XXIX-44-7 By H H CHCH.SCH: Bz H CH: F OH
XXIX-44-8 By * H ¥ Bz H (H, F OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX1X-45.

£

No RRITRETR® RORRTXY
XXIX-45-1 Ph H H H Bz H CH: F OH
XXIX-45-2 Ph H H CHs Bz H CH: F OH
XXIN-453 Ph H H  CH(CHs): Bz H CH: F OH
XXIX-45-4 Ph H H CH.CH(CH:);, Bz H CH: F OH
XXIX-45-5 Ph H H CHPh Bz H CH: F OH
XXIX-45-6 Ph H H CHeindol3wl Bz H CHs F OH
XXIX-457 ph H H CHCHSCH; Bz H CH; F OH
XXIX-45.8 Ph * H * Bz H CH: F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXIX-46.

Nz R! R* R* RP R R RS X Y
XXIX-46-1 p-Me-Ph H H H Bz H CH: F OH
XXI1X-46-2 p-Me-Ph H H CHs Bz H CH: F OH
XXIX-46-3 pMePh H H  CH(CH): Bz H CH; F OH
XXIX-46-4 p-Me-Ph H H CHCH(CH:): Bz H CH; F OH
XXIK-46-3 p-Me-Ph H H CHpPh Bz H CH; ¥ OH
XXIX-46-6 p-Me-Ph H H  CHpindol-3-y1 Bz H CH; F OH
XXIX-46-7 p-Me-Ph H H CHCH:SCH; Bz H CH; F OH
XXIX-46-8 p-Me-Ph H * Bz H CH; F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1X-47.

Ne gl R? R R® R* R® RS X Y
XXiX-47-1 p-F-Ph H H H B H CH: F OH
XXIX-47-2 p-F-Ph H H (H Bz H CH; F OH
XXI1X-47-3 p-F-Ph H H CH(CH:) Bz H CH; F OH
XXTX-47-4 pFPh H H CHCH(CH). Bz H CH, F OH
XXIX-47-5 p-F-Ph H H CHPh Bz H CH; F OH
XXIX-47-6 p-F-Ph H H CH-indol-3-yl Bz H CH; F OH
XRIX-47-7 p-F-Ph H H CHXCH8CH: Bz H CH: F OH
XXIX-47-8 p-F-Ph * H * Bz H CH: F OH

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

2980901-1

- 586 -

Gilead Exhibit 2029

PGR2023-00046 - Page 00589



(%]

Docket No. 60137.0034USU1

Table XX1X-48&.

No R R R* R® R* R® R° X Y
XXix-48-1 pCl-Ph H H H Br H CH;y F OH
KXIX-48-2 p-Cl-Ph H H CHs Bz H CH; F OH
XXIX-48-3 p-Cl-Ph H H CH{CHi): Bz H CH, F OH
XXIX-484 p-Cl-Ph H H CHCH({CH:;p Bz H CH: F OH
XXIX-48-5 p-Cl-Ph H H CH:Ph Bz H CH: ¥ OH
XEIX-48-6 p-Ci-Ph H H  CHemdol3-yl Bz H CH: F OH
XXIX-48-7 p-Ch-Ph H H CHUHESCH; Bz H O CH, FOOH
XXIX-48-8 p-CI-Ph * H * Bz H CH; F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XX1X-49

Nz R! R* R* RP R* R R° X Y
XXiX-49-1 p-Be-Ph H H H Bz H CH; F OH
XXIX-49-2 p-Br-Ph H H CH; Bz H CH: F OH
XX1X-49-3 p-Br-Ph H H CH(CHsp Bz H (CH:, F OH
XXIX-49-4 p-Br-Ph H H CHCH{CH:» Be H CH; F OH
XXIK-49-3 p-BrPh H H  CHPh Bz H CHy F QOH
XXIX-49-6 p-Br-Ph H H Chpmdol-3-yl Bz H CHy F OH
XXIX-49-7 p-Br-Ph H H CH{H,SCH; Bz H CHk F OH
XXIX-49-8 p-Br-Ph * H * Bz H CH;: F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XX1X-50.

Ne RR R R R R X Y
XXIX-56-1 pI-Ph H H H Bz H CHy F OH
XXIX-56-2 p-I-Ph H H (i Bz H CH;y F OH
XXIX-56-3 pIPh H H CH(CH) Bz H CH: F OH
XXIX-50-4 p-I.Ph H H CHCHCH) Bz H CH. F OH
RXIX-86-5 p-l-Ph H H  CHoPh Bz H CH: F OH
AXIX-30-6 p-I.Ph H H (CHe-indol-3-yi Bz H CH; F OH
XRIX-56-7 p-Il-Ph H H CHCH,SCH; Bz H CHy F OH
XXIX-56-8 p-I-Ph * H * Rz H CH: F OH

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

Table XXX-1.

Ne RT R RY R R R R XY
XXX-11 i U H | CH; ¥ F H oH
XXX-1-2 CH: H H CH CHs H F H OH
XXX-1-3 CH, H H  CH(CH:), CHy H F H OH
XXX-1-4 CH: H H CHCH(CH:), CH, H F H OH
XXX-1-5 CH: H H CH.Ph CH, H F H OH
XXX-1-6 CH: H H  CHyindob3y1 CHs H F H OH
XXX-17 CH; H H CHCHSCHs CH; H F H OH
XXX-1-8 CH: * H * CH: H F H OH

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

Table XX X-2.

Ne T R R® R® R B R X Y
XXX.21 Bt H H H CH; H F H OH
XXX-2-2 Bt H H I ClL I F H OH
XXX-2-3 Bt H H  CHCH:), CH: H ¥ H OH
XXX-2-4 Bt H H CHCHCH) CH H F H OH
XXX-2-8 Bt H H CHPh CH, H F H OH
XXX-26 Bt H H CHeindol35l CH; H F H OH
XXX-27 Bt H H CHCHSSCH: €H; H F H OH
XXX-2-8 Bt * H * CH: H F H OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XX X-3.

B rRY R* R® R® R* R R X Y
XXX-3-1 Pr H H CH; H F H OH
XXX-3-2 pr H H CHs ¢ H F H OH
XXX-3-3 pr H H CH(CH:) CH: H F H OH
XXX-3-4 Pr H H CHCHCH:)» CH: H F H OH
XXX-3-5 Pr H H CHPh CH, H F H oH
XXX-3-6 Pr H H (Heindol-3v1 CH; H F H OH
XXX-3.7 pr H H CHCHSCH; (H;, H F H OH
XXX.3.8 Ppr * H % (H; H F H OH

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

Table XX X-4.

Ne rRYRY R® RP R R R" XY
XXX-4-1 By H H H CH; H F H OH
XXX-4-2 Bu H H CH; CH; H H OH
XXX-4-3 Bu H H CH(CH:) CH; H F H OH
XXX-4-4 By H H (HCHCH)»: CHs H F H OH
XXX-4-5 By H H C(Hph (Hs H F H OH
XXX-4-6 By H H (H-indol3y1 (H; H F H OH
XXX-4-7 Bu H H CHLCHSCH: H; H F H OH
XXX-4-8 By * H * (H, H F H OH

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

Table XX X-5.

Ne R' R R® R©® R R R X Y
XXX-51 Ph H H H CH;, H F H OH
XXX-5-2 Ph H H CH; CH: H F H OH
XXX-53 Ph H H  CH{CH:: CH: H F H OH
XXX-54 Ph H H CHCH(CH), CH: H F H OH
XXX-5-5 Ph H H CHpPh CH: H F H OH
XXX-3-6 Ph H H CHpindol3-1 CH; H F H OH
XXX-5.7 Ph H H CHCHSCH: CHs H F H OH
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Ne RY R

R*

E{Sb

R4

Ed

RJ

R®

XY

XXX-5-8 Ph *

181

*

CHs

H

F

H OH

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

Table XXX-6.

Ne R R* R® R¥® R* R R X Y

XXX-6-1 p-Me-Ph H H H CH; H F H OH
AXX-6-2 p-Me-Ph H H CH; CH; H F H OH
XXX-6-3 p-Me-Ph H H CH(CHL), CH; H F H OH
XXx-6-4 p-Me-Ph H H CHXCH(CCH;), CH; H F H OH
XXX-6-5 p-Me-Ph H H CHoPh CH: H F H ©H
XXX-6-6 p-Me-Ph H H CHemndel3wl CH: H O F H OH
XXX-6-7 p-Me-Ph H H CHCHSCH; CH: H F H OH
XXX-6-8 pMe-Ph * H * CH: H F H OH

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

Table XXX-7.

P

Ne R R R¥ R® Rf R R X VY
XXX-7-1 pF-Ph H H H Cib H F H o
XXX-7-2 pF-Ph H H CH CH; H F H oH
XXX-7-3  p-F-Ph H H  CH(CH3) CH; H F H OH
XXX-7-4 pF-Ph H H CHCH(CH), CHs H F H OH
XXX-7-6 p-F-Ph H H  CH:Ph CH;, H F H OH
XXX-77 pFPh H H CHyeindol3vl CH; H F H OH
XXX-7-8 pF-Ph H H  CHCHSCH; CH; H F H OH
XXX-7-20 pF-Ph * H ¥ CH; H F H OH

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

Table XXX-8.

Ne R’ R RT RV R® R R" X Y
XXX-81 p-Cl-Ph H H H CHi H F H OH
XXX-8-2 p-Cl-Ph H H C(H; CH; H F H OH
XXX-8-3 p-CI-Ph H H CH{CH;) CHy H F H OH
XXX-8-4 p-Cl-Ph H H CHCH(CH). CH; H F H OH
XXX-8-8 p-Cl-Ph H H CHpPh CHs H F H OH
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Ne R R* R® R® R" R R X Y

XXX-8-6 p-Ci-Ph H H CHpindol-3-yl CH; H F 0 0H
XXX-87 p-Cl-Ph H H CHCHSCH; CH; H F H OH
XXX-88 p-Cl-Ph * H * CH: H F H 0OH

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

Table XXX-9.

Ne R R R®™ R™ R* R R X Y

XXE-S-1 p-Br-Ph H H H CH: H F H OH
XXXRS9-2 p-Br-Ph H H CH; CH: H F H OH
XXX-9-3 p-Br-Ph H H CH{H:: CH: H F H OH
XXX-94 p-BrPh H H CHCHCH:): O H F H OH
XXX-9-6 p-Br-Ph H H CHoPh CHs H F H OH
XXX-9-7 p-BrePh H H Cho-ndol-3-yl H: H F H OH
XXX-9-8 p-Br-Ph H H CHCHSCH. CH; H F H OH
XXX-8-20 p-Br-Ph * H C: H F H OH

*R? and R joined together by ({CH2)s to form five-membered ring,

Table XXX-10.

Me R R? R® R R* R R X Y

XXXE-16-1 p-l-Ph H H H CH; H F H OH
XXX-16-2 p-I-Ph H H  CHs CH; H F H OH
KXX-18-3 p-I-Ph H H  CH{CH:): Cd; H F H OH
KXX-104 p--Ph H H  CHCH(CH;), CH H O F H OH
XXX-10-5 p-I-Ph H H  CHbPh CHs H F H OH
XXX-10-6 p-I-Ph H H Chmdol-3-yi CH: H F H OH
XXX-10-7 p-I-Ph H H CHCHSCHs CHs H F H OH
XXX-10-8 p-I.Ph * H * CH: H F H OH

*R2 and R joined together by (CHz)s to form five-membered ring,

Table X2(X-11.

MNe R! R® R*® R® RY R° R® X Y
XX¥-11-1 {H; H H H £t H F H OH
XXX-11-2 (H; H H CH; Bt H F H OH
XXX-131-3 CH; H H  CH{CH:)» Bt H F H OH
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Ne R' R R® R® R' RF R X Y

XXX-134 Cib H H CHIRCKCIH:)R, Et H OF O OH OH
XXX-188 CH; H H CH:Ph Et H F H OH
XXX-13-6 CH; H H CHoandol-3-yl Bt H F H OH
AXX-11-7 CHy H O H O CHCHSCH; Et H OF H OH
XXX-11-8 CH;, * H ¢ EE H F H OH

*R2 and R* joined together by (CHz)s to form five-membered ring.

Table XXX-12.

=

o R' R® R™ R® R" R® R* X Y
XXX-12-1 Bt H H H B H F H OH
XXX-12-2 Bt H H CHs B H F H OH
XXX-12-3 Et H H CH(CH: EE H F H OH
XXX-124 Et H H CCHOCHCH:)», E H F H OH
XXX-12-5 Et H H (HPh Et H F H OH
XXX-12-6¢ Bt H H (Ib-ndol-3-y Bt H F H OH
XXX-12-7 Bt H H CHRCHSCH: E H F H OH
XXX-12-8 B2 * H * EE H F H OH

*R? and R joined together by (CHap to form five-membered ring.

Table XX X-13.

o R' R? R®™ R™ RY R° R* X Y
XXX-13-1 P+ H H H Ft H F H OH
XXX-13-2 pr H H  CHs B H F H OH
XXX-13-3 Pr H H CH(CH:k E H F H OH
XXX-134 ‘pr H H CHCHCH:) E H F H OH
XXX-13-5 pr H H CHPh Bt H F H OH
XXX-136 Pr H H C(Hyeindol3] Bt H F H OH
XXX-13-7 pr H H CICIRSCH:; Bt H F H oH
XXX-138 pr * H ¥ Bt H F H OH

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

Table XX X-14,

No Rl R}’ Rﬁi i R? b

R R R X Y

KKX-14-1 Bu H H H
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Ne K R* R® R® R B R X Y
XXX-14-2 ‘Bu H H CHa Et H F H OH
XXX-14-3 By H H CHCH), BB H F H OH
KEXK-14-4 By H H CHCH(CH:); Et H F H OH
XXX-14-8 Bu H H CH>Ph H H F H OH
AXX-14-6 By H H CHy-indol-341 Ft H ¥ H OH
AENX-14-7 ‘Bu H H CHLCH,SCH; Ft H F H OH
KEX-14-8 Bu * H * Bt H ¥ H OH
*R? and R* joined together by (CHa): to form five-membered ring,

Table XXX-15

Ne R' R? R® R® R* R® R* X Y

XKXX-15-1 Ph H H H E H F H OH

XXX-15-2 Ph H H CHs EE H F H OCH

XXX-15-3 Ph H H CH(CH:) Bt H F H OH

XXX-15-4 Ph H H CHICH(CH). Bt H F H OH

XXX-15-8 pp H H CHPh B H F H OH

XX¥156 Ph H H CHywmdol3l Et H F H OH

XX¥157 Ph H H CHCH.SCH: Ft H F H OH

XXX-15-8 Ph * H * Bt H F H OH

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

Table XXX-16.

Ne R R R™ R" R R R ¥ Y
XXX-16-1 p-Me-Ph H H H B H F H OH
XXX-16-2 p-Me-Ph H H CHs gBE H F H OH
XXX-16-3 p-Me-Ph H H  CH(CH:p £FtE H F H OH
XXX-16-4 p-Me-Ph H H CHCHCH:)» Bt H F H OH
XXK-16-5 p-Me-Ph H H (HPh Et H F H OH
XXX-16-6 p-Me-Ph H H C(Heindol-3l Et H F H OH
XXX-16-7 p-Me-Ph H H CHCHSCH; Bt H O F H OH
XXX-16-8 p-Me-Ph * H * FrF H F H CH

*R? and R joined together by (CH2)s to form five-membered ring.
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Table XX X-17.

Ne R! RREOR® R RR X Y
XXX-17-1 p-F-Ph H H H Bt H F H OH
XXX-17-2 p-F-Ph H H CH: ¥t H F H OH
XXX-17-3 p-F-Ph H H CH(CH:) Ft H F H OH
XXX-17-4 pF-Ph H H CHCH(CH:» Et H F H OH
XXX-17-5 p-F-Ph H H CHPh ¥t H F H OH
XXX-17-6 p-F-Ph H H CHeindol341 Et H F H OH
XXX-17-7 pF-Ph H H CH.CH:SCH; Et H F H OH
XXX-17-8 p-F-Ph * H * Bt H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-18.

Ne R R* R® R® R" R°® R® X Y

XXR-18-1 pCl-Ph H H H BEH F H OH
XXX-18-2 p-Cl-Ph H H CHs Et H F H OH
XXX-18-3 p-Cl-Ph H H CH(CHs) Et H F H OH
XXX-18-4 p-Cl-Ph H H CHECH{CH;), Bt H F H OH
KXX-18-5 pCl1-Ph H H  CH,Ph B H F H OH
XXX-18-6 p-Cl-Ph H H CHyandol-31 Bt H F H OH
XXX-18-7 p-Cl-Ph H H CHCHSCH; Et H F H OH
XXX-18-8 pCl-Ph * H * g H F H OH

(%]

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

Table XXX-19.

Ne g R R® RP R OR X Y
XXX-19-1 p-BrPh H H H Bt H F H OH
XXX-192 p-Br-Ph H H (I Bt H F H OH
XXX-19-3 p-Br-Ph H H CH(CH:): B H F H OH
XXX-19-4 p-Br-Ph H H CHCH(CH), ¥ H F H OH
XXX-19-5 p-Br-Ph H H CHPh B H F H OH
XXX-19-6 p-Br-Ph H H CHpeindol3+1 Bt H F H OH

XRR-19-7 p-Br-Ph H H COHCHSCHs Bt H F H OH
XXX-19-8 p-Br-Ph * H ¥ Bt H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-20.

Ne R! R* R™ R® R" R° R X Y

XXX-20-1 p-l-Ph H H H Et H F H OH
KXX-20-2 p-I-Ph H H CHs Et H F H OH
XXX-20-3 p-I.Ph H H  CH(CH;): Et H F H OH
XXX-20-4 p-I-Ph H H  CHCH(CHs;), Bt H F H OH
XXX-28-5 p-I-Ph H H CH:Ph Bt H F H OH
XXX-20-6 p-I-Ph H H CHemdol-3l Bt H F H OH
XXX-29-7 p-I-Ph H H CHEHCHSCH: Bt H F H OH
XXX-20-8 p-I-Ph * H * Bt H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-21.

3

Ne R R’ R® R® R R R X Y
XXX-2111 O, H H OH Pr 4 F H OH
XXX-212 CH; H H (i P H F H OH
XXX-203 CH; H H  CH(CH:) Pr H F H OH
XXX-204 CH; H H CHCH(CH), Pr H F H OH
XXX-215 CH; H H  CHPh Pr H F H OH
XXX-216 CH; H H CHyindol3+41 Pr H F H OH
XXX-217 CH; H H CHCH.SCH: Pr H F H OH
XXX-21-8 CH; * H ¢ Pr H F H OH

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

Table XX X-22.

Ne R R RY R® R R X Y
XXX.22-1 Et H H H Pr H F H OH
XXX-22-2 Bt H H (I Pr H F H OH
XXX-22-3 Bt H H CHCH:), Pr H F H OH
XXX-22-4 Bt H H CHCH(CH). Pr H F H OH
XXX-22-5 Bt H H CHPh Pr H F H OH
XXX-2246 Bt H H CHeindol-331 Pr H F H OH
XXX-227 Bt H H CH.CH:SCH: Pr H F H OH
XXX-22-8 Bt * H ¢ Pr H F H OH

*R? and R joined together by (CHa): to form five-membered ring.
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Table XX X-23.

Ne R' R? R* R¥ RY R R® X Y

XXX-23-1 Pr H H H Pr H F H OH
XXE-23-2 pr H H (i, Pr H F H OH
XXX-23-3 Pr H H CH(CH:): Pr H F H OH
XXX-234 Pr H H CHXCH(CH:), Pr H F H OH
XXX-23-8 Pr H H CHPh Pr H F H OH
XXX-236 Pr H H CHeindol3wl Pr H F H OH
XXX-23-7 r H H CHCHSCH: Pr H F H OH
XXX-23-8 Pr * H * Pr H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-24.

Ne R' R* R* R® R RP R* X Y

XXX-24-1 Bu H H H P H F H OH
XXX-24-2 Bu H H CHs " H F H OH
XXX-24-3 By H H CH{CH): r H F H OH
XXX-24-4 By H H CHCHCH:) Pr H F H OH
AXX-24-58 By H H CHPh Pr H F H OH
XXX-24-6 By H H CHyindol-3-y1 Pr H F #H OH
XXX-247 By H H CHXHSCH; P+ H F H OH
XXX-24-8 "By H * " H F H OH

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

Table XX X-25.

Ne RU R R® R® R R X ¥
XXX-25.1 Ph H H H Pr 0 F H OH
XXX-25-2 Ph H H CIh Pr H F H OH
XXX-25-3 Ph H H CH(CH:: Pr H F H OH
XXX-25-4 Ph H H CHCHCH). P H F H OH
XXX-25-8 Ph H H CHPh Pr H F H OH
XXX-256 Ph H H CHyrindol-3yl Pr H F H OH
XXX-257 Ph H H CHCHSCH: Pr H F H OH
XXX-25-8 Ph * H ¥ Pr H F H OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX X-28.

o R RR%RP R R R X Y
XXX-26-1 p-Me-Ph H H H Pt H F H OH
XXX-26-2 p-Me-Ph H H CH Pt H F H OH
XXX-26-3 p-Me-Ph H H CH(CH:p Pr H F H OH
XXX-26-4 p-MePh H H CHCH(CH:, Pr H F H OH
XXX-26-8 p-Me-Ph H H  CHPh Pr H F H OH
XXX-26-6 p-Me-Ph H H CHrindol-341 Pr H H OH
XXX-26-7 p-Me-Ph H H CHCH:SCH; ‘Pr H H OH
XXX-26-8 p-Me-Ph * H Pr H H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-27.

Ne R R* R RP R* RP R X Y

XXR-27-1 pF-Ph H H H Pr H F H OH
XXX-27-2 p-F-Ph H H  CHs Pr H F H OH
XXX-27-3 p-F-Ph H H CH(CH:) Pr H F H OH
XXX-274 pF-Ph H H CHCH(CH:p, Pr H F H OH
XXX-27-58 pF-Ph H H CHyPh Pr H F H OH
XXX-27-6 p-f-Ph H H CHpndol3yt Pr H F H OH
XXX-27-7 p-F-Ph H H CHCHSCH; Pr H F H OH
XXX-27-8 p-F-Ph * H * Pr H F H OH

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

Table XX X-2§.

Ne R! R* R R® R R® R® X ¥

XXX-28-1 p-Cl-Ph H H H Pr H F H OH
XXX-28-2 pCl-Ph H H (s Pr H F H OH
XXX-28-3 p-Cl-Ph H H CH(CH): Pr H F H OH
XXX-28-4 p-Cl-Ph H H CHCHCH:) Pr H F H OH
XXX-28-5 p-Cl-Ph H H CHPh Pr H F H OH
XXX-28-6 p-Cl-Ph H H CHyindol3-v1 Pr H F H OH
XXX-28-7 p-Cl-Ph H H CHCHSCH: Pr H F H OH
XXX-28-8 p-CI-Ph * H * Pr H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-29,

Mo R RT R R® R R XY
XXX-29-1 pBrPh H H H Pt H F H OH
XXX-29-2 p-Br-Ph H H CH r H F H OH
XXX-29-3 p-Br-Ph H H CH(CH:: Pr H F H OH
XXX-29-4 p-Br-Ph H H CHCH(CHsp Pr H F H OH
XXX-29-5 p-Br-Ph H H CH:Ph Pr H F H OH
XXX-29-6 p-Br-Ph H H CHreindol-341 Pr H F H OH
XXX-29-7 p-Br-Ph H H CHCH:SCHs Pr H F H OH
XXX-29-8 p-BrPh * H ¥ Pr H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-30.

Ne Rl R RY RV R R X Y
XXX-30-1 plPh H H H Pr 4 F H OH
XXX-30-2 pI-Ph H H CH: Pr H F H OH
XXX-30-3 pI-Ph H H CH(CHs): PP H F H OH
XXX-304 plPh H H CH:CH({CHy), Pr H F H OH
XXX-30-5 pl-Ph H H  CH:Ph Pr H F H OH
XXX-30-6 p-[-Ph H H CHpindol341 Pr H F H OH
XXX-30-7 pIPh H H CHCHSCH, Pr H F H OH
XXX-30-8 pl-Ph * H Pr H F H OH

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

Table XXX-31.

Ne R R R® R® K R X Y
XXX-31-1 CH; H H H "By H F H OH
XXX-312 CH; H H  Cik "By H F H OH
XXX-31-3 CH; H H  CH(CHs) "By H F H OH
XXX-31-4 CH, H H CHCH(CH), "By H F H OH
XXX-31-5 CH; H H CHPh By H F OH OH
XXX-31-6 CH; H H  CHeindol341 "By H F H OH
XXX-317 CH; H H  CH:CH:SCH: "By H F H OH
XXX-31-8 CH; * H ¢ "By H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-32.

Ne R' R* R*™ R® R R R X Y

XXX-32-1 Et H H H "By H F H OH
XXX-32-2 Et H H CHs sy H F H OH
XXX-32-3 Et H H CH((CH:), By H F H OH
XXX-32-4 Et H H CHXH({CH:;: "By H F H OH
XXX-32-8 Et H H (HPh "By H F H OH
XXX-32-6 Bt H H CHemdol3yl "By H F H OH
XXX-327 Bt H H CHCHSCH: "Bu H F H OH
XXX-32-8 Et H * By H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-33.

Ne R RZ R® R R R R X Y
XXX-33-4 pr H H H "By 0 F H OH
XXX-332 Pr H H CH; "By H F H OH
XXX-33-3 pr H H CHCH), "By H F H OH
XXX-33-4 Pr H H CHCHCH:):. "By H F H 0OH
XXX-335 pr H H CHPh By H F H OH
XXX-336 Pr H H CHyindol-3l "By H F H OH
XXX-337 Pr H H CHCHSCH: "By H F H OH
XXX-33-8 pr * H ¢ By H F H OH

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

Table XX X-34.

Ne R ® Rt R B B R X Y
XXX-34-1 By H H H "By H F H OH
XXX-3¢2 Bu H H (Hs By H F H OH
XXX-34-3 By H H CH(CH:), "By H F H OH
XXX-34-4 By H H CHCHCH), "By H F H OH
XXX-34-5 By H H CHPh By H F H OH
XXX-34-6 By H H CHeindol3y1 "By H F H OH
XXX-347 By H H CH.CHaSCH; "By H F H OH
XXX-34-8 By * H ¥ "By H F H O#H

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-35,

Ne R' R? R% R"® R R R X Y

XXX-35-1 Ph H H H "By H F H OH
XXX-35-2 Ph H H (s "By H F H OH
XXX-353 Ph H H CH(CH:) "By H F H OH
XXX-354 Ph H H CHXCH{CH:;: "By H F H OH
XXX-35-3 Ph H H CHyPh "By H F H OH
XXX-35-6 Ph H H CHomndol3w] "By H F H OH
XXX-357 Ph H H CHCHSCH: "Bu H F H OH
XXX-35-8 Ph H = "By H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-30.

Ne R R R*® R® B R R X Y
XXX-36-1 p-MePh H H H "By H F H OH
XXX-36-2 p-Me-Ph H H CH "By H F H OH
XXX-36-3 p-Me-Ph H H CH(CH:) "By H F H OH
XXX-36-4 p-Me-Ph H H CHCHCH), "By H F H OH
XXX-36-5 p-Me-Ph H H  CHPh "By H F H OH
XXX-36-6 p-Me-Ph H H  CHyindol3+l "By H F H OH
XXX-36-7 p-Me-Ph H H CHCH.SCH, "By H F H OH
XXX-36-8 p-MePh * H * "By H F H OH

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

Table XXX-37.

Ne R! R? R R® R* R R* X Y
XXX-37-1 p-F-Ph H H H "By H F H OH
XXX-37-2 p-F-Ph H H OH "By H F H OH
XXX-37-3 p-F-Ph H H CH({CH:) "By H F H OH
XXX-37-4 pF-Ph H H CHCHICH). "By H F H OH
XXX-37-5 p-F-Ph H H CHPb "By H F H OH
XXX-37-6 p-F-Ph H H CHs-indol3yl "Bae H F H OH
XXX-37-7 p-F-Ph H H  CHCH.SCH; "Ba H O F H OH
XXX-37-8 p-F-Ph * H * MBag H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-38,

Ne R! R* R¥™ R™ RY R R X Y

XXX-38-1 pCl-Ph H H H "By H F H OH
KXX-38-2 p-Cl-Ph H H CH; "By H F H OH
XXX-38-3 p-Cl-Ph H H  CH(CH:) "By H F H OH
XXX-38-4 p-Cl-Ph H H CHCHCH:): "Bu H F H OH
XXX-38-5 p-Cl-Ph H H  CHbPh B H F H OH
XXX-38-6 p-Cl-Ph H H  CHoandol-31 "By H O F H OH
XXK-38-7 p-Ci-Ph H H CHCHESCH; "By H O F H O OH
XXX-38-8 p-Cl-Ph * H * "Bu H F H OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-39.

Ne Rl R® R* RP® R R R X Y
XXX-39-1 pBrPh H H H By H T H OH
XXX-39-2 p-Br-Ph H H CH My H F H OH
XXX-39-3 p-Br-Ph H H CH(CH:): "By H F H OH
XXX-394 p-Br-Ph H H CHCHCH); "By H F H OH
XXX-39-5 p-Br-Ph H H  CHpPh gy H F H OH
XXX-39-6 p-Br-Ph H H CHeindol-3yl "By H F H OH
XXX-397 p-Br-Ph H H CHCHSCH; "Bu H F H OH
XXX-39-8 p-BrPh * H * "y H F H OH

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

Table XXX-40.

Ne g R RW RE F R R X Y
XXX-40-1 p-I-Ph H H H "By H F H OH
XXX-40-2 p-IPh H H  CH: “Bu H F H OH
XXX-40-3 pI-Ph H H CH(CHs): "By H F H OH
XXX-40-4 pIPh H H CH:CH(CHy); "By H F H OH
XXX-40-5 p-l-Ph H H CH:Ph By H F H OH
XXX-40-6 p-l-Ph H H CHrindol341 "By H F H OH
XXX-40-7 pI-Ph H H CHCHSCH; "By H F H OH
XXX-40-8 pI-Ph * H ¥ "By H F H OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX X-41,

Ne R' R* R* R¥® R R R X Y

XXX-41-1 CH; H H H Bz H F H 0OH
XXX43-2 CH; H H  CHs Bz H F H 0"
XXX-41-3 CH; H H CH(CH:: Bz H F H 0H
XXX-4i4 CH; H H CHCH(H:)» Bz H F H OH
XXX-43-3 CH: H H  ChHoPh Bz #H F H OH
XXX-41-6 CH: H H ChHe-mndel-31 Bz H F H OH
XXX-41-7 ;s H H O CHCHSCH:; Bz H F H OH
XXX-41-8 (H; * H * Bz H F H CH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX-42.

Ne R' R R” R® RN R° R X Y
XXX-42-1 Bt H H H Bz H F 1 0Ol
XXX-42-2 Bt H H CH Bz H F H OH
XXX-42-3 Bt H H CHCH), Bz H F H OH
XXX-42-4 Bt H H CHCHCH): Bz H F H OH
XXX-425 Bt H H CHpPh Bz H F H OH
XXX-426 Bt H H CHyindol-3yl Bz H F H OH
XXX-427 Bt H H CHCHSCH: Bz H F H OH
XXX-42-8 Et * H * Bz H F H OH

(%]

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

Table XX X-43.

Ne RY R® R®™ R® R B° R X Y
XXX-43-1 pr H H H Bz H F H OH
XXX-43-2 Pr H H (b Bz H F H oH
XXX-43-3 pr H H CH(CH:) Bz H F H OH
XXX-43-4 pr H H CHCHCH): Bz H F H OH
XXX-43-5 Pr H H CHPh Bz H F H OH
XXX-43-6 Pr H H (Hindol341 Bz H F H OH
XXX-43-7 Pr H H C(HCH:SCH: Bz H F H &#
XXX-43-8 Pr * H ¢ Bz H F H OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XX X-44.

B R' R* R R® R* R R" X ¥
XXX-44-F Bu H H H Bz H F H OH
XXX-44-2 Bu H H CH: B H F H OH
XXX-44-3 ‘Bu H H CHCH)p Bz H F H OH
XXX-44-4 By H H CHCH(CH). Bz H F H OH
XXX-44-5 By H H CHPb Bz H F H OH
XXX-44-6 By H H CH-indol-331 Bz H F H OH
XXX-44-7 By H H CHCHSCH: Bz H F H OH
XXX.44-8 By * H * Bz H F H OH

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

Table XX X-45,

Ne R'" R R® R" R R R X Y
XXX-451 Ph H H H Bz H F H OH
XXX-452 Ph H H CH; B H F H OH
XXX-45-3 Ph H H CH((H:) Bz H F H OH
XXX-45-4 Ph H H CHCH(CH:): Bz H F H OH
XXX-45-5 Ph H H CHyPh Bz H F H OH
XXX-456 Ph H H (Heindol-34] Bz H F H OH
XXX-45-7 Ph H H CIBCIRSCIL Bz I F I OH
XXX-45-8 Ph * H * Bz H F H OH

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

Table XX X-46.

Ne Rl R R* R® R R X Y
XXX-46-1 p-MePh H H H Bz H F H OH
XXX-46-2 p-Me-Ph H H CH Bz H F H OH
XXX-46-3 p-Me-Ph H H  CH(CHs) Bz H F H OH
XXX-46-4 p-Me-Ph H H CHCH(CH), Bz H F H OH
XXX-46-5 p-Me-Ph H H  CHPh Bz H F H oH
XXX-46-6 p-Me-Ph H H CHeindol-34l Bz H F H OH
XXX-46-7 p-Me-Ph H H CHCHSCH, Bz H F H OH
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Ne

Rl

RZ

R.'iﬂ

R3b

R4

X Y

XXX-46-8 p-Me-Ph

*

H

&

Bz H

F

H

OH

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

Table XXX-47.

N R RT RS R® R R R X ¥
XXX-471 pF-Ph H H H Bz H F H OH
XXX-47-2 p-F-Ph H H CH; Bz H F H OH
XXX-47-3 pF-Ph H H  CH(CH), Bz H F H OH
XXX-47-4 pF.Ph H H CHCH({H;, Bz H F H OH
XXX-47-5 p-F-Ph H H CH:Ph B2 H F H OH
XXX-47-6 p-F-Ph H H CHeindol3si Bz H F H OH
XXX-47-7 p-F-Ph H H CH.CHSCH; Bz H F H OH
XXX-47-8 p-F-Ph * H * Bz H F H OH

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

Table XXX-48.

N R R? R® RV R R R X Y
XXX-48-1 p-Cl.Ph H H H Bz H ¥ H OH
XXX-48-2 p-Cl-Ph H H CH Bz H F H OH
XXX-48-3 p-Cl-Ph H H CH(CH:): Bz H F H OH
XXX-484 p-Cl.Ph H H CHCH(CH:)» Bz H F H OH
XXX-48-5 p-Cl-Ph H H CHPh Bz H F H OH
XXX-48-6 p-Cl-Ph H H  CHpindol3yl Bz H F H OH
XXX-48-7 p-Cl-Ph H H CHCH:SCH; Bz H F H OH
XXX-488 p-Cl-Ph * H * Bz H F H OH

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

Table XXX-49.

o R’ R' R" R® R B R* X VY
XXX-49-1 p-Br-Ph H H H Bz H F H OH
XXX-49-2 p-Br-Ph H H CH; Bz H F H OH
XXX-49-3 p-Br-Ph H H CH(CHy), Bz H F H OH
XXX-49-4 p-Br-Ph H H CHCH(CH:, Bz H F H OH
XXX-49-8 p-Br-Ph H H CHPh Bz H F H OH
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Ne R R* R*® R® R" R R X Y

XXX-49-6 p-Br-Ph H H Chb-ndol-3yl Bz H F H OH
XXX-49-7 p-Br-Ph H H CHCHSCH: Bz H F H OH
XXX-49-8 p-Br-Ph * H * Bz H F H OH

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

Table XXX-50.

No iy RTRT R R R R X v
AXX-50-1 p-Ph H H H Bz H F H OH
XXX-50-2 pIPh H H CH; B H F H OH
XXX-503 pIPh H H  CH(CHs): Br H F H OH
XXX-50-4 plPh H H CHCH(CH), Bz H F H OH
XXX-50-5 pIPh H H CH:Ph Bz H F H OH
XXX-50-6 p-l-Ph H H CHrindol3yl Bz H F H OH
XXX-50-7 pIPh H H CH:.CH:SCHs Bz H F H OH
XXX-50-8 p-I-Ph H o+ Bz H F H OH

*R? and R joined together by ({CH2)s to form five-membered ring,

NH

NH;

);9.9. 4
Table XX XI-1.
Ne Rl R* R*®* R® R* R R X Y
XXXI-1-1 CH; H H H CH; H F F OH
XXXI-1-2 CH: H H Cih CHs H F F CH
XXXi-1-3 (CH; H H CH{CH:)p {H: H F F OH
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Ne R'  R* R® R® R" R R X Y

XXXj-1-4 (H; H H CLCKCHL)y, L O F F OH
XXXi-1-8 CH; H H CHPh CHs H F F CH
XXX¥-1-6 CH; H H CHemdol3wl CHy H F F OH
AXXE-1-7 CHs H H O CHOHSCH, CHy H O FOF OH
XXX§-1-8 CH; * H % CH: H F F OH

*R2 and R* joined together by (CHz)s to form five-membered ring.

Table XXXI-2.

o RY R R® R® R* R R X Y
XXXE-2-1 Bt H B H ks H F F OH
XXXE2-2 B H B COH s H F F OH
XXXE2-3 Bt H H  CH{CH:): s H F F OH
XXXE-2-4 Bt H H CHCHCHs)p: CH: H F F OH
XXX§-2-5 Bt H H CH:Ph CHs H F F OH
XXXi-2-6 Bt H H CHpdol3t CHy H F F OH
XXXE-227 Bt H H CHAHSCH:; CH: H O OF F OH
XXXI-2-8 Et * H * CH: H F F OH

*R? and R joined together by (CHap to form five-membered ring.

Table XXXI-3.

R’ R R® RT R R R X Y
XXXI-3-1 pr H H H CH;: H F F OH
XXXI-3-2 pr H H  CH; CH; H F F OH
XXXI-3-3 Pr H H  CH(CH:) CH; H F F OH
XXXI-34 Pr H H CHCH(CH:), CH; H F F OH
XXXI-3-5 Pr H H CHPh CH: H F F OH
XXXI-3-6 Pr H H CHpeindol3sl CHy H F F OH
XXXI-3-7 pr H H  CILCILSCH; Cih H F F OH
XXXI-3-8 Pr * H ¢ Ckh H F F OH

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

Table XX XI-4.

Ne R' R* R® R® R R R XY
XXXI4-1 By H H H CH; H F F OH
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Ne R' R R® R® R R R X Y

XXXi4-2 Bu H O (i CH; H F F OH
XXX1-4-3 Bu H H CH(CH) CH: H F F OH
XXX¥-4-4 By H H CHRCH{CH:): CCH: H F F OH
XXXI-4-5 By H H CH.Ph CH, H F F OH
XXX§4-6 Bu H H CHy-indol3l CH; H F F OH
XXXE4-7 Bog H H CHCHSCH: (CH; H F F OH
XXXi-4-8 By * H ¥ CH;: H F F OH

*R? and R* joined together by (CHa): to form five-membered ring,

Table XXXI-5.

Ne R RY R® R® R R X Y
XXXI51 ph H H H C: H F F OH
XXXI-5-2 Ph H H CH; CHi: H F F OH
XXXI-5-3 Ph H H CH(CHs), CH: H F F OH
XXXI-5-4 Ph H H CHICHCHE), C H F F OH
XXXI-5-5 Ph H H  CHPh CH: H F F OH
XXXI-8-6 Ph H H C(Heindol3+1 CH; H F F OH
XXX1-57 Ph H H CHCHSCH. CH; H F F OH
XXXI-5-8 Ph * H ¢ CH; H F F OH

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

Table XXXI-6.

Ne R R> R™ R® R R R XY
XXXI-6-1 p-MePh H H H CHy H F F OH
XXX1-6-2 p-Me-Ph H H (H; CHs H F F OH
XXX1-6-3 p-Me-Ph H H (H({CH:: CHy H F F OH
XXX1-6-4 p-MePh H H CHCH(CH:): CHy H F F OH
XXXI-6-3 p-Me-Ph H H CILPh CH; H# F F OH
XXX1-6-6 p-Me-Ph H H CHpindol-3-y1 CH; H F F OH
XXX1-6-7 p-Me-Ph H H CHXCH:SCH; (H; H F F OH
XXXI-6-8 p-Me-Ph * H * CH; H F F OH

*R? and R joined together by (CH2)s to form five-membered ring.
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Table XX XI-7

Rl

Ne RTRERE RRIRXTY
XXXJ-7-1 pF-Ph H H H CH:. H F F OH
XXX§-7-2 pF-Ph H H  CH; CH: H F F OH
XXXI-7-3 p-F-Ph H H  CH(CHs) CH: H F F OH
XXXI-7-4 p-F-Ph H H CHOCH({CHy): CHy H F F OH
XXXI-7-6 p-F-Ph H H CH:Ph CHs H F F OR
XXXI-7-7  p-F-Ph H H  CHeindol3-y) CHy H F F OH
XXXI-7-8 pFPh H H CHCHSCH: CHs H F F OH
XXXI-7-20 pF-Ph ¢ H % CH: H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-8.

Nz R! R? R® R® Rr? B R XY

XXXE-8-1 p-Cl-Ph H H H CH: H F F OCH
XXXI-8-2 p-Cl-Ph H H (i {H: H# F F OH
XXXI-8-3 p-Cl-Ph H H CH{CH:) CH;: H F F OH
XXXI-8-4 p-Cl-Ph H H CHCH(CH;), CH:s H F F OH
XXXE8-5 p-Cl-Ph HOH CHuPh CH; H F F QOH
XXXE-8-6 p-Cl-Ph H H  CHpmdol3-yl CHy H OF  F OH
XXAE8-7 pCl-Ph H H CHCH:8CH; CH:s H F F OH
XXX1-8-8 pCl-Ph * H * CH;: H F F OH

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

Table XX XI-9.

Ne i R R¥ R R R XY
XXXI-9-t pBrPh H H H CH, H F F OH
XXXI-9-2 p-Br-Ph H H CH; Cl, H F F OH
XXXI-9-3 p-Br-Ph H H CH(CH:): CH; H F F OH
XXXI-9-4 p-Br-Ph H H CHCH(CH), CH; H F F OH
XXXI-9-6 p-Br-Ph H H CHPh ¢, H F F OH
XXXI-9-7 p-BrPh H H CHeindol3wi CH; H F F OH
XXXI1-9-8 pBr-Ph H H CH.CH:SSCH, CH; H F F OH
XXXI-9-26 p-Br-Ph * H * CH: H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-10.

Ne R R* R* R R® R R X Y

XXX1-16-1 pl-Ph H H OH CH; H F F OH
KXXE-16-2 pJ-Ph H OH CHs CH: H F F OH
XXXJ-16-3 p-I-Ph H H  CH(CH:) CH: H F F OH
XXXI-104 p-I-Ph H H CHCH(CH;) CH; H F F OH
XXXI-18-5 p-I-Ph H H CHPh CH: H F F OH
XEXI-16-6 p-i-Ph H H  CHeendol3wl CH: H O F F OH
XXRE16-7 pl-Ph H H  CECHSCHs Gl H O F F OH
XXX1-10-8 pI-Ph * H CiH: H F F OH

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

Table XXXI-11.

B

Ne R R R® RY R R X Y
XXXI-11-1 CH, H H H Bt H F © OH
XXXI-i1-2 CH: H H Cih Bt H F F OH
XXXL-11-3 CH; H H  CH(CHy), Bt H F F OH
XXXI-11-4 CHy H H CHCH({CH), Ft H F F OH
XXXI-11-5 CH: H H  CH.Ph % H F F OH
XXXI-11-6 CHy H H  C(Heindol3-yi Bt H F F OH
XXXI-11-7 CHs H H CHCHSCHs B H F F OH
XXXI[-11-8 CH, * H * Bt H F F OH

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

Table XXXI-12

Ne R’ R® R¥ RP R R X Y
XXXI-12-1 Bt H H H Et H F F OH
XXXI-12-2 Bt H H Cih Bt H T T OH
XXXI[-12-3 Bt H H CH(CH) Bt H F F OH
XXXI-12-4 Bt H H CHCHCH) B H F F OH
XXXI-12-5 Bt H H CHPh FF H F F OH
XXXI-12-6 Bt H H (Hyindol331 Bt H F F OH
XXXI-127 Bt H H  CH.CHSCH; Bt H F F OH
XXXI-12-8 B * H ¥ Et H F F OH

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

2980901-1

- 609 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00612



(%]

Docket No. 60137.0034USU1

Table XX XI-13

Ne RCRCRE RS RRRX Y
XXXI-13-1 Pr H H H Bt H F F OH
XXXI-13-2 pr H H  CHs Bt H F F OH
XXXI-13-3 pr H H  CH(CH:) Bt H F F OH
XXXI-13-4 Pr H H CH.CH{CH:), Et H F F OH
XXXI-13-5 Pr H H CH:Ph Bt H F F OH
XXXI-13-6 Pr H H CHeindol33l Bt H F F OH
XXX1-13-7 pr H H CHCHSCH; F H F F OH
XXX1-13-8 Pr * H % Bt H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-14.

Ne R’ R R* R® R K R X Y

XXXI-14-1 By H H H EE H F F OH
XXXI-142 By H H CH EE H F F OH
XXXI-14-3 By H H CH(CH) EE H F F OH
XXXI-14-4 By H H C(HCHCH) B H F F O©OH
XXXI-145 By H  H  CHPh B H F F QOH
XXXI-146 By H H  CHpeindol3vl  Et H  F  F  OH
XXXI-14-7 By H H  CH.OUH,SCH; B H F F OH
XXXI-14-8 By * H ¢ B H F F OH

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

Table XX XI-15.

Ne R RY RE R® R R X Y
XXXI-15-1 Py H H H Bt H F F od
XXXJ-15-2 Ph H H CH; Bt H F F OH
XXXI-15-3 Ph H H CH(CH:) Bt H F F OH
XXXI-15-4 Ph H H CHCH(CH), Bt H F F OH
XXXI-15-5 Ph H H  CHPh B H F F OH
XXXI-156 Ph H H CHyindol-331 Ft H F F OH
XXXI-157 Ph H H CH.CHSCH; Ft H F F OH
XXXI-15-8 Ph * H ¥ £t H F F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX XI-16.

Ne R! R* R¥™ R® R®* R® R®* X Y

XXXI-16-1 p-Me-Ph H H H EE H F OH
KXXE-16-2 p-Me-Ph H H (s B H F F OH
XXXI-16-3 p-Me-Ph H H CH{CH;) Bt H F F OH
XXXI-16-4 p-Me-Ph H H CHCH{CH:). Bt H F F OH
XXX-16-5 p-Me-Ph H H CHPb Et H F F OH
XXXI-16-6 p-Me-Ph H H  CHeindol-3-y1 Et H F OH
XXRE-16-7 p-Me-Ph H H CHCHSCH: Et H OF OH
XXX1-16-8 p-Me-Ph * H Et H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-17.

Ne R R? R R¥ R* R R® Y

XXXE-17-1 p-F-Ph H H H B H F F OH
XXXE-17-2 p-F-Ph H H  COHs Ete H F F OH
XXXE-17-3 p-F-Ph H H  CH(CH:): Et H F F OH
XXXE17-4 p-F-Ph H B CHEHCHCH:): B H F F OH
KXXE17-3 p-F-Ph H H  CHPh Ete H F F OH
XXXE-17-6 p-F-Ph H O H CHyindol-3-y1 Bt H F F OH
XXAL-17-7 p-F-Ph H H CHCHSCH; Et H F F OH
XXXI-17-8 p-F-Ph * H * B H F F OH

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

Table XX XI-18.

Ne R R* R™ RY R* R R X VY

XXXE-181 p(Cl-Ph H H H Et H F F OH
XXXI-18-2 p-Cl-Ph H H (i Et H F F OH
XXXI-18-3 p-CI-Ph H H CH({CH:): Et H F F OH
XXX§i-18-4 p-Ci-Ph H H CHLCH(CHp B H OF OF OH
XXXI-18-5 p-Cl-Ph H H CH:Ph Bt H F F OH
XXXI-18-6 p-Cl-Ph H H CHeindol-3vl Bt H F F OH
XRXI-18-7 p-Cl-Ph H H  CHCH,SCH; Bt H F F OH
XXX1-18-8 p-Cl-Ph * H % Bt H F F OH

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

2980901-1

-611 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00614



(%]

Docket No. 60137.0034USU1

Table XX XI-19.

]

Ne R! R* R*® R® R* R® R* X Y

XXX1-19-1 p-Br-Ph H H H Et H F F OH
KXXE-19-2 p-Be-Ph H H  Cib EE H F F OH
XXXI-19-3 p-Br-Ph H H CH(CHsp Et H F F OH
XXXI-194 p-Br-Ph H H CH,CH({CH:} Et H F F OH
XXXI-19-5 p-Br-Ph H H CHPh Bt H F F OH
XXXI-19-6 p-Br-Ph H H CHemdol3t Et H F F OH
XXRE-18-7 p-Br-Ph H H CHRUHSCHs Et H F F OH
XXX1-19-8 p-Br-Ph H = Et H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX XI-20.

Ne R R R* R® R R X Y
XXXJ-26-1 pJPh H H H Bt H F F OH
XXX1-26-2 pI-Ph H H CH FF H F F OH
XXX1-20-3 pI-Ph H H  CH(CH:) B H F F OH
XXXI-20-4 p-I.Ph H H CHCH(CH), Bt H F F OH
XXXI-26-5 p-l.Ph H H  CHPh B H F F OH
XXXI-20-6 p-l-Ph H H  (Hpindol3l Et H F F OH
XXXI1-28-7 plPh H H (HCHSCH, Ee H F F OH
XXXI-20-8 pIPh * H * Bt H F F OH

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

Table XXXI-21.

Ne R R RN RV R R XY
XXXI-21-1 CH, H H H Pr H F F OH
XXXI-21-2 CH: H H Cih Pr H F F OH
XXXI-21-3 CH:; H H  CH(CH), Pr H F F OH
XXXI-21-4 CHy H H CHCH{CH); Pr H F F OH
XXXI-21-8 CH: H H  CH:Ph Pr H F F OH
XXXI-21-6 CH: H H  CHpindol3vl Pr H F F OH
XXXi-21-7 CH:s H H  CHCH,SCH: Pr H F F OH
XXXI-21-8 CH, * H ¥ Pr H F F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX XI-22

Rl

Y

Ne R* R*® R® R" R R® X Y

XXXi-22-1 Bt H H H Pr H F F OH
XXXE22-2 Bt H H  CH; Pr H F F OH
XXXE-22-3 Bt H H CH(ECH:): Pr H F F OH
XXX§-22-4 Bt H H CHLH{ECH:)»: Pr H F F OH
XXX§-22-5 Bt H H CH/Ph Pr H F F OH
XXX1-22-6 Bt H H (CHeindol-3yl Pr H F F OH
XXXE-22-7 Bt H H  CH,CHSCHs Pr H F F OH
XXX§-22-8 Et * H * Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-23.

5

Ne R’ R’ R® R R R R XY
XXXI-23-1 pr H H H Pr 4 F F OH
XXXI-23-2 pr H H CH; Pr H F F OH
XXXI-23-3 Pr H H CH(CH) Pr H F F OH
XXX[-23-4 Pr H H CHCH(CH), Pr H F F OH
XXXI-23-5 pr H H CHPh Pr H F F OH
XXXI-236 Pr H H CHyindol3+1 Pr H F F OH
XXXI1-23-7 Pr H H CHCHSCH; Pr H F F OH
XXX1-23-8 Pr * H ¢ Pr H F F OH

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

Table XX XI-24

Ne RY R R® R® R R® R* X Y

XXXi-24-1 Bg H H H Pr H F F OH
XXX1-24-2 By H H (I Pr H F F OH
XXX1-24-3 Bu H H CH(CH:) Pc H F F OH
XXXi-24-4 By H H CHCH(CH:). Pr H F F OH
XXXI-24-5 By H H CHyPh Pr H F F OH
XXX§-24-6 By H H CHymndol-3w1 Pr H F F OH
XXX§-24-7 Bg H H CHXCH.SCH: Pr H F F OH
XXX1-24-8 By * H ¥ Pr H F F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX XI-25.

£

=

Ne RY R R®™ R® R" B R® X Y

XXXI-25-1 Ph H H H Pr H F F OH
XXXI-25-2 Ph H H CH; Pr H F F OH
XXXi-25-3 Ph H H CH(CH:) Pr H F F OH
XXX1-25-4 Ph H H CH.CH(CH:); Pr H F F OH
XXXE-25-5 Ph o H H  CHoPh Pr H F F OH
XXX1-25-6 Ph H H CHeindol3l Pr H F F OH
XXX1-23-7 Ph H H CH.CHSCH: Pr H F F OH
XX%]-25-8 Ph * H * Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-26.

Ne R R R" RV R R R X Y
XXXI-26-1 p-Me-Ph H H H Pr H F T OH
XXXI-26-2 p-Me-Ph H H CH Pr H F F OH
XXXI1-26-3 p-MePh H H CH(CH): Pr H F F OH
XXXI-26-4 p-MePh H H CHCH(CH:), Pr H F F OH
XXXI-26-5 p-MePh H H CHPh Pr H F F OH
XXXI-26-6 p-Me-Ph H H  CHrindol-3y! Pr H F F OH
XXXI-26-7 p-MePh H H CHCHSCH: P+ H F F OH
XXXI-26-8 p-Me-Ph H ¢ Pr H F F OH

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

Table XX XI-27

Ne R RT R® R® ROR R X ¥
XXXI-27-1 pF-Ph H H H Pr 4 F F OH
XXXI-27-2 p-F-Ph H H C(H; Py H F F OH
XXXI-27-3 p-F-Ph H H  CH(CH:): ‘Pr H F F OH
XXXI-27-4 p-F-Ph H H CHCH({CH), Pt H F F OH
XXXI-27-5 p-F-Ph H H CHPh Pr H F F OH
XXX1-27-6 p-F-Ph H H CHyindol3y1 Pr H F F OH
XXXI1-27-7 p-F-Ph H H CHCH:SCH: Pr H F F OH
XXXI-27-8 p-F-Ph * H ¢ Pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-28.

o R RT R R® R R R X Y
XXXI1-28-1 p-Cl-Ph H H H Pr H F F OH
XXXI-28-2 p-Cl-Ph H H CH; P H F F OH
XXXI-28-3 p-Cl.Ph H H  CH(CHy), PP H F F OH
XXXI-28-4 p-Cl-Ph H H CHXCH(CH), Pr H F F OH
XXXI-28-5 p-CI-Ph H H  CH:Ph ‘Pr H F F OH
XXX1-28-6 p-Ci-Ph H H CHwindol-331 Pr H F F OH
XXX1-28-7 p-Cl-Ph H H CHCHSCH: Pr H F F OH
XXX1-28-8 p-Cl-Ph * H * Pr H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX XI-29.

Ne R R* R RP R* RP R X Y

XXXE-29-1 p-Be-Ph H H  H Pr I F F OH
XXXi-29-2 p-Br-Ph H H CH; Pr H F F OH
XXX1-28-3 p-Br-Ph H H CH(CHsp Pr H F F OH
XXX1-29-4 p-Br-Ph H H CHCH(CH:», Pr H F F OH
XXXE29-3 p-BrPh H H  CHPh Pr H F F OH
XXXI-29-6 p-Br-Ph H H CHpndol3yt Pr H F F OH
XXX1-29-7 p-Br-Ph H H CHCHSCH; Pr H F F OH
XXX1-29-8 p-Br-Ph * H * Pr H F F OH

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

Table XX XI-30

Ne R R R R® R R X Y
XXXI-30-1 piPh H H H Pr H F F OH
XXX1-36-2 pI-Ph H H CH Pr H F F OH
XXXI-30-3 pIPh H H CH(CH:) pr H F F OH
XXX1-30-4 pIPh H H CHCH(CH), Pr H F F OH
XXXI-38-5 pl.Ph H H CHPh Pr H F F OH
XXXI-30-6 p-IlPh H H  CHeindol3+1 Pr H F F OH
XXX1-30-7 pIPh H H CHCHSCH: Pr H F F OH
XXXI-30-8 pJPh * H ¥ Pr H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-31.

Ne R R® R R® R* R R* X Y

XXXi-31-1 CHs H H H "By H F F OH
XXXE31-2 CHs H H CHs "By H F F OH
XXXE-31-3 CH: H H CH(CHy): "By H F F OH
XXXi-31-4 CH: H H CHXCH({H:) “Bu H F F OH
XXXE-31-5 CH:s H H CH:Ph "By H F F OH
XXXP-31-6 CHs H H  CH:odol-3-yl "Bu H F OH
XXXE317 CHs H OH O CHUH.SCH: "By H F OH
XXXi31-8 CH, * H % "Bu H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-32.

3

Ne R R? R® R® R* R R® Y

XXXI-32-1 Bt H H H "By H F F OH
XXX1-32-2 Bt H H CHs “Bu H F F OH
XXX§-32-3 Bt H H CH(CH:) “Bu H F F OH
XX¥X¥-32-4 Bt H H CHCH(CH:p "By H F OF ¢H
AXXY-32-8 Bt H H CHPh By H F F OH
XXXE326 Et H H  CHpymdol3l "By H F F QH
XXX1-32-7 Et H H CHCHMH; "By H F F ¢H
XXXi1-32-8 Bt ¢ H ¢ "By H F F CH

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

Table XX XI-33

Ne RI R RY RV R R X Y
XXXI-33-1 pr H H H "By H F F OH
XXXI-33-2 pr H H CHs “Bu H F F OH
XXXI-33-3 Pr H H CH(CH), “By H F F OH
XXXI-33-4 Pr H H CHCHCH) "By H F F OH
XXXI-33-5 pr H H CHpPh "3y H F F oOH
XXXI-33-6 Pr H H CHyindol3+1 "By H F F OH
XXXI1-33-7 Pr H H CHCH.SCH: "By H F F OH
XXXI-33-8 Pr * H ¥ "By H F F OH

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

2980901-1

616 -

Gilead Exhibit 2029
PGR2023-00046 - Page 00619



(%]

Docket No. 60137.0034USU1

Table XX XI-34

Rl

Ne R? R™ R%™ R R R X Y

XXXi-34-1 By H H H gy H F OH
KXXI-34-2 Bu H H  (CHs "juy H F F OH
XXXi-34-3 Bu H H {(CH(CH:): By H F F OH
XXXi-34-4 By H H CCHXH{CH:): "By H F F OH
XXX§-34-5 Bu H H CHPh "By H F F OH
XXXI-34-6 'Bu H H CHymndol3-vl "By H F OH
XXXi-34-7 Bu H H CHCH.SCH: "By H F OH
XXX1-24-8 Bu H ¢ By H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-35.

5]

Ne R’ R’ R® R RN R R X Y
XXXI-35-1 Ph H H H "Bu H T F OH
XXXI-35-2 Ph H H CH "By H F F OH
XXXI-35-3 Ph H H  CH(CH:) “By H F F OH
XXXI-35-4 Ph H H CHCH(CH), "Bg H F F OH
XXXI-35-5 ph H H  CHPh "By H F F OH
XXX1-356 Ph H H CHyindol-3-vl "By H F F OH
XXXI-357 Ph H H CHCHSCH; "By H F F OH
XXXI-35-8 Ph * H * "By H F F OH

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

Table XX XI-30.

Ne R R RW RY R R XY
XXXI-36-1 pMePh H H H By H F F OH
XXXI-36-2 p-MePh H H CH; "y H F F OH
XXXI-36-3 p-MePh H H CH({CH:): By H F F OH
XXXI-36-4 p-MePh H H CHCHCH) "By H F F OH
XXXI-36-5 p-MePh H H CHPh "y H F F OH
XXXI-36-6 p-MePh H H CHrindol3yl "By H F F OH
XXXI-36-7 p-MePh H H CHXCH:SCH; “By H F F OH
XXXI-36-8 p-Me-Ph * H ¢ By H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-37

Ne R!

RTRERE RRIRTNTY
XXXI-37-1 pF-Ph H H H "By H F F OH
XXXJ-37-2 pF-Ph H H  CH; "8y H F F OH
XXXI-37-3 p-F-Ph H H  CH({CHs) '3y H F F OH
XXXI-37-4 p-F-Ph H H CHCH({CH:): "By H F F OH
XXXI-37-5 p-F-Ph H H CH:Ph "By H F F OH
XXXI1-37-6 p-F-Ph H H CHeindol3-y) "By H F F OH
XXXI-37-7 pFPh H H CHCHSCH: “Bu H F F OH
XXXI-37-8 pF-Ph * H % "Ry H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX XI-38.

Ne R R’ R* RO B R R X Y
XXXI-38-1 p-Cl-Ph H H H By H F T OH
XXXI-38-2 p-CI-Ph H H CH; By H F F OH
XXXI-38-3 p-CI-Ph H H CH(CH3) “Bu H F F OH
XXX1-38-4 p-Cl-Ph H H CHCH(CH), "Bu H F F OH
XXXI1-38-5 p-Cl-Ph H H CH:Ph gy H F F OH
XXXI-38-6 p-Cl-Ph H H CHpindol3yl "By H F F OH
XXXI-38-7 p-Cl-Ph H H CHHSCHs 7By H F F OH
XXXI-38-8 p-Cl-Ph * H ¥ My H F F OH

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

Table XX XI-39

Ne i} BORE Ry R R XY
XXXI-39-1 pBr-Ph H H H "By H F F OH
XXXI-39-2 p-Br-Ph H H CH: "By H F F OH
XXXI-38-3 p-Br-Ph H H CH(CH: "Bu H F F OH
XXXI-39-4 p-Br-Ph H H CHCH(CH). "By H F F OH
XXXI-39-5 p-Br-Ph H H CHPb gy H F F OH
XXXI-39-6 p-Br-Ph H H CHeindol-3vi "Bu H F F OH
XXXI-39-7 p-Br-Ph H H CH:XCHSCH; "By H F F OH
XXX1-39-8 p-Br-Ph * H * "By H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-40.

Ne R R* R* R R* R R" X Y

XXX1-40-1 pl-Ph H H H "By H F F (OH
KXXE46-2 pJ-Ph H O H  CHs "y H F F OH
XXX3-46-3 p-I-Ph H H CH(CH:): "By H F F OH
XXXI-404 p-I-Ph H H CHLCH(CH;) "Bu H F F OH
XXX1-40-5 p-I-Ph H H CHPb By H F F OH
XXXI-40-6 p-i-Ph H H  CHeindol-3t "By H F F OH
XXRE-46-7 p-l-Ph H H  CHERCHSCH: "Buy H F F OH
XXX1-40-8 pI-Ph * H "su H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXi-41.

B

Ne R R R® RY R R XY
XXXI41-1 CH: H H H Bz 1 F F OH
XXXI41-2 CH: H H Cih Bz H F F OH
XXXI[-41-3 CH; H H CH(CHy), Bz H F F OH
XXXI-41-4 CHy H H CHCH({CH; Bz H F F OH
XXXI41-5 CH: H H  CHPh Bz H F F OH
XXXI-41-6 CHy H H CHeindol-3yl Bz H F F OH
XXXI1-41-7 CHy H H C(HCHSCH: Bz H F F OH
XXX[-41-8 CH, * H * Bz H F F OH

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

Table XX XI-42

Ne R’ R® R¥ RP B R K X Y
XXXI-42-1 Bt H H H Bz H F F OH
XXXI[42-2 Bt H H Cih Bz H F F OH
XXX[-42-3 Bt H H CH(CH) Bz H F F OH
XXXI[-42-4 Bt H H CHCHCH) Bz H F F oH
XXXI-42-5 Bt H H CHPh B H F F OH
XXXI[-42-6 Bt H H CHyindol341 By H F F OH
XXXI1-427 Bt H H CH.CHSCH: Bz H F F OH
XXXI1-42-8 B * H ¥ Bz H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-43

Rl

b RY RE R R R R X Y
XXX1-43-1 Pr H H Bz H F F OH
XXXI-43-2 pr H H CHs Bz H F F OH
XXXI-43-3 pr H H CH(CH:) Bz H F F oH
XXXI-434 Pr H H CHCH{CH:, Bz H F F OH
XXX1-43-5 Pr H H CH:Ph Bz H F F OH
XXX1-43-6 Pr H H CHeindol3vl Bz H F F OH
XXX1-43-7 Pr H H CHCHSCH; Bz H F F OH
XXX1-43-8 Pr * H ¥ Bz H F F OH

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

Table XX XI-44

Ne RT R RY RY RR R X Y
XXXI44-1 By H H H Bz H F F OH
XXX[-44-2 By H H (i Bz H F F 0H
XXXI-44-3 By H H CH(CH:) Bz H F F OH
XXXI-44-4 By H H CHCH(CH). Bz H F F OH
XXXI-44-5 By H H C(HPh Bz H F F OH
XXXI-44-6 By H H CHeindol3+l Bz H F F OH
XXXI-44-7 By H H CILCHSCH: Bz H F F OH
XXXI-44-8 By H ¢ Bz H F F OH

*R? and R* joined together by (CHz): to form five-membered ring,

Table XX XI-45.

N R’ R’ R® R R R R X Y
XXXJ45-1 Ph H H H Bz H F F OH
XXXi-45-2 Ph H H CH; Bz H F F OH
XXXI-45-3 Ph H H CH(CH:): Bz H F F OH
XXX1-45-4 Ph H H CHCHCH), Bz H F F OH
XXXI-45-5 Ph H H  CHPh Bz H F F OH
XXXI-45-6 Ph H H CHeindol-341 Bz H F F OH
XXXI-45.7 Ph H H CHCHSCH; Bz H F F OH
XXXI-45-8 Ph * H ¥ Bz H F F OH

*R? and R joined together by (CHh)s to form five-membered ring,
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Table XX XI-46.

(%]

No R R? R* R® R* RO R X Y
XXXI-46-1 p-Me-Ph H H H Bz H F F OH
KXXi-46-2 p-Me-Ph H H (s Bz H F F OH
XXXI-46-3 p-Me-Ph H H CH{CH;) Bz H F F OH
XXXI-46-4 p-Me-Ph H H C(HCHCH:). Bz H F F OH
XXX1-46-5 p-Me-Ph H H CHpPh Bz H F F OH
XXXI-46-¢ p-Me-Ph H H CHo-mdol-3-yi Bz H F OH
XXRE-46-7 p-Me-Ph H H CHCHSCH: Bz H F OH
XXX1-46-8 p-MePh * H * Bz H F F OH
*R? and R’ joined together by ((Ha): to form five-membered ring,
Table XXXI-47.

Nz R! R* R™ R® B B R X Y
XXXI-47-1 p-F-Ph H H H Bz H F F OH
XXXi-47-2 p-F-Ph H H (H; Bz H F F OH
XXX1-47-3 p-F-Ph H H CH(CH:;): Bz H F F OH
XXXE-47-4 p-F-Ph H 8 CCBCHCH:): Bz H F F OH
XXXE-47-5 p-F-Ph H H CHPh B H F F OH
XXXRE47-6 p-F-Ph H H CHyindol-3-y1 Bz H F F OH
XXA1-47-7 p-F-Ph H H CHCH:SCHs Bz H F F OH
XXX1-47-8 p-F-Ph * H * Bz H F F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXXI-48.

Ne R RRY RS RR XY
XXX1-48-1 p(Cl-Ph H H H Bz H F F OCH
XXX1-48-2 p-Cl-Ph H H (i Bz H F F OH
XXXI1-48-3 p.CL.Ph H H  CH(CH.), Bz H F F OH
XXX§i-48-4 p-Cil-Ph H H CHCH(CH: Bz H F F OH
XXX1-48-5 p-Cl-Ph H H CHPh Bz H F F OH
XXXi-48-6 p-Cl-Ph H H CHeindol3+l Bz H F F OH
XXXI-48-7 p-Cl-Ph H H (HXCH,SCH: Bz H F F OH
XXXi-48-8 p-Cl-Ph * H ¥ Bz H F F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XI-49.

No R! R? R* R® R* RO R X Y

XXXEi-49-1 p-Br-Ph H H H Bz H F OH
KXXEi-49-2 p-Be-Ph H H  Cib Bz H F F OH
XXXI-49-3 p-Br-Ph H H CH(CHsp Bz H F F OH
XXXI-494 p-Br-Ph H H CHCH(CH: Bz H F F OH
XXX1-49-5 p-Br-Ph H H CHPh Bz H F F OH
XXXI-49-¢ p-Br-Ph H H CHemdol3yt Bz H F F OH
XXKE-48-7 p-Br-Ph H H CHCHSCHs Bz H F F OH
XXX1-49-8 p-Br-Ph H = Bz H F F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX XI-50.

Ne R R R* R® R R X Y
XXXI-50-1 pJ-Ph H H H Bz H F F oH
XXXI-56-2 p-I.Ph H H CH; Bz H F F OH
XXXI-56-3 p-I.Ph H H  CH(CH:): Bz H F F OH
XXXI-50-4 p-IPh H H CHCH(CH:), Bz H F F OH
XXXI-50-5 pl-Ph H H  CH.Ph Bz H F F OH
XXXI-50-6 p-I.Ph H H  CHeindol-3yl Bz H F F OH
XXXI-50-7 pIPh H H CH.CHSCH: Bz H F F OH
XXXI-50-8 pIPh * H * Bz H F F OH

*R? and R* joined together by (CHa)s to form five-membered ring,
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Table XX XII-1.

No RURTRE RS RTTRRS Y
XXXIIi-1 CH: H H H CH, H H OH
XXXI-i-2 CH: H H CH, CH;, H H F OH
XXXI-1-3 CH: H H  CH(CH:) CH; H H F OH
XXXI-1-4 CH; H H CH.CH(CH:, CH; H H F OH
XXXH-1-5 CHs H H  CHPh CHs H H F OH
XXXI-1-6 CHy H H  CHeindol3w1 CHs H H F OH
XXXII-1-7 CHy H H CHCHSCH, CH;, H H F OH
XXXIL1-8 CHy H o+ CHy H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXH-2.

Ne R RE R* R® ® R R X Y
XXXI-2-1 Bt 0 H H Cl;, H H ¢ OH
XXXI-2-2 Bt H H CH CH; H H F OH
XXXI-2-3 Bt H H  CH(CH:h CH: H H F OH
XXXIR-2-4 Bt H H CHCHCH), CH H H F OH
XXXIL2-5 Bt H H  CHPh CH, H H F OH
XXXIE2-6 Bt H H  CHpeindol3vl CHh H H F OH
XXXIE2-7 Bt H H CH.CH.SCH; CHs H H F OH
XXXIE-2-8 B * H ¢ CH: H H F OH

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

Table XX XIH-3.

Ne R R Rt RY R R X Y
XXXI--3-1 pr H H H CH,. H H F OH
XXXIE3-2 pr H H  CIh CH; H H F OH
XXXII-3-3 Pr H H  CH(CH:): CH: H H F OH
XXXI-3-4 Pr H H CHCHCH), C4 H H F OH
XXXM1-3-53 pr H H CHPh Cl: H H F OH
XXXIE3-6 Pr H H  CHeindol3yi CH: H H F OH
XXXIE37 Pr H H  CH.CH,SCH: CH; H H F OH
XXXI-3-8 Pr * H ¢ CH: H H F OH

*R* and R*" joined together by (CHa): to form five-membered ring.
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Table XX XII-4.

Ne R R* R® R® R* R R X Y

XXXii-4-1 By H H H CH: H H F OH
XXXi-4-2 By H H CH; s H H OF OH
XXXii-4-3 Bu H BH CH(CH:): H; H H F OH
XXXi-44 By H H CHXCH{CHzp €H: H H F OH
XXXH-4-5 By H H CH:Ph CH: H H F OH
XXXH4-6 By H H CHedodol3yl CHs H H OF OH
XXXIE4-7 By H H CHXUOHESCH: CH: H H OF OH
XXXji-48 By * H * s H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXI-5.

Ne R R’ R* RP B R R X Y
XXXIE5-1 ph H HOH Cl; H H F OH
XXXI-5-2 Ph H H  CH; CH; H H F OH
XXXI-3-3 Ph H H  CH(CH:) CH: H H F OH
XXXIi-3-4 Ph H H CHCHCH), CH: H H F OH
XXXI-5-5 Ph H H  CH.Ph CH: H H F OH
XXXIE5-6 Ph H M CHpyindol3vl CHy H H F OH
XXXI5-7 Ph H H CHCHSCH: CH: H H F OH
XXXIE5-8 ph o* H * CH: H H F OH

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

Table XX XH-6.

Ne iy RT RE R R ®B R’ X Y
XXXI-6-1 p-MePh H H H CH;, H H F OH
XXXI-6-2 p-MePh H H (i Cik 0 1 7 OH
XXXI-6-3 p-MePh H H CH(CH:) CH, H H F OH
XXXI-6-4 p-Me-Ph H H CHCH(CH), CH: H H F OH
XXXI-6-5 p-Me-Ph H H CHPh CH, O H F OH
XXXIE6-6 p-Me-Ph H H  CHyndol341 CH, H H F OH
XXXH-6-7 p-Me-Ph H H CHCH:8CH: CH; H H F OH
XXXI-6-8 p-Me-Ph * H ¥ CH: H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-7.

No Rl RITRER® RORRTXTY
XXXI-7-1 p-F-Ph H H H CH;: H H F OH
XXXI-7-2  p-F-Ph H H  CH; CH; H H F OH
XXXI-7-3  p-F-Ph H H  CH(CHs): CH: H H F OH
XXXI1-7-4 p-F-Ph H H CHCH({CH), CH; H H F OH
XXXI-7-6  p-F-Ph H H  CH:Ph CH. H H F OH
XXX1-7-7  p-F-Ph H H  CHeindol3yi CH: H H F OH
XXXI1-7-8 pFPh H H CHCHSCH: CH; H H F OH
XXXI-7-26 pFPh * H % CHs H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXH-8.

Ne R R* R* RP R® R R X Y

XXXE-8-1 pCl-Ph H H H CH: H H F OH
XXXH-8-2 p-Cl-Ph H H C(CHs CH; H H F OH
XXXM-8-3 p-Cl-Ph H H  CH{CH:): H; H H F OH
XXX¥-8-4 p-Cl-Ph H H CHCHCH:)p O H H F OH
XXXIE-8-5 p-Cl-Ph H H  CHyPh CH; H H F OH
XXRIE8-6 p-Cl-Ph B H  CHpindol-3-y1 CH; H H F OH
XXAIE-8-7 pCl-Ph H H CHXCHSCHs CH; H H F CH
XXXI-8-8 p-Cl-Ph * H * CH;s H H F ©CH

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

Table XX XH-9.

Ne Y RT R® R® R R R X Y
XXXII-9-1 pBrPh H H H C: H H F OH
XXXI1-9-2 p-Br-Ph H H (H; Cik H H F OH
XXXI1-9-3 p-Br-Ph H H CH(CHs): CH: H H F OH
XXX11-9-4 p-Br-Ph H H CHCH(CHy). CH, H H F OH
XXXI1-9-6 p-Br-Ph H H CHPh CH: H H F OH
XXXI£-9-7 p-Br-Ph H H CHeindol3yl CHy H H F OH
XXXI11-9-8 p-Br-Ph H H CHCH.SCH: CH: H H F OH
XXXIi-9-20 p-Br-Ph * H * CH: H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-10.

Ne R! R? R*™ RP® R* R R* X Y

XXX-10-1 p-I-Ph H H H CH: H H OH
XXXi-10-2 pi-Ph H H G CH: H H F OH
XXXH-16-3 p-I-Ph H H CH({CH;)p CH;: H H F OH
XXXH-10-4 p-I-Ph H H CHCH{CH:p. (H; H H F OH
XXXI-10-5 p-I-Ph H H CHpFh CHs H H F 0OH
KEXIE-10-6 p-1-Ph H H  CHeandob-3-yl CHs H O H F OH
XXRIL-3-7 pI-Ph H H O CHCOLSCH; O H H F OH
XXXM-10-8 p-IPh * H % CHy H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJI-11.

Ne R R R* R® R R R X Y
XXXII-11-1 CHs H H H Bt H 0 F OH
XXXI-11-2 CHs H H  CHs Ff H H F OH
XXXI-11-3 CHs H H  CH(CH:) B H H F OH
XXXI-11-4 CH; H H CHCH(CH), Ft H H F OH
XXXIL11-8 CH; H H  CHPh B H H F OH
XXXIE11-6 CH; H H  CHpindol341 Et H H F OH
XXXI11-7 CH; H H CHCH.SCH; Ee H H F OH
XXXIE11-8 CH; * H  * Bt H H F OH

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

Table XX XI-12.

Ne RTRRY RP RRR XY
XXXIF12-1 Bt H H H Bt H H F OH
XXXI-122 Bt H B Cih Bt H H F OH
XXXI-12-3 Et H H  CH(CH:) £t H H F OH
XXXI-12-4 Et H H CHCH(CH), E H H F OH
XXXI1-125 Et H H  CHPh Bt H H F OH
XXXIE12-6 Et H H  CHpeindol3+1 Bt H H F OH
XXX1-12-7 Bt H H  CHCHSCH: Bt H H F OH
XXXIE128 Bt Y H 7 Bt H H F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX XJI-13.

Ne R' R* R* R® R R R X Y

XXXH-13-1 Pr H H H Et H H F OH
XXXH-13-2 pr H H CHs EE H H F OH
XXXH-33-3 Pr H H CH(CH:) Ftr H H F OH
XXXi-134 Pr H H CHXCH(CHs), Et H H F OH
XXX¥-13-5 'pr H H CH:Ph ¥ H H F OH
XXXT-33-6 'Ppr H H  CHedindol3v1 Bt H H F OH
XXXI-137 r H H CHCOHSCH; Et H H F OH
XXKI-13-8 P * H % Et H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX1-14.

Ne R R* R*® R® R R R X Y

XXXIE-14-1 Bu H H H E H H F OH
XXXIi-14-2 Bu H H CH EtE H H F OH
XXXI1-14-3 Bu H H CH(CH:): EtE H H F OH
XXXNMi-14-4 Bu H H CCHCHCH)», B H H F OH
AXXIi-14-8 By H H CHPh B H H F OH
XXXIi-14-6 By H H CHyindol3-yi Et H H F OH
XXXI-14-7 Bu H H CHACHSH, E H H F OH
XXXI-14-8 Bu * H * B H H F OH

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

Table XX XII-15.

Ne R REREORE R R XY
XXXI--151 ph H H H Et 4 H F OH
XXXI-i5-2 Ph H H Cis Bt H H F OH
XXXI-15-3 Ph H H CH(CH:), Bt H H F OH
XXXW-15-4 Ph H H CH.CH(CH;), B H H F OH
XXXI-183 Ph H H CH:Ph B H H F OH
XXXI-156 Ph H H CHeindol3vi Ft H H F OH
XXXI157 Ph H H  CHCHSCH: Et H H F OH
XXXI-15-8 Pp * H ¥ Bt H H F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX XII-16.

Ne R! R’ R®™ R¥™ RY R° R* X Y

XXX-16-1 p-Me-Ph H H H B H H F OH
KXXi-16-2 p-Me-Ph H H s EE H H F OH
XXXH-16-3 p-Me-Ph H H  CH(CH:) EE H H F OH
XXX-16-4 p-Me-Ph H H CHCH({CH;x Bt H H F OH
XXXH-16-5 p-Me-Ph H H  CibPh Et H H F OH
XEXIE-16-6 p-Me-Ph H H CHo-mdol3yl Bt H H F OH
XXRI-16-7 p-MePh H H CHLCHERSCH, Bt H H F OH
XXXH-16-8 p-Me-Ph H = EE H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX1-17.

Ne R R R® R® R" R® R* X Y

XXXE-17-1 p-F-Ph H H H BEH H F OH
XXXH-17-2 p-F-Ph H H (s Et H H F OH
XXXH-17-3 p-F-Ph H H CH(CH:): Et H H F OH
XXX¥-17-4 p-F-Ph H H CHCH(CH):, E H H F OH
XXXME-17-5 pF-Ph H H CH)Ph B H H F OH
XXXIE-17-6 p-F-Ph H H  CHymdol3-yi Bt H H F OH
XXXIE-17-7 p-F-Ph H H CHCH,SCH; Et H H F OH
XXXI-17-8 p-F-Ph * H * B H H F OH

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

Table XX XII-18.

Ne R! R* R* RP R R R X Y

XXXI-18-1 p-Cl-Ph H H O H B H H F OH
XXXI-18-2 p-Cl-Ph H H (s Bt H H F OH
XXXI3-18-3 p-CI-Ph H H CH({CH:) Br H H F OH
XXXi-18-4 p-Ci-Ph H H CHCHICH:) E H H F OH
RXXI-18-3 p-Cl-Ph H H  CHoPh EE H H F OH
XXXH-18-6 p-Cl.Ph H H CHsindol3-yI Et H H F OH
XXRH-13-7 p-Cl-Ph H H CHLCHSCHs Bt H O H O OF OH
XXXli-18-8 p-Cl-Ph * H * B H H ¥ OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XJI-19.

Ne Rl RTRER® RORIRX Y
XXXIi-19-1 pBrPh H H H Ft H H OH
XXXI-19-2 p-Br-Ph H H CH; B H H F OH
XXXI1-19-3 p-Br-Ph H H CH(CH:) FE H H F OH
XXXI-194 p-Br-Ph H H CHCH(CH), Ft H H F OH
XXXI-19-5 p-Br-Ph H H CH:Ph Bt H H F OH
XXXI-19-6 p-Br-Ph H H CHrindol34 Bt H H F OH
XXXII-19-7 p-BrPh H H CHCHSCH Bt H H F OH
XXXI-19-8 p-Br-Ph * H ¢ Bt H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XX23J1-20.

Ne R RT R* RY RF R R X Y
XXXIE-20-1 plPh H H H Bt 0 H F OH
XXXI1-20-2 p-IPh H H CH; Ft H H F OH
XXXI1-20-3 p-I-Ph H H  CH(CH:): B H H F OH
XXX1E-20-4 pIPh H H CHCHCH) Bt H H F OH
XXXIL20-5 plPh H H  CHPh Bt H H F OH
XXXI-20-6 p-I.Ph H H  CHy-indol-3-yl Et H H F OH
XXXIE-20-7 plPh H H CH.CH:SCH; Et H H F OH
XXXIf-20-8 pIPh * H Bt H H F OH

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

Table XX XI-21.

Ne R R R¢ RP R B X Y
XXXII-21-1 CHs H H H Pr H H F OH
XXXI-212 CH; H H o CHs Pr H H F OH
XXXI3-21-3 CH; H H  CH(CH:) Pr H H F OH
XXXI-21-4 CH; H H CHCHICH), Pr H H F OH
XXX11-21-8 CH; H H  CHPh Pr H H F OH
XXXIE-21-6 CHs H H  CHyindol341 Pr H H F OH
XXXIE217 CH; H H O CHSCH,SCH; Pe H H F OH
XXXI-21-8 CHy * H * e H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-22.

Ne R' R* R* R® R* R R X Y

XXXI-22-1 BFE H H H r H H F OH
XXXH-22-2 Bt H H G Pr H# H F OH
XXX§5-22-3 Bt H H  CH({CH:)x P H H F OH
XXX0-224 Bt H H CHCH(CHz); Pr H H F OH
XXXH-22-5 Bt H H CH:Ph Pr H H F OH

XXXMi-22-6 Bt H H  CHewodol3l P H H O F O OH
XXXH-22-7 Bt H H CCHSCHs P H H O F O OH
XXXi5-22-8 Bt * H % Pr H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJ1-23.

Ne R RZ R® R? R R X Y
XXXIE23-1 pr H H H Pr 4 H F OH
XXXI:23-2 pr H H CH Pr H H F OH
XXXI3-23-3 Pr H H CH(CH:): Pr H H F OH
XXXIE234 Pr H H CHCH(CHy), Pr H H F OH
XXXI-23-3 pr H H  CH.Ph Pr H H F OH
XXXI823-6 Pr H H  CHpindol3vl Pr H H F OH
XXXIE23-7 Pr H H CH.UHSCH, Pr H H F OH
XXXI-23-8 pr * H ¥ Pt H H F OH

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

Table XX XI-24.

Ne R' R R® R® R* R® R® X Y

XXXI-24-1 By H H H Pr H H F OH
XXXI}-24-2 Bu H H (s Pr H H F OH
XXX11-24-3 By H H CH(CH) Pr H H F OH
XXXii-24-¢ By H H CHRCHICH:): Pr H H F OH
XXXIE24-8 "By H H  CHPh Pr H H F OH
XXXi-246 Bg H H  CH-ndol-3+1 Pr H O H F OH
XXXiL247 By H H  CHCHSCH; Pr H H OF OH
XXXi-248 By ¥ H ¥ Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-25.

Ne R' R? R®* R*® R" R* R* X Y

XXX-25-1 Ph H H H PrH H F OH
XXXB-25-2 Ph H H CH; Pr 4 H F OH
XXXH-25-3 Ph H H CH(CHz) Pr H H F OH
XXXH-254 Ph H H CHCH((H:, Pr H H F OH
XXXH-25-5 Ph H H  CH:Ph Pr H H F OH
XXXIE25-6 Ph H H  CHimdol31 Pr H B F OH
XXXIE25-7 Ph H H CHCHESCHs ' H H OF OH
XXXH-258 Ph * H ¢ Pr H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJI-26.

Nz R' R* R™ R® R R R X Y
XXX-26-1 p-Me-Ph H H H Pr H H F OH
XXXH-26-2 p-Me-Ph H H (i Pr H H F ©GH
XXXI1-26-3 p-Me-Ph H H  CH(CH), Pr H H F OH
XXXH-26-4 p-Me-Ph H H  CHCH(CH:) Pr H H F OH
KXXIE26-5 p-Me-Ph H H  CHyPh Pr H H F OH
XXXRI-26-6 p-Me-Ph H H  CHyindol-3-yl Pr H H F OH
XXAIE-26-7 p-Me-Ph H H CHCH:5CH; Pr H H F OH
XXXIE-26-8 p-Me-Ph * H % Pr H H F OH
*R? and R* joined together by (CHa)s to form five-membered ring,
Table XXXH-27.

Ne R! R R¥™ R¥® R R°® R°® X ¥
XXXII-27-1 pF-Ph H H H P H H F OH
XXXII-27-2 p-F-Ph H H CHs P H H T OH
XXXII-27-3 p-F-Ph H H CH(CHy), Pr H H F OH
XXX§-27-4 p-F-Ph H H CHCHICH:): Pr H H F OH
RXXI-27-5 p-F-Ph H H CibPh Pr H H F OH
XXXM-27-6 p-F-Ph H H CHindol-31 Pr H H F OH
XRXRH-27-7 p-F-Ph H H CHCHSCH; 'Pr H H F OH
XXXI-27-8 p-F-Ph * H * Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-28.

z

o R R® R¥ R® R R R X Y
XXXI-28-1 p-Ci-Ph H H H ’r H H F OH
XXXI-28-2 p-Cl-Ph H H CH; Pt H H F OH
XXXI1-28-3 p-Cl-Ph H H CH(CHs); Pr H H F OH
XXXI1-28-4 p-CI-Ph H H CHCH(CH:p 'Pr H H F OH
XXXI1-28-5 p-CI-Ph H H  CHPh Pr H H F OH
XXX11-28-6 p-Cl-Ph H H CHpindol-3+1 Pr H H F OH
XXXIE-28-7 p-Ci-Ph H H CHCHSCH: Pc H H F OH
XXX1-28-8 p-Ci-Ph * H Pr H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJ1-29.

Nz R' R* R® R® B R R XY

XXXE-29-1 p-Br-Ph H H H P H H F OH
XXXH-29-2 p-Br-Ph H H (Hs T H H F OH
XXXM-29-3 p-Br-Ph H H  CH(CH:): Pr H H F OH
XXXH-29-4 p-Br-Ph H H  CHCH{CH:): Pr H H F OH
KXXIE29-5 p-Br-Ph H H CHyPh Pr H H F OH
XXXIE-29-6 p-Br-Ph H H  CHymdol-3-y1 Pr H H F OH
XXXIE29-7 p-Br-Ph H H CHCH:SCH: Pr H H F OH
XXXI-29-8 p-Br-Ph * H ¥ Pr H H F 0H

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

Table XX XI-30.

Ne R’ 2 RA R R R XY
XXXI-30-1 pI-Ph H H H Pr H H F OH
XXXI-36-2 p-I-Ph H H (I Pr H H F OH
XXXI1-30-3 pI-Ph H H  CH(CH:): Pe H H F OH
XXXI-36-4 p-IPh H H CHCH(CH:p Pr H H F OH
XXX1:-30-5 plPh H H  CH:Ph Pr H H F OH
XXXIE30-6 p-IPh H H  CHpindol-3y1 Pr H H F OH
XXXI-30-7 pIPh H H CH:CHSCH; Pr H H F OH
XXXI-30-8 pIPh * H * Pr H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XJI-31.

Ne R RT R R® R RT XY
XXXI-31-1 CH; H H H "By H H F OH
XXXI-31-2 CH: H H  CHs By H H F OH
XXXI-31-3 CH; H O H CH(CH:) By H H F OH
XXXI-31-4 CH; H H CHCH(CH:), "By H H F OH
XXXI-31-5 CHs H H  CHPb "By H H F OH
XXXI1-31-6 CH; H H  CHreindol341 "By H H F OH
XXXIE31-7 CHs H H CHCH.SCHs "Bu H H F OH
XXXIL31-8 CHy * H "By H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXHI-32.

Ne R" R* R® R® R* R R X Y

XXXI-32-t Bf H H H "By H H F OH
XXXIE-32-2 Bt H H CH; "y H H F OH
XXXH-32-3 Et H H CH{CH: "Bu H H F OH
XXXM-32-4 Bt H H CHCH(CH:), "Bu H H F OH
AXXH-32-8 Et H H CHpPh "By H H F OH
XXXIE-32-6 Et H H  CHy-mdol3+1 "By H H F OH
XXXI32-7 Bt H H CHCHSCHs "By H H F OH
XXXHE-32-8 Bt * H OO "y H H Ff OH

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

Table XX XII-33.

Ne R R R* RY R R XY
XXXII-33-1 pr H H H "By H H F OH
XXXI-33-2 pr H H CIh By H H F OH
XXXI3-33-3 Pr H H CH(CH:) "By H H F OH
XXXI§-33-4 Pr H H CHCH(CH:), "By H H F OH
XXXI1-33-3 pr H H  CH:Ph "By H H F OH
XXXIE336 Pr H H  CHeindol3wl "By H H F OH
XXXI-337 Pr H H  CH.CH,SCH: "By H H F OH
XXXI-33-8 pr * H ¥ "By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XJI-34.

Ne R' R* R® R R R R X Y

XKXXU-341 By H H H "y H H F OH
XKXX-34-2 By H H CHs "By H H F OH
XXXJi-34-3 By H H CHCH:) "Bu H H F OH
XXXi-344 By H H CHCH{CH:» "Bu H H F OH
XXXH-34-5 "By H H CHPh "Bu H H F OH
XXXI-34-6 'Bu H H  CHeodol3l "Bu H H O F OH
XXXIE34-7 Bu H H CHCHSCH; "By H H F OH
XXXH-348 By * H % "By H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJI-35.

Ne R R R* R® R R R X Y
XXXII351 pp H H H "By H H F OH
XXXII-35-2 Ph H H CHs "By H H F OH
XXXI-35-3 Ph H H CH(CH:), "By H H F OH
XXXI-3%4 Ph H H CHCH(CH), "By H H F OH
XXXI-355 Ph H H  CH:Ph "By H H F OH
XXXH-356 Ph H H CHpeindol-3yl "By H H F OH
XXXI357 Ph H H CH,CHSCH: "Bu H H F OH
XXXI-35-8 pp o * H ¢ "By H H F OH

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

Table XX XII-36.

e R RORE R RY R R XY
XXXIE-36-1 p-MePh H H H "Bu H H F OH
XXXI-36-2 p-MePh H H (I "du H H F OH
XXXI1-36-3 p-Me-Ph H H CH(CHs: 'Bu H H F OH
XXX11-36-4 p-Me-Ph H H CHCH(CH): "Bu H H F OH
XXXIE-36-5 p-Me-Ph H H CHPh "By H H F OH
XXX1E-36-6 p-Me-Ph H H CHrindol3yl "By H H F OH
XXXH-36¢-7 p-Me-Ph H H CHCHSCH: “Bu H H F OH
XXXIE36-8 p-Me-Ph * H * "By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-37.

=

No Rl RITRER® RTRR Y
XXXI-371 pF-Ph H H H By H H F OH
XXXI-37-2 p-F-Ph H H CH; gy H H F OH
XXXI1-37-3 p-F-Ph H H  CH(CH), gy H H F OH
XXXI1-37-4 p-F-Ph H H CHCH({CH), “Bu H H F OH
XXXI§-37-5 p-F-Ph H H  CH:Ph "By H H F OH
XXX11-37-6 p-F-Ph H H  CHeindol3i "By H H F OH
XXXI1-37-7 pFPh H H CHCHSCH: "Bu H H F OH
XXXI-37-8 pFPh * H * By H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXX1-38.

Nz R' R? R* R® R* R R X Y
XXXE-38-1 p-Cl-Ph H H H By H H F OH
XXXH-38-2 p-Ci-Ph H H i my H H F OH
XXXM3-38-3 p-Cl-Ph H H CH{CH:) "y H H F OH
XXXI5-384 p-Cl-Ph H H CHCH(CH:, "By H H F OH
XXXIE-38-5 p-Cl-Ph H OH CHyPh my H OH O OF OH
XXXRIE386 p-Cl-Ph H H  CHpindol-3-yl "By H H F OH
XXAIE-38-7 p-Cl-Ph H H CHXCH,SCH; "By H H F OH
XXXI-38-8 p-Cl-Ph * H * "By H H F OH
*R* and R joined together by (CHa): to form five-membered ring.
Table XXXI-39.

Ne R! R? R R® R R R X ¥
XXXI-39-1 p-Br-Ph H H H "qy H H F OH
XXXI1-3%-2 p-Br-Ph H H C(Hs "By H H F OH
XXXM1-3%2-3 p-Br-Ph H H CH(CH:): "gy H H F QOH
XXXI-39-4 p-BrPh H H CHCHCH). "Bu H H F OH
RXXI-39-5 p-Br-Ph H H CihPh my H H OF OH
XXXM-39-6 p-Br-Ph H H CHyindol331 "By H H F OH
XXXIE39-7 p-Br-Ph H H  CHCHSCH: "By H H F OH
XXXI-39-8 p-Br-Ph * H ¢ "By H H F OH

*R* and R joined together by (CHa): to form five-membered ring.
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Table XX XII-40.

Ne R! R? R*™ RP® R®* R R* X Y

XXX-40-1 p-I-Ph H H H "By H H F OH
XXXi-40-2 p-i-Ph H H G "By H H F OH
XXXH-40-3 p-I-Ph H H CH({CH;)p "By H H F OGH
XXXI-40-4 p-I-Ph H H CHCH(CH:p. "Bu H H F OH
XXXI-40-5 p-I-Ph H H CHpFh "By H H F OH
XEXXIE-40-6 p-1-Ph H H  CHeandob-3-yl “By H H F OH
XXKI-46-7 p-I-Ph H H CHCOLSCH; "Bu H H F OH
XXXM-40-8 p-IPh * H = "By H H F OH

*R? and R’ joined together by ((Ha): to form five-membered ring,

Table XXXJ1-41.

Ne R R R* R® ¥ R R’ Y
XXXI-41-1 CH; H H H Bz H H F OH
XXXI-41-2 CHs H H  CHs Bz H H F ©OH
XXXII-41-3 CH; H H  CH(CH:) Bz H H F OH
XXXIE41-4 CH; H H CHCHICH), Bz H H F OH
XXXI41-83 CH; H H  CHPh Bz H H F OH
XXXI41-6 CH; H H  CHyeindol340 Bz H H F QH
XXXIE41-7 CHs H H CHCH.SCH; Bz H H F OH
XXXIE41-8 CH; * H B H H F OH

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

Table XX XI1-42.

Ne R R R R® PR R Y
XXXII-42-1 Bt H H H B H H F OH
XXXII-42-2 Bt H H Ci; B H H F OH
XXXI-42-3 Bt H H CH(CH:) Bz H H F OH
XXX¥-424 Ft H H CHCHCH), Bz H H F OH
XXXM1-42-5 Bt H H CHPph Bz H H F OH
XXXI1-42-6 Ft H H C(Hpeindol3vl Bz H H F OH
XXXI-42-7 Bt H H CHCH.SCH: Bz H H F OH
XXXII-42-8 Bt * H ¥ Bz H H F OH

*R? and R*" joined together by (CHa): to form five-membered ring.
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Table XX XII-43.

b R R R¥ R® R RR X Y
XXX-43-1 Ppr H H H Bz H H F OH
XXXI-43-2 pr H H CH B H H F OH
XXXI-43-3 pr H H CH(CH:) Bz H H F OH
XXXI-434 Pr H H CHCH(CHs), Bz H H F OH
XXXI1-43-5 Pr H H CH:Ph Bz H H ¥ OH
XXX11-43-6 Pr H H  CHeindol3vl Bz H H OH
XXXI143-7 Pr H H CHCHSCH; Bz H H OH
XXX1-43-8 Pr * H ¢ Bz H H F OH

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

Table XXXI-44.

Ne R' R R* R® R R R X Y
XXXIi44-1 By H H H Bz H H F O
XXXI1-44-2 By H H CH Bz H H F OH
XXX1E44-3 By H H  CH(CHs): Bz H H F OH
XXXIE4d4-4 By H H CHCHCH:) Bz H H F OH
XXXI-445 By H H  CHPh Bz H H F OH
XXXI1-44-6 By H H  CHeindol3yl Bz H H F OH
XXXI1-447 By H H CHCHS(CH, Bz H H F OH
XXXI1-44-8 By * H B H H F OH

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

Table XXXII-45.

Ne R R RE RE R R XY
XXX1id45-1 ph H H H Bz H H F O
XXXI452 Ph H H CH; Bz H H F OH
XXXI-45-3 Ph H H  CH(CH:), B: H H F OH
XXXI-45-4 ph H H  CILCHCH), Bz H H F OH
XXXI-455 ph H H CiLPh Bz H H F OH
XXXI1-456 Ph H H Cibdindol351 Bz H H F OH
XXXI-457 Ph H H CH.CH:SCH;, Bz H H F OH
XXXI-458 Ph * H ¥ Bz H H F OH
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*R2 and R joined together by (CTz): to form five-membered ring.

Table XXXH-46.

B R R’ R®™ R™ RY R R" X Y
XXXlE-46-1 p-Me-Ph H H H Bz H H F OH
XXXI-46-2 p-Me-Ph H H CHs Bz H H F OH
XXXJ1-46-3 p-Me-Ph H H CH(CH:) Bz H H F OH
XXXM1-46-4 p-Me-Ph H H CHCH(CH:: Bz H H F OH
XXX11-46-5 p-Me-Ph H H CihPh B H H F OH
XXX11-46-6 p-Me-Ph H H CHyindol3wl Bz H H F OH
XXX11-46-7 p-Me-Ph H H CHCHSCH: Bz H H F OH
XXX1-46-8 p-Me-Ph * H ¥ Bz H H ¥ OH

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

Table XXXI1-47.

=

.]\{E‘ RI R;, RB a R3 b R4 RS Rr" X ‘ﬁ}r
XXXI-47-1 p-FPh H H H Bz H H F OH
XXXI{-47-2 p-F-Ph H H CH; Bz H H F OH
XXX11-47-3 p-F-Ph H H CH(CH;) Bz H H F OH
XXXIi-47-4 p-FPh H H CH.CH{CH:), Bz H H F OH
XXX11-47-5 p-F-Ph H H CHPh B H H F OH
XXX11-47-6 p-F-Ph H H CHeindol3sl Bz H H F OH
XXXH-47-7 pFPh H H  CILCISCH; Bz H H F OH
XXX1-47-8 p-F-Ph * H * Bz H H F OH

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

Table XXXI1-48.

Ne R R R* R R R Y
XXXI-48-1 p-Ci-Ph H H H Bz H H F OH
XXXI1-48-2 p-Cl-Ph H H CH; Bz H H F OH
XXXI1-48-3 p-CI-Ph H H CH(CH:) Bz H H F OH
XXXI1-48-4 p-CI-Ph H H CHCH(CH:, Bz H H F OH
XXXI1-48-5 p-Cl-Ph H H CHPh Bz H H F oH
XXXI148-6 p-Cl-Ph H H CHeindol-3wt 8z H H F OH
XXXI48.7 p-Cl-Ph H H CHCHSCH;, Bz H H F OH
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Ne R

R2

RE A

R3b I{4

R® R®

X Y

XXXII-48-8 p-Cl-Ph

*

H

*

Bz H

H

F

OH

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

Table XXXH-49.

Ne R R* R*® R® R* RP R X Y

XXXIE-49-1 p-Br-Ph H H H Bz H H F OH
AXXI-49-2 p-Br-Ph H H CH; Bz H H F OH
XXXH1-49-3 p-Br-Ph H H CH(CH:) Bz H H F OH
XXX-494 p-Br-Ph H H CHXCH{CH;); Bz H H F OH
XXX-49-5 p-Br-Ph H H CHyPh Bz H H F OH
XXX-49-6 p-Br-Ph H H CHpmdol3wl Bz H H ¥ OH
XXX-49-7 p-Br-Ph H H CHXHSCH:s Bz H H ¥ OH
XXX11-49-8 p-Br-Ph * H * Bz H H F OH

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

Table XXXH-50.

N R R? R® R R R R X Y
XXXI-56-1 p-I-Ph H H Bz H H F OH
XXXI1-50-2 pl-Ph H H CH: Bz H H F OH
XXXI-50-3 plPh H H  CH(CH:): Bz H H F OH
XXX11-50-4 pIPh H H CHCH(C(H). Bz H H F OH
XXXIE-50-5 pIPh H H  CH:Ph Bz H H F OH
XXXI-50-6 p-I-Ph H H  CHpeindol3gl Bz H H F OH
XXXIE50-7 p-IPh H H  CHCHSCHs Bz H H F OH
XXXI1-50-8 p-f-Ph * H ¥ Bz H H F OH

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

DOSAGE, ADMINISTRATION, AND USE

A sixth embodiment of the present invention is directed to a composition for the

treatment of any of the viral agents disclosed herein said composition comprising a

pharmaceutically acceptable medium selected from among an excipient, carrier, dituent,

and equivalent medium and a compound, that is intended to include its salts (acid or basic

addition salts), hydrates, solvates, and crystalline forms can be obtained, represented by
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formula §.

It is contemplated that the formulation of the sixth embodiment can contain any of
the compounds contemplated in any of the aspects of the first, second, third, fourth, and
fifth embodiments or those specifically recited in the tables above or exermplified herein,

either alone or in combination with another compound of the present invention.

The compounds of the present invention may be formulated in a wide variety of
oral administration dosage forms and carriers. Oral administration can be in the form of
tablets, coated tablets, hard and soft gelatin capsules, solutions, emulsions, syrups, or
suspensions. Compounds of the present invention are efficacious when administered by
suppository administration, among other routes of administration. The most convenient
manner of administration is generally oral using a convenient daily dosing regimen which
can be adjusted according to the severity of the disease and the patient's response to the

antiviral medication.

A compound or compounds of the present invention, as well as their
pharmaceutically acceptable salts, together with one or more conventional excipients,
carriers, or diluents, may be placed inio the form of pharmaceutical compaositions and
unit dosages. The pharmaceutical compositions and unit dosage forms may be comprised
of conventional ingredients in conventional proportions, with or without additional active
compounds and the unit dosage forms may contain any suitable effective amount of the
active ingredient commensurate with the intended daily dosage range to be employed.
The pharmaceutical compositions may be employed as solids, such as tablets or filled
capsules, semisolids, powders, sustained release formulations, or liguids such as
suspensions, emulsions, or filled capsules for oral use; or in the form of suppositories for
rectal or vaginal administration. A typical preparation will contain from about 5% to
about 95% active compound or compounds {w/w). The term "preparation” or "dosage
form" 1s intended to include both solid and liquid formulations of the active compound
and one skilied in the art will appreciate that an aciive ingredient can exist in different

preparations depending on the desired dose and pharmacokinetic parameters.
The term "excipient" as used herein refers to a compound that is used to prepare a
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pharmaceutical composition, and is generally safe, non-toxic and neither biclogically nor
otherwise undesirable, and includes excipients that are acceptable for veterinary use as
well as human pharmacentical use. The compounds of this invention can be administered
alone but will generally be administered in admixture with one or more suitable
pharmaceutical excipients, diluents or carriers selected with regard to the intended route

of administration and standard pharmaceutical practice.

A "pharmaceutically acceptable salt" form of an active ingredient may also
imitially confer a desirable pharmacokinetic property on the active ingredient which were
absent in the non-salt form, and may even positively affect the pharmacodyonamics of the
active ingredient with respect 1o its therapeutic activity in the body. The phrase
"pharmaceutically acceptable salt” of a compound as used herein means a salt that is
pharmaceutically acceptable and that possesses the desired pharmacological activity of
the parent compound. Such salts include: (1) acid addition salts, formed with inorganic
acids such as hydrochloric acid, hydrobromic acid, sulfuric acid, nitric acid, phosphoric
acid, and the like; or formed with organic acids such as glycolic acid, pyruvic acid, lactic
actd, malonic acid, malic acid, maleic acid, fumaric acid, tartaric acid, citric acid, 3-(4-
hydroxybenzoyl)benzoic acid, cinnamic acid, mandelic acid, methanesulfonic acid,
ethanesulfonic acid, 1,2-ethane-disulfonic acid, 2-hydroxyethanesulfonic acid,
benzenesulfonic acid, 4-chlorobenzenesulfonic acid, 2Z-naphthalenesulfonic acid, 4-
toluenesulfonic acid, camphorsulfonic acid, lauryl sulfuric acid, gluconie acid, glutamic
acid, salicylic acid, muconic acid, and the like or (2) basic addition salts formed with the
conjugate bases of any of the inorganic acids listed above, wherein the conjugate bases
comprise a cationic component selected from among Na™, K7, Mg?”", Ca™, and NHgR 5",
in which R" is a C1.2 alkyl and g is a numnber selected from among 0, 1,2, 3, or 4. It
should be understood that all references to pharmaceutically acceptable salts include
solvent addition forms {solvates) or crystal forms (polymorphs) as defined herein, of the

same acid addition salt.

Solid form preparations include powders, tablets, pills, capsules, suppositories,
and dispersible granules. A solid carrier may be one or more substances which may also

act as diluents, flavoring agents, solubilizers, lubricants, suspending agents, binders,
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preservatives, tablet disintegrating agents, or an encapsulating material. In powders, the
carrier generally is a finely divided solid which is a mixture with the finely divided active
component. in tablets, the active component generally is mixed with the carrier having
the necessary binding capacity in suitable proportions and compacted in the shape and
size desired. Suitable carriers include but are not limited to magnesium carbonate,
magnestum stearate, talc, sugar, lactose, pectin, dextrin, starch, gelatin, tragacanth,
methyicellulose, sodium carboxymethylcellulose, a low meliing wax, cocoa butter, and
the like. Solid form preparations may contain, in addition to the active component,
colorants, flavors, stabilizers, buffers, artificial and natural sweeteners, dispersants,

thickeners, solubilizing agents, and the like.

Liquid formulations also are suitable for oral administration include liquid
formulation including emulsions, syrups, elixirs and aqueous suspensions. These include
solid form preparations which are intended to be converted to liquid form preparations
shortly before use. Emulsions may be prepared in solutions, for example, in aqueous
propviene glycol solutions or may contain emulsifying agents such as lecithin, sorbitan
monooleate, or acacia. Agqueous suspensions can be prepared by dispersing the fingly
divided active component in water with viscous material, such as natural or synthetic
eums, resins, methyleellulose, sodium carboxymethylcethilose, and other well known

suspending agents.

The compounds of the present invention may be formulated for administration as
suppositories. A low melting wax, such as a mixture of faity acid glycerides or cocoa
butter is first melted and the active component is dispersed homogeneously, for example,
by stirring. The molten homogeneous mixture is then poured into convenient sized

molds, allowed to cool, and to solidify.

The compounds of the present invention may be formulated for vaginal
administration. Pessaries, tampons, creams, gels, pastes, foams or sprays containing in

addition to the active ingredient such casriers as are known in the art to be appropriate.

Suitable formulations along with pharmaceutical carriers, diluents and expcipients

are described in Remingron: The Science and Practice of Pharmacy 19985, edited by E.
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W. Martin, Mack Publishing Company, 19th edition, Easton, Pennsylvania, which is
hereby incorporated by reference. The compounds of the present invention can also be
encapsulated in liposomes, such as those disclosed in U 8. Patent Nos. 6,180,134,
5,102,549 5 376,380, 6,060,080, 6,132,763, each of which is incorporated by reference,
A skilled formulation scientist may modify the formulations within the teachings of the
specification to provide numerous formulations for a particular route of administration
without rendering the compositions of the present invention unstable or compromising

their therapeutic activity.

The modification of the present compounds to render them more soluble in water
or other vehicle, for example, may be easily accomplished by minor modifications {e.g.,
salt formulation), which are well within the ordinary skill in the art. It is also well within
the ordinary skill of the art to modify the route of administration and dosage regimen of a
particular compound in order to manage the pharmacokinetics of the present compounds

for maximum beneficial effect in patients.

A seventh embodiment of the present invention is directed to a use of the
compound represented by formula I in the manufacture of a medicament for the treatment
of any condition the result of an infection by any one of the following viral agents:
hepatitis C virus, West Nile virus, yellow fever virus, dengue virus, rhinovirus, polio

virus, hepatitis A virus, bovine viral diarrhea virus and Japanese encephalitis virus.

The term "medicament” means a subsiance used in a method of treatment and/or
prophylaxis of a subject in need thereof, wherein the substance includes, but is not
limited to, a composition, a formulation, a dosage form, and the like, comprising the
compound of formula §. It is contemplated that the compound of the use of the
compound represenied by formula ¥ in the manufacture of a medicament for the treatment
of any of the antiviral conditions disclosed herein of the seventh embodiment can be any
of the compounds contemplated in any of the aspects of the first, second, third, fourth,
fifth embodiments or those specifically recited in the tables above or exemplified herein,
either alone or in combination with ancther comapound of the present invention. A

medicament includes, but 15 not limited to, any one of the compositions contemplated by
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the sixth embodiment of the present invention.

A eighth embodiment of the present invention is directed to a method of treatment
and/or prophylaxis in a subject in need thereof said method comprises administering a

therapeutically effective amount of the compound represented by formula I to the subject.

A first aspect of the eighth embodiment is directed to a method of treatment
and/or prophylaxis in a subject in need thereof said method comprises administering a
therapeutically effective of at least two or more different compounds falling within the

scope of the compound represented by formufa [ to the subject.

A second aspect of the eighth embodiment is directed to a method of treatment
and/or prophylaxis in a subject in need thereof said method comprises alternatively or
concurrently administering a therapeutically effective of at least two compounds falling

within the scope of the compound represented by formula I to the subject.

It is intended that a subject in need thereof is one that has any condition the result
of an infection by any of the viral agents disclosed herein, which includes, but is not
limited to, hepatitis C virus, West Nile virus, yellow fever virus, dengue virus, rhinovirus,
polio virus, hepatitis A virus, bovine viral diarrhea virus or Japanese encephalitis virus,
flaviviridae viruses or pestiviruses or hepaciviruses or a viral agent causing symptoms

equivalent or comparable to any of the above-listed viruses.

The term "subject” means a mammal, which includes, but is not limited to, catile,
pigs, sheep, chicken, turkey, buffalo, lama, ostrich, dogs, cats, and humans, preferably
the subject is a human. H is contemplated that in the method of treating a subject thereof
of the sixth embodiment can be any of the compounds contemplated in any of the aspects
of the first, second, and third embodiments or those specifically recited in the tables

above, either alone or in combination with another compound of the present invention.

The term "therapeutically effective amount" as used herein means an amount
required to reduce symptoms of the disease in an individual. The dose will be adjusted to
the individual requirements in each particular case. That dosage can vary within wide

limits depending upon numercus factors such as the severity of the disease to be treated,
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the age and general health condition of the patient, other medicaments with which the
patient is being treated, the route and form of administration and the preferences and
experience of the medical practitioner involved. For oral administration, a daily dosage
of between about 0.1 and about 10 g, including all values in between, such as 0.25, 0.5,
0.75,1,15,2,25,3,35,4,45,5,55,6,65,7,75,8 85,9, and 9.5, per day should be
appropriate in monotherapy and/or in combination therapy. A preferred daily dosage is
between about 0.5 and about 7.5 ¢ per day, more preferred 1.5 and about 6.0 g per day.
Generally, treatment is imtiated with a large initial "loading dose” to rapidly reduce or
eliminate the virus following by a decreasing the dose to a level sufficient to prevent
resurgence of the infection. Oune of ordinary skill in reating diseases described herein
will be able, without undue experimentation and in reliance on personal knowledge,
experience and the disclosures of this application, to ascertain a therapeutically effective

amount of the compounds of the present invention for a given disease and patient.

Therapeutic efficacy can be ascertained from tests of liver function including, but
not limited to protein levels such as serum proteins (¢.g., albumin, clotting factors,
alkaline phosphatase, aminotransferases (e g, alanine fransaminase, aspartate
transaminase), S-nucleosidase, y-glutaminyltranspeptidase, etc.), synthesis of bilirubin,
svathesis of cholesterol, and synthesis of bile acids; a liver metabolic function, including,
but not limited to, carbohydrate metabolism, amino acid and ammonia metabolism.
Alternatively the therapeutic effectiveness may be monitored by measuring HCV-RNA.

The results of these tests will allow the dose to be optimized.

A third aspect of the eighth embodiment, is directed to a method of treatment
and/or prophylaxis 1o a subject v need thereof said method comprises administering to
the subject a therapeutically effective of a compound represented by formula [ and a
therapeutically effective amount of another antiviral agent; wherein the administration is
concurrent or alternative. It is understood that the time between alternative
administration can range between 1-24 hours, which includes any sub-range in between
including, 2, 3,4, 5,6,7, 8,9, 10, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 22, and 23
hours. Examples of "another antiviral agents” include, but are not imited to; HCV NS3

protease inhibitors (see WO 2008010921, W( 2008010921, EP 1831001, WO
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2007015824, WO 2007014925, W0 2007014926, W( 2007014921, WO 2007014920,
WO 2007014922, US 2005267018, W0 2005095403, WO 2005037214, WO
2004094452, US 2003187018, W 200364456, WO 2005028502, and WO
2003006490y, HCV NS5B Inhibitors (see US 2007275947, US20072759300,
WO2007095269, WO 2007092000, WO 2007076034, WO 200702602, US 2005-98125,
WO 2006093801, US 20061606964, WO 2006065590, WO 2006065335, US
2006040927, 1S 2006040890, WO 2006020082, WO 2006012078, WO 2005123087,
US 2005154056, US 2004229840, WO 2004065367, WO 2004003138, WO
2004002977, WO 2004002944, WO 2004002940, WO 2004000858, WO 2003105770,
WO 2003010141, WG 2002057425, WO 2002057287, W 2005021568, WO
2004041201, US 20060293306, US 20000194749, US 200060241064, US 6784166, WO
2007088148, WO 2007039142, WO 2005103045, WO 2007039145, WO 2004096210,
and WO 2003037895}, HCV N54 inhibitors (see WO 2007070556 and WO
2005067900y, HCV NSS5a Inhibitors {see US 2006276511, WO 2006120252, WO
2006120251, WG 2006100310, WO 2006035061); Toll-like receptor agonists {(seeWQ
2007093901}, and other inhibitors (see WO 2004035571, WO 2004014852, WO
2004014313, WO 20040609020, WG 2003101993, W0 2000006529).

A fourth aspect of the eighth embodiment, is directed to a method of treatment in
a subject in need thereof said method comprises alternatively or concurrently
administering a therapeutically effective of a compound represented by formula I and
another antiviral agent to the subject. It is understood that the time between aiternative
administration can range between 1-24 hours, which includes any sub-range in between
including, 2,3, 4,5, 6,7, 8,9, 10, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 22, and 23

hours.

A fifth aspect of the eighth embodiment, is directed to a method of treatiment
and/or prophylaxis in a subject in need thereof said method comprises administering to
the subject a therapeutically effective of at least one compound represented by formula ¥
and a therapeutically effective amount of another antiviral agent; wherein the
administration 13 concurrent or alternative. It is understood that the time between

alternative administration can range between 1-24 hours, which includes any sub-range in
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between including, 2, 3,4, 5,6, 7, 8,9, 10, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 22,

and 23 hours.

A sixth aspect of the eighth embodiment, is directed to a method of treatmentin a
subject in need thereof said method comprises alternatively or concurrently administering
a therapeutically etfective of at least one compound represented by formula § and another
antiviral agent to the subject. It is understood that the time between alternative
administration can range between 1-24 hours, which includes any sub-range in between
including, 2,3,4,5,6,7,8,9, 10, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 22, and 23

hours.

It is contemplated that the another antiviral agent includes, but ts not limited to
interferon -0 , interferon-P, pegylated interferon-o, ribavirin, levovirin, viramidine,
another nucleoside HCV polymerase inhibitor, a HCV non-nucleoside polymerase
inhibitor, a HCV protease inhibitor, a HCV helicase inhibitor or a HCV fusion inhibitor.
When the active compound or its derivative or salt are administered in combination with
another antiviral agent the activity may be increased over the parent compound. When
the treatment is combination therapy, such administration may be concurrent or
sequential with respect to that of the nucleoside derivatives. "Concurrent administration”
as used herein thus includes administration of the agents at the same time or at ditferent
times. Administration of two or more agents at the same time can be achieved by a single
formulation containing two or more active ingredients or by substantially simultaneous

administration of two or more dosage forms with a single active agent.

It will be understood that references herein to treatment extend to prophylaxis as
well as io the treatment of existing conditions. Furthermore, the term "treatment” of a
HCV infection, as used herein, also includes treatment or prophvlaxis of a disease ora
condition associated with or mediated by HCV infection, or the clinical symptoms

thereof.
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PROCESS FOR PREPARATION

An vinth embodiment of the present invention is directed to a process for
preparing the compound of formula I, which comprises reacting a suitably substituted

phosphochloridate compound 4 with a nucleoside analog 5

R R R

%B(IN fé__x. s—o’;\i N mgase
RO ézo i X o
4 5

wherein the substituents RE, RZ, R R¥™ R R, X, Y, R®, and base have their
meanings as disclosed in the Detatled Description of the Invention and X' is a leaving
group, such as CL, Br, I, tosylate, mesylate, triflucroacetate, tritluorosulfonate,
pentafluorophenoxide, p-NOz-phenoxide, or other commeonly used teaving groups as
disclosed in ddvanced Organic Chemistry by March, Fourth Edition. Leaving groups
and methods that can be used to effect the formation of a phosphoramidate nucleoside
conjugate are found in US 20060142238 and WO 2007095269, Preferably, the leaving
group is CL

This reaction 1s performed in an anhydrous aprotic solvent such tetrahydrofuran,
dioxane, or both tetrahydrofuran and dioxane, or any functional equivalent thereof, with
tetrahydrofuran being the preferred solvent. The reaction is typically initiated at a
temperature range from ~78°C to 40°C with the preferred reaction temperature being
between 0°C and room temperature. The nucleoside is first stirred with a base (St0 12
equivalents) such as N-methylimidazole, collidine, pyridine, 2,6-lutidine, 2, 6-'Bu-
pyridine, etc. a tertiary amine base, such as triethylamine, diisopropylethylamine, sic, or
an alkyl Grignard reagent, such as tBuMgCl, tBuMgBr, MeMgCl, MeMgBr, etc. The
phosphorochloridate (3-10 equivalents) is dissolved in the reaction solvent and added to
the mixture of the nucleoside and base. The reaction is then allowed to stir over a period
of time at a temperature between room temperature and 40°C for 2 period of 30 min to 24
hr. with the preferred reaction temperature being room temperature and time being 24 hr.
The solvent is removed {from the reaction raixture and the product is purified by

chromatography on silica gel.
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A tenth embodiment of the present invention is directed to a product obtained by a
process which comprises reacting a suitably substituted phosphochloridate compound 4

with a nucleoside analog §

,:;{3?\ /RS 9/ " o
% /&“N"ﬁ»x‘ HO' RS\L ‘Q/\rf“ﬂase
4 &

wherein the substituents RE R% R R¥® RY R’ X, Y, R®, X', and base have their

meanings as disclosed in the Detatled Description of the Invention.

This reaction can be performed in an anhydrous aprotic solvent or other suitable
solvent, such as tetrahydrofuran, dioxane, or a mixture of tetrahydrofuran and dioxane,
with tetrabydrofuran being the preferred solvent. The reaction is typically initiated at a
temperature range from -78°C {0 40°C with the preferred reaction temperature being
between 0°C and room temperature. The nucleoside 15 first stirred with a base (S 10 12
equivalents) such as N-methylimidazole, a tertiary amine base or tButy! Magnesium
Chloride. A phosphorochloridate (3-10 equivalents (or suitable "phosphoro-{leaving
group)-date™)) is dissolved in the reaction solvent and added to the mixiure of the
nucleoside and base. The reaction is then allowed to stir over a period of ime at a
temperature between room temperature and 40°C for a period of 30 min to 24 hr. with the
preferred reaction temperature being room temperature and time being 24 hr. The solvent
is removed from the reaction mixture and the product is purified by chromatography on

silica gel.
Compounds and Preparation

Phosphoramidate compounds of the present invention can be prepared by
condensation of a nucleoside analog 5 with a suitably substituied phosphochloridate
compound 4 {(Scheme 1). The nucleoside analog is made by conventional procedures

disclosed in any one of U.S. Published Application Nos. 2005/0009737, 2006/0199783,
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2006/0122146, and 2007/0197463, each of which is incorporated by reference in its

entirety.

Disclosed 1H-NMR values were recorded on a Varian AS-400 instrument. Mass
spectral data were obtain using either a Micromass-Quattromicro APL or a Waters

Acquity.

Thus, by way of example only, a suitably substituted phenol can be reacted with
phosphorus oxychioride (1) to afford an aryloxy phosphorodichioridate 2 (see Example
1) which is subsequently treated with a acid addition salt of an o-amino acid ester in the
presence of TEA to afford an aryioxy phosphorochioridate 4. This arylalkoxy-amino
acid phosphoramidate is reacted with the nucleoside analog to provide the product I (for
procedure see, e.g., C. McGuigan et al. Antiviral Res. 1992 17:311-321; D. Curley et al.
Auntiviral Res. 1990 14:345-356; McGuigan et al. Antiviral Chem. Chemother 1990

1(2):107-113).

Scheme 1

i LR fONHA
¢ ? RO 1
Ci“ﬁ““Ci — CE“T‘"CE R _
o 0! AT =Clor Ts
1 2
NQ .
. P HOT B Base R}, pR¥® R
R% R¥ R : S
o S0 R“’\\.LM o§>\ E‘i’ o
e YOX Re aix;’g\o/'}( Base
rRo 1,0 § RO pe” R
R S O
Y oX we
4 1
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The preparation of nucleoside phosphoramidates requires reacting an
appropriately substituted phosphochloridate with a nucleoside containing a free 5'-
hydroxy! moiety. In cases where only one hydroxyl group is present, preparation of the
phosphoramidate usually proceeds smoothly when the phosphochloridate is reacted with
the desired nucleoside. In cases where the nucleoside contains more than one free
hydroxyl group, preparation of the appropriately protected nucleoside might be required.
Silyl, acetonide or other alcohol protecting groups konown i the art might be warranted
for protection of the sugar moiety. For protection of the nucleoside base, protecting a

free amino group may require amidine protection strategy.

Condensation of the phosphochloridate can be carried out on the unprotected
nucleoside. Since the 5'-OH group of a nucleoside is much less hindered than the 3'-OH
group, selective phosphoramidation is possibie under carefully controiled conditions.
Atter condensation to form a protected phosphoramidate nucleoside, deprotection to
obtain the free phosphoramidate nucleoside can be carried out using standard protocols
for nucleic acid chemistry.  In many cases, the desired product is readily separated from
the starting material using column chromatography on silica gel. The synthetic scheme is

summarized in Scheme 1.

A further understanding of the disclosed embodiments will be appreciated by
consideration of the following examples, which are only meant to be illustrative, and not

limit the disclosed invention.

EXAMPLE 1

General Procedure for Preparation of phosphorodichloridates

/R1'
7 ¢
c;—ﬁ-—(:! 4+  R'-OH e - Sl P
o @
1 2
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A solution of the appropriate phenol R-OH (leq) and triethylamine (1 eq.) in
anhydrous ether was added dropwise to a stirred solution of phosphory! trichloride 1
{leq) at 0 °C over & period of 3 hours under nitrogen. Then the temperature was warmed
to room temperature, and the reaction was stirred overnight. The triethylamine salt was
5 quickly removed with suction filtration and the filtrate concentrated iz vacizo to dryness

to aftord 2 as an oil which was used without further purification.
EXAMPLE 2

General Procedure for Preparation of phosphorochloridates

R Ry & Ry Fo-R
i X g
NH2+A- e SBP—C

Ci—p—Cl + N N7
i R0 Rig 1O
o R2 R
A =Cor Ts
4
2
3
10 A solution of triethylamine (2eq) in anhydrous dichloromethane was added

dropwise to a solution of aryioxy-phosphodichloridate 2 (1 eq) and the appropriate amino
ester 3 { 1 eq) in anhydrous dichloromethane with vigorous stirring at -78 °C over a
period of 30 to 120 minutes. Then the reaction temperature was allowed to warm to room
temperature and stirred over night. Solvent was removed. The residue was washed with

15 ethyl ether and filtered, the filtrate was dried over reduced pressure to give 4.
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EXAMPLE 3

General Procedures for nuclegside phosphoramidate derivatives

R¥g R® R 3g 3 _R!
O& 2~C| + OR 9
) i‘f,(l_‘) — B %l”E\O/Q??\(O Base
R RC R R N
YOX R
4 5 i
5 A solution of the appropriate phosphorochloridate 4 (6.5 equivalents) in

anhydrous tetrahydrofuran (THF) was added to a mixture of nucleoside 5 (1 equivalent)

and N-methylimidazole (8 equivalenis) in anhydrous THF with vigorous stirring at room
temperature and the reaction mixture was stirred overnight. The solvent was removed in
vacuo and the crude was purified by column chromatography and/or preparative thin

10 laver chromatography to give L
EXAMPLE 4

Preparation of 2'-deoxy-2'-fluero-2'-C-methyluridine

\‘;}/ T,ax.Hz \ NHBz
N

/‘*(d TN s;oﬁh{ \/’
z _B0%ACOH
EJO

\ pyridine refiux

o H
Yoo T
\/,AN _ NH, / MeOH PLPE . N
/“‘“(» HO
828 F HO F
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2'-Deoxy-2-fluoro-2'-C-methyvlcytidine {1.0g, 1 eq ) (Clark, §, et al, J. Med.
Chem., 2005, 48, 5504-5508) was dissolved in 10 ml of anhydrous pyridine and
concentrated to dryness in vacuo. The resulting syrup was dissolved in 20 ml of
anhydrous pyridine under nitrogen and cooled to 0°C with stirming. The brown selution
was treated with benzoyl chloride (1.63g, 3eq) dropwise over 10 min. The ice bath was
removed and stirring continued for 1.5h whereby thin-layer chromatography (TLC)
showed no remaining starting material. The mixture was quenched by addition of water
(0.5 ml) and concentrated to dryness. The residue was dissolved 1o 50 mb of
dichloromethane (I3CM) and washed with saturated NaHCOs aqueous solution and HaO.
The organic phase was dried over NaSOu and filtered, concentrated to dryness to give

N* 3! S-tribenzoyl-2-Deoxy-2"-fluoro-2'-C-methylcytidine (2.0 g, Yield: 91%).

N* 3 5-tribenzoyi-2'-Deoxy-2'-fluoro-2'-C-methylcytidine (2.0g, 1 eq )} was
refluxed in 80% aqueous AcOH overnight. After cooling and standing at room
temperature {15 °C), most of the product precipitated and then was filtered through a
sintered funnel. White precipitate was washed with water and co-evaporated with
toluene to give a white solid.  'The filtrate was concentrated and co-evaporated with
toluene to give additional product which was washed with water to give a white solid.
Combining the two batches of white solid gave 1.50g of 3',5'-dibenzoyl-2'-Deoxy-2'-

fluoro-2'-C-methyluridine (Yield: 91%).

To a solution of 3'.5-dibenzoyi-2'-Deoxy-2'-fluore-2'-C-methyluridine {15 g,
leg) in MeOH (10 mL) was added a solution of saturated ammonia in MeOH (20mL}.
The reaction mixture was stured at O °C for 30 min, and then warmed to room

temperature slowly.  After the reaction mixture was stirred for another 18 hours, the
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reaction mixture was evaporated under reduced pressure to give the residue, which was
purified by column chromatography to atford pure compound 2'-deoxy-2'-fluore-2'-C-

methyluridine (500 mg, Yield: 60 %).

EXAMPLE S

5 Preparation of 2'-Deoxy-2'-fluors-2'-C-methyluridine 5'-{pheny! methoxy-alany!

phosphate)

e} 3 | }"F\
P o o
HO M > Y/\E 8\0%\( N );
> MeO R
HO HO &

7

e
= \ LG
HyCOw . BZ
yN o o H ERS) T H
oot F

Phenyl methoxyalaninyl phosphorochloridate (1 g, 6.5 eq } dissolved in 3 ml of

THF was added to a mixture of 2'-Deoxy-2'-fluoro-2'-C-methyluridine (0.15 g1 eq) and
10 N-methylimidazole (0.3 g, 8 eq) in 3 mL THF with vigorous stirring at room temperature,
then the reaction was stirred overnight. Solvent was removed by reduced pressure. The
resulting crude product was dissclved in methanol purified by prep-HPLC on a YMC
25x30X2 mm column using a water / acetonitrile gradient elution mobile phase. The
acetonitrile and water were removed under reduced pressure to give the desired product
(50.1 mg, 15.6%). 'H NMR (DMSO-ds) § 1.20-1.27 (m, 6H), 3.58 (d, /= 16.0 Hz, 3H),
3.75-3.92 (m, 2H), 4.015-4.379 (m, 2H), 5.54 (¢, J = 10.2 Hz, 1H), 5.83-5.91 (m, 1H),
6.00-6.16 {m, 1H), 7.18 (d, /=80 Hz, 2H), 7.22 (s, 1H), 735 (t, /=4 4 Hz, 2H), 7.55 (s,
1H), 11.52 (s, 1H); MS, m'e 502 (M+1)".

Je—
(4]
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EXAMPLE 6

Preparation of 2'-Deoxy-2"-fluoro-2'-Cr-methylaridine 5'-(phenyl methoxy-valyl

phosphate}

- Ol

\“:'//
Heco : \R‘:%O
2 O -
N .
© Yo Oy _H

O H
o I o F

Nt ;
HQA< Nz Y
A -2 Mes MO

HO F

¥
O
b
:;u
,;;\g()
{
X

Phenyl methoxy-valyl phosphorochloridate (0.6 g, 3.6 eq ) dissolved in 3 mL of
THF was added to a mixture of 2'-Deoxy-2'fluore-2'-C-methvluridine {0.15 g1 eq) and
N-methylimidazole (0.44 g, © eq) in 3 mL THF with vigorous stirring at room
temperature, then the reaction was stirred overnight. Solvent was removed by reduced
pressure. The resulting crude product was dissolved in methanol purified by prep-HPLC
or a YMC 25x30X2 mm column using a water / acetonitrile gradient elution mobile
phase. The acetonitrile and water were removed under reduced pressure to give the
desired product (60 mg, 20%). H NMR (DMSO-ds) § 0.74-0.847 (m, 6H), 1.20-1 28 (m,
3H), 1.89-1.92 (m, 1H), 3.50-3.54 (m, 1H}, 3.58 (d, /= 10.4Hz, 3H), 3.72-3.95 (m, [H),
4.03-4 05 (m, 1H), 4.23-4 43 (m, 2H), 5.36 (t, /= 16.0 Hz, 1H), 5.85-5.92 (m, 1H), 6.01-
6.07 (m, 1H), 7.16-7.21 (m, 3H), 7.37 (¢, J = 8 Hz, 2H), 7.55-7.60 (m, 1H), 11.52 (s, 1H};

M8, nre 530 (M+1)".
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EXAMPLET

Preparation of 2'-Deoxy-2"-fluore-2'-Cr-methylaridine 5'-(4-bromophenyl methoxy-

valyl phosphate}

: YN o

H,CO BEY B

0. H N \o% yar -

}"N o) O et = [®] i O, H
Y o) N t

N

Ong - o yN o
N = 3o
H"/\Y_I Mz/\ﬁ 3 O/‘\\‘E N\;‘,f
HO F HO
5 4-Bromophenyl methoxy-valyl phosphorochloridate (1 g, 3.4 eq ) dissolved in 3

mkb of THF was added to a mixture of 2'-deoxy-2-fluoro-2'-C-methyiuridine (0.2 g, 1 eq}
and N-methylimidazole (0.35 g, 6 eq) in 3 mL THF with vigorous stirring at room
temperature, then the reaction was stirred overnight. Solvent was removed by reduced
pressure. The resulting crude product was dissolved in methanol purified by prep-HPLC
10 ona YMC 25x30X2 mm column using a water / acetonitrile gradient elution mobile
phase. The acetonitrile and water were removed reduced pressure to give the desired
product (120 mg, 26%). 'H NMR (DMSO-de) § 0.72-0.82 (m, 6H), 1.19-1.26 (m, 3H),
1.86-1.92 (m, 1H), 3.48-3.50 (m, 1H), 3.56 (d, /=12.0 Hz, 3H), 3.72-3.89 (m, 1H), 3.96~
403 {(m, 1H), 422-437 {m, 2H), 554-560(m, 1H), 585.591 (m, 1H), 598.-6.13 (m,

15 1H), 7.15(d, /= 8.0 Hz, 2H), 7.49-7.56 (m, 3H), 11.53 (s, 1H); MS, m/e 608 (M+1)"
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EXAMPLE S

Preparation of 2'-Deoxy-2"-fluore-2'-Cr-methylaridine 5'-(4-bromophenyl methoxy-

alanyl phosphate}

= Gl o

H P.;

H.CO
3 FSAN Br
\HAE O’Q-Br r//«‘\li/
O H Q NP

YN0 B Y
O N, . RN o =0
HO F HO
5 4-Bromophenyl methoxy-alanyl phosphorochloridate (0.6 g, 5 eq ) dissolved in 3

mL of THF was added to a mixture of 2'-deoxy-2'-fluoro-2'-C-methyiuridine {0.15 g,1
eqland N-methylimidazole (0.3 g, 7.8 eq} in 3 mEL THF with vigorous stirring at room
temperature, then the reaction was stirred overnight. Solvent was removed by reduced
pressure. The resulting crude product was dissolved in methanol purified by prep-HPLC
10 ora YMC 25x30X2 mm column using a water / acetonitrile gradient elution mobile
phase. The acetonitrile and water were removed under reduced pressure to give the
desired product (40 mg, 12 %) 'H NMR (DMSO-ds) § 1.20-1.26 {m, 6H), 3.57(d, J =
2.8 Hz, 3H), 3.84 (s, 1H), 3.97-4.03 (m, 1H), 4.21-4.25 (m, 1H), 4.33-4.37 (m, 2H), 5.54-
5.60 (m, 1H), 5.83-5.89 (m, 1H), 5.98-6.19 (m, 110), 7.16 (1, /= 10.2 Hz, 2H), 7.52-7.57

15 (m, 3H), 11.52 (s, 1 H): MS, m/e 580(M+1)"

EXAMPLE S
Preparation of N*-(N,N-dimethyiformamidinyl}-2'-deoxy-2"-fluoro-2'-C-
methylcytidine
\ O |
HO/%(;CNW DMA-DMF HO/‘M(_{*N e
HO £ WG F
20 2'-Preoxy-2-fluoro-2'-C-methyicytidine (500 mg, 1.9 mmol) was stirred

with dimethyiformamide dimethyl acetal in BDMF (10 mL). The resulting mixture was
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stirred at room temperature overnight. After solvent removal the crude product was used

for next step without further purification.
EXAMPLE 10

Preparation of 2'-Deoxy-2'-fluoro-2'-C-methyicytidine 5'-(phenyl methoxy-alanyl

5 phosphate)

PG g
chom/\N/R\ A,
o U»\\/'\ o o § (?\ o q‘7’\ NHa
S N e —\ N
HO (7’” == b ‘”ﬁ\oN( =

MeQ H A
\\. 'E o O ~:“":.
N &

Q,

Phenyl methoxyalaniny! phosphorochloridate (0.6 g, 6 eq ) dissolved in 3 mL of

THF was added to a mixture of N*-(¥, N-dimethylformamidinyi}-2'-deoxy-2'-fluoro-2'-C-
methylcytidine (0.15 g,1 eq) and N-methylimidazole (0.3 g, 7.8 eq} in 3 mL THF with

10 wvigorous stirring at room temperature, then the reaction was stirred overnight. Solvent
was removed by reduced pressure.  The resulting crude product was dissolved in
methanol purified by prep-HPLC on a YMC 25x30X2 mm column using a water /
acetonitrile gradient elution mobile phase. The acetonitrile and water were removed
under reduced pressure to give the desired product (62 mg, 20.6%). 'H NMR (DMSO-

15 do)§1.16(d, J=123.2 Hz, 31, 1.22 (d, J= 7.2 Hz, 3H), 3.56 (S, 3H), 3.69-3.75 (d, J =
25.6 Hz, 1H), 3.82-3.86 (m, 1H), 3.96-3.98 (m, 1H), 4.21-4.34 (m, 2H), 5.68 (d, /= 7.2
Hz, 1H), 5.75-5.77 (m, 1H), 6.07-6.16 (m, 1H), 7.15-7.19 {m, 3H), 7.2(d, /= 9.2 Hz,
2H), 7.39 (t,./ = 7.8 Hz, 2H), 7.48 (d, /= 9.2 Hz, 1H), MS, m/e SOT(M+1)",
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EXAMPLE 11

Preparation of 2'-Beoxy-2'-fluore-2'-Comethyleytidine 5'-(4-bromophenyl methoxy-

valyl phosphate}

= Ci
<O
Hs
,/N m/\:\!'i Br
o) N i \\./
\?/ oy N o ‘
© N\J o~ Y"\ e j/Nhiz
HOM MeO O R
HO F HO &

4-Bromophenyl methoxy-valyl phosphorochioridate (1.0 g, 3.4 eq. ) dissolved in

L3

3 mL of THF was added to a mixture of N*-(N N-dimethylformamidinyl)-2'-deoxy-2"-
fluoro-2'-C-methylcytidine (0.2 g,1 eq.} and N-methylimidazole (0.35 g, 6 eg.)in 3 mL
THF with vigorous stirring at room temperature, then the reaction was stirred overnight.
Solvent was removed by reduced pressure. The resulting crude product was dissolved in
10 methanol purified by prep-HPLC on a YMC 25x30X2 mm column using a water /
acetonitrile gradient elution mobile phase. The acetonitrile and water were removed
under reduced pressure to give the desired product as a white solid (59 mg, 13%); 'H
NMR (DMSO-ds) 8 0.74-0.83 (m, 6H}, 1.12-1.20 (m, 3H), 1.89-1.92 (m, 1H), 3.49-3.51
(m, 1H), 3.55 (s, 3H), 3.59-3.68 (m, 1H), 3.72-383 (m, 1H), 4.21-4.39 (m, 2H), 5.70-
15 572 {m, 1H}, 5.76-5.83 {(m, 1H), 6.04-6.16 (m, 1H), 7.15(d, / = 13.0 Hz, 2H)}, 7.26 (s,
1H), 7.33 (s, 1H), 7.46-7.55 (m, 1H), 7.56 (d, J = 4.4 Hz, 2H) ; MS, m/e 607 (M+1)".
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EXAMPLE 12

Preparation of 2'-deoxy-2"-fluoro-2'-Cimethyleytidine 5'-(phenyl methoxy-valyl

phosphate}
/ T ek 20
HaCO =
o o U 8 O
NN \g/\ﬁ © Y g q}'m
o Oy - . ,
HO M - Y ko © NJNHZ
R mec H @ A =
HO F WO &

Pheny! methoxy-valyl phosphorochloridate (0.6 g, 6 eq ) dissolved in 3 mL of
THF was added to a mixture of N*-(¥, N-dimethylformamidinyi}-2'-deoxy-2'-fluoro-2'-C-
methyleytidine (0.15 g,1 eq) and N-methylimidazole (0.3 g, 7.8 eq) in 3 mL THF with
vigorous stitring at room temperature, then the reaction was stirred overmight. Solvent
was removed by reduced pressure The resulting crude product was dissolved in methanol
purified by prep-HPLC on a YMC 25x30X2 mm column using a water / acetonitrile
gradient elution mobile phase. The acetonitrile and water were removed under reduced
pressure to give the desired product as a white solid (86 mg, 42.9 %). *H NMR (DMSO-
ds) 5 0.72-0.80 (m, 6H), 1.09-1.18 (m, 3H), 1 87-1.92 (m, 1H), 3.47-3.51 (m, 1H), 3 58
(s, 3H), 3.71-3.75 {m, 1H), 3.97 (t, /= 11.2 Hiz, 1H), 4.22-4.37 (m, 2H), 5.70{d, ./ = 8.0
Hz,1H), 5.76-5.84 (m, 1H), 6.01-6.15 {m, 1H), 7.13-7.18 {m, 3H), 7.27 (s, 2H), 734 (d,J

= 4.0 Hz, 2H), 7.46-7.50 (m, 1H), MS, nre 529 (M+1)".

EXAMPLES

Example numbers 13-54 and 56-66 are prepared using similar procedures described for
examples 5-8. The example number, compound identification, and NMR/MS details are

shown below:
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RAO

Ri

R2

Rﬁia

de

NMR/MS

13

14

[
R

16

17

i8

19

20

Ph

1-Napth

Ph

2,4-Cl-
Ph

1-Napth

Ph

Ph

Ph

H

H

o)

H

H

H

H

H

Me

H

<

Et

Bn

Me

Me

Me

n-Bu

Bn

1H NMR (OMSO-de) 6 1.12-1.16 (m, 3H), 1.20-1.28(m,6H), 3.70-3.90
{m, 2H), 4.00-4.08 (m, 3H}, 4.18-4.45 (xa, 2H), 5.52.5.58 (in, 1H)},
5.85-5.98 (i, 1H), 6.00-6.20 (m, 2H), 7.16-7.23 (m, 3H), 7.37-7.40
(rn, 2H} , 7.54-7.60 (m, 1H), 1154 (s.1H} ; M, m/e 516.1 (M+1)+

1H NMR (DMSO-d:) 6 1.18-1.30 (1m, 63, 3.78-4.10 (m, 3H}, 4.38-
4.49 (mn, 2H), 4.99-3.11 {m, 2H). 5.28-5.40 (m, 1H), 5.85-6.10 (w,
28, 6.30-6.41 (m, 1H), 728732 (m, SH), 7.41-7.60 (m, 5H), 7.73-
7.76(m, 1H}, 7.94-8.11(m, 1H), 8.13-8.15(m, 1H), 11.50 (s.1H);
MS, we 628.4 (M+)+

1H NMR (DMSO-d;} 8 1.22 (d, §=
(m, 2H), 3.74-3.8(m, {H), 4.02(d, J=11.2 Hz, 1H), 4.23-4.28(m, {F),
4.40-4.43 (my, 1H), 5.57-5.60 (w, 1H), 5.89(d, J=6.8 He, 1H), 6.00-
6.06(m, 28}, 7.15-7.23 (m, 3H), 7.35-7.39 (i, ZH),7.52(d. J=8 Hz,
1H), 11.52(s, 1H) ; MS, my/e 487.97 (M+1)+

1H NMR (DMSO-de} & 1.22~1 28 (m, 64}, 3.57-3.60 {m, 3H), 3 K4~
3.92 (m, 2H), 4.00-4.04 (m. 1H), 4.31-4.44 (m, 2D, 5.54-3.61 {m,
1H), 5.85-6.10 (m, 2H). 6.32-6 43 (m, 1H), 7.44-7.54 (. 3H), 7.72-
7.75 (m, 1), 11.54 (s.1H)y ; MS, m/e 5702 (M+13+

1 NMR (DMSO-de) 8 1.15-1.27 (m, 68}, 3.51-3.55(d, 3H), 3.8

3.96 (m, 2H), 4.00-4.10(m, 1H), 4.30-4.46 (m, 2H), 5.31-5.39 (m, 1H},
5.89-6.03 (xn, 2H), 6.22-6.34 (m, 1H), 7.44-7.60 {m, 5H), 7.73-7.77
{m, 1H), 7.93-7.96 {m, 1H}, 8.12-8.14 (i, 1H),11.50(s.1H) ; MS, m/e
5520 M+

1H NMR (DMSO-d:) 6 1.19 (d, 3=22.8 Hz, 3H). 1.69-1.84 (m, 3H),
1.99-2.04 {m, 1H), 3.16-3 .21 (m, ZH), 3.58 (s, 3H), 3.68.3.8 (m, 1H),
400 (m, 1H), 4.01-4.13 (o, 18), 422423 (o, 1 H}, 45 (d, F =112
Hz, iH), 554 (4, F=8.0 Hz, 11, 5.86 (s, 1H), 5.6 (d. J = 19.6 1z,
1H), 70572 (m, 3H), 7.34 ¢, J=8.0Hz, 2H), 751 (4, J =80 Bz,
1M, 11.38 (g, 1My MS, mwie 527 23(M+1)+

1H NMR (BMSO-d,) 8 0.80-0.90 (m, 3H), 1.20-1.35 (m, 8H), 1.48-
1,85 (my, 2H), 3.78-3.88 (my, 2H), 5.95-4.08 (1, 3H), 4.22-4. 45 (m,
IH), 5.33-5.57(1, 1H), 3.83-6.18 (m. 31}, 7.14-7.23 (m, 3H). 7.35-7.40
{m, 2H), 7.31-7.60 (d, 1H), 11.50 (s.JH) ; M5, w/e 544.2 (M+i)+

18 NME (DMSBO~dg) 6 1.20-1.30 (m, 6H}, 3.72-4.05 {m, 3H}, 4.23«

=32.4 Hz, 3ED), 3.59(s, TH), 3.63-3.69

27 (m, 1H), 4.32-4.45 (m, 1H), 5.07-5.10(t, 26, 5.52-5.56(, 1H),
5.86-6.16 (m, 2H), 6.13-6 21(m, 1H), 7.15-7.21 (m, 3H), 7.29-7.40 (m,
TH), 7.517.56 (d, 1H), 11,50 {s.1H) ; MS, t/e 578.2 (M+1)+

21 4FPh H 0H  Me e 15 NMR (DMSO-de) § 1.28-1.34 (i, 68}, 3.65(d, J= 4 Fz, 35}, 3.85-
3.96 (m, 2), 4.06-4.12 (m, 1H), 4.30-4 34 (m,1H), 4.40-4 47 (m, [H),
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Ex.

Ri

RZ

I{Ka

B

R(\

NMR/MS

22

23

24

s

28

29

30

31

4-Ci-Ph

3.4-Cl-
Ph

Ph

Ph

4-Me(-
Ph

4-F-Ph

4-F-Ph

4-F-Ph

4-Me(-

Ph

2-Ci-Ph

H

H

H

H

H

H

H

H

Me

Me

Me

Me

Me

Me

Me

Me

Me

2-Bu

i-Pr

n-Bu

Et

i~Pr

1-Pr

5.62-5.67 (a, 1H), 5.94-6.01(m, 1K), 6.09 (4, J=18.8 Hz, 1H), 6,17+
6.26 (m, 1H), 7.27~7.33(m, 4F1), 7.62 (d, J = 7.6 Hz, 1H), 11.61 (s, 1)
MBS, /e 519.94M+1+
TH NMR (DMSO-d:) 8 1.22-1.22 (m, 6H), 3.58 (. 28}, 3.70-
39528}, 3.95-4.08 (m,1H), 4.23-4.45 (m, 2H), 3.55-5.61¢, 1H),
5.85-6.10 (m, 2H), 6.15-6.23(m, 11}, 7.20-7.26 (m, ZH), 7.43-7.46 (m,
28, 7.54-7.57 (3, 1), 11.50 (5.16) 1 MS, mle 336.1 (M=1+
1H NMR (DMSO-de) 5 1.13 (m, 6H), 3.49 (s, 3H), 3.61-3.85 (i, 2H),
190-3.973 (m, 1E), 4.16-4 22 (m, YH), 4.27-4 31 (m, 1), 5.47-5.52
(m, 1H), 5.82(d, § = 11.6 Az 18}, 5.93(d, } = 19.2 Hz, 1H), 6.15-6.25
(m, 1H), 7.13 (, J = 9.6 Hz, 18, 7.43 (d, T = 12Ha, 2H), 7.57 (@, 1 =
6.0 Hz, 1H), 11.43(s, 1H) : MS, m/e 569.85 (M+1)-
TR NMR (DMSO-de) 6 0.83 (d, 3 =68 Hz, 6H), 1.20-1.26 (m, 6H),
1.79-1.86 (i, 1H), 3.73-3.90 (m, 4H), 4.01 (t, J = 11.2 Hz, 1H), 4.21-
428 (m, TH). 4.33-4.42 (m, 1H), 5.54 (1, = 7.6 Hz, 1H), 5.85-3.92
(m, 1H), 5.99-6.13 (m, IH}, 7.19 (4 I =8 Hz, 3H), 7.36 (&, § = 7.6 Ha,
258, 7.53 (4, T="7.6 Hz, 1H), 11.52 (s, 1H) ; MS, m/e 544.00 (M- 1)+
TR NMR (DMSO-de)  1.13-1.28 (m, 128), 3.74-3.81 (m, 2H), 3.95-
4.08 (xn, LET}, 4.20-4.45 (m, 251}, 4.83-4.87 (m, 1H), 5.52-5.58 (m, 1H),
5.846.15 (m, 3H), 7.07-7.23 (m, 3H), 7.35-7.39 (m, 2H), 7.54-7.57
(m, 1H), 11.50 (5.1H) ; M8, mve 5302 (M+ 1)+
THNMR (400MHz, DMSO-d5): 5 =0.78-0.82 (m, 3H), 1.29-1.47 (m,
SH), 1.49-1.54 (m, 2H). 3.66-3 87 (m, 5H), 3.96-4.02 (m. 3H), 4.21-
4.39 (m, 2HD), 5.57 (¢, J= 12.0Hz, 1H), 5.84-6.05 (m, 3H), 6.90 (dd, J1
=R.0Hz, 12=4 0Hz, 2H), 7.09-7.14 (dd, }1=16 0Hz, 12=4.0Hz, 2H),
7.55 (d, J=2.0Hz, 1H), 11.48-11.62 (s, 1H)
TH NMR (DMSO-ds) 8 1.12-1.28 (1, 9H), 3.72-2.94(m, 2H) 3.58-4.10
(m,3H), 4.21.4.42(m,2H), 3.55-5.61 it LH), 5.85-6.20 (m, 3H), 7.18-
7.25 (mAH), 7.55-75% (d, 1R), 11.50 (a.1H) ; MS, mic 53390 (M~1)+
1H NMR (DMSO-ds) & 1.13-1.30 (m, 12H), 3.74-3.85(m,2H) 3.98-
4.06 (m, 1H), 4.23-4.41(m, 2H), 4.83-4.87 (m, 1H}, 3.55-5.61 (1. 1H),
5.85-6.12 (m, 3E), 7.18~7.24 (m, 45}, 7.55-7.58 (d, 1H), 11.50 ¢s.1H)
MS, m/e 54791 (Mi+1)+
1R NMR (DMSO-de) 6 1.10-1.23 (m, 68}, 3.65-3.89¢m,3H) 4.10-4.30
(m,2H), 4.96-5.00(m,2H), 5.46-5.50 (¢, 1F), 3 6 (m, 2H). 6.04-
6.12(m, 1H), 7.03-7.11 (m4H), 7.20-7.24 (d, SH), 7.42-7.25(d 1 H),
11,56 (5.17) ; MS, m/5 595.94 (M+ 1+
THNMR (400MHz, DMSO-ds): 8=1.15-1.27 (m, 12H), 3.71-3.89 (m,
SH), 3.98-4.02 (m, 1H), 4.22-4.25 (m, 1H), 4.33-4.39 (. 1H), 4.84~
4.87 (m, 1HD), 5.57 (¢, J= 12.0Hz, 1H), 5.91-6.03 (m, 3H), 6.90 (d, J=
8.0Hz, 2F), 7.069-7.14 (m, 28}, 7.55 (4, F= 8.0z, 1H), 11.51 (g, 1H)
THNMR (DMSO-db) 8 123 (m, 6 5, 3.93-4.00 (m, 3 H), 4.27-4 40
{m, 2H), 5.0(t, J= 7.2 Hz, 2 H), 5.53 (1 H), 5.80-6.0(m , 2 H),
6.30(m, L, 7.15 (4, F=2.4 Hz, 1 H), 7.27 (m, 6 H), 7.51 (m, 3 H),
LL5 (s, 1 H) 3 MS, nve 579.87(MH 13/ 596.78 (M+18)+
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Ex.

Ri

RZ

I{Ka

B

R(\

NMR/MS

32

i3

34

38

39

46

41

2.4-Cl-
Ph

4-Me-

Ph

4-F-Ph

3.4-

diC1-Ph

2-Cl-Ph

4-MeG-

Ph

Ph

4-Cl-Ph

4-Ci-Ph

4~Ci-Ph

H

H

H

H

Me

Me

Me

Me

Me

Me

Me

n-Bu

i-Pr

n-Bu

Et

i-Pr

n~Pen

-Pr

n-Bu

Et

1H NMR (DMBO-dq) 6=0.82 (i, 3H),1.23 {m, 8H) , 1.47 (o, 2 H),
3.86 (m, 2 H), 3.84 (m, 3 H),4.27-4.43 (m, 2H}, 5.5 (m , 1 H), 6.02 (m
2 HD, 6.35(m, 1H), 7.44 (o, 3HD), 7.77 (m, 1 H), 11.5(s, 1 H ; MS,
we 65 L87(M+1)+

1H NMR (DMSO-d;) 6 1.14-1.27 (m, 12H), 2.17-2.26 (m, 3H), 3.73-
282 (m, 18, 3.99-4.02 (m, LH), 4.23-4.26 (m, 1H), £.37-4.40 {m,
15), 4.82-4 88 (m, 1H), 5.52-5.58 (m, 1H), 5.85-6.07 {m, 3H), 7.01-
7.20 (m, 4H), 7.55 (d, J = 16H:, 1H), 11.31 (s, 1H) ; M8, m/e 543.98
(M+1)+ 110886 (OM+23)+

1H NMR (DMSO-ds) 8 0.82-0.89 (m,3H), 1.20-1.31 {m, BH), 1.4%-
1.33 (m,2H), 3.77-3.90 (m,2H) 3.25-4.10 (m, 31}, 4.21-4.45(m,2H),
5.56-5.61 (i, 1H), 5.83-6.20 (w, 3H), 7.18-7.23 {m 4H), 7.55-7.58 (d,
18D, 11.50 (s 1H) ; MS, /e 584.1 (M+23)+

{H NMR (DMSO-de) 81.12-1 31 (m, 9H}, 3.77-3.92 {m, 2H), 3.95-4.08
(m,3H), 4.21-4 45(m2H), 5.56-3.62 (1, 1H}, 5.80-6.11 (m, 28, 6.18-
6.33(m, 1H)y, 7.18-7.258 (m, 1H), 7.45-7.56 (d, 2H), 7.62-7.67(m, 1H),
1150 (s.1H) ; MS, nve 606.5 (M+23)+

THNME (400MH2, DMSO-dey: 6 =1.12-1 16 (m, 6H), 1 21-1.27 {m,
o). 3.79-3.85 (m, 2H), 4.00-4.07 (mm, 1H}, 4.28-4.32 (m, 1H), 4.38-
4.43 (m, 1H), 4.83-4.87 (m, 1H), 3.36 (dd, J1-16.0He, J2-8.0Hz, IH),
5.85-6.12 (mn, 2H), 6.20-6.33 (my, 1H), 7.19-7.22 {m, 1H), 7.33 (, J=
16.0Hz, 1H), 7.48-7.55 (m, 3103, 11.55 (s, 1H)

IHNMRA00MHz, DMSO-ds): 6=1.15-1.26 (m, 6H), 3.69-3.70 (5,
3H), 3.87 {m, 2H}, 3.9% (m, 1H), 4.20-4.21 (1, 1H), 435 (m, 1H),
3.07-5.09 (m, 2H), 5.54 (1, T = 16.0Hz, 1H}, 5.85-5.92 (m, 1H), 6.04-
6.10 (m, 2H), 6.86 (d, J= 8.0Hz, 2H), 7.09 {dd, j1=16.0Hz, J2=4.0Hz,
2H), 7.30-7.34 (m, 5H), 7.53 (s, 1H), 11.52 (s, 11}

1H NMR (DMSO-da) 6 0.79-0.81 (., 3H), 1.17-1.23 (m, 10H), 3.74~
3.81 (m, 28, 3.94-3.56 (m, 3H}, 4.19-4.36 (i, 2H), 5.49-5.54 (m,
15}, 5.87-6.08 (m,3H), 7.14-7.33 (m, 31}, 731-7.35 (m, 2H}, 7.51 (d,
J=8Hz, 1H), 1131 (5, 1H) | MS, w/e 557.9 M~1+; 1136.88
(2M+23)+

TH NMR (DMSBO-dg) 6 1.04-1.19 (m, £2H), 3.76-3 80 (m, 2H), 3.98.
4.08 (m, 1), 4.42~4.42 (m, 2H), 4.82-4 85 (m, 1H), 5.55-5.60 (m,
1H). 5.80-6.20 (m,3H).7.20-7.2 5(m, 2H), 7.45 (d, } = 8.8Hz, 1H), 7.54
(d, ] = 8Hz, 1Hy, 1E5L (G, 1H) L M8, m/e 363 88 (M+1)+; 114873
{(2M+23)+

10 NMR (DMBOxde) 5 (.85 (8, 1= 7.2 Hz, 3H), 1.22+1.33 (m,
811),1.45-1.53 (zn, 2H), 3.80-3 87 (m, 2H}, 3.96-4.04 (m, 38, 4.24-
4.27 (m, 1), 4.35-4.39 (m, 1H), §.56-5.61 (m, 1H), 5.82-6.11 (m,
TH), 6.15-6.18 (m, 1R), 7.20-7.36 (m, 4H}, 7.50-737 (m.1H), 11.54
(s, 1HY, MS, /377 .950M~+ 13+

1H NMR (DMSO-d:) 6 1.14 (¢, J = 7.0Hz, 31}, 1.20-1.28 (m,
6H),3.77-3.88 {m, 2H), 3.99-4 07 (m, 3H), 4.24-4 28 {w. JH), 4.34~-
4.43 (m, 18D, 5.56-5.61 {m, 1H), 5.86-6.13 (m, ZH)}, 6.15-6.24 {m,
19}, 7.20-7.26 (m, 2H), 7.44 (d, I = 7.6Hz, 2H}, 7.55 (d, J = 7.6Hz,
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Ex. R! R R® R*"» R NMR/MS
1H), 11.55 (s, LH), MS, m/e549 1 1{M+ 1)+

47 4-Me- H H Me n-Bu 1H NMR (DMSO-de) 5 0.75-0 83 (m, 35}, 1.17-128 (m, RH}, 1.45-
Ph 1.47 (m, 2H), 2.22 (d, J = 2.8Hz, 1H), 3.70-3.90 (m, 2H), 3.95-3.58

{m, 3H), 4.10-4.40 (m, 2H), 3.5t (t. 1H), 5.80-5.90 {m, 1H), 5.95-6.03
(rn, 2FD), 7.02-7.06 (m, 2H), 7.51 (t, § = 425z , 45, 7.51 (d, 1H),
1131 (s, 1) MS, mie S57.090M =13+ 1136.84(2M+23)+
43 4-Me- H H Me Bn 1R NMR (DMSO-de)  1.16-1.24 (m, 6H), 2.22 (5, 3R, 3.65-4.
Phe (m, 31, 4.11-4.38 (m, 2H), 5.04-5.05 (m, 2H), 5.48-5.50 (m, 1H),
5.77-5.87 (m, 1H),5.90-6.11 (m, 2H), 6.98-7.50 (m, 4H), 7.28-7.32 (m,
5H), 7.50 (¢, 1), 11.48 (5, TH) ; MS, mie 592.00 (M+1)+.

03

44 Ph o H Bt Me 1H NMR (DMSO-ds) 8 6.70-0.80 (1, 3H), 1.11-1.26 (m, 3H), 1.42-
161 (m, 28), 3.50-3.54 (m, 3H). 3.58-3.20 (m, 2H), 3.91-4.02 (m,
1H), 4.12-4.38 (m, 25T, 5.475.52 (1, 1H),5.90-6.03 (m, 281), 7.08-
7.16 (m, 3FD). 7.26-7.35 (m, 2F1),7.48 (8, 1H),11.45 (s, 1H) - MS, mie

515.95 (M+1); 1052.82 (OM=23)+

45  Ph 1 H  Me 4-F-Bn  'HNMR (4060MHz DMSO-d:): § 1.20-1.26 (m, 6H), 3.80-3.93 (m,
TEE), 3.98 (5, 1H), 4.25-4.26 (m, TH), 4.36-4 37 (m, 1H), 5.07 (s, 2H),
$.52-5.55 qm, 1H), 5.86-5.87(w, 1F), 5.98-5.04 (m, 1H), 6.14-6.17 (m,
1H). 7.15-7.20 (m, SH), 7.36 (dd, J = 20.0, 8.0 Hz, 4H), 7.54 (s, 1H),
11.55 (5, 1FD)

46 4-ClPh o B Me nBo THNMR (466MHz, DMSO-di): 5 1.21-1.28 {m, 6H), 3.71-3.88 (m,
1H), 3.91-3.98 (m, VH), 4.00-4 01 (m, 1H), 223-4.27 (m, 9}, 435«
438 (m, 18), 5.08(d, 7 = 4.0Hz, 2H), 5.57 (dd, /= 12.0, 8.0 Hz, 1H),
591 (d,J = RO Haz, 1H), 6.01 (d, J = 8.0 Hz, 1H), 6.22-6.24 (1n, 1H),
77723 (m, 2H), 731740 (m, TH), 7.33 (s, 1H), 1130 (s, 1H)

47  Ph H H  Me 3-Me-l- 'HNMR (DMSO-ds)5080-082 (m 6H), 1.18-1 40 (m 8H), 1.50-
Bu 1.58 (m, 1H), 3.71-3.82 (m, 3H), 3.97-3 4.01 (m, 5H), 4.21-4.40 (i,

20, 5.30(1, J = 8.6 Hz, 1H), 3.851.6.10 (m, 3H), 7.15-7.20 (wm, 38),
7.32.7.36 {m, 2H), 7.48 (d, /= §.4 Hz, 1H), 11.38 (5, 1H) ; MS, m/e
557.58 (M1

>

113688 (IM+23)"
48  34- H H Me Bn TH NMR (DMSO-ds} 51.05-1.37 (m, 6H), 3.71-3.82 (m, 1H), 3.87-
diCi-Ph 4.02 (m, 2H), 4.28-4.29 (m. 1H),4.36-4 38 (m 1H).5.04 {d, J = 5.0Hz,

2H), 5.55-5.64 {m, 1H), 5.85-5 94 (m, 1), 6.06-6.05 (m, FH), 6.29-
6.40 (m, 1H),7.17-7.24 (m, 1H), 7.30-7 41 (m, 5H), 7.45-7.38 {m, 2H),
7.61 (d, J = 4.0Hz, 1H), 11.53 (5, 1H); MS, m/e545 80(M+1)";

4% Ph H H Me  c-Hex 'HNMR (DMSO-dey 5 1.18-1.41 (m, 12H), 1.59-1.67 (ma, 4H), 3.74-
13.86 (i, 1H), 3.96-4.02 (m, 1H), 4.16~4.26 (m, 1H), 4.31-4.39 (m,
1H), 4.60 (s, 1H), 5.52 (1, J = 7.8 Hz, 1H), 5.80-6.09 (m, 3H), 7.15-
7.20 (1, 36), 7.32-7.36 (m, 2H), 7.32 (d, /= § Hz, 1H), 11.50 {5, 1H);
MS, m/e 569 98 (M+1)'; 592,14 (M=23}"

&%  Ph 51 Me H n-Bu 18 NMR (DMSO-de) § 0.76 (4, § = 7.2Hz, 3H), 1.10-1.22 {m, 8H),
1.38-1.43 (m, 2H), 3.72-3.75 (m, 2H}, 3.87-3.93 (m, 3H), 4.14-4.21
(m, 1H), 4.23-4.33 (m, 1H), 5.46-5.54 (m, 1M}, 5.84-6.11 (m, 3H),
7092734 G, 2H), 7.2747.32 (i, 2H), 7342751 (m, VH), FL47 (s,

1H): MS, m/eS43 980M+1)+

51 Ph H Me H i-Pr 1H NMR (DMSO-de) & 1.39 (d, J=7.2Hz, 6H), 1.19-1.29 (m, 6H),
2980901-1 - H65 -
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Ex. R!

RZ

I{Ka

B

R(\

NMR/MS

82 Ph

83 2-CLPh

54 4-Br-Ph

124
P

4-F-Ph

56  4-Br-Ph

Ph

W
~

58 Ph

39 4-F-Ph

H

H

Me

H

H

H

Me

Et

Et

Et

Bn

n-Bu

-Pr

c-Hex

c-Hex

-Pr

c-Hex

3.65-3.75 (m, 2H), 3.95-4.05 (m, 1H), 4.20-4.27 {m, 1H), 431433
{m, 1H), 4.79-4.82 (m, 1), 5.48-5.57 (m, 1F1), 5.84-5.91 (s, 1H),
5.96-6.07 (zn, 2H), 7.12-7.35 (m, SH), 7.44-7.54 (. 1H), 11.49(s, 1H),
MS, m/e529.96 (M+1)+

H NMR (DMSO~dg3 5 1.18-1.28 {m, 6H), 3.70-3.83 (m, iH}, 3.87~
3.94 (m, 16}, 3.99-4.01 {m, 1H), 4.23-4 26 (m, 1H), 4.33-4.37 (m,
18), 5.03-5.12 (1, 2H), 5.51-5.59 (m, 1H), 5.87-5.90 {m, 1H), 5.95-
6.07 (m, 1H), 6.10-6.27 {m, 1H), 7.15-7.23 (m, 3H), 7.31-7.38 (m,
TH), 7.47-7.56 (m, 1H), 11.50 (s, LH), MS, w/e577.99 (M+1)+
THNMR (460MHz, DMSO-ds): 8 0.81-0.86 {m, 3H), 1.21-1.31 (m,
8H), 1.46-1.52 (m, 2H), 3.84-3.90 (m, 2H), 3.97-4.04 {m, 3H), 4.27-
4.41 (m, 2H), 5.53-3.38 (m, 1H). 5.82-5.95 (m, 1H), 5.96-6.10 (w,
1M, 6.27-6.31 {1, 1H), 7.19-7.22 (m, 1H), 7.34 (dd, / = 8.0,4.0 Hz,
15}, 7.47-7.55 (m, 3H), 11.55 (s, {H)

HNMR (400MHz, DMSO-d:): & 1L.19-1.14 (m, 6H), 1.20-1.27 (m,
6H), 3.74-3.81 (m, 2H)}, 3.29-4.01 (m, 1H), 4.21-4.25 {m, 1H), 4.37-
4.38 (m, 1H), 4.80-4.83 (m, 1H), 558 (dd, ./ = 8.0, 4.0 Hz, 1H), 5.82-
5.95 (m, 1H), 5.96-6.09 (m, 1H}, 6.10-6.13 (m, 1H), 7.18 {ad, /=
12.0, 8.0 Hz, 2H), 7.53-7.57 (m, 3H), 11.52 (s, 11}

H NMR (DMSO-dsy 5 1.20-1.44 (m, 128), 1 60-1.71 (m, 4H), 3.75-
4.02 (m, ZH), 3.94-4.02 (i, 1), 4.19-4 26 (m, 2H), 4.59-4.61 {m,
1H), 5.57 (¢,.7 = 8.4 Hz, 1H), 5.85-6.06 {(m, 3H), 7.17-7.23 (m, 4H),
754 (d, /=84 Hz, 1H), 1150 (s, 1H) | MB, /e 387.92 (M=+1)"

HNMR (400MHz, DMS0-id): 6 =1.18-1.46 (m, 17H), 1.61-1.69 (m,
A4T1), 3.75-3.82 (m, 2F1), 3.95+4.08 (m, 1H), 4.25-4.28 (m, TH), 4.38 (s,
TH), 4.60-4.62 (m, LH), 5.56-5.60 (m, 1F), 5.82-5.95 (m, 1H), 6.02-
6.20 (m, 2H), 7.09-7.20 (m, 28), 7.33-7.57 (m, 35), 1152 (s, 15)
MS, me 630.0 (M+3)

EHNMR (400MHz, BMSC-dgy: 5 =6.75-0.82 (m, 3H), 1,121 26 {m,
OF), 1.52-1.50 (i, 2H), 3.55-3.68 (m, 1H), 3.72-3.85 (m, 1H), 3.55-
4.08 (m, 1H), 4.18-4.28 (m, 1H), 4.32-4.41 (m, 1H), 4.83-4.86 (m,
1H). 555 (m, J= 7.6Hz, 1H), 5.99-6.04 (m, 28}, 6.05-6.10 (m, TH),
714724 (m, 3H), 733737 (m, 2H), 7.52-7.54 (m, 16, 11.53 (s,
1H)  MS, m/e366.07(M+23)"

HINMR (400MHz, DMSO-da): 8 0.75-0.88 (m, 3H), 1.26-1.46 {m,
9f), 1.52-1.69 {m, 6H), 3.60-3.63 (m, 1H), 1.72-3.90 (m, 1), 4.02-
403 (m, 1H), 4.24-4.27 (m, 1H), 4.37-4.38 (m, 1H), 4.63-4.65 (m,
1H), 5.55 (dd, J =R OHz, 4.4Hz, 1H), 3.80-3.95 (1, 1H), 6.00-6.07 (m,
2H), 715722 (m, 3H), 734738 (m, 2H), 7.54 (4, J =8.0Hz 1H),
11.55 (s, 1H); MS. mve 584.01 (M+1)', 606.17 (M+23)"

H NMR (DMSC-dst 50.75-0.84 (m, 3H), 1.24 (@, J = 22.8Hz, 3H),
1.2941.47 {m, 6H), 1.51-1.70 (m. 6H), 3.59-3.66 {m, 1H). 3.77-3 84
{m, 1H), 3.98-4.04 (m, 1H), 4.21-4.27 (o, 1H), 4.34-4.41 (m, 1H),

4.60-4.65 {m, 1H), 5.56-5.60 (m, 1F), 5.84-5.90 (m, 1H]}, 6.00-6.08
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Ex. R R* R" R R NMR/MS
(o, 2H), 7.20-7.24 (m, 43, 7.56(d, /= 8.0Hz, 1F), 11 49 (5, iH), MS,
mle 602 HO(MF1Y

ALy

&) Ph H H  Me F-CH,- 'HNMR(DMSO-dg 5 118-1.25(m, 6H), 3.71-3.89 (1, 28}, 3.92-3.99
CH;- (m, 1H), 4.19-4.27 (m, 4H), 4.48-4.61 (m, 2H) , 3.94-3.98 (m, 25D,

4.11-4.23 (m, 4H), 5.47-5.52 (1. 1H), 6.01-6.11 ¢m, 1H), 5.50-6.14
(m, 2H), 7.15-7.21 (my, 36, 7.32-7.36 (m, 2H), 7.46-7.57 (m, 1H),

K

11.49 (s,1H) , MS, m/e 533.86 (M+1)"

61 Ph H H Me FCH-  'HNMR (OMSO-%) 5 117-1.24 (m, 6H), 3.67-3.81 (m, 1H), 3.89-
CHp- 398 (m, 2H)421-436 (m 4H), $48-553 (m 1H), 5.82-603 (m,

Y61, 6.18-6.27 (m, 2H), 7.15-7.20 (m, 3H), 7.32-7.36 (m, 2H), 7.51 (s,
1R),11.50 (s, TR) . MS, m/e S31.92 (M+1)

62  Ph H H Me  (CEy)y  H NMR (DMEO-d) & 1.13-1.29 (w, 6H), 3.67-381 (m, 1H), 3.54-
CH- 4.32 (m, 4H), 547 (t.J = 8 Hz 1H), 5.82-6.01 (m, 2H), 6.33-6.36 (m,
1H), 6.70-6.78 (m, 1H), 7.09-7.15 (m, 3H), 7.28-7.32 (m , 2H}, 7.43-

7.46 (m, 1H),11.44 (s, THY; M8, m/e 637,90 (M+1)"

63 Ph H  H  Me (CHF), 'HNMR(DMSO;) & 120-1.29 (m, 6H), 3.70-3.90 (m, 1H), 351-
-CH- 412 (m, 2H), 420-4.33 (i, IH), 4 35-4.48 (m, H), 452-4.55 (m,

M), 4.63-4.67 (m, 2H), 5.20-5.35 (m, 1H), 5.56 (1, J = 8.4 Hz, 1H),
5.80-5.93 (m, 1H), 5.95-6.10 (m, 1H), 6.18-6.21 (m, 1FL), 7.18-7.23
(m, 3H). 7.35739 ¢m , 28}, 7.54 (s, 1H), 1155 ¢s, 1) ; MS, me

365.98 (ML

64 Ph u u Me  o-Pr- TH NME (DMSO-dy) 6 0.20-0.24(m, 2H), 047-0.48(m, 2H), 0.76~
CH.- 0.84(m, 3H), 1.03-1.05(m, 1H), 1.23(dd, J= 22.4 6.3 Hz 3H), 1.55-

1.60¢m, 2H), 3. 61-3.68(m, 1H), 7. 81-3.89 (m, 3H), 3.98-4.03(m, 1H),
4.23-4.29(m, 1H), 4.35-4.41(m, 1H), 5.56-6.00(1, 1H), 5.88-5.91(m,
1), 604-5.100m, 2F), 7.20-724(m, 4H), 755 , J= 7.6 Hz
1H),11.53 (s, 1H) : MS, m/e 573.17 (M+1)"

Ph H H Et  c-Pen TH NMR (DMSO-7) 8 0.75-0.83 (m, 3H), 120128 (m, 3H), L.49«
1.63 (m, 8H), L.76-1.80 (m, 2H3, 3.58-3.60 (m, IH), 3.70-3.82 {m,

k=)
k]

1), 3.98-4.05 (m, 1H), 4.24-4.26 (m, 1H), 4.37-4.42 (m, 1H), 5.03
(s, 1H), 5.58-5.57 (m, 1H), 5.90-6.00 (m, 1H), 6.02-6.07 (m, 2H), 7.15-
7.22 {m, 3F), 7.35-7.39 (m, 28) 7.55 (d, J = 8.0 Hz, 1), 11.55 (s,
TH) M8, me 570.03 (M+1)

*R? and R wgether are —(CHa):— as derived from L-proline

The purification procedure by Prep-HPLC:
Crude products were dissolved in methanol. Injection volumes of these solutions

were 5 ml.
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The preparative HPLC system including 2 sets of Gilson 306 pumps, a Gilson 156

UV/Vis detector, a Gilson 215 injector & fraction collector, with Unipoint control

software. A Ymc 25<30%2 pun column was used. The mobile phase was HPLC grade

water {A), and HPLC grade acetonitrile (B). Fractions were collected into 100%153mm

glass tubes.

HPLC gradient is shown in Table 1. Once the gradient was selected, acetonitrile

solution was injected into HPLC system, and then fractions collected according to UV

peaks. After the separation, each glass tubes were run MS test to collect the desired

compounds. The fractions with target MS were combined in a well-weighted flask. Most

of acetonitrile was removed under reduce pressure and the remaining sclution was freeze-

dried to give destred compound.

Table 1:

Preparative HPLC gradient

Time {min) Flow rate (mL/min) {% A %%
0 15 90 10
30 15 60 40
2080601-1 - 668 -
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Preparation of Example 66

Scheme
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Preparation of compound (b}
To a solution of compound a (1 g, 2.69 mmol} in anhydrous THF (30 mL) was
added dropwise 1 M solution of LIA{OBu-rsH in THF {(2.69 mb, 2. 69 mmol) at -20 °C.
5 The reaction mixture was stirred for 2-3 h at the same temperature. EtOAc (100 mL) was
added followed by saturated NH4Cl selution (10 mi) and reaction mixture was siowly
brought to room temperature. Reaction mixture was extracted with EtOAc and washed
with IN HCI and water. Combined organic phase was evaporated to give 0.8 g of crude
compound b as transparent oil, which was used directly for next reaction.
10 Preparation of compound {d)
To a solution of cornpound b (0.8 g, 2. 1mmol), compound ¢ (0.43 g, 2.5 mmol) and
PhaP (0.56 g, 2.1 mmol} in anhydrous THF (20 mL) under nitrogen atmosphere was

added DEAD (1.8 mL). The reaction mixture was stirred at room temperature overnight.
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The reaction selution was concentrated under reduce pressure. The residue was separated
by preparative layer chromatography (hexanes EtOAc = 3:1} to give crude compound ¢
{0.8 g}. The crude compound d was used to the next step without further purification.
Preparation of compound {g)

Compound d (0.8 g, 1. 57 mmol) was dissolved in THF (2 mL) and THE saturated
with ammonia (5 mL) was then added to this solution. The reaction mixture was heated to
90°C overnight. After 18 hours, the solution was cooled to room temperature by ice
water, then the solvent was removed under reduced pressure and the residue was purified
by colummn to give compound e {0.75 g) for the next step.

Preparation of compound (f)

Compound e (0.5 g, 1.01 mmol) was dissolved in methanol (2 mL) and methanol
was saturated with ammonia (5 mL) was then added 1o this solution. The reaction mixture
was stirred at room temperature overnight. After 18 hours, the solvent was removed
under reduced pressure and the residue was purified by column to give crude compound
{0.15 g} for the next step.

Preparation of compound (i)

A solution of triethylamine (1.07 g, 16.6 mmol}) in anhydrous dichloromethane {15
mkb) was added dropwise to a solution of compound g (1.16 g, 5.3 mmol) and compound
k(1.31 g, 5.3 mmol} in dichloromethane (10 mL}) with vigorous stirring at -78 °C over a
period of 2 hours. After completion of addition, the reaction temperature was allowed to
warm to room temperature gradually and stirred over night Then the solvent was
removed under vacuum and anhydrous ether 20 mL was added and the precipitated salt
was filtered and the precipitate was washed with ¢ther. The combined organic phase was
concentrated to give the colorless oil of compound i (1.0 g).

Preparation of Compound 66

To a solution of compound j (0.1 g, 0.35 mmol) dissolved in 10 mL of anhydrous
THE, stirred and added 0.4g NMI till the sclution became clear, added compound 1 (0.8 g,
2.89 mmol} in 10 mL THF dropwise, stirred at r.t. overnight. Compound purity and
identification was confirmed by LCMS. The solvent was evaporated and purified by
Prep-HPLC to afford 66. (25 mg, Yield: 13.6%). 'H NMR (DMSO-ds) § 1.08 (d, J =
22.8 Hz, 3H), 1.17-1.24 (m, 3H), 3.50-3.52 (m, 3H), 3.78-3.83 (m, 1H), 4.10-4.13 (m,
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1H), 4.24-4.44 (m, 2H), 5.85-5.92 (m, 1H), 6.01-6.11 (m, 1H), 6.2.-6.27 {m, 11}, 7.08-
7.19 (m, 4H), 7.31-7.38 {m, 3H), 8.15 (s, 1H), 8.26 (s, 1H); MS, m/e 525 (M+1)"

Example numbers 67-74, identified below, were prepared using similar procedures
disclosed for Example 66, above.

R'i 1
| -
7N
10
—0 . N>;:2'R
e,
i G
O HN—P-~ NN
T
C NN
HO ¢
Example R R NMR/MS
67 OH NH, H NMR (DMSO-ds) & 1.06-1.13 (m, 3H), 1.20-1.24 (m, 3H),

3.27-3.33(m, 3H), 3.36 (s, 1H). 3.82-3 88 (m, 1H), 4.07-4.13
(m, 1), 4.25-4.40 (m, 2H). 3.85-3.87 (m, 1H), 5.98-6.09 (m,
F). 6.59 (s, 30T), 7.14-7.37 (m, 3H), 7.35-7.37 (m, 2H).
7.79 (d,.7=7.2 Hz, 1D, 10.69 (s, 1FD); MS, m/e 341 (M+ )"

68 NH: NH, "H NMR (DMSO-de) 6 1.07 (d, J=22.8 Hz, 3H), 1.19 (d.
=72 Hez, 3H). 3.51 (5. 3H), 3.62 (s, 1H), 3.75-3.81 (m, 1H),
4.05-4.11 (m, 1H), 4.27-4.42 (m, 2H), 5.79-583 (m, 1H),
3.92 (s, 2H). 6.00-6.09 (m, 25D, 6.75 (s, 2H), 7.08-7.17 (m,
3F1), 7.31-7.35 {m, 2H), 7.78 (s, 1Hy, MS, me 540 (M+1)";

69 NH. c-Pentyl-NH- | ‘H NMR (DMSO-ds) & 1.05 {d, J=22.8 Hz, 3H), 1.09-1.19
(m. 3, 1.48 (s, 4H), 1.66 (s, TH), 1.86 (s, 1H), 3.54 (4,
J=14 iz, 3H), 3.65 (s, 1H), 4.25-4.43 (m, 4H), 5.71-5.82 (m,
{H), 5.94-6.04 (m, 4H), 7.11-7.24 (m, 3H), 7.26-7.34 (m,
2H), 7.77(d, J=3.6 Hz, 1H); MS, mve 608(M+1)"

(m, 23T, 3.54 (d, J=9.2 Hz, 3H), 3.59-3.62 (m, 2H). 3.65 (s,
iH), 3.75-3.82 (m, 1H)Y 4.01-4.13 (m, 2H), 4.22-4.40 (m.
6H), 5.75-5.85 (my, 1H), 6.00-6.07 (m, 4H), 7.15-7.21 (m.
3H), 7.32-7.35 (m, 2H), 7.79 (d, J=4.0 Hz, 1H), MS, m/e 380
(V1)

76 NH; Q 'H NMR (DMSO-dsy & 1.07 (d, =22 4 Hz, 3H), 2.35-2.358

71 NH, EtN- TH NMR (DMSO-dy) 6 1.06-1.28 (m, 12H), 3.55 (d. /=4 8
Hz. 3H), 3.79-3.87 (m, 4H), 4.07-4.12 (m, 2H), 4.29-4.42 (m,
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Example RY Ree NMR/MS

3H), 5.75-5.82 {m, 1H), 5.94 (s, 2H), 6.04-6.10 (on. 2H),
7.14-7.22 (s, 3H), 7.31-7.37 (m, 2H), 7.82 (d, J=4.4 Hz,
THy, MS, m/e 596 (M+1)"

72 NH, n-Propyl-NH- | 'H NMR (EMSO-de) 5 0.84 (1 J=7.2 Hz, 3H), 1.01-1.01 (m,
3H), 1.09-1.12 (m, 3H). 1.51-1.56 (m, 2H), 3.48 (d, J=152
Hz, 3H), 3.79-3.82 (an. 1H), 4.04-4.05 (m, 1H), 4.27-4.38 (m,
3H, 5.72-5.79 (m, 1H), 5.98-6.04 (m, 4H), 7.13-7.20 (m,
3H), 7.26-7.32 (m, 2HD), 7.76 (d, J=5.2 Hz, 1H), MS, m/e 382
M1y

73 NH; c-Buiyl-NH- | 'H NMR (DMSO-ds) 6 1.02-1.08 (m, 3H), 118 (d, /=4.8 Hz.
371y, 1.44-1.61 {m, 2H), 2.02-2.17 {m, 45D), 3.51 (d. J=10.8
Hz, 3H), 3.78-3.83 (m, 1H), 4.03-4.06 {m, 1H), 4.27-4.38 (m.
2H), 4.53-4.62 (o, 1H), 5.68-5.79 (o, 1H), 5.95-6.04 (m,
4H), 7.11-7.18 (m, 3H), 7.29-7.35 (o, 2H), 7.51-7.58 (m,
1H), 7.78 (4. J=5.2 Hz, 1H), MS. me 594 (M+1)"

74 NI, Meu@@__ 1 NMR (DMSO~de) 8 0.97-1.20 (m, 611), 2.18 (s, 3H), 2.19

(s, 4H), 3.43-3.47(m, 3H), 3.75 (s, 1H). 4.01-4.06 {m, 4 ),
422435 (o, 3H), 5.69-5.75 (m, 1H), 5.98-6.05 (m, 3H),
7.09-7.15 (o, 3H), 7.25-7.29 (m, 2H), 7.77 (d, J=3.6 Hz,
1H); MS, mie 623 (M+1)*

Example numbers 75-80 are prepared using similar procedures disclosed for

Example 66, above.

g Q O M. N
HN‘" ~
oL
G \\' -.-;
HO F
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Example RH R

75 H n-propyl-NH-
76 H c-Butyl-NH-
77 H c-Pentyl-NH-

78 H N :j

R Ee

80 H
__Ni>

EXAMPLE 81

Certain exemplified compounds were obtained as mixture of diastereomers

because of the chirality at phosphorous. The diastereomers were separated on a

Chiralpak-AS-H (2 X 25 cm) columu under Supercritical Fluid Chromatography (SFC)

conditions using 20% methanol in carbon dioxide as solvent. The absolute

stereochemisiry of the P-chiral center of the diastereromers were not determined.

However, chromatographic resolution of these two diastereomers provides for isomers

that are characterized as fast eluting and slow eluting 1somers. Some examples are shown

helow.
Compound ECS8 (uM)
Example 18 (Diastereomeric mixture) 0.86
Fast Moving isomer of Example 18 1.35
Slow Moving isomer of Example 13 0.26
Example 39 (Diastereomeric mixiure) .47
Fast Moving isomer of Example 39 0.78
Slow Moving isomer of Example 39 0.02
29809011 SET73 -
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