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Table XX-27.

Ne R' R® R*® R® R® R’ R* X Y R R
XX-27-1 p-F-Ph H H H Pr OCHH H F OH H H
XX-27-2 p-F-Ph H H CH,  OCHH H F OH H H
XX-27-3 p-F-Ph H H CH(CH:), r OCH H F OH H H
XX-27-4 p-F-Ph H H CHCH(CH; Pr OCHL H F OH H H
XX-27-5 p-F-Ph H H CHpPh ‘r OCHH H F OH H H
XX-27-6 p-F-Ph H H CHrindol-3vi Pr OCH; H F OH H H
XX-27-7 pFPh H H CHCHSCH; Pr OCHH H F OH H H
XX-278 p-F-Ph * H * Pt OCHb H F OH H H
*R7 and R joined together by (CHz)s to form five-membered ring.

Table XX-28.

N R R® R* R® RRR® R XY R R
XX-28-1 p-CIlPh H H H Pr OCHb H F OH H H
XX-28-2 p-Cl-Ph H H CH;, Pr OCH H F OH H H
XX-28-3 p-Cl-Ph H H CH(CH;), ‘" OCH H F OH H H
XX-284 p-CI.Ph H H CH,CH(CH; Pr OCH; H F OH H H
XX-28-5 p-Cl-Ph H H CH:Ph r OCHy H F OH H H
XX-28-6 p-Cl.lPh H H CHyindol-3-yl Pr OCHH H F OH H H
XX-28-7 p-Cl-Ph H H CH.CHSCH; Pr OCH, H F OH H H
XX-28-8 p-Cl-Ph * H * r OCH H F OH H H
*R*and R™ joined together by (CH,); to form five-membered ring,

Table XX-29. :

i) R R® R® R RR R R XY R R
XX-29-1 p-Br-Ph H H H Pr OCH; H F OH H H
XX-29-2 p-Br-Ph H H CH, Pt OCHb H F OH H H
XX-29-3 p-Br-Ph H H CH(CH;), Pr OCH, H F OH H H
XX-29-4 p-Br-Ph H H CH,CH(CH); Pr OCH; H F OH H H
XX-29-5 p-Br-Ph H H CH;Ph t OCHb H F OH H H
XX-296 p-Br-Ph H H CHyindol3yl Pr OCH, H F OH H H
XX-29-7 p-Br-Ph H H CH.CHSCH; Pr OCHb H F OH H H
XX-29-8 p-Br-Ph * H * e OCHL H F OH H H

*R” and R™ joined together by (CHy)s to form five-membered ring.
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Table XX-30.

Ne R’ RZ R® R® R' R’ R XY R R
XX-30-1 p-Ph H H H Pr OCHb H F OH H H
XX302 plPh H H CH, Pr OCHb H F OH H H
XX-303 p-I-Ph H H CH(CH,), Pr OCH H F OH H H
XX-304 p-I'Ph H H CH.CH(CH;). Pr OCHs H F OH H H
XX-30-5§ p-I-Ph H H CHPh r OCHb H F OH H H
XX-30-6 p-I-Ph H H CHpindol3-yl Pr OCH; H F OH H H
XX-30-7 p-I-Ph H H CHCHSCH, Pr OCHL H F OH H H
XX-308 plPh * H * P OCHL H F OH H H
*R” and R joined together by (CHz)s 10 form five-membered ring.

Table XX-31.

Ne R R’ R® R® R R R XY R R
XX-31-1 CH; H H H "Bu OCH, H F OH H H
XX-312 CH, H H CH;, "Bu OCH, H F OH H H
XX-31-3 CH; H H CH(CH;), "By OCH H F OH H H
XX-314 CH, H H CHCH(CH;; "Bu OCH H F OH H H
XX-31-5 CH, H H CH.Ph “Bu OCH H F OH H H
XX-316 CH; H H CHsindol-3-yl "Bu OCH; H F OH H H
XX-317 CH; H H CH.CH;SCH; "Bu OCH H F OH H H
XX-318 CH; * H * "Bu OCH H F OH H H

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

Table XX-32.

Ne R" R° R*® R® RF R R XY R F
XX-321 Bt H H H "Bu OCH, H F OH H H
XX-322 Et H H CH; “Bu OCHy H F OH H H
XX-323 Et H H CH(CHy). "Bu OCH H F OH H H
XX-3244 Bt H H CH,CHCH;, “Bu OCH; H F OH H H
XX-32-5 Et H H CH;Ph “Bu OCHL H F OH H H
XX-326 Bt H H CHyindol-3y1 "By OCH, H F OH H H
XX-327 Bt H H CH,CH,SCH; "Bu OCH H F OH H H
XX-328 Et + H * "By OCH, H F OH H H

*R*and R™ joined together by (CHz)s to form five-membered ring.
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Table XX-33.

Ne R R R® R® R K R* X Y R R
XX-33-1 Pr H H H Bu OCH H F OH H H
XX-332 Pr H H CH; "By OCHb H F OH H H
XX-33-3 '’r H H CH(CH;), "Bu OCHh H F OH H H
XX-33-4 ’r H H CH.CH(CH), "Bu OCH, H F OH H H
XX-33-5 ‘’r H H CH:Ph "Bu OCHL H F OH H H
XX-336 Pr H H CHe-indol3-yl "Bu OCH; H F OH H H
XX-33.7 Pr H H CH.CH:SCH; “Bu OCHy H F OH H H
XX-338 'pr * H * "Bu OCH; H F OH H H
*R* and R™ joined together by (CHz); to form five-membered ring.

Table XX-34. :

Ne R R R® R RR F RXY R F
XX-34-1 ‘Bu H H H Bu OCH H F OH H H
XX-34-2 'Bu H H CH, "Bu OCH H F OH H H
XX-3¢-3 '‘Bu H H CH(CH;) "Bu OCHf H F OH H H
XX-344 Bu H H CHCH(CH;): "Bu OCHL H F OH H H
XX-34-5 '‘Bu H H CH;Ph "Bu OCH, H F OH H H
XX-34-6 '‘Bu H H CHaindol-3-yl "Bu OCH, H F OH H H
XX-34-7 Bu H H CHyCH,SCH; "Bu OCH; H F OH H H
XX-348 Bu * H * "Bu OCH H F OH H H
*R* and R joined together by (CH,)s to form five-membered ring.

Table XX-35.

Ne RT R* R® R® R" R’ R* XY R F
XX351 Ph H H H "Bu OCH; H F OH H H
XX-352 Ph H H CH; "Bu OCH H F OH H H
XX-35-3 Ph H H CH(CH;), "Bu OCH H F OH H H
XX-354¢ Ph H H CH.CH(CH;; "Bu OCHy H F OH H H
XX-355 Ph H H CH:Ph "Bu OCH, H F OH H H
XX-356 Ph H H CHpindol-3yl "By OCH, H F OH H H
XX-35-7 Ph H H CH.CH,SCH; "Bu OCH H F OH H H
XX-358 Ph * H * "Bu OCHb H F OH H H

*R* and R“joined together by (CHz)s to form five-membered ring.
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Table XX-36.

Ne R’ R* R™ R® R R R®* X Y R R
XX-36-1 p-MePh H H H "Bu OCHb H F OH H H
XX-362 p-MePh H H CH, "Bu OCHL H F OH H H
XX-363 p-MePh H H CH(CH), "Bu OCH H F OH H H
XX-36-4 p-MePh H H CHCH(CH;» "Bu OCH H F OH H H
XX-36-5 p-MePh H H CH;Ph "Bu OCHb H F OH H H
XX-36-6 p-MePh H H CHyindol-3-yl "Bu OCH; H F OH H H
XX-36-7 p-Me-Ph H H CH.CH.SCH;y "Bu OCH H F OH H H
XX-368 p-MePh * H * "Bu OCH H F OH H H
*R* and R joined together by (CHz); to form five-membered ring.

Table XX-37.

Ne R R® R® R® R R RXY R R
XX-37-1 p-F-Ph H H H "Bu OCHb H F OH H H
XX-372 p-F-Ph H H CH; "Bu OCHb H F OH H H
XX-37-3 p-F-Ph H H CH(CHy), "Bu OCH, H F OH H H
XX-37-4 p-F-Ph H H CHCH(CHy):. "Bu OCH; H F OH H H
XX-375 p-F-Ph H H CH.Ph "Bu OCH H F OH H H
XX-376 p-F-Ph H H CHyindol-3-yl “Bu OCHs H F OH H H
XX-37-7 p-F-Ph H H CH.CHSCH, "Bu OCH, H F OH H H
XX-378 pFPh * H * "Bu OCH H F OH H H

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

Table XX-38.

Ne R R° R® R® R *F R XY R K
XX-38-1 p-Cl.Ph H H H "Bu OCH, H F OH H H
XX-38-2 p-Ci-Ph H H CH; Bu OCH H F OH H H
XX-38-3 p-Cl-Ph H H CH(CH;), "Bu OCH H F OH H H
XX-38-4 p-Cl-Ph H H CH;CH(CH;) "Bu OCH, H F OH H H
XX-38-5 p-Cl-Ph H H CH;Ph Bu OCHt H F OH H H
XX-38-6 p-Cl-Ph H H CHzindol-3-yl "Bu OCH; H F OH H H
XX-38-7 p-Cl-Ph H H CH,CH.SCH; "By OCH, H F OH H H
XX-388 p-Cl-Ph * H ¢ "By OCH, H F OH H H
T*DZ and 135

R” and R™ joined together by (CHa)s to form five-membered ring.
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Table XX-39.

Ne R’ R° R® R® R ® PR XY R K
XX-39-1 pBr-Ph H H H "Bu OCH, H F OH H H
XX-39-2 pBrPh H H CH "By OCH, H F OH H H
XX-39-3 p-Br-Ph H H CH(CH:), "Bu OCH, H F OH H H
XX-39-4 p-Br-Ph H H CH;CH(CH;), Bu OCH H F OH H H
XX-39-5 p-Br-Ph H H CH:Ph Bu OCH H F OH H H
XX-396 p-Br-Ph H H CHyindol-3-y] "Bu OCHy H F OH H H
XX-397 pBr-Ph H H CHCHSCH; "Bu OCHs H F OH H H
XX-398 p-Br-Ph * H * "Bu OCHL H F OH H H
*R*and R joined together by (CHz)s to form five-membered ring.

Table XX-40.

Ne R' R’ R® R® R' R R® XY R R
XX40-1 p-I-Ph H H H Bu OCH H F OH H H
XX40-2 p-I-Ph H H CH; Bu OCHi H F OH H H
XX-40-3 p-[-Ph H H CH(CH;); Bu OCH{ H F OH H H
XX404 p-I-Ph H H CH.CH(CH;); "Bu OCHs H F OH H H
XX-40-5 p-I-Ph H H CH.Ph "Bu OCH H F OH H H
XX40-6 p-I-Ph H H CHjindol-3-yi Bu OCHt H F OH H H
XX-40-7 p--Ph H H CH.CH:SCH; "Bu OCH, H F OH H H
XX-40-8 p-I-Ph * H * "Bu OCH; H F OH H H

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

Table XX-41.

Ne R' R’ R® R® R KRR RXY R R
XX41-1 CH, H H H Bz OCH, H F OH H H
XX-41-2 CH; H H CH; Bz OCH H F OH H H
XX41-3 CH; H H CH(CHy), Bz OCHb H F OH H H
XX4l-4 CH; H H CH.CHCH); Bz OCH; H F OH H H
XX41-5 CH; H H CH:Ph Bz OCHH H F OH H H
XX-41-6 CH, H H CHyindol3-y]l Bz OCH, H F OH H H
XX41-7 CH; H H CH,CHSCH; Bz OCH H F OH H H
XX418 CH, * H * Bz OCH H F OH H H

*R? and R joined together by (CHz); to form five-membered ring.
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Table XX-42.

N R' R? R® R® R* R’ RR XY R R
XX42-1 Et H H H Bz OCHH H F OH H H
XX-42.2 Et H H CH, Bz OCH H F OH H H
XX42-3 Bt H H CH(CH:» Bz OCHL H F OH H H
XX-42-4 Et H H CH,CH(CH; Bz OCH H F OH H H
XX-425 Et H H CH,Ph Bz OCH H F OH H H
XX426 Et H H CHxindol-3-yvl Bz OCH H F OH H H
XX-42.7 Bt H H CHyCH:SCHy Bz OCHH H F OH H H
XX-428 Et * H * Bz OCH; H F OH H H
*R*and R™ joined together by (CHy); to form five-membered ring.

Table XX-43.

Ne R R® R* R® R* R’ R XY R R
XX431 Pr H H H Bz OCH H F OH H H
XX-43-2 ‘Pr H H CH, Bz OCH H F OH H H
XX-43-3 '‘Pr H H CH(CH;), Bz OCH H F OH H H
XX-43-4 ‘Pr H H CH:CH(CH;): Bz OCH H F OH H H
XX435 ‘pr H H CH.Ph Bz OCHH H F OH H H
XX-43-6 ‘Pr H H CHyindol-3-y] Bz OCHh H F OH H H
XX437 Pr H H CHCH.SCH; Bz OCH; H F OH H H
XX438 Pr * H * Bz OCH H F OH H H
*R? and R* joined together by (CH,)s to form five-membered ring.

Table XX-44,

Ne R" R R*" R® R* R R XY R R
XX<44-1 Bu H H H Bz OCHL H F OH H H
XX44-2 ‘Bu H H CH; Bz OCH H F OH H H
XX-44-3 '‘By H H CH(CH;), Bz OCHH H F OH H H
XX-44-4 Bu H H CH;CH(CH; Bz OCH H F OH H H
XX-44-S '‘Bu H H CH:Ph Bz OCHHL H F OH H H
XX44-6 ‘Bu H H CHpindol3-vl Bz OCHs H F OH H H
XX44-7 Bu H H CHyCH:SCH; Bz OCH, H F OH H H
XX-448 ‘Bu * H * Bz OCHL H F OH H H
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*R? and R joined together by (CHa)s to form five-membered ring.

Table XX-45.
Ne RT R® R® R® R R RXY R F
XX451 Ph H H H Bz OCH H F OH H H
XX-45-2 Ph H H CH; Bz OCH, H F OH H H
XX45-3 Ph H H CH(CHy): Bz OCHH H F OH H H
XX454 Ph H H CH:CH(CH;); Bz OCH H F OH H H
XX-45-5 Ph H H CH:Ph Bz OCH H F OH H H
XX-45-6 Ph H H CHw-indol-3-yl Bz OCH H F OH H H
XX-45.7 Ph H H CHXCH,sSCH, Bz OCH, H F OH H H
XX-45-8 Ph * H * Bz OCH; H F OH H H
*R? and R* joined together by (CHz)s to form five-membered ring.

Table XX-46.

N R R° R® R® R R RXY RR
XX-46-1 p-MePh H H H Bz OCHH H F OH H H
XX-46-2 p-MePh H H CH; Bz OCHL H F OH H H
XX46-3 p-MePh H H CH(CH). Bz OCH, H F OH H H
XX46-4 p-MePh H H CH.CH(CH);, Bz OCH H F OH H H
XX465 p-MePh H H CHpPh Bz OCH H F OH H H
XX-46-6 p-MePh H H CHyindol-3-yl Bz OCH, H F OH H H
XX46-7 p-MePh H H CHCH:SCH;, Bz OCH H F OH H H
XX-468 p-MePh ¢ H * Bz OCH H F OH H H
*R and R™ joined together by (CHy); to form five-membered ring.

Table XX-47.

N iy R° R® R® K R K XY R K
XX47-1 pF-Ph H H H Bz OCH, H F OH H H
XX-47-2 p-FPh H H CH, Bz OCH H F OH H H
XX47-3 p-FPh H H CH(CH:) Bz OCHH H F OH H H
XX474 p-FPh H H CHCH(CH), Bz OCHH H F OH H H
XX-47-5 p-F-Ph H H CH:Ph Bz OCHH H F OH H H
XX-47-6 p-F-Ph H H CHrindol-3-y] Bz OCH H F OH H H
XX47-7 pF-Ph H H CHCHSCH; Bz OCH H F OH H H
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Ne

Rl

R” R* R®

R“

RS

RS

XY R

R8

XX-47-8

p-F-Ph

-

H

Bz

OCH;

H F OH H H

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

Table XX-48.

N R RE RY R® RFR RXY RIF
XX-48-1 p-Cl-Ph H H H Bz OCH H F OH H H
XX-48-2 p-Cl-Ph H H CH, Bz OCHHL H F OH H H
XX-48-3 p-Cl-Ph H H CH(CH;) Bz OCHb H F OH H H
XX-484 p-Cl-Ph H H CH.CH(CH;) Bz OCH H F OH H H
XX-48-5 p-Cl-Ph H H CH;Ph Bz OCHH H F OH H H
XX-48-6 p-CI-Ph H H CH;-indol-3y1 Bz OCH H F OH H H
XX-48-7 p-Cl-Ph H H CH.CH,SCH, Bz OCH; H F OH H H
XX-48-8 p-CIPh * H * Bz OCH H F OH H H
*R” and R™ joined together by (CHy)s to form five-membered ring,

Table XX-49.

Ne R' R* R*® R™® R* R’ RR XY R R
XX-49-1 p-Br-Ph H H H Bz OCHL H F OH H H
XX-49-2 p-Br-Ph H H CH; Bz OCH, H F OH H H
XX-49-3 p-Br-Ph H H CH(CH,), Bz OCHb H F OH H H
XX-49-4 p-Br-Ph H H CH:CH(CH;» Bz OCH, H F OH H H
XX49-5 p-Br-Ph H H CHyPh Bz OCHb H F OH H H
XX-49-6 p-Br-Ph H H CHxindol-3-y]l Bz OCHb H F OH H H
XX-49-7 p-Br.Ph H H CHCH.SCH; Bz OCH H F OH H H
XX-498 p-Br-Ph * H * Bz OCHH H F OH H H
*R” and R™ joined together by (CHz); to form five-membered ring.

Table XX-50.

Ne R R° R R® R R RXY RR
XX-50-1 p-I-Ph H H H Bz OCHH H F OH H H
XX-50-2 p-I-Ph H H CH; Bz OCHL H F OH H H
XX-50-3 p-I-Ph H H CH(CH;); Bz OCH H F OH H H
XX-50-4 p-I-Ph H H CH)CH(CH) Bz OCHi H F OH H H
XX-50-§ p-I-Ph H H CH,Ph Bz OCHHL H F OH H H
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Ne

R‘

b

R* R* R”

R‘I

RS

R(S

XYy KX

R8

XX-506 pIPh H H
XX-507 pIPh H H

XX-508 pIPh * H *

CH;-indol-3-yl Bz
CH.CH.SCH;

Bz
Bz

OCH,
OCH;
OCH,

H
H
H

F OH H
F OH H
F OH H

*R* and R™ joined together by (CHa)s to form five-membered ring.
J 8 Y

N
/ \
R Q /

3b

R ]| o N
R, N""“‘[I’"“““O —

(S N
. N
COR? OR! RS RS
Y X
xx1

Table XXI-1.
Ne R® R R® R® R* R R X Y
XXI-1-1 CH; H H H CH; H CH; F OH
XXI-1-2 CH; H H CH; CH; H CH; F OH
XXI-1-3 CH; H H CH(CH;); CH; H CH; F OH
XX1-14 CH; H H CH)CH(CH;); CH, H CH: F OH
XXI-1-§ CH, H H CH;Ph CH, H CH;, F OH
XXk1-6 CH; H H CHyindol-3-yl CH;, H CH; F OH
XXI-1-7 CHt H H CH)CH:SCH; CH; H CH; F OH
XX1-18 CH; * H +* CH; H CH; F OH

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

Table XXI-2.

Ne R'" R* R™ R*® R* R R XY
XX12-1 &t H H H CH, H CH; F OH
XXI-22 Bt H H CH, CH, H CH; F OH
XXI-23 Et H H CH(CH,), CH, H CH; F OH
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Ne R K R R’ RF R R X Y
XX1-24 Bt H H CH.CH(CHy), CH; H CH; F OH
XXI2-5 Et H H CH:Ph CH, H CH, F OH
XXI-26 Et H H CHgindol-3-yl CH, H CH, F OH
XXI-2-7 Et H H CH.CHSCH; CH; H CH; F OH
XXI-2-8 Et * H * CH; H CH; F OH

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

Table XXI-3.

Ne R" R R* R® R R R XY
XXI-3-1 Pr H H H CH; H CH; F OH
XXI-3-2 Pr H H CH, CH; H CH; F OH
XXI33 Pr H H CH(CH;), CH, H CH; F OH
XXI-34 Pr H H CH,CH(CH;;, CH; H CH, F OH
XXI-3-5 Pr H H CH;Ph CH; H CH; F OH
XX1-36 Pr H H CHpindol-3yl CH; H CH; F OH
XX1-3-7 Pr H H CH,CH,SCH; CH; H CH; F OH
XXI38 pr * H * CH, H CH, F OH

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

Table XXI-4.

N R'" R* R® R® R® R R XY
XXI41 By H H H CH, H CH; F OH
XXI4-2 Bu H H CH; CH, H CH; F OH
XXI43 Bu H H CH(CH) CH;, H CH; F OH
XXI44 '‘Bu H H CH;CH(CH;); CH; H CH; F OH
XXI-4-3 Bu H H CH,Ph CH; H CH; F OH
XXI-4-6 '‘Bu H H CHyindol-3-y] CH H CH; F OH
XXI4-7 '‘Bu H H CH.CH:SCH; CH; H CH; F OH
XXI48 By * H * CHy H CH; F OH

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

Table XXI-5.

Ne R' R* R® R™ R R R XY
XX)51 Ph H H H CH, H CH, F OH
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Ne R'T R° R® R® RF R RR X Y
XX1-5-2 Ph H H CH; CH; H CH; F OH
XXI-5-3 Ph H H CH(CH:): CH, H CH; F OH
XXI-54 Ph H H CHCH(CH)), CH, H CH, F OH
XXI-55 Ph H H CHPh CH; H CH, F OH
XXI-56 Ph H H CHyindol3-yl CH; H CH; F OH
XXI-57 Ph H H CHCHSSCH; CH, H CH; F OH
XXI-58 Ph * H ¢ CH, H CH, F OH

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

Table XXI-6.

Ne R R* R® R® R R R XY
XX1-6-1 p-Me-Ph H H H CH; H CH; F OH
XXI-6-2 p-MePh H H CH; CHy H CH; F OH
XXI-6-3 p-Me-Ph H H CH(CH;); CH; H CH; F OH
XX1-64 p-Me-Ph H H CHCH(CH;); CH; H CH; F OH
XX1-6-5 p-Me-Ph H H CH)Ph CH; H CH; F OH
XXI-6-6 p-Me-Ph H H CHi-indol-3-yl CH; H CH; F OH
XX1-6-7 p-Me-Ph H H CH,CH,SCHy CH; H CH, F OH
XXI-6-8 p-Me-Ph * H * CH; H CH; F OH

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

Table XXI-7.

Ne R R R* R® R R R X Y
XXk71 psfePh H H H CHb H CHy F OH
XXI-7-2 pF-Ph H H CH, CH, H CH, F OH
XXI7-3 p-F-Ph H H CH(CH;) CH, H CH, F OH
XXI-74 pFPh H H CHCH(CH;); CH; H CH, F OH
XX1-7-6 p-F-Ph H H CH:Ph CH; H CH, F OH
XXI-7-7 p-FPh H H CHgindol-3yl CH; H CH; F OH
XXI-78 pF-Ph H H CHCHSCH;, CH, H CH; F OH
XX1-720 pFPh * H * CH, H CH; F OH

*R7 and R™ joined together by (CH); to form five-membered ring.

Table XXI-8.
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Ne R R R RV R R R XY
XXi81 pCl-Ph H H H CH, H CH, F OH
XXI$2 pCl.Ph H H CH, CHi H CH; F OH
XX1-83 p-ClPh H H CH(CHy), CH; H CH, F OH
XX184 p-Cl-Ph H H CH.CH(CH;); CH; H CH, F OH
XXI85 p-Cl-Ph H H CH;Ph CH; H CH; F OH
XX1-86 p-Cl-Ph H H CHindol-3yl CH; H CH; F OH
XXI-8-7 p-Cl-Ph H H CH.CHSCH;, CH; H CH; F OH
XXI-88 p-Cl.Ph * H * CH; H CH, F OH

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

Table XXI-9.

No R' R* R* R R R R X Y
XXI9-1 pBr-Ph H H H CH, H CH, F OH
XX19-2 pBrPh H H CH; CH; H CH; F OH
XX193 p-Br-Ph H H CH(CH,), CH; H CH; F OH
XX194 pBr-Ph H H CHCH(CH), CH; H CH, F OH
XXI9-6 p-Br-Ph H H CH;Ph CH, H CH; F OH
XX1-97 pBr-Ph H H CHyindol-3vl CH, H CH, F OH
XX1-98 pBr-Ph H H CHCHSCH, CH, H CH; F OH
XX19-20 pBr-Ph * H * CH, H CH; F OH

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

Table XXI-10.

* R R R* R® R R R XY
XXI-10-1 pJPh H H H CH; H CH; F OH
XXI10-2 pI-Ph H H CH; CH, H CH;, F OH
XXI-10-3 p-I-Ph H H CH(CH:), CHi H CH; F OH
XXI104 pIPh H H CHCH(CH;); CH; H CH; F OH
XXI-105 pJ-Ph H H CHgPh CH; H CH; F OH
XX1-10-6 pI-Ph H H CHrindol3yl CH; H CH; F OH
XX1-10-7 pI-Ph H H CH,CHSCH, CH; H CH; F OH
XXI-108 pJPh * H * CH, H CH, F OH

*R¥and R joined together by (CHa)s; to form five-membered ring,
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Table XXI-11.

Ne R R R® R® R RF R® X Y
XXi-i1-1 CH, H H H Et H CH, F OH
XXI112 CH, H H CH, EE H CH, F OH
XXI-11-3 CH; H H  CH(CH): Et H CH, F OH
XXI-11-4 CH; H H CH,CH(CH;); Et H CH; F OH
XXI-11-5 CH;, H H CH.Ph Et H CH, F OH
XXI-11-6 CH; H H CHgindol-3yl Et H CH; F OH
XXI11:7 CH, H H CHCH;SCHy Et H CH; F OH
XXI-11-8 CH, * H * Et H CH, F OH

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

Table XXI-12.

Ne R" R R R® R R R XY
XXKI2-1 Et H H H Et H CH, F OH
XXI12-2 Et H H CH, Et H CH; F OH
XXE12-3 Et H H CH(CHy), Et H CH; F OH
XXF124 Et H H CH.CH(CH); Et H CH; F OH
XXl-12-5 Et H H CH:Ph Et H CH; F OH
XXI-12-6 Et H H CHwindol3yl Et H CH; F OH
XXI-12-7 Et H H CH,CHSCH; Et H CH; F OH
XXI-12-8 Et * H * Et H CH; F OH

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

Table XXI-13.

Ne RT R° R® R® R R K X Y
XXk13-1 Pr H H H Et H CH; F OH
XXk132 Pr H H CH; Et H CH; F OH
XXI-13-3 ‘Pr H H CH(CHy) Et H CH; F OH
XXI-13-4 Pr H H CH,CH(CH;), Et H CH; F OH
XXI13-5 ‘Pr H H CH;Ph Et H CH; F OH
XXI-13.6 'Pr H H CHgsindol-3-y1 Et H CH; F OH
XXJ-137 Pr H H CH.CH,SCH; Et H CH; F OH
XXI138 ‘Ppr * H ¢ Et H CH; F OH

*R”and R joined together by (CHz); to form five-membered ring.
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Table XXI-14.

Ne R R® R* R® R ® R X Y
XXI-14-1 ‘Bu H H H FtE H CH; F OH
XXI-14-2 '‘Bu H H CH, EE H CH;, F OH
XXI-14-3 ‘Bu H H CH(CH:); Et H CH, F OH
XXI-14-4 Bu H H CH.CH(CH;) Et H CH; F OH
XXI-14-5 '‘Bu H H CH:Ph Et H CH, F OH
XXI-14-6 Bu H H CHyindol-3-y] B¢ H CH; F OH
XXl-14.7 Bu H H CH(CHSCH; Et H CHy F OH
XXI-14-8 ‘Bu * H * E H CH; F OH

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

Table XXI-15.

Ne R" R? R® R® R R R X Y
XXl151 Ph H H H Bt H CH; F OH
XXI-15-2 Ph H H CH; Et H CH; F OH
XXI-15-3 Ph H H CH(CH;), Et H CH; F OH
XXI-15-4 Ph H H CH:.CH(CHs)» Et H CH; F OH
XXI155 Ph H H CH:Ph Et H CH; F OH
XXEI15-6 Ph H H CHindol3-yl Et H CH; F OH
XXI15-7 Ph H H CH.CH,SCH;, Et H CH; F OH
XXI-15-8 Ph * H * Et H CH: F OH

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

Table XXI-16.

e R R R B R R XY
XXI-16-1 pMePh H H H B H CH, F OH
XXI162 pMePh H H CH, Et H CH, F OH
XXI-16-3 p-Me—Ph H H CH(CH;), Et H CH; F OH
XXI-16-4 pMePh H H CHCH(CH), Et H CH, F OH
XXI16-5 pMe-Ph H H CHPh Et H CH, F OH
XXI-166 p-MePh H H CHyrindol3y1 Et H CH, F OH
XX1-167 p-Me-Ph H H CH,.CH:SCH, Et H CH, F OH
XXI-168 p-Me-Ph * H * Et H CH, F OH

*R* and anoined together by (CH,); to form five-membered ring.
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Table XXI-17. :

Ne R’ R° R® R® R R R XY
XXI-17-1 pF-Ph H H H Et H CH;, F OH
XXI17-2 pFPh H H CH, Et H CH, F OH
XXI-17-3 p-F-Ph H H CH(CH;), Et H CH, ¥ OH
XXI-17-4 pF-Ph H H CHCH(CH:», Et H CH; F OH
XXI-17-5 pF-Ph H H CHPh Et H CH, F OH
XXI-17-6 p-F-Ph H H CHyindol-3-y1 ¢t H CH, F OH
XXI-17-7 pF-Ph H H CHCHSCH; Et H CH, F OH
XXI-17-8 pF-Ph ¢ H * Et H CH; F OH

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

Table XXI-18.

Ne R R? R® R R " R® X Y
XXI-18-1 p-Cl-Ph H H H Et H CH, F OH
XX1-18-2 p-Cl-Ph H H CH, Et H CH, F OH
XXI-18-3 p-Cl-Ph H H CH(CH)), Et H CH; F OH
XXI-18-4 p-Cl.Ph H H CH.CHCH;: Et H CH; F OH
XXJ-18-5 p-Cl-Ph H H CH:Ph Et H CH, F OH
XXI-18-6 p-Cl-Ph H H CHypindol-3y1 Et H CH, F OH
XXI-187 p-ClPh H H CH,CH;SCH; Et H CH, F OH

.

XX1-18-8 p-Cl-Ph H * Et H CH; F OH

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

Table XXI-19.

Ne R R” R* R® R K R XY

XXI19-1 p-Br-Ph H H H Et H CH; F OH
XXI-192 p-Br-Ph H H CH; Et H CH; F OH
XXI-19-3 p-Br-Ph H H CH(CHy), Et H CH; F OH
XXI-19-4 p-Br-Ph H H CHCH(CHy); Et H CH, F OH
XX1-19-5 p-Br-Ph H H CHpPh Et H CH; F OH
XXI-19-6 p-Br-Ph H H CHyindol3yl Bt H CH, F OH
XXI-19-7 p-Br-Ph H H CHCH,SSCH; Et H CH; F OH

*

XXI-198 p-Br-Ph * H * Et H CH, F OH

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

Ne R’ R R® R® R RP R® X Y
XXI-201 p-I-Ph H H H Et H CH; F OH
XXI202 pIPh H H CH; Et H CH, F OH
XX1-20-3 p-1-Ph H H CH(CHy), Et H CH; ¥ OH
XXI-20-4 p-l-Ph H H CH:.CH(CH). Et H CH; F OH
XXI-20-5 pl-Ph H H CHgPh Et H CH; F OH
XXI-206 p-I-Ph H H CHyindol-331 Et H CH; F OH
XXI-20-7 p-I-Ph H H CHCH,SCHy EFt H CH, F OH
XXI-208 pl-Ph * H * Et H CH; F OH

*R7 and R™ joined together by (CHz)s to form five-membered ring.

Table XXI-21. ,

Ne R' R’ R® R® RR R R XY
XXI21-1 CH; H H H ‘’r H CH; F OH
XXI-21-2 CH; H H CH;, ’r H CH; F OH
XX1-21-3 CH; H H CH(CH;), ’r H CH, F OH
XX1-21.4 CH; H H CHCH(CH; Pr H CH; F OH
XX1-21-5 CHy, H H CH.Ph Pr H CH, F OH
XXI1-21-6 CH; H H CHxindol-3-yl Pr H CH; F OH
XXI-21-7 CH; H H CH:CH,SCH; Pr H CH; F OH
XXI-21-8 CH; * H * Pr H CH; F OH

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

Table XXI-22.

Ne Rl R R® R® R R R X Y
XXI-221 Bt H H H Pr H CH; F OH
XX1-22:2 Et H H CH; Pr H CH; F OH
XXI-22-3 Et H H CH(CH;), ’r H CH; F OH
XXI-22.4 Ft H H CHCH(CH;), ’r H CH; F OH
XX1-22§ Et H H CH;Ph Pr H CH; F OH
XXI-226 Ft H H CHsindol-3-yl Pr H CH, F OH
XXI-22-7 Et H H CH.CH.SCH; Pr H CH; F OH
XXI-228 Et * H * Pr H CH, F OH

*R” and R™ joined together by (CH2)s to form five-membered ring.
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Table XXI-23.

Ne R" R° R* R® RR R R X Y
XXI123-1 Pr H H H Pr H CH; F OH
XXI-23.2 ’r H H CH, Pr H CH; F OH
XX1-23-3 ‘pr H H CH(CH:): Pt H CH; F OH
XX1-23-4 pr H H CH,CH(CH;);, Pr H CH; F OH
XXI1-23-5 '‘’'r H H CH:Ph ‘Pr H CH, F OH
XX1-23-6 Pr H H CHyindol-3yl Pr H CH, F OH
XX1-:23-7 Pr H H CH)CH:SCH; Pr H CH; F OH
XX1-23-8 ‘Pr * H * Pt H CH; F OH

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

Table XXI-24.
Ne R'" R' R® R® R " R X Y
XXI-k24-1 Bu H H H Pr H CH; F OH
XX1-242 Bu H H CH, Pr H CH; F OH
XXI-24-3 ‘Bu H H CH(CH;) ’'r H CH; F OH
XXIl-24-4 Bu H H CH,CH(CH; Pr H CH; F OH
XX1-24.5 Bu H H CH.Ph Pr H CHs F OH
XX1-246 'Bu H H CHindol-3-yl Pr H CH; F OH
XXI-24-7 ‘Bu H H CHCH:SCH; Pr H CH; F OH
XX1-24-8 '‘Bu * H * r H CH, F OH

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

Table XXI-25.

Ne Rl R R* R® R "R X Y
XXI-25-1 Ph H H H Pr H CH, F OH
XXI-252 Ph H H CH, ‘t H CH, F OH
XXI-25-3 Ph H H CH(CH;) ‘t H CH; F OH
XXI-25-4 Ph H H CH:.CH(CH;): Pr H CH;, F OH
XX1-255 Ph H H CH;Ph Pr H CH; F OH
XX1-236 Ph H H CHyindol-3-yl Pr H CH, F OH
XXI-25-7 Ph H H CH.CHSCH, Pr H CH; F OH
XXI1-258 Ph * H * r H CH; F OH

*RZand R Jjoined together by (CHz); to form five-membered ring,
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Table XXI-26.

Ne R’ R’ R® R® R R R XY
XX1-26-1 p-Me-Ph H H H 't H CH; F OH
XXI-26-2 p-MePh H H CH, ‘P H CH; F OH
XXI-26-3 p-Me-Ph H H CH(CH:) P H CH, F OH
XXI-26-4 p-Me-Ph H H CH.CH(CH;) ‘’r H CH; F OH
XXI1-26-5 p-Me-Ph H H CH;Ph ‘Pr H CH; F OH
XXI-26-6 p-Me-Ph H H CHrindol-3-yl 'Pr H CHy F OH
XXI-26-7 p-Me-Ph H H CH.CH:SCHs Pr H CH; F OH
XXI-26-8 p-Me-Ph * H * ‘e H CH, F OH

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

Table XXI-27.

Ne R R® R® R® R RFR XY
XXI-27-1 p-F-Ph H H H Pt H CH;, F OH
XXI-27-2 pF-Ph H H CH, ’r H CH; F OH
XXI-27-3 p-F-Ph H H CH(CH;) ‘’t H CH; F OH
XX1-27-4 p-F-Ph H H CHCH(CH;: ‘Pr H CHy F OH
XXI1-27-§ pF-Ph H H CH;Ph ‘Pt H CH; F OH
XXI-27-6 p-F-Ph H H CHpindol-3-yl Pr H CHy; F OH
XX1-27-7 pFPh H H CHCH:SCH; Pr H CH; F OH
XXI1-27-8 p-F-Ph * H * ‘P H CH; F OH

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

Table XXI1-28.

N R R* R® R® RRR R XY
XXF28-1 pClth H H H Pr H CH; F OH
XX1-28-2 p-Cl-Ph H H CH; Pr H CH, F OH
XXI-28-3 p-CI-Ph H H CH(CH)), 't H CH, F OH
XXI-28-4 p-Cl-Ph H H CHCH(CH;):. P’r H CH; F OH
XXI-28-5 pClPh H H CH;Ph Pr H CH, F OH
XXI-28-6 p-CIlPh H H CHindol-3y1 Pr H CH; F OH
XXI-28-7 p-Cl-Ph H H CH,.CH:SCH; Pr H CH; F OH
XXI-28-8 p-Cl-Ph * H * ’Pr H CH, F OH

*R* and ijoined together by (CH.)s to form five-membered ring.
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Table XXI-29.

Ne R R® R* R*® R R R X Y
XX1-29-1 p-Br-Ph H H H 'r H CH; F OH
XXI-29-2 p-Br-Ph H H CH; * H CH; F OH
XXI1-29-3 p-Br-Ph H H CH(CH:): 't H CH, ¥ OH
XXI-294 p-Br-Ph H H CHCH(CH). Pr H CH; F OH
XXI-29-5 p-Br-Ph H H CHyPh ’r H CH, F OH
XX1-29-6 p-Br-Ph H H  CHp-indol-3-yi ’r H CH; F OH
XXI-29-7 pBr-Ph H H CH.CH,SSCH, Pr H CH: F OH
XX1-298 p-Br-Ph * H * ‘s H CH; F OH

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

Table XXI-30.

Ne R R* R® R® R "R XY
XXI-30-1 pl-Ph H H H ’r H CH; F OH
XX1-30-2 p-Ph H H CH; Pr H CH, F OH
XXI-30-3 pJ-Ph H H CH(CH;) ‘'t H CH; F OH
XXI-30-4 pl.Ph H H CHCH(CHy): Pr H CHy F OH
XXI-30-5 pI.Ph H H CH.Ph 't H CH; F OH
XXI-30-6 p-l-Ph H H CHpindol-3-yl 'Pr H CH, F OH
XXI-30-7 p-l-Ph H H CH:CH;SCH; Pr H CH; F OH
XX1-30-8 p-I-Ph * H * ‘P H CH; F OH

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

Table XXI-31.

Ne R R R*® R® R® R R XY
XXI-31-1 CH, H H H "Bu H CH; F OH
XXI-31-2 CH; H H CH, "Bu H CH; F OH
XXI31-3 CH; H H CH(CH,); "Bu H CH; F OH
XXI1-31-4 CH, H H CH;CH(CH;): "Bu H CH; F OH
XXI-31-5 CH; H H CH:Ph "Bu H CH; F OH
XXI-31.6 CH; H H CHypindol3yl "By H CH; F OH
XX131-7 CH; H H CHCH,SCH; "Bu H CH; F OH
XXI-31-8 CH, * H ¢ "By H CH; F OH

*R*and R'“joi ned together by (CH;); to form five-membered ring.
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Table XXI-32.

No R' R R®™ R® R* R R XY
XX1-32-1 Et H H H “Bu H CH; F OH
XXI-32-2 Et H H CH, "Bu H CH, F OH
XXI1-32-3 Et H H CH(CH:) "Bu H CH; F OH
XX1-32.4 Bt H H CHXCH(CH;): "Bu H CH; F OH
XXI-32-5 Et H H CH;Ph "Bu H CH; F OH
XXI-326 Et H H CHyindol-3-y] "Bu H CH; F OH
XXI-32-T Et H H CH)CH,SCH; "Bu H CH; F OH
XXI-328 Et * H * "Bu H CH; F OH

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

Table XXI-33.
Ne R' R R® R® R* R R XY
XXI-33-1 'Pr H H H Bu H CH; F OH
XXI-33-2 Pr H H CHs Bu H CH; F OH
XXI-33-3 Pr H H CH(CH;). “Bu H CH; F OH
XXE33-4 Pr H H CH:CH(CH;) "Bu H CHy F OH
XXI335 Pr H H CH:Ph "Bu H CH; F OH
XX1-33-6 Pr H H CHyindol3vl "By H CH; F OH
XXI-33-7 Pr H H CHyCH;SCH;s "Bu H CH, F OH
XX1-338 'pr * H * "Bu H CH; F OH

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

Table XXI-34.

Ne R' R’ R*® R® R® R R XY
XXI-34-1 Bu H H H "Bu H CH; F OH
XX1-34-2 ‘Bu H H CH; "u H CH; F OH
XXI-34-3 ‘Bu H H CH(CH,), "Bu H CH; F OH
XXI-34-4 ‘Bu H H CHCH(CH;, "By H CH, F OH
XXI-34-5 Bu H H CH:Ph "Bu H CH; F OH
XX1346 Bu H H CHsindol-3vl "By H CH; F OH
XXl34-7 Bu H H CH,CH,SCH;, "Bu H CH, F OH
XXI-34-8 Bu * H * "Bu H CH; F OH

*R% and R® Joined together by (CHz)s to form five-membered ring.
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Table XXI-35.

N R R R* R® R K R X Y
XXI-35-1 Ph H H H "Bu H CH; F OH
XX1352 Ph H H CH; "Bu H CH, F OH
XXI353 Ph H H CH(CH:) "Bu H CH, F OH
XXI-354 Ph H H CHCH(CH:;) "Bu H CH; F OH
XXI-35-§ Ph H H CH:Ph "Bu H CH; F OH
XXI-35-6 Ph H H CHsindol-3-v] "Bu H CH; F OH
XXl-357 Ph H H CH.CH,SCH, "Bu H CH; F OH
XXI-35-8 Ph * H * Bu H CH; F OH

*R7 and R™® joined together by (CHz)s to form five-membered ring.

Table XXI-36.

Ne. R’ R’ R® R® R R R XY
XXI-36-1 p-Me-Ph H H H "Bu H CH; F OH
XX1-36-2 p-Me-Ph H H CH, "Bu H CH; F OH
XX1-36-3 p-Me-Ph H H CH(CH;): "Bu H CH, F OH
XX1-36.4 p-Me-Ph H H CH.CH(CH;: "Bu H CH; F OH
XXI-36-5 p-MePh H H CH:Ph "Bu H CH; F OH
XX1-36-6 p-Me-Ph H H CHwindol-3-yl "Bu H CH; F OH
XXI367 p-Me-Ph H H CH,CH,SCH; "Bu H CH; F OH
XXI-368 p-MePh * H * "Bu H CH; F OH
*R? and R™ joined together by (CH,); to form five-membered ring.
Table XXI-37.

Ne R R° R® R® R® R R X Y
XXI-371 pF-Ph H H H "Bu H CH, F OH
XX1-37-2 p-F-Ph H H CH, "Bu H CH; F OH
XXI-37-3 p-F-Ph H H CH(CH;), "Bu H CH; F OH
XXI-374 p-F-Ph H H CH,CH(CH). "Bu H CH; F OH
XX1-37-5 p-F-Ph H H CH:Ph "Bu H CH; F OH
XX1-376 p-FPh H H CHgyindol-3-yl "Bu H CH, F OH
XXI-377 p-F-Ph H H CHCHSCH; "Bu H CH, F OH
XX1-37-8 p-FPh * H * "Bu H CH; F OH

*R* and R™ joined together by (CH.); to form five-membered ring.
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Table XXI-38. .

Ne R R® R® R® RF R R X Y
XX1-38.1 pCl-Ph H H H "Bu H CH; F OH
XX1-382 pCl-Ph H H CH, "By H CH, F OH
XX1-383 p-ClPh H H CH(CH)): "Bu H CH; F OH
XXI-384 p-Cl-Ph H H CH,CH(CH;); "Bu H CH; F OH
XXI-38-5 p-ClPh H H CH:Ph "By H CH; F OH
XXI386 p-Cl.Ph H H CHyindol-3yl "Bu H CH; F OH
XXI-38-7 p-Cl.Ph H H CH.CH:SCH; "Bu H CHy F OH
XXI1-38-8 pCl-Ph * H * "By H CH; F OH

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

Table XXI-39.

Ne R' R* R® R® R* R R XY
XXI-39-1 p-Br-Ph H H H "Bu H CH; F OH
XX1-39-2 p-Br-Ph H H CH, "Bu H CH; F OH
XX1-39-3 p-Br-Ph H H CH(CHy): "Bu H CH; F OH
XX1-39-4 p-Br-Ph H H CHCH(CH;; "Bu H CH; F OH
XX1-39-5 p-Br-Ph H H CH:Ph "Bu H CH, F OH
XX1-39-6 p-Br-Ph H H CHyindol-3yl "By H CH; F OH
XXI-39-7 p-Br-Ph H H CHCHSCH; "Bu H CH; F OH
XXI-398 p-Br-Ph * H * "Bu H CH; F OH

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

Table XX140.

e R' R® R® R® R F R XY
XXI40-1 pIPh H H H "Bu H CH, F OH
XX1-40-2 p-I-Ph H H CH; "Bu H CH; F OH
XXI40-3 pI-Ph H H CH(CH,), "Bu H CH, F OH
XXI-404 pIPh H H CHCH(CH;); "Bu H CH, F OH
XX140-5 pI.Ph H H CH:Ph "Bu H CH; F OH
XXI1-40-6 p-I-Ph H H CHyindol3yl "Bu H CH; F OH
XXI40-7 p-I-Ph H H CHCHSCH, "Bu H CH; F OH
XXI-40-8 p-I.Ph * H * "Bu H CH, F OH

*R*and R™ joined together by (CH;); to form five-membered ring.
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Table XXI-41.

Ne R' R R* R® R" R R XY
XXI4i-1 CH; H H H Bz H CH; F OH
XXI41-2 CH; H H CH; Bz H CH; F OH
XXI41-3 CH; H H CH(CH;) Bz H CH; F OH
XXI41-4 CH; H H CH.CH(CH) Bz H CH; F OH
XXI41-5 CH; H H CH:Ph Bz H CH; F OH
XXI-41-6 CH; H H CHindol-3-yl Bz H CH; F OH
XXI41-7 CHs H H CH:CH;SCHy Bz H CH; F OH
XXI41-8 CH; * H * Bz H CH;: F OH

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

Table XXI1-42.

Ne R' R? R® R® R R R XY
XXI42-1 Et H H H Bz H CH; F OH
XX142-2 Et H H CH, Bz H CH; F OH
XXI42-3 Et H H CH(CH:); Bz H CH; F OH
XXI42.4 Et H H CH;.CH(CH); Bz H CH; F OH
XXI425 Et H H CHPh Bz H CH; F OH
XX142-6 Et H H CH-indol-3yl Bz H CH, F OH
XXI42-7 Et H H CH.CH,SCH; Bz H CH, F OH
XXI428 Et * H * Bz H CH; F OH

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

Table XX1-43.

Ne RT R’ R® R® R R R® X Y
XXI43-1 Pr H H H Bz H CH; F OH
XXI43-2 Pr H H CH, Bz H CH; F OH
XXI-43-3 Pr H H CH(CH;), Bz H CH; F OH
XXl43-4 Pr H H CH;CH(CH;); Bz H CH; F OH
XXI-43-5 Pr H H CH;Ph Bz H CH, F OH
XX143-6 Pr H H CHg-indol-3-yl Bz H CH, F OH
XXI437 Pr H H CH.CH,SCH; Bz H CH; F &
XX1438 pr * H ¢ Bz H CH, F OH
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*R*and R joined together by (CHy)s to form five-membered ring.

Table XXI-44.

Ne RT R° R® R® R RF R X Y
XXl-44-1 'Bu H H H Bz H CH; F OH
XXI44.2 Bu H H CH, Bz H CH, F OH
XX1-44-3 'Bu H H CH(CH;): Bz H CH; F OH
XXI-44-4 Bu H H CH:CH(CH:); Bz H CH; F OH
XX1-44-5 'Bu H H CH)Ph Bz H CH; F OH
XXI-44-6 '‘Bu H H CHxindol-3y] Bz H CH; F OH
XXI44-7 'Bu H H CH,CH,SCH; Bz H CH; F OH
XXI448 By * H * Bz H CH, F OH

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

Table XXI-45.
Ne RN R R® R” RR K R XY
XXI45-1 Ph H H H Bz H CH; F OH
XXI452 Ph H H CH; Bz H CH; F OH
XXI45-3 Ph H H CH(CH)): Bz H CH, F OH
XXI454 Ph H H CH,CH(CH), Bz H CH: F OH
XXI455 Ph H H CH:Ph Bz H CH; F OH
XXI456 Ph H H CHrindol-3-yl Bz H CH; F OH
XX1457 Ph H H CH,CH.SCH, Bz H CH; F OH
XXI45-8 Ph * H ¢ Bz H CH, F OH

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

Table XX1-46.

Ne R R R® Rp* R R R XY
XX1-46-1 p-Me-Ph H H H Bz H CH; F OH
XX1-46-2 p-Me-Ph H H CH;, Bz H CH; F OH
XXI-46-3 p-Me-Ph H H CH(CH:), Bz H CH; F OH
XX146-4 p-MePh H H CHCH(CH;); Bz H CH; F OH
XX1-46-5 p-Me-Ph H H CH.Ph Bz H CH; F OH
XX1-46-6 p-Me-Ph H H CHprindol-3-yl Bz H CH; F OH
XX1-46-7 p-Me-Ph H H CH.CHSCH; Bz H CH; F OH
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Ne R’ R® R® R® R R R X Y

XX1-46-8 pMePh * H * Bz H CH, F OH

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

Table XX1-47.
* R R R* R® F R R XY
XXI47-1 pF-Ph H H H Bz H CH; F OH
XX147-2 pF-Ph H H CH, Bz H CH; F OH
XXI47-3 p-F-Ph H H CH(CH), = Bz H CH; F OH
XXI47-4 p-F-Ph H H CHCH(CH}): Bz H CH; F OH
XXI-47-3 p-F-Ph H H CH;Ph Bz H CH; F OH
XXI-47-6 p-F-Ph H H CHgindol-3v1 Bz H CH; F OH
XX1-47-7 pF-Ph H H CHCH:SCH; Bz H CH; F OH
* H * Bz H CH; F OH

XXI-47-8 p-F-Ph

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

Table XX1-48,

e R R° R® R® R R R X Y
XXI48-1 p-ClPh H H H Bz H CH; F OH
XX148-2 pCl-Ph H H CH; Bz H CH; F OH
XX1483 p-ClPh H H CH(CH)), Bz H CH;, F OH
XX1-48-4 p-Cl-Ph H H CH:.CH(CH); Bz H CH; F OH
XX148-5 p-Cl-Ph H H CH:Ph Bz H CH, F OH
XX148-6 p-Cl-Ph H H CHyindol3yl Bz H CH; F OH
XXJ-48-7 p.Cl-Ph H H CHCH.SCH; Bz H CH: F OH
XX148-8 p-ClPh * H * Bz H CH; F OH

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

Table XXI-49.

Ne R’ R* R* R¥ RR R R XY
XX1-49-1 p-Br-Ph H H H Bz H CH; F OH
XX1-49-2 p-Br-Ph H H CH; Bz H CH; F OH
XXI1-49-3 p-Br-Ph H H CH(CH;); Bz H CHy F OH
XXI494 pBr-Ph H H CHCH(CH). Bz H CH; F OH
XXI1-49-5 p-Br-Ph H H CH.Ph Bz H CH, F OH
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e R R° R® R® RF KR R X Y

XX1-49-6 p-Br-Ph H H CHyindol-3-yl Bz H CH: F OH
XXJ-49-7 pBr-Ph H H CHCH;SCH; Bz H CHy F OH
XX1-49-8 p-Br-Ph * H * Bz H CH, F OH

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

Table XXI-50.

Ne 7y K R® R® RN K K X Y
XXI-501 pJpp H H H Bz H CH, F OH
XXI-502 p1Ph H H CH; Bz H CH, F OH
XXI-50-3 p..Ph H H CH(CHy), Bz H CH, F OH
XXI-504 p-l.Ph H H CH,CH(CH;); Bz H CH, F OH
XX1-50-5 p-l-Ph H H CHPh Bz H CH, F OH
XXI-506 pl-Ph H H CHyindol3-vl Bz H CH; F OH
XXI-507 pl-Ph H H CHCHSCH, Bz H CH; F OH
XX1-508 pIPh * H * Bz H CH; F OH

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

COpR¢ OR! R RS NH;
v *
XXII
Table XXII-1.
Ne R’ R* R*™ R™® R* RP R°P X Y
XXI-1 CH, H H H CH, H F H OH
XXI12 CH, H H CH, CH, H F H OH

XXI1-1-3 CH; H H CH(CH,), CH, H F H OH

2980901-1 -450 -

Gilead Exhibit 2026

PGR2023-00046 - Page 00464



Docket No. 60137.0034USU1

Ne R' R° R* R® R R R X Y

XXiI-14 CH; H H CHCH(CH;; CH; F H OH
XX1-1-5 CH; H CH:Ph CH; OH
XXII-1-6 CH; H CHgindol-3-yl CH, OH
XXII-1-7 CH; H CH.CH:SCH; CH, F OH
XXI1-1-8 CH, H * CH H F H OH

* I T T
T T T =

m o,

Iz T X

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

Table XXII-2, ,

Ne R" RZ R® R® R R REX Y
XXIl-2-1 Et H H H CH H F H OH
XXII-2-2 Bt H H CH; CH H F H OH
XXII-2-3 Bt H H CH(CHy); CHb H F H OH
XXIl24 Et H H CHCH(CH):. CH; H F H OH
XXII-2-5 Et H H CH.Ph CH, H F H OH
XXIl26 Et H H CHyindol3yl CH, H F H OH
XXII-2-7 Bt H H CHCH.SCH, CH, H F H OH
XXI128 Et * H * CH, H F H OH

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

Table XXII-3.

Ne R' R R® R® R R R XY
XXlI3-1 Pr H H H CH, H F H OH
XXIl.3-2 Pr H H CH, CH; H F H OH
XXIL3-3 Pr H H CH(CH3) CH H F H OH
XXII34 Pr H H CHCH(CH;) CH;, H F H OH
XXII-3-5 Pr H H CHyPh CH, H F H OH
XXI-36 Pr H H CHpindol3-yl CHL H F H OH
XXII-3-7 Pr H H CH,CH;SCH;, CH, H F H OH
XXI-38 pr * H * CH H F H OH

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

Table XXII-4.

Ne R R° R*® R® R R R X Y
XXll4-1 Bu H H H CH, H F H OH
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Ne R R R® R® R R K X Y
XXll4-2 Bu H H CH, CH, H F H OH
XXII43 Bu H H CH(CH,): CH, H F H OH
XXIl-44 By H H CH,CH(CH), CH; H F H OH
XXI145 Bu H H CH:Ph CH, H F H OH
XXIl46 By H H CHyindol3yl CHy H F H OH
XXI4-7 Bu H H CH.CH.SCH; CH;, H F H OH
XXII-48 Bu * H ¢ CH; H F H OH

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

Table XXI1-5.

Ne RT R® R® R® R R R X Y
XXII-51 Ph H H H CH, H F H OH
XXIl-s-2 Ph H H CH, CHL H F H OH
XXII-5-3 Ph H H CH(CH,): CH, H F H OH
XXII-54 Ph H H CHCH(CH);, CH, H F H OH
XXIl-55 Ph H H CH.Ph CHL H F H OH
XXII-56 Ph H H CHypindol3yl CH, H F H OH
XXII557 Ph H H CHCHSCH; CH, H F H OH
XXII-5-8 Ph * H * CH H F H OH

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

Table XXI1-6.

Ne R' R* R® R® R R R X Y
XXIl6-1 p-Me-Ph H H H CH: H F H OH
XXII-6-2 p-MePh H H CH; CHi H F H OH
XXI-6-3 p-Me-Ph H H CH(CHs), CHi H F H OH
XXII-64 p-MePh H H CHCH(CHy). CH H F H OH
XXII-6-5 p-Me-Ph H H CH;Ph CH, H F H OH
XX1I66 pMePh H H CHpindol3-yl CHL H F H OH
XX1I6-7 pMe-Ph H H CH,CHSCH; CH, H F H OH
XX11-6-8 p-MePh * H * CH H F H OH

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

Table XXII-7.
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Ne R R® R* R® K R R X Y

XXII-7-1 pFPh H H H CH, H F H OH
XXIl-72 pF-Ph H H CH; CHy H F H OH
XXI7-3 pFPh H H CHCH), CH, H F H OH
XXIl-74 pF-Ph H H CHCH(CH). CH, H F H OH
XXI7-6 p-F-Ph H H CHpPh CH, H F H OH
XXIl-7-7 p-F-Ph H H CHeindol-3-yl CH; H F H OH
XXIL78 pF-Ph H H CHCHSCH, CH, H F H OH
XXII-7-20 p-F-Ph * H * CH; H F H OH

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

Table XXII-8.

Ne R' R° R® R® R R R X Y
XXil81 p-CIPh H H H CH, H F H OH
XX1182 pCl-Ph H H CH; CH, H F H OH
XXII83 p-ClPh H H CH(CH;); CH, H F H OH
XXIl84 p-ClPh H H CH(CH(CH). CH, H F H OH
XXI8-5 p-ClPh H H CH:Ph CH, H F H OH
XXII86 p-ClPh H H CHyindol3yl CH, H F H OH
XXH8-7 p-Cl-Ph H H CH,CHSCH, CH, H F H OH
XXI1-8-8 p.C].Ph * H * CH; H F H OH
*R7and R™™ joined together by (CHa); to form five-membered ring,
Table XXII-9.

* R K R* R* R R R XY
XX11-91 pBrPh H H H CH, H F H OH
XXIl9-2 pBrPh H H CH CH, H F H OH
XXI9-3 pBr-Ph H H CHCH). CH, H F H OH
XXII94 p-Br-Ph H H CHCH(CH); CH, H F H OH
XXI1-96 p-Br-Ph H H CHpPh CH, H F H OH
XXI19-7 p-Br-Ph H H CHypindol3yl CH, H F H OH
XXII98 p-Br-Ph H H CHCHSCH, CH, H F H OH
XXII920 pBrPh * H * CHy H F H OH

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

Ne R' R R*® R® R" R R XY
XX11-10-1 p-I-Ph H H H CH; H F H OH
XXII-10-2 p-I.Ph H H CH, CH, H F H OH
XXII-10-3 p-I-Ph H H CH(CH:) CH H F H OH
XXl}-10-4 p-1-Ph H H CHCH(CH;): CH; H F H OH
XXII-10-5 p-1.Ph H H CH,Ph CH; H F H OH
XXII-10-6 p-I-Ph H H CHpindol-3-yl CHs H F H OH
XX1I-10-7 p-l-Ph H H CHyCH;SCHy, CHs H F H OH
XX1I-10-8 p-I-Ph * H * CH; H F H OH

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

Table XXII-11.

Ne R R R* R® R R R XY
XXI-11-1 CH, H H H EE H F H OH
XXI-11-22 CH; H H CH;, Et H F H OH
XXII-11-3 CH; H H CH(CH;), EE H F H OH
XXIl-11.4 CH; H H CH:CH(CHy); Et H F H OH
XXII-11-s CH; H H CH:Ph Et H F H OH
XXH-116 CH, H H CHw~indol-3y] Bt H F H OH
XXH-11-7 CH; H H CHCH,SCH; Et H F H OH
XXII-118 CH; * H * Et H F H OH

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

Table XXII-12.

Ne RT RT R®* R® RRE R XY
XXII-12-1 Bt H H H Et H F H OH
XXII-12-2 Et H H CH, EtE H F H OH
XXII-12-3 Et H H CH(CHy), Et H F H OH
XXI-1244 Et H H CH,CH(CH;, Et H F H OH
XXH-12-5 Et H H CH,Ph EtE H F H OH
XXI-12-6 Et H H CHyindol-3yl t H F H OH
XXII-12-7 Et H H CH,.CH.SCH; Et H F H OH
XXIl-12-8 Et * H ¢ Et H F H OH

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

Ne R' R R® R® R R R X Y
XX1I-13-1 Pr H H H Et H F H OH
XXII-13-2 ‘’Pr H H CH, Et H F H OH
XXII-13-3 'Pr H H CH(CH)), Et H F H OH
XXIl-134 Pr H H CH:CH(CH;) Et H F H OH
XXII-13-5 '‘pr H H CH:Ph Et H F H OH
XXI-13-6 Pr H H CHyindol3-y) Et H F H OH
XXII-13-7 Pr H H CH.CHSCH, Et H F H OH
XXIl-13-8 ‘pr * H * Et H F H OH

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

Table XXI1-14.

Ne R RE R® R® RF R R X Y
XXII-14-1 Bu H H H EE H F H OH
XXli1-14-2 Bu H H CH; EtE H F H OH
XX1I-14-3 ‘Bu H H CH(CH;), Et H F H OH
XX1-14-4 Bu H H CHCH(CH; Et H F H OH
XXI11-14-5 ‘Bu H H CH.Ph EE H F H OH
XXII-14-6 'Bu - H H CHs-indol-3-yl Et H F H OH
XXI11-14-7 ‘Bu H H CHCHSCH;, Et H F H OH
XXII-14-8 Bu * H * £t H F H OH
*R? and R™ joined together by (CH,)s to form five-membered ring.

Table XXII-15.

Ne R'" R* R* R® R®* R R®* X Y
XXi-15.1 °h H H H Et H F H OH
XXII-152 Ph H H CH, Et H F H OH
XXII-15-3 Ph H H CH(CHy). EE H F H OH
XXII-154 Ph H H CHCH(CH;); Et H F H OH
XXII-155 Ph H H CH:Ph E H F H OH
XXII-15-6 Ph H H CHyindol3yl t H F H OH
XXII-157 Ph H H CHCH,SCH;, Et H F H OH
XXIl-158 Ph * H * EE H F H OH

*R* and R™ joined together by (CHz)s to form five-membered ring,
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Table XXII-16.

N R' R R*® R® R  R" R* X Y
XX1-16-1 p-Me-Ph H H H Et H F H OH
XXII-16-2 p-Me-Ph H H CH;, EE H F H OH
XXII-16-3 p-MePh H H CH(CHy): EtE H F H OH
XXII-164 p-MePh H H CH,CH(CH;); Et H F H OH
XXII-16-5 p-Me-Ph H H CH:Ph Ec H F H OH
XXII-16-6 p-Me-Ph H H CHgindol-3-yl ¢ H F H OH
XXII-16-7 p-Me-Ph H H CHCH.SCH, Et H F H OH
XXII-168 pMe-Ph * H * Et H F H OH

*R7and R joined together by (CHy); to form five-membered ring,

Table XXII-17.
Ne R R R® R® R R R X Y
XXIlI-17-1 pF-Ph H H H EE H F H OH
XXI-172 p-F-Ph H H CH, EtE H F H OH
XXI1I-17-3 p-F-Ph H H CH(CH;), Et H F H OH
XXIl-17-4 p.F-Ph H H CHCH(CH:: Et H F H OH
XXIl-175 pF-Ph H H CH:Ph Et H F H OH
XXII-17-6 pF-Ph H H CHeindol-3yl Bt H F H OH
XX11-17-7 p-FPh H H CHCH,SCH; Et H F H OH
XXII-17-8 pF-Ph * H * Et H F H OH

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

Table XXI11-18.

) .

Ne R’ R* R* R R RRX Y
XXII-18-1 p-CI-Ph H H H Et H F H OH
XXIl182 pCl-Ph H H CH, Et H F H OH
XXIl-183 p-Cl-Ph H H CH(CH); Et H F H OH
XXi1-18-4 pCl-Ph H H CHCH(CHy)); Et H F H OH
XXII-18-5 pCl-Ph H H CH:Ph Et H F H OH
XXII-18-6 p-Cl-Ph H H CHgindol-3yl Et H F H OH
XXIl-18-7 p-Cl-Ph H H CHCHSCH, Et H F H OH
XXIl-188 p-ClPh * H * Et H F H OH

*R7and R™ joined together by (CHz); to form five-membered ring.
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Table XXII-19.

Ne R' R* R® R® R " R°* X Y
XXII-19-1 p-Br-Ph H H H B H F H OH
XXII-192 pB-Ph H H CH, Et H F H OH
XXTI-193 p-Br-Ph .H H CH(CH;), Et H F H OH
XXI-194 p-Br-Ph H H CHCH(CH;; Et H F H OH
XXII-19-5 p-Br-Ph H H CH;Ph Et H F H OH
XXII-19-6 p-Br-Ph H H CHpindol-3-¥l Et H F H OH
XXII-197 p-Br-Ph H H CHCH.SCH: Et H F H OH
XXIl-198 p-Br-Ph * H * EE H F H OH

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

Table XXI1-20.

Ne R R° R* RP R* R° R® X Y
XXII-20-1 pl-Ph H H H Et H F H OH
XXI1-20-2 p-J-Ph H H CH, Et H F H OH
XXH-20-3 p-I-Ph H H CH(CH;), Et H F H OH
XX11-204 p-l-Ph H H CHCH(CH; Et H F H OH
XXI11-20-8 p-I.Ph H H CH.Ph Et H F H OH
XXII-206 p-I-Ph H H CHpindol3-yl Bt H F H OH
XXII1-20-7 p-l-Ph H H CH,CH;SCH, Et H F H OH
XXH-208 plPh * H * Et H F H OH

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

Table XXII-21.

e R" R® R* R® R R R X Y
XXll21-1 CH, H H H Pr H F H OH
XX1I-21-2 CH, H H CH; tr H F H OH
XXII21-3 CH; H H CH(CHy), 't H F H OH
XXII-21-4 CH;, H H CH,.CH(CH;); ’r H F H OH
XX11-21-§ CH; H H CH.Ph P H F H OH
XXIl-21-6 CH, H H CHsindol-3yl ‘Pr H F H OH
XX11-21-7 CHy H H CHCH.SCH; Pr H F H OH
XXIl-21-8 CH, * H ¢ ’r H F H OH

*RZand R® joined together by (CH;); to form five-membered ring.
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Table XXI1-22.

Ne R" R* R® R® R* R R* X Y
XX1I-22-1 Bt H H H Pr H F H OH
XXI-222 EE H H CH; P H F H OH
XXI1-223 Et H H CH(CHs) Pr H F H OH
XXI-224 Et H H CH.CH(CH;): Pr H F H OH
XXII-22-5 E¢t H H CH:Ph ’r H F H OH
XXII-22-6 Et H H CHrindol-3-yl Pr H F H OH
XXII-22-7 Bt H H CHCH.SCH; ‘’r H F H OH
XXIi-228 Et * H * ‘"« H F H OH

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

Table XXII-23.
Ne R' R’ R®™ R® R®* R R X Y
XXIH-23-1 Pr H H H r H F H OH
XXI1-232 Pr H H CH, r H F H OH
XXI1.233 Pr H H CH(CHy): r H F H OH
XXH-234 Pr H H CH.CH(CH), Pr H F H OH
XXI1-23-5 Pr H H CH;Ph ’r H F H OH
XXII-23-6 '’Pr H H CHyindol3-yl Pr H F H OH
XXII-237 Pr H H CH,.CH:SCH;, Pr H F H OH
XXI-23-8 Pr * H * ’rt H F H OH

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

Table XXI11-24. '

Ne R" R* R" R® RR R REX Y
XXll-24-1 '‘Bu H H H ‘’r H F H OH
XXI1-24-2 Bu H H CH; Pr H F H OH
XXII-243 ‘Bu H H CH(CH,), 'r H F H OH
XXIl-24-4 Bu H H CH,CH(CH;), Pr H F H OH
XXII-24-5 '‘Bu H H CH.Ph Pr H F H OH
XXII-24-6 Bu H H CHpyindal-3yl Pr H F H OH
XXIl-2¢-7 Bu H H CH.CH.SCH, ’r H F H OH
XXIl-24-8 ‘Bu * H * ’r H F H OH

*R* and R™® joined together by (CHz); to form five-membered ring.
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Table XXII-25.

Ne R R R" R® R F R XY
XXIl-25-1 Ph H H H Pr H F H OH
XXII-252 Ph H H CH, " H F H OH
XXII-253 Ph H H CH(CH:); ’r H F H OH
XXII-254 Ph H H CH,CH(CH:). Pr H F H OH
XXH-255 Ph H H CH:Ph ‘P H F H OH
XXI1-256 Ph H H CHyindol3-yl Pr H F H OH
XXII-25-7 Ph H H CHyCHsSCHy, Pr H F H OH
XXII-258 Ph * H * " H F H OH

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

Table XXII-26.

Ne R! R’ R* R® R R R® X Y
XXI1-26-1 p-Me-Ph H H H ct H F H OH
XX11-26-2 p-Me-Ph. H H CH, ’Pr H F H OH
XXII-26-3 p-Me-Ph H H CH(CH;), Pr H F H OH
XX1i-26-4 p-Me-Ph H H CH.CH(CH; Pr H F H OH
XXI1-26-5 p-Me-Ph H H CH.Ph ’t H F H OH
XXI1-26-6 p-Me-Ph H H CHaindol-3-yl Pr H F H OH
XXII-26-7 pMePh H H CHCH,SSCH; Pr H F H OH
XXII-26-8 p-MePh. * H * " H F H OH

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

Table XX11-27,

Ne R R® R® R® R R R X Y
XXII-27-1 p-F-Ph H H H Pr H F H OH
XXIi-272 p-FPh H H CH, Pr H F H OH
XXI11-27-3 p-F-Ph H H CH(CH;), P’r H F H OH
XXII-27-4 p-F-Ph H H CHCH(CH;), Pr H F H OH
XXI-27-5 p-F-Ph H H CH:Ph P’r H F H OH
XXIE-27-6 p-F-Ph H H CHyindol-3yl Pr H F H OH
XXI-27-7 p-F-Ph H H CHCH,SCH; Pr H F H OH
XXI-27-8 p-F-Ph * H * P H F H OH

*R* and R joined together by (CH;); to form five-membered ring.
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Table XXI1-28.

Ne R RF R* R® RF R R XY
XX1l-261 pCl.Ph H H H ’r H F _H OH
XX1I-282 p-ClPh H H CH; P’ H F H OH
XXII-283 p-ClPh H H CH(CH), Pr H F H OH
XX1I-28-4 p-Cl-Ph H H CH.CH(CH;; Pr H F H OH
XXII-28-5 p-Cil-Ph H H CH.Ph Pr H F H OH
XX1I-28-6 p-CI-Ph H H CHypindol3yl Pr H F H OH
XXII-28-7 pCl-Ph H H CHCHSCHy r H F H OH
XXII-28-8 p-CIPh * H * t H F H OH

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

Table XXI1-29.

e R' R’ R® R® R R R XY
XX1I-29-1 p-BrPh H H H ’r H F H OH
XXI11-29-2 p-Br-Ph H H CH; r H F H OH
XXII-29-3 p-Br-Ph H H CH(CHy), ’r H F H OH
XXII-29-4 p-Br-Ph H H CH,CH(CH). Pr H F H OH
XXII-29-§ p-Br-Ph H H CH:Ph Pt H F H OH
XXII-29-6 p-Br-Ph H H CHsindol-3yl Pr H F H OH
XXII-29-7 p-Br-Ph - H H CH,CHSCH; Pr H F H OH
XXII-298 pBr-Ph * H * r H F H OH

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

Table XXII-30.

Ne R R® R® R® RRR RRX Y
XXII-30-1 p-I.Ph H H H Pr H F H OH
XXII-:302 pl-Ph H H CH; T H F H OH
XX1I-30-3 p-I-Ph H H CH(CH;): r H F H OH
XXII-304 pd-Ph H H CH,CH(CH), Pr H F H OH
XXI-30-5 p-l-Ph H H CH:Ph r H F H OH
XXI-30-6 p-I-Ph H H CHyindol3yl Pr H F H OH
XXI-30-7 p-I-Ph H H CHCH:SCH; r H F H OH
XXII-308 plPh * H ¢ r H F H OH

*R* and R™ joined together by (CHz)s to form five-membered ring.
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Table XXII-31.

N R' R R*® R® R R R X Y
XXI31s1 CH; H H H Bu H F H OH
XXII-31-2 CH; H H CH; "Bu H F H OH
XXII-31-3 CH; H H CH(CH;): Bu H F H OH
XXII-314 CH; H H CHCH(CH); Bu H F H OH
XXII-31-5 CH; H H CHyPh "Bu H F H OH
XXI-31-6 CH; H. . H CHgindol-3-yl "Bu H F H OH
XXII-31-7 CHs H H CHCH:.SCH: “Bu H F H OH
XXI-31-8 CH; * H * Bu H F H OH

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

Table XXII-32.

Ne R R? R* R® R® R R XY
XXIl-32-1 Et H H H Bu H F H OH
XXI1-322 Bt H H CH;, "Bu H F H OH
XXI-32-3 Et H H CH(CH;), "Bu H F H OH
XXIl-324 Bt H H CHXCH(CH;); "Bu H F H OH
XXII-32-5 Et H H CH:Ph "Bu H F H OH
XXI1-32-6 Bt H H CHyindol-3-yl Bu H F H OH
XXI1-3227 Bt H H CHCHSCH; "Bu H F H OH
XXIl-32-8 Et * H * "Bu H F H OH

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

Table XXII-33.

Ne R' R® R*® R® R R R X Y
XXII-33-1 Pr H H H "Bu H F H OH
XXIE-332 Pr H H CH;, "Bu H F H OH
XXI1-333 Pr H H CH(CH)), "Bu H F H OH
XXI1-334 Pr H H CH.CH(CH;); "Bu H F H OH
XXII-335 Pr H H CH:Ph "Bu H F H OH
XX1I-336 'Pr H H CHyindol-3yl "Bu H F H OH
XX1-33-7 Pr H H CH,CH,SCH; "Bu H F H OH
XXI1-33-8 pr * H * "Bu H F H OH

*R” and Rn‘joined together by (CHa); to form five-membered ring.
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Table XXI1-34.

Ne RT R° R*® R® R R R X Y
XXII-3¢-1 Bu H H H "Bu H F H OH
XXIl-342 Bu H H CH, "Bu H F H OH
XX1-34-3 'Bu H H  CH(CHy); "Bu H F H OH
XXI-344 Bu H H CH,CH(CH); "Bu H F H OH
XXII-34-5 '‘By H H CH,Ph "8u H F H OH
XXII-:34-6 Bu H H CHyindol3-yl "Bu H F H OH
XXI-34.7 Bu H H CH.CH,SCH, "Bu H F H OH
XXII-34-8 Bu * H * "Bu H F H OH

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

Table XXII-35.

Ne R" R® R® R® R* R R XY
XXIE-351 Ph H H H "Bu H F H OH
XXI-352 Ph H H CH, "Bu H F H OH
XXII-353 Ph H H CH(CHy), "Bu H F H OH
XX11-354 Ph H H CH:CH(CH:)» "Bu H F H OH
XXII-35-5 Ph H H CH:Ph "Bu H F H OH
XXI-356 Ph H H CHwsindol3yl "Bu H F H OH
XXI1-357 Ph H H CHCH:SCH, "Bu H F H OH
XXII-358 Ph * H * "Bu H F H OH

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

Table XXII-36. :

Ne R R R*® R® R R R XY
XXI1-36-1 p-Me-Ph H H H "Bu H F H OH
XX1I-36-2 pMe-Ph H H CH, Bu H F H OH
XXII-36-3 p-Me-Ph H H CH(CH,), "Bu H F H OH
XX1I-364 p-Me-Ph H H CH,CH(CH;, "Bu H F H OH
XX11-36-5 p-Me-Ph H H CH;Ph "Bu H F H OH
XXII-36-6 p-Me-Ph H H CHyindol-3yl "By H F H OH
XXII-36-7 p-Me-Ph H H CH.CHSCH; ”"Bu H F H OH
XXII-36-8 p-Me-Ph * H * Bu H F H OH

*R* and R™ joined together by (CHz); to form five-membered ring.
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Table XXI1-37.

Ne R R R® R® R R R XY
XXII-37-1 pF-Ph H H H Bu H F H OH
XX1I-372 pF-Ph H H CH, "Bu H F H OH
XXII-37-3 p-F-Ph H H CH(CH:), "By H F H OH
XXII-374 pF-Ph H H CHCH(CH;) "Bu H F H OH
XXII-37-5 p-F-Ph H H CHPh "Bu H F H OH
XXI1-376 pF-Ph H H CHrindol3-yl Bu H F H OH
XX1I-37-7 pFPh H H CHCH:SCHs "Bu H F H OH
XXII-37.8 p-F-Ph * H * "Bu H F H OH

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

Table XXI11-38.
Ne R' R® R® R R R R XY
XXI1-38-1 p-Cl-Ph H H H "Bu H F H OH
XXI1I-38-2 p-Cl-Ph H H CH, "8 H F H OH
XXII-38-3 p-Cl-Ph .H H CH(CH;) 80 H F H OH
XXI1-384 p-Cl-Ph H H CH:.CH(CH); "Bu H F H OH
XXII-38-5 p-Cl-Ph H H CH:Ph "Bu H F H OH
XXI11-38-6 p-Cl-Ph H H CHsindol3-yl "8Bu H F H OH
XXII-38-7 p-CllPh H H CH.CH,SCH; "Bu H F H OH
XXI-388 p-Cl-Ph * H * "Bu H F H OH

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

Table XXI11-39.

Ne R RT R® RP® R R R X Y
XX11-39-1 p-Br-Ph H H H Bu H F H OH
XX1-39-2 p-Br-Ph H H CH, "Bu H F H OH
XXII-39-3 p-Br-Ph H H CH(CHy), "Bu H F H OH
XXII-394 pBr-Ph H H CHCH(CH), "Bu H F H OH
XXH-39-5 p-Br-Ph H H CH.Ph Bu H F H OH
XX11-39-6 p-Br-Ph H H CHxindol3-vl "Bu H F H OH
XXII-39-7 p-Br-Ph H H CHCHSCH, "Bu H F H OH
XXI-398 pBr-Ph * H * "8u H F H OH

*R” and R™ joined together by (CH,); to form five-membered ring.
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Table XXI1-40.

Ne R' R® R* R® R® R R X Y
XXIl-40-1 p-l-Ph H H H "Bu H F H OH
XX1I40-2 pI-Ph H H CH, "Bu H F H OH
XXII-40-3 p-1-Ph H H CH(CH;) "Bu H F H OH
XX1i-404 p-IPh H H CH;CH(CH; "Bu H F H OH
XXIl40-5 p-1-Ph H H CH:Ph "Bu H F H OH
XXIl-406 p-I-Ph H H CHindol-3-yl "Bu H F H OH
XXIi-40-7 p-I-Ph H H CH:.CH,SCHy "Bu H F H OH
XXI1-408 pIPh * H * "Bu H F H OH

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

Table XXI1-41.

Ne R" R’ R® R® R* RR RE X Y
XXI41-1 CH; H H H Bz H F H OH
XXll41-2 CH, H H CH; Bz H F H OH
XXII-41-3 CH; H H CH(CH;), Bz H F H OH
XXll-41-4 CHy H H CH.CH(CH): Bz H F H OH
XXIl-41-5 CH: H H CH:Ph Bz H F H OH
XXII41-6 CH; H H CHsindol3-y] Bz H F H OH
XXII-41-7 CH; H H CHCH;SCH, Bz H F H OH
XXII41-8 CH; * H * Bz H F H OH

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

Table XX11-42.

Ne R' R® R* R® R R R X Y
XXll42-1 Et H H H Bz H F H OH
XXIl42-2 EE H H CH; Bz H F H OH
XXII-42-3 Et H H CH(CH,), Bz H F H OH
XXIl42-4 Et H H CH,CH(CH;, Bz H F H OH
XXII-425 Et H H CHyPh Bz H F H OH
XX1I-42-6 Bt H H CHpindol3-yl Bz H F H OH
XXIl-42-7 Et H H CHCHSCH; Bz H F H OH
XXI1-428 Et * H ¢ Bz H F H OH

*R*and R™® joined together by (CHz)s to form five-membered ring.
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Table XXI1-43.

Ne R" R° R® R® R "R X Y
XX1143-1 Pr H H H Bz H F H OH
XXI1432 Pr H H CH, Bz H F H OH
XXTI43-3 '’r H H CH(CH:): Bz H F H OH
XX1I-434 Pr H H CHCH(CH;;, Bz H F H OH
XX1I-43-5 ‘Pr H H CH;Ph Bz H F H OH
XXI43-6 Pr H H CHwxindol-3-yl Bz H F H OH
XXII43-7 Pr H H CHCHSCH;, Bz H F H OH
XXII438 pr * H * Bz H F H OH

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

Table XXII-44.

Ne RT R° R® R® R R R X Y
XXII44-1 Bu H H H Bz H F H OH
XXIl44-2 ‘Bu H H CH, Bz H F H OH
XXII44-3 'Bu H H CH(CH)), Bz H F H OH
XXIl-444 '‘Bu H H CH.CH(CH)): Bz H F H OH
XXIl-44-5 'Bu H H CHpPh Bz H F H OH
XXII-44-6 ‘Bu H H CH;-indol-3.yt Bz H F H OH
XXN-44-7 ‘Bu H H CH,CH,SCH;, Bz H F H OH
XXIl-448 Bu * H * Bz H F H OH

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

Table XXI11-45.

Ne R'" R® R* R® R® R R X Y
XXH451 Ph H H H Bz H F H OH
XXII-452 Ph H H CH; Bz H F H OH
XXI1-45-3 Ph H H CH(CHy); Bz H F H OH
XX1I454 Ph H H CHCH(CH), Bz H F H OH
XXI14535 Ph H H CH:Ph Bz H F H OH
XXIH456 Ph H H CHpindol-3yl Bz H F H OH
XXll457 Ph H H CH.CH,SCH; Bz H F H OH
XXIN-45-8 Ph * H * Bz H F H OH
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*R? and R* joined together by (CHz)s to form five-membered ring.

Table XX11-46. .

Ne R R™ R® R® R R R XY
XXII-46-1 p-Me-Ph H H H Bz H F H OH
XXII-462 pMePh H H CH, Bz H F H OH
XXI1-46-3 p-Me-Ph H H CH(CH,), Bz H F H OH
XXII-46-4 p-Me-Ph H H CH,CH(CH), Bz H F H OH
XXII-46-5 p-Me-Ph H H CHyPh Bz H F H OH
XXII46-6 p-MePh H H CHpindol-3-yl Bz H F H OH
XXII-46-7 p-Me-Ph H H CH.CH,SCH;, Bz H F H OH
XX1146-8 p-Me-Ph ¢ H * Bz H F H OH

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

Table XX11-47.

i R RT R® RP R R R XY
XXII47-1 pF-Ph H H H Bz H F H OH
XX1I472 pF-Ph H H CH, Bz H F H OH
XXII47-3 p-F-Ph H H CH(CHy): Bz H F H OH
XXII-47-4 p-F-Ph H H CHCH(CH:» Bz H F H OH
XXII-47-5 p-F-Ph H H CH:Ph Bz H F H OH
XXII-47-6 pF-Ph H H CHyindol-3-yl Bz H F H OH
XX1147-7 pF-Ph H H CHCH.SCH, Bz H F H OH
XXII-478 pF-Ph * H * Bz H F H OH

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

Table XXI1-48.

Ne R R* R* R® R®" R R* X Y
XX1I48-1 p-Cl.Ph H H H Bz A F H OH
XXII-48-2 pCl-Ph H H CH, B H F H OH
XXI1-48-3 p-CI-Ph H H CH(CH:): Bz H F H OH
XXIl-48-4 p-ClPh H H CH.CH(CH); Bz H F H OH
XX11-48-5 p-ClPh H H CH:Ph Bz H F H OH
XXI148-6 p-Cl-Ph H H CHyindol3yl Bz H F H OH
XX11487 pCl-Ph H H CH.CH:SCH, Bz H F H OH
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Ne

Rl

R R* R®

R4

RS

R6

X

Y

XXI11-48-8

p-Cl-Ph

»

H

*

Bz H F H OH

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

Table XXI11-49.

Ne R E R RY RF R R XY
XXII-49-1 p-Br-Ph H H H Bz H F H OH
XX11-492 p-Br-Ph H H CH, Bz H F H OH
XXI1493 p-Br-Ph H H CH(CH,), Bz H F H OH
XXII-49-4 p-Br-Ph H H CHCH(CH). Bz H F H OH
XXI1-49-8 p-Br-Ph H H CHPh Bz H F H OH
XXII-496 p-Br-Ph H H CHrindol3-yl Bz H F H OH
XX11-49-7 p-Br-Ph H H CHCHSCH; Bz H F H OH
XXII-49-8 p-Br-Ph * H * Bz H F H OH

*R7 and R™ joined together by (CHz)s to form five-membered ring.

Table XXII-50.

e R’ R R® R R K R X Y
XXI1-50-1 pJ-Ph H H H Bz H F H OH
XXI1-80-2 p-]-Ph H H CH, Bz H F H OH
XXli-50-3 p-I-Ph H H CH(CH;:): Bz H F H OH
XXII-504 plPh H H CHCH(CH); Bz H F H OH
XXI1-505 pI-Ph H H CH:Ph Bz H F H OH
XXII-506 pl-Ph H H CHpindol-3-yl Bz H F H OH
XXH-50-7 poPh H H CHXCH:SCH; B: H F H OH
XXI-508 pJPh * H * Bz H F H OH

*R? and R™ joined together by (CH:)s to form five-membered ring.
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Table XXIII-1.
e R'" R* R® R* RR R RR XY
XXIll-l-1 CH, H H H CH, H F F OH
XXM-1-2 CH; H H CH; CH; H F F OH
XXHI-1-3 CH; H H  CH(CH;), CH, H F F OH
XXIl-1-4 CHs H H CH:CH(CH;); CH; H F F OH
XXII-1-5 CHs H H CHPPh CH, H F F OH
XXI-16 CH; H H CHyindol-3-yl CH; H F F OH
XXI-17 CHy H H CHCH:SCH; CH; H F F OH
XXIII-18 CH, ¢ H * CH: H F F OH

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

Table XXI11-2.

Ne R' RI R* R® R R R X Y
XXii2-1 Bt H H H CH, H F F OH
XXHI22 Bt H H CH, CH, H F F OH
XXMI-23 Et H H CH(CHy): CH, H F F OH
XXII2-4 Et H H CHCH(CH), CH; H F F OH
XXMHL-2-8 Et H H CH:Ph CH; H F F OH
XXNI2-6 Et H H CHpindol-3-y] CH, H F F OH
XXHI-2-7 Et H H CHCHSCH; CH; H F F OH
XXI2-8 Et ¢+ H * CH H F F OH

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

Table XX11I-3.
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Ne RT R R® R° R R R X Y
XXlil-3-1 Pr H H H CH; H F F OH
XXH-32 Pr H H CH; CH, H F F OH
XXII3-3 Pr H H CH(CHy), CH, H F F OH
XXII-34 Pr H H CHCH(CH;) CH; H F F OH
XXIII-35 Pr H H CHyPh CH H F F OH
XXII-3-6 Pr H H CHgindol-3yl CH; H F F OH
XXIM37 Pr H H CH.CHSCH, CH, H F F OH
XXII-3-8 Pr ¢+ H * ¢H; H F F OH

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

Table XXIII-4.

Ne R' R* R* R® RP R R X Y
XXIl4-1 Bu H H H CH, H F F OH
XXIll4-2 '‘Bu H H CH; CH, H F F OH
XXIII-4-3 Bu H H CH(CH,, CH, H F F OH
XXIll44 Bu H H CHCH(CH). CH; H F F OH
XXHI4-5 ‘Bu H H CH;Ph CH, H F F OH
XXI14-6 Bu H H CHaindol3-yl CH, H F F OH
XXIll-4-7 Bu H H CH:CH:SCH; CH; H F F OH
XXIl14-8 By * H * CH, H F F OH

*R7 and R™ joined together by (CHa); to form five-membered ring.

Table XXIII-5.

Ne RN R® R® R® R R R XY
XXHI-s-1 Ph H H H CH: H F F OH
XXIII-5-2 Ph H H CH; CH; H F F OH
XXMI-5-3 Ph H H CH(CH:): CH H F F OH
XXII-S4 Ph H H CH,CH(CH; CH, H F F OH
XXHI-S-5 Ph H H  CH;Ph CH; H F F OH
XXII-S6 Ph H H CHyindol-3-yl CH: H F F OH
XXI-57 Ph H H CH:.CH;SCH; CH; H F F OH
XXINI-58 Ph ¢ H * CH: H F F OH

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

N R' R° R® R® R°* R R X Y
XXIl-6-1 p-Me-Ph H H H CH, H F F OH
XXli1-6-2 pMePh H H CH, CH H F F OH
XXMI-6-3 p-Me-Ph H H CH(CH,), CH H F F OH
XX111-6-4 p-Me-Ph H H CH,CH(CH;), CH; H F F OH
XXIlI-6-5 p-Me-Ph H H CH.Ph CH; H F F OH
XXII-6-6 p-Me-Ph H H CHsindol3y1 CH; H F F OH
XXilk6-7 p-MeelPh H H CHCH:SSCHs CHy H F F OH
XXIll-6-8 p-Me-Ph * H * CH, H F F OH

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

Table XXIII-7. :

Ne R' R’ R® R® R R R X Y
XXI-7-1 pF-Ph H H H CH, H F F OH
XXI1-7-2 p-F-Ph H H CH; CH; H F F OH
XXII-7-3  p-F-Ph H H CH(CH;); CH, H F F OH
XXI-74 pFPh H H CH.CH(CH). CH; H F F OH
XXII-7-6 pF-Ph H H CH:Ph CH H F F OH
XXII-7-7 p-F-Ph H H CHindol-3y1 CH; H F F OH
XXHI-78 pF-Ph H H CHCHSCH; CH, H F F OH
XXHI-7-20 pF-Ph * H ¢ CH H F F OH

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

Table XXIII-8.

Ne R R° R® R® RR R R X Y
XXIII81 pClPh H H H CH, H F F OH
XX111-8-2 pClPh H H CH; CH H F F OH
XXII-83 p-Cl-Ph H H CH(CHy). CH; H F F OH
XXNI-84 p-Cl-Ph H H CHCH(CH), CH, H F F OH
XXHI8-5 p-Cl-Ph H H CH:Ph CH H F F OH
XXI11-8-6 p—Cl-Ph ‘H H CHpindol3-yl CH, H F F OH
XXIII-8-7 p-ClPh H H CHCHSCH; CH;, H F F OH
XXII-88 p-Cl-Ph * H * CHi H F F OH

*R*and ijoined together by (CH2); to form five-membered ring,
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Table XXII-9.

* R R° R® R® R R R X Y
XXII9-1 p-Br-Ph H H H CH; H F F OH
XXI192 pB-Ph H H CH; CH, H F F OH
XXIM-93 p-Br-Ph H H CH(CHs), CH; H F F OH
XXII-9-4 p-Br-Ph H H CHCH(CH;). CH; H F F OH
XXIII-9-6 p-Br-Ph H H CH:Ph CH H F F OH
XXII9-7 pBr-Ph H H CHyindol-3yl CHH H F F OH
XXI-9-8 pBr-Ph H H CH:.CH:SCHy CHy H F F OH
XXII11-9-20 p-Br-Ph * H * CH, H F F OH

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

Table XXIII-10.

Ne R! R? R®™ R® R* R R X Y
XXII-10-1 p-Ph H H H CH; H F F OH
XXI-10-2 p-l-Ph H H CH; CHs H F F OH
XXI-10-3 p-l-Ph H H CH(CH;); CH H F F OH
XXI-10-4 pl-Ph H H CHCH(CH; CH; H F F OH
XXNI-10-5 pJ-Ph H H CH:Ph CH H F F OH
XXNI-10-6 pI-Ph H H CHyindol-3-yl CHy H F F OH
XXI-10-7 pd-Ph H H CHCH;SSCH;, CH, H F F OH
XX11-10-8 p-I-Ph * H * CHi H F F OH

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

Table XXII-11.

Ne R" R* R® R® R R R XY

XXII-11-1 CH; H H H Et H F F OH
XXIIIi11-2 CHy H H CH, EE HF F OH
XXHI-11-3 CH; H H CH(CHy), EBE H F F OH
XXII-1144 CH;, H H CH.CHCH), Et H F F OH
XXNI-11-5 CH; H H CH.Ph EEHF F OH
XXIII-11-6 CHy H H CHaindol-3vwl Et H F F OH
XXIll-11-7 CH; H H CHCHSCH, Et H F F OH
XXIII-11-8 CH; * H ¢ EE H F F OH

*R*and R™ joined together by (CH,)s to form five-membered ring,
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Table XXIII-12.

Ne R' R R® R® RPR R R XY
XXil-12-1 & H H H Bt H F F OH
XXIL122 Bt H H CH, Et H F F OH
XXIM12-3 Bt H H  CH(CH,): Et H F F OH
XXIl-124 Bt H H CHCH(CH). Et H F F OH
XXII-125 Et H H CH;Ph Et H F F OH
XXMI12-6 Et H H CHyindol3yl Bt H F F OH
XXHI-12-7 Bt H H CH.CHsSCH; Et H F F OH
XXIl-12-8 Et ¢+ H * Et H F F OH

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

Table XXIII-13.

Ne RT R’ R® R® R R R® X Y
XXII13-1 'Pr H H H Et H F F OH
XXIf-13-2 ‘Pr H H CH, Et H F F OH
XXMI-13-3 ‘Pr H H CH(CH)), Et H F F OH
XXI1-1344 '‘Pr H H CH,CH(CH; Et H F F OH
XXI-13-5 ’r H 'H CH.Ph Et H F F OH
XXII13-6 'Pr H H CHpindol-3yl Et H F F OH
XXI13-7 Pr H H CH.CH:SCH; Et H F F OH
XXIII-13-8 ‘Pr * H * Et H F F OH

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

Table XXIII-14.

Ne R’ R° R* R*® R R R X Y

XXIK-14-1 ‘Bu H H H Et H F F OH
XXIli-142 Bu H H CH; EE H F F OH
XXII1-14-3 ‘Bu H H CH(CH;), Et H F F OH
XXIIl-144 ‘Bu H H  CH.CH(CH;), Et H F F OH
XXII-14-Ss ‘Bu H H CH:Ph Et H F F OH
XX1i1-14-6 ‘Bu H H CHpindol3yl FE H F F OH
XXIMI-147 By H H  CH.CH,SCH; EtE H F F OH
XXIlIl-148 Bu * H * EE H F F OH

*R* and R™ joined together by (CHz); to form five-membered ring,
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Table XXIII-15.

Ne R’ RZ R® R® R R R X Y
XXIII1S-1 Ph H H H EE H F F OH
XXII-152 Ph H H CH; EEHF F OH
XXII-15-3 Ph H H CH(CH,), EEH F F OH
XXHI-15-4 Ph H H CH:.CH(CH;;, Et H F F OH
XXNI-155 Ph H H CH;Ph EE H F F OH
XXH1-15-6 Ph H H CHxindol-3-yl Bt H F F OH
XXIil-157 Ph H H CHCH:sSCH, Et H F F OH
XXNI-158 Ph ¢ H * EE H F F OH

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

Table XXIII-16.

Ne R RZ R® R® RR R R X Y
XXI1-16- p-Me-Ph H H H Et H F F OH
XXIII-16-2 p-Me-Ph H H CH; EH F F OH
XXN1-16-3 p-Me-Ph H H CH(CH;), EE H F F OH
XXII-16-4 p-MePh H H CHCH(CHy). EE H F F OH
XXIII-16-5 p-Me-Ph H H CHPh Bt H F F OH
XXII-16-6 p-MePh H H CHyindol3yl Bt H F F OH
XXII-16-7 p-MePh H H CHCHSCH, Et H F F OH
XXIII-16-8 p-MePh * H * EE H F F OH

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

Table XXIII-17.

Ne R R® R® R R RRR XY
XXII-17-1 pF-Ph H H H Et H F F OH
XXII-17-2 p-FPh H H CH; Et H F F OH
XXIll-17-3 pF-Ph H H CH(CH)): EE H F F OH
XXIl-17-4 pF-Ph H H CHCH(CH;), Bt H F F OH
XXUHE-17-5 p-F-Ph H H CH;Ph Et H F F OH
XXI-17-6 p-F-Ph H H CHy-indol-3-y] Et H F F OH
XXNI-17-7 pF-Ph H H CH:CH.SCH; Bt H F F OH
XXI-17-8 pF-Ph * H * Et H F F OH

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

Ne R R® R® R® R* R°. R® X Y
XXHI-18-1 p-CllPh H H H Et H F F OH
XX1Il-18-2 pCl-Ph H H CH, EE H F F OH
XXNI-18-3 p-Cl-Ph H H CH(CH,) EE H F F OH
XXII-18-4 pCl-Ph H H CH.CH(CH), Et H F F OH
XXIlI-18-5 p-Cl-Ph H H CH:Ph Et H F F OH
XXI1J-18-6 p-Cl-Ph H H CHyindol3-yl Et H F F OH
XX1i1-18-7 pCl-Ph H H CHCH,SCH;, Et H F F OH
XXIII-188 pClPh * H * Et H F F OH

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

Table XXIII-19.
Ne R' R® R® R® R®" R° R® X Y
XXII-19-1 p-Br-Ph H H H Et H F F OH
XXHI-19-2 p-Br-Ph- H H CH; Et H F F OH
XXII-19-3 p-Br-Ph H H CH(CH;), Et H F F OH
XXIN-194 p-Br-Ph H H CH.CHCH;» Et H F F OH
XXII-19-5 pBr-Ph H H CH;Ph Et H F F OH
XXI-19-6 p-Br-Ph H H CHyindol-3-y1 Et H F F OH
XXIN-19-7 p-Br-Ph H H CHCHSCH; Et H F F OH
XXIII-19-8 p-Br-Ph. * H * Et H F F OH

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

Table XXIII-20.

Ne R' R* R*® R* R* RR R X Y
XXII-20-1 p-I-Ph H H H EtE H F F OH
XX11-202 pI-Ph H H CH; Et H F F OH
XXII1-20-:3 p-l-Ph H H  CH(CH:): Et H F F OH
XXHE-20-4 p-1-Ph H H CH.CH(CH;), Et H F F OH
XXII-205 p-I.Ph H H CHpPh Et H F F OH
XXIN-206 p.I.ph H H CHyindol-3-yl ¢t H F F OH
XXIII-20-7 p-I-Ph H H CH.CH;SCH, Et H F F OH
XXHI-208 plPh * H * EE H F F OH

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

Ne R© R R R® R RF R X Y
XXIlI-21-1 CH;, HH H H Pr H F F OH
XXlII-21-2 CH; H H CH;, Pr H F F OH
XXI-21-3 CH; H H CH(CH:), r H F F OH
XXIII-21-4 CH; H H CH;,CH(CH;) Pr H F F OH
XXHI-21-5 CH; H H CH;Ph ’r H F F OH
XXII-216 CH, H H CHyindol-3y1 Pr H F F OH
XXI-21-7 CH; H H CHCHSCH; Pr H F F OH
XXIl-218 CH, * H * P H F F OH

*R7and R° joined together by (CH,); to form five-membered ring.

Table XXIII-22.

Ne R' R* R® R® R R R* X Y
XXMI-22-1 EE H H H P’r H F F OH
XXHI22-2 Et H H CH;, ’r H F F OH
XXHI-223 Et H H CH(CH;), ’t H F F OH
XXNi-22.4 Et H H CHCH(CH;): Pr H F F OH
CXXNE-225 Bt H H CH:Ph ’r H F F OH
XXIII-22.6 Et H H CHyindol3yl ’r H F F OH
XXI1-22-7 Et H H CHXCHSCH; Pr H F F OH
XXII-22-8 Et * H = ‘P H F F OH

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

Table XXIII-23.

Ne R' R® R*® R® R K R X Y
XXI-23-1 pr H H H Pr H F F OH
XXH1232 ‘Pr H H CH, P’ H F F OH
XXII-23-3 'Ppr H H  CH(CH)), 'r H F F OH
XXI1-23-4 Pr H H CH,CH(CH;); Pr H F F OH
XXII-23-5 ‘’r H H CH:Ph Pt H F F OH
XX11-236 Pr H H CHyindol-3yl Pr H F F OH
XXN-23-7 ’r H H CH,CH.SCH; Pr H F F OH
XXIiI-238 'Pr * H ¢ t H F F OH

*R*and R™® Jjoined together by (CH;); to form five-membered ring.
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Table XXIII-24,

Ne R' R° R® R® R* R R* X Y
XXI-24-1 '‘Bu H H H Pr H F F OH
XXH1-24-2 Bu H H CH, Pt H F F OH
XXII-24-3 '‘Bu H H CH(CH)), 't H F F OH
XXIN-24-4 '‘Bu H H CH,CH(CH;;, Pr H F F OH
XXIHl1-24-5 ‘Bu H H CH;Ph Pr H F F OH
XXII-24-6 Bu H H CHyrindol-3¥l Pr H F F OH
XXli247 '‘Bu H'H CH:.CH,SCHy Pr H F F OH
XXII-24-8 '‘Bu * H * ’+ H F F OH

*R7and R™ joined together by (CH,); to form five-membered ring.

Table XXI11-25.

Ne RT Rf R®* R R R R X Y
XXI1-25-1 Ph H H H Pr H F F OH
XXIII-25-2 Ph H H CH, Pr H F F OH
XXII1-253 Ph H H CH(CHy); t H F F OH
XXIn-254 Ph H H CH,CH(CH): Pr H F F OH
XXIII25-5 Ph H H CH:Ph Pr H F F OH
XXIII-25-6 Ph H H CHypindol-3yl Pr H F F OH
XXI-25-7 Ph H H CHCH.SCH; r H F F OH
XXHI-258 Ph * H * ‘'t H F F OH

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

Table XXTII-26.

Ne R R® R® R* R R R XY
XXII-26-1 p-Me-Ph H H H P H F F OH
XXIi-26-2 p-MePh H H CH; P’r H F F OH
XXII-26-3 p-Me-Ph H H CH(CH;), ’r H F F OH
XXHI-26-4 p-MePh H H CH,CHCCH;); Pr H F F OH
XXHI-26-5 p-Me-Ph H H  CH:Ph Pt H F F OH
XXII1-26-6 p-Me-Ph H H CHypindol-3yl Pr H F F OH
XXHI-26-7 p-Me-Ph H H CH.CH,SCH; Pr H F F OH
XXH}-26-8 p-MePh * H * r H F F OH

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

i) R R R® RP R R* R* X Y
XXII-27-1 pF-Ph H H H Pr H F F OH
XXII1-27-2 pF-Ph H H CH, pr H F F OH
XXII-27-3 pF-Ph H H CH(CH;) pr H F F OH
XXI1-27-4 pF-Ph H H CH:.CH(CH; Pr H F F OH
XXIII-27-§ p-F-Ph H H CH:Ph ‘Pt H F F OH
XXI11-27-6 p-F-Ph H H CHindol-3-y1 Pr H F F OH
XXI-27.7 pF-Ph H H CHCHSCH, Pr H F F OH
XXII-278 pFPh * H * Pr H F F OH

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

Table XXIII-28.

Ne R’ . R® R® R® R* R R X Y
XXII-28-1 pCI-Ph H H H r H F F OH
XX1I1-28-2 pCl-Ph H H CH; ’r H F F OH
XXII1-28-3 pCl-Ph H H CH(CHy): t H F F OH
XXI-2844 pCl-Ph H H CH.CH(CHy). Pr H F F OH
XXIII-28-5 pCl-Ph H H CH:Ph Pt H F F OH
XXIII-28-6 p-Cl-Ph- H H CHrindol-3yl Pr H F F OH
XXIII-28-7 pClPh H H CHCHSCH; Pr H F F OH
XXI1-28-8 p-Cl-Ph * H * t H F F OH

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

Table XXIII-29.

Ne R R® R* R® R R R X Y
XXIII-29-1 p-Br-Ph H H H Pr H F F OH
XXII1-29-2 p-Br-Ph H H CH; Pr H F F OH
XXIH1-29-3 p-Br-Ph H H CH(CHy). ’r H F F OH
XXIiIl-29-4 pBr-Ph H H CHCHCH;, P H F F OH
XXNI-29-5 p-Br-Ph H H CH:Ph P’r H F F OH
XX111-29-6 p-Br-Ph H H CHyindol3-yl Pr H F F OH
XXM-29-7 p-Br-Ph H H CHCHSCH, Pr H F F OH
XXII}-29-8 p-Br-Ph * H * r H F F OH

*R% and R™® joined together by (CHz)s to form five-membered ring,
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Table XXII-30.

Ne R R® R® R® R* R® R®* X Y
XXI-30-1 pl-sPh H H H ’r H F F OH
XXI1-30-2 pl-Ph H H CH; ’t H F F OH
XXII1-30-3 p-1-Ph H H CH(CH:), r H F F OH
XXII-304 pl-Ph H H CH.CH(CH): Pr H F F OH
XXIIE-30-5 pIl-Ph H H CH:Ph Pr H F F OH
XXI-30-6 pI-Ph H H CHyindol3-yl Pr H F F OH
XXI1130-7 pl-Ph H H CHCH,SCHy Pr H F F OH
XXII-308 p-Ph * H * t H F F OH

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

Table XXIII-31.

Ne R' R’ R® R® R R R XY
XXIIH-31.1 CH, H H H "Bu H F F OH
XXII31-:2 CH, H H CH; "Bu H F F OH
XXII31-3 CH; H H CH(CH;), "8u H F F OH
XXIH-314 CHy H H CH:.CH(CH: "Bu H F F OH
XXII-31-5 CH; H H CH:Ph "Bu H F F OH
XXIN-31.6 CHy, H H CHasindol-3-vt "By H F F OH
XXII-31-7 CH; H H CH,CH:SCH; "Bu H F F OH
XXIII-318 CH; * H * "Bua H F F OH

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

Table XXII-32,

Ne R' R° R® R® R R R X Y
XXI-32-1 Et H H H "Bu H F F OH
XXII-32-2 Bt H H CH; "Bu H F F OH
XXIH-32-3 Et H H CH(CH,), "Bu H F F OH
XXIHI-324 Et H H CHCH(CH;: "Bu H F F OH
XXII-32-5 Et H H CH,Ph "Bu H F F OH
XXII-32-6 Ft H H CHwindol3yl "By H F F OH
XXIm-32.7 EtE H H CH.CHSCH; "Bu H F F OH
XXIII-328 Et * H * "Bu H F F OH

*R¥and R™® joined together by (CH;); to form five-membered ring.
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Table XXIII-33.

N R' R* R*® R*® R R R X Y
XXII33-1 '’rr H H H "Bu H F F OH
XXIl-33-2 Pr H H CH, "By H F F OH
XXII-33-3 ‘Pr H H CH(CH;), "Bu H F F OH
XXI-334 'Pr H H CH.CH(CH;), "Bu H F F OH
XXII-335 ‘pr H H CH:Ph "Bu H F F OH
XXII-33-6 ‘Pr H H CHyindol-3-yl "Bu H F F OH
XXII-33.7 ‘’r H H CH,CH.SCH; "Bu H F F OH
XXHI-338 Pr ¢ H * "Bu H F F OH

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

Table XXIII-34.

Ne R R° R* R® R R R XY
XXIII-34-1 Bu H H H "Bu H F F OH
XXill-34-2 Bu H H CH; "Bu H F F OH
XXINI-34-3 ‘Bu H H CH(CHy), "B8u H F F OH
XXII-34-4 ‘Bu H H CH.CH(CH;): "Bu H F F OH
XXII-345 Bu H H CH:Ph "Bu H F F OH
XXII-34-6 'By H H CHypindol3-yl Bu H F F OH
XXII-34-7 '‘Bu H H CH.CHSCH; "Bu H F F OH
XXII-34-8 ‘Bu * H * "Bu H F F OH

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

Table XXIII-35.

Ne R" R’ R* R® RN R R X Y
XXHI-35-1 Ph H H H "Bu H F F OH
XXII352 Ph H H CH; "Bu H F F OH
XX11353 Ph H H CH(CHy) "Bu H F F OH
XXII-354 Ph H H CHCH(CH;) "Bu H F F OH
XXIII355 Ph H H CHPh "Bu H F F OH
XXIlI-35-6 Ph H H CHyindol3-yl "By H F F OH
XXIl-357 Ph H H CHXCH.SCHy, "Bu H F F OH
XXIII-358 Ph * H * "8u H F F OH

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

Ne R’ R® R® R® R R R XY
XXII-36-1 p-Me-Ph H H H "Bu H F F OH
XXH1-36-2 p-Me-Ph H H CH; Bu H F F OH
XXIM-36-3 p-Me-Ph H H CH(CH;), "Bu H F F OH
XXI1-36-4 p-Me-Ph H H CHCH(CH;): "Bu H F F OH
XXII-36-5 p-Me-Ph H H CH:Fh "Bu H F F OH
XXI11-36-6 p-Me-Ph H H CHindol-3-yl "Bu H F F OH
XXIL-36-7 p-Me-Ph H H CHCHSCH, "Bu H F F OH
XXHI-368 p-MePh * H * "8u H F F OH
*R7and R joined together by (CHz); to form five-membered ring.
Table XXIII-37.

Ne R RT R® R® R® R R X Y
XXII-37-1 pF-Ph H H H “Bu H F F OH
XXH1-37-2 p-F-Ph H H CH; "Bu H F F OH
XXII-37-3 p-F-Ph H H CH(CH;) "Bu H F F OH
XXIl-37-4 p.F-Ph H H CHCH(CH)» "Bu H F F OH
XXM1-37-8 p-F-Ph H H CH:Ph "Bu H F F OH
XXII-37-6 p-F-Ph H H CHwindol-3yl Bu H F F OH
XXIN-37-7 p-F-Ph H H CHCH,SCH; "By H F F OH
XXI-37-8 pF-Ph * H * "Bu H F F OH
*R” and R™ joined together by (CHy); to form five-membered ring.
Table XX111-38.

Ne R R® R*® R® R R R XY
XXIN-38-1 p-CI-Ph H H H "Bu H F F OH
XXI1I1-38-2 p-Cl-Ph H H CH, "Bu H F F OH
XX111-38-3 p-Cl-Ph H H CH(CH;). "Bu H F F OH
XXII-384 p-ClPh H H CH.CH(CH;), "Bu H F F OH
XX11-38-5 p-Cl-Ph H H CH,Ph "Bu H F F OH
XXin-38-6 p-Cl-Ph H H CHyindol-3-yf "Bu H F F OH
XXI1-38-7 pCl-Ph H H CH.CH:SCH, "Bu H F F OH
XXHI1-38-8 p-CI-Ph * H * "Bu H F F OH

*R* and R™ joined together by (CH3)s to form five-membered ring.
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Table XXIII-39.

Ne R *R* R R®* R R X Y
XXIII-39-1 p-Br-Ph H H H "Bu H F F OH
XXIIl-39-2 p-B-Ph H H CH, "Bu H F F OH
XXIII-39-3 p-Br-Ph H H CH(CH;) "8u H F F OH
XXI1-39-4 p-Br-Ph H H CH,CH(CH;: "Bu H F F OH
XXI1-39-5 p-Br-Ph H H CH:Ph "Bu H F F OH
XXII-396 p-Br-Ph H H CHyindol-3yl "Bu H F F OH
XXHN1-39-7 pBr-Ph H H CH:CH.SCH; "Bu H F F OH
XXI)-39-8 pBr-Ph * H * "Bu H F F OH

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

Table XXI11-40.

Ne R RZ R® R® R R R X Y
XXII40-1 pJPh H H H "Bu H F F OH
XXI140-2 p-l-Ph H H CH, "Bu H F F OH
XXII403 pl-Ph H H CH(CH;), "Bu H F F OH
XXII40-4 pl-Ph H H CH:CH(CH;)» "Bu H F F OH
XXII-40-5 pJ-Ph H H CH.Ph "Bu H F F OH
XXIII-40-6 p-I-Ph H H CHyindol3yl "84 H F F OH
XXIII40-7 pd-Ph H H CH,CH;SCH: "Bu H F F OH
XXIII-408 pI-Ph * H * "Bu H F F OH

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

Table XXIII-41.

Ne R° R R® R® R R R X Y
XXIlI41-1 CH, H H H Bz H F F OH
XXIll41-2 CH, H H CH, Bz H F F OH
XXI41-3 CH; H H CH(CH;), Bz H F F OH
XXIl414 CH; H H CHCH(CH;, Bz H F F OH
XXII141-5 CH; H H CHPh Bz H F F OH
XXII41-6 CH, H H CHpindol-3yl Bz H F F OH
XXI41-7 CH, H H CH.CHSCH, Bz H F F OH
XXIlI418 CH, * H ¢ Bz H F F OH

*RZand R™® joined together by (CH:)s to form five-membered ring.
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Table XXII1-42. '

N R' R* R*® R® R® R R X Y
XXIl42-1 Et H H H Bz H F F OH
XXI142-2 Et H H CH; Bz H F F OH
XXII142-3 Et H H CH(CH:) Bz H F F OH
XXIl424 Et H H CH.CH(CH)): Bz H F F OH
XXI-42-5 E¢t H H CH:Ph Bz H F F OH
XXI42-6 Et H H CHpindol-3y1 Bz H F F OH
XXII42-7 Et H H CH:CHSCH; Bz H F F OH
XXIl-428 Et * H * Bz H F F OH

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

Table XXIII-43.

Ne R R R® R® R R R X Y
XXII-43-1 Pr H H H Bz H F F OH
XXI43-2 Pr H H CH, Bz H F F ON
XXN143-3 ‘r H H CH(CH;), Bz H F F OH
XXI43-4 Pr H H CH.CHCH;: Bz H F F OH
XXI43-5 ‘’r H H CH:Ph Bz H F F OH
XXIII43-6 'Pr H H CHspindol-3yl Bz H F F OH
XXIII-43-7 Pr H H CH.CH:SCH;, Bz H F F OH
XXII43-8 Pr * H ¢ Bz H F F OH

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

Table XXI11-44,

Ne R' R° R® R® R R R X Y
XXHl-44-1 ‘Bu H H H Bz H F F OH
XXIll-44-2 Bu H H CH, Bz H F F OH
XXNI-44-3 By H H  CH(CH;), Bz H F F OH
XXIT444 Bu H H CH.CH(CH): Bz H F F OH
XXIM44-5 Bu H H CH:Ph Bz H F F OH
XXI-446 '‘Bu H H CHyindol3yl Bz H F F OH
XXIl44-7 ‘Bu H H CH,CH,SCH, Bz H F F OH
XXIll448 Bu * H * Bz H F F OH
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*R? and R* joined together by (CH,)s to form five-membered ring.

Table XXTII1-45.

Ne R R° R® R® RN R R X Y
XXIII45-1 Ph H H H Bz H F F OH
XXIII452 Ph H H CH, Bz H F F OH
XXIII453 Ph H H CH(CH;), Bz H F F OH
XXIN45-4 Ph H H CH:.CH(CH:» Bz H F F OH
XXIII45-5 Ph H H CHPh Bz H F F OH
XXIf1-45-6 Ph H H CHyindol-3-y]l Bz H F F OH
XXII457 Ph H H CHCH,SCH, Bz H F F OH
XXII1458 Ph ¢+ H * Bz H F F OH

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

Table XXIII-46.

Ne R R’ R® R® R R R XY
XXIII46-1 pMePh H H H Bz H F F OH
XXIII462 p-MePh H H CH, Bz H F F OH
XXINI46-3 p-MePh H H CH(CH;) Bz H F F OH
XXIll46-4 p-MePh H H CHCH(CH:). Bz H F F OH
XXI146-5 p-Me-Ph H H CHPh Bz H F F OH
XXHI466 p-Me-Ph H H CHyindol-3vl Bz H F F OH
XXII467 p-Me-Ph H H CH.CH:SSCH, Bz H F F OH
XXII46-8 p-Me-Ph * H * Bz H F F OH

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

Table XXIII-47.
Ne R R® R® R® R R R X Y
XXII47-1 pFPh H H H Bz H F F OH
XXHI1472 p-F-Ph H H CH, Bz H F F OH
XXIII47-3 p-F-Ph H H CH(CH:), Bz H F F OH
XXH1-47-4 p-F-Ph H H CHCH(CH), Bz H F F OH
XXHI-47-5 p-F-Ph H H CH;Ph Bz H F F OH
XXI1147-6 p-F-Ph H H CHpindol-3yl Bz H F F OH
XXIN-47-7 pF-Ph H H CHCHSCH, Bz H F F OH
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N

R]

RZ R® Rﬁ

R4

RS

R X Y

XXil147-8 p-F-Ph * H *

Bz H F F OH

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

Table XXI11-48.

Ne R RZ R* R® R K R XY
XXII-48-1 p-ClPh H H H Bz H F F OH
XXIHI482 p-Cl.Ph H H CH; Bz H F F OH
XXI1483 pClPh H H CH(CHy) Bz H F F OH
XXIfI484 p-Cl.Ph H H CHCH(CH), Bz H F F OH
XXII-48-8 p-CI-Ph H H CHPh Bz H F F OH
XXII1-48-6 p-Cl.Ph H H CHyindol3vl Bz H F F OH
XXIL48-7 p-Cl-Ph H H CHCH.SCH, Bz H F F OH
XXI1488 pClPh * H * Bz H F F OH

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

Table XXIII-49,

Ne R R° R™ R® R® R R X Y
XXIN-49-1 p-Br-Ph H H H Bz H F F OH
XXIi149-2 pBrPh H H CH; Bz H F F OH
XXNI-49-3 p-Br-Ph H H  CH(CH;): Bz H F F OH
XXIN494 pBr-Ph H H CH.CH(CHy): Bz H F F OH
XXIII-49-5 p-Br-Ph H H CH,Ph Bz H F F OH
XXI111-49-6 p-B-Ph H H CHyindol-3yl Bz H F F OH
XX11149-7 p-Br.Ph H H CHCH.SCH; Bz H F F OH
XXIII-49-8 p-Br-Ph * H * Bz H F F OH

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

Table XXITI-50.
Ne R R R* R® RR F R XY
XXIE50-1 p-l-Ph H H H Bz H F F OH
XXII-50-2 pI-Ph H H CH, Bz H F F OH
XXI-503 p-[-Ph H H  CH(CHs), Bz H F F OH
XXII-504 p-l-Ph H H CHCH(CH);, Bz H F F OH
XXIN-50-5 p-lPh H H CHPh B2 H F F OH
2980901-1 -484 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00498



Docket No. 60137.0034USU1

Ne R R" R* R® R R R X Y
XXI1-506 p-1-Ph H H CHyindol-3yl Bz H F F OH
XXII-50-7 pJPh H H CH.CH:SCH, Bz H F F OH
XXIIl-508 pJ-Ph * H * Bz H F F OH

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

2 Q

]|
R3= N""""ll’_o

CO,R* OR!

XXIV

Table XXIV-1.
Ne RT R R® RF R R B XY
XXIV-1-1 CH; H H H CH, H H F OH
XXIV-12 CH; H H CH; CH, H H F OH
XXIV-1-3 CH; H H CH(CHy): CH, H H F OH
XXIV-14 CH; H H CHCH(CH). CH, H H F OH
XXIV-1-5 CH; H H CH:Ph CHL H H F OH
XXIV-16 CH; H H CHp-indol-3-yi CH H H F OH
XXIV-1-7 CHs H H CH,CHSCHs CH; H H F OH
XXIV-1-8 CH; * H * CH; H H F OH

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

Table XX1V-2.

Ne R' R’ R® R® R R R X Y
XXIV21 Et H H H CH, H H F OH
XXIvV-2-2 Et H H CH, CHL H H F OH
XXIV-23 Et H H CH(CH,), CHi H H F OH
XXIV-24 Bt H H CHCH(CHy). CH, H H F OH
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Ne

RI

R® R®

R4

RS

RlS

XY

XX1V-2-5
XXIV-2-6
XXIV-2-7
XXIV-2-8

Et
Et
Et
Et

* T X X

H
H
H
H

CH;Ph
CH:-indol-3-yl
CH.CH,SCH;
*

CH,
CH,
CH,
CH,

H
H
H
H

H
H

H

H

F
F
F
F

OH
OH
OH
OH

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

Table XXIV-3.

Ne R' R R* R¥ R R R XY
XXIV-3-1 '’rr H H H CH, H H F OH
XXIV-32 Pr H H CH;, CH, H H F OH
XXIV-33 Pr H H CH(CH,), CH, H H F OH
XXIV-34 Pr H H CH,CH(CH;); CH, H H F OH
XXIV-3-5 'Pr H H CH;Ph CH, H H F OH
XXIV-36 Pr H H CHxindol-3-yy CH; H H F OH
XXIV-37 Pr H H CH,CHSCH; CH, H H F OH
XXIV-38 Pr * H * CH; H H F OH
*R” and R joined together by (CHy); to form five-membered ring,
Table XXIV-4.

Ne R' R° R® R® R KRR XY
XXIV41 Bu H H H CH; H H F OH
XXIV4-2 By H H CH; CH, H H F OH
XXIV-43 ‘Bu H H CH(CH;), CH, H H F OH
XXIV44 Bu H H CHCH(CH;, CH H H F OH
XXIV45 Bu H H CH:Ph CH H H F OH
XXIV-46 Bu H H CHyindol-3yl CHL H H F OH
XXIV4-7 Bu H H CHCHSCH; CH; H H F OH
XXIv48 Bu * H * CH H H F OH

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

Table XXIV-5,

e R’ R° R® R® RP R R XY
XX1V-5-1 Ph H H H CH; H H F OH
XX1V-52 Ph H H CH, CH H H F OH
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Ne R' R® R® R® R R R XY
XXIV-53 Ph H H CH(CH:) CH H H F OH
XXIV-S4 Ph H H CHCH(CH). CH; H H F OH
XXIV-55 Ph H H CH,Ph CH, H H F OH
XXIV-56 Ph H H CHyindol-3-y] CH, H H F OH
XXIV-57 Ph H H CHCH;SCH; CH; H H F OH
XXIV-58 Ph * H * CH, H H F OH

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

Table XXIV-6.

Ne R > R* R® R® R R XY
XXIV6-1 pMePh 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(CHy), CH; H H F OH
XX1V-6-4 p-Me-Ph H H CHXCH(CH; CH; H H F OH
XXIV-6-5 p-Me-Ph H H CH,Ph CH; H H F OH
XXIV-6-6 p-Me-Ph H H CHyindol-3yl CH; H H F OH
XXIV6-7 p-Me-Ph H H CHCHSCH; CH; H H F OH

*

XXIV-6-8 p-Me-Ph H * CH; H H F OH

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

Table XXIV-7.

Ne R R® R R* R R R X Y
XXIV-7-1 pFPh H H H CH, H H F OH
XXIV-72 pFPh H H CH; Ch H H F OH
XXIV-7.3  p-F-Ph H H CH(CH): CH, H H F OH
XXIV-74 pFPh H H CHCH(CH): CH, H H F OH
XXIV-76 p-FPh H H CHpPh CH H H F OH
XXIV-7-7 p-F-Ph H H CHrindol3-y1 CH; H H F OH
XXIV-78 p-FPh H H CHCHSCH; CH; H H F OH
XXIV-7-20 p-FPh * H * CH H H F OH

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

Table XXIV-8.
Ne R R° R*® KR° R R R XY
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Ne R R® R® R® R R R XY
XX1v81 p-Cl-Ph H H H CH, H H F OH
XXIV-$2 pClPh H H CH, CH, H H F OH
XXIV-8-3 p-Cl-Ph H H CH(CH;), CH; H H F OH
XXIV-83-4 p-Cl-Ph H H CHCH(CH); CH; H H F OH
XXIV-8-5 p-Cl-Ph H H CHPh CH, H H F OH
XXIV-8-6 p-Cl-Ph H H CHyindol-3yl CH, H H F OH
XXIV-87 p.Cl.Ph H H CHCHSCH, CH, H H F OH
XXIV88 p-Cl-Ph * H * CH, H H F OH

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

Table XXIV-9.

Ne R R* R* R* R R R X Y
XXIV91 p-BrPh H H H CH, H H F OH
XXIV9-2 p-BrPh H H CH, CH, H H F OH
XXIV93 pBr-Ph H H CH(CH), CH, H H F OH
XXIV-94 pBr-Ph H H CHCH(CH), CH, H H F OH
XXIV96 p-Br-Ph H H CHpPh CH, H H F OH
XXIV9-7 pBrPh H H CHyindol3yl CH, H H F OH
XXIV98 pBrPh H H CHCHSCH, CH; H H F OH
XXIV-920 pBrPh * H * CH, H H F OH

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

Table XXIV-10.

N R R R* R® R R R XY
XXIV-16-1 p-I-Ph H H H CH; H H F OH
XXIV-10-2 p-I-Ph H H CH, CH H H F OH
XXIV-10-3 p-I-Ph H H CH(CH)): CH H H F OH
XX1V-10-4 p-I-Ph H H CH.XCH(CH;): CH; H H F OH
XXIV-10-5 p--Ph H H CH;Ph CH; H H F OH
XXIV-10-6 p-.-Ph H H CHyindol3-yl CH: H H F OH
XXIV-10-7 p-I')Ph H H CHCH:SCH; CH; H H F OH
XXIV-10-§ p-l-Ph * H * CH H H F OH

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

Ne R© R R® R® R R rR XY
XXIV-l1-1 CH; H H H EE H H F OH
XXIV.11-2 CH; H H CH, EE H HF OH
XXIV-11-3 CH; H H CH(CH), Et H H F OH
XXIV-11-4 CH; H H CH:.CH(CH;, Et H H F OH
XXIV-11-5 CH; H H CH.Ph EE H H F OH
XXIV-11-6 CH; H H CHxindol3yl EE H H F OH
XX1V-11.7 CHy H H CH:CH;SCHy Et H H F OH
XXIV-11-8 CH, * H * Et H HF OH

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

Table XXIV-12.

Ne R' R! R®™ R® R R R X Y

XXIV-12-1 Et H H H EE H H F OH
XXIV-12-2 Et H H CH; Et H H F OH
XXIV-12-3 Bt H H CH(CH;), EE H H F OH
XXIV-12-4 Bt H H CH.CH(CH:); Et H H F OH
XXIv-125 Et H H CHsPh EtE H HF OH
XXIV-12-6 Et H H CHyindol-3-yl Et H H F OH
XXIV.1227 Bt H H CH.CH:SCH; Et H H F OH
XXIV-128 Et * H * Et H H F OH

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

Table XXIV-13.

Ne R™ R° R® R® R R R X Y
XXIV-131 Pr H H H Et H H F OH
XX1v.13-2 'pr H H CH; EE H HF OH
XXIV-13-3 '‘pr H H CH(CH,), Et H H F OH
XXIV-134 'Pr H H CHXCH(CH;), Bt H H F OH
XXIV-13-5 Pr H H CH.Ph Et H H F OH
XXIV-13-6 ‘Pr H H CHyindol-3yl Bt H H F OH
XXIV-137 ‘Pr H H CH,CH.SCH; Et H H F OH
XXIV-138 ‘pr * H ¢ EtE HHF OH

*R” and R™ joined together by (CHz)s to form five-membered ring.
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Table XXIV-14.

Ne RF  R® R*® R® R R R X Y
XX1lV-14.1 ‘Bu H H H E H H F OH
XXIV-142 Bu H H CH EtE H H F OH
XXIV-143 ‘Bu H H CH(CH): Bt H H F OH
XXIV-144 ‘Bu H H CH.CH(CH;)) Et H H F OH
XXIV-145 ‘Bu H H CH;Ph " Bt H H F OH
XXIV-146 ‘Bu H H CHeindol-3yt E¢t H H F OH
XXIV-14-7 Bu H H CHCHSCH; Et H H F OH
XXIV-148 ‘Bu * H = E H H F OH

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

Table XXIV-15.
Ne RT R R® R® R R R X Y
XXIV-15s1 Ph H H H Et H H F OH
XXiV-152 Ph H H CH; EE H H F OH
XX1V-153 Ph H H CH{(CH;); Et H H F OH
XXIV-15-4 Ph H H CH.CH(CH;) B¢t H H F OH
XXIV-158 Ph H H CHPh Bt H H F OH
XXIV-156 Ph H H CHindol3yl Et H H F OH
XXIV-17 Ph H H CH.CH,SCH;, Et H H F OQH
XXIV-158 Ph * H * Et H H F OH

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

Table XX1Y-16.

Ne R’ R” R® R® R R R X Y
XXIV-16-1 p-Me-Ph H H H Et H H F OH
XXIV-16-2 p-Me-Ph H H CH; EE H HF OH
XXIV-16-3 p-Me-Ph H H CH(CH;): Et H H F OH
XXIV-164 p-MePh H H CHXCH(CH; Bt H H F OH
XXIV-16-5 p-Me-Ph H H CH,Ph EE H H F OH
XXIV-166 p-Me-Ph H H CHyindol3yl t H H F OH
XXIV-16-7 p-Me-Ph H H CH.CH:SCH, Et H H F OH
XXIV-168 p-Me-Ph * H * EE H H F OH

*R* and R’Vjoined together by (CH;); to form five-membered ring.
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Table XXIV-17.

Ne R R° R® R* R R R* X Y
XXIV-17-1 p-F-Ph H H H EE H H F OH
XXIV-172 pFPh H H CH Bt H H F OH
XXIV-17-3 p-F-Ph H H CH(CH,), EE H HF OH
XXIV-17-4 p-FPh H H CH,.CH(CH), Et H H F OH
XXIV-17-5 p-F-Ph H H CHPh EE H H F OH
XXIV-17-6 p-FPh H H CHrindol-3-yl Et H H F OH
XXIV:17-7 p-F-Ph H H CHCH:SCHy, Et H H F OH
XXIV-17-8 pF-Ph * H * Et H HF OH

*R7and R joined together by (CHz)s to form five-membered ring,

Table XXIV-18.

Ne R R’ R® R® R RF R X Y
XXIV-18-1 p-CI-Ph H H H Et H H F OH
XXIV-182 p-Cl-Ph H H CH; Et H H F OH
XXIV-18-3 p-Cl-Ph H H CH(CH;), EtE H H F OH
XXIV-18-4 p-Cl-Ph H H CHCH(CH); Et H H F OH
XXIV-18-5 p-CI-Ph H H CH:Ph EE H H F OH
XXIV-186 p-Cl-Ph H H CHyindol3yl Et H H F OH
XXIV-18-7 p-Cl-Ph H H CH.CH;SCH, Et H H F OH
XXIV-18-8 p-CI-Ph * H * Et H H F OH

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

Table XXIV-19. ,

Ne R’ R® R*® R® R R R X Y
XXIV-19-1 p-Br-Ph H H H Et H H F OH
XX1V-19-2 p-Br-Ph H H CH; Et H H F OH
XXIV-193 p-Br-Ph H H CH(CHy), Et H H F OH
XXIV-19-4 pBr-Ph H H CHCH(CH), Et H H F OH
XXIV-19-5 p-Br-Ph H H CHPh Et H H F OH
XX1V-19-6 p-Br-Ph H H CHgindol-3yl Et H H F OH
XXIV-19-7 p-Br-Ph H H CHCHSCH; Et H H F OH -
XXIV-198 p-BrPh * H * Et H HF OH

*R”and R™ joined together by (CHz); to form five-membered ring.
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Table XXIV-20.

Ne R R* R® R® R* RP RR XY
XXIV-20-1 p-lPh H H H Et H H F OH
XXIV-20.2 p-.Ph H H CH; Et H H F OH
XXIv-203 p-I-Ph H H CH(CH:), Et H H F OH
XX1V-204 p-I-Ph H H CH:.CH(CH;; Et H H F OH
XXIV-20-5 p-I-Ph H H CH:Ph Et H H F OH
XXIV-206 p-I.Ph H H CHyindol-3-yl Bt H H F OH
XX1V-20.7 p-.Ph H H CHCH,SCHs Et H H F OH
XXIV-208 p-I-Ph * H * Et H H F OH

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

Table XXIV-21.

Ne R' R' R® R® R R R X Y
XXIV21-t CH, H H H ’r H H F OH
XXIV-21-2 CH, H H CH; Pr H H F OH
XXIV-21-3 CH; H H CH(CHy), Pr H H F OH
XXIV-214 CH; H H CH:XCH(CH; Pr H H F OH
XXIV-21.5 CH; H H CH:Ph Pt H H F OH
XXIV-216 CH; H H CHindol3yl Pr H H F OH
XXIvV-21.7 CH, H H CH.CHSCH, Pr H H F OH
XXIV-21-8 CH; * H * ’r H H F OH

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

Table XXIV-22.

Ne R' R* R*® R* R R R X Y
XXIV-22-1 Et H H H Pr H H F OH
XX1v-222 Et H H CH; ‘' H H F OH
XXIV-22-3 Et H H CH(CHy), ‘'t H H F OH
XXIV-22-4 Et H H CH,CH(CH;): ’r H H F OH
XXIV-22-5 Et H H CH;Ph ’Pr H H F OH
XX1V-226 Bt H H CHyindol3yl Pr H H F OH
XXIV-22-7 Et H H CHCHSCH; Pr H H F OH
XXIV-228 Et * H ¢ '« H H F OH

*R” and R joined together by (CH3); to form five-membered ring.
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Table XXIV-23.

Ne R" R® R*® R® R R R° X Y
XXIv-23-1 Pr H H H Pr H H F OH
XXIV-23:2 Pr H H CH; ’ H H F OH
XXIV-23-3 Pr H H CH(CH)), ‘r H H F OH
XXIV-23-4 Pr H H CHCH(CH;) Pr H H F OH
XXIV-23-5 Pr H H CH;Ph 't H H F OH
XXIV-23-6 Pr H H CHpyindol-3-yl Pr H H F OH
XXIV-23-7 Pr H H CHCHSCHs ‘’r H H F OH
XXIV-23-8 Pr * H ¢ ‘'t H H F OH

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

Table XX1V-24.

Ne R' R® R® R® RFR R XY
XXIV-24-1 ‘Bu H H H ’r H H F OH
XXIV-242 Bu H H CH, r H H F OH
XXIV-24-3 '‘Bu H H CH(CH,) ct H H F OH
XXIV-24.4 Bu H H CH,CH(CH:): Pr H H F OH
- XXIV-245 '‘Bu H H CHyPh ™ H H F OH
XXIV-246 Bu H H CHwsindol-3-y1 Pr H H F OH
XXIV-24-7 'Bu H H CH;CH,SCH; ’r H H F OH
XXIV-248 Bu * H * ‘'t H H F OH

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

Table XX1V-25.

Ne RT R’ R® R® R RP R X Y
XXIV-251 Ph H H H ’r H H F OH
XXIV-252 Ph H H CH,  H H F OH
XXIV-253 Ph H H CH(CH,), ‘H H F OH
XXIV-25-4 Ph H H CHCH(CH). Pr H H F OH
XXIV-25-§ Ph H H CH;Ph r H H F OH
XXiV-256 Ph H H CH;-indol-3-yl ‘’t H H F OH
XXIV-257 Ph H H CHCH.SSCH; Pr H H F OH
XXIV-25-8 Ph * H * ' H H F OH

*R* and R™° joined together by (CH,); to form five-membered ring.
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Table XXIV-26.

Ne R R® R® R RR R R X Y
XXIV-26-1 p-Me-Ph H H H Pr H H F OH
XXIV-262 p-MePh H H CH; P’ H H F OH
XXIV-26-3 p-Me-Ph H H CH(CH,), r 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 ’r H H F OH
XXIV-26-6 p-Me-Ph H H CHyindol3yl Pr H H F OH
XXIV-26-7 p-MePh H H CH«CHSCH, Pr H H F OH
XXIV-26-8 p-MePh ¢ H * ’r H H F OH

*R® and R* joined together by (CH;); 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 P H H F OH
XXIV-27-2 p-F-Ph H H CH; PP H H F OH
XXIV-27-3 p-F-Ph H H CH(CH,), ’r H H F OH
XX1v-27-4 p-F-Ph H H CH:.CHCH;» Pr H H F OH
XXIV-27-5 p-F-Ph H H CH:Ph P’r H H F OH
XXIV-27-6 p-F-Ph H H CHyindol-3-yl Pr H H F OH
XXIV-27-7 p-F-Ph H H CHCHSSCH; ’r H H F OH
XXIV-27-8 p-F-Ph * H * ’r H H F OH

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

Table XXIV-28.

Ne iy R’ R® R® R RF R* X Y
XXIV-28-1 p-CI-Ph H H H Pr H H F OH
XXIV-28-2 p-CI-Ph H H CH; r H H F OH
XXIV-283 p-Cl-Ph H H CH(CHy). -~ ‘’r H H F OH
XXIV-28-4 p-ClPh H H CHCH(CH), Pr H H F OH
XXIV-28-5 p-Cl-Ph H H CHyPh Pr H H F OH
XX1V-28-6 p-.Cl<Ph H H CHsindol-3-yi Pr H H F OH
XXIv-28-7 p-Cl-Ph H H CHCH.SCH; Pr H H F OH
XX1v.28-8 p-Cl-Ph * H * 't H H F OH

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

Ne R R® R® R® R R* R X Y
XX1V-29-1 p-Br-Ph H H H Pr H H F OH
XXIV-29-2 pBrPh H H CH; P H H F OH
XXIV-29-3 p-Br-Ph H H CH(CHs): Pr H H F OH
XX1V-29-4 p-BrPh H H CH:.CH(CH;); Pt H H F OH
XXIV-29-5 p-Br-Ph H H CH:Ph ’r H H F OH
XXIV-29-6 p-BrPh H H CHrindol-3-yl Pr H H F OH
XX1V-29-7 p-Br-Ph H H CHCHSCH; Pr H H F OH
XX1V-29-8 p-Br-Ph * H * t H H F OH

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

Table XXIV-30.

Ne R' R* R® R® RR R R XY
XXIV-30-1 p-I.Ph H H H r H H F OH
XXIV-30-2 p-I-Ph H H CH, r H H F OH
XX1V-30-3 p-I-Ph H H CH(CHy)  H H F OH
XXIV-30-4 plPh H H CH:,CH(CH; Pr H H F OH
XXIV-30-5 p-1.Ph H H CH.Ph 't H H F OH
XXIV-30-6 p-1-Ph H H CHyindol3-yl Pr H H F OH
XXIV-30-7 pl-Ph H H CHCHSCH, Pr H H F OH
XXIV-30-8 plPh * H * r H H F OH

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

Table XXIV-31.

Ne RT R’ R® R® R R R X Y
XXiV31-1 CH, H H H "Bu H H F OH
XXIV-312 CH, H H CH, "Bu H H F OH
XXIV-31-3 CH; H H  CH(CHy): "Bu H H F OH
XXIV-31.4 CH; H H CHCH(CH;, "Bu H H F OH
XXIV-31-§ CH; H H CH:Ph "Bu H H F OH
XX1v-31-6 CH; H H CH-indol-3-yl "Bu H H F OH
XXIV-31-7 CH; H H CH,CH,SCH; "By H H F OH
XXIV-318 CH, * H * "By H H F OH

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

Ne R' RF R® R® R ’ R XY
XXIV-32-1 Et H H H "By H H F OH
XXIV.32-2 Et H H CH, "By H H F OH
XXIV-323 Bt H H CH(CH)): "Bu H H F OH
XXIV-3244 Et H H CH.CH(CH; "Bu H H F OH
XX1V-32-s Et H H CH:Ph "Bu H H F OH
XXIV-326 Et H H CHyindol-3yl "Bu H H F OH
XX1V.32.7 Bt H H CH«CHSCHy “Bu H H F OH
XXIV-328 Et * H ¢ "B3u H H F OH

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

Table XXIV-33.

N R' R? R™ R® R R R XY
XXIV-33-1 Pr H H H "Bu H H F OH
XXIv-33-2 Pr H H CH; Bu H H F OH
XXIV.333 Pr H H CH(CH;), Bua H H F OH
XXIV-33-4 Pr H H CH:.CH(CH;) "Bu H H F OH
XXIV-33-5 'Pr H H CH:Ph Bu H H F OH
XXIV-33-6 Pr H H CHxindol-3-yl "Bu H H F OH
XXIV-33-7 ‘’r H H CH.CHSSCH;, "Bu H H F OH
XXIV-33-8 '‘Pr * H * Bu H H F OH

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

Table XX1V-34.

Ne R' R’ R® R® R R R X Y
XX1V-34&-1 Bu H H H "Bu H H F OH
XXiV.34.2 Bu H H CH; "Bu H H F OH
XXIV-34-3 '‘Bu H H CH(CH;), "Bu H H F OH
XXIV-3%-4 Bu H H CH,CH(CH:): "Bu H H F OH
XXIV-3¢-5 'Bu H H  CH:Ph "8u H H F OH
XXIV-34-6 Bu H H CHpindol3+1 "Bu H H F OH
XXIV-34-7 Bu H H CHCH,SCH;, "Bu H H F OH
XX1V-348 Bu * H * "Bu H H F OH

*R” and R™ joined together by (CH3:); to form five-membered ring.
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Table XXIV-35.

Ne R’ R* R*® R® R R R X Y
XXIV35-1 Ph H H H "Bu H H F OH
XXIv.3s2 Ph H H CH, Bu H H F OH
XXIV-353 Ph H H CH(CH,) "Bu H H F OH
XXIV-354 Ph H H CH,CH({CH;): "Bu H H F OH
XXIV-35-5 Ph H H CH;Ph "Bu H H F OH
XXIV-35-6 Ph H H CHpindol-3-¥l "Bu H H F OH
XX1V-357T Ph H H CHCHsSCH, "Bu H H F OH
XXIV-35-8 Ph * H * Bu H H F OH

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

Table XXIV-36.

Ne R' R* R*® R® R”® R R XY
XXIV-36-1 p-Me-Ph H H H "Bu H H F OH
XXIV-36-2 p-Me-Ph H H CH; Bu H H F OH
XXIV-36-3 p-Me-Ph H H CH(CHy), "Bu H H F OH
XXIV-36-4 p-MePh H H CH.CH(CH; "Bu H H F OH
XXIV-36-5 p-Me-Ph H H CH:Ph "Bu H H F OH
XXIV-36-6 p-Me-Ph H H CHpindol-3-yl "Bu H H F OH
XXIV-36-7 p-Me-Ph H H CH.CH.SCH; "Bu H H F OH
XXIV-36-8 p-Me-Ph * H * "Bu H H F OH
*Rand R™ joined together by (CH,); to form five-membered ring.
Table XXIV-37.

Ne R R? R® R® R R R XY
XXIV-37-1 p-F-Ph H H H "Bu H H F OH
XX1V-37-2 p-F-Ph H H CH;, "Bu H H F OH
XXIV-373 p-F-Ph H H CH(CH;), "Bu H H F OH
XXIV-374 p-F-Ph H H CH,.CH(CH; "Bu H H F OH
XXIV-37-5 p-F-Ph H H CH;Ph "Bu H H F OH
XXIV-37-6 p-F-Ph H H CHyindol3yl "Bu H H F OH
XXIV-37-7 p-F.-Ph H H CH,CH,SCH, "Bu H H F OH
XXIV37-8 p-F-Ph * H * "Bu H H F OH

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

2980901-1 -497 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00511



Docket No. 60137.0034USU1

Table XXIV-38. :
Ne R R® R® R® R* RR RE X Y
XXIV-38-1 p-ClPh H H H "Bu H H F OH
XXIV.38-2 p-CI-Ph H H CH, "Bu H H F OH
XXIV-38-3 p-Cl-Ph H H CH(CH). "B H H F OH
XX1V-38-4 p-Cl-Ph H H CH,CH(CH;: "Bu H H F OH
XXIV-38-5 p-Cl-Ph H H CH;Ph "Bu H H F OH
XXIV-38-6 p-CI-Ph H H CHyindol3yl "Bu H H F OH
XXIV-38.7 p-Cl-Ph H H CH.CHsSCH; "Bu H H F OH
XXIV-38-8 pClPh * H * "8%u H H F OH

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

Table XXIV-39.

Ne R' R’ R® R® R R R X Y
XXIV-39-1 pBr-Ph H H H "Bu H H F OH
XXIV-39-2 p-Br-Ph H H CH; "Bu H H F OH
XXIV-39-3 p-Br-Ph H H CH(CH) "Bu H H F OH
XXIV-39.4 p-Br-Ph H H CHCH(CHs, "Bu H H F OH
XXIV-39-5 p-Br-Ph H H CH:Ph "B3u H H F OH
XXIV-39-6 p-Br-Ph H H CHrindol3yl "Bu H H F OH
XXIV-39-7 p-Br-Ph H H CHCH.SCH;, "Bu H H F OH
XX1V-39-8 p-Br-Ph * H * Bu H H F OH

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

Table XXTV-40.

Ne R’ R” R* R® R R R X Y
XXIV40-1 pl-Ph H H H Bu H H F OH
XX1V40-2 p-I-Ph H H CH, "Bu H H F OH
XXIV-40-3 pI-Ph H H CH(CH)), "83u H H F OH
XXIV40-4 pIPh H H CHCH(CH); "Bu H H F OH
XXIV40-5 p.l.Ph H H CH:Ph “Bu H H F OH
XXIV40-6 p-I.Ph H H CHyindol3-yl "By H H F OH
XXIV-40-7 p-l-Ph H H CH)CHSCH, "Bu H H F OH
XXIV40-8 pIPh * H * "Bu H H F OH

*RZand R™® joined together by (CHz)s to form five-membered ring.
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Table XXIV-41.

Ne R R R® R® R RF R X Y
XXIv4i-1 CH, H H H Bz H H F COH
XXIvV41-.2 CH, H H CH, Bz H H F OH
XXIV41-3 CH; H H CH(CH;), Bz H H F OH
XXIv41-4 CH; H H CH:CH(CH;) Bz H H F OH
XXIV41-5 CH; H H CH,Ph Bz H H F OH
XXIV-41-6 CH; H H CHyindol-3-yl Bz H H F OH
XX1v41.7 CH; H H CH.CHSCHy Bz H H F OH
XXIv41-8 CH, * H * Bz H H F OH

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

Table XXIV-42.

N RT RF R® R® RF R R X Y
XXIV42-1 Et H H H Bz H H F OH
XXIV-422 Et H H CH, Bz H H F OH
XXIV-423 Bt H H CH(CH,), Bz H H F OH
XXIV42-4 Et H H CHCH(CH) Bz H H F OH
XXIV-425 Et H H CH:Ph Bz H H F OH
XXIV42-6 Et H H CHpindol-3yl Bz H H F OH
XXIV-42-7 Bt H H CHCH.SCH; Bz H H F OH
XXIV-428 Et * H * Bz H H F OH

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

Table XXIV-43.

Ne RT R° R® R® R R R XY
XXIVv43-1 Pr H H H Bz H H F OH
XXIV43-2 ‘Pr H H CH; Bz H H F OH
XXI1V-43-3 'Pr H H CH(CH;), Bz H H F OH
XXIV434 Pr H H CH.CH(CH;y, Bz H H F OH
XXIV43-5 Pr H H CH.Ph Bz H H F OH
XXIV436 ‘Pr H H CHyindol-3y1 Bz H H F OH
XXIV43.7 Pr H H CHCH,SCH;, Bz H H F off
XXIV438 'Pr * H * Bz H H F OH
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*R? and R™ joined together by (CHa); to form five-membered ring.

Table XXIV-44.

N R R° R® R® RF R R X Y
XXIV44-1 Bu H H H Bz H H F OH
XXIV44-2 Bu H H CH, Bz H HF OH
XXIV-44-3 ‘Bu H H CH(CH,), Bz H H F OH
XXIV-44-4 Bu H H CH:CH(CH; Bz H H F OH
XXIV-44-5 'Bu H H CH;Ph Bz H H F OH
XXIV-44-6 Bu H H CH-indol-3y] Bz H H F OH
XXIV-44-7 Bu H H CH:CH,SCH, Bz H H F OH
XXIV-44-8 ‘Bu * H * Bz H H F OH

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

Table XXIV-45.

Ne R' R® R® R® R* R RF X Y
XXIV4s1 Ph H H H Bz H H F OH
XXIV452 Ph H H CH, Bz H H F OH
XXIV-453 Ph H H CH(CH) Bz H H F OH
XXlv454 Ph H H CH,CH(CH:); Bz H H F OH
XXIV-455 Ph H H CH:Ph Bz H H F OH
XXIV456 Ph H H CHyindol-3yl Bz H H F OH
XXIV457 Ph H H CHCH,SCHy Bz H H F OH
XXIV458 Ph * H * Bz H H F OH

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

Table XXIV-46.

Ne R’ R® R® R® R R R X Y
XX1V-46-1 p-Me-Ph H H H Bz H H F OH
XXIV-46-2 p-Me-Ph H H CH, B H H F OH
XXIV-46-3 p-Me-Ph H H CH(CH;) Bz H H F OH
XX1V-46-4 p-Me-Ph H H CH,CH(CH;) Bz H H F OH
XXIV-46-5 p-Me-Ph H H CH;Ph Bz H HF OH
XXIV46-6 p-Me-Ph H H CHyindol-3yl Bz H H F OH
XXIV46-7 p-Me-Ph H H CH:CH:SCH, Bz H H F OH
2980901 -1

-500 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00514



Docket No. 60137.0034USU1

Ne

Rl

R2

R3n R§b

R4

RS Rb

XYy

XXIV468 p-Me-Ph

*

H

L]

Bz H H F OH

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

Table XXIV-47.

Ne R R* R® R® R R R XY
XXIV-47-1 pF-Ph H H H Bz H H F OH
XXIV472 p-F-Ph H H CH; Bz H H F OH
XXIV47-3 p-F-Ph H H CH(CH;) Bz H H F OH
XXIV474 pF-Ph H H CH,CH(CH}); Bz H H F OH
XX1vV47-8 p-F-Ph H H CH:Ph Bz H H F OH
XXIV47-6 p.F-Ph H H CHyindol-3yl Bz H H F OH
XXIV47-7 p-F-Ph H H CH.CHSCH; Bz H H F OH
XXIvV47-8 p-F-Ph * H * Bz H H F OH

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

Table XXIV-48,

Ne R RZ R® R® R® R R X Y
XXIV-48-1 p-Cl-Ph H H H Bz H H F OH
XXIv48-2 p-Cl-Ph H H CH, Bz H H F OH
XXIV-48-3 p-CI-Ph H H CH(CH,). Bz H H F OH
XXIV-48-4 p-Cl-Ph H H CH:CH(CH;); Bz H. H F OH
XXIV48-5 p-Cl-Ph H H CHPh Bz H H F OH
XXIV-48-6 p-Cl-Ph H H CHeindol3-y] Bz H H F OH
XXIv-48-7 p.ClPh H H CHCH:SCH; Bz H H F OH
XXIV488 p.Cl-Ph * H * Bz H H F OH

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

Table XXIV-49.

Ne R" R* R® R® R R R°* X Y
XX1vV49-1 p-Br-Ph H H H Bz H H F OH
XXIV-49-2 p-Br-Ph H H CH; Bz H H F OH
XXIV-49-3 p-Br-Ph H H CH(CH;): Bz H H F OH
XXIV-494 p-Br-Ph H H CH.CH(CH;) Bz H H F OH
XXIV49§ p-Br-Ph H H CH,Ph Bz H H F OH
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Ne R'

R® R® R®

R

RS

Rﬁ

X

Y

XXIV49-6 p-BrPh H H
XXIV-49-7 p-Br-Ph H H

XXIV-49-8 p-BrPh * H *

CH,-indol-3-v1
CH;CH:SCI{; BZ
Bz

Bz

H H
H H
H H

F
F
F

OH
OH
OH

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

Table XXIV-50.
N R R® R® R® R KR XY
XXIV-50-1 p~I-Ph H H H Bz H H F OH
XXIV-50-2 pI.Ph H H CH; Bz H H F OH
XXIV-50-3 p-I-Ph H H  CH(CH;), Bz H H F QH
XXIV-504 pI.Ph H H CH.CH(CH;) Bz H H F OH
XX1V-50-5 p-I-Ph H H CH;Ph Bz H H F OH
XX1V-50-6 p-I-Ph H H CHyindol-3yt Bz H H F OH
XXIV-50-7 p-I-Ph H H CH.CH;SCH; Bz H H F OH
XXIV-508 p-I.Ph * H * Bz H H F OH

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

R

R¥®
R

CO,RY

XXV

Table XXV-1.
Ne R R R* B R* RR R XY
XXV-1-1 CHy H H H CH; H CH; F OH
XXV-1-2 CH; H H CHs CH: H CH: F OH
XXV-1-3 CH; H H CH(CH): CH; H CH; F OH
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Ne R" R R* R® RN R R X Y
XXV-14 CH; H H CH,CH(CH;; CH; H CH, F OH
XXV-1-5 CH, H H CH.Ph CHi H CH, F OH
XXV-1-6 CH; H H CHpindol3-yl CH; H CH; F OH
XXV-1-7 CH; H H CH,CH,SCH;, CH; H CH; F OH
XXV-1.8 CH, * H * CH; H CH; F OH

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

Table XXV-2.

Ne R" R* R* R® R R R XY
XXV-221 Et H H H CH; H CH; F OH
XXV-22 Et H H CH, ~ CH: H CH, F OH
XXV-2-3 Et H H CH(CH;), CH; H CH; F OH
XXV.2.4 Et H H CH,CH(CH;); CH; H CH, F OH
XXV-2-5 Et H H CH:Ph CH; H CH; F OH
XXV-26 Et H H CHjindol-3«vl CH; H CH; F OH
XXV-27 Et H H CH,CHSCH; CH; H CH; F OH
XXV.2-.8 Et * H ¢ CH; H CH; F OH

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

Table XXV-3.

Ne R' R® R* R® R R R® XY
XXV-3s1 Pr H H H CH, H CH; F OH
XXV-32 ’rr H H CH, CH, H CH; F OH
XXV-3-3 'Pr H H CH(CH;) CH; H CH; F OH
XXV34 ‘pr H H CH.CH(CH,, CH; H CH; F OH
XXV-3-5 ‘pr H H CH:Ph CH; H CH; F OH
XXV-36 Pr H H CHrindol-3-yl CH, H CH; F OH
XXV-3-7 Pr H H CH:.CH:SCH; CH; H CH; F OH
XXV-3-8 pr * H * CH; H CH; F OH

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

Table XXV-4,

Ne R'" R® R® R® R R R XY
XXV41 Bu H H H CH: H CH, F OH
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Ne R R R* R® RF R R XY
XXV-4-2 Bu H H CH, CH, H CH; F OH
XXV-4-3 'Bu H H CH(CH;) CH;, H CH, F OH
XXV-44 Bu H H CH.CHCH;);, CH; H CH, F OH
XXV4-5 '‘Bu H H CH;Ph CH;, H CH, F OH
XXV-46 Bu H H CHyindol3yl CH; H CH; F OH
XXV-4-7 ‘Bu H H CHCH,SCH; CH; H CH; F OH
XXV-48 '‘Bu * H ¢ CH, H CH, ¥ OH

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

Table XXV-S.
Ne RT RT R® R® R R 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-53 Ph H H CH(CH,), CH, H CH; F OH
XXV-54 Ph H H CHCH(CH), CH; H CH; F OH
XXV-55 Ph H H CH:Ph CH: H CH; F OH
XXV-56 Ph H H CHyindol3yl CH; H CH; F OH
XXV-57 Ph H H CHCH;SCH; CH, H CH; F OH
XXV-58 Ph * H * CHy H CHy F OH

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

Table XXV-6.

Ne R R® R® R® R R R X Y
XXV<6-1 p-Me.Ph H H H CH: H CH; F OH
XXV-6-2 p-MePh H H CH; CH; H CH, F OH
XXV-6-3 p-Me-Ph H H CH(CH,); CH, H CH; F OH
XXV-6-4 p-Me-Ph H H CHCH(CHy). CH, H CH, F OH
XXV-6-5 p-Me-Ph H H CH:Ph CH;, H CH: F OH
XXV-66 p-Me-Ph H H CHyindol-3-yl CH; H CH; F OH
XXV-6-7 p-MePh H H CHCH:SSCH, CH: H CH; F OH
XXV-6-8 p-MePh * H * CH;, H CH, F OH

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

Table XXV-7.
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Ne R R* R* R® R R R XY
XXV-7-1 pFPh H H H CH, H CH; F OH
XXV-72 p-FPh H H CH; CH, H CH, F OH
XXV-7-3 p-F-Ph H H CH(CH;), CH, H CH, F OH
XXV-74 p-F-Ph H H CH:CH(CH; CH, H CH; F OH
XXV-76 p-FPh H H CHpPh CH, H CH; F OH
XXV-7-7 p-F-Ph H H CHrindol-3y] CH, H CH; F OH
XXV-7-8 p-FPh H H CH.CHSCH, CH, H CH, F OH
XXV-7-20 p-F-Ph * H * CHy H CH; F OH

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

Table XXV-8.

e R R® R* R® R R R X Y
XXV31 pCl.Ph H H H CH, H CH;: F OH
XXV-8-2 p-Cl-Ph H H CH; CH; H CH; F OH
XXV383 p-Cl-Ph H H CH(CH) CH; H CH, F OH
XXV-84 p-Cl-Ph H H CHCH(CH);, CH; H CH; F OH
XXV85 p-Cl-Ph H H CHpPh CH; H CH; F OH
XXV-8-6 p-Cl-Ph H H CHxindol-3yl CH, H CH, F OH
XXV-8-7 p-Cl-Ph H H CH.CH.SCH;, CH; H CH; F OH
XXV88 pCl-Ph * H * CH;, H CH; F OH

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

Table XXV-9.

* R’ R® R* R® R RRR XY
XXV9-] pBr-Ph H H H CH, H CH; F OH
XXV9-2 p-Br-Ph H H CH; CH, H CH; F OH
XXV-9-3 p-Br-Ph H H CH(CH):. CH, H CH; F OH
XXV-94 pBr-Ph H H CHCH(CH), CH, H CH; F OH
XXV-9-6 p-Br-Ph H H CH;Ph CH, H CH; F OH
XXV-9-7 p-Br-Ph H H CHyindol3-yl CH; H CH; F OH
XXV-9-8 p-Br-Ph H H CHCHSCH, CH, H CH; F OH
XXV-9-20 p-Br-Ph * H * CHhi H CH: F OH

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

Ne R! R* R® R® R R R X Y
XXV-I0-1 plPh H H H CH, H CH, F OH
XXV-102 plPh H H CH, CH, H CH, F OH
XXV-10-3 p-I-Ph H H CH(CH;), CH; H CH; F OH
XXV-10-4 p-I-Ph H H CHCH(CH;; CH; H CH; F OH
XXV-10-5 p-I.Ph H H CH;Ph CH; H CH, F OH
XXV-106 p-IPh H H CHyindol-3yl CHs H CH; F OH
XXV-10.7 p-I-Pl'l H H CH:CH;SCH} CHJ H CH; F OH
XXV-108 p-IPh * H * CH; H CH, F OH

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

Table XXV-11.

Ne R' R R® R® RR P R X Y
XXV-11-1 CHy H H H Et H CH; F OH
XXV-11-2 CH; H H CH, Et H CH, F OH
XXV-11-3 CH; H H CH(CH;), Et H CH, F OH
XXV-1144 CH; H H CH.,CH(CH;, Et H CH; F OH
'XXV-11-§ CH; H H CH.Ph Et H CH, F OH
XXV-11.6 CHy H H CHsindol-3-yl Et H CH; F OH
XXV-11.7 CH; H H CH,CH,SCH; Et H CH; F OH
XXV-11-8 CH; * H * Et H CH; F OH

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

Table XXV-12.

Ne R' RZ R® R® R R R XY
XXV-12-1 Et H H H Et H CH, F OH
XXV-12.2 Et H H CH; Et H CH; F OH
XXV-123 Et H H CH(CH)): Et H CH; F OH
XXV-12.4 Et H H CHCH(CH;). Et H CH; F OH
XXV.12-5 Et H H CH:Ph Et H CH, F OH
XXV-126 Bt H H CHyindol3yl Bt H CH, F OH
XXV-12-7 Bt H H CHCH,SCH;, Et H CH; F OH
XXV-128 Et * H * Et H CH, F OH

*R*and R™ joined together by (CH:); to form five-membered ring.
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Table XXV-13.

Ne R R° R® R® R R R XY
XXV-13-1 Pr H H H EtE H CH, F OH
XXV-132 Pr H H CH, EtE H CH; F OH
XXV-13-3 '‘Pr H H CH(CH;): Et H CH, F OH
XXV-134 ‘pr H H CH.CH(CH; Et H CH; F OH
XXV-13-5 ‘pr H H CH;Ph Et H CH; F OH
XXV-136 Pr H H CH-indol-3yl Et H CH, F OH
XXV-13-7 Pr H H CH,CH,SCH; Et H CH; F OH
XXV-138 Pr * H ¢ Et H CH, F OH

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

Table XXV-14.

Ne R RY R® R® F R R X Y
XXV-14-1 Bu H H H Et H CH: F OH
XXV-14-2 Bu H H CH; Et H CH, F OH
XXV-143 ‘Bu H H CH(CH:), Et H CH, F OH
XXV-144 Bu H H CHCH(CH; Et H CH; F OH
XXV-14-5 ‘Bu H H CH.Ph Et H CH;, F OH
XXV-146 'Bu H H CHsindol-3yl Et H CH; F OH
XXV-147 Bu H H CHCCHSCH; Et H CH; F OH
XXV-148 Bu * H * Et H CH, F OH

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

Table XXV-15.

Ne R' R R® R® RF R R° X Y
XXV-151 Ph H H H Et H CH, F OH
XXV-15-2 Ph H H CH; Et H CH; F OH
XXV-153 Ph H H CH(CHy), EE H CH, F OH
XXV-154 Ph H H CHCH(CH), Et H CH, F OH
XXV-155 Ph H H CHPh Et H CH; F OH
XXV-156 Ph H H CHyindol3-yl Bt H CH, F OH
XXV-157 Ph H H CHCHSCH, Et H CH; F OH
XXV-158 Ph * H * Et H CH, F OH

*R” and R™ joined together by (CHz); to form five-membered ring.
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Table XXV-16.

Ne iy 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 CH, Et H CH, F OH
XXV-16-3 p-Me-Ph H H CH(CH;), Et H CH, F OH
XXV-16-4 p-MePh H H CH,CH(CH;) Et H CH; F OH
XXV-16-5 p-Me-Ph H H CH:Ph Et H CH; F OH
XXV-16-6 p-Me-Ph H H CHeindol-3-vt Et H CH; F OH
XXV-16.7 p-Me-Ph H H CH.CH,SCH, Et H CH; F OH
XXV-168 p-MePh * H * Et H CH; F OH

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

Table XXV-17.

Ne R R* R* R® RR R R XY
XXV-17-1 p-F-Ph H H H EE H CH, F OH
XXV-17-2 p-FPh H H CH; Et H CH; F OH
XXV-17-3 p-F-Ph H H CH(CHy), EtE H CH; F OH
XXV-17-4 p-F-Ph H H CH.CH({CH;): Et H CH; F OH
XXV-17-5 p-F-Ph H H CH.Ph EE H CH, F OH
XXV-17-6 p-F-Ph H H CHyindol-3.yl B¢t H CH; F OH
XXV-17-7 p-F-Ph H H CH,.CH;SCH, Et H CH; F OH
XXV-17-8 p-FPh * H * Et H CH, F OH

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

Table XXV-18.

Ne R RT R* R® R K R° X Y
XXVv-18-1 p-Cl-Ph H H H Et H CH, F OH
XXV-18-2 p-Cl-Ph H H CH, Et H CH, F OH
XXV-18-3 p-Cl-Ph H H CH(CHs), Et H CH, F OH
XXV-18-4 p-Cl-Ph H H CH.CH(CH), Et H CH, F OH
XXV-185 p-Cl-Ph H H CH.Ph Et H CH, F OH
XXV-18-6 p-Cl-Ph H H CHyindol-3y] Bt H CH, F OH
XXV-187 p-Cl-Ph H H CH.CHSSCH, Et H CH, F OH
XXV-188 p-Cl-Ph * H * Et H CH, F OH

*R”and R™ joined together by (CHz); to form five-membered ring,
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Table XXV-19.

N R’ R* R® R® R " R X Y
XXV-19-1 p-Br-Ph H H H Et H CH; F OH
XXV-19-2 p-Be-Ph H H CH; Et H CH, F OH
XXV-19-3 p-Br-Ph H H CH(CH;), Et H CH, F OH
XXV-19-4 p-B-Ph H H CH.CH(CH); Et H CH; F OH
XXV-19-5 p-Br-Ph H H CH.Ph Et H CH; F OH
XXV-19-6 p-Br-Ph H H CHindol-3-yl Et H CH; F OH
XXV-19-7 p-B-Ph H H CHCH.SCH; Et H CH, F OH
XXV-198 pBr-Ph * H * Et H CH, F OH

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

Table XXV-20.
Ne R! R R® R® R R R® X Y
XXV-20-1 pIl-Ph H H H Et H CH; F OH
XXV-202 p-I-Ph H H CH; Et H CH; F OH
XXV-20-3 p-I-Ph H H CH(CHy), Et H CH; F OH
XXV-204 p-I.Ph H H CHCH(CH;» Et H CH; F OH
XXV.20.5 p-I.Ph H H CH;Ph Et H CH; F OH
XXV-20-6 p-I.Ph H H CHsyindol-3yl Et H CHy F OH
XXV-20-7 p-I.Ph H H CH.CH.SCH;, Et H CH, F OH
XXV-20-8 p-[.Ph * H * Et H CH; F OH

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

Table XXV-21.

Ne R' R' R®™ R" R R R X Y
XXV-21-1 CH; H H H Pr H CH; F OH
XXVv-21-2 CH, H H CH, ‘P H CH; F OH
XXV-21-3 CH; H H CH(CHy):. ‘Pr H CH; F OH
XXV-21-4 CH; H H CH,CH(CH;), Pr H CH; F OH
XXV-21-5§ CH; H H CH;Ph ‘Pe H CH; F OH
XXV-21-6 CH, H H CHyindol-3yl Pr H CH, F OH
XXV-21-7 CH; H H CH.CH;SCH; Pr H CH, F OH
XXV-218 CH; ¢+ H * ‘et H CH; F OH

*R%and R joined together by (CHz)s to form five-membered ring.
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Table XXV-22.

N R" R R® R® R ‘"R X Y
XXV-22-1 EE H H H Pr H CH; F OH
XXV.22.2 Et H H CH, Pc H CH, F OH
XXV-22-3 Bt H H CH(CH). ‘°ct H CH, F OH
XXV-2244 Et H H CHCH(CH;. Pr H CH, F OH
XXV-22-5 Et H H CHyPh Pr H CH; F OH
XXV-226 Et H H CHyindol-3-yl Pr H CH; F OH
XXV-22.7 Bt H H CHCH)SCHy Pr H CHy F OH
XXV-228 Et * H * ’Pc H CH; F OH

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

Table XXV-23.

Ne R' R* R® R® R R R XY
XXv-23-1 ‘Pr H H H a H CH, F OH
XXV-23-2 ‘Pr H H CH; Pr H CH; F OH
XXV-23-3 ‘pr H H CH(CH;); ’r H CH, F OH
XXV-234 '’rr H H CH,CH(CH;» Pr H CH; F OH
XXV.23.5 Pr H H CH:Ph Pt H CH, F OH
XXV-23.6 '’r H H CHsindol3yl Pr H CH; F OH
XXVv-23-7 Pr H H CH:.CH.SCH; Pr H CH; F OH
XXV-238 'pr * H * ‘’r H CH, F OH

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

Table XXV-24.

Ne R R’ R® R® R R R X Y
XXV-24-1 Bu H H H Pr H CH, F OH
XXV-24-2 Bu H H CH; ’rt H CH, F OH
XXV-24-3 ‘Bu H H CH(CH;), ’r H CH; F OH
XXV-24¢-4 Bu H H CH.CHCH;);, Pr H CH; F OH
XXV-24-5 ‘Bu H H CHPh ’r H CH; F OH
XXV-246 'Bu H H CHyindol3yl Pr H CH, F OH
XXV-24-7 ‘Bu H H CHCHSCH; Pr H CH; F OH
XXV-248 ‘Bu * H * ’r H CH;, F OH

*R” and R™ joined together by (CHy); to form five-membered ring.
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Table XXV-25.

Ne R' R* R® R® RPR " RR X Y
XXV.25.1 Ph H H H Pr H CH; F OH
XXV-25.2 Ph H H CH, ’« H CH, F OH
XXV-25:3 Ph H H CH(CH;), Pt H CH; F OH
XXV-254 Ph H H CH.CH(CH;); Pr H CH; F OH
XXV-25-5§ Ph H H CH:Ph ‘r H CH; F OH
XXV-25-6 Ph H H CHypindol-3yl Pr H CH; F OH
XXV-25.7 Ph H H CHCHSCH; Pr H CH, F OH
XXV-258 Ph * H * ‘’r H CH, F OH

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

Table XXV-26.

Ne R R? R™ R® R* R R® X Y
XXV-26-1 p-MePh H H H ’Pr H CH; F 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-264 p-Me-Ph H H CHCH(CH). Pr H CH; F OH
XXV-26-5 p-Me-Ph H H CH:Ph Pr H CH; F OH
XXV-26-6 p-Me-Ph H H CHyindol-3yl Pr H CH, F OH
XXV-26-7 p-Me-Ph H H CH.CH.SCH; Pr H CH; F OH
XXV-26-8 p-MePh * H * ‘Pt H CH; F OH

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

Table XXV-27.

Ne R R” R® R® R RF XY
XXV-27-1 p-F-Ph H H H Pr H CH;, F OH
XXV-272 p-FPh H H CH; Pr H CH; F OH
XXV-27-3 p-F-Ph H H CH(CH;) 'r H CH; F OH
XXV-27-4 p-F-Ph H H CHCH(CH; Pr H CH; F OH
XXV-27-5 p-F-Ph H H CH:Ph Pt H CH; F OH
XXV-27-6 p-F-Ph H H CHgindol-3-yl Pr H CH, F OH
XXV-27-7 p-F-Ph H H CHCH;SCH, Pr H CH; F OH
XXV-27-8 p-F-Ph * H * r H CH, F OH

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

2980901-1

- 511

Gilead Exhibit 2026
PGR2023-00046 - Page 00525



Docket No. 60137.0034USU1

Table XXV-28.

Ne Iy RZ R® RP R FF R X Y
XXV-28-1 p-Cl-Ph H H H Pr H CH; F OH
XXV-28-2 p-Cl-Ph H H CH; ‘’c H CH; F OH
XXV-28-3 p-Cl-Ph H H CH(CH:), ‘’r H CH, F OH
XXV-28-4 p-Cl-Ph H H CH;CH(CH;), 'Pr H CH; F OH
XXV-28-5 p-CI-Ph H H CH:Ph ‘'t H CH, F OH
XXV-28-6 p-Cl-Ph H H CHeindol-3-y] Pr H CH; F OH
XXV-28-7 p-Cl-Ph H H CH:;CH:SCH; ‘r H CH: F OH
XXV-288 p-Cl-Ph * H * '’ H CH; F OH

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

Table XXV-29.

N R R® R® R® R R R XY
XXV-29-1 pBr-Ph H H H P’r 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;); ’r H CH; F OH
XXV-29-4 p-Br-Ph H H CHCH(CH); Pr H CH; F OH
XXV-295 p-Br-Ph H H CH,Ph Pr H CH, F OH
XXV-29.6 p-Br-Ph H H CHseindol-3y1 '’r H CHy F OH
XXV-29-7 p-Br-Ph H H CHCH,SCH; Pr H CH; F OH
XXV-29-8 p-Br-Ph * H * Pt H CH; F OH

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

Table XXV-30.

Ne R R® R® R® R R R XY
XXV-30-1 p-IPh H H H Pr H CH, F OH
XXV-30-2 pI-Ph H H CH; r H CH, F OH
XXV-30-3 p-I.Ph H H CH(CH,), r H CH, F OH
XXV-30-4 p-I-Ph H H CH.CH(CH;, Pr H CH, F OH
XXV-30-5 p-IPh H H CH.pPh ’r H CH; F OH
XXV-30-6 p-I.Ph H H CHgindol-3-yl Pr H CH, F OH
XXV-30-7 p-I-Ph H H CHCHSCH, Pr H CH; F OH
XXV-30-8 p-I-Ph * H * ’r H CH; F OH

*R” and R™ joined together by (CHz); to form five-membered ring.
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Table XXV-31.

N R' R R® R® RF R R X Y
XXV31-l CH, H H H "Bu H CH; F OH
XXV31.2 CH, H H CH; "Bu H CH; F OH
XXV31-3 CH; H H CH(CH)), "Bu H CH; F OH
XXV-31-4 CH; H H CH,CH(CH;; "Bu H CH; F OH
XXV-31-s CH; H H CH:Ph "Bu H CH; F OH
XXV-31-6 CH; H H CHindol3-yl "Bu H CH; F OH
XXV-31.7 CHy H H CHyCHsSSCH; "Bu H CH; F OH
XXV318 CH, * H * "Bu H CH; F OH

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

Table XXV-32.

Ne R'" RZ R® R® R R R XY
XXV.32-1 Et H H H "Bu H CH; F OH
XXV-322 Et H H CH, "Bu H CH, F OH
XXV-32.3 Et H H CH(CH;): "B H CH; F OH
XXV-3244 Et H H CH.CHCH;) "Bu H CH; F OH
XXV-328 Bt H H CHPh "Bu H CH; F OH
XXV-326 Et H H CHyindol3yl "8u H CH; F OH
XXV-327 Et H H CH.CH;SCH; "Bu H CH; F OH
XXV-328 Et * H * "Bu H CH; F OH

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

Table XXV-33.

Ne RT R° R® R® RF R R X Y
XXV-331 Pr H H H "Bu H CH, F OH
XXV33-2 ‘’rr H H CH; "Bu H CH, F OH
XXV-33-3 '‘’r H H CH(CHy): "Bu H CH; F OH
XXV-33-4 Pr H H CH,CH(CH: Bu H CH; F OH
XXV-33-5 ‘’r H H CH:Ph "Bu H CH; F OH
XXV-336 Pr H H CHgindol-3vl "By H CH, F OH
XXV-33-7 ‘’Pr H H CH,CH;SCH; "Bu H CH; F OH
XXV-33.8 '‘pr * H ¢ "Bu H CH; F OH

*R” and R™ joined together by (CHz)s to form five-membered ring.
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Table XXV-34.

Ne R' R R® R® R" R R X Y
XXV-34-1 By H H H "Bu H CH; F OH
XXV.342 ‘Bu H H CH; "™u H CH; F OH
XXV-34-3 '‘Bu H H CH(CH;), "Bu H CH, F OH
XXV-344 ‘Bu H H CH,CH(CH)); "Bu H CH; F OH
XXV-34-5 ‘Bu H H CH:Ph "Bu H CH; F OH
XXV-34-6 ‘Bu H H CHyrindol3-yl "Bu H CH; F OH
XXV-34.7 Bu H H CH:.CHSCH; "Bu H CHy F OH
XXV-348 Bu * H * "8u H CH; F OH

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

Table XXV-35.

Ne R' R* R® R® R® R R XY
XXV-35-1 Ph H H H “Bu H CH;, F OH
XXV352 Ph H H CH, "Bu H CH; F OH
XXV-353 Ph H H CH(CH;) "Bu H CH; F OH
XXV-354 Ph H H CH,CH(CH;); "Bu H CH; F OH
XXV-355 Ph H H CH:Ph "Bu H CH; F OH
XXV-356 Ph H H CHyindol-3-yl "Bu H CH; F OH
XXV-357 Ph H H CHCH:SCH; "Bu H CH, F OH
XXV-358 Ph * H * "Bu H CH; F OH

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

Table XXV-36.

Ne R RT R* R® F R R XY
XXV-36-1 p-MePh H H H "Bu H CH, F OH
XXV-362 p-MePh H H CH, "Bu H CH; F OH
XXV36-3 p-MePh H H CH(CH). "Bu H CH; F OH
XXV-36-4 p-Me-Ph H H CHCH(CH;); "Bu H CH; F OH
XXV-36-5 p-MePh H H CHPh "Bu H CH; F OH
XXV-36-6 p-Me-Ph H H CHpindol-3yl "Bu H CH; F OH
XXV-36-7 p-MePh H H CH.CH,SCH, "Bu H CH; F OH
XXV-368 p-MePh * H * "Bu H CH, F OH

*R¥ and R joined together by (CHz)s to form five-membered ring,
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Table XXV-37.

Ne R R° R® R® R® RR R XY
XXV-37-1 p-F-Ph H H H "Bu H CH; F OH
XXV.372 pFPh H H CH, "u H CH; F OH
XXV-37-3 pF-Ph H H CH(CH:) "Bu H CH, F OH
XXV-37-4 p-F-Ph H H CH,CH(CHs» "Bu H CH; F OH
XXV-37-5 p-F-Ph H H CH,;Ph "Bu H CH; F OH
XXV-376 p-F-Ph H H CHrindol-3-yi "Bu H CH; F OH
XXV-37.7 p-F-Ph H H CHCH,SCHy, "Bu H CH; F OH
XXV-378 pF-Ph * H * "Bu H CH; F OH

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

Table XXV-38.

e R R® R* R¥ R R R XY
XXV-38-1 p-Cl-Ph H H H "Bu H CH; F OH
XXV-38-2 p-Cl-Ph H H CH; "Bu H CH, F OH
XXV-38-3 p-Cl-Ph H H CH(CH;): Bu H CH; F OH
XXv-38-4 pCl-Ph H H CHCH(CH):. "Bu H CH, F OH
XXV-38-5 p-CI-Ph H H CH:Ph "Bu H CH; F OH
XXV-38-6 p-Cl-Ph H H CHa-indol-3yl "Bu H CH; F OH
XXV-38-7 p-CI-Ph H H CHCHSCH: "Bu H CH, F OH
XXV-38-8 p-Cl-Ph * H * "Bu H CH; F OH

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

Table XXV-39.

e R RT R® R® RF R R X Y
XXV-39-1 p-Br-Ph H H H "Bu H CH, F OH
XXV-39-2 pBr-Ph H H CH; "Bu H CH, F OH
XXV-39-3 p-Br-Ph H H CH(CH;), "Bu H CH, F OH
XXV-394 pBr-Ph H H CH.CH(CH); "Bu H CH; F OH
XXV-39-5 p-Br-Ph H H CH:Ph "Bu H CH; F OH
XXV-39.6 p-Br-Ph H H CHyindol3yl "Bu H CH, F OH
XXV-39.7 p-Br-Ph H H CHCHSCH; "Bu H CH, F OH
XXV-39-8 p-Br-Ph * H ¥ "Bu H CH; F OH

*R* and R™ joined together by (CH,)s to form five-membered ring.
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Table XXV-40.

Ne R R* R® R® R® R R XY
XXV-40-1 p-[.Ph H H H "Bu H CH; F OH
XXV-40-2 pIPh H H CH, "Bu H CH; F OH
XXV-40-3 p-IPh H H CH(CH:); Bu H CH; F OH
XXV-40-4 p-IPh H H CHCH(CH;), "Bu H CH, F OH
XXV-40-5 p-I.Ph H H CH:Ph "Bu H CH; F OH
XXV-40-6 p-IPh H H CHrindol-3-yl "Bu H CH; F OH
XXV40-7 plPh H H CHCH,SCH, "Bu H CHy F OH
XXV-40-8 p-IPh * H * "Bu H CH; F OH

*R7and R™ joined together by (CHa)s to form five-membered ring.

Table XXV-41.
Ne R' R R® R® R R R X Y
XXV4l-1 CH, H H H Bz H CH; F OH
XXv41-2 CH; H H CH; Bz H CH; F OH
XXV-41-3 CH; H H CH(CH;) Bz H CH; F OH
XXV41-4 CHy H H CH,CH(CH; Bz H CH; F OH
XXV-41-5 CH, H H CH:Ph Bz H CH; F OH
XXV-41.6 CH;, H H CHyindol3yl 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 (CH,); to form five-membered ring.

Table XXV-42.

Ne R" R’ R® R® R R R X Y
XXv-421 Et H H H Bz H CH, F OH
XXv42.2 Et H H CH, Bz H CH;, F OH
XXV-42-3 Et H H CH(CH,), Bz H CH, F OH
XXV424 Et H H CH.CH(CH); Bz H CH; F OH
XXV425 Et H H CH:Ph Bz H CH; F OH
XXV-426 Ft H H CHpwindol-3-yl Bz H CH, F OH
XXV-427 Bt H H CHCH,SCH; Bz H CH, F OH
XXV-428 Et * H * Bz H CH;, F OH

*R¥and R™® joined together by (CH2); to form five-membered ring.
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Table XXV-43.

Ne R" R° R® R® K R R XY
XXV43-1 Pr H H H Bz H CH; F OH
XXV43-2 pr H H CH, Bz H CH; F OH
XXV43-3 pr H H CH(CH)). Bz H CH, F OH
XXV-434 ‘pr H H CH.CH(CH;), Bz H CH, F OH
XXV-43-5 Pr H H CH;Ph Bz H CH; F OH
XXV43-6 ‘Pr H H CHyindol3-y] Bz H CH; F OH
XXV43.7 Pr H H CH.CH:SCH; Bz H CH; F OH
XXV438 ‘pr * H ¢ Bz H CH; F OH

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

Table XXV-44.

Ne R R° R® R® R R X Y
XXV44-1 Bu H H H Bz H CH; F OH
XXV-44-2 Bu H H CH; Bz H CH; F OH
XXV44-3 '‘Bu H H CH(CH,), Bz H CH; F OH
XXV-44-4 '‘Bu H H CH,CH(CH;)» Bz H CHy F OH
XXV-44.5 ‘Bu H H CH)Ph Bz H CH, F OH
XXV-44-6 ‘Bu H H CHyindol-3-vl Bz H CH, F OH
XXV-44.7 Bu H H CHCH.SCH; Bz H CH; F OH
XXV448 ‘Bu * H ¢ Bz H CH; F OH

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

Table XXV-45, :

Ne R" RT R* R® R R R X Y
XXV451 Ph H H H Bz H CH;, F OH
XXV-452 Ph H H CH; Bz H CHy F OH
XXV453 Ph H H CH(CH;) Bz H CH, F OH
XXV-454 Ph H H CH:CH(CH;)» Bz H CH; F OH
XXV-45-3 Ph H H CH:Ph Bz H CH; F OH
XXV-43-6 Ph H H CHxindol3-vl Bz H CH; F OH
XXV-45-7 Ph H H CH.CH:SCH; Bz H CH, F OH
XXV458 Ph * H * Bz H CH; F OH
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*R? and R* joined together by (CH,); to form five-membered ring.

Table XXV-46.

Ne R' R° R*® R™ R R R XY
XXY-46-1 p-MePh H H H Bz H CH, F OH
XXV-46-2 pMePh H H CH; Bz H CH, F OH
XXV-46-3 p-Me-Ph H H CH(CH;), Bz H CH; F OH
XXV-46-4 p-Me-Ph H H CH:CH(CH;) Bz H CH: F OH
XXV-46-5 p-Me-Ph H H CH:Ph Bz H CH; F OH
XXV-46-6 p-Me-Ph H H CHyindol-3-yl Bz H CH; F OH
XXV-46-7 pMePh H H CH.CHSCH;, Bz H CH; F OH
XXV-46-8 p-Me-Ph * H * Bz H CH; F OH
*R* and R™ joined together by (CHz); to form five-membered ring.
Table XXV-47,

N iy R R® R® R R R XY
XXV47-1 pFPh H H H Bz H CH; F OH
XXV47-2 pF-Ph H H CH; Bz H CH; F OH
XXV-47-3 p-F-Ph H H CH(CH;), Bz H CH; F OH
XXV474 pFPh H H CHCH(CH), Bz H CH, F OH
XXV475 p-F-Ph H H CH;Ph Bz H CH, F OH
XXV47-6 p-FPh H H CHrindol-3-yl Bz H CH; F OH
XXV-47.7 pF.Ph H H CHCH.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 XXV-48.

Ne R’ R R® R® RR R R XY
XXV-48.1 p-ClPh H H H Bz H CH, F OH
XXv-48-2 p-CI-Ph H H CH, Bz H CH; F OH
XXV-48-3 p-Cl-Ph H H CH(CH:) Bz H CHy F OH
XXV-48-4 p-Cl-Ph H H CH,CH(CH; Bz H CH; F OH
XXV-48-5 p-CI-Ph H H CH;Ph Bz H CH; F OH
XXV48-6 p-Cl-Ph H H CHrindol-3y] Bz H CH; F OH
XXV-48-7 p-Cl-Ph H H CH,CH;SCH;, Bz H CH; F OH
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Ne R' R* R*® R* R R R XY

XXV488 p-Cl-Ph * H * Bz H CH; F OH

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

Table XXV-49.

Ne R R® R* R® R R R XY
XXV-49-1 p-Br-Ph H H H Bz H CH; F OH
XXV-49-2 p-Br-Ph H H CH; Bz H CH; F OH
XXV49-3 pBr-Ph H H CHCH), Bz H CH; F OH
XXV-49-4 p-Br-Ph H H CH.CH(CH). Bz H CH; F OH
XXV49-5 p-Br-Ph H H CH:Ph Bz H CH; F OH
XXV-49-6 p-Br-Ph H H CH:rindol-3yl Bz H CH; F OH
XXV-49.7 p-Br-Ph H H CHCH,SCH; Bz H CHy; F OH
XXV-49-8 p-Br-Ph * H * Bz H CH; F OH

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

Table XXV-30.

Ne R RT R® R® R R R° X Y
XXV-50-1 pI-Ph H H H Bz H CH; F OH
XXV-50-2 p-Ph H H CH; Bz H CH, F OH
XXV-50-3 pIPh H H CH(CH.): Bz H CH, F OH
XXV-504 pIPh H H CH.CH(CH); Bz H CH, F OH
XXV-50-5 p-IPh H H CH:Ph Bz H CH; F OH
XXV-50-6 p-IPh H H CHyindol-3-y Bz H CH, F OH
XXV-50.7 p-l.Ph H H CHCH:SCH; Bz H CH; F OH
XXV-508 pIPh * H * Bz H CH; F OH

*R*and R™ joined together by (CHz)s to form five-membered ring.
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Table XXVI-1.
Ne RT R R®™ R® R R RX Y
XXVI-1-1 CHs H H H CH H F H OH
XXVI1-2 CH; H H CH; CHi H F H OH
XXVI-1-3 CHs H H CH(CH)): CHi H F H OH
XXVI-14 CH; H H CHyCH(CH; CH, H F H OH
XXVI-l-§ CH; H H CH:Ph CH; H F H OH
XXVI-16 CH; H H CHyindol3yl CH H F H OH
XXVI-1-7 CH; H H CHCHSCH; CH; H F H OH
XXVI-1-8 CH; * H * CH, H F H OH

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

Table XXVI-2.

Ne R' R* R® R® R R R XY
XXVI-2-1 Bt H H H CH, H F H OH
XXV1-2-2 Bt H H CH;, CH H F H OH
XXVI-23 Bt H H CH(CHy) CHb H F H OH
XXVI-24 Bt H H CHCH(CCH;;, CH, H F H OH
XXVI-2-5 EE H H CHpPh CHb H F H OH
XXVI-26 Et H H CHyindol3vl CH, H F H OH
XXVI-2-7 Et H H CHCHSCH; CH; H F H OH
XXVI-28 Et ¢+ H CH H F H OH

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

Table XXVI-3.

2980961-)

-520 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00534



Docket No. 60137.0034USU1

Ne R R R® R® R R R X Y
XXVI-31 Pr H H H CH, H F H OH
XXVI32 Pr H H CH, CH, H F H OH
XXVI3-3 Pr H H CH(CH;), CH, H F H OH
XXVI34 Pr H H CH:CH(CH;); CH, H F H OH
XXVI-3-5 Pr H H CH,Ph CH; H F H OH
XXVI36 Pr H H CHpindol3y] CHb H F H OH
XXVI-3-7 Pr H H H F H OH

CH,CH,SCH, CH,
XXVI-3-8 'pr * H * CH, H F H OH

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

Table XX VI-4.

Ne R® R R® R® RF R R X Y
XXVI4-1 Bu H H H CH, H F H OH
XXVE42 Bu H H CH; CH, H F H OH
XXVI43 ‘Bu H H CH(CH;) CH, H F H OH
XXVl44 Bu H H CHCH(CH), CHi H F H OH
XXVI4-5 By H H CHypPh CH, H F H OH
XXVI-46 Bu H H CHypindol-3y]l CH, H F H OH
XXVI4-7 Bu H H CH,CH:SCH; CH; H F H OH
XXVI48 ‘Bu * H = CH; H F H OH

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

Table XXVI-5.

Ne R R R* R® R RRXY
XXVI51 Ph H H H CH, H F H OH
XXVI-52 Ph H H CH; CH; H F H OH
XXV1-5-3 Ph H H CH(CH)): CH H F H OH
XXVI-5-4 Ph H H CHCH(CH); CH, H F H OH
XXVI-5-s Ph H H CH:Ph CHy H F H OH
XXVI-56 Ph H H CHwindol-3yl CHi H F H OH
XXVI-5-7 Ph H H CH,CH.SCH; CH; H F H OH
XXVI-58 Ph ¢+ H * CH, H F H OH

*R*and R™ joined together by (CHz)s to form five-membered ring.
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Table XXVI-6.

Ne R' R R R® R R R X Y
XXVI-6-1 p-Me-Ph H H H CH; H F H OH
XXVi6-2 pMePh H H CH, CH H F H OH
XXVI-6-3 p-Me-Ph H H CH(CH;), CH H F H OH
XXVl-6-4 p-MePh H H CH.CH(CH;): CH; H F H OH
XXVE6-5 p-Me-Ph H H CH.Ph CH; H F H OH
XXVI6-6 p-Me-Ph H H CHzindol3yl CHy H F H OH
XXVI6-7 p-MePh H H CH,CHSCHy CHi H F H OH
XXVI-6-8 p-Me-Ph * H * CH, H F H OH
*R” and R joined together by (CH;); to form five-membered ring,
Table XXVI-7. )
Ne R’ R? R® R® R R R XY
XXVEI-7-1 p-F-Ph H H H CH; H F H OH
XXVI-72 p-FPh H H CH; CH, H F H OH
XXVL-7.3 p-F-Ph H H CH(CH;} CH; H F H OH
XXVL74 p.FPh H H CHCH(CH;) CH; H F H OH
XXV1l-76 p.F-Ph H H CH:Ph CH, H F H OH
XXVE7-7 p-F-Ph H H ° CHpindol-3v] CH; H F H OH
XXV1-78 p-F-Ph H H CHCHSCH; CH; H F H OH
XXVL-7-20 p-F-Ph * H * CH H F H OH

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

Table XXVI-8.

Ne R R R* R R R R XY
XXVI8-1 p-Cl-Ph H H H CH, H F H OH
XXVI8-2 pClPh H H CH, CH; H F H OH
XXVI$-3 pCl-Ph H H CH(CH)), CH, H F H OH
XXVI84 p-ClPh H H CHCH(CH), CH; H F H OH
XXVI8-5 p-Cl-Ph H H CHPh CH, H F H OH
XXVI83-6 p-Cl-Ph H H CHsindol-3yl CH, H F H OH
XXVI-8-7 pCl-Ph H H CHCHSCH, CH, H F H OH
XXVI$-8 p.ClPh * H * CH, H F H OH

*R* and R™ joined together by (CHz); to form five-membered ring,
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Table XXVI-9.

Ne R’ R® R®™ R® R* R R X Y
XXVE9-1 p-Br-Ph H H H CHs H F H OH
XXV19-2 p-Br-Ph H H CH;, CH H F H OH
XXVI9-3 p-Br-Ph H H CH(CH;), CH H F H OH
XXVI-94 p-Br-Ph H H CHCH(CH:); CH; H F H OH
XXVI96 p-Br-Ph H H CH:Ph CH; H F H OH
XXVIE9-7 p-Br-Ph H H CHyrindol-3-yl CH; H F H OH
XXVI98 p-Br-Ph H H CHCH,sSCH; CHy H F H OH
XXVI-9-20 p-Br-Ph * H * CH; H F H OH

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

Table XXVI-10.
Ne R R” R® R® R RR XY
XXVI-10-1 pIPh H H H CH, H F H OH
XXVI-10-2 p-I.Ph H H CH; CHh H F H OH
XXVI-10-3 p-l-Ph H H CH(CHy), CH, H F H OH
XXVI-10-4 pJPh H H CHCH(CH). CHi H F H OH
XXVI-10-5 pI-Ph H H CH:Ph CH, H F H OH
XXVI-106 p-I-Ph H H CHyindol-3yl CHs H F H OH
XXVI-10-7 pl-Ph H H CH,CH:SCH;, CH; H F H OH
XXVI-10-8 p-I-Ph * H * CH: H F H OH

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

Table XXVI-11.

Ne RT R’ R® R® R R R XY
XXVI-11-1 CH, H H H Et H F H OH
XXVE11-2 CH; H H 'CH, Et H F H OH
XXVI-11-3 CH; H H CH(CHy): EE H F H OH
XXVI-11-4 CH; H H CH,CH(CH;; Et H F H OH
XXVI-11-§ CH; H H CH:Ph EtE H F H OH
XXVI-11.6 CH; H H CHy<indol-3-yl Bt H F H OH
XXVE11.7 CH; H H CHCHSCH; EE H F H OH
XXVI-11-8 CH, * H * EtE H F H OH

*R* and R™ joined together by (CHz)s to form five-membered ring.
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Table XXVI-12.

Ne R' R R® R® R K R X Y
XXVI-12-1 Bt H H H Et H F H OH
XXVI112.2 Et H H CH; Et H F H OH
XXVI-12-3 Bt H H  CH(CH:), Bt H F H OH
XXVI-1244 Bt H H CHCH(CH;, Et H F H OH
XXVI-12§ Et H H CH.Ph Et H F H OH
XXVI-12.6 Et H H CH-indol-3yl EE H F H OH
XXVI-12.7 Bt H H CH,CH,SCH; Et H F H OH
XXVI-128 Et * H * EE H F H OH

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

Table XXVI-13.

Ne R' R* R® R® R R R X Y
XXVI-13-1 Pr H H H Et H F H OH
XXVI-13-2 'Pr H H CH; "Et H F H OH
XXVI-13-3 ‘pr H H CH(CH;), Et H F H OH
XXVI-13-4 Pr H H CH.CH(CH;, Et H F H OH
XXVI-135 Pr H H CH:Ph Et H F H OH
XXVI-13-6 Pr H H CHpindol-3-yl Et H F H OH
XXVI-13-7 Pr H H CH.CH,SCH;, Et H F H OH
XXVI-13-8 ‘Pr * H * Et H F H OH

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

Table XXVI-14.

Ne Rl R R® R R R R X Y
XXVI-1&1  Bu H H H Et H F H OH
XXVI-14-2 ‘Bu H H CH;, EE H F H OH
XXVI-14-3 ‘Bu H H CH(CHy), Et H F H OH
XXVI-14-4 ‘Bu H H CHCH(CH; Et H F H OH
XXVI-145 Bu H H CH:Ph Et H F H OH
XXVI-14-6 'Bu H H CHpindol341 Et H F H OH
XXVE147 'Bu H H CHCH.SCH, Et H F H OH
XXVI-148 Bu * H ¢ EE H F H OH

*R¥and R™® joined together by (CHa)s to form five-membered ring.
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Table XXVI-15.

Ne R' R R*® R® R* R®P R®* X Y
XXVI-15-1 Ph H H H EE H F H OH
XXVI152 Ph H H CH, EtE H F H OH
XXVI-15.3 Ph H H CH(CH;): Et H F H OH
XXVI-154 Ph H H CH.CH(CH;); Et H F H OH
XXVI155 Ph H H CH:Ph Et H F H OH
XXVI-156 Ph H H CHpindol3-yl ¢ H F H OH
XXVL157 Ph H H CHCH.SCH; Et H F H OH
XXVI-15-8 Ph * H * Et H F H OH

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

Table XXVI-16.

Ne R R R® R® RRE R XY
XXVI-16-1 p-MePh H H H EE H F H OH
XXVI-16-2 p-Me-Ph H H CH; E H F H OH
XXV1-16-3 p-Me-Ph H H CH(CH;); Et H F H OH
XXVI-16-4 p-MePh H H CHCH(CH): Et H F H OH
XXVI-165 p-MePh H H CHPh Et H F H OH
XXVI-16-6 p-Me-Ph H H CHpindol3-yl B8 H F H OH
XXVE-167 pMePh H H CHXCH.SCH, Et H F H OH
XXVI-16-8 p-Me-Ph * H * Et H F H OH

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

Table XXVI-17.

Ne R R® R* R® R R R XY
XXVI-i71 pFPh H H H Et H F H OH
XXVI-17:2 p-FPh H H CH; Et H F H OH
XXVI-17-3 p-F-Ph H H CH(CH;): EE H F H OH
XXVI-17-4 pF-Ph H H CHCH(CH), Bt H F H OH
XXVE-17-5 p-F-Ph H H CH:Ph EE H F H OH
XXVI-17-6 p—F-Ph H H CHpindol3yl Et H F H OH
XXVI-17-7 p-F-Ph H H CH.CH,SCH;, Et H F H OH
XXVI-178 p-F-Ph * H * EE H F H OH

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

29805011

-525-

Gilead Exhibit 2026
PGR2023-00046 - Page 00539



Docket No. 60137.0034USU1

Table XXVI-18.

No R' R° R® R® R* R°P R®* X Y
XXVI-18-1 p-Cl-Ph H H H Et H F H OH
XXVI-18-2 p-Cl-Ph H H CH;, Et H F H OH
XXVI-18-3 p-Cl-Ph H H CH(CH)). Et H F H OH
XXVI-18-4 p-CI-Ph H H CH.CH(CH;), Et H F H OH
XXVI-18-5 p-Cl-Ph H H CH;Ph Et H F H OH
XXVI-18-6 p-Cl-Ph H H CHgindol-3-yi Et H F H OH
XXVI-18-7 p-Cl-Ph H H CHyCHsSCH; Et H F H OH
XXVI-18-8 p-Cl-Ph * H * Et H F H OH

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

Table XXVI-19.

Ne R RE R® R® R R RS X Y
XXVI-19-1 p-Br-Ph H H H Et H F H OH
XXVI-19-2 p-Br-Ph H H CH; EE H F H OH
XXVI-19-3 p-Br-Ph H H CH(CH:): 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 CH:Ph Et H F H OH
XXVI-19-6 p-Br-Ph H H CHeindol3yl Et H F H OH
XXVI-19-7 p-Br-Ph H H CHCH.SCH;, Et H F H OH
XXVI-198 pBr-Ph * H * Et H F H OH

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

Table XXVI-20.

Ne R! RT R® R R R R X Y
XXVI20-1 piPh H H H Et H F H OH
XXVI-20-2 p-I-Ph H H CH; Et H F HOH
XXVI-20-3 p-1-Ph H H CH(CH,), EtE H F H OH
XXVI-20-4 pJPh H H CHCH(CH). Et H F H OH
XXVI-20-5 p-l-Ph H H CH;Ph Et H F H OH
XXVI-20-6 p-l-Ph H H CHyeindol-3-yl Bt H F H OH
XXVI-20-7 p-l-Ph H H CH.CHSCH; Et H F H OH
XXVI-20-8 pI-Ph * H * EE H F H OH

*R” and ijoined together by (CHaz); to form five-membered ring,
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Table XXVI-21.

Ne R’ R° R® R® F R R XY

XXVI21-1 CH; H H H Pr H F H OH \
XXVI21:2 CH; H H CH, e H F H OH

XXVI-21-3 CH, H H CH(CH;), Pr H F H OH

XXVI-21.4 CH; H H CH.CH(CH:; Pr H F H OH

XXVI-21-§ CH, H H CH:Ph Pr H F H OH

XXVI21-6 CH; H H CHyindol-3-yt Pr H F H OH

XXVI-21.7 CH H H CH.CHSCH, Pt H F H OH

XXVI-21-8 CH; * H * P’r H F H OH

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

Table XXVI-22.

Ne R' R R® R® R R XY
XXVI-22-1 Et H H H r H F H OH
XXVI-22-2 Et H H CH; Pr H F H OH
XXVI-22-3 Et H H CH(CH;); Pr H F H OH
XXVI-22-4 Et H H CHCH({CH): ’r H F H OH
XXVI-22.5 Et H H CHPh Pt H F H OH
XXVI-22-6 Et H H CHpindol3yl Pr H F H OH
XXVI-22-7 Et H H CH.CH,SCH, Pr H F H OH
XXVI-228 Et * H * Pt H F H OH

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

Table XXVI-23.

Ne R" R® R® R® RP R R XY
XXVI-23-t Pr H H H ‘r H F H OH
XXVI232 Pr H H CH; ’r H F H OH
XXVI-23-3 Pr H H CH(CH;) r H F H OH
XXVI-23-4 Pr H H CHCH(CH;, P H F H OH
XXVI-23-5 Pr H H CH:Ph s H F H OH
XXV1-236 Pr H H CHpindol-3yl Pr H F H OH
XXV1-23-7 Pr H H CH.CH,SCH; Pr H F H OH
XXVI-23-8 Pr * H * ‘s H F H OH

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

2980901-1 -527 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00541



Docket No. 60137.0034USU1

Table XXV1-24.

Ne R R R* R® R R R X Y
XXVI-24-1 Bu H H H Pr H F H OH
XXVI-4-2 Bu H H CH, " H F H OH
XXVI-24-3 'Bu H H CH(CH,), ’r H F H OH
XXVI-244 '‘Bu H H CHCH(CH;;, Pr H F H OH
XXVI-24-5 '‘Bu H H CH;Ph 'r H F H OH
XXVI-24-6 '‘Bu H H CHpindol-3-yl Pr H F H OH
XXVI-24-7 Bu H H CH:CHsSCH; Pr H F H OH
XXVI-248 '‘Bu * H * ‘' H F H OH

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

Table XXVI-25.

Ne R' R R® R® R "R R X Y
XXVI-251 Ph H H H r H F H OH
XXVI-252 Ph H H CH; 't H F H OH
XXVI-253 Ph H H CH(CH;), 't H F H OH
XXVI-254 Ph H H CH.CH(CH;): Pr H F H OH
XXVI-255 Ph H H CH:Ph ‘'t H F H OH
XXVI-256 Ph H H CHyindol3-vi Pr H F H OH
XXVI-257 Ph H H CH:CH.SCH; ’r H F H OH
XXVI-258 Ph * H * ’r H F H OH

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

Table XXVI-26.

Ne R R R® R R R R X Y
XXVI-261 p-MePh H H H Br H F_H OH
XXVI-262 p-MePh H H CH, Pr H F H OH
XXVI-26-3 p-Me-Ph H H CH(CH:), ’r H F H OH
XXVI-264 p-Me-Ph H H CHCH(CH). Pr H F H OH
XXVI-26-5 p-MePh H H CHPh Pr H F H OH
XXVI1-26-6 p-Me-Ph H H CHgindol-3-yl Pr H F H OH
XXV1-267 p-Me-Ph H H CHCHSCH; Pr H F H OH
XXVI-26-8 p-Me-Ph * H * ’r H F H OH

*R” and R™ joined together by (CH2)s to form five-membered ring.
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Table XXVI1-27.
Ne R R® R® R® R R" R* X Y
XXVI-27-1 p-F-Ph H H H Pr H F H OH
XXVI-272 pF-Ph H H CH; ’ H F H OH
XXVI-27-3 p-F-Ph H H CH(CH;); P’r H F H OH
XXVI-27-4 p-F-Ph H H CHCH(CH; Pr H F H OH
XXVI-27-5 p-F-Ph H H CH;Ph Pr H F H OH
XXVI-27-6 p-F-Ph H H CHyindol3-yl Pr H F H OH
XXVI-27-7 p-F-Ph H H CHyCH,SCH, Pr H F H OH
+ H " H F H OH

XXVI-27-8 p-F-Ph

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

Table XXVI-28.

Ne R' R* R™ R® R R R XY
XXVI-28-1 p-CI.lPh H H H Pr H F H OH
XXVI-28-2 p-Cl-Ph H H CH, Pr H F H OH
XXVE-28-3 p-Cl-Ph H H CH(CHy), r H F H OH
XXVI-28-4 p-Cl-Ph H H CH,CH(CH;): Pr H F H OH
XXVI-28-5 p-Cl-Ph H H CH.Ph Pr H F H OH
XXVI-286 p-Cl-Ph H H CHpindol-3yl 'Pr H F H OH
XXVI-28-7 p-Cl-Ph H H CH.CH,SCH;, Pr H F H OH
XXVI-28-8 p-Cil-Ph * H * t H F H OH

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

Table XXVI-29.

Ne R' R° R* R R R R XY
XXVI-29-1 p-Br-Ph H H H Pr H F H OH
XXV1-29-2 p-Br-Ph H H CH; ’t H F H OH
XXVI-29-3 p-Br-Ph H H CH(CH;), 'r H F H OH
XXVI-294 p-BrPh H H CHCH(CH), Pr H F H OH
XXVI-295 p-Br-Ph H H CHPh Pr H F H OH
XXVI-29-6 p.Br-Ph H H CHpindol-3yl Pr H F H OH
XXVI-29-7 p-Br-Ph H H CH.CH;SCH; Pr H F H OH
XXV1-298 p-Br-Ph * H * ’r H F H OH

*R*and R™ joined together by (CH3)s to form five-membered ring.
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Table XXVI-30.

Ne R R® R® R® R" " R XY
XXVI-30-1 pl-Ph H H H r H F H OH
XXVI30-2 plPh H H CH; " H F H OH
XXVI-30-3 p-I-Ph H H CH(CHy), ‘c H F H OH
XXVI-30-4 pl-Ph H H CH:CH(CH). Pr H F H OH
XXVI-30-5 pI-Ph H H CH:Ph ‘r H F H OH
XXVI-30-6 pI-Ph H H CHxindol3-yl Pr H F H OH
XXVI-30-7 pIPh H H CHCHSCHy Pr H F H OH
XXVI-308 pI-Ph * H ¢ ‘» H F H OH

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

Table XXVI-31.

Ne Rl R R® R® R RRRrR XY
XXVI31-1 CH; H H H "By H F H OH
XXVI31-2 CH; H H CH; "Bu H F H OH
XXVE-31-3 CH; H H CH(CHy), By H F H OH
XXVI31-4 CHy H H CH:.CHCH;» "Bu H F H OH
XXVI315 CH; H H CH.Ph Bu H F H OH
XXVI-31-6 CH; H H CHyindol-3yl "Bu H F H OH
XXVI-31.7 CH; H H CH.CH,SCH; "Bu H F H OH
XXVI-318 CH; * H * "By H F H OH

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

Table XXVI-32.

Ne R" R* R*™ R* R® R RR X Y
XXVI-32-1 EE H H H “Bu H F H OH
XXVI32-2 Bt H H CH; Bu H F H OH
XXVE323 Et H H CH(CH,), "Bu H F H OH
XXVE-32.4 Bt H H CHCH(CH;): "Bu H F H OH
XXVE325 EE H H CH;Ph "Bu H F H OH
XXVI32.6 Ft H H CHpindol-3-yl "By H F H OH
XXV1-32-7 Bt H H CHCH,SCH; "Bu H F H OH
XXVI-32.8 Et * H ¢ "Bu H F H OH

*R* and R’bjoined together by (CHz)s to form five-membered ring.
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Table XXVI-33.

Ne R R° R® R R R R X Y
XXVI-33-1 Pr H H H "Bu H F H OH
XXVI33-2 Pr H H CH; "3y H F H OH
XXVI-333 'Pr H H CH(CH)), Bu H F H OH
XXVI-33-4 'Pr H H CH.CH(CH); "Bu H F H OH
XXVI-33-5 Pr H H CH:Ph "0 H F H OH
XXVI33-6 'Pr H H CHprindol-3yl "Bu H F H OH
XXVEI-33-7 Pr H H CH.CHSSCH; "Bu H F H OH
XXVI-338 ‘pr * H = Bu H F H OH

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

Table XXVI-34.

Ne R' R R®* R® R" R R X Y
XXVE34-1 Bu H H H "Bu H F H OH
XXVI-3¢-2 Bu H H CH; "Bu H F H OH
XXVI-34-3 '‘Bu H H CH(CHy) "Bu H F H OH
XXVI-344 Bu H H CH.CH(CH) "Bu H F H OH
XXVE-34-5 Bu H H CH:Ph "Bu H F H OH
XXVI-34-6 'Bu H H CHgpindol3-yt "Bu H F H OH
XXVI-3¢-7 Bu H H CH.CH,SCH;, "Bu H F H OH
XXVI-34-8 Bu * H * "Bu H F H OH

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

Table XXVI-35.

Ne R" R® R® R® R RERE X Y
XXVI351 Ph H H H "Bu H F H OH
XXVE352 Ph H H CH, "Bu H F H OH
XXVI353 Ph H H CH(CH)) "8u H F H OH
XXVI-354 Ph H H CH,CH(CH;: "Bu H F H OH
XXVI-355 Ph H H CH:Ph "Bu H F H OH
XXVI-35-6 Ph H H CHpindol3-yl "Bu H F H OH
XXVE357 Ph H H CHCHSCH; "Bu H F H OH
XXVI-358 Ph * H * "Bu H F H OH

*R* and R™ joined together by (CHz)s to form five-membered ring.
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Table XXVI-36.

Ne R’ R R*® R® R® R R X Y
XXVI-36-1 p-Me-Ph H H H "Bu H F H OH
XXVI1-36-2 p-Me-Ph H H CH; "™u H F H OH
XXVI-36-3 p-Me-Ph H H CH(CH;) "Bu H F H OH
XXVI-36-4 p-Me-Ph H H CH,CH(CH;: "Bu H F H OH
XXVI-36-5 p-Me-Ph H H CH:Ph "Bu H F H OH
XXVI-36-6 p-Me-Ph H H CHindol-3-y] "Bu H F H OH
XXVI-36-7 p-Me-Ph H H CH«CH:SCH, "Bu H F H OH
XXVI-36-8 p-MePh * H * "Bu H F H OH

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

Table XXVI-37.

N R R’ R® R® R R R X Y
XXVI-37-1 p-F-Ph H H H "Bu H F H OH
XXVI-37-2 p-F-Ph H H CH; Bu H F H OH
XXVI-37-3 p-F-Ph H H CH(CH,); "Bu H F H OH
XXVI-37-4 p-FPh H H CH.CH(CH)» "Bu H F H OH
XXVI-37-5 p-F-Ph H H CH.Ph "8u H F H OH
XXVI-37-6 p-F-Ph H H CHyeindol3-yl "Bu H F H OH
XXV1-37-7 p-F-Ph H H CHCH,SCH;, "Bu H F H OH
XXVI-378 pFPh * H * "Bu H F H OH

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

Table XX VI-38.

N Rf R” R¥ RP® R R R XY
XXVI-38-1 p-Cl-Ph H H H "Bu H F H OH
XXVI-38-2 p-ClPh H H CH; 2 H F H OH
XXVI-38-3 p-Cl-Ph H H CH(CH)), "Bua H F H OH
XXVI-38-4 p-Cl-Ph H H CHCH(CH;): "Bu H F H OH
XXVI-38-5 p-CI-Ph H H CHPh "Bu H F H OH
XXVI1-38-6 p-Cl-Ph H H CHsindol-3yl "Bu H F H OH
XXV1-38-7 p-Cl-Ph H H CHCH,SCH; "Bu H F H OH
XXVI-388 p-Cl-Ph * H * "8 H F H OH

*R* and R™ joined together by (CHz); to form five-membered ring.
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Table XX VI1-39.

N R' R® R® R® R R R XY
XXVI39-1 p-Br-Ph H H H "Bu H F H OH
XXVI-39-2 p-Br-Ph H H CH, "Bu H F H OH
XXVI-39-3 p-Br-Ph H H CH(CH;), "Bu H F H OH
XXVI-39-4 p-Br-Ph H H CH:CH(CH:); "Bu H F H OH
XXVE39-5 p-Br-Ph H H CH:Ph "Bu H F H OH
XXVI-39-6 p-Br-Ph H H CHrindol-3-l "Bu H F H OH
XXVI-39-7 p-Br-Ph H H CHCH.SCH; "Bu H F H OH
XXVI-39-8 p-Br-Ph * H * "Bu H F H OH

*R7and R joined together by (CHa); to form five-membered ring.

Table XXVI-40.

Ne R' R R® R® R* R R XY
XXVI40-1 p-I.Ph H H H "Bu H F H OH
XXVI40-2 p-.Ph H H CH; "Bu H F H OH
XXVI40-3 p-[-Ph H H CH(CH;): "Bu H F H OH
XXVI40-4 p-I.Ph H H CHXCH(CH;» "Bu H F H OH
XXVI-405 pl.Ph H H CH.Ph "Bu H F H OH
XXVI40-6 p-I-Ph H H CHyindol-3-yl "Bu H F H OH
XXVI-40-7 p-.Ph H H CH,CH:SCH;, "Bu H F H OH
XXV1-408 p-I.Ph * H * "Bu H F H OH

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

Table XXVI-41.

Ne R° R’ R*® R® R K R X Y
XXVI4l-1 CH, H H R Bz H F H OH
XXVI41-2 CH, H H CH; Bz H F H OH
XXVI41-3 CH; H H  CH(CH): Bz H F H OH
XXVI4l-4 CH; H H CH,CH(CH;); Bz H F H OH
XXVI41-5 CH; H H CH:Ph Bz H F H OH
XXVI41-6 CH, H H CHeindol3yl Bz H F H OH
XXVI41-7 CH; H H CHCH;SCH, Bz H F H OH
XXVI418 CH, * H * Bz H F H OH

*R*and R™ joined together by (CH;)s to form five-membered ring.
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Table XXVI-42.

Ne R' R® R®™ R® R R R XY
XXVI42-1 Et H H H Bz H F H OH
XXVi422 EE H H CH; Bz H F H OH
XXVI42-3 Bt H H CH(CHy), Bz H F H OH
XXVI42-4 Et H H CH.CH(CH), Bz H F H OH
XXVI42-5 Et H H CH;Ph Bz H F H OH
XXVI426 Et H H CHyindol-3yl Bz H F H OH
XXVI427 Bt H H CHCHSCH;, Bz H F H OH
XXVI42-8 Et * H * Bz H F H OH

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

Table XXVI-43.

Ne R' R® R* R® R *F R® X Y
XXV143-1 Pr H H H Bz H F H OH
XXVI43.2 Pr H H CH, Bz H F H OH
XXV1433 ‘Pr H H CH(CH;), Bz H F H OH
XXVI434 Pr H H CH.CH(CH;; Bz H F H OH
XXVI435 Pr H H CH:Ph Bz H F H OH
XXVI43-6 'Pr H H CHyindol-3y]1 Bz H F H OH
XXVI-43-7 'Pr H H CHCH,SCH, Bz H F H OH
XXVI-43-8 'pr * H * Bz H F H OH

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

Table XXVI-44.
Ne R" R’ R* R® RN R R X Y
XXVI441 '‘Bu H H H Bz H F H OH
XXVI44-2 Bu H H CH: Bz H F H OH
XXVI44-3 ‘By H H CH(CH,) Bz H F H OH
XXVI444 Bu H H CHCH(CH;): Bz H F H OH
XXVI-44-8 Bu H H CHPh Bz H F H OH
XXVI-446 'Bu H H CHindo)-3-yl Bz H F H OH
XXVI-44-7 '‘Bu H H CHCH,SCH;, Bz H F H OH
XXVI-448 Bu * H * Bz H F H OH
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*R? and R™ joined together by (CHz); to form five-membered ring.

Table XXVI-45.
N R™ R° R® R® RO R R X Y
XXVI451 Ph H H H Bz H F H OH
XXVI45-2 Ph H H CH; Bz H F H OH
XXVI-45-3 Ph H H  CH(CHs), Bz H F H OH
XXVI454 Ph H H CH.CH(CHy), Bz H F H OH
XXVI45-5 Ph H H CH:Ph Bz H F H OH
XXVI456 Ph H H CHrindol3y1 Bz H F H OH
XXVI45-7 Ph H H CH:CH,SCH, Bz H F H OH
XXVI45-8 Ph * H * Bz H F H OH

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

Table XXVI-46.

N R! R® R® RP R R R X Y
XXVI46-1 p-MePh H H H Bz H F H OH
XXVI46-2 p-Me-Ph H H CH; Bz H F H OH
XXVI-46-3 p-Me-Ph H H CH(CHy); Bz H F H OH
XXVI-46-4 p-Me-Ph H H CH.XCH(CH: Bz H F H OH
XXVI-46-5 p-Me-Ph H H CH.Ph Bz H F H OH
XXVI46-6 p-Me-Ph H H CHxindol-3-yl Bz H F H OH
XXVI46-7 p-Me-Ph H H CHCHSCH;, Bz H F H OH
XXVI-46-8 p-MePh * H * Bz H F H OH
*R¥and R™ joined together by (CHa); to form five-membered ring,
Table XXVI-47.

N R R R® R® R R" RF XY
XXVI471 pFPh H H H Bz H F H OH
XXVI47-2 p-F-Ph H H CH; Bz H F H OH
XXVI-473 p-FPh H H CH(CHy) Bz H F H OH
XXVI47-4 pFPh H H CHCH(CH), Bz H F H OH
XXVI47-5 p-FPh H H CH:Ph Bz H F H OH
XXVI47-6 p-FPh H H CHyindol-3yl Bz H F H OH
XXVI47-7 p-FPh H H CH,CH:SCH: Bz H F H OH
29809011 -535-

Gilead Exhibit 2026
PGR2023-00046 - Page 00549



Docket No. 60137.0034USU1

Ne

Rl

RI R3n RSF'

R4

R R

X

Y

XXVI-47-8

p-F-Ph

L

H

-

Bz H F H OH

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

Table XXVI-48.
e R R R R® RF KR XY
XXVI48-1 p-ClPh H H H Bz H F H OH
XXVI-48-2 p-Cl-Ph H H CH; Bz H F H OH
XXVI48-3 p-Cl-Ph H H CH(CHy) Bz H F H OH
XXVI48-4 p-Cl.Ph H H CH.CH(CH), Bz H F H OH
XXV1-48-3 p-CI-Ph H H CH:Ph Bz H F H OH
XXVI-48-6 p-Cl-Ph H H CHxindol-3-yy Bz H F H OH
XXVI-48-7 p-Cl-Ph H H CHCH:SCH, Bz H F H OH
XXVI-48-8 p-Cl-Ph * H * Bz H F H OH

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

Table XXVI]-49,

Ne R’ R® R® R® R R R X Y
XXVI-49-1 p-BrPh H H H Bz H F H OH
XXVI-49-2 p-Br-Ph H H CH; Bz H F H OH
XXVI49.3 p-BrPh H H CH(CH:): Bz H F H OH
XXVI49-4 pBr-Ph H H CHCH(CH). Bz H F H OH
XXVI495 p-Br-Ph H H CH:Ph Bz H F H OH
XXVI-49-6 p-BrPh H H CHyindol-3-yl Bz H F H OH
XXV1-497 p.Br.Ph H H CHCHSCH; Bz H F H OH
XXVI-49-8 p-Br-Ph * H * Bz H F H OH

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

Table XXVI-50.

Ne R' R° R* R” R R" R X Y
XXV1-50-1 p-l-Ph H H H Bz H F H OH
XXV1-50-2 p-I-)Ph H H CH, Bz H F H OH
XXVI-§0-3 p-I-Ph H H CH{(CH;); Bz H F H OH
XXVI-50-4 p-I-Ph H H CHCH(CH;: Bz H F H OH
XXVL-50-5 p-I-)Ph H H CH;Ph Bz H F H OH
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Ne R R® R® R° RF R K X Y
XXVI-50-6 pIPh H H CHxindol-3-yl Bz H F H OH
XXVI-50-7 p-JPh H H CHCHSCH, Bz H F H OH
XXVI-50-8 pIPh * H * Bz H F H OH

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

Rz QO

e o
Rs.\s‘/n—-—p—-—-o

COR* (|)Rl Rs\\\‘

XXvil

Table XXVII-1.
No R R* R* R® R R R XY
XXVII-l-1 CH; H H H CH; H F F OH
XXVIl-1-2 CH; H H CH, CH; H F F OH
XXVII-1-3 CH; H H CH(CH:), CH, H F F OH
XXVIl-1-4 CH; H H CH)CH(CH): CH; H F F OH
XXVI-1-5 CHy H H CHPh CH, H F F OH
XXVII-1-6 CH; H H CHyindol3yl CH, H F F OH
XXVH-1-7 CH, H H CH,CH:.SCH; CH; H F F OH
XXVII-1-8 CH; ¢+ H * CH, H F F OH

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

Table XXVII-2,

N RT R® R® R® R RF R X Y
XXVIl-2-1 Et H H H CH; H F F OH
XXVII-22 Et H H CH; CH; H F F OH
XXVII-2-3 Et H H CH(CH,), CH, H F F OH
XXVII-24 Et H H CHCH(CH), CHy H F F OH
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Ne

r

&

RBI

R55

R4

=

R6

X

Y

‘XXVII-2-5
XXVII-2-6
XXVII-2-7
XXVII-2-8

Et
Et
Et
Et

* I I X

H
H
H
H

CH,Ph
CHyindol-3-yl

CH,CH,SCH;
L

CH,
CH;
CH,
CH;3

o e« o o

H

F
F
F
F

F

F
F
F

OH
OH
OH
OH

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

Table XXVII-3.

N R* R. R* R® R R R X Y
XXVII-3-1 Pr H H H CH, H F F OH
XXVI-3-2 Pr H H CH, CH; H F F OH
XXVII-3-3 Pr H H CH(CH)). CH; H F F OH
XXVIl-34 Pr H H CH.CH(CH;%, CH, H F F OH
XXVI-3-5 Pr H H CH,Ph CH; H F F OH
XXVIL-36 Pr H H CHpindol-3-y CHb H F F OH
XXVIL-37 Pr H H CHCH,SCH; CH; H F F OH
XXVII-38 Pr * H * CH; H F F OH

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

Table XXVII-4.
Ne R'" R® R® R* R® R R XY
XXVIl4-1 By H H H CH, H F F OH
XXVII4-2 Bu H H CH; 'CH, H F F OH
XXVIi-4-3 Bu H H CH(CH;); CH; H F F OH
XXVIl4-4 Bu H H CH.CH(CH)». CH; H F F OH
XXVII45 Bu H H CH,Ph CH; H F F OH
XXVII-4-6 Bu H H CHyindol3yl CH; H F F OH
XXVII-4-7 ‘Bu H H CH.CH:SCH, CH; H F F OH
XXVII48 Bu * H * CH, H F F OH

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

Table XXVII-S.
Ne R R R® R® R R R X Y
XXVIl-5-1 Ph H H H CH; H F F OH
XXVII-52 Ph H H CH, CH. H F F OH
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e R R R° R RN KR R X Y
XXVIl-S3 Ph H H CH(CHy), CH, H F F OH
XXVIl-S4 Ph H H CH.CH(CH) CH: H F F OH
XXVI-55 Ph H H CH.Ph CH; H F F OH
XXVIl-56 Ph H H CHyindol3-yl CH H F F OH
XXVI-S7 Ph H H CH,CHSCH; CH; H F F OH
XXVII-S8 Ph * H * CHs H F F OH

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

Table XXVII-6.

Ne R’ R° R*™ R® R* R R XY
XXVIl-6-1 p-Me-Ph H H H CH, H F F OH
XXVIl-62 p-Me-Ph H H CH, CH; H F F OH
XXVII-6-3 p-Me-Ph H H CH(CH:) CHi H F F OH
XXVIl-64 p-Me-Ph H H CH,CH(CH;); CH; H F F OH
XXVII-6-5 p-Me-Ph H H CH;Ph CH H F F OH
XXVIl-6-6 p-Me-Ph H H CHpindol3-yl CH; H F F OH
XXVII-6-7 p-MePh H H CH.CHSCH; CH, H F F OH
XXVII-6-8 p-MePh * H * CH H F F OH

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

Table XXVII-7.

Ne K R® R® R® RF R R X Y
XXVIl-7-1 pFPh H H H CH, H F F OH
XXVII-%-2 p.F-Ph H H CH; CH; H F F OH
XXVII-7-3  p-F-Ph H H CH(CH,), CH; H F F OH
XXVII-74 p-F-Ph H H CHCH(CH;), CH, H F F OH
XXVII-7-6 p-FPh H H CHPh CH, H F F OH
XXVII-7-7 pFPh H H CHpindol3yl CH, H F F OH
XXVII-78 pFPh H H CHCHSCH, CH, H F F OH
XXVI-7-20 p-FPh * H * CH H F F OH

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

Table XXVII-8.
Ne R RF R® R R R R X Y
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Ne R K R® R° R R R X Y
XXVII-81 pClPh H H H CH, H F F OH
XXVII$2 pCl-Ph H H CH; CH, H F F OH
XXVII-8-3 p.Cl.Ph H H CH(CH), CH, H F F OH
XXVII84 pCl-Ph H H CHCH(CH): CH, H F F OH
XXVIl8-5 p-Cl-Ph H H CH;Ph CH, H F F OH
XXVII-86 p-CI-Ph H H CHsindol-3yl CH H F F OH
XXVII-87 p-Cl.Ph H H CHCHSCH, CH, H F F OH
XXVII-88 p-ClPh * H * CH, H F F OH
*R¥and R joined together by (CH3); to form five-membered ring.
Table XXVII-9,

N R R R* R® R R R X Y
XXVII9-1 p-Br-Ph H H H CH, H F OH
XXVIl9-2 p-Br-Ph H H CH; CH; H F F OH
XXVII-9-3 p-Br-Ph H H CH(CH;), CH; H F F OH
XXVII-94 p-Br-Ph H H CHCH(CH;). CH, H F F OH
XXVII-9-6 p-BrPh H H CH:Ph CH, H F F OH
XXVI-9-7 p-Br-Ph H H CHyindol3yl CH, H F F OH
XXVI-9-8 p-BrPh H H CHCH:SCH, CH; H F F OH
XXVII-9-20 p-Br-Ph * H * CH; H F F OH
*R? and K" joined together by (CHz)s to form five-membered ring.
Table XXVI1I-10.

Ne R R R* R® R R R XY
XXVI-101 pIPh H H H CHi H F F OH
XXVI-16-2 pI-Ph H H CH, CH H F F OH
XXVI-10-3 pI-Ph H H CH(CHs) CHi H F F OH
XXVII-104 pI-Ph H H CH.CH(CH), CH: H F F OH
XXVI-105 p-[-Ph H H CHpPh CH; H F F OH
XXVII-10-6 pJ-Ph H H CHyindol3yl CH; H F F OH
XXVIl-10-7 p-I-Ph H H CH,CH:SCH;, CH; H F F OH
XXVI-10-8 p-I-Ph * H * CH, H F F OH

*R? and R™ joined together by (CHa); to form five-membered ring.
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Table XXVII-11.
Ne R R R* R® R RFR XY
XXVIl-1l-1 CH; H H H Et H F F OH
XXVII-11-:2 CH; H H CH; EE HF F OH
XXVIE11-3 CH; H H  CH(CH;): Bt HF F OH
XXVIl-11-4 CH; H H CH.CH(CH; Et H F F OH
XXVII-11-5 CH; H H CH;Ph Et H F F OH
XXVI-11-6 CH; H H CHgindol-3yl Bt H F F OH
XXVIE11s7 CHy H H CHCH.SSCH;, Et H F F OH
s H = Et H F F OH

XXVII-11-8 CH;

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

Table XXVII-12,

Ne R' R® R® R® R* R° R® X Y
XXVII-12-1 Bt H H H Et H F F OH
XXVH-12-2 Bt H H CH, EE H F F OH
XXVII-12-3 Et H H CH(CH;), Et H F F OH
XXVII-124 Bt H H CHCH(CHy): Et H F F OH
XXVII-12-5 Et H H CH.Ph EE H F F OH
XXVIE-12-6 Et H H CHw-indol3-y1 Et H F F OH
XXVIL12-7 B¢t H H CH.CHSCH; Bt H F F OH
XXVII-12-8 Et * H * EE H F F OH

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

Table XX VII-13.

Ne R'" R* R* R® R R R X Y
XXVII-13-t Pr H H H Et H F F OH
XXVIE13-2 Pr H H CH; Et H F F OH
XXVIF13-3 Pr H H CH(CHy), Et H F F OH
XXVI-134 Pr H H CH,CH(CH;), Bt H F F OH
XXVII-13-5 ’r H H CH;Ph Et H F F OH
XXVI-13-6 ‘Pr H H CHpindol-3yl Bt H F F OH
XXVI-13-7 Pr H H CH,.CH,SCH; Et H F F OH
XXVI-138 Pr ¥ H ¢ Et H F F OH

*R¥and R® joined together by (CHz); to form five-membered ring,
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Table XXVII-14.

Ne R R° R® R® R R R X Y
XXVil-ld1 By H H H EE H F F OH
XXVI-42 Bu H H CH; EE H F F OH
XXVIL143 ‘Bu H H  CH(CH:): EE H F F OH
XXVIH-14-4 Bu H H CHCH(CH). E H F F OH
XXVIl-14-5 Bu H H CH:Ph EE H F F OH
XXVII-146 Bu H H CHrindol3-yy E H F F OH
XXVIl-147 Bu H H CH.CH,SCH, B H F F OH
XXVIl-14-8 By * H * E H F F OH

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

Table XXVII-15.

Ne R' R R® R® R R RR X ¥
XXVIl-15-1 Ph H H H EE H F F OH
XXVI-152 Ph H H CH, Et H F F OH
XXVIL153 Ph H H CH(CH;), EE H F F OH
XXVIl1s4 Ph H H CH:.CH(CH;): EE H F F OH
XXVIL1S-S Ph H H CH.Ph Et H F F OH
XXVIL156 Ph H H CHyindol-3y] Bt H F F OH
. XXVIMIS7 Ph H H CH.XCH,SCHs Et H F F OH
XXVIL1S-8 Ph * H * EE H F F OH

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

Table XXVII-16.

Ne R R® R® R® R R R X Y
XXVII16-1 pMePh H H H Et H F F OH
XXVII-16-2 p-MePh H H CH, EE H F F OH
XXVIl-16-3 p-Me-Ph H H CH(CH)), EE H F F OH
XXVIL-16-4 p-MePh H H CHCH(CH), Bt H F F OH
XXVI-16-5 p-Me-Ph H H CH:Ph Et H F F OH
XXVIL-16-6 p-Me-Ph H H CHyindol-3yl Bt H F F OH
XXVII-16-7 p-Me-Ph H H CHCH:SCH; Et H F F OH
XXVII-16-8 p-MePh * H * Et H F F OH

*R? and R™ joined together by (CH.)s to form five-membered ring.
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Table XXVII-17

No R R R FRRE XY
XXVI.i71 pFPh H H H Bt H F F OH
XXVIL172 pFPh H H CH, E H F F OH
XXVII-17-3 pFPh H H CH(CH). E& H F F OH
XXVIE-174 pFPh H H CHCHCH), EE H F F OH
XXVIL175 pF-Ph H H CHPh EEHF F OH
XXVII-17-6 p-F-Ph H H CHyindol-3-y1 8 H F F OH
XXVIl-17-7 p-F-Ph H H CH,CHSSCH; Et H F F OH
XXVII-178 pF-Ph ¢ H * EHF F OH

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

Table XXVII-18.

Ne R! RZ R® R® R* RF R® X Y
XXVI-18-1 p-Cl.Ph H H H Et H F F OH
XXVIl-18-2 p-Cl-Ph H H CH, EE H F F OH
XXVII-18-3 p-Cl-Ph H H CH(CH;), EE HF F OH
XXVII-184 p-Cl.Ph H H CHCH(CH). Et H F F OH
XXVII-18-5 p-CI-Ph H H CH:Ph EE HF F OH
XXVII-18-6 p-Cl-Ph H H CHpindol-3yl Et H F F OH
XXVII-18-7 p-CI-Ph H H CH,.CH.:SCH, Et H F F OH
XXVII-188 p-CI-Ph * H * Et H F F OH

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

Table XXVII-19.

Ne R R® R* R® RF R R X Y
XXVIF19-1 p-Br-Ph H H H Et H F F OH
XXVII-19-2 p-Br-Ph H H CH; EE H F F OH
XXVII-19-3 p-Br-Ph H H CH(CH,), EtE H F F OH
XXVI-19-4 p-Br-Ph H H CHCH(CH), Et H F F OH
XXVI-19-5 p-Br-Ph H H CH:Ph Et H F F OH
XXVII-19-6 p-Be-Ph H H CHwindol3yl Bt H F F OH
XXVII-19-7 p-Br-Ph H H CHCHSCH; Et H F F OH
XXVII-198 p-Br-Ph * H * EtE H F F OH

*R¥and R™® joined together by (CHz); to form five-membered ring.
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" Table XXVII-20.

N R R° R® R” R" R°. R®* X Y
XXVII-20-1 p-]-lPh H H H EtE H F F OH
XXVII-20-2 p-l-Ph H H CHs Et H F F OH
XXVII-20-3 p-I-Ph H H CH(CH:): Et H F F OH
XXVI-20-4 p--Ph H H CH.CH(CH; Et H F F OH
XXVII-20-5 p-.Ph H H CH.Ph Et H F F OH
XXVII-20-6 p-I.Ph H H CHindol3-yl EE H F F OH
XXVII-20-7 p-l-Ph H H CH.CH:SCH;, Et H F F OH
XXVII-208 p-I-Ph * H * Et H F F OH

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

Table XXVII-21.

Ne RT R R® R® R R R XY
XXVII-21-1 CH; H H H ‘r H F F OH
XXVII-21-2 CH;, H H CH, a H F F OH
XXVII-21-3 CH; H H CH(CH:), Pt H F F OH
XXVIl-21-4 CH; H H CHCH(CH; Pt H F F OH
XXVII-21-55 CH, H H CHPh ‘’ H F F OH
XXVIF21-6 CH; H H CHyindol3vl P’r H F F OH
XXVIE21-7 CH; H H CH.CHSCH;, Pr H F F OH
XXVIE21-8 CH; * H * ‘' H F F OH

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

Table XXVII-22.

Ne R' R® R®™ R® RP R* R* X Y
XXVII22-1 Et H H H r H F F OH
XXVIL22-2 Et H H CH; Pr H F F OH
XXVIL22-3 Et H H CH(CH:); r H F F OH
XXVIl-22-4 Et H H CHCH(CH;), Pr H F F OH
XXVI1I-22-§ Et H H CH;Ph Pr H F F OH
XXVII-22.6 Bt H H CHpindol-3yl Pr H F F OH
XXVII-22.7 Et H H CH.CHSCH; Pr H F F OH
XXVIi-22-8 Et *+ H * ’c H F F OH

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

2980901-}

-544 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00558



Docket No. 60137.0034USU1

Table XX VII-23.

NE RI RZ :R}‘ RSB R4 RS Ré x Y
XXVII-23-1 Pr H H H Pr H F F OH
XXVIE23-2 Pr H H CH, Pt H F F OH
XXVII-23-3 Pr H H CH(CH:), ‘’t H F F OH
XXVIE-234 pr H H CH.CH(CH;), Pr H F F OH
XXVII-23-5 'Pr H H CH:Ph Pr H F F OH
XXVII-23-6 Pr H H CHe-indol-3y] Pr H F F OH
XXVIE23-7 Pr H H CHyCH,SCHs Pr H F F OH
XXVII-238 pr * H * Pt H F F OH

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

Table XXVII-24.

Ne R' R R® R® R R XY
XXVIl-24-1 Bu H H H Pr H F F OH
XXVIl-24-2 Bu H H CH, Pr H F F OH
XXVII-24-3 '‘Bu H H CH(CH;); ’r H F F OH
XXVIl-244 Bu H H CH.CH(CHs» Pr H F F OH
XXVII-24-S Bu H H CH:Ph r H F F OH
XXVII-24-6 'Bu H H CHyindol3vl Pr H F F OH
XXVII-24-7 Bu H H CH,CH)SCH; Pr H F F OH
XXVII-24-8 ‘Bu * H * ’r H F F OH

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

Table XX VI1I-25.

Ne RT R® R* R® . R R R XY
XXVII-25:1 Ph H H H ’r H F F OH
XXVil-2s-2 Ph H H CH; ‘t H F F OH
XXVII-25:3 Ph H H CH(CH,), ’'r H F F OH
XXVIIl-25-4 Ph H H CH:.CH(CH;);, Pr H F F OH
XXVII-25-5 Ph H H CH,Ph r H F F OH
XXVII-25-6 Ph H H CHpyindol3yl Pr H F F OH
XXVII-25-7 Ph H H CH.CHSCH; Pr H F F OH
XXVII-258 Ph * H * ‘ H F F OH

*R” and R™ joined together by (CH;); to form five-membered ring.
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Table XXVII-26.

Ne R’ RZ R*® R® R R° R® X Y
XXVII-26-1 p-Me-Ph H H H Pr H F _F OH
XXVII-262 p-MePh H H CH, P H F F OH
XXVI-263 p-Me-Ph H H CH(CH) P H F F OH
XXVIE264 p-MePh H H CHCH(CH), Pr H F F OH
XXVII-26-5 p-Me-Ph H H CHPh P H F F OH
XXVII-266 p-Me-Ph H H CHrindol-3-yl ’r H F F OH
XXVIE-267 p-MePh H H CHCHSCH, ’r H F F OH
XXVIl-268 p-MePh * H * P H F F OH

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

Table XXVII-27.

Ne R' R® R® R® R R R XY
XXVII-27-1 p-F-Ph H H H ’c H F F OH
XXVII-272 pF-Ph H H CH, Pr H F F OH
XXVII-27-3 p-F-Ph H H CH(CH;), Pt H F F OH
XXVIl-274 pF-Ph H H CHCH(CH) Pcr H F F OH
XXVII-27-5 p-F-Ph H H CH.Ph P H F F OH
XXVII-27-6 p-F-Ph H H CHyindol-3yy Pr H F F OH
XXVII-277 pF-Ph H H CH,CHSCH; Pr H F F OH
XXVII-278 p-F-Ph * H * st H F F OH

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

Table XXVII-28.

N R R® R® R R R R X Y
XXVII-28-1 p-Cl-Ph H H H Pt H F F OH
XXVIl-282 p-Cl-Ph H H CH; r H F F OH
XXVII-28-3 p-Cl-Ph H H CH(CHy), ’r H F F OH
XXVI-284 p-Cl-Ph H H CHCH(CH), Pr H F F OH
XXVII-28-5 p-CI-Ph H H CH:Ph Pr H F F OH
XXVIl-286 p-Cl-Ph H H CHyindol-3y1 Pr H F F OH
XXVII-28-7 p-Cil-Ph H H CHCH.SSCH, Pr H F F OH
XXVIIl-28-8 p-Cl-Ph * H * ’r H F F OH

*R* and R“joined together by (CH;); to form five-membered ring.
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Table XXVII-29.

Ne R R° R® R® R R R XY
XXVII-29-1 p-Br-Ph H H H 'r H F F OH
XXVI1-29-2 p-BPh H H CH;,  H F F OH
XXVII-29-3 p-Br-Ph H H CH(CH;), ‘’r H F F OH
XXVII-29-4 p-Br-Ph H H CH:.CHCH), Pr H F F OH
XXVII-29-5 p-Br-Ph H H CH;Ph ‘' H F F OH
XXVII-29-6 p-Br-Ph H H CHyindol3yl Pt H F F OH
XXVII-29-7 p-Br-Ph H H CH:;CH,SCH, r H F F OH
XXVII-29-83 p-Br-Ph * H * , t H F F OH

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

Table XXVII-30.

Ne R R* R" R® R R R* X Y
XXVll-30-1 p-I-Ph H H H Pt H F F OH
XXVII-30-2 p-I-Ph H H CH; " H F F OH
XXVII-30-3 p-I-Ph H H CH(CH;), ‘" H F F OH
XXVII-30-4 pl-Ph H H CH:.CH(CH;: Pr H F F OH
XXVII-30-5 p-I-Ph H H CH:Ph Pt H F F OH
XXVIE-306 p-I-Ph H H CHyindol3yl ‘Pr H F F OH
XXVII-30-7 p-I-Ph H H CHCHSCH; Pr H F F OH
XXVII-308 p-I.Ph * H * ‘ H F F OH

*R7 and R™ joined together by (CH,); to form five-membered ring.

Table XXVII-31.

Ne RT R° R® R® R R R XY
XXVI-31-1 CH; H H H "Bu H F F OH
XXVII-31-2 CH; H H CH, "Bu H F F OH
XXVH-31-3 CH; H H CH(CHy), Ba H F F OH
XXVII-31-4 CH; H H CH)CH(CH;): "Bu H F F OH
XXVII-31-s CH; H H CH;Ph "Bu H F F OH
XXVII-31-6 CH; H H CHyindol-3yl "Bu H F F OH
XXVII-31-7 CH; H H CHCH,SCH, "Bu H F F OH
XXVII-31-8 CH, * H * "By H F F OH

*R* and R™ joined together by (CHz)s to form five-membered ring.
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Table XX VII-32.

Ne R' R* R*® R® R R R XY
XXVIl-32.1 Bt H H H "Bu H F F OH
XXVIl-322 Et H H CH, "Bu H F F OH
XXVIL323 Et H H CH(CH:), "Bu H F F OH
XXVIE32-4 Et H H CHCH(CH; "Bu H F F OH
XXVII-32-§ Et H H CHPh "Bu H F F OH
XXVII-326 Et H H CHgindol-3yl "Bu H F F OH
XXVII-327 Bt H H CHyCH.SCH; "Bu H F F OH
XXVIl-328 Et * H ¢ "Bu H F F OH

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

Table XXVII-33.

Ne R' R' R* R® R R R XY
XXVI)-33-1 'Pr H H H Bu H F F OH
XXVII-332 Pr H H CH; "Bu H F F OH
XXVIE-33.3 Pr H H CH(CH;) "Bu H F F OH
XXVIE-33-4 ‘Pr H H CH.CH(CH;; "Bu H F F OH
XXVI-335 Pr H H CH.Ph "Bu H F F OH
XXVII-336 ‘Pr H H CHyindol-3y1 "Bu H F F OH
XXVII-337 Pr H H CHXCH.SCH; "Bu H F F OH
XXVII-338 Pr * H * "Bu H F F OH

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

Table XXVII-34,

Ne RT R R* R® R® R R X Y
'XXVII-34-1 Bu H H H "Bu H F F OH
XXVII-342 Bu H H CH, "Bu H F F OH
XXVII-34-3 ‘Bu H H CH(CH;), "Bu H F F OH
XXVIE-344 'Bu H H CHCH(CH; "Bu H F F OH
XXVII-34-5 Bu H H CHPh "Bu H F F OH
XXVIl-34-6 'Bu H H CHy-indol-3-yl "Bu H F F OH
XXVII-347 Bu H H CH,CH,SCH, "Bu H F F OH
XXVIl-34-8 Bu * H * "8u H F F OH

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

29809011

~ 548 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00562



Docket No. 60137.0034USU1

Table XXVII-35.

Ne R' R® R" R¥ R R R XY
XXVII-351 Ph H H H "Bu H F F OH
XXVII-352 Ph H H CH, "B¢u H F F OH
XXVIE-353 Ph H H CH(CH)); "8u H F F OH
XXVII-354 Ph H H CHCH(CH;); "Bu H F F OH
XXVII-355 Ph H H CH:Ph "Bu H F F OH
XXVII-356 Ph H H CHyindol-3.yl "Bu H F F OH
XXVIi-357 Ph H H CH.CHSSCH;, "Bu H F F OH
XXVII-358 Ph * H * "83u H F F OH

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

Table XXVII-36.
Ne R' R* R*® R" R R R XY
XXVII-36-1 p-Me-Ph H H H "Bu H F F OH
XXVII-36-2 p-Me-Ph H H CH, Bu H F F OH
XXVII-36-3 p-Me-Ph H H CH(CH;) "Bu H F F OH
XXVIl-36-4 p-Me-Ph H H CHCH(CHy); "Bu H F F OH
XXVII-365§ p-Me-Ph H H CH:Ph Bu H F F OH
XXVII-366 p-MePh H H CHeindol-3-yl "Bu H F F OH
XXVII-36-7 p-MePh H H CHCH:SCH; "Bu H F F OH
XXVII-368 p-MePh * H * Bu H F F OH
*R” and R™ joined together by (CH,); to form five-membered ring.
Table XXVII-37.
Ne R RT R* R° R R R X Y
XXVI-37-1 p-FPh H H H "Bu H F F OH
XXVII-372 p-F-Ph H H CH; "Bu H F F OH
XXVII-37-:3 p-F-Ph H H CH(CH:): "Bu H F F OH
XXVII-374 p.F-Ph H H CHCH(CH)), "Bu H F F OH
XXVII-37-5 p-F-Ph H H CH;Ph "Bu H F F OH
XXVIL-37-6 p.-F-Ph H H CHpindol3-yl "By H F F OH
XXVI1-37-7 p-F-Ph H H CH,CH,;SCH; "Bu H F F OH
¥

XXVL-37-8 p-F-Ph H * "Bu H F F OH

*R* and R™ joined together by (CH2); to form five-membered ring.
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Table XXVII-38.

Ne R R® R* R® R® R R X Y
XXVI)-38-1 p-Cl-Ph H H H "Bu H F F OH
XXVII-38-2 p-Cl-Ph H H CH, Bu H F F OH
XXVIE-383 p-Cl-Ph H H CH(CH:): "Bu H F F OH
XXVII-384 p-Cl-Ph H H CH,CH(CH): "Bu H F F OH
XXVII-38-5 p-Cl-Ph H H CH:Ph "Bu H F F OH
XXVII-386 p-Cl-Ph H H CHpindol-3yl "Bu H F F OH
XXVII-38-7 p-Cl-Fh H H CHCH;SCH, "Bu H F F OH
XXVIl-38-8 p-Cl-Ph * H * "B3u H F F OH

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

Table XXVII-39.

Ne R R R®" R® R" R R X Y
XXVIl-39-1 p-Be-Ph H H H "Bu H F F OH
XXVII1-39-2 p-Br-Ph H H CH; "Bu H F F OH
XXVII-39-3 p-Br-Ph H H CH(CH;) "Bu H F F OH
XXVII-394 pBr-Ph H H CH.CH(CHs "Bu H F F OH
XXVII-39-5 p-Br-Ph H H CH.Ph "Bu H F F OH
XXVII-39-6 p-Br-Ph H H CHyindol3-yl "Bu H F F OH
XXVII-39-7 p-Br-Ph H H CH.CH:SCH, "Bu H F F OH
XXVII-39-8 p-Br-Ph * H * "Bu H F F OH
*R7 and R™ joined together by (CH,)s to form five-membered ring,
Table XXVI1-40.

Ne iy R® R® R® R R R X Y
XXVII-40-1 p-.Ph H H H Bu H F F OH
XXVIi-40-2 p-I.Ph H H CH; "Bu H F F OH
XXVII-403 p-I-Ph H H CH(CH)), "Bu H F F OH
XXVIl-40-4 pI-Ph H H CHCH(CH), "Bu H F F OH
XXVHl-40-5 p-.Ph H H CH;Ph "Bu H F F OH
XXVI-40-6 p-I.Ph H H CHsindol3-yl "Bu H F F OH
XXVII40-7 pf-Ph H H CHCHSCH; "Bu H F F OH
XXVIl-40-8 p.I.Ph * H * "u H F F OH

*R? and R™ joined together by (CH;); to form five-membered ring.
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Table XXVII-41.

Ne R' R R*®™ R® R RP R®* X Y
XXVIl4l1-1 CH; H H H Bz H F F OH
XXVII41-2 CH; H H CH, Bz H F F OH
XXVIL-41-3 CH; H H CH(CH)): Bz H F F OH
XXVIE41-4 CH; H H CH.CH(CH;; Bz H F F OH
XXVII-41-5 CH; H H CH.Ph Bz H F F OH
XXVIi-41-6 CH; H H CHyindol-3yl Bz H F F OH
XXVIl41-7 CH, H H CHCH.SCHy Bz H F F OH
XXVII-418 CH, * H * Bz H F F OH

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

Table XX VII42.

Ne RT RT R* R® R R R X Y
XXVII42-1 Et H H H Bz H F F OH
XXVIl-42-2 Bt H H CH, Bz H F F OH
XXVII-423 Et H H CH(CH:) Bz H F F OH
XXVIl424 Et H H CHCH(CH). Bz H F F OH
XXVII-42-5 Et H H CHPh Bz H F F OH
XXVIl426 Et H H CHrindol3yl Bz H F F OH
XXVII-42-7 Bt H H CHCHSCH; Bz H F F OH
XXVII-428 Et * H * Bz H F F OH

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

Table XXVI1-43.

Ne RT R R* R® R R RE X Y
XXVIl-43-1 Pr H H H Bz H F F OH
XXVII-432 Pr H H CH;, Bz H F F OH
XXVII43-3 ‘Pr H H CH(CH:) Bz H F F OH
XXVII434 Pr H H CH.CH(CH;) Bz H F F OH
XXVII-43-5 Pr H H CH.Ph Bz H F F OH
XXVII-43-6 Pr H H CHindol-3yl Bz H F F OH
XXVH43-7 Pr H H CH.CHSCH; Bz H F F &#
XXVII-438 pr * H ¢ Bz H F F OH
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*R? and R™ joined together by (CH,); to form five-membered ring.

Table XXVII-44.

Ne R' R° R® R” R" R RR X Y
XXVIi-441 By H H H Bz H F F OH
XXVIi-442 Bu H H CH;, Bz H F F OH
XXVII-44-3 ‘Bu H H CH(CH;): Bz H F F OH
XXVII-444 'Bu H H CH;CH(CHs: Bz H F F OH
XXVIl-445 By H H CHyPh Bz H F F OH
XXVII-44¢-6 'Bu H H CHpindol3-vyl Bz H F F OH
XXVI-447 By H H CH,CH,SCH; Bz H F F OH
XXVIl-44-8 '‘Bu * H * Bz H F F OH

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

Table XXVII-45.

Ne RN R R® R® R R R XY
XXVIl-45-1 Ph H H H Bz H F F OH
XXVII-452 Ph H H CH, Bz H F F OH
XXVII-453 Ph H H CH(CH;) Bz H F F OH
XXVIl-454 Ph H H CH,CH(CH;)» Bz H F F OH
XXVII-455 Ph H H CH:Ph Bz H F F OH
XXVII-456 Ph H H CHrindol3yl Bz H F F OH
XXVII-45.7 Ph H H CHCH.SCH; Bz H F F OH
XXVII-458 Ph * H * Bz H F F OH

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

Table XXVI1I-46.

Ne R R® R® R® R R R XY
XXVIl-46-1 p-Me-Ph H H H Bz H F F OH
XXVII-46-2 p-Me-Ph H H CH, Bz H F F OH
XXVII-46-3 p-Me-Ph H H CH(CH;) Bz H F F OH
XXVIl-46-4 p-Me-Ph H H CH.CH(CH); Bz H F F OH
XXVII-465 p-MePh H H CHPh Bz H F F OH
XXVII-46-6 p-Me-Ph H H CHyindol-3-yl Bz H F F OH
XXVII-46-7 p-MePh H H CH.CH;SCH, Bz H F F OH
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e

Rl

R'.’

R}a

R*

R4

RS

RG

XY

XXVIl-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 XXVII47.
Ne R' R® R* R® R R R XY
XXVII-47-1 p-FPh H H H Bz H F F OH
XXVIl-47-2 p-F-Ph H H CH, Bz H F F OH
XXVII-47.3 p-FPh H H CH(CHy); Bz H F F OH
XXVH-474 p-FPh H H CHCH(CH), Bz H F F OH
XXVII-47-5 p-F-Ph H H CH,Ph Bz H F F OH
XXVI-476 p-FPh H H CHyindol-3yl Bz H F F OH
XXVIL-477 p-F-Ph H H CHCHSCH; Bz H F F OH
XXVIl-478 p-F-Ph * H * Bz H F F OH

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

Table XX V1148,

Ne R RT R® R° R R R X Y
XXVIl-481 p-Cl.Ph H H H Bz H F F OH
XXVIl-48-2 p.Cl-Ph H H CH; Bz H F F OH
XXVII-48-3 p-Cl-Ph H H CH(CH:) Bz H F F OH
XXVIl-48-4 p-Cl-Ph H H CH:CH(CH) Bz H F F OH
XXVIl-485 p-Cl-Ph H H CH;Ph Bz H F F OH
XXVII-48-6 p-Cl-Ph H H CHyindol3yl Bz H F F OH
XXVI}-48-7 p.CloPh H H CHCHSCH;, Bz H F F OH
XXVII-48-8 p-Cl-Ph * H * Bz H F F OH
*R*and R™ joined together by (CH,)s to form five-membered ring.
Table XXVII-49.

Ne R' R° R® R® R R R XY
XXVII-49-1 p-Br-Ph H H H Bz H F F OH
XXVII-49-2 p-Br-Ph H H CH; Bz H F F OH
XXVII-49-3 p-Br-Ph H H CH(CHy); Bz H F F OH
XXVH-49-4 p-Br-Ph H H CHCH(CH;)» Bz H F F OH
XXVIl-49-5 p-Br-Ph H H CH.Ph Bz H F F OH
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Ne

R]

RI

RJ- Rsb R-l

R R

X

Y

XXVI1-49-6
XXVII-49-7
XXVII-49-8

p-Br-Ph H H
p-Br-Ph H H . CHCH.SCH; Bz
H * Bz

p-Br-Ph

*

CHyindol-3-yl Bz H F
H F
H F

F
F
F

OH
OH
OH

*R* and R™ joined together by (CH2): to form five-membered ring.

Table XXVII-50.

e R K R R RN R R XY
XXVIIS0-1 plPh H H H Bz H F F OH
XXVII-50-2 p-.-Ph H H CH; Bz H F F OH
XXVIF503 pI-Ph H H CH(CHy), Bz H F F OH
XXVIL50-4 p-Il.Ph H H CHCH(CH). Bz H F F OH
XXVIF50-5 p-l-Ph H H CH:Ph B H F F OH
XXVIL-50-6 p-I-Ph H H CHyindol3yl Bz H F F OH
XXVIELS0-7 pJPh H H CHCHSCH, Bz H F F OH
XXVII-508 plPh * H * Bz H F F OH

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

e Q@

e |
R% N—P—O

CO,R*

- XXvIll

Table XXVIII-1,
Ne R' R R*" R® R RFEF XY
XXVIH-1-1 CH, H H H CH, H H F OH
XXVIlI-1-2 CH; H H CH; CH, H H F OH
XXVIII-1-3 CH; H H CH(CH)). CH; H H F OH
XXVHI-1-4 CHL H H CH:CH(CH;)» CH, H H F OH
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N RT R’ R® R® R R R X Y

XXVIII-1-5 CH, H CH;Ph CH, H H F OH
XXVIII-1-6 CH;, H CHyindol-3yl CH; H H OH
XXVIIL-1-7 CH, H CHCHSCH, CH; H H OH
XXVIII-1-8 CH; H * CH; H H OH

s T - I
m m o

*R7and R™ joined together by (CH.); to form five-membered ring,

Table XXVIII-2.

Ne R' RZ R* R® K R R XY
XXVIII2-1 EE H H H CHb H H F OH
XXVII2-2 Et H H CH; CH, H H F OH
XXVIE23 Et H H CH(CH;): CH; H H F OH
XXVII24 Et H H CH.CH(CH;, CH, H H F OH
XXVIII-2-5 Et H H CH;Ph CHi H H F OH
XXVII-2-6 Et H H CH-indol-3vl CH; H H F OH
XXVHE-2-7 Et H H CHXCHSCH; CH; H H F OH
XXVII-2-8 Et * H * CH; H H F OH

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

Table XXVIII-3.

Ne R" R R® R® RF R R X Y
XXVII31 Pr H H H CH, H H F OH
XXVII3-2 Pr H H CH; CH; H H F OH
XXVIE3-3 Pr H H CH(CHy), CH;, H H F OH
XXVIII34 Pr H H CHCH(CH)» CH: H H F OH
XXVII-3-5 Pr H H CH:Ph CH, H H F OH
XXVIIE36 Pr H H CHsindol-3yl CHL H H F OH
XXVIII-3-7 Pr H H CHCH:SCH; CH; H H F OH
XXVIII-3-8 Pr * H * CH H H F OH

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

Table XX VIII-4,

Ne R' R R® RP® R R R X Y
XXVlll41 Bu H H H CH H H F OH
XXVIII4-2 Bu H H CH, CH, H H F OH
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N R R R® R® F R R XY
XXVIII43 Bu H H CH(CHy): CH; H H F OH
XXVIll44 Bu H H CH.CH(CH), CH, H H F OH
XXVIIl45 Bu H H CH,Ph CH, H H F OH
XXVIII46 Bu H H CHyindol-3vl CHi H H F OH
XXVIl-4.7 By H H CH,CHSCH; CH; H H F OH
XXVINI48 Bu * H * CH: H H F OH

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

Table XXVIII-5.

N R" RZ R® R* R® KR R X Y
XXVIII-51 Ph H H H CH, H H F OH
XXVII-$2 Ph. H H CH; CHL H H F OH
XXVIII-5-3 Ph H H  CH(CHs) CH; H H F OH
XXVIIl-54 Ph H H CHCH(CH;), CH; H H F OH
XXVII-5-5 Ph H H CH;Ph CH, H H F OH
XXVIII-56 Ph H H CHyindol-3yl CHy H H F OH
XXVIII57 Ph H H CH,CHSCH; CH; H H F OH
XXVIII-58 Ph * H ¢ CH, H H F OH

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

Table XXVIII-6.

e R' R° R® R® RN R R X Y
XXVIII61 pMePh H H H CH;, H H F OH
XXVIll6-2 pMe-Ph H H CH; CH; H H F OH
XXVIII-6-3 p-Me-Ph H H CH(CH,): CH H H F OH
XXVIII-64 pMePh H H CH.CH(CHy); CHs H H F OH
XXVII6-5 p-MePh H H CH:Ph CH, H H F OH
XXVII-6-6 p-MePh H H CHyindol3y1 CHb H H F OH
XXVIII-67 p-Me-Ph H H CHCHSCH, CH; H H F OH
XXVII-6-8 p-Me-Ph * H * CH H H OH
*R¥ and R™" joined together by (CHa); to form five-membered ring,
Table XXVIII-7.

N R RT R* R” R R R XY
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Ne R R R® R® R R K X Y
XXVIll-7-L p-FPh H H H CH; H H F OH
XXVII-7-2 pF-Ph H H CH; CH, H H F OH
XXVIII-7-3  p-F-Ph H H CH(CH,), CH, H H F OH
XXVHI-74 p-FPh H H CHCH(CH;); CH, H H F OH
XXVIIL-7-6 p-FPh H H CHpPh CH, H H F OH
XXVIII-77 p-F-Ph H H CHrindol-3yl Ch H H F OH
XXVII-1-8 pFPh H H CHCHSCH, CH, H H F OH
XXVII-7-20 p-F-Ph * H * CH, H H F OH

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

Table XX VIII-8.

Ne R' R° R® R® R R R X Y
XXVIl$1 pCl-Ph H H H CH, H H F OH
XXVIII-82 p-Cl-Ph H H CH, CH, H H F OH
XXVII8-3 p-Cl-Ph H H CH(CH;): CH, H H F OH
XXVIII-84 p-ClPh H H CHCH(CH). CH, H H F OH
XXVIII8S p-Cl-Ph H H CH;Ph CH, H H F OH
XXVII8-6 p-Cl-lPh H H CHpindol3yl CHy H H F OH
XXVIII-87 pCl-Ph H H CHCHSCH, CH, H H F OH
XXVIII-88 pClPh * H * CH, H H F OH

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

Table XXVIIL-9.

» R R R* R® R RR XY
XXVIE9-1 p-Br-Ph H H H CH H H F OH
XXVIII-9-2 p-Br-Ph H H CH; CH H H F OH
XXVIIE-9-3 p-Br-Ph H H CH(CH;): CHi H H F OH
XXVIII-94 p-Br-Ph H H CH.CH(CH;) CH, H H F OH
XXVIII-9-6 p-Br-Ph H H CH;Ph CH{ H H F OH
XXVIII-9-7 p-Br-Ph H H CHz-indol-3-yf CHs H H F OH
XXV1i1-9-8 pBr-Ph H H CHCH:SCH, CH; H H F OH
XXVIIl-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 XXVIII-10,

Ne R' * R* RP R R R X Y
XXVIII-10-1 p-l-Ph H H H CHi H H F OH
XXVII-10-2 p-lPh H H CH, CHh H H F OH
XXVIN-10-3 p-1-Ph H H CH(CH:); CHi H H F OH
XXVIII-104 pIPh H H CHCH(CH;): CH; H H F OH
XXVII-10-5 p-I-Ph H H CH:Ph CH H H F OH
XXVIII-10-6 p-I-Ph H H CHp-indol-3-yl CHs H H F OH
XXVIIl-16-7 pIlPh H H CH.CH,SCHy CHy H H F OH
XXVII-108 pI-Ph * H * CH H H F OH

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

Table XX VIII-11.

Ne R' R R*™ R® R R R XY
XXVHI-11-1 CH, H H H EtE H H F OH
XXVII-11-2 CH; H H CH;, Et H H F OH
XXVII-11-3 CH; H H CH(CH;), EE H H F OH
XXVIlL-1l44 CH, H H CH.CH(CH). Et H H F OH
XXVII-11-5 CH, H H CH.Ph EE H H F OH
XXVII-116 CH; H H CHy-indol-3yl Et H H F OH
XXVHI-11-7 CH; H H CHCHSCH, Et H H F OH
XXVIII-11-8 CH; * H * EE H H F OH

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

Table XXVIII-12.

Ne R RT R* R® R R R X Y
XXViil-12-1 Et H H H Et H H F OH
XXVIHI-12-2 Et H H CH, Et H H F OH
XXVI-12-3 Et H H CH(CH;); EE H HF OH
XXVIII-124 Et H H CH,CH(CH;); Et H H F OH
XXVHI-12-5 Et H H CH;Ph EE H HF OH
XXVIIL126 Ft H H CHyindol3vl Bt H H F OH
XXVHI-12.7 Et H H CH.CHSCH, Et H H F OH
XXVI]-12-8 Et * H * Et H H F OH

*R* and R™ joined together by (CH2)s to form five-membered ring.
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Table XXVII-13.

N R' R* R®™ R™® R" " R* X Y
XXVHE13-l Pr H H H EE H H F OH
XXVIII-132 Pr H H CH; Et H H F OH
XXVII-13-3 pr H H  CH(CH)), Et H H F OH
XXVHE134 Pr H H CH.CH(CH; Et H H F OH
XXVII-13-5 ‘Pr H H CH;Ph EE H H F OH
XXVIII-136 Pr H H CHpyindol3-yl Et H H F OH
XXVHE13.7 Pr H H CHCHSCH; Et H H F OH
XXVIL138 ‘Pr *+ H * Et H H F OH

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

Table XX VIII-14.
Ne R RT R® R® R R R X Y
XXVIIlFl&1 Bu H H H Et H H F OH
XXVIIE14-2 Bu H H CH; E H H F OH
XXVIIE-143 Bu H H  CH(CH;), EE H H F OH
XXVIIl-l44 ‘Bu H H CH.CH(CH;)» Bt H H F OH
XXVII-145 Bu H H CH:Ph EE H H F OH
XXVIIlFl46 'Bu H H CHpindol-3-yl Et H H F OH
XXVII-147 Bu H H CHCHSCH; Bt H H F OH
-XXVIII-14-8 Bu * H * B H H F OH

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

Table XXVIII-15.

Ne RT R’ R® R® R R R XY
XXVIII-15-1 Ph H H H Et H H F OH
XXVIII-152 Ph H H CH, EtE H H F OH
XXVIII-15-3 Ph H H CH(CH,), EE H H F OH
XXVHI-I54 Ph H H CHCH(CH;); Bt H H F OH
XXVII-155 Ph H H CHPh Et H H F OH
XXVII-156 Ph H H CHyindol3yl Bt H H F OH
XXVI-157 Ph H H CH.CH,SCH; Et H H F OH
XXVIII-158 Ph * H * Et H H F OH

*R¥ and R%Toined together by (CH:z); to form five-membered ring.
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Table XX VIII-16.

N R R® R® R® R* F R* X Y
XXVIII-16-1 p-Me-Ph H H H EE HH F OH
'XXVIII-16-2 p-Me-Ph H H CH; Et H HF OH
XXVIII-16-3 p-Me-Ph H H  CH(CHa): Et H H F OH
XXVIII-164 p-Me-Ph H H CHCH(CH:) Et H H F OH
XXVHI-16-5 p-Me-Ph H H CH:Ph Et H H F OH
XXVIIl-16-6 p-Me-Ph H H CHwindol-3.yl 8 H H F OH
XXVIil-16-7 p-Me-Ph H H CHXCH,sSCHs Et H H F OH
XXVUI-16-8 p-Me-Ph * H * Et H H F OH
*R* and R’" joined together by (CHa)s to form five-membered ring,
Table XXVIII-17.

Ne R! R’ R® R® R R R® X Y
XXVII-17-1 p-F-Ph H H H Et H H F OH
XXVIlI-172 p-F-Ph H H CH, EE H H F OH
XXVII-17-3 p-F-Ph H H CH(CH;), Et H H F OH
XXVIl-174 p-F-Ph H H CH.CH(CH) Et H H F OH
XXVII-17-5 p-F-Ph H H CH.Ph EE H H F OH
XXVII-176 p-F-Ph H H CH:indol-3yl Et H H F OH
XXVI-17-7 p-F-Ph H H CH,CH:SCH; Et H H F OH
XXVIi-17-8 p-F-Ph * H * Et H H F OH
*R? and R™ joined together by (CH,); to form five-membered ring.
Table XXVIII-18.

Ne R' R R®* R® R®* R" R" X Y
XXVII-18-1 p-CI-Ph H H H Et H H F OH
XXVill-18-2 p-Cl-Ph H H CH; Et H H F OH
XXVIl-18-3 p-Cl-Ph H H CH(CH;) Et H H F OH
XXVHI-184 p-Cl-)Ph H H CHXCH(CH;); Et H H F OH
XXVII-18-5 p-CI-Ph H H CH:Ph Et H H F OH
XXVII-18-6 p-Cl-Ph H H CHyindol3-yl t H H F OH
XXVHI-18-7 p-Cl-Ph H H CHCH,SCH; Et H H F OH
XXVIl-188 p-Cl-Ph * H * Et H H F OH

*R¥and R® Jjoined together by (CHa); to form five-membered ring,
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Table XX V11I-19.

Ne R! R* R*® R® R RPR R® X ¥
XXVINl-19-1 p-Br-Ph H H H EE H H F OH
XXVIII-19-2 pBr-Ph H H CH; EE H H F OH
XXVII-19-3 p-Br-Ph H H CH(CH;) Et H H F OH
XXVIII-19-4 p-Br-Ph H H CH,CH(CH;) Et H H F OH
XXVIN-19-5 p-Br-Ph H H CH:Ph Et H H F OH
XXVIN-196 p-Br-Ph H H CHypindol-3-yl Et H H F OH
XXVII-19-7 pBr-Ph H H CH,CHSCH: Et H H F OH
XXVII-198 pBr-Ph * H * EtE H H F OH

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

Table XXVIII-20.

Ne R! R’ R® R® R* R® R®* X ¥
XXVIII-20-1 pl.Ph H H H EE H H F OH
XXVIIl-20-2 p-Ph H H CH; Et H H F OH
XXVIII-20-3 p-I-Ph H H CH(CH;), EtE H H F OH
XXVIN-204 pJ-Ph H H CHCH(CH: Et H H F OH
XXVIIL-20-5 pI-Ph H H CH.Ph Et H H F OH
XXVIII-206 pI-Ph H H CHyindol-3-yl EE H H F OH
XXVIN-20-7 p1-Ph H H CH:.CH,SCH, Et H H F OH

%

XXVIN-20-8 p-l1-Ph H * Et H H F OH

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

Table XXVIII-21,

Ne R' R° R* R® R R R XY
XXVill-2i-1 CH; H H H ‘’r H H F OH
XXVIll-212 CH, H H CH; ’r H H F OH
XXVII-21-3 CH; H H CH(CH), ‘’r H H F OH
XXVII-21-4 CH; H H CHCHICH;, Pr H H F OH
XXVII-21-§ CH, H H CH;Ph ‘r H H F OH
XXVIIL-21-6 CH; H H CHsindol-3yl Pr H H F OH
XXVIII-21-7 CH; H H CH.CHSCH; Pr H H F OH
XXVIll-218 CH, *+ H * ’r HHF OH

*R¥and R® joined together by (CHz); to form five-miembered ring.
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" Table XXVIII-22.

Ne R’ R* R*™ R® R R R* X Y
XXVIll-22<1 Et H H H ’r H H F OH
XXVIII-222 Bt H H CH, Pr H H F OH
XXVIIE-22-3 Bt H H CH(CH;), ’r H H F OH
XXVIl-224 Et H H CHCH(CH;): Pr H H F OH
XXVIII-22-5s Bt H H CH:Ph Pr H H F OH
XXVIIl-226 Et H H CHwindol-3-y} Pr H H F OH
XXVIIE22-7T BB H H CHyCHsSCH; Pr H H F OH
XXVIII-22-8 Et * H * ’r H H F OH

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

Table XXVII-23.

Ne R' R’ R® R® R* R R® X Y
XXVIE-23-1 Pr H H H ’r H H F OH
XXVIIi-23-2 Pe H H CH; ’r H H F OH
XXVI-23-3 Pr H H CH(CH;), ' H H F OH
XXVIIl-234 Pr H H CH:CH(CH;: Pr H H F OH
XXVIII-23-5 ‘P H H CH:Ph 'r H H F OH
XXVIII-236 ‘e H H CHyindol-3y1 Pr H H F OH
XXVIIL-23-7 ‘°r H H CHCH.SCH;, ‘Pr H H F OH
XXVII-23-83 Ppr * H * ‘P H H F OH

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

Table XXVI1I-24.

Ne R' R R® R® R R RRX Y
XXVIII-241 Bu H H H ’r H H F OH
XXVIII-24-2 Bu H H CH, Pr H H F OH
XXVIII-243 ‘Bu H H CH(CH,) ‘'r H H F OH
XXVIIl-244 ‘Bu H H CH.CH(CH;, Pr H H F OH
XXVIII-24-5 Bu H H CH:Ph Pt H H F OH
XXVIll-24-6 ‘Buy H H CHyindol3vi Pr H H F OH
XXVHI-24-7 ‘Bu H H CH.CH,SCH, Pr H H F OH
XXVI}-248 By * H * ‘s H H F OH

*RZand R™® joined together by (CHa); to form five-membered ring.
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Table XXVIII-25.

N R' R* R® R® R* RO R® X Y
XXVIJ-25-1 Ph H H H Pr H H F OH
XXVIll-25.2 Ph H H CH; ’ H H F OH
XXVII-25-3 Ph H H CH(CH:). ’r H H F OH
XXVIIE-25-4 Ph H H CH:CH(CH:) Pr H H F OH
XXVII-25-s Ph H H CH:Ph ’r H H F OH
XXVIIl-25-6 Ph H H CHxindol-3-v1 ’r H H F OH
XXVIIl-25-7 Ph H H CH.CH,SCHy Pr H H F OH
XXVIiI-258 Ph ¢ H * t H H F OH

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

Table XXVIII-26.

Ne R' R* R*™ R® R R" R® X Y
XXVIIl-26-1 p-Me-Ph H H H Pr H H F OH
XXVIII-26-2 p-Me-Ph H H CH; Pr H H F OH
XXVHI-26-3 p-Me-Ph H H  CH(CH;) Pt H H F OH
XXVIll-264 p-Me-Ph H H CH:XCH(CH), Pr H H F OH
XXVIII-26-5 p-Me-Ph H H CH:Ph Pr H H F OH
XXVIlI-26-6 p-MePh H H CHyindol-3v1 Pr H H F OH
XXVIII-26-7 p-Me-Ph H H CH;CH.SCH; ’r H H F OH
XXVIiI-26-8 p-Me-Ph * H * ’'r H H F OH
*R* and R™ joined together by (CHy)s to form five-membered ring.
Table XXVIII-27.

Ne R’ RT R™ R® R RF R XY
XXVHI-27-1 p-F-Ph H H H Pr H H F OH
XXVHE-27-2 p-FPh H H CH; Pr H F OH
XXVII-27-3 p-F-Ph H H CH(CH;) ’t H H F OH
XXVIII-27-4 p-F-Ph H H CHCH(CH), Pr H H F OH
XXVHI-27-5 p-F-Ph H H CH;Ph Pr H H F OH
XXVIII-27-6 p-F-Ph H H CHrindol-3-yl Pr H H F OH
XXVIIl-27-7 p-F-Ph H H CHCHSCH, 'Pr H H F OH
XXVII-278 p-F-Ph * H * Pr H H F OH
*R” and R™ joined together by (CH)s to form five-membered ring.
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Table XX VIII-28.

Ne R' R® R* R® R F R XY
XXVIN-28-1 p-Cl-Ph H H H Pr H H F OH
XXVIII-28-2 p-CI-Ph H H CH,  H H F OH
XXVIII-28-3 p-Cl-Ph H H CH(CH), Pr H H F OH
XXVII-284 p-Cl-Ph H H CH,.CH(CH); ’r H H F OH
XXVIII-28-5 p-Cl-Ph H H CH:Ph ’r H H F OH
XXVIII-286 p-Cl-Ph H H CHzindol3-yl Pr H H F OH
XXVIII-28-7 p-ClPh H H CHCH:SSCHy, Pr H H F OH
XXVIII-28-8 p-Cl-Ph * H *  H H F OH

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

Table XXVIII-29.

Ne R! R' R* R® R "R R X Y
XXVIII-29-1 p-BrPh H H H r H H F OH
XXVIE-29-2 p-Br-Ph H H CH, Pr H H F OH
XXVHI-29-3 p-Br-Ph H H  CH(CH;), ’r H H F OH
XXVII-294 p-Br-Ph H H CH.CH(CH): Pr H H F OH
XXVIIE-295 p-Br-Ph H H CH.Ph t H H F OH
XXVIII-29-6 p-Br-Ph H H CHsindol-3-yl /v H H F OH
XXVIII-29-7 p-Br-Ph H H CH:.CHSCH; Pr H H F OH
XXVIIl-29-8 p-Br-Ph * H * ’r H H F OH

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

Table XXVIII-30.

Ne R’ R® R® R® R R R* X Y
XXVIIl-30-1 pIPh H H H Pr H H F OH
XXVII-30-2 p-I-Ph H H CH; Pr H H F OH
XXVII-30-3 p-l-Ph H H CH(CH;) '’'r H H F OH
XXVIIE-304 pIlPh H H CHCH(CH; Pr H H F OH
XXVIII-30-5 p-1-Ph H H CH:Ph Pr H H F OH
XXVIll-30-6 p-J.Ph H H CHyindol-3-yl Pr H H F OH
XXVII-30-7 p-I-Ph H H CHCH.SCH; Pr H H F OH
XXVII-308 plPh * H ¢ Pt HH F OH

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

29809011

-564 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00578



Docket No. 60137.0034USU1

Table XXVII-31.

Ne R R* R* R" R R R XY
XXVIll-3t-1 CH; H H H "By H H F OH
XXVIIE-31-2 CH, H H CH; "Bu H H F OH
XXVII-31-3 CH;, H H  CH(CH;), Bu H H F OH
XXVIII-31-4 CH; H H CH,CH(CH;), "Bu H H F OH
XXVHI-31-s CH; H H CH.Ph "By H H F OH
XXVIN-31-6 CH; H H CHsxindol-3yl "Bu H H F QOH
XXVIll-31-7 CH, H H CH.CH.SCH, "Bu H H F OH
XXVIil-31-8 CH; = H ¢ "8y H H F OH

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

Table XXVIII-32.

Ne R' R R* R® R® R R X Y
XXVII-32-1 Btk H H H "Bu H H F OH
XXVHE32-2 Bt H H CH; "Bu H H F OH
XXVIII-32-3 Et H H CH(CH;), "Bu H H F OH
XXVIE324 Et H H CH.CH(CH:;» "Bu H H F OH
XXVIII-32-8 Et H H CH.Ph Bu H H F OH
XXVII-326 Et H H CHpindol-3+1 "Bu H H F OH
XXVIN-32-7 Et H H CHCHSCH; "Bu H H F OH
XXVIII-32-8 Et * H * Bu H H F OH

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

Table XXVI1I-33.

Ne R" R® R* R® R R R X Y
XXVIII-33-1 Pr H H H "Bu H H F OH
XXVIll-33-2 Pr H H CH; Bu H H F OH
XXVIN-33-3 ‘’r H H CH(CHy); "Bu H H F OH
XXVIII-334 Pr H H CH.CHCH;); "Ba H H F OH
XXVIII-335 ‘Pr H H CH.Ph "Ba H H F OH
XXVIL-33-6 Pr H H CHyeindol-3yl "Ba H H F OH
XXVIIl-33-7 Pr H H CHCH:SCH;  "Bu H H F OH
XXVHI-33-8 pr * H ¢ "Bu H H F OH

*R% and R® Jjoined together by (CHz); to form five-membered ring.
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Table XXVI1I-34.

Ne R' R* R*® R® R R R XY
XXVIll-34-1 Bu H H H "Bu H H F OH
XXVIII-342 Bu H H CH, u H H F OH
XXVIIL-34-3 Bu H H CH(CH:): "Su H H F OH
XXVIII-344 Bu H H CHCH(CH;): "Bu H H F OH
XXVII-345 ‘Bu H H CH:Ph "8u H H F OH
'XXVII-346 ‘Bu H H CHyindol-3-yl "Bu H H F OH
XXVIll-34-7 Bu H H CH,CH,SCH, "Bu H H F OH
XXVIII-348 ‘Bu * H * "B« H H F OH

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

Table XXVIII-35.
Ne R' R* R® R™ R* R R X Y
XXVIIl-35-1 Ph H H H Bu H H F OH
XXVIIl-35-2 Ph H H CH; "Bu H H F OH
XXVIN-353 Ph H H CH(CH;) "Bu H H F OH
XXVII-354 Ph H H CH:CH(CH:: "Bu H H F OH
XXVIII-355 Ph H H CH:Ph "B3u H H F OH
XXVIIL-356 Ph H H CHindol-3-yl "By H H F OH
XXVIIE-35-7 Ph H H CH.CH;SCH;, "Bu H H F OH
XXVIII-35-8 Ph * H * "Bu H H F OH

*R7 and R joined together by (CHy)s to form five-membered ring.

Table XX VIII-36.

Ne R’ R R® R® R R R X Y
XXVIII-36-1 p-MePh H H H "Bu H H F OH
XXVII-36-2 p-Me-Ph H H CH; "Bu H H F OH
XXVIII-36-3 p-Me-Ph H H CH(CH;), "Bu H H F OH
XXVII-364 p-Me-Ph H H CHCH(CH): "Bu H H F OH
XXVIIl-36-5 p-Me-Ph H H CH;Ph "Bu H H F OH
XXVIII-36-6 p-Me-Ph H H CHpindol-3yl "Bu H H F OH
XXVII-36-7 p-Me-Ph H H CH,CH,SCH, "Bu H H F OH
XXVIIl-36-8 p-Me-Ph * H ¢ "8¢a H H F OH

*R?and R® joined together by (CH.); to form five-membered ring.
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Table XXVIII-37.

Ne R’ R’ R® R® R R R XY
XXVI-37-1 p-F-Ph H H H "Bu H H F OH
XXVII1-372 p-F-Ph H H CH; "Bu H H F OH
XXVIN-37-3 p-F-Ph H H CH(CH;) "B H H F OH
XXVIil-37-4 p-F-Ph H H CH,CH{(CH;): "Bu H H F OH
XXVII-37-5 p-F-Ph H H CH;Ph "Bu H H F OH
XXVII-376 p-F-Ph H H CHxrindol-3.yt "Bu H H F OH
XXVIiL-37-7 pF-Ph H H CH.CHSCH; "Bu H H F OH
XXVII1-378 pFPh * H * 83 H H F OH

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

Table XXVIII-38.

N R R’ R® R® RF R R XY
XXVIlI-38-1 p-ClPh H H H "Bu H H F OH
XXVIII-38-2 p-Cl-Ph H H CH; Ba H H F OH
XXVII-38-3 p-Cl-Ph H H CH(CH;); "Bu H H F OH
XXvil-384 p-Cl-Ph H H CH:.CH(CH;) "Bu H H F OH
XXVIII-38-5 p-Cl-Ph H H CH,Ph "Bu H H F OH
XXVHI-386 p-CI-Ph H H CHrindol-3y! "8Bu H H F OH
XXVIL-38-7 p-CI-Ph H H CH.CH,SCH; "Bu H H F OH
XXVII-388 p-Cl-Ph * H * "Bu H H F OH
*R* and R™ joined together by (CH,); to form five-membered ring.
Table XX VIII-39.

Ne R R® R* R® R R R XY
XXVIII-39-1 p-Br-Ph H H H "Bu H H F OH
XXVIII-39-2 p-Br-Ph H H CH, Bu H H F OH
XXVI1I-39-3 p-Br-Ph H H CH(CH;), "Bu H H F OH
XXVH1-394 p-Br-Ph H H CH)CH(CH;)); "Bu H H F OH
XXVII-39-5 p-Br-Ph H H CH;Ph "Bu H H F OH
XXVIII-39-6 p-Br-Ph H H CHeindol3yl "Bu H H F OH
XXVIIE-39-7 p-Br-Ph H H CH,CH,SCHy, "Bu H H F OH
XXVIll-398 p-Br-Ph * H * Bu H H F OH

*R” and R™ joined together by (CH;); to form five-membered ring.
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Table XXV1I-40.

Ne R' R® R™ R® R® R R X Y
XXVIIl40-1 p-I-ph H H H "Bu H H F OH
XXVIIl-40-2 p-1-Ph H H CH, ™u H H F OH
XXVIII-40-3 p-1-Ph H H CH(CH); "u H H F OH
XXVIl-40-4 p.l-pPh H H CHCH(CH;): "Bu H H F OH
XXVIII-40-5 p-I-Ph H H CH;Ph "Bu H H F OH
XXVIN-40-6 p-I-Ph H H CHyindol-3-yl "Bu H H F OH
XXVIIl-40-7 p-l-Ph H H CHCHSCHy; "Bu H H F OH
XXVIll-40-8 p-I-Ph * H * . "Bu H H F OH
*R* and R joined together by (CH,)s to form five-membered ring.
Table XXVIII-41.

N RT RT R® R® RF R RE X Y
XXVIl-41-1 CH; H H H Bz H H F OH
XXVHI-41-2 CH; H H CH, B: H H F OH
XXVHI-41-3 CH; H H CH(CH;): Bz H H F OH
XXVIll-41-4 CH; H H CHXCH(CH)) Bz H H F OH
XXVHI-41-5 CH, H H CHPh Bz H H F OH
XXVIIl-416 CH; H H CHindol-3yl Bz H H F OH
XXVill-41-7 CHs H H CHCH.SCHs Bz H H F OH
XXVIIl41-8 CH; * H * Bz H H F OH

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

Table XXVIII-42.

N R' R® R*® R® R R R X Y
XXvill421 B W H H Bz H H F OH
XXVIll-42-2 Bt H H CH, Bz H H F OH
XXVIIl42-3 Et H H CH(CH), Bz H H F OH
XXVII-424 Bt H H CHCH(CH), Bz H H F OH
XXVIII-42-5 Et H H CHPh "Bz H H F OH
XXVIIl-492-6 Et H H CH;-indol-3-y]l Bz H H F OH
XXVII-427 Et H H CH,CHSCH, Bz H H F OH
XXVIII-428 Et *+ H * Bz H H F OH

*R”and R™ joined together by (CHa); to form five-membered ring.
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Table XX VIII-43.

N R' R° R® R»® RN R R X Y
XXVHE43-1 Pr H H H Bz H H F OH
XXVIIl43-2 Pr H H CH; B H H F OH
XXVII-43-3 Pr H H CH(CH), Bz H H F OH
XXVII-434 pr H H CHCH(CH;: Bz H H F OH
XXVHI435 Py H H CH:Ph Bz H H F OH
XXVIII-43-6 Pr H H CHgyindol-3-yl Bz H H F OH
XXVII43-7 pr H H CHyCH,SCH, Bz H H F OH
XXVIII-43-8 ‘pr * H * Bz H H F OH

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

Table XX VIII-44.

Ne R' R° R® RP® RF R R XY
XXVIII-44-1 Bu H H H Bz H H F OH
XXVIll-44-2 Bu H H CH, Bz H H F OH
XXVIIl-44-3 ‘Bu H H CH(CHy), Bz H H F OH
XXVIIl-444 Bu H H CH.CH(CH). Bz H H F OH
XXVHI-44-5 Bu H H CH;Ph Bz H H F OH
XXVIIl-44-6 By H H CHyindol3-yl Bz H H F OH
XXVIil44-7T Bu H H CH,CH,SCH;, Bz H H F OH
XXVII1-448 By * H * Bz H H F OH

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

Table XXVII1-45.

Ne R R R* R® R K R X Y
XXVHII45-1 Ph H H H Bz H H F OH
XXVIl-45-2 Ph H H CH: Bz H H F OH
XXVINl-45-3 Ph H H CH(CH;), Bz H H F OH
XXVIIl-454 Ph H H CH)CH(CH;; Bz H H F OQOH
XXVINl-45-5 Ph H H CH:Ph Bz H H F OH
XXVIII-45-6 Ph H H CHyindol-3vl Bz H H F OH
XXVIll45-7 Ph H H CHCH,SCH, Bz H H F OQH
XXVIIl-45-8 Ph * H * Bz H H F OH
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*R? and R™ joined together by (CHz)s to form five-membered ring.

Table XXVIII-46.

Ne R R® R® R® R R X Y
XXVIll-46-1 p-Me-Ph H H H Bz H H F OH
XXVIIl-46-2 p-Me-Ph H H CH, Bz H HF OH
XXVIN-46-3 p-Me-Ph H H CH(CH;), Bz H H F OH
XXVIN-464 p-Me-Ph H H CH:CH(CH:: Bz H H F OH
XXVIII-46-5 p-Me-Ph H H  CHPh Bz H H F OH
XXVIII-466 p-MePh H H CHrindol3yl Bz H H F OH
XXVIII-46-7 p-Me-Ph H H CHCHSCH;, Bz H H F OH
XXVII-46-8 p-MePh * H ¢ Bz H HF OH
*R* and»Rﬂ’ joined together by (CH;z); to form five-membered ring.
Table XXVII1-47.

N R R R® R® RF R R X Y
XXVIil-47-1 p-F-Ph H H H Bz H H F OH
XXVIII-47-2 pF-Ph H H CH; Bz H HF OH
XXVIN-47-3 p-F-Ph H H CH(CH;), Bz H H F OH
XXVIl-474 pF-Ph H H CHCH(CH;) Bz H H F OH
XXVIII-475 p-F-Ph H H CH;Ph Bz H H F OH
XXVIll-476 p-F-Ph H H CHxrindol-3vl Bz H H F OH
XXVIII-47-7 p-F-Ph H H CHCH:SCH; Bz H H F OH
XXVIIl-478 p-F-Ph * H * Bz H H F OH
*R¥and R joined together by (CHa); to form five-membered ring.
Table XXVIII-48.

Ne R R® R* R® RF R R XY
XXVIIl-48-1 p-CI-Ph H H H Bz H H F OH
XXVIII-48-2 p-CI-Ph H H CH, Bz H H F OH
XXVIII-48-3 p-CI-Ph H H CH(CH)), Bz H H F OH
XXVHI-484 p-CI-Ph H H CHCH(CH); Bz H H F OH
XXVII-48-5 p-Cl-Ph H H CHPh B H H F OH
XXVIil-486 p-CI-Ph H H CHrindol-3-yl Bz H H F OH
XXVHI-48-7 p-Cl-Ph H H CH.CH:SCHy, Bz H H F OH
2080901-1 -570 -

Gilead Exhibit 2026
PGR2023-00046 - Page 00584



Docket No. 60137.0034USU1

Ne 3 R® R* R® R R R XY

XXVI}-48-8 p-Cl-Ph * H * Bz H H F OH

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

Table XXVIII-49.

Ne R’ R° R* R R R R XY
XXVIIl49-1 p-BrPh H H H Bz H H F OH
XXVIII-49-2 p-Br-Ph H H CH; Bz H H F OH
XXVIII-49-3 p-BrPh H H CH(CHy), Bz H H F OH
XXVIII-49-4 p-Br-Ph H H CHCH(CH). Bz H H F OH
XXVIII-49-5 p-Br-Ph H H CH.Ph Bz H H F OH
XXVII-49-6 p-Br-Ph H H CH:indol-3-yl Bz H H F OH
XXVIII-49-7 p-Br-Ph H H CHCHSCH; Bz H H F OH
XXVIII-49-8 p-BrPh * H * Bz H H F OH
*R” and R™ joined together by (CHz)s to form five-membered ring.
Table XXVIII-S50.

i) R' R R* R® R R R X Y
XXVII-50-1 pd-Ph H H H Bz H H F OH
XXVIII-50-2 p-I.Ph H H CH; Bz H H F OH
XXVHI-50-3 p-I-Ph H H CH(CH:): Bz H H F OH
XXVII-504 pIPh H H CHCH(CH). Bz H H F OH
XXVII-50-5 p-I-Ph H H CH:Ph Bz H H F OH
XXVI-50-6 pI-Ph H H CHyindol3-yl Bz H H F OH
XXVIILS0.7 pd-Ph H H CHCHSCH; Bz H H F OH
XXVIII-50-8 p-I.Ph * H * Bz H H F OH
*R* and R joined together by (CHa); to form five-membered ring.
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N
Z
R /
R ” N
R N—P—O
>
CO,R* R RS RS
Y X
XXIX
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-i-2 CH, H H CH, CH, H CH, F OH
XXIX-1.3 CH; H H CH(CHy); CH; H CH; F OH
XXIX-14 CH;s H H CH,CH(CHy): CH; H CH; F OH
XXIX-1-§ CH; H H CH,Ph CH; H CH; F OH
XXIX-16 CH; H H CHyindol-3yl CH; H CH; F OH
XXIX-1.7 CH; H H CH.CH.SCH, CH; H CH; F OH
XXIX-1-8 CH; * H * CH, H CH, F OH

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

Table XXIX-2.

Ne R' R* R*® R® R R R X Y
XXIX-221 Et H H H CHy H CH; F OH
XXIX-22 Ft H H CH, CH, H CH; F OH
XXIX-2-3 Et H H CH(CH;), CH; H CH; F OH
XXIX-24 Et H H CHCH(CH;): CH;, H CH, F OH
XXIX-25 Et H H CH:Ph CH; H CH, F OH
XXIX-26 Et H H CHyindol-3yl CH; H CH, F OH
XXIX-27 Bt H H CH.CHSCH;, CH; H CH; F OH
XXIX-28 Et * H * CH, H CH; F OH

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

Table XXIX-3.
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Ne RT R R* R® RF R R XY
XXIX-3-1 Pr H H H CH, H CH, F OH
XXIX-32 Pr H H CH; CH; H CH; F OH
XXIX-3-3 Pr H H CH(CH;), CH; H CH; F OH
XXIX-34 Pr H H CH.CH(CH;; CH; H CH, F OH
XXIX-35 Pr H H CH;Ph CH; H CH; F OH
XXIX-3-6 Pr H H CHyxindol-3-yl CH; H CH; F OH
XXIX-3-7 Pr H H CHCH.SCH, CH, H CH, F OH
XXIX-3-8 or * H * CH; H CH; F OH

*RZand R® joined together by (CHz); to form five-membered ring,

Table XXIX-4.

Ne R R R* R® R R R X Y
XXIX41 Bu H H H CH;, H CH, F OH
XXIX42 By H H CH; CH, H CH, F OH
XXIX4-3 Bu H H CH(CHs), CH, H CH; F OH
XXIX44 Bu H H CH.CH(CH; CH; H CH, F OH
XXIX-4-5 Bu H H CHyPh CH; H CH, F OH
XXIX-46 Bu H H CHyindol3-yl CH, H CH; F OH
XXIX-4-7 Bu H H CH.CH.SCH; CH; H CH; F OH.
XXIX4-8 Bu * H * CH, H CH; F OH

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

Table XXIX-5.

N R* R R* R® R RRR XY
XXIXS51 Ph H H H CH; H CH, F OH
XXIX-5-2 Ph H H CH; CH; H CH; F OH
XXIX-53 Ph H H CH(CH:): CH; H CH; F OH
XXIX54 Ph H H CH.CH(CH), CH; H CH; F OH
XXIX-55 Ph H H CH;Ph CH; H CH; F OH
XXiIX-56 Ph H H CHyindol-3-yl CH; H CH; F OH
XXIX-57 Ph H H CHCHSCH: CH, H CH; F OH
XXIX58 Ph * H +* CHs H CH; F OH

*R* and R” joined together by (CHa)s to form five-membered ring.
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Table XXIX-6.

Ne R R* R* R® R" R R XY
XXIX-6-1 p-Me-Ph H H H CH; H CH; F OH
XXIX-62 p-MePh H H CH; CH, H CH, F OH
XXIX-6-3 p-Me-Ph H H CH(CHy): CH; H CH; F OH
XXIX-64 p-Me-Ph H H CH,CH(CH;: CH; H CH; F OH
XXIX-6-5 p-Me-Ph H H CH:Ph CH; H CH; F OH
XXIX-66 p-Me-Ph H H CHpindol-3-yi CH; H CH; F OH
XXIX-6-7 p-MePh H H CHCH:SSCH, CH; H CH: F OH
XXIX-6-8 p-Me-Ph * H * CH; H CH; F OH
*R? and R°° joined together by (CHz); to form five-membered ring.
Table XXIX-7.

N R R R® R® R R R XY
XXIX-7-1 p-F-Ph H H H CH; H CH; F OH
XXIX-7.2 p-F-Ph H H CH, CH; H CH; F OH
XXIX-7-3 p-F-Ph H H CH(CH)): CHi H CH; F OH
XXIX-74 p-F-Ph H H CHCH(CHy). CH; H CH; F OH
XXIX-76 p-F-Ph H H CH.Ph CHy H CH, F OH
XXIX-7-7 p-F-Ph H H CHsindol-3-vl CH; H CH; F OH
XXIX-78 p-F-Ph H H CHXCHSCH; CH; H CH; F OH
XXIX-7-20 p-F-Ph * H * CH; H CH; F OH
*R* and R™ joined together by (CH,); to form five-membered ring.
Table XXIX-8.

Ne R R® R® R® R R R XY
"XXIX-8-1 p-CllPh H H H CH, H CH; F OH
XXIX-8-2 p-Cl-Ph H H CH; CH; H CH; F OH
XXIX-8-3 p-CI-Ph H H <CH(CH:), CH, H CH; F OH
XXIX-84 p-CI-Ph H H CHCH(CH,), CH; H CH, F OH
XXIX-85 p-Cl-Ph H H CH;Ph CH; H CH; F OH
XXIX-86 p-Cl-Ph H H CHyindol-3-y] CH, H CH, F OH
XXIX-8-7 p-Cl-Ph H H CH,CH,SCH; CH; H CH; F OH
XXIX88 p-Cl-Ph * H * CH, H CH, F OH

*R% and R™ joined together by (CH3); to form five-membered ring.
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Table XXIX-9.

Ne R’ RZ R*® R® R® R R* X Y
XXIX-9-1 p-Br-Ph H H H CH; H CH; F OH
XXIX9-2 p-Br-Ph H H CH; CH; H CH, F OH
XXIX-9-3 p-Br-Ph H H CH(CH;): CHy H CH; F OH
XXIX-9-4 p-Br-Ph H H CHXCH(CH;: CH; H CH; F OH
XXIX-96 p-Br-Ph H H CH;Ph CH; H CH; F OH
XXIX-9-7 p-Br-Ph H H CHrindol-3¥l CH; H CH, F OH
XXIX-9-8 p-Br-Ph H H CHCH,SCH; CHy H CH; F OH
XXIX-9-20 p-Br-Ph * H * CH; H CH; F OH
*R” and R*® joined together by (CHz)s to form five-membered ring.
Table XXIX-10.

Ne R R R® R® R R R X Y
XXIX-10-1 p-I-Ph H H H CH; H CH; F OH
XXiX-10-2 p-I.Ph H H CH; CH; H CH; F OH
XXIX-10-3 p-I-Ph H H CH(CH;) CH; H CH; F OH
XXIX-10-4 p-I.Ph H H CHCH(CH;): CH; H CH; F OH
XXIX-10-5 p-I.Ph H H CH:Ph CH; H CH, F OH
XXIX-10-6 p-I-Ph H H CHyindol-3-yl CH; H CH; F OH
XXIX-10-7 p-I-Ph H H CHXCH:SCHs CH; H CH; F OH
XXIX-108 pI-Ph * H * CH; H CH; F OH

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

Table XXIX-11.

N R R’ R® R® R R R® X Y
XXIX-11-1 CH, H H H Et H CH, F OH
XXIX-11-2 CH; H H CH; Et H CH, F OH
XXIX-11-3 CH; H H CH(CH;): EtE H CH; F OH
XXIX-11-4 CH; H H CH,CH(CH; Et H CH; F OH
XXIX-11-5 CH; H H CH.Ph Et H CH, F OH
XXIX-11-6 CH; H H CHyindol-3-yl B8 H CH, F OH
XXIX-11-7 CH; H H CHCHSCH; Et H CH; F OH
XXIX-11-8 CH, * H * Et H CH, F OH

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

Ne R R® R® R® R B R XY
XXIX-121 &K H H H Bt H CH; F OH
XXIX-122 Bt H H CH Et H CH, F OH
XXIX-123 Et H H CH(CH), Et H CH; F OH
XXIX-12-4 Et H H 'CH;CH(CH;)Z Et H CH; F OH
XXIX-12-5 Et H H CH;Ph Et H CH; F OH
XXIX-126 Et H H CHyrindol-3-yl Bt H CH, F OH
XXiX-12-7 Bt H H CH.CH,SCHy Et H CH, F OH
XXIX-128 Et * H * Et H CH, F OH

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

Table XXIX-13.

Ne R R? R® R® R* R R® X Y
XXIX-13-1 Pr H H H Et H CH, F OH
XXIX-13-2 'Pr H H CH; Et H CH; F OH
XXIX-13-3 ‘Pr H H CH(CH;), Et H CH; F OH
XXIX-134 ‘Pr H H CH.CH(CH;» Bt H CH; F OH
XXIX-13-5 'Pr H H CH:Ph Et H CH, F OH
XXIX-136 Pr H H CHindol-3-yl Bt H CH; F OH
XXIX-13-7 ’Pr H H CHCH,SCH; Et H CH; F OH
XXIX-138 Pr * H * Et H CH; F OH

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

Table XXIX-14.

Ne RT R° R® R® RN R R X Y
XXIX-14-1 Bu H H H Et H CH; F OH
XXIX-142 ‘Bu H H CH;, Et H CH; F OH
XXIX-143 ‘Bu H H CH(CH); Et H CH;, F OH
XXIX-144 ‘Bu H H CH,CH(CH;) Et H CH; F OH
XXIX-14-8 '‘Bu H H CH.Ph Ft H CH, F OH
XXIX-146 ‘Bu H H CHpindol3- Et H CH, OH
vl

XXIX-147 'Bu H H CHCH.SCH Et H CH, F OH
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Ne R R R*® R® R £ R X Y

3

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® R® R* " R* X Y
XXIX-15-1 Ph H H H Et H CH; F OH
XXIX-152 Ph H H CH;, Ft H CH; F OH
XXIX-15-3 Ph H H CH(CH;): Et H CH; F OH
XXIX-154 Ph H H CH.CH(CH). Et H CH, F OH
XXIX-155 Ph H H CH,Ph Et H CH,, F OH
XXIX-156 Ph H H CHyindol-3-yl ¢t H CH; F OH
XXIX-15-7 Ph H H CH;CH,SCH; Et H CH; F OH
XXIX-158 Ph * H * Et H CH; F OH

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

Table XXIX-16.

e R R® R* R® RR R R XY
XXIX-16-1 p-MePh H H H Et H CH; F OH
XXIX-16-2 p-Me-Ph H H CH; Et H CH; F OH
XX1X-16-3 p-Me-Ph H H CH(CH:) Et H CH: F OH
XXIX-16-4 p-MePh H H CHCH(CH). Bt H CH, F OH
XXIX-16-5 p-Me-Ph H H CH:Ph Et H CH; F OH
XXIX-166 p-Me-Ph H H CHyindol-3-yl Et H CH; F OH
XXIX-16-7 p-Me-Ph H H CH.CH.SCH; Et H CH; F OH
XXIX-16-8 p-Me-Ph * H * Et H CH; F OH
*RY and R joined together by (CHz); to form five-membered ring,
Table XXIX-17,

* R R R* RV R R R XY
XXIX-17-1 p-F-Ph H H H Et H CH;s F QH
XXIX-17-2 p-F-Ph H H CH; Et H CH; F OH
XXIX-17-3 p-F-Ph H H CH(CH;) Et H CH; F OH
XXIX-17-4 p-FPh H H CHCH(CH;); Et H CH, F OH
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Ne R R R' R® K R R X Y

XXIX-175 pFPh H H CHpPh Et H CH, F OH

XXIX-17-6 pF-Ph H H CHrindol3-yl 8 H CH. F OH

XXIX-177 pF-Ph H H CHCHSCH, Et H CH, F OH
*

XXIX-17-8 p-F-Ph H

"

EE H CHy F OH

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

Table XXIX-18.

Ne R R® R® R R R R X Y
XXIX-18-1 p-Cl-Ph H H H Et H CH; F OH
XXIX-18-2 p-CI-Ph H H CH, Et H CH, F OH
XXIX-18-3 p-Cl-Ph H H CH(CH); Ft H CH, F OH
XXIX-18-4 p-Cl-pPh H H CH,CH(CH,). Et H CH, F OH
XXI1X-18-5 p-Cl-Ph H H CHPh Et H CH; F OH
XXIX-186 p-Cl-Ph H H CHyindol3-yl Et H CH; F OH
XXIX-18-7 p-Cl-Ph H H CHCH.SCH; Et H CH, F OH
XXIX-18-8 p-CI-Ph * H * Et H CH; F OH

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

Table XXIX-19.

Ne R R* R® R® R " 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 CH, Et H CH; F OH
XXIX-19-3 p-Br-Ph H H CH(CHy): Et H CH; F OH
XXIX-194 p-Br-Ph H H CHCH(CH;»; Et H CH; 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 CHyindol3yl Et H CH; F OH
XXIX-19-7 p-Br-Ph H H CHCH;SCH; Et H CH, F OH
XXIX-19-8 p-Br-Ph * H * Et H CH; F OH

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

Table XXIX-20.

Ne R' R* R™

R3b

RR " R X Y

XXIX-201 piPh H H H
XXIX-202 pI-Ph H H CH,

29809011
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N iy RF R R° R R B XY

XXIX-203 pI-Ph H H CH(CHs), Et H CH, F OH

XXIX-204 pIPh H H CHCH(CH). Et H CH; F OH

XXIX-205 pI-Ph H H CH,Ph Et H CH; F OH

XXIX-206 pI-Ph H H CHyrindol3yl Et H CH; F OH

XXIX-207 pI-Ph H H CHCHSCH, Et H CH, F OH
]

XXIX-20-8 p-I-Ph H * Et H CH; F OH

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

Table XXIX-21.

Ne R R® R*™ R® R RF R X Y
XXiX-21-1 CH, H H H ‘Pr H CH, F OH
XXIX-21-2 CH; H H CH; P« H CH, F OH
XXIX-21-3 CH; H H CH(CH;). ’r H CH, F OH
XXIX-21-4 CH; H H CH,CH(CH;), Pr H CH; F OH
XXIX-21-5 CH; H H CH:Ph r H CH; F OH
XXIX-21-6 CH; H H CHgindol-3yl Pr H CH; F OH
XXIX-21-7 CH; H H CHCH;SCH, ’r H CH, F OH
XXIX-21-8 CH, * H * Pt H CH, F OH

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

Table XXIX-22.

N R R R*® R R " R XY
XXIX-221 Bt H H H ‘Pc H CH; F OH
XXIX-22.2 ¢t H H CH; Pt H CH; F OH
XXIX-223 B¢t H H CH(CH)): Pr H CH; F OH
XXIX-224 Bt H H CHCH(CH; Pr H CHy F OH
XXIX-228 Et H H CH;Ph ‘Pr H CH; F OH
XXIX-22-6 Et H H CHrindol-3-yl '’r H CH; F OH
XXIX-227 Et H H CH,CH,SCH; Pr H CH; F OH
XXIX-228 Et * H ¢ Pr H CH; F OH

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

Table XXIX-23.
No R R° R® R® R R R X Y
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Ne R R* R* R RR R R XY
XXIX-23-1 Pr H H H Pr H CH; F OH
XXIX-232 P’r H H CH; ’r H CH, F OH
XXIX-233 Pr H H CH(CH,), ’r H CH; F OH
XXIX-234 Pr H H CH.CH(CH;, Pr H CH, F OH
XXIX-235 Pr H H CH;Ph 't H CH;, F OH
XXIX-23-6 Pr H H CHrindol-3y1 'Pr H CH; F OH
XXIX-23-7 Pr H H CH.CHSCH, 'Pr H CH, F OH
XXIX-238 Pr * H * 't H CH, F OH

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

Table XXI1X-24.

Ne R R R® R® R R R® X Y
XXIX-2&1 Bu H H H 'Pr H CH; F OH
XXIX-24-2 By H H CH; ‘’Pr H CH; F OH
XXIX-24-3 '‘Bu H H CH(CH;) r H CH, F OH
XXIX-244 Bu H H CH,CH(CH;): Pr H CH; F OH
XXIX-24-5 ‘Bu H H CH;Ph 't H CH; F OH
XXIX-246 'Bu H H CH-indol-3-yl Pr H CH; F OH
XXIX-247 '‘Bu H H CH:CH.SCH, ’r H CH, F OH
XXIX-24.8 By * H ¢ ‘'t H CH, F OH

*R*and R“joi ned together by (CHz)s to form five-membered ring,

Table XXIX-25.

N R R R* R® R " R XY
XXIX-25-1 P H H H Pt H CH; F OH
XXIX-25-2 Ph H H CH, ‘® H CH; F OH
XXIX-253 Ph H H CH(CH,), r H CH; F OH
XXIX-254 Ph H H CH:.CH(CH;)» ‘’r H CH, F OH
XXIX-255 PR H H CH.Ph ‘’r H CH; F OH
XXIX-25-6 Ph H H CHaxindol3-yl Pr H CH; F OH
XXIX-287 Ph H H CH,CHSCH, ‘Pr H CH, F OH
XXIX-258 Ph * H * ‘'t H CH: F OH

*R¥ and R™ joined together by (CHz); to form five-membered ring.
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Table XXIX-26.

o R’ R° R* R® RR " R°® X Y
XXIX-26-1 p-Me-Ph H H H ’r H CH, F OH
XXIX-26-2 p-Me-Ph H H CH, ’r H CH, F OH
XXIX-26-3 p-Me-Ph H H CH(CH:) Pr H CH, F OH
XXIX-26-4 p-MePh H H CH.CH(CH; Pr H CH; F OH
XXIX-26-5 p-Me-Ph H H CH;Ph r H CH; F OH
XXIX-26-6 p-Me-Ph H H CHpindol-3yl Pr H CH; F OH
XXIX-26-7 p-MePh H H CHyCH,SCHy Pr H CHy F OH
XXIX-26-8 p-Me-Ph * H * r H CH; F OH
*R” and R™ joined together by (CH,); to form five-membered ring.
Table XXIX-27.

i) R R* R® R® R R & X Y
XXIX-27-1 p-F-Ph H H H r H CH; F OH
XXIX-27-2 p-F-Ph H H CH, Pr H CH; F OH
XXIX-27-3 p-F-Ph H H CH(CHy), Pr H CHy F OH
XXIX-27-4 p-F-Ph H H CH.CHCH;: ’r H CH; F OH
XXIX-27-5 p-F-Ph H H CH:Ph Pt H CHy F OH
XXIX-27-6 p-F-Ph H H CHyindol-3-yi Pr H CH, F OH
XXIX-27-7 p-F-Ph H H CH.CH,SCH; Pr H CH; F OH
XXIX-278 p-F-Ph * H * ’'r H CH; F OH
*R” and R™ joined together by (CHy)s to form five-membered ring.
Table XXIX-28.

Ne R R® R*® R R R R X Y
XXIX-28-1 p-CIl-Ph H H H Pr H CH, F OH
XXIX-28-2 p-Cl-Ph H H CHs Pr H CH, F OH
XXIX-283 p-Cl-Ph H H CH(CH,). e H CH, F OH
XXIX-28-4 p-Cl-Ph H H CH,CH(CH;); Pr H CH; F OH
XXIX-28-5 p-Cl-Ph H H CH:Ph P’r H CH, F OH
XX1X-28-6 p-Cl-Ph H H  CHa-indol-3-yl P’r H CH, F OH
XXIX-28-7 p-Cl-Ph H H CH,CH,SCH; Pr H CH; F OH
XXIX-28-8 p-Cl-Ph * H * r H CH, F OH

*R*and R joined together by (CH3)s to form five-membered ring.
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Table XXIX-29.

Ne R! R* R*® R® R" R R* X Y
XXIX-29-1 p-Br-Ph H H H Pr H CH; F OH
XXIX-29.2 p-Br-Ph H H CH, ‘’r H CH;, F OH
XXIX-29-3 p-Br-Ph H H CH(CH;), Pt H CH, F OH
XXIX-29-4 p-Br-Ph H H CHCH(CH;); Pr H CH; F OH
XXIX-29-5 p-Br-Ph H H CH:Ph r H CH; F OH
XXIX-29-6 p-Br-Ph H H CHyindol-3yl Pr H CH; F OH
XXIX-29-7 pBr-Ph H H CHCH,SCH; Pr H CH; F OH
XXIX-298 p-Br-Ph * H * Pt H CH; F OH
*R* and R joined together by (CH3); to form five-membered ring,
Table XXIX-30.

Ne R R® R® RP RR R R XY
XXIX-30-1 pJPh H H H r H CH; F OH
XXIX-30-2 p-I-Ph H H CH, t H CH; F OH
XXIX-30-3 p-I-Ph H H CH(CH;), ‘a H CHy F OH
XXIX-30-4 p-I.Ph H H CH,CH(CH;): ’t H CH; F OH
XXIX-30-5 p-I-Ph H H CH:Ph Pt H CH; F OH
XXIX-306 p-I-Ph H H CHyindol-3-yl Pr H CH, F OH
XXIX-30-7 p-IPh H H CH,CH:SCH, Pr H CH; F OH
XXIX-30-8 pI-Ph * H * ‘" H CH, F OH
*R? and R™ joined together by (CHz)s to form five-membered ring,
Table XXIX-31.

Ne R R° R® R® R R RR X Y
XXIX31-'1 CH, H H H "Bu H CH, F OH
XXIX-31-2 CH; H H CH, "By H CH; F OH
XXIX-31-3 CH; H H  CH(CH3): Bu H CH; F OH
XXIX-31.4 CH; H H CH,CH(CH;) "Bu H CH; F OH
XXIX-31-5 CH; H H CH;Ph "By H CH; F OH
XXIX-31.6 CH; H H CHyindol-3yl "By H CH, F OH
XXIX-31-7 CH; H H CH.CH,SCH; "Bu H CH; F OH
XXIX-318 CH; * H # "By H CH; F OH

*Rand R™® joined together by (CHaz); to form five-membered ring.
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Table XXIX-32.

Ne R' R® R® R™ R R R XY
XXIX-32-1 EE H H H “By H CH, F OH
XXIX-322 EE H H CH;. "By H CH; F OH
XXIX-32-3 Et H H CH(CH)), "Bu H CH, F OH
XXIX-32.4 Et H H CHCH(CH); "Bu H CH; F OH
XXIX-32-5 Et H H CH;Ph "Bu H CH; F OH
XXIX-32-6 Et H H CHyxindol-3-yi "Bu H CH; F OH
XXIX-32-7 Et H H CHCH.SCH; “Bu H CH; F OH
XXIX-32-8 Et * H * "Bu H CH: F OH

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

Table XXIX-33.

Ne R R* R* R® R* R R XY
XXIX-33-1 Pr H H H "Bu H CH; F OH
XXIX-33-2 'Pr H H CH;, "Bu H CH; F OH
XXIX-33-3 'Pr H H CH(CH;), "8u H CH; F OH
XXIX-33-4 Pr H H CH.CH(CH; "Bu H CH; F OH
XXIX-335 Pr H H CH:Ph "Bu H CH; F OH
XXIX-33-6 Pr H H CHyindol-3-yl "Bu H CH; F OH
XXIX-33-7 ‘Pr H H CH.CH,SCH; "Bu H CH, F OH
XXIX-33-8 Pr * H * "Bu H CH; F OH

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

Table XXIX-34.

Ne R* R° R* R® R® R R® X Y
XXIX-33-1 Bu H H H "Bu H CH; F OH
XXIX-342 'Bu H H CH; "Bu H CH, F OH
XXIX-34-3 'Bu H H CH(CH,): "Bu H CH; F OH
XXIX-34-4 'Bu H H CH,CH(CH;): "Bu H CH, F OH
XXIX-3¢-5 'Bu H H CH;Ph "Bu H CH; F OH
XXIX-346 ‘Bu H H CHyindol-3yi "Bu H CH, F OH
XXIX-34-7 'Bu H H CH,CH,SCH;, "™Bu H CH; F OH
XXIX-348 '‘Bu * H * Bu H CH; F OH

*R® and R’Bjoined together by (CHz); to form five-membered ring.
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Table XXIX-35.
Ne R R R* R® R® R R XY
XXIX-351 Ph H H H "Bu H CH; F OH
XXIX-35-2 Ph H H CH, "Bu H CH, F OH
XXIX-35-3 Ph H H CH(CH;), "By H CH; F OH
XXIX-35-4 Ph H H CH,CH(CH;);, "Bu H CH; F OH
XXIX-35-5 Ph H H CH.Ph "By H CH; F OH
XXIX-35-6 Ph H H CHyindol3yl "Bu H CH; F OH
XXIX-35-7 Ph H H CH.CH;SCH; "Bu H CH; F OH
XXIX-358 Ph * H * "8y H CH; F OH

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

Table XXIX-36.

N R' R* R® R® R R R XY
XXIX-36-1 p-Me-Ph H H H "Bu H CH; F OH
XXIX-36-2 p-MePh H H CH, "Bu H CH; F OH
XXIX-36-3 p-MePh H H CH(CHy); "Bu H CH; F OH
XXIX-36-4 p-MePh H H CHCH(CH): "Bu H CHy F OH
XXIX-36-5 p-Me-Ph H H CH:Ph "Bu H CH, F OH
XXIX-36-6 p-MePh H H CHyindol3yl "Bu H CH, F OH
XXIX-36-7 p-Me-Ph H H CHCH,SCH; "Bu H CH; F OH
XXIX-36-8 p-MePh * H * "Bu H CH; F OH
*R* and R joined together by (CH,); to form five-membered ring.

Table XXIX-37.

Ne R RT R® R® R R R XY
XXIX-37-1 p-FPh H H H "Bu H CH; F OH
XXIX-372 p-F-Ph H H CH; "Bu H CH; F OH
XXIX-37-3 p-F-Ph H H CH(CH;) Bu H CH, F OH
XXIX-374 p-F-Ph H H CHCH(CH). "Bu H CH; F OH
XXIX-375 p-F-Ph H H CH;Ph "Bu H CH; F OH
XXIX-376 p.-F-Ph H H CHpindol-3-yl "Bu H CH, F OH
XXIX-37-7 p-F-Ph H H CH.CHSCH; "Bu H CH; F OH
XXIX378 p-F-Ph * H * "8u H CH; F OH

*R* and R™ joined together by (CH,)s to form five-membered ring.
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Table XXIX-38.

Ne R R* R® R® R® RFR® X Y
XXIX-38-1 p-Cl-Ph H H H "Bu H CH; F OH
XXIX-38-2 p-Cl-Ph H H CH, "Bu H CH, F OH
XXI1X-38-3 p-Cl-Ph H H CH(CH;). Bu H CH; F OH
XXIX-384 p-Cl-Ph H H CH.CH(CH:): "Bu H CH; F OH
XXIX-38-5 p-Cl-Ph H H CH:Ph "Bu H CH; F OH
XXIX-38-6 p-CI-Ph H H  CHy-indol-3-yl "Bu H CH; F OH
XXiX-38-7 p-Cl-Ph H H CHCHSCH; "Bu H CHy, F OH
XXiX-38-8 p-Cl-Ph * H * "Bu H CH; F OH
*R? and R°° joined together by (CH); to form five-membered ring.
Table XXI1X-39,

Ne R! R’ R® R® R R R X Y
XXIX-39-1 p-Br-Ph H H H "Bu H CH; F OH
XXIX-39-2 p-Br-Ph H H CH; Bu H CH; F OH
XXIX-39-3 p-Br-Ph H H CH(CHy); "Bu H CH; F OH
XX1X-394 p-Br-Ph H H CHCH(CH;); "Bu H CH; F OH
XXIX-39-5 p-Br-Ph H H CH:Ph "Bu H CH; F OH
XXIX-39-6 p-Br-Ph H H CHwindol3-y1 "Bu H CH;, F OH
XXIX-39-7 p-Br-Ph H H CH.CH:SCH; "Bu H CH; F OH
XXIX-398 pBrPh * H * "Bu H CH, F OH
*R* and R’Ejoined together by (CHa); to form five-membered ring.
Table XXIX-40.

Ne R R" R® R® R R R X Y
XXIX~40-1 p-I-Ph H H H Bu H CH; F OH
XXI1X-40-2 p-I-Ph H H CH; "“Bu H CH; F OH
XXIX40-3 p-I-Ph H H CH(CH,), "Bu H CH; F OH
XXIX-40-4 p-l-Ph H H CHCH(CH; "Bu H CH; F OH
XXIX-40-5 p-I.Ph H H CH;Ph "Bu H CH; F OH
XXIX-406 p.I-Ph H H CH;indol-3vl "Bu H CH; F OH
XXIX-40-7 p-l-Ph H H CH;,CH.SCH, "Bu H CH; F OH
XXIX408 p-J.Ph * H * "Bu H CH; F OH

*R¥and R™ joined together by (CHz); to form five-membered ring.
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Table XXIX-41.

No Rl R R® R® R R R XY
XXIX41-1 CH; H H H Bz H CH; F OH
XXIX-41-2 CH;, H H CH, Bz H CH: F OH
XXIX41-3 CH; H H CH(CH:), Bz H CH; F OH
XXIX-41-4 CH, H H CH:CH(CH;; Bz H CH; F OH
XXIX41-5 CH; H H CHPh Bz H CH; F OH
XXIX41-6 CH; H H CHyindol-3-yl Bz H CH; F OH
XXIX41-7 CHy H H CH«CH.SCH, Bz H CH; F OH
XXIX41-8 CH;, * H * Bz H CH; F OH

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

Table XXIX-42.

Ne R' R® R® R® R * R® X Y
XXIX42-1 Et H H H Bz H CH, F OH
XXIX422 E¢t H H CH, Bz H CH; F OH
XXIX-42-3 Et H H CH(CHy); Bz H CH; F OH
XXIX-42.4 Bt H H CHCH(CH;) Bz H CH; F OH
XXIX425 Et H H CH:Ph Bz H CH, F OH
XXIX426 Et H H CHyindol-3-yl Bz H CH; F OH
XXIX427 Et H H CHCH;SCH, Bz H CH, F OH
XXIX-42-8 Et * H * Bz H CH; F OH

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

Table XXIX-43.

Ne R' R° R® R® RR R R X Y
XXIX43-1 Pr H H H Bz H CH; F OH
XXIX43-2 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 CH;Ph Bz H CH; F OH
XXIX43-6 Pr H H CHsindol3yl Bz H CH, F OH
XXIX-43-7 Pr H H CHCH.SCH; Bz H CH; F of
XXIX-438 Pr * H * Bz H CH; F OH
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*R? and R* joined together by (CHy)s to form five-membered ring.

Table XXIX-44.

Ne R' R° R® R” R " K X Y
XXIX-44-1 ‘Bu H H H Bz H CH; F OH
XXIX-44-2 Bu H H CH, Bz H CH; F OH
XXIX-44-3 '‘Bu H H CH(CH;), Bz H CH; F OH
XXIX44-4 Bu H H CH.CH(CH)), Bz H CH; F OH
XXIX44-5 'Bu H H CH;Ph Bz H CH; F OH
XXIX44-6 ‘Bu H H CHyindol-3-yl Bz H CH; F OH
XXIX-44-7 'Bu H H CH.CH,SCH, Bz H CH, F OH
XXIX-44-8 '‘Bu * H * Bz H CH; F OH

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

Table XXIX-45.

Ne R' R° R* R® R " R XY
XXIX45-1 Ph H H H Bz H CH; F OH
XXIX45-2 Ph H H CH; Bz H CHy F OH
XXIX-45-3 Ph H H CH(CH;), Bz H CH, F OH
XXIX-45-4 Ph H H CHyCH(CH:;), Bz H CH; F OH
XXIX45-5 Ph H H CH;Ph Bz H CH; F OH
XXIX-456 Ph H H CHxindol3-yl Bz H CH; F OH
XXIX457 Ph H H CH:CH,SCH; Bz H CH; F OH
XXIX458 Ph * H * Bz H CH; F OH

*R”and R™ joined together by (CH2)s to form five-membered ring.

Table XXIX-46.

N R’ R” R* R R R R XY
XXIX46-1 p-Me-Ph H H H Bz H CH, F OH
XXIX46-2 p-Me-Ph H H CH; B H CHy F OH
XX1X46-3 p-Me-Ph H H CH(CHy): Bz H CH, F OH
XXIX-46-4 p-MePh H H CH.CH(CH;) Bz H CH, F OH
XXIX-46-5 p-Me-Ph H H CH;Ph Bz H CH; F OH
XXIX46-6 p-Me-Ph H H CHpindol-3-y1 Bz H CH; F COH
XXIX-46-7 p-Me-Ph H H CH:CH.SCH; Bz H CH; F OH
2980001-1
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Ne

Rl

R.

RSB R§5

R4

R5

R6

XY

XXIX-46-8 p-Me-Ph *

H

L

Bz H CH,

F OH

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

Table XXIX-47.

Ne R F R* k¢ F R B XY
XXIX471 pF-Ph H H H Bz H CH, F OH
XXIX472 p-F-Ph H H CH, Bz H CH, F OH
XXIX-473 p-F-Ph H H CH(CH), Bz H CH, F OH
XXIX-474 p-E-Ph H H CHCH(CH). Bz H CH; F OH
XXIX47-5 pF-Ph H H CHPh Bz H CH, F OH
XXIX-47-6 pF-Ph H H CHaindol3yl Bz H CH, F OH
XXIX-47.7 pF-Ph H H CH.CH:SCH, Bz H CH, F OH
XXIX478 p-FPh * H * Bz H CH; F OH

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

Table XXIX-48.

Ne R R® R* R® R R R X Y
XXIX-48-1 p-Cl-sPh H H H Bz H CH; F OH
XXIX48-2 p-Cl-Ph H H CH; Bz H CH; F OH
XXIX-48-3 p-Cl-Ph H H CH(CH:): Bz H CH; F OH
XXIX484 p-CI-Ph H H CH.CH(CH)); Bz H CH: F OH
XXIX48-5 p-CI-Ph H H CH;Ph Bz H CH; F OH
XXIX-48-6 p-CI-Ph H' H CHsindol-3-yl Bz H CH; F OH
XXIX-48-7 p-Ci<Ph H H CH:CH:SCH; Bz H CH; F OH
XXIX488 p-Cl-Ph * H * Bz H CH; F OH

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

Table XXT1X-49.

N R RE R® R® RR R R XY
XXIX-491 p-Br-Ph H H H Bz H CH, F OH
XXIX-49-2 p-Br-Ph H H CH; Bz H CH; F OH
XXIX-49-3 p-Br-Ph H H CH(CH;) Bz H CH; F OH
XXIX-494 p-Br-Ph H H CHCH(CH;), Bz H CH; F OH
XXIX-495 p-BrPh H H CH:Ph Bz H CH; F OH
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Ne R RE R® R RF R © X Y
XXIX49-6 p-Br-Ph H H CHyindol-3y1 Bz H CH; F OH
XXIX497 pBr-Ph H H CHCHSCH, Bz H CH: F OH
XXIX-49-8 pBr-Ph * H * Bz H CH, F OH

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

Table XXIX-50.

Ne R'  R° R® R® RR R KR XY
XXIX-50-1 pI-Ph H H H Bz H CH; F OH
XXIX-50-2 p-I-Ph H H CH; Bz H CH; F OH
XXIX-30-3 p-I-Ph H H CH(CH;). Bz H CH; F OH
XXIX-50-4 pI-Ph H H CH.CH(CH;: Bz H CH; F OH
XXIX-50-5 p-I-Ph H H CHPh Bz H CH; F OH
XXIX-50-6 p-I-Ph H H CHrindol-3-yl Bz H CH, F OH
XXIX-50-7 p-J-Ph H H CHCHSCH; Bz H CH; F OH
XXIX-50-8 p-I-Ph * H * Bz H CH, F OH

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

N
7
R? |c|’ /
R® I
N
Rsn\i/Nwrllmo o
A
CO,R? OR! R RS
XXX
Table XXX-1.
Ne R R R R° R K K XY
XXX-1.1 CH, H H H CH, H F H OH
XXX-1-2 CHy H H CH, CHh H F H OH
2980901-)
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Ne R R R° R° R R K X Y
XXX-1-3 CH, H H CH(CHy): CH, H F H OH
XXX-14 CH; H H CHCH(CH); CH, H F H OH
XXX-1-5 CH;, H H CH,Ph CHL H F H OH
XXX-1-6 CH; H H CHyindol-3yl CH, H F H OH
XXX-1-7 CHy H H CH.CH,SCH; CH; H F H OH
XXX-1-8 CH; * H * CH, H F H OH

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

Table XXX-2.

Ne R R R* R® R R R X Y
XXX-2-1 Et H H H CH, H H OH
XXX-2-2 Et H H CH, CH, H F H OH
XXX-2-3 Et H H CH(CH;); CH, H F H OH
XXX-2-4 Et H H CHCH(CH); CH; H F H OH
XXX-2-5 Et H H CH;Ph CH, H F H OH
XXX-26 Bt H H CHyrindol-3v1 CH; H F H OH
XXX-27 Et H H CHCHSCH, CH; H F H OH
XXX-2-8 Et * H * CH, H F H OH

*R* and R’E’joined together by (CH3)s to form five-membered ring,

Table XXX-3.

i RT R R® R® R K R X Y

XXX-3-1 Pr H H H CH, H F H OH
XXX-32 Pr H H CH; CH H F H OH
XXX-3-3 ‘pr H H CH(CH:), CH H F H OH
XXX-3-4 ‘Pt H H CH.CH(CH;), CH; H F H OH
XXX-3-8 ‘pr H H CH:Ph CH, H F H OH
XXX-3-6 Pr H H CHyrindol-3-yl CH; H F H OH
XXX-37 pr H H CHCH,SCH; CH; H F H OH
XXX-38 Pr * H * CH, H F H OH

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

Table X3(X-4.
Ne R" R R*® R™ RP R R XY
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Ne RT R R® R® R R R X Y
XXX4-1 'Bu H H H CH;, H F H OH
XXX4-2 ‘Bu H H CH; CH; H F H OH
XXX-4-3 ‘Bu H H CH(CH;), CH; H F H OH
XXX44 Bu H H CHCH(CH), CHs H F H OH
XXX4-5 Bu H H CH:Ph CH, H F H OH
XXX-46 Bu H H CHyindol-3-yl CH H F H OH
XXX4-7 Bu H H CH.CH,SCH, CH; H F H OH
XXX4-8 'Bu * H = CH; H F H OH

*Rand R joined together by (CHz); to form five-membered ring,

Table XXX-S.

Ne R' R’° R* R® R R R X Y
XXX-5-1 Ph H H H CH; H F H OH
XXX-s-2 Ph H H CH, CH, H F H OH
XXX-5-3 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 CH;Ph CH; H F H OH
XXX56 Ph H H CHpeindol3y) CH, H F H OH
XXX-5-7 Ph H H CHCH:SCH; CH; H F H OH
XXX.58 Ph * H * CH; H F H OH

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

Table XXX-6.

N R R R* R® R R R XY
XXX-6-1 p-MePh H H H CH H F H OH
XXX-6-2 p-Me-Ph H H CH; CH; H F H OH
XXX-6-3 p-Me-Ph H H CH(CH:) CH, H F H OH
XXX-64 pMePh H H CHCH(CH;); CH H F H OH
XXX-6-5 p-Me-Ph H H CH;Ph CH; H F H OH
XXX-6-6 p-MePh H H CHrindol-3yl CHi H F H OH
XXX-6-7 pMePh H H CH.CH:SCH, CH: H F H OH
XXX-68 p-MePh * H * CH; H F H OH

*R* and R” joined together by (CH,); to form five-membered ring.
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Table XXX-7.

Ne R’ TR R® R R R XY
XXX-7-1 p-F-Ph H H H CH; H F H OH
XXX-7-2 p-FPh H H CH; CH H F H OH
XXX-7-3 p-F-Ph H H CH(CH;) CHL H F H OH
XXX-7-4 p-FPh H H CHCH(CH;). CH; H F H OH
XXX-7-6 p-FPh H H CHpPh CH H F H OH
XXX-7-7 pFPh H H CHyrindol3-yl CH; H F H OH
XXX--8 p-F-Ph H H CHCH,SCHs CHy H F H OH
XXX-7-20 p-FPh * H * CH, H F H OH

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

Table XXX-8.

Ne R RZ R® R® R R R X Y
XXX-81 p-Cl-Ph H H H CH, H F H OH
XXX-82 p-CIPh H H CH; CH, H F H OH
XXX-8-3 p-Cl-Ph H H CH(CHy), CH, H F H OH
XXX-8-4 p-Cl.Ph H H CH.CH(CH:): CH, H F H OH
XXX-$-5 p-Cl-Ph H H CHPh CH, H F H OH
XXX-8-6 p-Cl-Ph H H CHyindol-3yl CH; H F H OH
XXX-8-7 p-Cl-Ph H H CH,.CHSCH; CH; H F H OH
XXX-88 p-ClPh * H * CH, H F H OH

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

Table XXX-9.

Ne iy R® R® R® R R R X Y

XXX-9-1 p-Br-Ph H H H CH, H F H OH
XXX9:2 p-Br-Ph H H CH, CH, H F H OH
XXX-9-3 p-Br-Ph H H CH(CH)), CH, H F H OH
XXX-9-4 p-Br-Ph H H CHCH(CH), CH, H F H OH
XXX-9-6 p-B-Ph H H CH;Ph CH, H F H OH
XXX-9-7 p-Br-Ph H H CHsindol-3-yl CHb H F H OH
XXX-9-8 p-Br-Ph H H CHCHSCH; CH, H F H OH
XXX9-20 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 XXX-10.

Ne RY R* R*® R® R* R R X Y
XXX-10-1 p-l.lPh H H H CH H F H OH
XXX-10-2 p-I.)Ph H H CH; CH; H F H OH
XXX-103 p-I.Ph H H CH(CH:): CH, H F H OH
XXX-10-4 p-I-Ph H H CHCH(CH;); CH; H F H OH
XXX-10-5 p-I-Ph H H CH:Ph CH; H F H OH
XXX-10-6 p-I.Ph H H CHpindol-3y1 CHs H F H OH
XXX-10-7 p-[.lPh H H CH.CH,sSCH; CH, H F H OH
XXX-108 p-I-Ph * H * CH, H F H OH

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

Table XXX-11.

Ne R' R R® R® R R" R X Y
XXX-11-1 CH; H H H EE H F H OH
XXX-11-2 CH; H H CH;, EE H F H OH
XXX-11-3 CH; H H CH(CH;), EE H F H OH
XXX-11-44 CHs H H CH,CH(CH;, Et H F H OH
XXX-11-5 CH; H H CH:Ph Et H F H OH
XXX-11-6 CH; H H CHyindol-3-yl Bt H F H OH
XXX-11-7 CH; H H CH,CH.SCH, Et H F H OH
XXX-11-8 CH, * H * Et H F H OH

*R” and R joined together by (CH,)s to form five-membered ring,
2

Table XXX-12.

Ne R' R’ R® R® R* R" R° X Y
XXX-12-1 Et H H H Et H F H OH
XXX-12-2 Et H H CH; EtE H F H OH
XXX-123 Et H H CH(CH;). Et H F H OH
XXX-12-4 Et H H CH,CH(CH;, Et H F H OH
XXX-12-5 Et H H CH;Ph EE H F H OH
XXX-126 Bt H H CHyindol-3yl Bt H F H OH
XXX-127 E¢t H H CHCHSCH; Et H F H OH
XXX-12-8 Et * H * EE H F H OH

*R” and R™ joined together by (CHz); to form five-membered ring.
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Table XXX-13.

Ne R' R® R® R® R R R XY
XXX-13-1 ’r H H H Et H F H OH
XXX-132 Pr H H CH, EE H F H OH
XXX-13-3 'Pr H H CH(CH)): Et H F H OH
XXX-134 ‘Pr H H CH.CH(CH;) Et H F H OH
XXX-13-5 ‘’r H H CH;Ph Et H F H OH
XXX-13-6 Pr H H CHindol-3-yl Bt H F H OH
XXX-13-7 Pr H H CH.CH,SCH; Bt H F H OH
XXX-138 ‘Pr * H * EtE H F H OH

*R7and R°° joined together by (CHy); to form five-membered ring.

Table XXX-14.

Ne R R R® RV R R R X Y
XXX-14-1 Bu H H H Et H F H OH
XXX-14-2 Bu H H CH - Et H F H OH
XXX-14-3 Bu H H CH(CHy), EE H F H OH
XXX-14-4 Bu H H CHCH(CH). Et H F H OH
XXX-14-5 Bu H H CHPh Et H F H OH
XXX-14-6 'Bu H H CHyindol3yl Et H F H OH
XXX-14-7 Bu H H CH,CHSCH; Et H F H OH
XXX-14-8 Bu * H * Bt H F H OH

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

Table XXX-15.

Ne R' K2 R® R® R R R XY
XXX-15-1 Ph H H H Et H F H OH
XXX-15-2 Ph H H CH; Et H F H OH
XXX-153 Ph H H CH(CH,), EtE H F H OH
XXX-154 Ph H H CHCH(CH), Et H F H OH
XXX-15-5 Ph H H CH;Ph EE H F H OH
XXX-15-6 Ph H H CHyindol-3-yi Et H F H OH
XXX-15-7 Ph H H CHCH,SCH; Et H F H OH
XXX-15-8 Ph * H * Et H F H OH

*R? and R™ joined together by (CHz)s to form five-membered ring.
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Table XXX-16.

Ne iy R° R® R® R® R* R® X Y
XXX-16-1 p-Me-Ph H H H EE H F H OH
XXX-16-2 p-Me-Ph H H CH; EE H F H OH
XXX-16-3 p-Me-Ph H H CH(CH:): EE H F H OH
XXX-16-4 p-Me-Ph H H CHCH(CH;: Et H F H OH
XXX-16-5 p-Me-Ph H H CH:Ph Et H F H OH
XXX-16-6 p-Me-Ph H H CHrindol-3-vl Et H F H OH
XXX-16-7 p-MePh H H CHCHSCH;, Et H F H OH
XXX-16-8 p-Me-Ph * H * Et H F H OH

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

Table XXX-17.

Ne- R’ R® R*® R® R" R° R°* X Y
XXX-17-1 pF-Ph H H H Et H F H OH
XXX-172 pF-Ph H H CH, EE H F H OH
XXX-173 pFPh H H CH(CH), Et H F H OH
XXX-174 p-FPh H H CHCHCH), Et H F H OH
XXX-17.5 p.-FPh H H CH:Ph BEHF H OH
XXX-17.6 pFPh H H CHyindol3.y] Bt H F H OH
XXX-177 p-FPh H H CH.CHSCH, Et H F H OH
XXX-17.8 p-F-Ph * H * | EEH F H OH

*R7 and R™ joined together by (CHy); to form five-membered ring.

Table XXX-18.

N 3 K B R° R R R XY
XXX-181 p-Cl-ph H H H Bt H F H OH
XXX-182 p-Cl-Ph H H CH, EtE H F H OH
XXX-183 p-Cl-Ph H H CH(CH), E H F H OH
XXX-184 p-Cl-Ph H H CHCH(CHy), Bt H F H OH
XXX-18-5 p-Cl-Ph H H CH.Ph EE H F H OH
XXX-18-6 p.Cl-Ph H H CHeindol-3-y] Ft H F H OH
XXX-18-7 p-Cl-Ph H H CHCHSCH, Et H F H OH
XXX-18-8 p-Cl-Ph * H * EE H F H OH

*R” and R™ joined together by (CHz); to form five-membered ring.
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Table XXX-19.

Ne R R R R® R R R XY
XXX-19-1 pBr-Ph H H H Et H F H OH
XXX-192 p-Br-Ph H H CH; Et H F H OH
XXX-193 p-Br-Ph H H CH(CH), E H F H OH
XXX-19-4 p-Br-Ph H H CH.CH(CH;): Et H F H OH
XXX-195 p-Br-Ph H H CH:Ph EtE H F H OH
XXX-19-6 p-Br-Ph H H CHrindol-33l Bt H F H OH
XXX-19-7 pBr-Ph H H CH.CHSSCH; Bt H F H OH
XXX-198 p-Br-Ph * H * EE H F H OH

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

Table XXX-20.

Ne R! R’ R® R® R* R° R®* X Y
XXX-20-1 pI.-Ph H H H Et H F H OH
XXX-20-2 p-I.Ph H H CH; Et H F H OH
XXX-20-3 p-I-Ph H H CH(CHy): Et H F H OH
XXX-204 pI.Ph H H CHCH(CH;, Et H F H OH
XXX-20-5 p-I.Ph H H CH:Ph Et H F H OH
XXX-20-6 p-I-Ph H H CHi-indol-3-yl Et H F H OH
XXX-20-7 pIPh H H CH.CHSCH, Et H F H OH
XXX-208 p-I-Ph * H * Et H F H OH

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

Table XXX-21.

Ne R R R* R® R R R XY
XXX2I-1 CH H H H Pr H F H OH
XXX-21-2 CH; H H CH, Pr H F H OH
XXX-21-3 CH; H H CH(CH): r H F H OH
XXX-214 CH, H H CH,CH(CH;), Pr H F H OH
XXX-21-5 CH; H H CH;Ph ‘t H F H OH
XXX-21-6 CH; H H CHyindol-3-yl Pr H F H OH
XXX-21-7 CH H H CH,CH;SCH, Pr H F H OH
XXX-21-8 CH;, * H * ’r H F H OH

*RZand R™ joined together by (CHz)s to form five-membered ring.
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Table XXX-22.

Ne R' R R® R® R RF R X Y
XXX-22-1 Et H H H Pr H F H OH
XXX-22.2 Et H H CH; Pe H F H OH
XXX-22-3 Et H H CH(CHy), Pr H F H OH
XXX-22-4 Et H H CHCH(CH;;, Pr H F H OH
XXX-22-5 Et H H CH;Ph Pt H F H OH
XXX-22-6 Et H H CHyindol-3wi Pr H F H OH
XXX-22-7 Et H H CH)CHSCH; Pt H F H OH
XXX-22-8 Et * H * ‘’“ H F H OH

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

Table XXX-23.

Ne RT R R® R® R K R XY
XXX-23-1 '’Pr H H H r H F H OH
XXX-23-2 'Pr H H CH; Pr H F H OH
XXX-23-3 '‘pr H H CH(CH;), P’ H F H OH
XXX-23-4 'Pr H H CH.CH(CH; ’r H F H OH
XXX-23-5 Pr H H CH:Ph Pt H F H OH
XXX-23-6 Pr H H CHyindol3yl Pr H F H OH
XXX-23-7 '’'r H H CH)CH,SCH; Pr H F H OH
XXX-238 Pr * H * P H F H OH

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

Table XXX-24.

Ne R R’ R* R® R R K X Y
XXX-24-1 Bu H H H ’r H F H OH
XXX-24-2 Bu H H CH, r H F H OH
XXX-24-3 'Bu H H CH(CH;), ’r H F H OH
XXX-24-4 Bu H H CHCH(CH;);, ’r H F H OH
XXX-24-5 ‘Bu H H CH,Ph ’r H F H OH
XXX-24-6 Bu H H CHyindol-3-yl Pr H F H OH
XXX-247 Bu H H CH.CHSCH;, Pr H F H OH
XXX-248 By * H * P H F H OH

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

Ne R' R* R® R® R " R® X Y
XXX-251 Ph H H H Pr H F H OH
XXX-25.2 Ph H H CH, t H F H OH
XXX-25-3 Ph H H CH(CH;): Pr H F H OH
XXX-25-4 Ph H H CH.CH(CH;);: Pr H F H OH
XXX-25-5 Ph H H CH:Ph Pt H F H OH
XXX-25-6 Ph H H CHpindol-3-yl Pr H F H OH
XXX-25-7 Ph H H CHCH.SCH, Pr H F H OH
XXX-258 Ph * H * ’r H F H OH

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

Table XXX-26.
Ne R RT R® R® R R R XY
XXX-26-1 p-MePh H H H Pr H F H OH
XXX-26-2 p-MePh H H CH; Pt H F H OH
XXX-26-3 p-Me-Ph H H CH(CH:) 't H F H OH
XXX-26-4 p-MePh H H CHCH(CH;}: Pr H F H OH
XXX-26-5 p-MePh H H CHPh  H F H OH
XXX-26-6 p-MePh H H CHrindol3y] Pr H F H OH
XXX-26-7 p-MePh H H CH:.CHSCH, Pr H F H OH
XXX-26-8 p-Me-Ph * H * ’r H F H OH

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

Table XXX-27.

i R R’ R® R® R R R XY
XXX-27-1 p-F-Ph H H H ’r H F H OH
XXX-27-2 p-F-Ph H H CH, Pr H F H OH
XXX-27-3 p-F-Ph H H CH(CH;); fr H F H OH
XXX-27-4 p-FPh H H CHCH(CH;), Pr H F H OH
XXX-27-5 p-F-Ph H H CH:Ph Pr H F H OH
XXX-27-6 p-F-Ph H H CHyindol-3-yl Pr H F H OH
XXX-27-7 p-F-Ph H H CH.CH,SCH, Pr H F H OH
XXX-278 p-F-Ph * H * ’r H F H OH

*R* and R™ joined together by (CH;)s to form five-membered ring.
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Table XXX-28.

Ne R’ R® R* R® R R R XY
XXX-28-1 p-Cl-Ph H H H Pr H F H OH
XXX-28-2 p-Cl-Ph H H CH, P H F H OH
XXX-28-3 p-Cl-Ph H H CH(CH;), Pt H F H OH
XXX-28-4 p-ClPh H H CHCH(CHy) Pr H F H OH
XXX-28-5 p-Cl-Ph H H CH;Ph ’r H F H OH
XXX-28-6 p-Cl-Ph H H CHeindol-3-y1 Pr H F H OH
XXX-28-7 p-Cl-Ph H H CH,CH.SCH; P’r H F H OH
XXX-288 p-Cl-Ph ¢ H * ’c H F H OH

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

Table XXX-29.
Ne R R? R®" R® R* " R®* X Y
XXX-29-1 pBr-Ph H H H Pr H F H OH
XXX-29-2 p-Br-Ph H H CH; P’r H F H OH
XXX-29-3 p-Br-Ph H H CH(CH;); P’r H F H OH
XXX-29-4 p-Br-Ph H H CH.CH(CH). Pr H F H OH
XXX-29-5§ p-Be-Ph H H CHPh Pr H F H OH
XXX-29-6 p-Br-Ph H H CHsindol3-yl Pr H F H OH
XXX-29-7 p-Br-Ph H H CHCH,SCH; Pr H F H OH
* H * Pr H F H OH

XXX-29-8 p-Br-Ph

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

Table XXX-30.

Ne R R* R*® R*® R R R X Y
XXX-30-1 p-.Ph H H H Pr H F H OH
XXX-30-2 pI-Ph H H CH; Pt H F H OH
XXX-30-3 p-I-Ph H H CH(CHy), Pr H F H OH
XXX-30-4 pIPh H H CH.CH(CH;), Pr H F H OH
XXX-30-5 p-I.Ph H H CH:Ph ‘® H F H OH
XXX-30-6 p-I-Ph H H CHgxindol-351 Pr H F H OH
XXX-30-7 p-[.-Ph H H CHCHSCH, Pr H F H OH
XXX-308 pIPh * H * cr H F H OH

*R?and R™® joined together by (CHz); to form five-membered ring,
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Table XXX-31.

Ne R' R R® R® R* R F X Y
XXX-31-1 CH; H H H "Bu H F H OH
XXX-31-2 CH; H H CH, Bu H F H OH
XXX-31-3 CH; H H CH(CH;), Bu H F H OH
XXX-31-4 CH; H H CHCCH(CH:: "Bu H F H OH
XXX-31-§ CH; H H CH,Ph "By H F H OH
XXX-31-6 CH; H H CHyindol-3-.yl "Bu H F H OH
XXX-31-7 CHy H H CHCH.SCH;, "Bu H F H OH
XXX.31-8 CH; * H * "Bu H F H OH

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

Table XXX-32.

Ne RT RZ R® R® R R R X Y
XXX-32-1 Et H H H Bu H F H OH
XXX-322 Et H H CH, "By H F H OH
XXX-323 Et H H CH(CHy), 80 H F H OH
XXX-324 Et H H CH.CH(CH:), "Bu H F H OH
XXX-325 Et H H CH:Ph Bu H F H OH
XXX-326 Bt H H CHindol3-yl "Bu H F H OH
XXX-3227 Bt H H CH,CHSCH; "Bu H F H OH
XXX-328 Et * H * "By H F H OH

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

Table XXX-33,
Ne R' R° R® R® R R R X Y
XXX-33-1 Pr H H H "By H F H OH
XXX-332 ‘’Pr H H CH; "Bu H F H OH
. XXX-33-3 '‘Pr H H CH(CH:)» "B H F H OH
XXX-33-4 Pr H H CHCH(CH) "Bu H F H OH
XXX-33-5 ‘’r H H CH;Ph "Bu H F H OH
XXX-33-6 ‘Pr H H CHyindol-3vl "Bu H F H OH
XXX-33-7 Pr H H CHCHSCH; "Bu H F H OH
XXX-33-8 Pr * H ¢ "8y H F H OH

*RZand R™ joined together by (CHz)s to form five-membered ring.
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Table XXX-34.

Ne R' R R*® R® R R R X Y
XXX-34-1 Bu H H H "su H F H OH
XXX-34-2 Bu H H CH; "Bu H F H OH
XXX-34-3 Bu H H CH(CH:), "Bu H F H OH
XXX-344 Bu H H CH,CH(CH); "Bu H F H OH
XXX-34-5 ‘Bu H H CH,Ph "Bu H F H OH
XXX-34-6 Bu H - H CHsindol3-yl "Bu H F H OH
XXX-347 Bu H H CH,CH,SCH; "Bu H F H OH
XXX-34-8 Bu * H * "Bu H F H OH

*R7 and R joined together by (CHz); to form five-membered ring.

Table XXX-35.

Ne R' R* R® R® R R R XY
XXX-35-1 Ph H H H "Bu H F H OH
XXX-35-2 Ph H H CH; Bu H F H OH
XXX-35-3 Ph H H CH(CH;) "By H F H OH
XXX-354 Ph H H CH,CH(CH:: "Bu H F H OH
XXX-35-5 Ph H H CH.Ph "Bu H F H OH
XXX-356 Phh H H CHjindol-3-yl "Bu H F H OH
XXX-35-7 Ph H H CHCH;SCH;, "Bu H F H OH
XXX-35-8 Ph * H * "Bu H F H OH

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

Table XXX-36. ;

Ne R R* R® R* R R R XY
XXX-36-1 p-Me-Ph H H H "Bu H F H OH
XXX-36-2 p-Me-Ph H H CH; "Bu H F H OH
XXX-36-3 p-Me-Ph H H CH(CHy), "Bu H F H OH
XXX-36-4 p-MePh H H CHCH(CH;; "Bu H F H OH
XXX-36-5 p-Me-Ph H H CH;Ph "Bu H F H OH
XXX-36-6 p-Me-Ph H H CHyindol-3-yl "Bu H F H OH
XXX-36-7 p-Me-Ph H H CH,CH;SCH;, "Bu H F H OH
XXX-36-8 p-Me-Ph * H * "Bu H F H OH

*R* and R™ joined together by (CHz); to form five-membered ring.
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Table XXX-37.

Ne R’ TR® R® RF R R X Y
XXX-37-1 p-F-Ph H H H "Bu H F H OH
XXX-37-2 p-F-Ph H H CH; "Bu H F H OH
XXX-37-3 p-FPh H H CH(CH:) "Bu H F H OH
XXX-37-4 p-F-Ph H H CHCH(CH)), "Bu H F H OH
XXX-37-5 p-FPh H H CH:Ph "Bu H F H OH
XXX-37-6 p-F-Ph H H CHrindol3-yl "Bu H F H OH
XXX-37.7 p-FPh H H CH.CH,SCH, "Bu H F H OH
XXX-378 pF-Ph * H * "83u H F H OH

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

Table XXX-38.

Ne R R? R® R® R R R X Y
XXX-38-1 p-Cl-Ph H H H "By H F H OH
XXX-38-2 p-Cl-Ph H H CH; "Bu H F H OH
XXX-38-3 p-Cl-Ph H H CH(CH;) "Bu H F H OH
XXX-33-4 p-Cl-Ph H H CHyCH(CH): "Bu H F H OH
XXX-38-5 p-Cl-Ph H H CH;Ph "Bu H F H OH
XXX-38-6 p-CI-Ph H H CHgpindol-3-yl "By H F H OH
XXX-38-7 p-Cl-Ph H H CH,CH.SCH; "Bu H F H OH
XXX-38-8 p-Cl-Ph * H * "Bu H F H OH

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

Table XXX-39.

Ne R R® R® R° R R R XY
XXX-39-1 p-Br-Ph H H H “Bu H F H OH
XXX-39-2 p-Br-Ph H H CH; "Bu H F H OH
XXX-39-3 p-Br-Ph H H CH(CH)), "Bu H F H OH
XXX-39-4 p-Br-Ph H H CH.CH(CH;; "Bu H F H OH
XXX-39-5 p-Br-Ph H H CH;Ph "Bu H F H OH
XXX-39-6 p-Br-Ph H H CHyindol-3-yl "Bu H F H OH
XXX-39-7 p-Br-Ph H H CHCHSCH; "Bu H F H OH
XXX-39-8 p-Br-Ph * H * "Bu H F H OH

*R”and R™ joined together by (CHz)s to form five-membered ring.
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Table XXX-40.

Ne R R® R*® R® R R R XY
XXX-40-1 p-l.-Ph H H H "Bu H F H OH
XXX-40-2 pI-Ph H H CH; "By H F H OH
XXX-40-3 p-I-Ph H H CH(CH;); "Bu H F H OH
XXX-40-4 p-l-Ph H H CHCH(CH); "Bu H F H OH
XXX40-5 p-I-Ph H H CHPh "Bu H F H OH
XXX-40-6 p-I.Ph H H CHrindol-3-yl "Bu H F H OH
XXX-40-7 plPh H H CHCHSCH; "Bu H F H OH
XXX408 p-I-Ph * H * Bu H F H CH

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

Table XXX-41.

Ne R' R* R* R® R R RR X Y
XXX41-1 CH, H H H Bz H F H OH
XXX41-2 CH;, H H CH, Bz H F H OH
XXX-41-3 CH; H H CH(CH;), Bz H F H OH
XXX-41-44 CH; H H CH,CH(CH; Bz H F H OH
XXX-41-5 CHy H H CH:Ph Bz H F H OH
XXX-41-6 CH;y H H CHxindol-3-y Bz H F H OH
XXX-41-7 CHy H H CH:.CH:SCH; Bz H F H OH
XXX-41-8 CH; * H * Bz H F H OH

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

Table XXX-42.

Ne R' RZ R® R* R R R X Y
XXX42-1 B¢t H H H Bz H F H OH
XXX-42.2 Et H H CH; Bz H F H OH
XXX-42-3 Et H H CH(CH;): Bz H F H OH
XXX-424 Et H H CH,CH(CH;; Bz H F H OH
XXX-42-5 Et H H CHPh Bz H F H OH
XXX-426 Ft H H CHyindol-3yl Bz H F H OH
XXX-42-7 Et H H CH.CH,SCH; Bz H F H OH
XXX-428 Et * H * Bz H F H OH

*R*and R™ joined together by (CHz)s to form five-membered ring,.
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Table XXX-43.

Ne R R R® R® R R R X Y
XXX43-1 Pr H H H Bz H F H OH
XXX432 Pr H H CH, Bz H F H OH
XXX43-3 Pr H H CH(CH), Bz H F H OH
XXX434 ‘Pr H H CH.CH(CH;) Bz H F H OH
XXX43-S ‘’r H H CHPh Bz H F H OH
XXX43-6 Pr H H CHpindol-3y]l Bz H F H OH
XXX43-7 Pr H H CHCH,SCH;, Bz H F H OH
XXX-438 Pr * H * Bz H F H OH

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

Table XXX-44.

Ne RT R° R® R©® R R R X Y
XXX-44-1 Bu H H H Bz H F H OH
XXX44-2 Bu H H CH; Bz H F H OH
XXX443 By H H CHCH), Bz H F H OH
XXX-44-4 Bu H H CH,CH(CH;) Bz H F H OH
XXX-44-5 '‘Bu H H CH:Ph Bz H F H OH
XXX-44-6 By H H CHyindol3yl Bz H F H OH
XXX-44.7 lBu H H CHQCHQSCH:; Bz H F H OH
XXX-44-8 Bu * H * Bz H F H OH

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

Table XXX-45.

Ne R R R® R® R K R X Y
XXX451 Ph H H H Bz H F H OH
XXX452 Ph H H CH; Bz H F H OH
XXX-453 Ph H H CH(CHy), Bz H F H OH
XXX454 Ph H H CHCH(CH;) Bz H F H OH
XXX-455 Ph H H CH;Ph Bz H F H OH
XXX-45-6 Ph H H CHaxrindol3vl Bz H F H OH
XXX457 Ph H H CH.CHSCH; Bz H F H OH
XXX-45-8 Ph * H * Bz H F H OH
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*R? and R™ joined together by (CH,)s to form five-membered ring.

Table XXX-46.

Ne R R” R® R® R R R X Y
XXX46-1 p-Me-Ph H H H Bz H F H OH
XXX-46-2 p-Me-Ph H H CH;, Bz H F H OH
XXX46-3 pMePh H H CH(CH), Bz H F H OH
XXX-46-4 p-MePh H H CHCH(CHy), Bz H F H OH
XXX-46-5 p-Me-Ph H H CH;Ph B H F H OH
XXX-46-6 p-Me-Ph H H CHrindol-3-vl Bz H F H OH
XXX-46-7 p-Me-Ph H H CH.XCH.SCH; Bz H F H OH
XXX-46-8 p-Me-Ph * H * Bz H F H OH

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

Table XXX-47.

e R R° R* R R "R R X Y
XXX47-1 p-F-Ph H H H Bz H F H OH
XXX-47-2 p-F-Ph H H CH; Bz H F H OH
XXX473 pFPh H H CH(CH). Bz H F H OH
XXX-474 pFPh H H CHCH(CH)» Bz H F H OH
XXX-475 p-F-Ph H H CH:Ph Bz H F H OH
XXX-47-6 p-F-Ph H H CHeindol-3yl Bz H F H OH
XXX-47-7 p-FPh H H CHCHSCH, Bz H F H OH
XXX478 p-F-Ph * H * Bz H F H OH

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

Table XXX-48.
Ne R’ R® R* R R R R X Y
XXX-48-1 p-Cl-Ph H H H Bz H F H OH
XXX48-2 p-Cl-Ph H H CH; Bz H H OH
XXX-48-3 p-Cl-Ph H H CH(CH:)» Bz H F H OH
XXX-48-4 p-Cl-Ph H H CH.CH(CH)). Bz H F H OH
XXX48-5 p-Cl-Ph H H CH;Ph Bz H F H OH
XXX48-6 p-Cl-Ph H H CHyindol-3-y1 Bz H F H OH
XXX-48-7 p-Cl-Ph H H CH.CH.SCH;, Bz H F H OH
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Ne R RT R*® R RR K K X Y

XXX-48-8 pCl-Ph * H * Bz H F H OH

*R7and R joined together by (CHz)s to form five-membered ring,

Table XXX-49,

Ne R' R° R* R® R R R XY
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-49-5 p-Br-Ph H H CH:Ph Bz H F H OH
XXX-49-6 pBr-Ph H H CHpindol-3y1 Bz H F H OH
XXX49-7 p-Br-Ph H H CH.CH,SCH;, Bz H F H OH
XXX-49-8 p-Br-Ph * H * Bz H F H OH

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

Table XXX-50.

N R RE R® R® R R R X Y
XXX3501 pIPh H H H ~ Bz H F H OH
XXX-80-2 pIPh H H CH; Bz H F H OH
XXX-503 pIPh H H CH(CH,): Bz H F H OH
XXX-504 pIPh H H CH.CH(CH;); Bz H F H OH
XXX-50-5 p-IPh H H CH:Ph Bz H F H OH
XXX-50-6 pIPh H H CHpindol3-yl Bz H F H OH
XXX-50-7 pdsPh H H CHCH:SCH: Bz H F H OH
XXX-50-8 pIPh * H * Bz H F H OH

*R¥and R joined together by (CHz); to form five-membered ring.
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Table XXXI-1.
Ne R R R® R® R R RXY
XXXI-1-1 CH. H H H CH, H F F OH
XXXLi1-2 CH, H H (H CH, H F F OH
XXXI-1-3 CH; H H CH(CH;): CH;, H F F OH
XXXI-14 CH; H H CH,CH(CH:); CHy H F F OH
XXXI-1-5 CH; H H CHsPh CH;, H F F OH
XXXI1-6 CH; H H CHyindol3-yl CH H F F OH
XXXJ-1-7 CH;s H H CHCHSCH, CH: H F F OH
XXXI1-8 CH;, ¢ H + CH, H F F OH

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

Table XXXI-2.

Ne R' R R*® R® R® R R X Y
XXXI-2-1 Ft H H H CH, H F F OH
XXXI-2:2 Et H H CH; CH H F F OH
XXXI23 Et H H CH(CH;) CH; H F F OH
XXXE24 Et H H CH«CH(CH): CH: H F F OH
XXXI2-5 Et H H CHyPh CH, H F F OH
XXXI-26 Et H H CHyindol-3y] CH; H F F OH
XXXI-2-7 Bt H H CH.CHSCH; CH; H F F OH
XXXI-28 Et * H * CH; H F F OH

*R7 and R™ joined together by (CHz); to form five-membered ring.

Table XXXI-3.
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Ne R' R® R R® R® R R X Y
XXXI-3-1 Pr H H H CHy H F F OH
XXXI-3-2 Prr H H CH;, CH; H F F OH
XXXI3-3 Pr H H CH(CH;), CH, H F F OH
XXXI-34 Pr H H CH,CH(CH;), CH; H F F OH
XXXI35 Pr H H CH,Ph  CH, H F F OH
XXXI36 Pr H H CH:indol-3-yl CH; H F F OH
XXXI3-7 Pr H H CH,CH.SCH, CH, H F F OH
XXXI-38 pr * H * CH; H F F OH

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

Table XXXI-4.
i) R R R® R® R R R XY
XXXl4-1 Bu H H H CH, H F F OH
XXXI4-2 Bu H H CH; CH, H F F OH
XXXI4-3 Bu H H CH(CH), CH, H F F OH
XXXl-44 Bu H H CHCH(CH);, CH; H F F OH
XXXI4-5 Bu H H CHPh CH, H F F OH
XXXI46 Bu H H CHsindol-3vl CHb H F F OH
XXXI-4-7 By H H CH,CH,SCH;, CH; H F F OH
XXXI48 ‘Bu * H * CHy H F F OH

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

Table XXXI-5.

N R" R R* R® R R K XY
XXXI-5-1 Ph H H H CH: H F F OH
XXXI-5-2 Ph H H C(CH; CH; H F F OH
XXX1-5-3 Ph H H CH(CH:): CHt H F F OH
XXXI-54 Ph H H CHCH(CH;)y CH, H F F OH
XXXI-5-5 Ph H H CH,Ph CH; H F F OH
XXXI56 Ph H H CHpindol3yl CH, H F F OH
XXX1-5-7 Ph H H CHXCH.SCH; CH; H F F OH
XXXI-58 Ph * H * CH;: H F F OH

*R? and R™ joined together by (CHz); to form five-membered ring.
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Table XXXI-6.

Ne R RF R* R® R R R XY
XXXI-6-1 p-Me-Ph H H H CH: H F F OH
XXX1-6-2 p-MePh H H CH; CH H F F OH
XXXI-6-3 p-Me-Ph H H CH(CHy) CH; H F F OH
XXXI1-6-4 p-MePh H H CH:.CH(CH;) CH; H F F OH
XXXI-6-5 p-Me-Ph H H CH:Ph CH; H F F OH
XXX1-6-6 p-Me-Ph H H CHypindol-3-yl CH; H F F OH
XXXI6-7 p-Me-Ph H H CH,CHsSCH; CH: H F F OH
XXX1-6-8 p-Me-Ph * H * CH; H F F OH

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

Table XXXI-7.

Ne R R® R® R® R R R X Y
XXXI-7-1 p-FPh H H H CH H F F OH
XXXI-7-2 p-F-Ph H H CH; CH, H F F OH
XXXI-7-3 p-F-Ph H H CH(CHy) CH H F F OH
XXXI-74 p-FPh H H CHCH(CH)» CH, H F F OH
XXXI-76 p-FPh H H CHPh CHb H F F OH
XXXI-7-7 p-FPh H H CHpindol3-yl CH; H F F OH
XXXI-7.8 p-FPh H H CH.CHSCH; CH; H F F OH

*

XXXI-7-20 p-F-Ph H * CH, H F F OH

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

Table XXXI-8.

Ne R' RT R® R® R R R X Y
XXXI-8-1 p-Cl-Ph H H H CH; H F F OH
XXXI-82 p-ClPh H H CH; CH, H F F OH
XXXI-8-3 p-Cl-Ph H H CH(CH) CH, H F F OH
XXXI-84 p-C-Ph H H CH,CH(CH; CH; H F F OH
XXXI-8-5 p-CI-Ph H H CH;Ph CH; H F F OH
XXX1-86 p-Cl-Ph H H CHpindol-3yl CH, H F F OH
XXXI-8-7 p-Cl-Ph H H CHCH.SCH; CH, H F F OH
XXXI8-8 p-ClPh * H * CH, H F F OH

*R” and R™ joined together by (CH3)s to form five-membered ring.
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Table XXXI1-9.

Ne R’ > R® R® R R R X Y
XXXI9-1 p-BrPh H H H CH; H F F OH
XXXI19-2 pBrPh H H CH, CHh H F F OH
XXXI9-3 p-Br-Ph H H CH(CH:), CH; H F F OH
XXXI-94 p-Br-Ph H H CH.CH(CH;. CH; H F F OH
XXXI-9-6 p-Br-Ph H H CHPh CH; H F F OH
XXX1-9-7 p-Br-Ph H H CHgrindol-3-yl CH; H F F OH
XXXI98 p-Br-Ph H H CHCHSCH; CHs H F F OH
XXXE19-20 p-Br-Ph * H * CH; H F F OH

*R7and R joined together by (CH,)s to form five-membered ring,

Table XXXI-10.

Ne R' R® R* R R* R R X Y
XXXI-10-1 pI-Ph H H H CH, H F F OH
XXXI-10-2 p-.Ph H H CH, CH, H F F OH
XXXI-103 p-IPh H H CH(CHy) CH, H F F OH
XXXI-10-4 p-I.Ph H H CHCH(CH), CH: H F F OH
XXXI-10-5 plPh H H CHPh CH; H F F OH
XXXI-10-6 p-I-Pk H H CHyindol3yl CH, H F F OH
XXXI-10-7 p--Ph H H CHCHSCH; CH; H F F OH
XXXI-10-8 p-I-Ph * H * CH; H F F OH

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

Table XXXI-11.

Ne R R® R® R® R RFR XY
XXXI-11-1 CH; H H H Et H F F OH
XXXI-11-2 CH, H H CH; Et H F F OH
XXXI-11-3 CH; H H  CH(CH)): EE H F F OH
XXXI-11-4 CH, H H CHCH(CH), Et H F F OH
XXXI-11-5 CH; H H CH.Ph EE H F F OH
XXX1.116 CH; H H CHgindol3yl t H F F OH
XXXI-11-7 CH, H H CH.CHSCH, Et H F F OH
XXXI-11-8 CH;, * H ¢ EE H F F OH

*R¥and R™® joined together by (CHa); to form five-membered ring.
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Table XXXI-12.

Ne R' R R® R® RR R R XY
XXXl-1221 Et H H H Et H F F OH
XXXI-122 Et H H CH; EE H F F OH
XXXI-12-3 Bt H H CH(CH)): Et H F F OH
XXXJ-124 Et H H CH,CH(CH;; Et H F F OH
XXXI-12-§ EE H H CH:Ph Et H F F OH
XXXI-126 Et H H CHgindol3yl EtE H F F OH
XXXE12:7 EE H H CHCH,SCH, Bt H F F OH
XXXI-12-8 Et * H = Et H F F OH

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

Table XXXI-13.

Ne R' R R® R*® R R R X Y
XXXI-13-1 Pr H H H Et H F F OH
XXXI132 'Pr H H CH; Et H F F OH
XXXI133 pr H H CH(CH;), Et H F F OH
XXXI-134 Pr H H CH.CH(CH)) Et H F F OH
XXXI-135 Pr H H CH.Ph Et H F F OH
XXXI36 Pr H H CHrindol-3yl Et H F F OH
XXXI-13-7 Pr H H CHCHSCH; Et H F F OH
XXXI-138 Pr * H * Et H F F OH

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

Table XXXI-14.

Ne R' R* R* R*® R* R R X Y
XXXI-14t ‘Bu H H H EE H F F OH
XXXI-14-2 ‘Bu H H CH, Et H F F OH
XXXI-14-3 ‘Bu H H  CH(CH;): EtE H F F OH
XXXI-144 Bu H H CH;CH(CH;), EE H F F OH
XXXI-145 ‘Bu H H CH;Ph EE H F F OH
XXXI-14-6 ‘Bu H H  CHyindol-3-yl FF H F F OH
XXXI-14-7 Bu H H CH:CH,SCH; Et H F F OH
XXXI-148 Bu * H * EtE H F F OH

*R” and R™® joined together by (CH;); to form five-membered ring,
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Table XXXI-15.

N R' R® R*™ R® R R R XY
XXXI-15-1 Ph H H H EE H F F OH
XXXI152 Ph H H CH, Et H F F OH
XXXI-153 Ph H H CH(CH:): Et H F F OH
XXXI-1544 Ph H H CH,CH(CH;); Et H F F OH
XXXI-155 Ph H H CHPh Et H F F OH
XXXI-15-6 Ph H H CHyindol-3yl EE H F F OH
XXXJ-15-7 Ph H H CH.CHSCH; Et H F F OH
XXXI-158 Ph * H * EE H F F OH

*R7and R joined together by (CHz)s to form five-membered ring.

Table XXXI-16.
N R R' R® R® R R R XY
XXXI-16-1 p-Me-Ph H H H EE H F F OH
XXXI-16-2 p-Me-Ph H H CH; Et H F F OH
XXXI-16-3 p-Me-Ph H H CH(CHj): EE H F F OH
XXXI-16-4 p-Me-Ph H H CHCH(CH) Bt H F F OH
XXXI-16-5 p-Me-Ph H H CH.Ph EtE H F F OH
XXXI-16-6 p-Me-Ph H H CHyindol-3-yl Et H F F OH
XXXI-16-7 p-MePh H H CH,CHSCH; Et H F F OH
XXXI-168 p-MePh * H * EE H F F OH

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

Table XXXI-17.

Ne R’ R® R* R® R R R X Y
XXXI-17-1 p-F-Ph H H H Et H F F OH
XXXI-17-2 p-F-Ph H H CH, Et H F F OH
XXXI-17-3 p-F-Ph H H CH(CH;: EE H F F OH
XXXI-17-4 p-F-Ph H H CHCH(CH;), Et H F F OH
XXXI-17-5 p-F-Ph H H CH:Ph Et H F F OH
XXXI-176 p-F-Ph H H CHpindol3yl ¢ H F F OH
XXXI-17-7 p-F-Ph H H CHCHSCH; Et H F F OH
XXXI-17-8 p-F-Ph * H * EtE H F F OH

*R” and R™ joined together by (CH3)s to form five-membered ring.
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Table XXXI-18.

Ne R R* R® R® R* R° R X Y
XXXI-18-1 p-CI-Ph H H H EtE H F F OH
XXXL182 pCl-Ph H H CH, Et H F F OH
XXXI-18-3 p-CI-Ph H H CH(CH;): Et H F F OH
XXXI-18-4¢ p-Cl-Ph H H CH.CH(CH; Et H F F OH
XXXI-18-5 p-Cl-Ph H H CH;Ph Et H F F OH
XXXI-18-6 p-CI-Ph H H CHypindol-3-yl Et H F F OH
XXXI-187 p-Cl.Ph H H CH.CH8CH;, Et H F F OH
XXXI-188 p-Cl-Ph * H * EtE H F F OH

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

Table XXXI-19.

Ne R R R® R® RR R R XY
XXXE19-1 p-Br-Ph H H H Et H F F OH
XXXI-192 p-Br-Ph H H CH, EE H F F OH
XXXI19-3 p-BrPh H H CH(CHy); EE H F F OH
XXXI-194 pBrPh H H CH.CHCH): Bt H F F OH
XXXI-19-5 p-Br-Ph H H CH:Ph EE H F F OH
XXXI-19-6 pBr-Ph H H CHwrindol3yl EE H F F OH
XXXI-19-7 p-Br-Ph H H CHCHSCH, Et H F F OH
XXXI-19-8 p-Br-Ph * H * Et H F F OH

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

Table XXXI-20.

Ne R R R* R RFR R XY
XXXI-20-1 p-I-Ph H H H EE H F F OH
XXXI-202 p-I-Ph H H CH, EE H F F OH
XXXI-20-3 p-I-Ph H H CH(CHy), EE H F F OH
XXXI-20-4 p-Ph H H CHCH(CH;), Bt H F F OH
XXXI-20-5 p-I-Ph H H CH:Ph EtE H F F OH
XXXI-206 p.I.Ph H H CHyindol-3yl ¢ H F F OH
XXXI1-20-7 p-I.Ph H H CHCHSCH; Et H F F OH
XXXI-208 p-I.Ph * H * EE H F F OH

*R% and R joined together by (CH2)s to form five-membered ring.
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Table XXXI-21.

No R R R® R® R R R X Y
XXX1-21-1 CH; H H H Pr H F F OH
XXXI21-2 CH; H H CH; Pc H F F OH
XXXI-21-3 CH; H H CH(CH)). Pt H F F OH
XXXI-21-4 CH; H H CHCH(CH;, Pr H F F OH
XXXI-21-55 CH; H H CH.Ph t H F F OH
XXXI21-6 CH; H H CHxindol3-yl Pr H F F OH
XXXI-21:7 CH; H H CH.CH,SCH, ’Pr H F F OH
XXX1-21-8 CH; * H * t H F F OH

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

Table XXXI1-22.
Ne R' RT R® R® R F R XY
XXXI22-1 Bt H H H r H F F OH
XXXI-222 Et H H CH, Pr H F F OH
XXXE223 Et H H CH(CH;); ’Pc H F F OH
XXXI-22.4 Bt H H CHCH(CH;: Pt H F F OH
XXXI-225 B¢t H H CHPh ‘P H F F OH
XXXI226 Bt H H CHyindol3-yl Pr H F F OH
XXX1-22-7 Et H H CH,CHSCH; Pr H F F OH
XXXI-228 Et * H * e H F F OH

*R7 and R™ joined together by (CHa)s to form five-membered ring.

Table XXX1-23.

Ne R" R R® R® R R R X Y
XXXI23-1 Pr H H H r H F F OH
XXXI-23-2 ‘Pr H H CH, Pr H F F OH
XXXI-23-3 'Pr H H CH(CH;), ‘r H F F OH
XXXI-23-4 Pr H H CH.CH(CH;, Pr H F F OH
XXXI-23-5 Pr H H CH:Ph ‘' H F F OH
XXX1236 ‘pPr H H CHsindol-3-y1 Pr H F F OH
XXXI-237 Pr H H CHCHSCH; Pr H F F OH
XXXI238 Pr ¢+ H * ‘e H F F OH

*RZ and R™ joined together by (CH,); to form five-membered ring.
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Table XXX1-24.

Ne R R R® R® R R RXY
XXXI-24-1 Bu H H H r H F F OH
XXXI-242 ‘Bu H H CH; ™ H F F OH
XXXI-24-3 'Bu H H CH(CH)) t H F F OH
XXXI-2¢-4 Bu H H CHCH(CH;); r H F F OH
XXXI-24-5 '‘Bu H H CH;Ph ‘’t H F F OH
XXXI-24-6 Bu H H CHyindol3yt r H F F OH
XXXI-2¢.7 Bu H H CH:.CH.SCH; Pr H F F OH
XXXI-248 Bu * H * ‘*! H F F OH

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

Table XXXI-25.

Ne R' R® R®* R® R R R® X Y
XXXI-25-1 Ph H H H P H F F OH
XXXI-252 Ph H H CH, Pt H F F OH
XXXI-25-3 Ph H H CH(CHy): ‘’ H F F OH
XXXI-25-4 Ph H H CHCH(CHy): P H F F OH
XXXI-25-§ Ph H H CH;Ph ’ H F F OH
XXXI-256 Ph H H CHxindol-3-yi Pr H F F OH
XXXI-25-7 Ph H H CH.CHSCH; ‘’r H F F OH
XXXI-25-8 Ph * H * ‘’ H F F OH

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

Table XXX1-26.

Ne R RE R® R® R R R X Y
XXXI-26-1 p-Me-Ph H H H Pr H F F OH
XXXI1-26-2 p-MePh H H CH, r H F F OH
XXX1-26-3 p-Me-Ph H H CH(CH;), 't H F F OH
XXXI-26-4 p-MePh H H CH.CH(CH;); ‘r H F F OH
XXXI-26-5 p-Me-Ph H H CH;Ph Pr H F F OH
XXX1-26-6 p-Me-Ph H H CHy-indol-3yl ‘Pr H F F OH
XXX1-26-7 p-Me-Ph H H CHCHSCH; r H F F OH
XXXI-26-8 p-Me-Ph * H * " H F F OH

*R* and R® joined together by (CHz); to form five-membered ring.
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Table XXXI-27.

Ne R R® R® R® R R R XY
XXXI-27-1 p-F-Ph H H H Pr H F F OH
XXXI27.2 p-F-Ph H H CH; e H F F OH
XXXI-27-3 p-F-Ph H H CH(CH;) ’r H F F OH
XXXI-27-4 p-F-Ph H H CHCH(CH;; Pr H F F OH
XXXI-27-5 p-F-Ph H H CH;Ph cr H F F OH
XXXI-27-6 p-F-Ph H H CHyindol-3-yl Pr H F F OH
XXX12%-7 pFPh H H CHCHSCH, Pr H F F OH
XXXJ-27-8 p-F-Ph * H * t H F F OH

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

Table XXXI-28.

N R R? R® R® RR R R XY
XXXI-28-1 p-Cl-Ph H H H r H F F OH
XXXI-28-2 p-Cl-Ph H H CH, Pr H F F OH
XXXI-28-3 p-Cl-Ph H H CH(CHy), t H F F OH
XXXI-28-4 p-Cl-Ph H H CH,CHCH;). Pr H F F OH
XXXI-28-5 p-CI-Ph H H CH,Ph Pt H F F OH
XXXI-286 p-Cl-Ph H H CHyindol-3yl Pr H F F OH
XXXJ-28-7 p-Cl-Ph H H CH.CH:SCH; Pr H F F OH
XXX1-28-8 p-Cl-Ph * H * r H F F OH

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

Table XXXI-29.

Ne R R® R* R R R R X Y
XXXI1-29-1 p-Br-Ph H H H Pr H F F OH
XXXI-29-2 p-Br-Ph H H CH; Pt H F F OH
XXXI-29-3 p-Br-Ph H H CH(CHy) ’r H F F OH
XXXI-29-4 p-Br-Ph H H CH.CH(CH;; Pr H F F OH
XXXI-29-5 p-Br-Ph H H CHPh r H F F OH
XXX1-29-6 p-Br-Ph H H CH;-indol-3-yl P H F F OH
XXX}-29-7 p-Br-Ph H H CHCH;SCH; Pr H F F OH
XXXI-29-8 p-Br-Ph * H * Pr H F F OH

*R” and R™ joined together by (CH3); to form five-membered ring.
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Table XXXI-30.

Ne R R® R® R® R R R XY
XXXI-30-1 p--Ph H H H r H F F OH
XXXI-30-2 p-lPh H H CH;, ™ H F F OH
XXXI-30-3 p-I-Ph H H CH(CHy), 't H F F OH
XXXI-30-4 p-I-Ph H H CH:.CH(CH;; Pr H F F OH
XXXI-30-5 p-I-Ph H H CH;Ph ’t H F F OH
XXXI-30-6 p-I.Ph H H CHwindol3-yl Pr H F F OH
XXXI-30-7 pJ-Ph H H CHCHsSCH; Pr H F F OH
XXXI-30-8 p-I-Ph * H * t H F F OH

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

Table XXXI-31.

N Rl R' R® R® R R R X Y
XXXI31-1 CHs H H H "Bu H F F OH
XXXI31-2 CH; H H CH; "8Bu H F F OH
XXXI-31-3 CH; H H CH(CH;), "8u H F F OH
XXX1-31.4 CHi H H CH.CH(CH;; "Bu H F F OH
XXXI-31.5 CHy H H CH:.Ph "Bu H F F OH
XXXI-31-6 CH; H H CHyindol3vl "Bu H F F OH
XXXI-31-7 CH; H H CH:CH,SCH;, "Bu H F F OH
XXXI-318 CH; * H * "Bu H F F OH

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

Table XXXI-32.

Ne R' R R® R® R R R X Y
XXXI-32-1 Et H H H "Bu H F F OH
XXXI-32-2 Et H H CH; "Bu H F F OH
XXXI-323 Et H H CH(CHy). "Bu H F F OH
XXXI-32-4 Et H H CHCH(CH})» "Bu H F F OH
XXXI-325 Et H H CHyPh “Bu H F F OH
XXXI1-326 Bt H H CHpindol-3yl "By H F F OH
XXX1-32.7 Bt H H CH,.CH.SCH; "Bu H F F OH
XXXI-328 Et * H ¢ ‘B¢ H F F OH

*R*and Rijoined together by (CHa)s to form five-membered ring.
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Table XXXI-33. -

Ne R' R° R* R® R R R XY
XXX133-1 Pr H H H "Bu H F F OH
XXXI-33-2 Pr H H CH;: "Bu H F F OH
XXXI-33-3 '’r H H CH(CH)); "Bu H F F OH
XXXI-33-4 Pr H H CH.CH(CH;: "Bu H F F OH
XXXI-33-5 '’rr H H CH:Ph "Bu H F F OH
XXXJ-336 ‘Pr H H CHpindol3yl "Bu H F F OH
XXXI-33-7 Prr H H CH:CH,SCH; "Bu H F F OH
XXXI1-338 pr * H * "Bu H F F OH

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

Table XXXI-34.
Ne R" R’ R® R® R R R X Y
XXXI-34-1 Bu H H H "Bu H F F OH
XXXI-34¢-2 Bu H H CH, 8u H F F OH
XXXI-34-3 'Bu H H CH(CH;) "Bu H F F OH
XXXI-34-4 Bu H H CH;CH(CH): "™Bu H F F OH
XXXI-34-5 Bu H H CH:Ph "Bu H F F OH
XXXI-346 'Bu H H CHyindol-3-y1 "Bu H F F OH
XXXE347 Bu H H CH,CH.SCH; "Bu H F F OH
XXXE-34-8 'Bu * H = "Bu H F F OH

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

Table XXXI-35.

Ne - R' R* R®™ R® R R R XY
XXXI-35-1 Ph H H H "Bu H F F OH
XXXI-352 Ph H H CH; "Bu H F F OH
XXXI-35-3 Ph H H CH(CH;) "Bu H F F OH
XXXI-354 Ph H H CH,CH(CH;, "Bu H F F OH
XXXI1-35-5 Ph H H CH,Ph "Bu H F F OH
XXXI-356 Ph H H CHpindol3yl "By H F F OH
XXXI-357 Ph H H CH,CH.SCH; "Bu H F F OH
XXXI-358 Ph * H * "8y H F F OH

*R*and R™ joined together by (CHy); to form five-membered ring.
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Table XXXI1-36.

Ne R R® R® R® R R R X Y
XXXI-36-1 p-Me-Ph H H H "Bu H F F OH
XXXI-36-2 p-MePh H H CH, ™u H F F OH
XXXI-36-3 p-Me-Ph H H CH(CHy), "Bu H F F OH
XXXI-36-4 p-Me-Ph H H CH,CH(CH; "Bu H F F OH
XXXI-36-5 p-Me-Ph H H CH:Ph "8 H F F OH
XXXI-36-6 p-Me-Ph H H CHrindol-3-yl "Bu H F F OH
XXX1-36-7 p-Me-Ph H H CH.CHSCHs "Bu H F F OH
XXXI-36-8 pMePh * H * "Bu H F F OH

*R7and R joined together by (CH,); to form five-membered ring.

Table XXXI-37.

N R RT R® R® RF R K XY
XXXI-37-1 p-F-Ph H H H "Bu H F F OH
XXXI-37-2 p-F-Ph H H CH, "Bu H F F OH
XXXI-37-3 p-F-Ph H H CH(CH) "Bu H F F OH
XXXI-37-4 p-F-Ph H H CH.CH(CH;. "Bu H F F OH
XXXI-37-5 p-F-Ph H H CH:Ph "u H F F OH
XXXI-37.6 p-F-Ph H H CHpindol-3-y1 "Bu H F F OH
XXXI-37-7 p-FPh H H CH,CHSCHs "Bu H F F OH
XXXI-37-8 p-F-Ph * H * "Bu H F F OH

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

Table XXXI-38.

e R R R® R R® R R XY
XXX1-38-1 p-Cl-Ph H H H "Bu H F_F OH
XXXI-38-2 p-Cl-Ph H H CH; Bu H F F OH
XXXI-383 p-Cl-Ph H H CH(CHy), "Bu H F F OH
XXX1-38-4 p-ClPh H H CHCH(CH;); "Bu H F F OH
XXXI-38-5 p-CI-Ph H H CH,Ph "Bu H F F OH
XXX1-386 p-Cl-Ph H H CHyindol3yl "Bu H F F OH
XXXI-38-7 p-Cl-Ph H H CHCH,SCH, "Bu H F F OH
XXXI388 p-Cl-Ph * H * "By H F F OH

*R* and R™ joined together by (CH2)s to form five-membered ring.
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Table XXXI-39.
Ne R' RZ R® R® R R R X Y
XXXI-39-1 p-Br-Ph H H H "Bu H F F OH
XXX1-392 p-Br-Ph H H CH, "By H F F OH
XXXI-30-3 pBrPh H H CH(CH), "u H F F OH
XXXI-39-4 p-Br-Ph H H CHCH(CH:: "Bu H F F OH
XXXI-39-5 p-Br-Ph H H CH:Ph "Bu H F F OH
XXXI-39-6 p-Br-Ph H H CHrindol-3-yl "Bu H F F OH
XXXI-39-7 p-Br-Ph H H CHCHSCH, "Bu H F F OH
XXX}-39-8 p-Br-Ph * H * "Bu H F F OH

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

Table XXXI-40.

Ne R R® R* R® R R R X Y
XXXI40-1 p-I-Ph H H H "Bu H F F OH
XXXI-40-2 p-I.Ph H H CH; "Bu H F F OH
XXXI-40-3 p-[lPh H H CH(CHy) "Bu H F F OH
XXXI40-4 p-I.Ph H H CHCH(CH): "Bu H F F OH
XXXI-40-5 p.].)Ph H H CH:Ph "Bu H F F OH
XXXI40-6 p-I-lPh H H CHyindol-3-yl "Bu H F F OH
XXXI-40-7 p-I-Ph H H CHCHSCH; "Bu H F F OH
XXXI40-8 p-I.Ph * H * "Bu H F F OH

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

Table XXXI-41.

Ne R" R’ R™ R* R RR R® X Y
XXXI41-1 CH; H H H Bz H F F OH
XXXI-41-2 CH, H CH, Bz H F F OH
XXXI-41-3 CH; H H CH(CHy): Bz H F F OH
XXXI41-4 CH; H H CH,CH(CH;, Bz H F F OH
XXXI41-5 CH, H H CH:Ph Bz H F F OH
XXXI41-6 CH, H H CHyindol-3yl Bz H F F OH
XXXI41-7 CH, H H CH.CH;SCH, Bz H F F OH
XXXI418 CH, * H ¢ Bz H F F OH

*R* and R™ joined together by (CH;); to form five-membered ring.
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Table XXX1-42.

Ne R' R’ R® R® R R R X Y
XXXI-42-1 Et H H H Bz H F F OH
XXXI422 Et H H CH, Bz H F F OH
XXXI42-3 Bt H H CH(CH)), Bz H F F OH
XXXI42-4 E¢t H H CHCH(CH), Bz H F F OH
XXXI42-5 Et H H CH:Ph Bz H F F OH
XXXI42-6 Et H H CHgpindol-3-yi Bz H F F OH
XXXI-42.7 Bt H H CHCH.SCHy Bz H F F OH
XXXI428 Et * H ¢ Bz H F F OH

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

Table XXXI-43.

Ne R R* R® R® R R R X Y
XXXI431 Pr H H H Bz H F F OH
XXXI432 Pr H H CH, Bz H F F ON
XXXI433 '’Pr H H CH(CH;), Bz H F F OH
XXX143-4 Pr H H CHCH(CH; Bz H F F OH
XXXI1435 ‘’rr H H CH:Ph Bz H F F OH
XXXI436 Pr H H CHxrindol-3y] Bz H F F OH
XXXI-43-7 Pr H H CH,.CHSSCH, Bz H F F OH
XXX1438 Pr * H * Bz H F F OH

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

Table XXXI-44.

Ne R' R’ R*® R® RN R R X Y
XXXI44-1 'Bu H H H Bz H F F OH
XXXI44-2 Bu H H CH: Bz H F F OH
XXXI-44-3 By H H CH(CH) Bz H F F OH
XXXI444 '‘Bu H H CHCH(CH): Bz H F F OH
XXXI44-5 '‘Bu H H CH:Ph Bz H F F OH
XXXI-44-6 'Bu H H CHrindol3v1 Bz H F F OH
XXXI44-7 'Bu H H CH.CH.SCH; Bz H F F OH
XXXI44-8 'Bu * H * Bz H F F OH
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*R? and R™ joined together by (CH2); to form five-membered ring.

Table XXXI-45.

Ne R'" R* R*" R” R R R XY
XXXI45-1 Ph H H H Bz H F F OH
XXX1452 Ph H H CH, Bz H F F OH
XXX1-453 Ph H H CH(CH)): Bz H F F OH
XXXI45-4 Ph H H CHCH(CH;), Bz H F F OH
XXXI-45-5 Ph H H CH;Ph Bz H F F OH
XXX1-45-6 Ph H H CHyindol-3-yl Bz H F F OH
XXX1457 Ph H H CHyCH;$CH; Bz H F F OH
XXX1-45-8 Ph * H * Bz H F F OH

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

Table XXXI-46.

Ne R RT R® R® R R R XY
XXX146-1 p-MePh H H H Bz H F F OH
XXXI1-46-2 p-Me-Ph- H H CH; Bz H F F OH
XXXI-46-3 p-Me-Ph H H CH(CH;) Bz H F F OH
XXX146-4 p-Me-Ph H H CH.CH(CH): Bz H F F OH
XXXI-46-5 p-Me-Ph H H CH:Ph Bz H F F OH
XXXI-46-6 p-Me-Ph H H CHyindol-3-yl Bz H F F OH
XXX1-46-7 p-MePh H H CH.CH:SCH; Bz H F F OH
XXXl-46.8 p-Me-Ph ¢ H * Bz H F F OH

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

Table XXXI-47.

Ne R' R° R*® R® R®" R R° X Y
XXXI-47-1 p-F-Ph H H H Bz H F F OH
XXX1-47-2 p.F-Ph H H CH, Bz H F F OH
XXXI47-3 p-F-Ph H H CH{CH;) Bz H F F OH
XXXI-474 p-F-Ph H H CHCH(CH;): Bz H F F OH
XXXI-47-5 p-F-Ph H H CH;Ph Bz H F F OH
XXXI476 p-F-Ph H H CHjindol-3-yl Bz H F F OH
XXX147-7 p-F-Ph H H CHCH:SCHs Bz H F F OH
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Ne

Rl

RT R* R®

R4

RS

R6

XY

XXX1-47-8

p-F-Ph

*

H

Bz H F F OH

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

Table XXXI-48.

Ne R R* R* R® R R R XY
XXXI48-1 p-CI-Ph H H H Bz H F F OH
XXXI-48-2 p-Cl-<Ph H H CH, Bz H F F OH
XXX1-48-3 p-Cl-Ph H H CH(CH;), Bz H F F OH
XXXI-48-4 p-Cl-Ph H H CHCH(CH); Bz H F F OH
XXXI1-48-5 p-Cl-Ph H H CH:Ph Bz H F F OH
XXX1-48-6 p-Cl-Ph H H CHrindol-3y1 Bz H F F OH
XXXI-48-7 p-Cl-ph H H CH.CH.SCH; Bz H F F OH
XXXI-48.8 p-Cl-Ph * H * Bz H F F OH

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

Table XXXI-49.

N R R® R® R R R R X Y
XXXI49-1 pBrPh H H H Bz H F F OH
XXXI-49-2 p-Br-Ph H H CH, Bz H F F OH
XXXI49-3 p-Br-Ph H H CH(CH:): Bz H F F OH
XXX149-4 p-Br-Ph H H CH.CH(CH)). Bz H F F OH
XXXI-49-5 p-Br-Ph H H CH;pPh Bz H F F OH
XXXI-49-6 p-Br-Ph H H CHyindol3yl Bz H F F OH
XXXI-49-7 p-Br-Ph H H CHCH:SCH; Bz H F F OH
XXX1-498 p-Br-Ph * H * Bz H F F OH

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

Table XXXI-50.

Ne R' R* R*® R® R R R XY
XXXI-50-1 p-I-Ph H H H Bz H F F OH
XXXI-50-2 p-I-Ph H H CH; Bz H F F OH
XXXI-50-3 p-I.Ph H H CH(CH;). Bz H F F OH
XXXI-50-4 p-I.Ph H H CHXCH(CH;» Bz H F F OH
XXX1-50-5 p-I'Ph H H CH,Ph Bz H F F OH
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Ne R R° R* R® R R R X Y
XXXI-50-6 pI-Ph H H CHwindol3yl Bz H F F OH
XXXI-50-7 pIPh H H CHCHSCH; Bz H F F OH
XXXI-50-8 p-I.Ph * H * Bz H F F OH

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

R2

R3b I
Riaﬁ/N—_

CO,R¢

XXXII

Table XXXII-1.
Ne R' R! R" R® R R R X Y
XXXII-1-1 CH, H H H CH, H H F OH
XXXII1-2 CH; H H CH;, CHL H H F OH
XXXI1-3 CH; H H CH(CH:)» CH H H F OH
XXXIl-14 CH;, H H CH,CH(CH,), CH, H H F OH
XXXH-i-§ CH; H H CH.Ph CH, H H F OH
XXXI-1-6 CH; H H CHyindol3yl CH H H F OH
XXXN-1-7 CH, H H CH,CH;SCH;, CH; H H F OH
XXXII-1-8 CH; * H * CH, H H F OH

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

Table XXXII-2.

No R' R° R® R® RF R R X Y
XXXII-2-1 Et H H H CH H H F OH
XXXII-2-2 Et H H CH, CH H H F OH
XXXII-2-3 Et H H CH(CH;), CH, H H F OH
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Ne R'

R R" R® R RRR X Y
XXXil-2-4 Et H H CHCH(CHs); CH, H H F OH
XXXII2-§ Et H H CH:Ph CH, H H F OH
XXXI1-26 Et H H CHgindol-3y] CH, H H F OH
XXXIl-2-7 Et H H CHCH:SCH; CH;, H H F OH
XXXII-2-8 Et ¢ H * CH, H H F OH

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

Table XXXII-3. ‘

Ne R" R® R* R® R R RXY
XXXH-3-1 Pr H H H CH, H H F OH
XXXII-3-2 Pr H H CH, CH, H H F OH
XXXII-33 Pr H H CH(CH:), CH; H H F OH
XXXII-34 Pr H H CHCH(CH;) CH; H H F OH
XXXII-3-5 Pr H H CH;Ph CH; H H F OH
XXXI-36 Pr H H CHyindol-3y] CH; H H F OH
XXXII-3-7 Pr H H CHCHSCH; CH; H H F OH
XXX1I-3-8 Pr * H * CH, H H F OH

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

Table XXXII-4.

Ne R' R* R* RP® R* R R XY
XXXIl-4-1 Bu H H H CH H H F OH
XXXlI-4-2 ‘Bu H H CH; CH, H H F OH
XXXII4-3 Bu H H CH(CH;h CH, H H F OH
XXXIl-44 Bu H H CH,CH(CH;, CH, H H F OH
XXXIl4-5 Bu H H CH,Ph CH, H H F OH
XXXI-46 Bu H H CHxindol-3y1 CH, H H F OH
XXXII4-7 Bu H H CH:CH;SCH; CH;, H H F OH
XXX1l-48 By * H * CH; H H F OH

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

Table XXXII-5.

Ne RN R R® R® R® R R X Y
XXXII-5t Ph H H H CH, H H F OH
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Ne RN R R* R® R R R X Y
XXXIl-52 Ph H H CH; CH, H H F OH
XXXII-&3 Ph H H CH(CH:): CH: H H F OH
XXXII-54 Ph H H CH.CH(CH;, CHy H H F OH
XXXII-55 Ph H H CH:Ph CHi H H F OH
XXXII-56 Ph H H CHyindol3-yl CH H H F OH
XXXII-57 Ph H H CH.CHSCH; CH, H H F OH
XXXII-5-8 Ph * H * CH; H H F OH

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

Table XXXII-6.

Ne R R* R® R® R* R R XY
XXXII-6-1 p-Me-Ph H H H CH, H H F OH
XXXIl-6-2 p-Me-Ph H H CH, CH; H H F OH
XXXII-6-3 p-Me-Ph H H  CH(CH;); CH; H H F OH
XXXI1-6-4 p-Me-Ph H H CHXCH(CH; CH; H H F OH
XXXI-6-5 p-Me-Ph H H CH;Ph CH; H H F OH
XXXII6-6 p-Me-Ph H H CHyindol-3y1 CH; H H F OH
XXXII-6-7 p-MePh H H CHCHSCH, CH; H H F OH
XXXI1I-6-8 p-Me-Ph * H * CHi H H F OH

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

Table XXXII-7.

Ne R R® R® R® R R KR XY
- XXXH-%1 p-F-Ph H H H CHi H H F OH
XXXII-7-2 p-F-Ph H H CH; CH H H F OH
XXXII-7-3 p-F-Ph H H CH(CHy: CH H H F OH
XXXII-7-4 pF-Ph H H CH.CH(CH;), CH, H H F OH
XXXII-7-6 p-FPh H H CH:Ph CH, H H F OH
XXXIl--7 p-F-Ph H H CHyindol-3-yl CH; H H F OH
XXXII-7-8 p-FPh H H CH.CHSCH, CH;, H H F OH
XXXI1-7-20 p-FPh ¢ H * CH, H H F OH

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

Table XXXII-8.
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Ne R R® R* R® R R R X Y
XXXII-8-1 pCl-Ph H H H CH; H H F OH
XXXII-8-2 p-Cl-Ph H CH; CH, H H F OH
XXXII-8-3 p-CI-Ph H H CH(CH,), CH, H H F OH
XXXI11-8-4 p-Cl-Ph H H CHCH(CH;); CHL H H F OH
XXXII-8-5 p-Cl-Ph H H CH;Ph CH, H H F OH
XXXH-8-6 p-Cl-Ph H H CHyindol3-yl CHL H H F OH
XXXH-8-7 p-Cl.Ph H H CHCHSCH, CH, H H F OH
XXXII-88 p-Cl-Ph * H * CH, H H F OH

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

29809011
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Table XXXII1-9.

3 R R® R* R” R R R X Y
XXXII-9-1 pBrPh H H H CH, H H F OH
XXXII-9-2 p-Br-Ph H H CH; CH, H H F OH
XXXI1-9-3 p-Br-Ph H H CH(CH;) CH, H H F OH
XXX11.94 pBr-Ph H H CH.CH(CH;). CHi H H F OH
XXXIl-9-6 p-Br-Ph H H CH;Ph CH; H H F OH
XXXII9-7 pBrPh H H CHyindol3yl CHy H H F OH
XXXII-9-8 p-BrPh H H CHCH:SCH, CHi H H F OH
XXXI19-20 p-Br-Ph * H * CH, H H F OH
*R7 and R™ joined together by (CHy); to form five-membered ring,
Table XXXI1-10.

N R’ R R® R® R R R XY
XXXII-10-1 p-I-;Ph H H H CH, H H F OH
XXXI}-10-2 p.I-Ph H H CH; CH, H H F OH
XXXI-10-3 p-I-Ph H H CH(CHs). CH H H F OH
XXXII-104 p-.Ph H H CH.CH(CH);, CH; H H F OH

XXXI0-S p-]-Ph H H CHzPh CHy H H F OH
XXXII-10-6 p-I'Ph H H CHyindol-3vi CH: H H F OH
XXXII-10-7 p-I-Ph H H CH,CHSCH, CH; H H F OH
XXXII-108 pJ-Ph * H * CH H H F OH
*R* and R™ joined together by (CH); to form five-membered ring.
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Table XXXII-11.

Ne R™ R® R® R® R rRFR XY
XXX1-11-1 CH; H H H Et H H F OH
XXXII-11-22 CH; H H CH, EE H H F OH
XXXI-11-3 CH; H H  CH(CH:) Et H H F OH
XXXI-11-4 CH; H H CHCH(CH;, Et H H F OH
XXXII-11-5 CH; H H CH:Ph Et H H F OH
XXXII-11-6 CH; H H CHy-indol-3-yl 8 H H F OH
XXXI-11-7 CHs H H CHCH:SCHy Et H H F OH
XXXII-118 CH; * H = EE H HF OH

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

Table XXXII-12.
Ne R' RT R* R® R R R XY
XXXIl-12.1 Et H H H Et H H F OH
XXXI-12-2 Et H H CH, Et H H F OH
XXXII-12-3 Et H H CH(CH;), EE H H F OH
XXXIk12.4 Et H H CH.CH(CHy): Et H H F OH
XXXII-125 Et H H CH:Ph EtE H H F OH
XXXIF126 Et H H CHsindol3yl Bt H H F OH
XXXII-127 Bt H H CH,CH,SCH; Et H H F OH
Et * H * EE H H F OH

XXXI1-12-8

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

Table XXXI1-13.

3

Ne R' R° R* R® R R" R®* X Y
XXXII-13-1 Pr H H H Et H H F OH
XXXII-132 Pr H H CH;, Et H H F OH
XXXIE13-3 ‘Pr H H CH(CH)), Et H H F OH
XXXI-134 Pr H H CH.CH(CH;). Et H H F OH
XXX11-13-5 'Pr H H CH;Ph Et H H F OH
XXXI1-136 ‘Pr H H CHpindol-3y] Bt H H F OH
XXXI-13-7 ‘Pr H H CH,.CHSCH;, Et H H F OH
XXXIl-138 pr ¥ H * Et H H F OH

*R% and R™ joined together by (CHz); to form five-membered ring.
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Table XXXII-14.

Ne R' R® R*® R® R R R X Y
XXXIl-1-1 - 'Bu H H H EE H H F OH
XXXII-142 Bu H H CH, EE H H F OH
XXXIEF14-3 ‘Bu H H  CH(CH): EE H H F OH
XXXIF144 ‘Bu H H CH.CH(CH;) Et H H F OH
XXXIl-145 ‘Bu H H CH;Ph Et H H F OH
XXXI-146 ‘Bu H H CHpindol3.yl Et H H F OH
XXXI-14.7 Bu H H CH(CH,SSCH;, Et H H F OH
XXXIl148 Bu * H ¢ EE H H F OH

*R7and R’ joined together by (CH:)s to form five-membered ring.

Table XXXII-15.

Ne RN K R® R® R R R X Y
XXXI15-1 Ph H H H EE H H F OH
XXXII-152 Ph H H CH, Et H H F OH
XXXII5-3 Ph H H CH(CH;), EE H H F OH
XXXIE15-4 Ph H H CH:.CH(CH): Bt H H F OH
XXXIE-155 Ph H H CHPh Ft H H F OH
XXXII-156 Ph H H CHindol3-yl Bt H H F OH
XXXIE1S7 Ph H H CH,CHSCH, Et H H F OH
XXXI-158 Ph * H * EE H H F OH

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

Table XXXII-16.

Ne R R® R®™ R® R RR XY
XXXII-16-1 p-MePh H H H Et H H F OH
XXXII-16-2 p-Me-Ph H H CH, Et H H F OH
XXXII-16-3 p-Me-Ph H H CH(CH;) Et H H F OH
XXXI-16-4 p-MePh H H CH(CH(CH), Et H H F OH
XXXII-165 p-Me-Ph H H CHPh EE H HF OH
XXXI}-16-6 p-Me-Ph H H CHy-indol-3yt Ft H H F OH
XXXII-16-7 p-Me-Ph H H CHCH:SCH; Et H H F OH
XXXH-168 p-MePh * H * EE H H F OH

*R* and Rﬁjoined together by (CH;); to form five-membered ring.
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Table XXX11-17.

Ne R R’ R® R® RR R R XY
XXXII-17-1 p-F-Ph H H H Et H H F OH
XXXII172 p-F-Ph H H CH; Et H H F OH
XXXIE17-3 p-F-Ph H H CH(CH:): Et H H F OH
XXXI-17-4 p-F-Ph H H CHCH(CH). Et H H F OH
XXXI-17-5 p-F-Ph H H CH:Ph Et H H F OH
XXXII-17-6 p-F-Ph H H CHyindol3-yl Et H H F OH
XXXI-17.7 p-F-Ph H H CHCH:SCH, Bt H H F OH
XXXI-178 pF-Ph * H ¢ Et H H F OH

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

Table XXXII-18.

Ne R R? R® R® R* " R®* X Y
XXXI-18-1 p-Cl-Ph H H H Et H H F OH
XXXII-18-2 p-Ci-Ph H H CH, Et H H F OH
XXXII-18-3 p-Cl-Ph H H CH(CH;), EtE H H F OH
XXXIl-18-4 p-Cl-Ph H H CH;CH(CH;; Et H H F OH
XXXIL18-5 p-Cl-Ph H H CH:Ph Et H H F OH
XXXII-186 p-Cl-Ph H H CHiindol-3-yl Bt H H F OH
XXXII-18-7 p-Cl-Ph H H CH.CHSCH; Et H H F OH
XXXII-18-8 p-Cl-Ph * H * Et H H F OH

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

Table XXXI1-19.

Ne R’ R* R* R® RP R R X Y
XXXI-19-1 p-Br-Ph H H H Et H H F OH
XXXII-19-2 p-Br-Ph H H CH EE H HF OH
XXXH-19-3 p-Br-Ph H H CH(CH;); Et H H F OH
XXXIl-19-4 p-BrPh H H CHCH(CH). Et H H F OH
XXXI)-19-5 p-Br-Ph H H CH:Ph Et H H F OH
XXXI1-19-6 p-Br-Ph H H CHyindol-3-yl Et H H F OH
XXXI-19-7 p-Br-Ph H H CHCHSCH; Et H H F OH
XXXII-198 p-Br-Ph * H * EE H H F OH
*R* and R™ joined together by (CH,)s to form five-membered ri
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Table XXXII-20.

Ne R’ R® R* R® R " R°® X Y
XXXII-20-1 pl-Ph H H H EE H H F OH
XXXII-20-2 pI-Ph H H CH, EE HH F OH
XXX11-20-3 p-I-Ph H H CH(CHy): Et H H F OH
XXXII-20-4 p-l-Ph H H CHCH(CH;) Et H H F OH
XXXII-20-5 p-I-Ph H H CH:Ph EE H H F OH
XXXII-20-6 p-I-Ph H H CHyindol-3-yl Et H H F OH
XXXx1}-20-7 p-I-Ph H H CHCH.SCH, Et H H F OH
XXXI1-20-8 pI-Ph * H * EE H H F OH

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

Table XXXII-21.

Ne R' R* R® R® R " R X Y
XXXIl-21-1 CH; H H H ’r H H F OH
XXXN-21-2 CH; H H CH, Pr H H F OH
XXXI1I-21-3 CHy H H CH(CHs), ’r H H F OH
XXXII-21.-4 CH; H H CH.CH(CH;: Pr H H F OH
XXXII-21-§ CH; H H CH:Ph Pr H H F OH
XXXII-216 CH; H H CHsindol-3vl Pr H H F OH
XXXIF21-7 CH; H H CHCH:SSCH; Pr H H F OH
XXXII-218 CH, * H * ' H H F OH

*R7 and R™ joined together by (CHa)s to form five-membered ring,

Table XXXI11-22.

Ne RT R® R® R® R R R X Y
XXX1I-22-1 Et H H H Pr H H F OH
XXXII-2222 Et H H CH: Pr H H F OH
XXXII-22-3 Et H H CH(CH)) ’r H H F OH
XXXII-22.4 Et H H CH,CH(CH;): ’r H H F OH
XXXII-22-5 Et H H CH,Ph Pr H H F OH
XXXII-226 Et H H CHyindol3yl Pr H H F OH
XXXII-22-7 Et H H CHCHSCH; Pr H H F OH
XXXIl-228 Et * H * ’r H H F OH

*R” and R™ joined together by (CHa)s to form five-membered ring.
Y
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Table XXX11-23.

Ne R' R* R® R® R R R X Y
XXXII-23-1 Pr H H H ’r H H F OH
XXXII-232 Pr H H CH; P+ H H F OH
XXXIE-23-3 'Pr H H CH(CH:), P’r H H F OH
XXXIl-234 'Pr H H CH:.CH(CH;), - 'Pr H H F OH
XXXII-23-5 Pr H H CH:Ph Pr H H F OH
XXXII-236 ‘Pr H H CHgindol-3y1 Pr H H F OH
XXXIk23-7 Pr H H CHCH,SCH; Pr H H F OH
XXXII-238 Pr * H * Pt H H F OH

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

Table XXXII-24.

Ne R' R’ R®* R® R R R X Y

XXXIl-24-1 '‘Bu H H H Pr H H F OH
XXXII-24-2 Bu H H CH;, ’r H H F OH
XXXI-243 ‘Bu H H CH(CHy), P’r H H F OH
XXXII-24-4 Bu H H CH,CH(CH;, Pr H H F OH
XXXH-24-§ Bu H H CH:Ph Pr H H F OH
XXXII-24-6 'Bu H H CHyindol3yl Pr H H F OH
XXXH-247 ‘Bu H H CH;CH:SCH; Pr H H F OH
XXXII-24-8 Bu * H * Pr H H F OH
*R? and R® Joined together by (CHa); to form five-membered ring.
Table XXXII-25. .

e RT R° R*® R® R R R X Y

XXXH-251 Ph H H H  H H F OH
XXXI-252 Ph H H CH, ‘t H H F OH
XXXII-25-3 Ph H H CH(CH)), ‘'t H H F OH
XXXII-25-4 Ph H H CH.CH(CH;);, ‘’r H H F OH
XXXII-25-5 Ph H H CH:Ph ‘r H H F OH
XXXII-25-6 Ph H H CHyindol-3-yl ’r H H F OH
XXXH-257 Ph H H CHCHSCH, ’r H H F OH
XXXII-25-8 Ph * H * ' H H F OH

*R% and R™® joined together by (CH;); to form five-membered ring,
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Table XXXI1-26.

Ne R’ R? R® R® R R R X Y
XXXII-26-1 p-Me-Ph H H H Pr H H F OH
XXXI1-26-2 p-MePh H H CH; ‘Pe H H F OH
XXXII-26-3 p-Me-Ph H H CH(CH.), Pcr H H F OH
XXXII-26-4 p-MePh H H CH.CH(CH;» Pr H H F OH
XXXII-26-5 p-Me-Ph H H CH;Ph P’cr H H F OH
XXXI-26-6 p-Me-Ph H H CHgindol-3yl Pr H H F OH
XXXil-26-7 p-Me-Ph H H CH)CH:SCH; Pr H H F OH
XXXII-268 p-Me-Ph ¢* H * ‘’® H H F OH

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

Table XXXII-27.

Ne R' R R® R® RN R R XY
XXXI}-27-1 p-F-Ph H H H Pt H H F OH
XXXII-27-2 p-F-Ph H H CH, Pt H H F OH
XXXH-27-3 p-F-Ph H H CH(CHy), ’t H H F OH
XXXI1-27-4¢ p-F-Ph H H CHCH(CH; Pr H H F OH
XXXII-27-5 p-F-Ph H H CH:Ph t H H F OH
XXXII-27-6 p-F-Ph H H CHyindol-341 Pr H H F OH
XXX1I-27-7 p-F-Ph H H CHCH.SCH; ’r H H F OH
XXXII-278 p-F-Ph * H * ’t H H F OH

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

Table XXXII1-28.

Ne R’ R® R® R” R R R* X Y
XXXiI-28-1 p-Cl-Ph H H H "r H H F OH
XXX11-28-2 p-Cl-Ph H H CH, ‘t H H F OH
XXXII-28-3 p-CI-Ph H H CH(CHy), ’r H H F OH
XXXII-28-4 p-Cl-Ph H H CHCH(CH; Pr H H F OH
XXXII-28-5 p-CI-Ph H H CH:Ph r H H F OH
XXXI1-28-6 p-Cl-Ph H H CHspindol-3-yl Pr H H F OH
XXXII-28-7 p-ClPh H H CHCHSCH; Pr H H F OH
XXXII-28-8 p-Cl-Ph * H * r H H F OH

*R” and R™ joined together by (CH)s to form five-membered ring,
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Table XXX11-29.

Ne R' R® R® R® R R R XY
XXXII-29-1 p-Br-Ph H H H r H H F OH
XXXI1-29.2 p-Br-Ph H H CH, r H H F OH
XXXI1-29-3 p-Br-Ph H H CH(CHy) r H H F OH
XXXII-29-4 p-BrPh H H CHCH(CH); Pr H H F OH
XXXII-29-5 p-Br-Ph H H CH;Ph r H H F OH
XXXII-29-6 p-Br-Ph H H CHyindol3yl Pr H H F OH
XXX11-29-7 p-Br-Ph H H CHCH;SCH, Pr H H F OH
XXXII-298 p-Br-Ph * H * ’r H H F OH

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

Table XXXII-30.

Ne R R® R* R® RRR R XY
XXXIl30-1 pl-Ph H H H ’r H H F OH
XXXII-30-2 pl-Ph H H CH; r H H F OH
XXXII-30-3 p-I-Ph H H CH(CHs); r H H F OH
XXXII-30-4 p-l-Ph H H CHCH(CH;); Pr H H F OH
XXXII-30-5 p-I-Ph H H CH:Ph ’r H H F OH
XXXI1-30-6 p-I-Ph H H CHyindol-3yl 'Pr H H F OH
XXXII-30-7 pI-Ph H H CH.CHSCH, ' H H F OH
XXXI1I-30-8 p-IPh * H * ’r H H F OH

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

Table XXXI1-31.

Ne RT R’ R® R® R R R X Y
XXXil-31-1 CH, H H H "Bu H H F OH
XXXII-31-2 CH, H H CH; Bu H H F OH
XXXI1-31-3 CH; H H CH(CH;), "Bu H H F OH
XXXII-314 CH; H H CHCH(CH;» "Bu H H F OH
XXXII-31-5 CH; H H CH;Ph “Bu H H F OH
XXX11-316 CHy H H CHyindol3-vl "Bu H H F OH
XXXII-31:7 CH; H H CHCHSCH; "Bu H H F OH
XXXII-318 CH, * H ¢ "By H H F OH

*R” and R™ joined together by (CH,)s to form five-membered ring,
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Table XXXI1-32.

Ne R R R*® R® R R R XY
XXX11-32-1 Et H H H “Bu H H F OH
XXXI1-322 Et H H CH, By H H F OH
XXXIE-32-3 Et H H  CH(CH:), "By H H F OH
XXXII-324 Et H H CHCH(CH;) "Bu H H F OH
XXXII-32-5 Et H H CH.Ph "By H H F OH
XXXI326 Et H H CHxrindol3yl Bu H H F OH
XXXII-32-7 Et H H CHCH:SCHy “Bu H H F OH
XXXII-328 Et * H * Bu H H F OH

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

Table XXXII-33.
Ne Rl RT R® RP R R R XY
XXXII-33-1 'Pr H H H "Bu H H F OH
XXXI-332 Pr H H CH; "Bu H H F OH
XXXII-33-3 Pr H H CH(CH;); "Bu H H F OH
XXXIl-33-4 Pr H H CH.CH(CH;: "Bu H H F OH
XXXII-33-5 pr H H CH;Ph "Bu H H F OH
XXXI1-33-6 Pr H H CHarindol-3-y "Bu H H F OH
XXXII-33-7 Pr H H CHCHSCH; "Bu H H F OH
XXXI1-33-8 Pr * H * "Bu H H F OH

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

Table XXXI1-34.

Ne R' R R® R® R R R X Y
XXXII-34-1 Bu H H H "Bu H H F OH
XXXII-34-2 ‘Bu H H CH; "Bu H H F OH
XXXI1-34-3 ‘Bu H H CH(CH)) "Bu H H F OH
XXXIl-344 Bu H H CHCH(CH;)) "Bu H H F OH
XXXII-34-5 ‘Bu H H CH;Ph "Bu H H F OH
XXXII-34-6 ‘Bu H H CHyindol-3-yl "By H H F OH
XXXIl34-7 Bu H H CH,.CH.SCH, "Bu H H F OH
XXXII-348 By * H * "Bu H H F OH

*R* and Rﬁoined together by (CHz); to form five-membered ring.
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Table XXXI1-35.
Ne R R R® R R R R X Y
XXXI-35-1 Ph H H H "Bu H H F OH
XXXI135.2 Ph H H CH, "u H H F OH
XXXII-35.3 Ph H H CH(CH:) "Bu H H F OH
XXXII-354 Ph H H CHCH(CHs) "Bu H H F OH
XXXII-35-5 Ph H H CH:Ph "8Bu H H F OH
XXXII-35-6 Ph H H CHyindol-3-yl "Bu H H F OH
XXXII-35-7 Ph H H CH.CHSCH; "Bu H H F OH
XXXII-358 Ph * H * "83u H H F OH

*R¥and R joined together by (CH2); to form five-membered ring.

Table XXXI1-36.
Ne R R R® R® R R R XY
XXXII-36-1 p-MePh H H H "Bu H H F OH
XXXI1-36-2 p-Me-Ph H H CH, "Bu H H F OH
XXXII-36-3 p-MePh H H CH(CH;) "Bu H H F OH
XXXI1-36-4 p-Me-Ph H H CH.CH(CHy), "Bu H H F OH
XXXII-36-5 p-Me-Ph H H CH.Ph "Bu H H F OH
XXXII-36-6 p-Me-Ph H H CHxindol3yl "Bu H H F OH
XXXII-36-7 p-Me-Ph H H CHCH:SCH; "Bu H H F OH
XXXII-36-8 p-MePh * H * Bu H H F OH

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

Table XXXII-37.

Ne R R° R* R® R R R X Y
XXXII-37-1 pFPh H H H "Bu H H F OH
XXXI1-37.2 p-F-Ph H H CH; "Ba H H F OH
XXXII-37-3 p-F-Ph H H CH(CH), "Bu H H F OH
XXXII-37-4 p-F-Ph H H CHCH(CH;: "Bu H H F OH
XXXII-37-5 pF-Ph H H CHpPh “Bu H H F OH
XXXI1-37-6 p-F-Ph H H CHyindol-3-yil "Bu H H F OH
XXXI1-37-7 p-F-Ph H H CH.CHSCH; "Bu H H F OH
XXXII-37-8 p-FPh * H * "By H H F OH

*R?and R® joined together by (CHz); to form five-membered ring.
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Table XXX11-38.

Ne R’ R* R® R® R R R X Y
XXXI1-38-1 p-Cl-Ph H H H "Bu H H F OH
XXXI1-382 p-Cl-Ph H H CH;, Bu H H F OH
XXXIE38-3 p-Cl-Ph H H CH(CH,): "Bu H H F QOH
XXXII-384 pCl-Ph H H CHCH(CH); "Bu H H F OH
XXXII-38-5 p-Cl-Ph H H CH;Ph "B3u H H F OH
XXX11-386 p-CI-Ph H H CHgindol-3yl "Bu H H F OH
XXXIF-38-7 p-Cl-Ph H H CHCH.SCH, "Bu H H F OH
XXXII-388 p-Cl.-Ph * H * "Bu H H F OH
*R? and R joined together by (CH,); to form five-membered ring.
Table XXXII-39.

Ne R’ R* R® R® R* R R XY
XXXII-39-1 p-B-Ph H H H "Bu H H F OH
XXX11-39-2 p-Br-Ph H H CH, "Bu H H F OH
XXXII-39-3 p-Br-Ph H H CH(CH;), "y H H F OH
XXX11-39-4 p-Br-Ph H H CHCH(CH; "Bu H H F OH
XXXH-39-5 p-Br-Ph H H CH:Ph "Bu H H F OH
XXXHI-39-6 p-Br-Ph H H CHrindol-3v1 "Bu H H F OH
XXXII-39-7 p-BrPh H H CHCH:SCH, "Bu H H F OH
XXXII-39-8 p-Br-Ph * H * "Bu H H F OH
*R* and R™ joined together by (CHy)s to form five-membered ring.
Table XXX11-40.

Ne R' R* R*® R* R R R X Y
XXX1-40-1 pd-Ph H H H "Bu H H F OH
XXXI1-40-2 pl.Ph H H CH, Bu H H F OH
XXXH-40-3 p-I-Ph H H CH(CH;), "By H H F OH
XXX11-40-4 p-I-Ph H H CH)CH(CH;) "Bu H H F OH
XXXH-40-5 p-I-Ph H H CH;Ph "Bu H H F OH
XXXI1-40-6 p-I.-Ph H H CHyindol-3yl "Bu H H F OH
XXXII-40-7 p-I-Ph H H CH,CH.SCH, "Bu H H F OH
XXXII1-40-8 p-I-Ph * H ¢ "Bu H H F OH

*R* and R™ joined together by (CHz); to form five-membered ring.
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Table XXXI11-41.

Ne R' R R® R® g R R XY
XXXil4l-1 CH, H H H Bz H H F OH
XXXII412 CH, H H CH, Bz H HF OH
XXXIL41-3 CH, H H CH(CH). Bz H H F OH
XXXIl41-4 CH, H H CHCHCH). Bz H H F OH
XXXII41-5 CH, H H CH:Ph Bz H H F OH
XXXIl41-6 CH, H H CHrindol3yl Bz H H F OH
XXXII41-7 CH, H H CHCHSCH; Bz H H F OH
XXXII418 CH, * H * Bz H H F OH

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

Table XXXI1-42.

Ne RN R R® R® R R R XY
XXXI-42-1 Et H H H Bz H H F OH
- XXXII42-2 Bt H H CH; Bz H H F OH
XXX11-42-3 Et H H CH(CH:): Bz H H F OH
XXXIM42.4 Et H H CH)CH(CH); Bz H H F OH
XXXII-42-5 Bt H H CH:Ph Bz H H F OH
XXXII-42.6 Et H H CHyindol-3yl Bz H H F OH
XXXII-42-7 Et H H CH)CH;SCHy Bz H H F OH
XXXI1-428 Et * H * Bz H H F OH

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

Table XXXI1-43. '

Ne RN R R® R® R R R X Y
XXXII43-1 Pr H H H Bz H H F OH
XXXII-43-2 Pr H H CH; Bz H H F OH
XXXII-43-3 ‘Pr H H CH(CH;), Bz H H F OH
XXXIl-43-4 Pr H H CH:CH(CH); Bz H H F OH
XXXI-43-5 ‘Pr H H CH.Ph Bz H H F OH
XXXII-43-6 'Pr H H CHgindol-3-vl Bz H H F OH
XXXII43-7 Pr H H CH.CHSCH; Bz H H F &
XXXIl-43-8 pr * H * Bz H H F OH
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*R? and R* joined together by (CHz)s to form five-membered ring.

Table XXXII-44.

Ne R R R® R" R R R X Y
XXXIl-441 Bu H H H Bz H H F OH
XXXII-44.2 By H H CH, Bz H H F OH
XXXI1-44-3 '‘Bu H H CH(CH;): Bz H H F OH
XXXIl-44-4 By H H CH,CH(CH}) Bz H H F OH
XXXIl-44-5 ‘Bu H H CHyPh Bz H H F OH
XXXIF-44-6 ‘Bu H H CHyindol3-yl Bz H H F OH
XXXI}447 Bu H H CH.CH,SCHy, Bz H H F OH
XXXI1-44-8 By * H * Bz H H F OH

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

Table XXXI1-45.

Ne R R R® R® R R R XY
XXXIl45-1 Ph H H H Bz H H F OH
XXXII452 Ph H H CH; Bz H H F OH
XXXI1-453 Ph H H CH(CH)); Bz H H F OH
XXXIl454 Ph H H CH:,CH(CH). Bz H H F OH
XXXII-455 Ph H H CH:Ph Bz H H F OH
XXXIl-456 Ph H H CH-indol3yl Bz H H F OH
XXXII-45.7 Ph H H CHCH.SCH, Bz H H F OH
XXXII-458 Ph * H * Bz H H F OH

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

Table XXXI11-46.

Ne R R* R® R® R" R R X Y
XXXII-46-1 p-Me-Ph H H H Bz H H F OH
XXXII-46-2 p-Me-Ph H H CH, Bz H H F OH
XXXII-46-3 p-Me-Ph H H CH(CH), Bz H H F OH
XXXiI-46-4 p-Me-Ph H H CH:CH(CH;): Bz H H F OH
XXXIl-46-5 p-Me-Ph H H CH;Ph Bz HH F OH
XXXII-46-6 p-Me-Ph H H CHrindol-3yl Bz H H F OH
XXXII-46-7 p-Me-Ph H H CH:CH,SCH;, Bz H H F OH
2980901-}
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Xe R' K R* R° R R R XY
XXXI1-46-8 p-Me-Ph * H * Bz H H F OH

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

Table XXXI1-47.

X Y R R® R® KRR XY
XXXIl-47-1 p-FPh H H H Bz H H F OH
XXXII-472 p-FPh H H CH; Bz H H F OH
XXXI-47-3 p-F-Ph H H CH(CHy), Bz H H F OH
XXXII-47-4 p-FPh H H CHCH(CH) Bz H H F OH
XXXII-47-8 p-F-Ph H H CH:pPh Bz H H F OH
XXXII-47-6 p-FPh H H CHyindol-3+1 Bz H H F OH
XXXI-47-7 p-F-Ph H H CHCHSCH; Bz H H F OH
XXXI-47-8 pFPh * H * Bz H H F OH
*R” and R™ joined together by (CHz)s to form five-membered ring.
Table XXXI11-48.

Ne R' R R*® R* R®* RR R® X Y
XXXI1-48-1 p-Cl-Ph H H H Bz H H F OH
XXXI1-48-2 p-Cl-Ph H H CH; Bz H H F OH
XXXIl-48-3 p-Cl-Ph H H CH(CH:), Bz H H F OH
XXXII-48-4 p-ClPh H H CHCH(CH;); Bz H H F OH
XXXII-48-5 p-Cl-Ph H H CHyPh Bz H H F OH
 XXXI1-48-6 p-Cl-Ph H H CHyindol-3yl Bz H H F OH
XXXIl48.7 p.Cl.Ph H H CHCHsSCH;, Bz H H F OH
XXXIl-48-8 p-Cl-Ph * H * Bz H H F OH

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

Table XXX11-49.

Ne R R R* R® RR R R XY
XXX1I-49-1 p-Br-Ph H H H Bz H H F OH
XXX11-49-2 p-Br-Ph H H CH; Bz H H F OH
XXXI1-49-3 p-Br-Ph H H CH(CH;); Bz H H F OH
XXXIl-494 p-Br-Ph H H CHCH(CH:). Bz H H F OH
XXXI1-49-5 p-Br-Ph H H CHPh Bz H H F OH
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N R RE R* R® R R XY

XXXI1-49-6 p-Br-Ph H H CHsindol-3-yi Bz H H F OH
XXXI11-49-7 p-Br-Ph H H CHCH:SCH; Bz H H F OH
XXXII-49-8 p-Br-Ph * H * Bz H H F OH

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

Table XXXII-50.

e R R R* RT R R R XY
XXXII-50-1 p[-Ph H H H Bz H H F OH
XXXII-50-2 p-I-Ph H H CH; Bz H H F OH
XXXII-30-3 p-I-Ph H H CH(CH;), Bz H H F OH
XXXI1-50-4 p-I-Ph H H CH:CH(CH;) Bz H H F OH
XXXII-50-5 p-I.Ph H H CH;Ph Bz H H F OH
XXXIF-50-6 p-I-Ph H H CHyindol-3-yt Bz H H F OH
XXXII-50-7 p-]-Ph H H CHCHSSCH;, Bz H H F OH
XXXI-508 p-I-Ph * H * Bz H H F OH

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

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

formula 1.

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 exemplified 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
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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 into the form of pharmaceutical compositions 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 liquids 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" is intended to include both solid and liquid formulations of the active compound
and one skilled in the art will appreciate that an active 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
pharmaceutical composition, and is generally safe, non-toxic and neither biologically nor
otherwise undesirable, and includes excipients that are acceptable for veterinary use as
well as human pharmaceutical 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

initially confer a desirable pharmacaokinetic property on the active ingredient which were
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absent in the non-salt form, and may even positively affect the pharmacodynamics of the
active ingredient with respect to 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
acid, 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, 2-naphthalenesulfonic acid, 4-
toluenesulfonic acid, camphorsulfonic acid, lauryl sulfuric acid, gluconic 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’, K*, Mg®", Ca*", and NH,R 4., ",
in which R is a Cy.3 alkyl and g is a number 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 ¢rystal 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,
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,
magnesium stearate, talc, sugar, lactose, pectin, dextrin, starch, gelatin, tragacanth,
methylcellulose, sodium carboxymethylcellulose, a low melting 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,
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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
propylene glycol solutions or may contain emulsifying agents such as lecithin, sorbitan
monooleate, or acacia. Agueous suspensions can be prepared by dispersing the finely
divided active component in water with viscous material, such as natural or synthetic
gums, resins, methylcellulose, sodium carboxymetbylcellulose, 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 fatty acid glycerides or cocoa
butter is first melted and the active component is dispersed homogéneously, 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 carriers as are known in the art to be appropriate.

Suitable formulations along with pharmaceutical carriers, diluents and expcipients
are described in Remington: The Science and Practice of Pharmacy 1995, edited by E.
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.S. Patent Nos. 6,180,134,
5,192,549, 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.
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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.1 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 substance used in a method of treatmeﬁt and/or
prophylaxis of & 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 I. Tt is contemplated that the compound of the use of the
compound represented by formula I 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 another compound of the present invention. A
medicament includes, but is not limited to, any one of the compositions contemplated by

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 1o 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 formula I to the subject.
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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, cattle,
pigs, sheep, chicken, turkey, buffalo, llama, ostrich, dogs, cats, and humans, preferably
the subject is a human, Itis 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 10 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 numerous factors such as the severity of the disease to be treated,
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,
075,1,1,5,2,25,3,35,4,4.5,5,55,6,6,5,7,7.5,8, 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 g per day, more preferred 1.5 and about 6.0 g per day.
Generally, treatment is initiated 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
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resurgence of the infection. One of ordinary skill in treating 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 (e.g., albumin, clotting factors,
alkaline phosphatase, aminotransferases (e.g., alanine transaminase, aspartate
transaminase), 5'-nucleosidase, y-glutaminyltranspeptidase, etc.), synthesis of bilirubin,
synthesis of cholesterol, and synthesis of bile acids; a liver metabolic function, including,
but not limited to, carbohydrate metabolism, amino acid and ammonia metabolism.
Aitemative]y 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 in a subject in need thereof said method comprises administering to
the subject a therapeutically effective of a compound represented by formula I 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 limited to: HCV NS3
protease inhibitors (see WO 2008010921, WO 2008010921, EP 1881001, WO
2007015824, WO 2007014925, WO 2007014926, WO 2007014921, WO 2007014920,
WO 2007014922, US 2005267018, WO 2005095403, WO 2005037214, WO
2004094452, US 2003187018, WO 200364456, WO 2005028502, and WO
2003006490); HCV NS5B Inhibitors (see US 2007275947, US20072759300,
W02007095269, WO 2007092000, WO 2007076034, WO 200702602, US 2005-98125,
‘WO 2006093801, US 2006166964, WO 2006065590, WO 2006065335, US
2006040927, US 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,
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WO 2003010141, WO 2002057425, WO 2002057287, WO 2005021568, WO
2004041201, US 20060293306, US 20060194749, US 20060241064, US 6784166, WO
2007088148, WO 2007039142, WO 2005103045, WO 2007039145, WO 2004096210,
and WO 2003037895); HCV NS4 Inhibitors (see WO 2007070556 and WO
2005067900); HCV NS854 Inhibitors (see US 2006276511, WO 2006120252, WO
2006120251, WO 2006100310, WO 2006035061); Toll-like receptor agonists (seeWO
2007093901); and other inhibitors (see WO 2004035571, WO 2004014852, WO
2004014313, WO 2004009020, WO 2003101993, WO 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. 1t 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.

A fifth 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 to
the subject a therapeutically effective of at least one compound represented by formula I
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 124 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 sixth aspect of the eighth embodiment, is directed t0 a method of treatment in a
subject in need thereof said method comprises altematively or concurrently administering
a therapeutically effective of at least one compound represented by formula I 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
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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 is not limited to
interferon -a , interferon-B, pegylated interferon-ct, 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 different
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 to the treatment of existing conditions. Furthermore, the term “treatment” of a
HCYV infection, as used herein, also includes treatment or prophylaxis of a disease or a
condition associated with or mediated by HCV infection, or the clinical symptoms

thereof.
PROCESS FOR PREPARATION

An ninth embodiment of the present invention is directed to a process for
preparing the compound of formula 1, which comprises reacting a suitably substituted
phosphochloridate compound 4 with a nucleoside analog §

-x ] W?,R'
nat e San
RO p© xR

. 8
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wherein the substituents R', R?, R*, R® R% R® X, Y, R®, and base have their
meanings as disclosed in the Detailed Description of the Invention and X' is a leaving
group, such as Cl, Br, I, tosylate, mesylate, trifluoroacetate, trifluorosulfonate,
pentafluorophenoxide, p-NO;-phenoxide, or other commonly used leaving groups as
disclosed in Advanced Organic Chemisiry 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 is 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 (5 to 12
equivalents) such as N-methylimidazole, collidine, pyridine, 2,6-lutidine, 2, 6-'Bu-
pyridine, etc, a tertiary amine base, such as m'ethylaminé, diisopropylethylamine, etc., 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 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.

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 §

Vg
px I-D@Q‘E&
q ﬁ I
R‘O R;o ‘f Py R®
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wherein the substituents R', R?, R R®, R%, R®, X, Y, R®, X', and base have their

meanings as disclosed in the Detailed 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 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 {5 to 12
equivalents) such as N-methylimidazole, a tertiary amine base or tButyl Magnesium
Chioride. A phosphorochloridate (3-10 equivalents (or suitable "phosphoro-(leaving
group)-date")) 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 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 substituted 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,
2006/0122146, and 2007/0197463, each of which is inoorporated 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-Quatiromicro API or a Waters

Acquity.
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Thus, by way of example only, a suitably substituted pheno! can be reacted with
phosphorus oxychloride (1) to afford an aryloxy phosphorodichloridate 2 (see Example
1) which is subsequently treated with a acid addition salt of an a-amino acid ester in the
presence of TEA to afford an aryloxy phosphorochloridate 4. This arylalkoxy-amino
acid phospho;amidate is reacted with the nucleoside analog to provide the product I (for
pracedure see, e.g., C. McGuigan et al. Antiviral Res. 1992 17:311-321; D. Curley et al.
Antiviral Res. 1990 14:345-356; McGuigan et al. Antiviral Chem, Chemother 1990
1(2):107-113).

Scheme 1
o;&‘*‘
f 2 ro TR P
(o)
C|_r"""C| i c’—-ﬁ—m v R
0 o A=ClorTs
1 2
o.
_R? HO" Base R¥ R® __R'
K R R 09\ ?
tl‘l’ﬁ_c' Y X R ,'\rg\o > O\ _Base
l*4 0 Rzo 5 Rﬂo R2 w « 7
- Y X ke
4 1

The preparation of nucleoside phosphoramidates requires reacting an
appropriately substituted phosphochloridate with a nucleoside containing a free 5'-
hydroxyl moiety. In cases where only one hydroxyl group is present, preparation of the
phosphoramidate usually proceeds smoothly when the phosphochloridate is reacted with
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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 known in 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 possible under carefully controlled conditions.
After 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

| -R!
a-p—Cl  +  R-OH —_— ci—p—ci
1 2
A solution of the appropriate phenol R™-OH (leq) and triethylamine (1 eq.) in
anhydrous ether was added dropwise to a stirred solution of phosphaoryl trichloride 1
(1eq) at 0 °C over a period of 3 hours under nitrogen. Then the temperature was warmed

to room temperature, and the reaction was stirred overnight. The triethylamine salt was
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quickly removed with suction filtration and the filtrate concentrated i vacuo to dryness

to afford 2 as an oil which was used without further purification.

EXAMPLE2

General Procedure for Preparation of phosphorochloridates

R Ry & qu’m
Cr—p~ci + cie A T ;}rg'-c‘
cl) R? RO o
A =CrorTs
2 4
5 3

A solution of triethylamine (2eq) in anhydrous dichloromethane was added
dropwise to a solution of aryloxy-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 tcmperéture was allowed to warm to room
10 temperature and stirred over night. Solvent was removed. The residue was washed with

ethyl ether and filtered, the filtrate was dried over reduced pressure to give 4.
EXAMPLE 3
General Procedures for nuclegside phosphoramidate derivatives

1
LSRN G
N P—Cl ¢ RY _— %5\ .
Nd Vv R ﬁ\o

RO R o R5\‘.-

AN

Y X g

Base

4

15
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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 equivalents) 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

layer chromatography to give L
EXAMPLE 4

Preparation of 2’-deoxy-2'-fluoro-2'-C-methyluridine

05/ NH, °§/N\ NHBz
- \j/ pmrn'e a;o/\(_t BO%ADOH

- HO
80 F Ho' F

2-Deoxy-2'-flucro-2'-C-methylcytidine (1.0g, 1 eq ) (Clark, J., 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 stirring. The brown solution
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
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(0.5 ml) and concentrated to dryness. The residue was dissolved in 50 mL of
dichloromethane {DCM) and washed with saturated NaHCO; aqueous solution and H;O.
The organic phase was dried over NaSQy and filtered, concentrated to dryness to give

N* 3" 5'-tribenzoyl-2'-Deoxy-2'-fluoro-2'-C-methylcytidine (2.0 g, Yield: 91%).

N* 3',$"-tribenzoyl-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'-dibenzoyl-2'-Deoxy-2'-flucro-2'-C-methyluridine (1.5 g,
leq) in MeOH (10 mL) was added a solution of saturated ammonia in MeOH (20mL).
The reaction mixture was stirred at 0 °C for 30 min, and then warmed to room
temperature slowly. After the reaction mixture was stirred for another 18 hours, the
reaction mixture was evaporated under reduced pressure to give the residue, which was
purified by column chromatography to afford pure compound 2'-deoxy-2'-fluoro-2-C-

methyluridine (500 mg, Yield: 60 %).

EXAMPLE 5

Preparation of 2'-Deoxy-2"-flucro-2'-C-methyluridine 5'-(phenyl methoxy-alanyl
phosphate)
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