Bocket No. : PH3080.PCS-TRKI

N R' R* R*® R? R R R XY
XXH¥-46-1 plPh H H H "Bu H F F OH
XXIIE40-2 pLPh H H CH, e H OF F OH
XXO-48-3 p-LPh H H CH(CHy “By H F F OH

XXiF40-4 pl-Ph H OH  CHLOHCH:), "™Bg H F F OH
NEIE-48-5 pl-Ph H OH  CHPb Mu H OFOF QM
XXIE-40-6 p-I.Ph H H CHeindobdyl "Bg B F F OH
XXIH-40-7 p-I-Ph H H CHOHSCH. "By B F F OM

XXI-46-8 pIlPh ¢ H ¥ "y H F F OH

*R” and R joined together by {(CHa ks to form fve-membered ring.

Table XXHE-41.

Mo rRY R* R® R¥ R R R XY
XXE-41-1 CH, H H H Bz H F F OH
¥XI432 CH. B H  CH, Bz H ¥ F OH
KXEL41-3 OH, H OH  CHICH:): Bz H F F OH

XXUL4E4 CH; B H CHCHCH:;: Bz H F F 0OH
KXN-48.8 CH; H B CHPh Bz H F F ¢OH
X4 CH:, H H CHrwndeldwl Be H F F OH
¥4 CH, B B OCHEHXHSCH,; B B OF OF oH

XXuE48-8 CH, ¢ H 0% Bz H ¥ F 0H

*R* and R joined togsther by (CFL) to form five-membered ring.

Table XXI1-42.

2GEOUCL- - 587 -
3825571
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Docket No, : PHIGE0.PCG TR

Ho kR R*® RT R® R° R® X ¥
¥XHE421 Bt H OH O H Bz H F F OH
KXIE422 Bt H OH O CH Bz H F 7 OH
XXE-423-3 Bt H H  CR(CH) Bz H F F OH

KHR42-4 T H B COCHCHE): Bz B F F OH
XKXIE435 Bt H O H  CHPhR Bz H F F OH
KXI-42-6 Bt H H Clendoldsl Bz H F P OH
KXI-42-7 Bt H H CHCHSCH, B H F F O

ERi-43-8 Bt * H ¥ B H F F 0OH

*R° and R joined together by (CHy) 0 form fve-membered ring.

Table XXII-43.

Ne R' R’ R*® R® R R R® X ¥
¥¥HI431 Pr H H H Bz H F F OH
KXIE43-2 v H OH O Bz H F F OH
HERIN-4%3 Pr H OH  CHICH), Bz H F ¥ Of

HEI-43-4 Pr H M CHUHICH), B: H ¥ ¥ OH

KEYE-4385 Pr H OH  CHPh Bz H ¥ F On
XXIE43-6 Pr H H  CHpeindoldl Bz H F F OH
X437 Py H O H O CHOHSCH, Bz H F O F OH
XXUR438 Py * HO* B: H ¥ ¥ OH

*1 and R joined

together by {CHz) to Torm five-membered ring.

Table XXII-44,

29869971 - 583 -
362557.1
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Docket No, : PHIOSG POG-TRKL

No R* R’ R® R® R* R R X Y
XXif-44-1 Bu H H H B: H F F OH
XXIf44-2 Be H H COH B: H F F oH
X443 By H H CHCH), Bz H F ¥ OH

XXKI-44-4 Boe H H CHCECH), B H F F OH

¥XIR44-8 By H H CHPh Bz H F

vy

OH
KXI44-6 By H OH  CHpindel3yl Be H F OF OH
X¥if-44-7 Be H H CHCHSCH. B: H F OF oOH

X448 By * H ¢ gz H ¥ F UH

*R* and R joined together by {CHak to form five-membered ring.

Table XX1H-45,

e B R r* R" R B R X Y
XKXif-45.1 Ph H H H Bz H F F OH
¥XII-452 Ph H H CH, Bz H F F OH
X¥I-45-3 Ph H H  CHICH.) Bz H F F OH

EXif4%4 Ph H H CHCOHICH:), B H F F OH
EE-45-5 Ph H OH  CHPh B H F F OH
EEOBR48¢ P H H  CHpindol3wl Bz H OF F GH
XXETE48-7 Ph H H CH.CHSCH, B: H F F OH

XXIE-45-8 Ph ¢ H ¢ Bz H F F OH

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

Table XX11-46,

LYY -1 - 684 -
ABIRET L

Gilead Exhibit 2026
PGR2023-00046 - Page 001459



Diocket No. : PH3080.PC6-TRK

Ne R' R’ R® R® R R R X Y
XXIE-461 pMePh H H H Bz H ¥ F OH
KX-46-2 p-MePh H H CH, Bz H F F OH
XXif-46-3 p-Me-Ph H H  CHOHD): Bz H F F OH

XXTE46-4 pMePh H H CHRCOHCOL): Bz H F F OH
XX[-46-5 p-MePh H H  CHPR Bz H F F OH
XKXIE46-6 pMePh H H  COipdndoldyvl By H F F OH
EXT457 pMePh H H CHROESCH, B2 H ¥ F OH

XXI-46-2 pMePh ¥ H ¥ Bz H F F OH

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

Table XXI1-47.

Me R' R’ R® R " ¥ R® X Y
XXif471 pFPh H OH OH Bz H F ¥ OH
XNI-47-2 p-FPh H OH O CH, Bz H F F OH
XXIH-47-3 pF-Ph H H  CHCH) Bz H F ¥ OH

XEL4T4 p-FoPh H H O CEHCHCH) B H ¥ OF OH
KXIATS pBPh H OH O (HPh Bz H F ¥ OH
XXI47¢ p-F-Ph H H CHyeindebdwl Bz H F F OH
XXTE47-T pFoPh H OB CHUOHSCH, B H OF OF OH

XXUIE47-8 pFPh * H ¥ Be H F F OH

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

Table XXII-48.

29805011 - B85 .
362557.1
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Docket No, : PHI0R0 PUS-TRED

e R’ R® R®* R® R* R R X Y
XXi1-481 p-Cl.Ph H H H Bz H F F OH
¥XIE-48.2 p-CLPh H H  CH, Bz H F F QOH
XKEE-48-3 p-CPh H O OH CH(CHY), Bz H F F OH

EXUE484 pClPh H H CIRCHCH): Bex H F F OH
XEHE-48-8 pClPh H B CH.Ph Bx H# F F OH
EXHEE48¢ pClPh H O H  CHpdindol3wi B H F F OH
XXHE487 pClPh H H CHCHSICH; B H F F OH

XXE488 pChPR * HO* Bz H F F OH

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

Table XX111-4%,

Mo R R* R® R® R R R XY
XX¥-48-1 pBrPh H H H Bz H F F OH
X492 p-BrPh H OH O O Bz H F F OH
XXIE493 p-Be-Ph H H  CH{CH) Bz H F F OH

EXHE4%4 pBrPh H KB OCHUOHCH:), Be H F F OH
EXER4%8 pBrePh H OH O CHP Bz H# F F OH
XXHE4%¢ p-BrPh H H  CHelndol3yl B H F OF OH
KXIR497 p-BrPh H H CORCHSCH, Bz B F F o

XXIH-498 pBrPR ¢+ H ¢ Bz H F F OH

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

Table XXIES0.

2GEOY01-1 - 6RO -
IBILET.L
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Diocket No. : PH308G.PCS-TRKE

e R’ R R R® R R R X ¥
XXUES0-1 plPh H H H Bz H F F OH
XXIE-56-2 plPh HOH  COH Bz ¥ F F OH
XXOL46-3 p-IPh H H CHCH)Y Be 1 F ¥ OH

XXHE-80-4 p-I.Ph H H C(CHCOHECH:), Bz H F F OH
XXOLS0-8 plPh H H  CHPR B H# ¥ F OH
EXHES0-¢ pIPR H B CHpymdeb3yl Be H OF OF O OH
EXHLST plPh H O H O CHIOHSCH, B H OF OF G

XXM[EE-58-8 pPh ¥ H ¢ Be H F F OH

*R* and R joined together by {CHy} to form five-membered ring.

X3V
Table XXIV-1,
e ®Y R RY® RY R®* R R* X Y
XXIV-1-1 CH; H H 0 H CH, H H F OH
39809011 - 687 -

3625571
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Diocket No, : PH30R0.PCE-TRE]

Ao R R? R® R® R R R X Y
XXIv-1-2 O, H B COH CH, H H ¥ OH
¥XIV-13 CH, H H  CHICH) CH: H H ¥ OH

HEIW-1-¢ CH; H H CHCOHCH), L B # F 0"

X¥iv-1-8 CHy H H (HPh CH; H H F OH
XXiv-i-¢ CH; H ¥ CHeindoldwl CHy B H F QH
EXIv-1-7 CH; H H CHUHSCH, CH, H H F OH
XXIV-1-8 CH, * #  * CH, H # F ¢H

*RE and R joined together by (CHy ) to form fve-membered ring.

Table XXIV-2,

Mo R R® R® R 2 OR R XY
¥Niv-2-l Bt H H H CH, H H f OH
XXEV-2-2 B oHOH  COH CH; H H F OH
KKIV-2-3 Bt H H  CHCH) CH:; H H F CH

EXIV-2-4 Bt H H OCHUOH({CH,;): CH H H F OH
¥XEIV.28 Bt H OH  CHPh CH; H # ¥ OH
HYiv-2-6 Bt H H  CHyindol 31 CH;, H H F OH
XKEIV-2-7T Bt H H CHCHSCH, CH, H H F OH

BEywW-2-8 B * HOO* OH:; H H F CGH

*R* and R joined together by (CHy); to form fiveanembered ring.

Table XHIV-3.

Mo R' R* R® R® " R R X Y
XXiv-3-1 Pr ¥ H H CH, H H F ©B
29869011 ~ 588 -

3IK2557.1
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Docket No, 1 PH3GBOPCE-TRKI

e R} R* m® R¥® B R R XY
¥¥iv-3-2 Pr H H CH; CH, H ¥ F OH
EXEV-3-3 Pr H OH  CH{CH), CH, H H F OH

XXIV-3-4 Pr H H CHOUHCH): CH, H H F OH
XXIV-35 Py H OH O CHPR CH, H H F OH
KXIV-3-6 Pr H H  CHedsdobdyl CH H H F OH
XNIV-3-7 Pr H H CHCOHSCH, CH, H H F OH

XNIV-38 oy ¢ B ® CH: H #H F OH

$R’ and R joined together by (CHah to form five-membered ring.

Table XXIV-4,

e ® R® rR® R® R® R R X Y

XXiv.4-1 Bu H H H CH, H H ¥ OH
XNFV-42 Bo H H CH CH, H H §F OH
EXIV-4-3 Bu H ¥ CHCHL) CH, H H F OH

XXIV-4-4 By H H CHCOHCH), CH H H F OH
EXIVe48 g H OH  CHPM CH, H H ¥ OH
EXIV-46 By H H CHendoldsl CH; H H P CH
XY¥EV-4-7 By B OH O CHOHSCH, CH, H O H ¥ OOH

XXIV-48 Bu * H * CH, H H F OH

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

Table X¥IV-3,

e R" R* R® R® R R R XY
2556011 - H8G -
36235571
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Tiocket No. ; FH3080.PCa-TRKE

Na R' R R® R R* R R® X ¥
XXIves.f Ph H H H CH, H# H F UH
XXIV-5-2 Ph H H  (H, CH; H H F OH
XXIV-53 Ph H H  CHCH:) CH, B H OF OH

XXIvV-5-4 Ph H H CHLOHICH), CH; H H P OOH
XXIV-58 Ph H H CHPh Ci, H H ¥ OH
XXIV-3¢ Ph H H CHyeindol3wl UM, H H F OH
XEIV-3-7 Ph H H CHLUHSCH, CH; H OH OF OOH

EXIV-88 Ph * H =¥ £H, H H F OH

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

Table XXIV-6.

o R R* R* R® R* R R XY
¥XIV-e-1 pMePh H H H CH; B H F OH
XXIv-62 p-MePh H H CH CH: H H F oH
XXEV-6-3 p-MePh H B CHUH) CH; H H F QH

XXIVegd pMePh H H CHCHCH): CH, ¥ H ¥ OH
BXIV-¢-5 pMePh H H CHPh CH; H# H F 0OH
XXIV-6-6 peMe-P'h H H  COHpindoldyl CH; B OH OF OB
EXEV-67 pbMePh H H CHOHSCH; CH;, H H F O

EX3V-e-% pbdePh * H % CH; ¥ H F QH

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

Table XXIV.7.

FGHG90T -1 - GO0 -
3IH2ERT A
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Docket No. : PH3080.PC6-TRXI

Mo ® R® R*® R® B R R X Y
XXIV-%l pPPh H OH O OH CH, H H F OH
XNFV-7-2  pFPh H OH O CH CH; H B F OH
XXEV-T-3  pF-Ph H OH  CHECH), CH, H H F OH

XXIV-7-4  pFPh H OB CHOHCH), Cf H H F OH
XXIV-%6  pFPh H H CHPh CH, H H F OH
KX¥WV-7-7 pFPh H H  CHeindoldsl CHy H H F OH
XXIV-7-8 pFPh H OH O OCHOHSCH, CH H H OF O

V728 pFPh * H K CH, H H F OH

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

Table XXIV-8.

o iy R R* R® R R R X Y
XXIV.81 pCiPk H H H CH,H ® F OH
XXIV-8-2 pCiPh H O H  CH CHy H H F OH
XXKIV-8-3 pClhPh H H  CHCH), CHy H © F om

XXIV-8-4 pClPh H H O CHOCH{CH;, CHy H H F OH
EXIV-38 pCiPh H H CHPh CHy H H ¥ (OH
XXIV-8¢ pCl-Ph H H CHeindol 3y CH; H H OF OH
IOVE-7 pCl-Ph H H CHUOHENH, O H H OF O

XXiV-8-8 pClPR ¢ B O CH: H H F OH

*R° and R joined together by (CHyh to form five-membered ring,

Table XXIV-8,

2980908-1 - 691 ~
362RRT 1
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Procket No, : BHIGB0.PCS- TR

Ne R' R* R*® R™ R R R X Y
XXFv-8-1 pBe-Ph H H H CH; H H ¥ oOH
XXIV-8-2  p-BrPh H H CH CH, H H F OH
XNIV-8-3 pBrPh H OH CHCH), CH; H B F OH

EXIV%4 p-BePh H H CHOHCH) CH: H H F OH
XXV p-BrPh H OH CHZPh CH;, H H F OH
XXIV-3-T  pBrPh H H  CHeindob3st CH; H H OF OH
EXIV-38 pBePh H B CHOHSCH, CH, H H F OH

XXIV-538 p-BpPh ¥ H % Ci; H# H F OH

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

Table XXIV-18.

e R R® R* R® R* R R XY

XXIveigd pl.PR H H H CH, § H F o
XXIV-18-2 p-IPR H H O CH; H H F OH
XXIV-18-3 pi-Ph H H  CHCH), CH,; H H F OH

EXIV-184 plPR H H CHUOHECH), CH;, H H F OH
EXIV-10-8 p-I-Ph H H CHFL H, H# H F ©OH
XXEV-18¢ p-I-Ph H H CHyindoldwi CHy H H F O
BRIV PR H H O CHOLSH, €H, H H F OH

XXEV-i68 piPR * H ¢ CHy H H F OH

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

Table XXIV-11.

398069011 - HYZ -
382557.1
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Docket No., « PH3IGROPOS-TREL

i BRI TR R K X Y
XXiv-i-1 CH, ®H § H BOH H F oH
XXIV-il2 O H O H O O B OH H F O
XXIV-AE3 O B OH O CHICHD Bt H H F OH

ERXIV-114 CH; H H CHOHCH:;): B H H ¥ OH
XXIVii-8 CH; H OH CH)Ph H H H F QH
XX¥V-1i-6 CI H OH  CHemndoldwl B H OH OF O OH
EXIv-117 U, H H CHUHSCH, B H O H OF OH

Kiveitg O, = H ¢ B H H F OH

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

Table XXIV-12,

N RY R® R® R R" R R XY

XXiveizs Bt B OH O OH £ H H F OH
EXIv-iz: Bt O H OH O CH Bt H H F OH
XXIV-12-3 Bt HOH CH{CH.), Bt H H F OH

EEIv-12-4 Bt H H CHCH{CH)», B H H F OH
KIvaizs B H O H  CHPh B H H OF OH
EXWW-12-86 Bt H H CHeindol3wi Bt H H F OH
XXIV-12-7 Bt H M CHCERCH, Bt H B F OH

HEIV-12-8 Bt Y H % B H B F OH

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

Tahkle XXIV-13,

e R RrR* R® R® R* R®. R® X Y
X¥iv-13-1 Pr H H H PP H H F OH
2980011 ~ 693 -

362557.1
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Docket No. : PHAMRO PCS-TRE

Ns R R* R* R® R®* R® R®* X Y
XXIW-132 Pr H H (H. Bt H H F OH
¥XIV-13-3 Pr H H  CHCH) Ft H ¥ F OH

XXIV-13-4 Pr H H O OHCHICH), B H OH P OH
XKXIV-13-8 Pr H B CHPh E H H F OH
XXIV-13-6 Pr H H  CHpeindol3yl Bt H H F OH
EXIVeI3T Pr H OH O CHCOHSCH, Bt H OH OF OH

XXIV-13-8 Py * H < B H OH ¥ OH

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

Table XXIV-14.

e R’ R* R*® R® R* R R X Y

XXIV-14-1 ‘Bu H H H Et H H F QOH
AXTV-14-2 By H H U B H H F OH
XXIV-14-3 Ba H H CHEOH.) B OH H F OH

XXIVeldd Bu H H CHOHICH), B H H F OH
AXIV-14-5 'Be H  H  CHPh Bt H H F OH
XXEV-14-§ Ty H H  CHendol3wl BOH KR OF OH
XNIV-14-7  Bs H 0H  CHOHSCH, B OH OH ¥ oH

EXIV.14-8 Mo ¢ H ¥ ¥t H O H OOF  OH

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

Table XXIV-15.

Ne R' RZ R® R® B R R X Y
20805011 684 -
3625857.1
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Docket No. ¢ PHIGBGPCSTRK

e R R R® R R R R X Y
XXIV-i5-1 Ph H OH OH ft H H F OH
XXiv-15-2 Ph H H CH; Bt H H F OH
XXIv-153 PR H H  CHCH:D B H H F OH

EXIV-154 Ph H H CHCOH{CH.), B H H F OH
X¥IV-15.8 Ph H H CHPh B H H F OH
EXivV 156 Ph H H CHyindol3wl Bt H H ¥ OH

EEIV-15-7 Ph H H CHCOHSCH: B H H F OH

el

EXiviis8 Ph * H ¢ B H H F OH

*R” and B joined together by (THy) to form fGve-membered ring.

Table XXIV-14.

MNe R' R’ R® RT R R ® X VY
XXIV-16-1 p-MePh H H H Bt H H F OH
X¥IV-18-2 p-MePh H H CH ¥t H H F OH
KAIV-16-3 p-MePh H H  CH(CH) ¥t H H F CH

FEIV-16-4 p-MePh H H CHCHCH) B H H F OH

EXIV-16-5 pMePh H O H  CHPR BE H H F OH

Jwy]

BEIV-16-6 p-Me-Ph H H Cleindob3at Bt H H F OH
EXIV-18-7T p-MePh H O H CHOHSCH; B H H O F OH

XAIV-16-8 pMePh * H ¥ BOH OH OF OH

*R* and R joined together by (CHyks to form fve-membered ring,

Table XXIV-17.

2SEOHGL-E - 685 -
3625571
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Docket No. : PHAROPCE-TRK

N R R’ R® R™ R* ® R X Y
XXiv-17-t pFPh H H H Bt H H ¥ OH
E¥XEV-172 pFPR OHOH O CH B H H F OH
XXEV-17-3 p-F-Ph H OH  CHCH) Ft H H F OH

XXEV-174 p-F-Ph H H CHCHCH, B B H F OH
HEV-17-8 pF-Ph H H  CHFPB B H H F ¢H
BXIV-17-¢ pF-Ph B B CHpmdol3yl Bt H H OF OH
EXIV-17.7 p-F-Ph H H CHCHSCH, B H H OF OH

XXIV-17-8 pF-Ph * H ¢ B H H F OH

*R* and R inined together by (CH: ) to form fivemembersd ring.

Table XXIV-18

e ) R OR®T R R" & K X ¥
XXIvV-18-1 p-ClPh H H H Bt H H F OH
XXIV-18-2 pOlPh H H O OH, Bt H H F QH
X¥EIV-18-3 p-CLPR B H  CICH, B H H F OH

EXIV-i84 pCl-Ph H H O CHOHCH:;), B H H O F OH
XXIVo18-5 »Cl-Ph H H  CHPh B 3 H F oH
XEIV-18-6 p-Ci-Ph H H CHpdndel39 Bt H H F OH
EXIV-18-7 p{i-Ph H H CHCHSICH, B H H ¥ ¢H

XXIV-18-8 pClPh * HOO* B H H F OH

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

Table XXIV-19.

2HOUH - - 6846 -
3828571
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Docket No. : PH3080.PCO-TRKI

No R' R’ R® R® R" R R* XY
X¥iV.31%1 p-BrPh H H H Ft H H F OH
XXIV-1%2 pBr-Ph H H  CH, B H H F OH
HEIV-18-3 p-BrPh H H  CHCH) Bt H H F OH

KXIV-194 p-Be-Ph H H CHOHOH:: Bt H H F OH
EXIV-1%.5 p-Br-Ph H H CHPh E H H ¥ OH
EXIV-18-6 p-Br-Ph H H CH-ndol3-vl Bt H H F CH
XEIWVA%7 p-BePh H H O CHLOHSCH, E H H OF OH

EEIV-1%-8 pBrPh * ©H 0¥ E H H F CH

*R* and B joined together by (CHo) to form Sve-membered ring.

Table XXIV-20,

e R’ R’ R*® R R B R* X ¥
Xxiv.28-1 p-I.Ph H H H Bt H H F OH
EXIV20-2 plPh H OH  CH Bt H OH OF OOH
EXIV-20-3 piPh H O H  CHCH) Bt H OH F OH

RXIV-20-4 plPh H OB CHOHCH), B H H F o
EEIV-28-5 pl-Ph H H  CHPh wOH B F OH
XXIV-20-6 plPh H H CHeindel3yl Bt H B F OH
XXIV-20-7 pIPh H H CHCHSCH, B H H F OH

BHEV-20-8 plPH Y HOOF B H H F oH

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

Table XXIV.21,

TEROHT-E - 697 -
3625571
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Bocket Mo, : PH3080.PCa-TRK

Ne R' R’ R® R® R R’ X Y
XXiv-zi-l CH, H H H Pr H H F OH
¥NIV-212 CH, H H CH Pr H O H F OH
ANEV-21-3 Ol H OB CHICH), Pr H O H F OOH

XXIV-21-4 CH; H H CHCHCH)Y, P H H §F OH
BEIV2LE CH, H O H  CHPh 't H H F OH
XRIV-21-6 CHy H B CHpindoldwl Pr H OH F OH
¥¥IV-21.7 CH: H H CHUOESCH. P H H F OH

KYIVerl-g CH, * H % r H OH F OOH

*R* and R ioined together by (CHL); to form five-membered ring,

Table XXIV-22.

N ®or r¥ rR® RORR XY
XXIvai1 Bt 5 H O OH T H B F OH
EXIVa-2 Bt H OH O CH PrH B F OH
EXIV22-3 Bt H OH CHCH:), P H H OF OH

XXEV-22-4 Bt H O H CHOHCH), % H H ¢ OH
KXIV-12-8 Bt H H CHPh Pr H B OF OH
XXEV-22-6 Ft H H  CHyindol3-y1 Pr H# H F OH
¥XIV327 Tt H OH O CHCHLSCH: r H H F oH

YHEIV-22-8 Bt ¢ H % T H OB OF OOH

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

Table XXIV-23.

e r' B r* R® B RS X W
EXIV-231 Pr H H H Pr H H F oH
29805111 - BGE -

362557.1
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Drocket No. : PH3OB0 POG-TRK

e rRY »* m% R® B R OR XY
¥XIV.23.2 Pr H H CH, Pr H# H ¥ OF
XXIVe2dd 'pr H OH  CHICHD: Pr H H F OB

XXIV-23-4 Pr H H  CHCHOH), P H H F OB
XXIV23-3 Pr H OB CHPR Pr 1 H F OH
XXIV-23-6 Py H OH  CHpeindob3vi Pr H H F OH
XXIV-237 Pr H OH O CHRCHSCH, P H H F OH

XXIV-23.8 Pr * H ¢ P+ H H F OH

*R° and R™ joined together by (CHz); fo form five-membered ting,

Table XXIV.24,

o R" R* R® R® R* " R° X Y
XXiv-24-1 Bu H H H Pr H H F OH
ANEV24-2 Bu H H 8 Br H OH P OH
XXIV-34-3 Bon H OB CH{CH) Tr H OH ¥ OH

EXIV-244 Bu H H CHCOHCE.), P H H F OH

XXIV-24-5 Ry H H {HPh Pr H H

s

OH
XXIV24-6 Py H OH  CHeindoldsl v H H F OH
WEIV-347 Bg H OB O CHLOHSCH, v HOH P OOH

XXIv-24-8 "By * H ¥ T H OH W OOH

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

Table XXIV-25,

Me Y R* B® R® R R R X Y
FUROVE - - 99 -
362557.4

Gilead Exhibit 2026
PGR2023-00046 - Page 001474



Docket No, - PHIOSH PCA-TRKE

Ne R' R* R® R” R R R X Y
XXIv-25-1 Ph H H H Pr H H F OH
XXIV-282 Ph H H CH; Pr H O H F OH
XNIV-35-3 Ph H O H  CH(CHD: Pr H OH F OH

XXIV-254 Ph H H CHCH(CH), P H# H F OH
X¥IV-25-8 Ph H H CHPh Pr H H F OH
KNIV-25-6 Ph H O H  (Himdol3ol Pr H OH OF OH
X¥IV-25-7 Ph H H CHOHESCH; P H H F OH

¥XIV-388 Ph * H ® Pr H H F OH

#R and R7° joined together by (CHa ) to form five-membered ring.

Table XXIV-26,

M R’ R° R® R" R* R R® X Y
XXiVas1 p-MePr H H O Pr H H F OH
XXTV-262 p-MePh H H OH, Pr H H F OOH
XXIV-263 pMe-Ph H H  CHUH), Pr W OH F OH

XXIV-26-4 p-MePh H H CHOHCH: P H H ¥ OH
XXEV-26-8 p-Me-Ph H H CHPh Tr H H F OH
XXIVA26-6 pMePh H O H  CHpindol3gl P H H F OH
XXIV-26-7 p-Me-Ph H H  CHCHESCH, Pr B H F OH

XXIV-26-8 p-Me-PR * H ¥ fr H H F oH

*R* and R joined together by {CHyh to form Sve-membered ring.

Table XXIV-27.

20809011 ~ 700 -
3625571
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Dacket No. - PH3OB0 PCS-TRED

Ne R' R® R* R” R®* B R®* X Y
EXIV-27-1 p-F-Ph H H H Pr H H ¥ OH
X¥iv-27-2 p-F-Ph H H U Pr H H F OH
XXIV-27-3 p-F-Ph H H  CHICH): Pr H H F OH

EXIV.27T4 pFPh H OB OCRCHCH): ™ 0 H F O
XXIV-27-8 p-FPh H H CHPh r H H F OH
EXIV-2T-6 p-F-Ph H H  CHeindol3yl r B H F OH
HEIV27T pFPh H OH O CHCHSCH, v H H ¥ OH

KXEV-3T-§ pF-Ph * H OO* Tr H OH ¥ OH

*1° and R™ joined together by {CHah to form five-membered ring.

Table XXIV-28,

Me I3 R OrR® R B OROR XY
EXIV-28-1 p-CLPR H H H Fr B H F OH
XXIv-282 p-Cl-Ph H H (i r H H F OH
XXIV-283 p-ClPh H H  CH(CH) Pr H H F OH

EEIV-28-4 p-CLPh B OH CHCHCH), Pr H H F OH
XXiv-28-8 pClPh H H CHFh r B OH F OH
EEIV-28-¢ p-CIPh H H CHdodoldyl P¢ H H F OH
XXIV-287 p-Ci-Ph H H CHOLSCH, P H H F OH

XXIvV-288 pCRPh * H * Pr H OH F OH

*R* and R™" joined togother by {CH; ) to form five-membered ring,

Table XXIV-29.

2980801 -1 ST0E -
3635571
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e R R RY RE MR R X ¥
KXIV-291 pBrPh H H H B H H P OH
XXIV-28-2 p-BePh H OH  CH e B B F OH
XXTV-283 pBrPh H H  CHCH), B H B F OH

XXIV-29-4 p-BePh H H O CHCHCH) Pr B H F OH
ANIV-28-8 pBrPh H H CHPh T H H F OH
XXIV-296 p-BrPh H H  CHeindel3t Pr 8 H O F OH
XXIV-28.7 p-BrPh H H CHCHEHSCH, P+ B H F OH

XXIV-28-8 p-RBr-Ph * H % Pr H H F OH

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

Table XXIV-30.

M R’ R* R* R” R R R X Y
XXIv-38-1 p-Ph H H H Pr H H F OH
XXIV-382 pl-Ph H O H  CH Pr H OB OF OH
XXIV-38-3 plPh H OH  CHICH) T H OHOF OOH

XXIV-38-4 plPh H H O OCHOHCH), ™ H H F OH
EIVAES ploPh H OH O CHPh T H H F OH
XXIV-38-6 p-I-Ph H H CHyindol3-y1 Pr H H F OH
XXIV-36.7 piPh H H  CHCOHSCH, Pr H OH F OH

XEIV-30-8 plPh ¥ H O* Pr H B F OH

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

Table XXIV-31.

29809011 - T -
3BIB57.1
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Docket No. ;: PH3080.PC6-TRKI

Mo R R R* R® R ® ® XY
XXIva31i CH; H H O OH "Bu H H F OH
X¥IV-31-2 CH, H H  CH, g H H F OH
XXIV-31-3 CH, H H  CHICHD: Mg H H F OH

XXIv-3id CH; H H CHCHCH:)R "Bg H H F OH
XXIV318 CH, H H  CHJPh By H H F oH
XXIV-31-6 CHy H H  CHpindobdyl "Bg H H F OR
¥XIV-31-T CH; H O OH O CHCHSCOH:, "By H H F on

XX1ves-8 O, ¥ HOO% Mg H H F OH

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

Table XXIV-32.

Ve BURUTRERT ¥ K R X ¥
XXiv-32-1 Bt ¥ H H "By H H F OH
KXIV322 B H OH CH "By H H F OH
EXIV333 B BOH CHCHD, By H H ¥ OH

KXIV3L4 Bt B H O CHOHCH):, "Bs H H F 0OH
EXIV328 B H B ChPh Hog H H F OH

KXEV-32-6 Bt B OH  CHpdindel3wl "By § H F OH

EXIv-32-7 Bt H H CHCHSCH: "o § H §F 0"
EEEV-32.8 Bt o H % By H H ¥ OoH

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

Table XXIV-33.

258 - T03 -
3635574
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M rRORTORT R R ®B R X Y
XXIva33-r Py HOHOH "y H H F OH
XXIV-33-2 Pr H M CH "Wy H OH F OOH
X¥IV-333 Pr H O OH  CH{CHD) My H O F OH
KXIV-33-4 Pr H H CHUOHCH), "By H H F OH
XXIV-33-5 Pr H H CHPh Mg H H F OH
XXIV-33-6 Pr H M CHpeiodol3yl "By H H F CH
XXIV-33-7 Pr H H CHCHSCH:; "B B H F OH
EXIV338 Ppr o * H O * "By H H F OH

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

Table XX1V-34.

e R R OR® RT Y B R X ¥
XXiv-34-1 Bn H H H By H H F OH
EEIV-342 Bu H H  CH Mg H H P OH
X¥IV-343 Bo H O OH CHCHD) By H H F OH
XEIV-34-4 Bu H H CHUHCH), "Rs H H F OH
X¥iV-34-3% Bu H H CHPh |y H H F OH
KXivV-34-6 Bu H H CHedndol3l "Ba H H O F OH
EXIV-347 Bu H H CHCHSCH, "Bs H H F OH
XXIv-34-8 By * H * e H H F OH

*R7 and R joined together by {UHo ) to form five-membered ring.

Table XXIV-35,

2889901-1
382557.1
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Docket No. : PH30RG.POG-TRK

e

N R* RS RY RT R B R X Y
XXiv33.1 Ph B H H "By H H F OH
AXIV-35-2 PR H OH  CH Mg H H F OH
XXIVa3s3 Ph H OH O CHCH), my H H F OH

XXIv35-4 Ph H OH  CHCHCH): "Be B H F OH
XXIV-355 Ph H H CILPh My H H F OH
XXIV-35-6 Ph H H  CHeisdoldad "By H O H F 0H
XNIVE57 PhOH OH  CILCHSCH, "Be H H F OH

XXIV-358 P o* H ¢ "y H H F OH

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

Table XXIV-386.

Ne R R’ R® R® R R R X Y
KYIV-36-1 pMePh H H H "Bu B H ¥ OH
EXIV-362 pMePh H H CH "y H H F OH
X¥IV-36-3 p-MePh H H  CHCH) Mg H H F OH

EXIV.36-4 p-Me-Ph H H CHOHCH), "Be H H F OB
X¥IV-36-F p-MePh H H  CHFB By H H F OH
KXIV-36-6 pMePh H H  CHebndol3-1 "By H H OF OH
EXIV-367 pMePh H H CHOLESCH:. "Bw H H F OH

XXIV-36-8 p-Me-Ph * H 0 * Ty H OB OF OOH

*1” and R™ joined together by {CHy b to form five-membered ring,

Table XXIV-37,

YOV~ - 7405 -
3625571
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Docket No. : PH308O.PCS-TRK

MNe R RS ORY R 2OR R X Y
XNIV-37-1 peFPh H OHOH "Rg H H F OH
XXIV-372 pFPh MO OH  CHy iy H OH OF OH
XXIV-37-3 p-F-Ph H O H CHCH) By H H F OH

XXIV-37-4 p-FPe H OH CHOHCH) "™Ba H H F OH
EEYV-37-5 pFPh H OH O CHPR Mu H H F oH
XXIV-37-6 p-FoPR H H  CHpeindeldl "Bg H OH ¥ OH
XKXIV-37-7 pF-Ph H H CIRCHSCH, "B O H F OH

EXEIV-37-8 pFPh * H 7 "By H H F OH

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

Table XXIV-38.

e ® RS R ORP B R R X ¥
XXIV-38-1 pClPh H H O H By H H O F OH
EEIV-382 pClPh H H OH "Wy H H F OH
XXIV-38-3 p-Cl-Ph H H CHCH): "By H H F UH

EXIVAS4 p-Cl-Ph H OH O CHCHCH:)Y: "Be H H F OH
XXIV-38-8 p-Cl-Ph H H CHpPh "Hg H H F OH
EXIV38-6 pChPh B OH  CHeindel2yl "Bu H H F OH
EXIV38T »-ChPh B H CHOHSCH, "Bu H B OF OOH

KXIV-38-8 p-ChPh ¢ H * Mu H H F OH

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

Table XXIV-3%.

2YKHB01-1 - 706 -
3625571
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Docket No. : PHIOROPCATRED

Me R R* BT RV RF R R XY
XXIY-3%1 pBr-Ph H H H "By H H F OH
KXIV-3%-2 p-Br-Ph H H i, By H H P OH
XEIV-38-3 pBrPh H H  CHCH Mo H H F OH

KXIV-384 pBrPh H H CHCHCH)R "Bu H B F OH
EXIV33S8 o-BrPh H OH O CHPh Bu H H F OH
XXIV-39-6 p-Br-Ph H H CHyindol3-yl "Bu H H F OH
XXIV-39.7 pBePh H OB CHOHSCH; "Bu H H OF OH

%X1V-3%-8 pBr-Ph * H ¥ By H H F OH

*R* and B joined together by (TUHs): to form Bve-membered ring.

Table XXIV-40.

Pe R’ R* R® RT R R B X ¥
X¥i¥-48-1 p-IPh H H H "B: B B F OH
XXIV-46-2 »-IPh B H CH "By H H F OH
XEIV-48-3 p-l-Ph H H  CHCH) Be H H F OH

EXivV-40-4 p PR H H CHCHCH:): "Bu H H F OH
EEIV-48-5 pl-Ph H H  CHPh Bu H H F OH
KXIV48-6 p-LPh H H  CHeindol3w! "Bp H H F OH
EXIV-48-7 p-1-Ph H H CHCHSCH, "By H H F CH

EXIV-40-8 p-I-PRH * H ¢ Mg H OH OF O

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

Table XXIV-41.

ZO80801 -1 . T07 -
3B2557.1
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Docket No. : PH308O.PC6-TRK

N B R R® R® R R R X Y
XXIv-41-1 CH, 5 H H Bz H H F OH
XXIV-412 CH, H H  CHy Be H H F OH
XXIV-41-3 CH; H O H  CHCH) Bz H H F OH

XXiv-4i4 CH, H H CHCHICH) Bz § H F OH
EXIV-4i-% CHy H H P Bz H H F OH
XXIV-41-6 CH; H H  OHpindoldyl Bz ¥ H ¥ OH
XXIVo1T O3 H B O CICILSCH, Be W H F OH

XXIV-4i-8 CH; ¥ H % Bg B H F OH

#R® and R joined topether by (CHyl to form five-membered Ting.

Table XX1V-42,

X R' R® R® R® R RP R® X Y
X¥iv42-1 Bt H H H Bz H H F OH
EXIV-43-2 ™ H B O Bz H H F OH
XXIV423 BUH OH COHCH.D Bz H H ¥ OH

XXIV-424 B H H CHCHCH), B H H F GH
XXIV43-5 B H H C(CHPh B H H F OH
EXIW-4Z-6 Tt H H CHyindol3wl Bz H H F OH
EXIV42-T Bt H H CHCOHSCH: B: H H F OH

KXIv4zg B * H * Bz B H F OH

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

Table XXTV-43,

20809611 - TR -
362557.1
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Docket No. - PHIOROPOG-TRKE

Ne R R R® R” RY 2 R X ¥
X¥Iv.43-1 Pr B H H Bz H H F OH
XXIV-43-2 Pr H H CH Bz H H F OH
XXIV-43-3 Pr H H  CHIUH) Bx H H §F OH

XXIV-43-4 Pr H H CHOH{CH), Bz H H F OH
EXIV43-s Pr H H  CHpPh Bz H H F OH
XXIVA436 Pr H H  CHeindol3yi Bz H H F OH
XXIVeddT Pr H H CHOHSCH, Bz H H F OH

XXIV-43-8 pr * H ¢ By H H ¥ OH

¥R and B® joined

together by (CHy )y to form five-mombered ring.

Table XXIV-44.

N R R* R® R® R" R R® X Y
XXIV-44-1 By H H H By H H F OH
XXIVe4d-2 Bu H H CH; Bx B H F OH
XNIV-44-3 By H O OH  CHICHD): Bz H H ¥ QH

X¥IVedd-4 By H H CHOHCH) Bz H H F OH
XXIV-44-8 By H H {HPh B H H F OH
XXIVedd-6 Be H H  CHpindob3at Bz H H F OH
XXIV-44.7 By H H O CHOHSCH, B H H ¥ OH

KYIV-448 Mg * H o® Hz H H F OH

*R* and R*” joined togather by (CHa): to form fve-membered ring,
Table XXIV-43.

2HRER1-1 - T00 -
3825571
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He R' R* R*® R® R" R R® X Y
X¥iv-43-1 Ph H H H B: H H F OH
XXKEV-48-2 Ph H H CH, B H H F OH
X¥XIV-45.3 Ph H H  CHECH.) Bz H H F OH

X¥XEV454 Ph H H CHCH{CH:;)y B H H F OH
XXIV-45-% Ph H H CHPh B H H F OH
EXIV4%% Ph H H CHeindol3-yi Bz H H ¥ OH
EXIY45Y Ph H H CICHLSCH; B H H F OH

XXIV-45-8 Ph * H ¥ Bz H H ¥ OH

*R* amd R joined together by (UHy): to form five-memberad ring.

Table XXIV-46.

He o R RT R R R R X Y
XXEV-46-1 p-Me-Ph H H H Bz H H F OH
KXIV-46-2 p-Me-Ph H H CH, Bz H H ¥ O
YXIV-463 p-MePh H H  CHOH) Bz H H F QOH

BXIV46-4 p-MMe-Fh H H CHLHCH): Bz H H F OH
EXIV-46-85 p-MePh H H CHPh Bz H H F GH
BXIV-46-¢ p-Me-Ph H H  Ciendol2sl Bz H H F OH
XXIV-48-7T pMe-Ph H H CCHLCHSCH;, B H H F OH

XXIV-46-8 pMePR * H ¥ Bz H H ¥ OH

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

Table XXIV-47.

29855 £ =716 -
362557.1
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Mo B ® p* R® BOR R XY
KXEV-47-1 pF-Ph H H H Bz H H ¥ OH
KXIV-47-2 pFPh H H CH, B H H F OH
XEIV-47-3 pFPh B H CRCHD Bz H H F OH

EXIV47-4 pF-Ph H H CEROUCH) Bz H H F OH
XEXIV-47-8 pF-Ph H H CHJPh Bz B H F OH
BAIV47-4 pFPh H H CHeindoldwl Bz H H F OH
EXIWWATT pFPh H H O CHCOHSCH;, Bz H H OF O OH

XXIV-47.8 p-F-Ph = H * Bz H B F OH

*R” and R joined together by (CHoh to form fve-membered ring.

Table X XI[V-48.

Ne R R® R* R® R* R° R® X Y
XXIV481 pClPh H H H Bz H H F OH
XXIV-48-2 p-ORPR H O OH O CH Bz H H F OH
KAIV-48-3 pClPh B H  CHCH), Bz H H F oH

BEEIV-48-4 pChPh H H CHCOBCH:): Bx H H F OH
KXIV-48-5 p-Cl-Ph H H CHPh Bz H H ¥ OH
EXIV486 p-Ch-Ph H H CHeindol3wl B H B F OH
EXIV-48-7 o-Cl-Ph H H CILOHSCHEH:, Bz H H F ¢H

XXIV-48-8 pChPh * H * B H H F OH

*B* and R joined together by {CHah to form five-membered ring.

Table XXIV.-49,

2930011 “TEY s
3625571

Gilead Exhibit 2026
PGR2023-00046 - Page 001486



Docket No.

s PH3IOEG.PC6-TRKD

Mo R' r* R™ R® R R R X ¥
XRIV-49-1 p-RBePh H H O H Bz H H F 0OH
XXIV-49-2 p-BrPh H H CH, B H H F OH
XYIV-48.3 p-Bre-Ph H H  CHCH), Bz H H ¥ OH
AXIV-49-4 p-BrPh H O H  CHOHCH:) 82 H H F o
HEFV-4%-8 p-BePh H H  CHP Be H H F OH
XXIV-49-6 pRe-Ph H B CHpeindoldyl Bz H H F OH
XXIV-49-7 pBrPh H M CILUHSCH, Bz H H F OH
XXIV-48-8 p-Br-PR ¢ H % Bz H H F OH

*R* and R joined togsther by (CHy}s to form five-membered ring.

Table XXIV-530,

e R R° R® R” R B R XY
XXIv-36-1 pfPR H B H 8: H H F OH
XNEV-50-2 pl-PR H H  Cl Bz H H F O
KXIV-80-3 ploPh H OH CHICH:), B H H F OH
X¥XIV-80-4 p-IPh B H CHCHICH), Bz H H F OH
XXIV-S8-5 plPh H O H CHPh Bz H H ¥ OH
XXIV-80-6§ p-I-Ph H H  CHpedndoldl Bz H H F OH
XHEV-30-7 plPh H H O CHOHSCH, Bz H H F OH
EXIV-30-8 pbPh * B ¥ B H H F OH

PR and R joined together by (CHyp 1o form five-membered ring,

2880901-1
3625571
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Table XX V-1.

M R' R R R B R ORY X v
Xxv-l-l OF. H H H CH, H CH, F OH
XKXV-1-2 CH, H H CH, CH, H CH, F OH
EXV-1-3 CHy; H H CHCH): CH; H CH. F OH
X¥¥V-1-4 CH, H H CHOHCH), CH H CH, F OH
¥XV-1-8 OH, H H  CHPh CH, H CH, F OH
XKEV-l-6 OH, H H  CHendol2l CH: H O CH, F OB
XKXV-1-7 CH, H H CHOHSCH, CH, H OH, F OH
KKv-1-§ CH, * H * CH: B OH, F OH

*1% and B joined together by (CHy)s to form five-membered ring,

Table XXV-2.

Ne R' R* R® R® R R R X Y
¥XV.2-l Bt H H H CH, H CH; F OH
¥¥v.3-2 Et H H CH CH:. B Ci;, F OH
29ROGGI~1 713

362557.1
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Ne r} R R¥ R® R* R R X Y

XXV.-23 Bt H H CHCH), CH, H CH, F 0oH
XXV-2-4 Bt H H CHOHCH), CH H G F OH
XXv.2-§ Bt H H CHPh CH; H CH:; F OH
¥XV-2-6 Bt H H CHeindol3y CH, H CH, F OH
XXV-2-7 Bt H CHOHSCH; ¢, B CHy, F OH
XXv-2-8 B * H * CH, H Ci:. F OH

*R* and R joined together by {CHah to form five-membered ring.

Table XXV-3,

N R R R® R" R® R R X Y
XXv-31 Pr H H H© CH;, H CH: F oOH
XXv3-2 Pr H H CH CH; H CH, ¥ OH
XXv-33 Pr H OH  CH{CH:), CH, H CH: F OH
EXV-3-4 Py H OH O CHUHICH), CH; H O F OH
XX¥-3-3 Pr H H CHLPh CH, H CH; F OH
¥XV-3-6 Pr H H CHpeindoldyl CH; H CH, F 0H
XXV-37 Pr H H CHOHSCH, CH; H CHy F OH
XXV-3-8 Pr v H ¢ CH; H CH; F OH

¥R* and R°7 joined together by {CHa)s to form five-membered ring.

Table XXV-4,

e R ORY R® gp® R ®RR XY v
¥XV-4-F Bu H H H CH, H ¢, F OH
XXv-4-2 Mg H H CH CH, H Ci, ¥ OH
25800011 -7i4 .

3525571
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o r! R R*® R® R R R XY

¥Xv-4-3 By H H CHCH), CH, H OH, ¥ OH
X¥Veded ‘Bu H H CHCHCHY, ¢ B CH, F OH
EXY-4-5 Bo H H CHPh CH; H CH; F OOH
EXV-4-6 Bo H H CHeindoldyl CH, H CH, F OH
X¥v-47 Bu H H CHOCHSCH, OH, H CH: F OH

EXV-4-§ Ba * B * CH, H &% F OH

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

Table XXV-5,

Yo B R' RY RV BOR R XY
X¥XV-51 Ph N H H CH; H OOy, F OOH
XXv-52 Fh H H CH CH, H OCH, FOOH
KXV-5-3 Ph H H CH{CHap CH; H CH; ¥ OH

XXV-5-4 Ph H H CHOHCH): C% H CH F COH
EXV-55 Ph H M CHPh CH, H CH, F OH
XXV-5-6 Ph H H Clndoldyl CH; H CH, F OH
XXKV-5.7 Ph H H CHCHSCH, CH, H CH, ¥ OH

EXY-5-8 Ph * H ¥ CH; H CHz; F OH

¥R and BT joined togsther by (CHy)b to form five-membered ring.

Table XXV-6.

Ma R’ R R® R” R* R R XY
XAV-61 p-MePh M H W CH, H OH; 7 OH
29809011 - T8 -
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Docket No. : PH3GBO.PCO-TRKI

Mo R R R® R® R* R R X Y
XXV.62 p-Me-Phk H H CH CH, H CH; F OH
XXV-6-3 p-MePh H H  CHOH) CH; H CH, F OH
EXV-6-4 pMeFh H H CHOHCH) (H, § CH, F OH
XXV-6-5 p-Me-Ph H H  CHPh CH; H CH; F OH
EXV-6-6 p-MePh H H  CHeindoldsyl CH; B CHy F OH
XXV-6-7 pbePh H OH  CHCHESCH, (H, H CH, F OH
EXYV-6-8 pMePh * H * CH, H CHy F OH

*R” and R™° joined together by {CHah to form five-membered ring.

Table XXV-7.

Ne R’ R R™ R® R* R R X Y
X¥XV.%1 pFPh H H H CH, H CH, ¥ OH
XXV pF-Ph H H CH CH, H CH; F OH
XXV-7-3 pF-Ph H H CHCH) CH, H CH, F OH

XEV-T4 pF-Ph HOH O CHCHCH:), CH, B CH, F OH
XX¥V-7-¢ p-F-Fh H H CHpPh CH; H CH; F O
EEV-RY O pFPh HOH CHeindel3w CH: H OCOH, ¥ OH
XXVIAE pFPh H H CHOHESCH, O B OH:. F OB

XXV-7-20 pF-Ph * H * CH, H Oy F OH

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

Tahle XXV-§,

e R R R® R® R’ R X Y
TH46901-1 - 716 -
IEIEET.1
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Diocket No. : PHI0RG.POS-TRED

Mo R R® R*® R® B R R Xy
XXv-81 pCiPR H H H CH, H CH, F OH
¥XV-B-2 p-ClPh H H O, CH; H CHy, ¥ OB
XAXV-8-3 pUiPh H OH  CHIOCHY CH, H CH, ¥ OH

EEY-84 pClPh H H CECHCH) (H, B CH F OH
KX¥-835 p-Cl-Ph H H CHPh CH; H Ci, ¥ ¢H
EXV.8-¢ pC-Ph H H CHpindob3wyl (Hy H O CHy FOOH
EEXY-B-T7 p-ClPh H H CHOHSCH, COH H G F CH

XAV-8-8 pClPh * H * CH, H CH; F OH

$R* and B joined together by {(CHoh to form five-membered ring,

Table XXV-8.

No R’ R R®™ R® R* R R X Y
XXY-%-1 pBrPh H H H CH; H CH; F OH
X¥v-8.2 pBr-Ph H I CH O, H CHy F OH
XAY-8.3 pBr-Ph H H  CH(CH) CH, H CHy, ¥ OH

KEV-9-4  pBrPh H H CHCHCH) COf 5 CH5 F OH
XXV-8-6 pBr-Ph H H CHPh CH, H CH, ¥ OH
XXY-97 pBePh H H CHendol3dyl CH, H CH, F OH
¥XV-9-8 pBrPh H M CHRCHSCH, CF H O, F OH

XXY-3.2¢ p-Be-Ph * H * CH, H CH, F OH

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

Table XX V-1

2080 -4 « 717 -
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Docket No. : PH30RO.PCS-TRKD

Mo R’ R: R® R® B R R XY
X¥v.ig-l pIPh H B 1 CH, H CH; F OH
XXY-18-2 pIPh H H CH, CH, H CH. F OH
EXV-10-3 p-l-Ph H B CHICH.), CHy, H Ol F OH

XKXV-16-4 p-I-Ph H H CHLOHICH:), CH: H CH, F OB
EXY-18-5 p-I.Ph H H CHPh CHy H CH; F OH
XXV-18-6 p-I-Ph H H CHyindol3-9t CHy, H CH, F OH
EXV-18-7 pl-Ph H H CHOCHSCH, O H OO F O0OH

EEY-16-8 p-i-Ph * H % OHy H CH, F OH

R and R joined together by (CHy) fo form five-membered ring.

Table XXV-11,

e R R R® OR" R* " R® X Y
¥¥v-1i-4 CH, H H H Bt H CH, ¥ OH
XXV-11-2 CH: H OH OH B H CH, F OH
EXV-133 CH, H O OH  CHCH) B H CH, F OH

XEV-11-4 CH; H H CHLOH{CH:) B H CH, F GH
X¥¥-11-8 (H, H H CHPhb Et H CH, F OH
KEV-31-6 CH: 3 H Cidadol 3yl Bt H O COH; F O
EXV-11-7 CH; H H CHCHBCH; Bt H Gy, F OOH

E¥vV-11-8 CH; * H 0# B H CH: F GH

¥R’ and R joined together by (CHyk to form five-membered ring,

Table XXv-12.

,,5\;&) R j] R-Z R3 a RSb R4 RS Ré X Y
20809011 -Ti8 ~
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Diocket No., : PH308G.PCS-TRE

) R ORT RY ORY R ORY XY
XXV-12-1 BB H H H Ft H CH; F CH
REV-12-2 Bt H OH  CH; Bt H CH, F OH
X¥XV-IR3 Bt HOH CHCH) B OH CH, F OH

EXY-13-4 Fr H O H CHUOHICH:), B H CH; ¥ OH
EXV-12-3 Bt H H CHPb Bt H CHy ¥ OH
EXY.12-6 Et B H CHyndol3wl B2t H CHy; F 0B
EXv-12-7T B B H CHLOHSCH: B H OH;, F OH

KEV.12.8 Bt * H =+ B H M F OOH

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

Table XXV-13,

e R R R® R® R ORY X VY
¥XV-13-1 Pr H H H £t H CH, ¥ OH
EXV-13-2 Pr H B CH, Bt H CH, F OH
XXV-13-3 Pr H O H  CHCH) Bt H Oy F OH

KEV-13-4 Pr H H CHOHCHS. Bt H CH, F OH
XEV-13-8 Py H H  CHPh Bt H CH, F OH
KY¥V-13-8 Pr H H  CHpeindoldy] Bt B CH, F OH

KXV-13-7 B¢ H W OCHCHSCH, B OH CH, F OH

XXV-13-8 ‘Pr * H ¢ EE #H CL F GH

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

Table XXV 14,

Ne R’ R® R*® R® P R R X Y
20869011 - 710 -
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Docket No. » PHIGRG.PCS-TRED

Ne R R® R™ R® R R R X Y
XX¥V-14-1 'Bu H H H B H CH, F OH
X¥V-i4-2 Bu H H CH B H M, ¥ OH
XXV-14-3 By H OH  CHCH) B OH CH, ¥ OH

XYveldd By H H  CIRCHECH), & H OCH, F OH

>

EXV-14-85 By H H CHPR B B CHy F OH
¥XVeided By H H  Cihdndol3t Bt H  CH; F OH
XEV-34-7 Bu H 0OH O CHCHSCH, B O H CH, ¥ GH

XXV-14-8 Bu ¢ H * B H O ¥ OH

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

Table XXV-15.

He R' RS OR"® OR® R* R R® X Y
XV-1%-1 P H H H Bt H CH, F OH
XXV-15-2 Ph H H  CH Bt H CH: F OOH
XXV-i5.3 Ph H H CHCH) Ft H CH, ¥ OH

KXV-15-4 Ph H H CHCH{CH)

7

{ H CH: F OH
XXV.i5.8 Ph H H CHPh B H i F OH
XEV-85-6 Ph H H (Hemdeldyl Bt H CHy F OH
XXV-18-7 Ph H H CHUOHSNH, ® H H, F OH

EXV-188 P * H * B H O, F OH

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

Table XXV-14.

IYRAGG1-E T I
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Dockst No. - PHIOBO.PUS-TRK

Ne R’ R R® R" R" R R® X Y
XXV-16-1 p-MePh H H H Bt H (f, ¥ OH
KEY-162 p-MePh H H CH Bt H OCH, ¥ OH
XNV-16-3 p-MePh H H  CH(CH) Bt ¥ CH; F OH

EXY-164 p-Me-Ph H H CHOHCH), B H CH F OOH
EXV-16-5 p-Me-Ph H H CHFh B oH CHy ¥ OH

HEYV-166 pMePh B OH  CHendoldwl Bt H O CH; F OOR

XXY-16-7 pMe-Ph H H CHUESCH, B OH OCH F OH
XXV-168 p-Me-Ph * H ¥ BHoOH CH F OH
*R* and R joined together by (CHy)s to form five-membered ring.
Table XXV-17.

e R’ R® R* R” R R XY
XX¥471 pF-Ph H H H Bt H CH; F OH
EXY-172 p. PR B OH  CH, B H CH F OH
XEVEY3 pFPh H OH  CH{CHp B CH:, F OOH
XKXV-174 pF-Ph H H O CEHCHCH), B H G, F CH
XEVA9S pFPh H O H  CHFPh B B {H, F {H

XX¥3746 p-F-Ph H H CHedndol3dwyl Bt H O CHy F OOH
XXV-177 pF-Ph H OH O CHOUHSBCH, Bt H O CH, F OOH

XXV-17-8 pFEPR * H * Bt H CH, F Ou

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

Table XXV-18.

2980901 -1 S -
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Dacket No, : FH30B0.POS-TRK

) Iy R R*® R R ® R X ¥
XXV-181 p-C1Ph H H H Et ¥ CH, F OH
XXY-18-2 p-Cl-Ph H H  CH, Bt H OCH, F OOH
XKY-18-3 pClPh H H  CHCHD: Bt H (H, ¥ OH

EEVAE4 p(ClPh H B CHLOHCH), B H CH; F OH
XEY-185 pCl-Ph H H  CHPh Bt B CH; F OH
XXV-18-¢ pClPh H H CHeindol3yl Bt H CH:s F OH
EEV-187 pClPh H H CHOHSCHy B B O F O OOH

EXV-18-8 pllPH ® H 0¥ Bt 3 CH; F OH

#R17 and R joined together by (T b to form five-membered ring.

Table XXV-19,

i iy B R R R R X v
EXV-18-1 pBrPh H H OH Bt H CH; F OH
XXV-19-2 p-Br-Ph H H CH BEi H CH. ¥ OH
EXV-193 pBrPh H O H  CHOH), Bt H O CH, F OH

EEY-18-4 pPrPh H H O CHRCHCH:): Bt H CH, ¥ OH
KR35 pBePh H H CHPh B H CH; F OH
BEY-18¢ p-Br-Ph H H  CHeindoldwl Bt B CH:. F OH
XKXV-1%97 p-Br-Ph B H CHCECH, B H CH; F OOH

EXYV-19-8 p-BrPh = H % B H CH, F OH

*R7 and R°" joined together by (CHas to form five-membered ring,

Table XXV-24,

29306011 -7 .
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Dockst Mo, : PHAOROPCGH-TRK

e R' rR* R*® R® R R R XY
XXV-20-1 pl-Ph H OH OH Bt H ¢, ¥ OH
WEV-28-2 plFh H OH O CH, Bt H OOH, ¥ OOH

EXY-28-3 pI-Ph H H  CHCH:)

i
=

CH; ¥ OH
XXV-284 pl-Ph H H CHCHECH) Bt H (H, F OH
EVA8-3 piFPh HOH O CILPh Bt B CH; ¥ OH
EXV-20-¢ pioPh H H O CHeindol3wd Bt H O CH; F OGH

EEV-2-T pl-Ph H O H  CILOIESCH

rri

t H CH, F OH

EXV-28-8 p-LPh * H * B OH CH;

g

OH

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

Table XKXV-21.

Mo R" R* R® R® R ¥ R® X Y
XXv-2i-i CH; H H H Pr H CH; F OH
¥XV-21-2 CH; H OH CH T H CH; F OOH
EXV-21-3 CH: H OH  CHICH:), Pr B CH, F OH

XKXv-21-4 CH, H M CHCHCH), P H O, F OH

ERY-21-% OB, B H CHPh Tr H OCH, P OOH
XEV-21-6 CH; H H  CHyedndoldwl P H CH, F OH
¥EV2IT CH:, H H O CHCHSCH, P H CH F OH

AXY-21-8 CH, ¥ H % r H CH, ¥ OH

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

Table XXV-22.

Ne R' R* R® R R " R* X Y
29805011 _I% .
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Dacket No, 1 PH30R0. POS-TRK

TN RT R* R® R® R R R X Y
EXv-22-1 Bt H H H Pr H CH; F OH
EEV-222 Bt H OH  CH r H CH, F OH
EXV-22-3 B H OH  CHICH:): Pr H CH, ¥ OH

X¥V.22-4 Bt H H CHCHCH), Pr B CH, F OH
X¥¥.228 Et H H {IPh Pr B CH. F CH
Xv-326 Bt H H  CHeindoldol B H CH: F OB
EXV-22-7 Bt H OH CHOCHSCH, B H CH, F OH

EEV-33-8 Bt ¢ % Pr B CH,; F OOH

¥R and R joined together by {CHa ) to form five-merbered ring.

Table XXV-23.

He R' R’ R® R® R R R® X Y
TEEV.3-1 Pr H O H O OH Pr H CH, ¥ OH
X¥Y-23-2 Pr H OH CH T R OCHy FOOH
F¥XV-23-3 Pr H H CH{CH)Y Pr B CH, F OH

XXY-23-4 Pr M M CHOWCH), Pr B OOH, F OOH
XEV-238 Pr H H  CHM Pr H CHy F OH
XEV-236 Pr H M CHpdndelbdyl Pr H (H: F OH

KEV.237 Py HOH O CHLOHSCH, P B CH,

i

E¥EV-33-8 PBr o H % r H CH. F OH

R4 and B joined together by (CHy)s to form five-membered ring.

Tahle XXV-24,

Ne R' R’ R® R® " R R X Y
29809011 -734 -
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Docket No. : PH3080PCE-TRK

e R ORY R®OR" R* F R* X Y
XX%¥-24-1 Bu H H H Pr 8§ CH, F O
XXV-242 By H H (% v H OCH, F OH
XXV-24-3 Be H B CHCH), Pr H CH, F OH

AXY-24-4 Bu H H  CHCOHCH), Pr H CH. F OH
XKEV-24-5 Bu H H (P Pr H O OCH, FOOH
¥EV-24-6 Boe H H  CHeindobdwd Pr H CH, R OH
XAV-24-7 Pu H OH O CHOLSCH, Pr H O CH, F OH

X¥V-24-8 By * H ¥ Pr H CH, F OB

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

Table XXV-25.

M R' R° R® ®" R R R X Y
XXv-28-1 Ph H H H Pr H (H, ¥ OH
EXV-35-2 Ph H H CH, T H OCH, F OH
X¥¥¥-35-3 Ph H H  CHCHD) T H OCH, T OOH

XKEV-254 Ph H H  CHOCH(CH), P H CiL F OH
XXV-2585 Ph H H  CHPR Pr H CH, F OH
KXV-28-6 Ph H H  (Hpeodoldvl B H CH, F OH
¥EV-2157 Ph H H CHCHSCH, ™ H CH F OH

X¥V.25-8 P * H Pr ¥ CH, ¥ 0H

*1” and R joined together by {CHy)h to form five-membered ring.

Table XXV 26,

2H80561-3 L
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Docket No. - PHA3UBOPCS-TRK]

Re R' R’ R® R R* " R®* X Y
XXV-26-1 p-MePh H H H Pr H CH: ¥ OH
XXV.26-2 p-MePh H H CH Pr H CH, F OH
XXV-26-3 pMe-Ph H H  CH{CH), Pr H OCH, F OH

XEV26-¢ pMePh H H O CORCHICH), ™ H CH F OH

XXV-16-8 p-MeFh H H CHPh Br H O CH

o

OH
EEV-266 p-Me-Ph H H  CHpdndobdoyl Pr H CH, F QH
XKEV36-T p-Me-Ph H O H  CHCHSIBCH e H O OCH; FOOH

EXVI6-8 p-Me-Ph * H OOF Pr H CH, F OH

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

Table XXV-27.

Mo R R R™® R® R®* R R® X Y
K¥V27-1 pFPh H H OH Pr H CH; ¥ OH
XYV-27-2 pFPh H H CH Pr H OCH. F OOH
XXV-27.3 pF.PR H H  CHCH) e H OCH; F OH

XXV-27-4 p-FPh H H  CHOHCH), Pr H O F OH
XXV.275 p-F-Ph H H  CHph Pr H CH, ¥ OOH
XXV-27-6 p-FPh H H  CHpeindold-yl Pr H CH; F OH
NEV2RY pFPR B OH O CHOESCH, P H OCH F OOH

XXV-27-8 pFPh * H # Pr H CH; F OH

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

Table XXV-28.

39806011 - 726 -
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Docket No. | PH300.PCE-TRK]

Mo R’ B R" R FrRR XY
¥XV-28-1 p{3Ph H H H Pr H {H, F OH
XXv.282 pChPh H H  CH Br H OCH; ¥ OOH
XXV-28-3 p-ChPh H OB CHICH:): Pr H CH, F OH

¥EV-284 pCLPE H OH  CHOWCH), P N CH, F OH
XXV-28-5 p-ChPR H H  CHFR v B OCHy, FOOH
XXV-28-6 p-CiPh H B CHpindobd-yl Pr H CH, ¥ OH
KEV-287 pCiPh H H  CHOWSCH, Pr H CH, F OH

KXV-28-8 p-CLPR * ® Pr H CH, ¥ OH

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

Table XXV-29,

S iy R’ R® B R R XY
XXV-281 pBrPh H H H r H CH, ¥ OH
XXY-25-2 p-Br-Ph H H (i e H CH: F OH
KXV-28-3 p-BePh H H  CHOH), Pr H OH, F OH

NEV.2%-4 pBePh H H CHCHCH): P B Ol F OH
XXv-23-8 pBePh H H CHPh By H OCH;, F O
EXV.28-6 pBrPh H H  (Ihdndeldal Pr H O FOOH
XXV-28-7 p-Br-Ph H H CHCHSCH, B H CH; F OH

XXV-19-8 pBePh ¥ H * Tr HOCH, FOOH

*R* and B joined together by (CHah to form five-membered ring.

Table XXV-30.

28304011 - 727 -
3635571

Gilead Exhibit 2026
PGR2023-00046 - Page 001502



Docket No. : PH3080 PC6-TRK]

Me R’ R’ R*® R” R* R R* X Y
XXV-38-1 plFh H OH OH Pr H CH, ¥ OH
XXV-30-2 p-IPh H H CH; Pr H CH. ¥ OH
¥XV-38-3 plPh H O H  CHCH)Y, Pt H OCHy F OH

KXV30-4 pl-Ph H OH  CHOHCH), Pr H W, F OOH
XXV-38-8 pl-Ph H OH CHPb e H OH, F OH
XXV38-6 p-bPh H H  Cbeindollwl Pr H CH; F OH
XXY-38-7 pLPR H H CHCOHSCH, Pr B CH. ¥ OH

XXV-30-8 plPh ¢ H < Tr H OCH:y F OH

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

Table XXV-31.

e R R* R® R® B R R XY
TXXV-31-1 CH: H OHOH "By H CH; F OH
X¥v-31-2 CF:; H H  CH. e H CH, F OB
ERV-31-3 CH, H OH O CHICH:), Wy H CH; ¥ OH

XXv-3l4¢ CH;, H B CHCHCH:), "Bu H CL F OoH
EXv3L8 Oy, H B CHpPh Wu H CH, ¥ OH
XEv-31-s CH: H H CHpindeb3-yl "By H CH; F O
EXV3LT7T CH; H OB CHYOHSCH; "B H OCH; F oM

XEV.318 (O, ¢

i
s

* "Ry H CH: F OH

#R? and R™ joined together by (CHyks o form five-membered ring.

Table XXV-32.

986903 -1 ST
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Diockst Mo, : PH3IGE0.PCS-TRK

X R' R* R® R B OR R X Y
XXv-32-1 B+ H H H "Ry H CH; F OH
EEV-33-2 Bt H H OH, "My H CH, F OH
X¥vaaz3d Bt H H CHICH:) "By H CH; F OH

¥EV-32-4 B OH H CHOHRCH), "Bgs H CH; F OH
V325 Bt H OH  CH:Ph "u H CH: F OH
EXY-32-6 Bt H H CHpendol3vi "Bg H CH, F OH
EXV-33-7T Bt H O OH O CHCOHSCH, "Bg H O CH, F OOH

XXvV.32.8 Et * H ¥ "By H CH; F OH

#R” and R joined topether by (CHahs fo form five-membered ring,

Table XXV-33,

e R' R* R*® R® R* R R X Y
XXv-33-1 Pr H H H "Bu H CH, § OH
WEV-332 Pr HOH O OH "By H CH, F OH
XXv-33-3 'Pr H H  CHCH) By H O, F OH

EXV-334 Pr H OH O CHCOH(CH), "By H CH, F OH
XXV-33-8 Pr H H  CHFPh "By H CH:, F OH
XKEV-33-6 Pr H H  CHyindol-3-vl "By H CH, ¥ OH
EXV-33T7 Pr H OH O CHCOHSCH; "Bs B CH: F OH

KKY-33-8 'pr o * H ¥ "y H OCH: F OH

*R” and R°° joined together by (CHoh to form five-membered ting,

Table XXV-34,

208051 - 729 -
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Docket No. : PH3I080 PCH-TRK

e R' R° R® R® RY R R X Y
XXV34-1 By § H H "Bu H CH, F OH
XXV34-2 'Ba H B CH Mg H CH; F OH
EXV-343 By H H  CHIOH) e H O CH; FOOH
XXV-34-¢ Ba H H CHCHCH)Y "Be H B F OH
XEV-348 By H OH  CHM "Rg H CH; F OH
XXV34s Bu B H CHydndob3dyl "Bu H CH, ¥ OH
KEV-34-7 Ba H H O CHOHSCH, "Be H CH: ¥ OH
XXV-348 Bu * w0 "My W OCH; FOOH

*R7 and X7° joined together by {THy)s to form five-roembered ring,

Tahle XXV-35.

e R' R® R® R® R" R R X Y
X¥Xv-3%1 Ph H H H "Bu H CH, F OH
XXV-352 Ph H H  CH, Wy H CH, F OH
EEV353 Ph H OH  CHOCH)Y, "By H CH, F OH
XXv-35-4 Ph H H CHCHICH:): "Bu H CH; F OH
¥XV-35-5 Ph H H CHPh "Be H CH:. F OH
X¥Y.35-6 Ph H H  CHpeindeldyl ®Bg H CH, F OH
XXV-35-7 Ph H H CHOHSCH:, "By H O, F OH
EEV-358 Ph ¥ H ¥ "Ry H CH. F OR

*R® and B joined together by (CHy)s to form five-membered ting,

Table XXV-34.

29809011
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Diocket Mo, : PHIORB.PC6-TRKL

e R R* R™ R” R* R R X Y
XXV-36-1 pMePh H H H "Bu H CH: F OH
KAV-36-2 pMePh H H CH, Mg H CH, ¥ OH
KXY-36-3 peMePh H H  CHICH): Hn H CH, F OH

XEV-364 pMePh H H  CHCHCH) "Bu H O F OH
XXY-36-8 pMePh H H  CHPh "By H CH, ¥ OH
XXV-36-6 pMePh H H  CHpedndol3yl "Bu H CH, P 0OH
EEV-367 pMePh H ¥ CHCOHSCH, "Bu H CH F OH

XXV-36-8 pMePh ¥ H ¥ Bu H CH; F OH

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

Table XXV-37,

M R R® R® ®” R B R X ¥
EXV-37-1 pFPh H OH O H "By H CH; F OH
XEY-37-2 p-F-Ph H H CH, "By H OCH, FOOH
KKV-3%-3 pFPs H B CHCH), "By H CH: ¥ OH

KEV-35-4 pFPh H OH O CHCHCH:). "Be H CH; F OOH
KEY.37-8 pFPh H H CiPh Bpy H CH. F O
EEV-37-6 p-FPh B M (Hedodoldyt "Bg H CH; FOOH
XXV-37-7 p-F-Ph H H CHCHSCH;, "By H CH, F OH

XXV-37-8 pfPh * H * By H CHy F OH

*R: and R joined together by (CHoh to form Sve-membered ring.

Table XXV-38.

29804011 -731 -
3535571
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Dockst Mo, @ PH3OB0.PCR-TREE

Mo K r°OR® R® R* R R X Y
XXY-38-1 p-C1Ph H H H "Be B CH, F OH
KXV.382 pCl-Ph H H CH, "My H CH, F OH
EXV-38-3 p-ClPh H H CHCH:) "y H OCH; FOOH

EEY-38-4 pClPh H H CHCHECH:): "Be H CH. F OB
XE¥-38-8 pCl-Ph H H  CHFh By H CH; F OH
EEV-384 p-Cl-Ph H B CHedndeb3yl "B H CH, F OH
EEY-38-7 pU1Ph B OH  CHCHSCH, "Bg H CH, FOOH

XHV-38-8 pClPR * H ¥ "Wy H OCH, FOH

SR and R joined together by (CHah to form Sve-membered ring.

Table XXV-39,

Ne R R’ R™ R® R®* R R* X Y
XXY.3-1 p-Br-Ph H H H "By H CH, ¥ OH
XYv.38-2 p-Br-Ph H H (I By B CH: F OH
XAV-393 p-BePh H OH O CHCH) "By H CH, F OH

EEV-39-4 p-Br-Ph H H CHCHCH)y ™g # CH F OH
XXY-34-3 pBefh H H CHPh "Bg H CH, ¥ 0H
EXY-39-6 p-BrPh H H CHpendol3wl "By H O CH; F OOH
K¥V38-7 p-Br-Ph H H CHCLICH:; "Bw H M. F OH

XXV-33-8 p-BrPh * H O O* "Ry H Ci, F OH

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

Table XXV-40,

2980501 -T733 .
3B3557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001507



Docket No. : PHI0E0.POS-TRKD

Me R’ R R* R® B R R X Y
XYv-40-f p-Il-Ph H H H Ba H CH, F OH
XXY-40-2 p-i-Ph H H CH; By H CH, F OH
HNV-40-3 p-I-Ph H H  CH(CIL): My H CH; F OH

BEXY-40-4 plPh H H CHOCHOCH): "Be H (H: F OH
EEY-40-5 p.Ph H H CHPh "By H CHy ¥ OH
KYYV-40-6 p-I.Ph H H CHeindol3-9 "Bey H CH; F OH
EEV-40-7 pI-Ph H H CICIESCH, “"Bu H CH. F OH

EXVA48E p-I-Ph * H % "By H CH; ¥ OH

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

Table XXV-41.

P R' R* R*® R® R" R R® X Y
X¥v-41-1 CH, H H H Bz H CH; ¥ OH
EXV-41-2 CH; H H CH Br H CH, ¥ OH
X¥V-43-3 CH, H B CHICH:)R Bz H C(H: ¥ OH

XEV-414 CH, H H CHCHICHY), Bz H CH, F OH
XEV-41-8 CHy H H  CHPh Bz H CH, F OH
XXV41-6 CH; H U Cilhdndobidayl Bz H OH, F OH
EXV-41-7 CH, H H CHCOHSCH Bz H CH, F OH

K¥v-43-8 CH, *» H 0# Bz H CHy F OH

*R” and B joined together by {CHyh to form five-membered ring.

Table XXV-42,

2865011 -733 .
3625571
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Bocket No. 1 PHIOBOPCS-TRK

e R' R* R®* R® RY ® B* X Y
¥¥V-42-1 Bt H H H Bz H CH, F OH
XKXY-422 Bt H H CH B H CH, F OH
XXV-42-3 Ft H H  CHOCH), Bz H CH, F OH
V424 Bt W H CHUHBCH), Bz H CH, F OH

EXVA42-5 L

o
fox

CiL,Ph By H CHs F OH
XEV42-6 BEr H M CHeindol 391 Bz H OCH, F OOH
KXV-42-7 Bt H H CHCLSCH:, B B CHy F 0H

EXY-42-8 BEL * H ¥ Bz H iy F OH

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

Table XXV-43,

N BEORS ORT ORT B OROR XY
XAv433 By H H OH Bz H ¢H, F OH
EXV-43-2 Pr H H CH Bz H ¢H, ¥ OH
XHV-43-3 Br H H CHOH: Bz H CH, F Off

XXvV-43-4 Pr H H CHLCHCHY Bz B CH, F OH
¥V-43-% Py H OH  CHPR Bz H CH, F OH
XXV-43-5 Pr H H CHpeindol3ol Bz 8 CH, ¥ OH

EXV-43-7 Pr H H CHCOHSCH, B: H CH, F OH

X¥V-43-8 Pr * ®W ® Bz H CHy F OH
*R? and R joined
together by (CHa) o form fve-membered ring,
Table XXV-44,
2ESROEH-1 - 734 -
AB2557.1
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Docket No. » PH3OBG PCR-TRK]

He g R OR® R B R R XY
X¥V-44-1 Bu H H H #z H OH, F OH
X¥XV-44-2 Bu H H CH, Bz H CH, F OH
EXV-443 ‘By H O H  CHICH:) By H CH; F OH

H¥HV-dd-4 Bu H H CHIHCH.) Bz H CHy F OH
XXv-44-5 By H H CHPh B H CH:; F OH
EEV-44-6 By H H  (Heindoldyl Bz H O F OH

XY¥-44-7 ‘Bu

bl

1 B CHOHBCH; Be H CH, F OH

XXV-44-8 Ba * H * By H CH; F OH

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

Table XXV-45.

Ne R' rRZ R® RP R R R XY
EXV483 Ph H H H Be: H CH, ¥ OH
XXv-45-2 Ph H H (H Bz H CH, F OH
EXV-45.3 Ph H H CHCH) B H CH, ¥ OH

KEV454 Ph H O CHCBCH:), B H L F CH
EXY-45.5 Ph H H CHPh Bz HE CH, F OH
E¥V-45-6 Ph H H CHeindoldyl Be H CH, F OH
EXV-45-7 Ph H H CHOHESCH:, B H CH, F OOH

KKV-45.8 Ph * H ¢ Bz H CH, F OH

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

Table XXV-46.

2950801 -1 - T35
3624557.1
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Docket No. : PHIGB0.PCS-TRKE

Ne R’ R* R™ R® R* R R® X Y
XXV4E1 pMepbh H H H Bz H CH, ¥ OH
EXV.46-2 pMePh H H CH, Bz H CH, ¥ OM
XXV-46-3 p-MePR H H CHCHL), Bz H CH; F OH

EXV-46-4 p-Me-Ph H H CHCHCH), Be H CH, F OH
EXV-46-8 p-MePh H H CHPh Bz H CH; F OH
KXV-46-6 p-MePh H H CHpyindol3yl By H CH, F OH
XEV-46T p-MePh H H CICHSCH, Bz H (H: F O

XXV-468 p-MePh * H ¢ Be H CH; F OH

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

Table XXV-47,

N B’ R OR® ORY R® RN R® X ¥
XXv-47-1 pFPh H H H Bz H (H, F CH
EXV-47-2 pFPh H H CH Bz H OH, F OH
XXV-47-3 p-F-Ph H M CH{CH) Bz H CH, ¥ OH

XEV-47.4 p-F-Ph H H CHLIHCH): Be H CH F OOH
XEV-47-5 pFPh H H CHPh B: H CHy F OH
EXV478 pF-Ph H OH  (CHpindeb3yl Bz H CH: F OOH
XXVAT-7T pFPh H H O CHCOHSCH; By H CH, F OOH

EXv-478 pFPh * H % Bz H Oy F GH

*R” and R™" joined together by {CHoh to form five-memberad ring.

Tabls XXV-48.

29805011 - 736 -
3625571
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Diocket No, o PHIGRO.PCS-TREE

Ne R' R* rR® R® R* " R° X Y
EXY¥Y-48-3 oClPh B H H Br H CH; ¥ oH
KEV48-2 p-(Ci-Ph H H (O He H OH; ¥ OH
EXV-48-3 p-Cl-Ph B H CHCH) Br H CH; F OoH
EEV48-4 pCiPh H B CHCHBICH:;), B H G F OH
XX¥V-48-85 p(iPh H H CHPhb Be H CHy F OH
BEY-48-% pClPh H H CHeindoldyl Be H CHy F OH
XK¥V-48-7 pC1-Ph H H CHOHSCH. Bz H CH, F o
XAV-48-8 pClPh * H ¢ Bz H CH, F OH
*R* and R joined together by (CHo)s to form five-membered Ting.
Table XXV-48.

e R BYOR® R R R R XY
EXVAS] pBrfh H H OH Bz H CH; F OH
KXV-48-2 pBr-Ph H H CH; By H CH, F OH
XEV483 p-Br-Fh H H CHCH;) Bz H CH; ¥ 0oH
XXY-49-4 p-Br-Ph H H CECHCH): B H CH, F OH
XXV-49-8 p-Br-Ph H H CHFh B H CHy F OH
EXY-45-6 p-Br-Ph H H CHprndol3w9l Be H CH; F OB
KXY-49.7 p-Br-Ph H H CHCHSCH; B: H CH, F OH
XEVAS-8 p-BrPh * H ¥ Bz H CHy ¥ OH

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

Table XXV-50,

29809611
362557.1
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Docket No. : PH3OB0 PO TRX

Mo R’ R* R® R™ R " R X Y
EEV-E8.1 pi-Ph H OHOH Br H CH, F OH
XXv.38-2 pIPh H H  JH, Bz H CH, F COH
XXV-56-3 pI-PR H H CHCH) Bz H CH; F OH

KAV-58-4 pdPh B OH  CHOHCH), Bz H G F OH
XKKY-58-85 piPh H H CHFh Bz H CH, F OH
XNV-58-6 pIPh H M CHpeindoldwl Bz H CH: F O
XXV-38-7 pdPh B OH  CHOHSCH, Bz H G, F OH

EXV-58-8 plPh * H ¢ Bz H CH, F OH

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

- 4.4 1
Table XXVI-1.
N R RY B® R® OR R X Y
2980011 - 738 -

382557.1
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Docket No. : PH3GBO.PCS-TRK]

T BORY m® OR? R R R X Y

¥X¥ii-2 CH: 2 H #H CH;
Ex¥vii-2 CHh H H CH; CH, F H OH
ERVELSY CH: H OH  CHICH): CHa
XEYVE-1-5 CH;y H H CHpPh CH; F H @H

XXVEL-$ CH, H H CHdndoldol CH,

H
H
H

X¥Vi-i-4 CH; H H CHCHICH;), <CH; H F H OH
H
H F #H oH
H

XX¥i-1-7 OH:; H H CHAHSCH. OH F H OH

EXvii-8 CH, * H * CH, H F H OB

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

Table XXVI-2,

e R' R R® R® R R R X ¥
¥X¥VI2-1 Bt H H H CH: H F H OB
EXVE22 Bt H H  CH CH, H F H OH
XXVE23 ¥ H O H  CHICH), CH; H F H OH
XK¥vi24 Ft H B CHCBICH:): CH:; H F H oH
XXVE2-8 Ft H H CHPh CH, H F H OH
Y¥EVI2-6 Bt H H  CHeindol3yl CH, H F H CH
KEVE2-7 B H H O CHOHSCH, O H OF H OH
XXVE2-8 Bt * H ¥ CH, H ¥ H OH

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

Table XXVI3

N R R* rR® R® R R R X Y
XXVI3-1 Pr 5 H OH CH:, H F H OH
2880911 - 730 -

362557.1
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Diocket Mo, PH3GSO.PCS-TRK Y

N R OR?T ®* ORY B R R X Y
XXVE3-2 v H H CH; CHy H F H OH
XXVE3-3 P HOH CHECH), CH, H F H OH

XNVE3-4 Pr H H CHCHCH), L, H F H OH
XXVESS Pr H H  CHPh CHy H F H OH
XXVE3-6 Pr H H  CHeindol3yl CH, H F H OH
XKEVERT ‘Pr H H CHCHSCH, O, H F H OH

XYVE3-8 Pr ¢ B CH, H F H OH

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

Table XX V-4

N B R R¥ RT R R R XY
XXvid-i By H H H CH, H F H OH
EEVE4-2 Bu H OB CH, CH, H F H CH
X¥X¥I4-3 Bu H H CHICHD) CH: § F H OB

EXVE4-4 Ba H H CHCHCH), CH H F H OH
XEVE4-8 Bu H H  CHPh CH;, H OF H OH
XXVE4-6 RBe H H  CHeindol3wt CH, H F ¥ OH
EEVI4-7 Ba H OH O CHOUHSCH, O, H F H OH

KXVI-4-8 By * H = CH, H OF OH OB

*Rand R joined together by (CHoh to form five-membered ring.

Table XX VI3,

Ne R R? R® R® R* R R X Y
29809011 - TAQ -
362557.1 :
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Docket No. : PH3080.PC6- TR

Me RN OR® R® R® B R R XY
X¥YEs-1 Ph H H H Ci, H# ¥ H OH
XXVE3-2 PR H OB CH CH, H F H OH
XXVES3 PR H H  CH{CH) CH;, H F H OH

¥¥vis4 Ph H H CGLOHCH), CGL H F H OH
EXVIES5 Ph H H CHpPh CHy, H F H CH
EEVES5-6 Ph H H CHeindeldyl CH; H O F OH OH
XXVIET PR H OH O CHOHSCH;, CH; H F H OH

EEVI-58 PR * H 7 Ci; H F H OH

*R7 and B joined together by (CHy): to form fve-membered ring,

Table XX VIS,

e R’ R* R*® R® R* R R X Y
XXVi-6-1 pMePh H H H CH, H F H OH
XXVE62 p-MePh H H (i CH; H F H OH
KEVES3 pMePh H H  CHCHD CH, H ¥ H OB

XXVi-64 pMePh H H CHCOH{CH:): CH; B F H OH
EXVI-63 pMePh H H CHPh Ci;, H F H OH
X¥¥Eie-6 p-MePh H H CHeindoldvi CHy, B F H OH
EEVEST pMePh H H CHCHSCH, CH; H F H OH

KEVE68 pMePh * H CH; H F H OH

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

Table XXVI-T.

2986961 - 741 -
3825571
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Bocket No. : PH30R0. PC6-TRKI

Ne R' R* R* R® R R R X ¥
XXVET-L pF-Ph H H OH CH, H F H OH
XXVET2 pFPh H OB OCH CH; H F H oOH
X¥VET-3 pF-Ph H H  CHCH) CHy H F H OH

XEVET4 pF-Ph H H CHCOHCH:), CH; H F H OH
XXVLRT-¢ pFPR H OH O CHFG CH;, H F H OH
XXVETY pFPR H OH CHpendel3wyl CHy H OF B QH
BXVETS pFPh H B CHECHSH, CH, H F H OH

XXVET-28 pFPH * H ¥ CH; H F H OH

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

Table XXVI-8.

M R’ R* R® R® R ”» R X ¥
XXVE8-1 pClPR H H OH CH, H F H OH
XEVE8-2 pCPh H H OH CH, H F H OH
XXVE8-3 p-CLPh H H CHOH), CH; H ¥ H OH

XXVE84 pChPh H H CHCHCH:): L H F H OH
XEVES-S p-Cl-Ph H B CHPh CH; H F H OH
XXVE8-6 pChPh H H  CHeindoldl CHy H F H OH
EXVIE7 plhPh H H CHCOHSCH, CH; H F H OH

XXVESS8 pChPh * H * #; H F H OH

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

Table XXVI-S,

20869911 -4
3625571
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Docket No. : PH3I0E0 PCG-TRK

N R’ R R*® R® R* R R X Y
XXVE9% pRePh H H R CH. H# ¥ H OH
XXVI82 pBrPh H OH O CH; H F H 0OH
¥XVI-93 p-BrePh H O H  CHCHR CH, H F H OH

EXVESE  p-BePh H H CHOHCH CH, H F H OH
XXV pBrPh H H  {OHFh CH; H O F H OH
XEVESY  p-Be-Ph H H CHeindol2l CHy H F H OH
EXVISE pBr-Ph H H CHLHSCH, CHy H F H OH

XXVESIS p-Be-Ph * HOO* CH; BE F H OH

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

Table XXVI-10.

e R' R* R® R® R* R R XY
XEVEi0-1 pdPh H OH OH OH; H F H OH
XXVEi6-2 plPh H H COH CH: H F H OH
EXVE8-3 plPhk H O OH O CHICH:) CH, H F H OH

KXVIig4d p-IPh H H CICHCH), CH H F OH OH
XXVEi8S p-lPh H H CHPR CHy HE F H OH
XEVEIG-6 pd-Ph H H  CHeindol3wl CHy, H F H OH
EXVEREIGT p PR H H CHOHSCH, CH; H F H OH

EXVERI0-8 pbPR Y W 0¥ CH; H F H OH

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

Table XXVI-11.

20869011 - 743 -
3GER%7.1
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Docket No. ; PH3GBO PCS-TREL

e R' R’ R® R® R R R X Y
XXVEilt CH; B H OH Bt H F H OH
XXVEi2 CH; H OH QL Bt H F H OH
XXVEIL3 CHy H O OH  CHICH) Bt H F H OH

EXVEii4 CH; H #H CHCHCH): B H F H OGH
EXVIiiS (H; H H  CHPb BEE H F H OH
X¥¥¥hile CHy H H CHewdol3dl Bt H F O H GH
XEVERLY CHy H OH O CHCOHSCH, Bt H ¥ H OH

HXYVEL118 CH; ¢ H OO B H F H OH

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

Tabie XXVE12,

N R' R* R® R® R" R° R® X ¥
XXVEiizl Bt H H H ¥t H F H OH
NEVRIZ2 B H OH CH Bt H ¥ H OH
XXVEIZ-3 B H B CHCH) B H F B CH

XEVE124 Bt H H CHCHCH) Bt H ¥ H OH
KXVERIZS B OH B CHPh B H F H OH
XV Bt H H CHeindol3l 8t H O F O H OH
EXVEIZ7T Bt H H CHOERCH, B H F H OH

EEVERIZE W * @|oo# B H F B OH

*R* and R joined together by (CHah o form five-membered ring.

Table XXVEIS.

Fe RS RB® OR® BR® R B R X VY
XEVEID Pr H B H FEE H F H oH
IHRGAGI - F44 -
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Daocket No. - FHAORGPOGTRKL

M R R R® R® R* RF R®* X Y
XYXVERE32 Pr H OH  OH, ¥t H F H OH
XXVEI3 Pr H H  CHCH:), B H F H OH

XXVEi34 Pr H OH O CHOHCH): B H OF H OH
XXVEI3S Pr H OH  CHPh B H ¥ H OH
EXVE13-6 Pr H M CHpeindol39l Bt H F H OH
XXVEIRT Pr H OH O CHOMSCH, Bt H OF O H OH

XXVEI3-8 pp ¢ H OO T H F H OH

*R* and R™ joined together by (CHyh to form five-membered ring.

Table XXVE14,

Mo R’ R® R*® R” R" R R X Y

XXVE-14-1 Ba H H H B H F H OH
XNVE14-2 Ba H H O ® H F H OH
XXVE14-3  Be HOH CHCH:g B OH O F H OH

Y¥XVE-14-4 By H H CHONOH), B H F H OH
XXVE14-5 My H 0H  CH.PB #t OH OF H OH

KXVE-14-6 Mg H H (Hesdobdyl Bt H O OF H  OH

XEVER147 Me H H CHOHSH, E H F H OH

XKYE14-8 By * H FF ®H F H OH

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

Table XXVI-15

Ne R r* r® R® R R R X Y
29208011 - T4 .
357857.1
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Docket No. : PHIOROPOCS-TRKE

Mo RORT OR® ORT R* R R XY
XEviis-1 PR H H H 7m H F H OH
X¥VEi5-2 Ph H H CH Bt H F H OH
XXVE15-3 Ph H O H  CHIOHY, Ft H F H OH

KXVEIS4 Ph H H CHUOHCH:), ¥ H ¥ H OH
EEVEISS Ph H H CHPh B H F H GH
KE¥VI8¢ Ph H H CHeindoldyl Bt H F OH OH
EXVE-157T Ph H H CHOCHSCH, B H F H OH

EXVEIS-E Ph ¥ H O * Bt H F H OH

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

Table XXVI-14.

Ne R R® R® R® R R R X VY
XAVE-i6-1 pMePh B H N Bt H §F H OH
XEVE-162 pMePh H H CH B H F H QH

XXVERIS3 pMePh B OH  CH{CHLH

fex

t ¥ ¢ H OH
EXVERis4d p-MePh H H O CHCOHCH), Bt B F H OH
EX¥VEI6E pMePh B H CHPR B H F H OH
EAVEGE-S pMePh H H  CHeindoldsyl Bt H OF H OH
EXVEIGT pMePh H H CHOHSCH: B H F H OH

KEVE16-8 p-MePh * H ¥ B " F H OH

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

Table XXVE17.

BHRGBOL-1 - 744 -
3625571
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Daocket Mo, - PHIORG PO TRED

Ne R r* R® R” R R OX ¥
XXVi-171 pFPh H B H Et H# F H OH
XXVI-17-2 pF-Ph H H O, Bt H F H OH
WEVELT3 pFPR H OB CHICH) Ft H F H OH

es]

XXVE-174 pFPh H OH  CILCHCH:) t H OF H GH
EXVERITS pFPh H H (HPh B #H F H oH
XXVE17T-6 pF-Ph H H CHeindol3wl Bt H F H GH
EXVEITY oFPh H H CHOHSCH, B H F H CH

EEVELIT-8 pF-Ph ¥ H ¢ H OH F H OH

*R? and B joined together by {CHa): to form fve-membered ring.

Table XXVI-18.

P R' R* R* R® R R R X ¥
XYViigd pClPh H H H Bt H F H OH
KXVEIE? p-CLPh H H  CH, ¥t H F H OH
EXVE18-3 pCOlPR B H CHCH:): Bt H F H of

EXVE184 pClPh H H CHOHUH), B H F H OH
BEYVE18-5 PR H H  CHPh E H Ff H OH
HXVEIES p-Cl-Ph H H Cibindel3yl BE B OF H OH
EXVLI87 p-Ch-Ph H OH O CHCHSCH, B H OF H GH

EYVEIBE p-ChPh * H ¥ B H ¥ H OH

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

Table XXVIE-19.

IROBI-1 _TAT -
3625571
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Docket No. : PHIOR0.PCUS-TRKE

Ne R R* R*® R® R" R" R* X Y
XXVE-i%1 p-BrPh H H OH B H F #H OH
EXVE18-2 pBrPh H H CH, B H ¥ H OH
XX¥Li83 pBrPh H OH  CHCH) B H F H OH

XXVEIS4 pPBr-Ph H OH O CHOHCH), B H F H OH
EEVEISS pBr-Ph H O H  CHPh B H F B CGH
XXVEI86 pBrPh H H CHyemdoldyl BB H F H OH

XEVEIST o-Be-Ph H OH O CHLOESCH; B H F OH OOH

XEVI198 p-BePh * H OF EE H F H OH

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

Table XXVI20,

Ne R’ R* R*® R” R* R R X Y
XXVE2S-1 plPh H OH O H B H F H OH
EEVE28-2 p-l-Ph H H COH BE H F H OH
XXVI-28-3 nlPh H OB CHICH) Et H F o OH

XEVER204 p-FPR H OH O CHCHCH:) B H F H OB
XEVE2S pbPh H O H  CHPh Bt H F #H (OH
EXVEISs p-lPh H OH O CHelndol3wl Bt H F H OB
XEVE-T p-l-Ph H H O CHUCHEHSH, B H F H OH

KXVE20-8 plPh * B % B H F H OH

*17 and R joined together by (CHah to form five-membered ting.

Table XXVI-21

28309011 - 748 -
3625571
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Docket No, : PH3OS0.PCS-TRY

Ne ®  RY R® RY R* R 8 X Y
XXVE2i-t CH, H H H Pr @ F H OH
KXVE21-2 CHy, H B CH. ' H OF H OH
EXVE2L3 CH, H OH  CH(CH) Pr H F H OH
¥XVE24 CH, H H CHOHCH), Pr H F H OH
VIS CHy HOH OHPR Pr B OF OH OH
XXVE216 CH, H H  CHeindol3d Pr B OF H OH
XKXVI23-7 CH, H H O CHCHSCH, ™ H F H OH
XXVE21-8 CH, * H ¢ e H OF H OH

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

Table XXVI-22.

Ne R R R™® R® R R R® X Y
¥XVi221 Bt H H H Pr # ¥ H OH
XAVE22-2 Ft H O H  OHs Tr HOF OH OOH
XXVE-223 Bt H O OH  CHICH) Pr H F H OH

K¥VEi324 B H H CHCOHCH:): ™ H F H OH
XEVE2ZS Bt H OH CHPh Pr H OF H OH
EXVE22-¢ Bt H H  Cisndold3yl Pr H F H OH
XXVE2T Bt H O OH O CHOMSCH, v H P OH OH

XXVE238 B H ¢ r HOF H OH

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

Table XXVEZ3,

N BDowt or® OR® R R® R® ¥ ¥
XXVE23Y ' H H O H Pr B ¥ OB OH
2URHI01-] - 748 -

362557.1
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Docket No.o s PH3IOSO PCS-TRK L

Mo RT R? R® R® R R R X Y
XXVE232 Pr H OH O CH, Te H F H OH
XXVE23R3 Pr H M CHICHD Pr H F H OH
XXVE234 Pr H OB CHCOHICH), Pr H F B O
XXVE23RE Pr H OH  CHPh Pr HOF H OH

XXVE23S Pr H O H  CHeindol3yl Pr H ¥ H OH
XXVE2ST Pr H OH O CHLOLSCH:; B H F 0 on

KXVE-23.8 Pr * H * By HOF OH OH

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

Table XXVi-24.

Ne R' R* R® R® R R R X Y
XXVE24-1 Bu H H H Pr H F H OH
X¥VE24-2 Bu H H COH; Br H OF H OH
XXVE24-3 Bu B H  CH(CH.» ' H OF H OH

EXVE24-4 By H H CHOHCH):. P H F H OH
XXVE-24-8 Bu H H CHFh r B OF H OH
XXVE24-6 Bu H H  CHpindoldsl Pr H F H OH
KEVE24-T By H H  CHOHSCH, Pr H F OH CH

HEVE24-8 By * H % B HOF OH OB

*R” and R°° joined together by (CHah to form five-membered ring,

Table XXVE-25.

Ne R' R? R® R® B R ORI X Y
29809011 - 75D
3BI557.1
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Docket No. : PH3IORO.PCS-TRK

Mo R R* R R 8 R R X Y
XXVE3S1 Ph H H H Pr H F #H OH
¥XVE-2S-2 Ph H H COH; Tt H OF H OH
XAVE2S3 PR OH OH CHCHS ' H F H OH

X¥XVi28-4 Ph H H CHOWCH), Pr H F H OH
XEVEISS PhoH OH O CHPh Pr H F H OH
XKVE2S6 Ph H B CHpindobdyb Pr H O F H OH
XXVE2s7 Ph B H O CILCOILSCH; P H F B OOH

Y¥NVE25.8 Ph ¥ " % By H T OB OOH

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

Table XXVI-26,

e R R BT R R* " R” X Y
XXVE-36-1 p-MePR H H H Pr H F H OH
XXVE26-2 p-MePh H H (L Pr H F H COH
XXVE26-3 pMePh H OH CHICH:) Pr H F H OH

XXVE264 pMePh H H CHILCHCHE: Pr H F H OH
XXVE26-S pMePh H O H o CHPh Pr H F H OH
XXVE26-§ p-Me-Ph H H  CHedsdob3yt Pr B F H OH
KEVE26-7 p-MePh H H  CHOHSCH, B H F H OH

XXVE26-8 pMePh ¥ H ¥ TroH OF OH OH

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

Table XXVIZT

29RBV0E -1 - 751 -
3625571
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Docket No. : PH3080.PC-TRK

Ne R' R° R*® R R* R R® X Y
XXVi2%l pFPh H H H Pr H F H OH
XAVEITZ pF-Ph H OH CH Tt H F H O
EXVEILY pFPh H OH O CHICH) Pr B OF H OH

XXVE27-4 pF-PR H H CHCHCH), Pr H F H OH
XXVE27S p-F-Ph H H  CHPh Pr H F H OH
XXVEZR6 pFPh H O H  CHpelndob3-y1 Pr H OF OH OH
XAVERRT pFPh H OH O CHCOHSCH; P H OF H OH

EXVE2T-8 pP-Ph * H ¢ P+ H F H OH

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

Table XXVI-28.

Ne R’ R® R® R” R " R XY
X¥VEi28l pChPR H H H Pr H F H OH
XXVE282 pClPh H OH  CH, Pr B OF H OH
EXVE2E-3 pClPh H OB CHCH): Tr HOF H OH

XAVER-4 pClPh H H CHOHCH), Pr H F H OH
XXVES-S pClPh H OH  CHLPh Pr H F H OH
X¥XVI-28-6 pClPh H H  CHpyindol3l Pr # F H OH
XXVEIST pClPh H H O CHOHSCH, B HOF H OH

XXVI288 pChPh * H OF Pr H F H OH

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

Table XXVE29,

29809011 -7
3E2RRT L

~3
L
Ny
¥

Gilead Exhibit 2026
PGR2023-00046 - Page 001527



Docket No. : PH38IPCs-TRK

N R' R* R* R” R* ¥ R X Y
XXVE23-1 pBrPh H H H Pr H F H OH
XXVi-28-2 pBr-Ph H H COH; Pr H F H OH
XXVE283 p-Be-Ph H H  CHCH), Pt H F H OH

XXVi29-4 pBrPh H H CHOHCH), ™ H F H OH
EXVE-S pBrPh B OH CHPh P H F H On
XXVE29-6 pBrPh H H  CHymdoldyl B¢ H F H oH
XXVI297 pBrPh B H CHCHSCH, P H F 8 OH

XXVEI9-8 peBrPh % HOO¥ Pr H F H OH

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

Table XXVI-30.

e R’ R* R® R” R ® R XY
XXVE38-3 piPh H H H Pr H F H OH
EXVE3-2 ploPh H O H  CH Tr H F H OH
XXVE383 plPh H OH  CHOH), Pr H F H OH

XXVEM-4 plPh H H CHCHCH) P H F H OH
XXVE36-8 plPh H H CHPh Pr H F H OH
XXVE3-§ plPh B OH  CHendol3-yl Pr H P H OH
¥XVE3-T piPh H H CHCHSCH, B H F H OH

XXVE36-8 plFh ¢ H ¢ Pr HOF H OH

*R” and R joined together by (CHyh to form five-membered ring.

Table XXVI-31L

29805011 - 7583 -
3625571
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Docket No. : PH3080.PC6-TRK1

Ne R' R rR*® R® R R 8 X Y
XXVI31-i CHy, H H H "My H F H OH
XXVEi31-2 CH:; H OH O iy H F H OH
EXVEAL-3 OCH, H O H  CHCH) My H F H OH

XEVE3i4 CHy H H O CHCOHICH;, "B H F H OB
EXVE3-8 CHy H OH  CHPh "My H F H OH
XEVEI-6 CHy H H  Cihdndelb3yl "Bu H OF H O
EXVE33.7 CHy M O CHOHSCH; "Ba H F H OH

XXVE3E G, * H ¢ Ru H F H OH

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

Table XX VI-32.

He YR ORY OR® BB OR XY
XXVE321 Bt H H O H "By H ¥ H OH
KXVE3Z2 Bt H H OF Mg B F H OH
KEVE3E-3 Bt H OH  CHCH) My H F H OH

XKXVE324 B H B CHOHCH) ™Ms H F OH OH
XXVE32E Bt ¥ H CHP "My H F H OGH
XYV B H OH  CHpepdel3-wl "Be # O F H OH
EXVE3ZT B H OB O CHSOHSCH, "B B OF H OOH

KEVER3LE Bt ¢ H ¥ Bu B F H CH

#R and R joined together by (CHu)s to form five-membered ring.

Table XXVI-33,

I9B0501- <754 -
3628571
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Bocket No.

: PH308G.PCH-TRKY

Me R p® ORT B R R XY
XXVE-33-1 Pr H H H "By H F H OH
AAVEIR2 Pr B OH  CH, "By H F H OH
KXVE33-3 Pr H H  CHCH:) By H OF H OH
EXVE-334 Pr H H CHOHCH): ™s H F H OH
XXVE332 Pr H H  CHPh "By H F H OH
XXVE-33-6 Pr H H  CHpindel3vi "Be H F H OH
KEVE33T7 Pr H H O CHOHSCH; "Ba H F H OH
KXVE3LE pr * Ho» By H F H OH

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

Table XXVI-34,

He ®ORS OR® ORT R R R XY
XY¥VE34-1 By H H H "By B F H OH
XXYE34-Z Bu H H CH "y H F H OH
KXVE34-3 Bu H B CHICH) ¢ H F H OH
K¥VE-34-4 Bu H H CHUHCH): "Be H F H OH
EXVE3-3 Ba H H CHPh e H F H OH
XEVE34-6 By H H  CHemdoldyl "Bg H F H OH
XXVE3-7 Ba H B CHCIESCH, "Bs H F H OH
EEVE34-8 Bu * H * Mg H F M OH

R and R joined together by (CHy): 1o form five-membered ring.

Table XXVI1-33,

29809011
362557.1
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Drocket No, ¢

PH3OR0 PUSTRK]

Ne R' R* R*™ R” R R R X Y
XXVE351 Ph H B H "Bu H F H OH
X¥Vi352 Ph H H O "By H F H OH
KXVE3S3 Ph H B CHICH:): Mg H F OH OH
XXVE354 Ph B H O CHOHCH):, "Be H F H OH
X¥VE3S-S Ph H H  CHPh "My H F H OH
XXVE3S$ Ph H H  CHpeindoldwl "By H F H GH
XXVE3S7 Ph H OH O CHLUHSCH, "B H F O H OH
XXVE3SS Pho* H ¢ My H OF O H OH

*R* and R joined together by {CHy)h to form Sve-menmbered ring,

Table XXVI-36.

Fe R' R® R® R® R ® R XY
KXVE36-1 pMePh H H H My H F H OH
XYXVE362 p-MePh H H CH My H F H OH
XKXVE3S3 p-MePh H H  CHOH), "By H F H O
XXVE364 pMePh H H CHCHCH: "Bs H F H OH
XXVE36-8 pMePh H H  CHPh Ty H OF OH OH
XXVE3IS-6 pMeFh H H  (Heindol3yl "Be H F H OH
KXVI-367 p-MePh H H CHCHSCH, "B H F N OH
XXVI-36-8 pMePh * H ¢ ‘B H F H OH

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

Takle XXVI-37,

2880401-1
3525571
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Ne R' R R® R® R* R R X Y
XXVE3L pFPh H OH OH "Bu H ¥ H OH
XXVE3T2 pFPR H OH CH My H F H OH
XYVE3T3 p-F-Ph H OH  CH{CH) "My H F H OH

AXVE374 p-FoPh H OH  CHOH(CH:): "Be H F H OH
EXVE37-85 pFPh H H  CHPR By H F H OH
XXVE37-6 p-F-Ph H OH  CHyindobdwl "By H OF OH OH
XXVESTT pF-Ph H H CHOESCH, "™Be H F H OH

XEVEITS pF-PR ¥ H * By H F H OH

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

Table XXVI-38.

Ne R' R° R® R* R® R R XY
XKXVE3-1 pClPR H H O H "By H F H OH
EXVE38-2 pClPR H H CH ey H O OF H OH
XYVE-38-3 pClPe H H  CHCH), Mg H F H OH

XXVI384 pClPh H H CIRCHCH), "Ba H F H 0B
XXYVE38-5 p-ClPh H H  CHPh By H F H OH
XXVE3B-6 p-Cl-Ph H B CHeindoldyt "Be H F H OH
XXVE38T pClPh H B CHCHSCH, "Be H F H OH

XXVENE pllPh * OH R "B H F H OH

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

Table XXVIE-39,

25RG9G1-1 - 757 -
362557.1
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Daockst Mo, : PH3OSO PC6-TRK]

Mo R' R? R*® R® R" R R X Y
XXVI-38-1 p-Br-Ph H H H "Bu H F H OH
WAVE3S2 pBrPh H OH  CH ey H OF H OH
XXvi-38.3 pBe-Ph H H  CHICH) My B F H OH

¥XVI3%4 p-Br-Ph H H CHCHCH)L "Bu H F H OH
KXVE-38-5 p-Be-Ph B H CHPh "We H F W OH
XXVE39-8 pBr-Ph H H  CHeindol3yl "Ry H F H OH
X¥XVI-387 p-BrPh H H CHCHSCH;, "#e H F B OH

EXVI38E p-BePR * H OO® Mg H F H OH

*R* and R™° joined together by (CH; 1 to form five-membered ring.

Table XXVI-4L

Mo R R® R" R” R » B XY
XXVI481 plPh H OH O OH "By H F H OH
KAVI-48-2 pl-Ph H H CH "By H OF OH OH
XXVi-40-3 plPR H H  CHCH) My H F H OH

XXVI-46-4 pIPh H H ORCHCHEL “Be H F H OH
XXVI-46-5 pIPh H H CHPh "Wy H F H OH
XEVI-46-6 pIPh H H  CHeindol3wyl Bg H F H OH
XXVI487 pbPh H OB CHUHSCH, "By H F H O

XXVE46-8 piPh * H F e H F H OH

*R and R joined together by {CHaoh to form five-membered ring,

Table XXVI4L

29805011 - 758 -
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Docket No. : PHAGBO.PCS-TRED

Ne R' R° R" R R* R R* X Y
VR4l OF, H B H Bz H F H OH
XY¥VE41-2 CH; H H  ChH B H F H OH
XXVI413 COH, H H CHCH) Bz H F H OH

XXVE4E-4 CH; H H CHOCHCH): Be H F OH OH
K¥VI-41-8 CH:, H H  CILPh Bz H F H OH
XXVEAL-§ OH, H H Oh-dndoldyl Bz 4 F H OH
XEVE437 Ci H OH O CHCHSCH: RB: H F H OH

XXVi-4i1-8 OH, * H ® Bz H F H GH

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

Table XX V142,

N R' R* R* R® R" R R* X ¥
X¥vE421 Bt 5 H H Rz H F H OH
EXVE422 Bt H H  CH Be H F H OH
X¥VE42-3 B H H  CHOH): Bz H F H OH

XXVi42-4 Ft H H CHCHCH). B H F H 0OH
XXVI43-8 Ft H H  CHPL Bz H F H OH
XXVE42-6 Bt H H  CHeindeldyl Bz H F H OH
XXVI427 Bt H OH CHCHSCH;, B: H F H OH

XEVE-42.8 B¢ * H F Bz H ¥ H OH

*R” and R°° joined together by {CHak to form five-membered ring.

Table XXVI-43.

2980501 -1 -
382557.1
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Docket No., : PH3OBO.PCS-TRK

Ne R'" R* R*®™ R® R* R R®* X Y
XAVE43Y pr H H H Bz H F H OH
XXVE43-2 Py H H O Bz H F H OH
XXVE43-3 Pr H H  CHCH) Bz H F H OH

XKXVE434 Pr H H CHCHCH):, Bz H F H OH
XXVE43-8 Fr H H  CHPh B H F H OH
XXVI-43-6 Pr H H CHendobdyi Bz H F H OB
XXVE43-T Pr H H CHOHSCH; Bz H F H OH

XXVi-43-8 ‘pr * W% Bx H F H OH

*R% and B joined

together by {CHi s to form five-membered ring,

Table XXVi-44.

Ne RY ORT OR® OR® R" RR R® X Y
KXVi4dl By H H H Bz H F H OH
XXVI-44-2 Ba H H Chs By H F H OH
XAVE-44-3 By H B CHOH), Bz H F H OH

XXVi4d4-4 Bu H H COHCHCH) Bz H F H OH
XXVI-44-5 Ba H H CHPh Bz H F H OH
KXVi4d-§ By H H  CHpimdoldyl Bz H F H OH
XXVI44-7 Bue H H  CHUHSCH, Bz H F H OH

XAVI-44-8 By * H % Bz H F H OH

*R? and B joined together by (CHy): to form five-membered ring.
Table XXVI-45,

29809011 -6 -
362557.1
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Docket No. 1 PHAOBQ PCS-TRK]

Me R OR* m® OR® R R X Y
XAVI-45-1 Ph H B H Bg H F H OH
XXVi45.2 Ph H H CH By H F H OH
XXVI45-3 Ph H H  CHICH:): B H F H OH

HEVE48-4 Ph H H CHLHICH), Bz H F H OH
KXVE4S8S Ph H H©  CHIR Bz H ¥ H CGH
¥XViid8-6 Ph H H CHyindol3vl Bz H F H OH
XEYVE45-7T Ph H OH CHXOHSCH; Bz H OF H OH

XXVE4S8 P o* H ¢ Bz B F H OH

*R” and B joined together by {(CHyh to form five-membered ring.

Table XX VI-44,

Mo R R R® R® R R R X Y
XXVEi46-1 p-MePh H H H Bz H F H OH
XXVE-46-2 p-Me-Ph H O H ML Bz H ¥ H OH
XEVE46-3 p-Me-Ph H H  CH{CH, Bz H F H OH

EXVI46d p-MePh H H CHLCHICH:): Bz H F H OH
AXVE46-3 pMePh H OH  CHPD Bz H F H OH
XXVI46-6 p-MePh B H Ciyindold-yl Bz H F H OH
XEVE46-7 p-MePh H H OIOCHSCH, B H F H OH

XXVE46-83 p-MePh * H ¥ Bz H F H O

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

Table XXVI47,

2HR0001 -1 - 761 -
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Doscket No. © PH3ORO POS-TREN

Mo R R* R® R° B R R X Y
XXVI47-1 pF-Ph H B OH Bz H F H OH
X¥Vi47-2 p-FPh H H CH Bz H F H OH
XKAVE-47-3 p-F-Ph B H  CH(CH) Bz H F H OH

KXVE47-4 pFPh H H CHLCHCH)R Bz H F H OH
XYVE47-8 pF-Ph H H CHF: Bz H F H 0"
XKXVE47-6 pFPh H H CHpeindoldyl Bz H F H OH
EXVI4LT pBPh H OB OHCHSCH, Bz H F H OH

XXVI-478 pF-PR * H * Bz H F H OH

*R* and R joined together by (CHah to form five-membered ring,

Table XXVI-4R.

Ne R' R’ R® R® R®* R° R®* X Y
EXVE481 pClPh H H O H Bz H ¥ H 0OH
XYXVE482 p-ClPh H H CH Bz ¥ F ¥ OH
XKXVE48-3 p-ClPh H O H CH(CH:) B: H F H oH

EXVE484 pCl-Ph H H CECHECH:): Bz H F H O
AXVE4R-5 PR H H  CHPR Bz H ¥ H 0H
EEYE48-¢ p-ClPR H H Cldndeldwl Bz H OF H O
XXVEART p-ClPh B H CHLHESCH:; Bz H F H OH

XEVE48-8 p-CLPR * H * Be H ¥ H OH

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

Table X¥XVI1-49

2WHUGLT - 762 -
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Docket No, - PHAIBOPCS-TRKD

Mo R’ R° R® R" R R RP X Y
XEVI49-1 pBrPh B H H Bz H F H OH
XXVE482 pBr-Ph H H  CH Bz H F H OH
XXVE4%3 p-BrPh H OH  CH{CH) Bz H F H OH

XXVE-4%-4 p-Be-Ph H H O CHCHCH:): Bz H F H o
KXVE4%5 pBePR H H CHLPh Bz H ¥ H OH
XXVE4%-8 p-Br-Ph H H Cipisdel3yl Be H F H QH
XXVE48T p-Br-Ph H H O CHOHSNH, Bx H F H OH

EXVE43-8 pBrPh * H OOF Bz H F H OH

*R* and R joined together by (CHy) to form five-mernbered ting.

Table XXVI-50.

Mo R R® R™ R® R® R® R* X Y
KXVES81 pdPh H H O OH Bz H F H OH
YAVES8-2 pdPh H H CH Bz H F H OH
XXVESS3 plPh H O H  CHCH), B H F H OH

XXViS84 p-IPh H H O CHCOHCH) Be H F H O
XKXVESESE pl-Ph H OH  CHPh Be H# F H OH
EXVESH-6 p-lPh H B CHeindoldyt Bz H F H OH
EEVESST pdePh H OH O CHXCHSBCH; B H F OH OH

XXVESH8 pi-PRh * H ¢ By H F H OH

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

29805011 =763 -
362557.1
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Diocket Mo, : PH30E0.PCS-TRKI

e T
R R
|
CO R4 ORY
KXV

Table XXVI-1.
Y &g R* R® p° B ®» R X Y
XXVO-1-1 CH, H H OH CH; H F F OH
XXvik-i-2 CHs H H  CH CH; B F ¥ on
XXVIRL3 CH, H H  CHICH), CH, # F ¥ OH
¥XVIRL-4 O, B OH O CHCHCH), CH. H F F OH
WEVILL-S OH; B OH  CHPh CH, H F F o
XXVIE1-6 CH; H H  CHpindol3wi CH;, H F F OH
KXVI-1? CHh H H O CHCOASCH, O H F 8 OH
XKXVILL-§ CH, * H * CH, H F F OH

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

Tahle XXVIL-2,

Mo g RT R® RT R K ORY X Y
¥NVI-2-1 BB B OH O OH CH; H F F OH
XXVE-22 Bt H H  CH: CH; H F F OH
XEVE-23 Bt H H  CHCH), CH; H F F OH
2080901 784 -
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Docket Mo, : PHA0E0.PCSH-TRKD

Ne rY g p® R R R R X VY

KXVII-24 Bt H B CHUOROH), CH, H F F OH

XEVIRZ-S Bt H CHPh CH: B F F O
EXVILZs Bt H H CHyindol3d CH, H F F OH
EXVIL27 Bt H H CHCOHSCH;, CH H F F CH
EEVI-EE Ev ¢ H ¥ CH. B F F OH

*R* and R joined together by {CHu) to form Ave-membered ring.

Table XXVIL3.

Yo ¥R R RS R R R XY
XXviiaa Pr 8 H B CH,H Y F om
XAVIR32 P H OH  CH, CH, H F F OH
KEVIL3-3 Pr HOH CHICH) CH, H F ¥ OH

XXVIER34 Pr H H CHCHCH) CH, H F F OH
KEVIL3E Pr H OH  CHPh CH. H F F OH
XXVH-3-6 Pr H H  CHedndol3yi CHy H OFOF 0N
EEVH-3-7 Py H O OH O CHCHSCH; OH, H F OF OH

EXVIL3-8 Pr * H * CH, H ¥ § 0OH

*R* and B joined together by (CHo ks to form five-mentbersd ring.

Table XXVI-4,

Ne ROr R® R R R R XY
Y¥EYIR4-1 Bn H H O H CH, H F F OH
X¥ViR4-2 By H H CH CH; H OF OF OH
XEVIES3 By H O OH  CHCH), CH, B F F OH
29805011 - TB5 -

362557.1
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Docket No. ; PH30BO PCS-TRK

He B R RrR® R® R R R X ¥
XXVii-4-4 Bo H H CHCHCH:), CH:. H F F OH
XEVIL4-8 By H H CHPh Ci, # F F OH
XXVIE46 Ba H H  (Heindoddvl (H; H F F OH
XXVIL4-7T Bu H H CHCHSCH, CH,. H F F OH
XAVE-4-8 By Y H ¢ CH; H F F OH

*R* and R”” joined together by (CHah to form fve-memberad ring.

Table XXVIL-3,

Mo R'" R® R®* R® R* R R X Y
EXViRS-1 Ph H H H Cli, # F F OH
¥XVILE2 Ph H H CH, CH, H F F OH
XXVIES3 Ph H O H  CHCH). CH,. H ¥ ¥ OH
XXVIES-4 Ph H H CHOHCH), CH H F F OH
HEVIES-S Ph H OH  CH:Ph CH: H F F OH
KXVIE-5-6 Ph H H  CHdedoldyl CH; H F F OH
EEVIEST Ph H H CHOHSCH, ¢H, H F §F OH
XXVI-5-8 Ph o * H O * CH; H F OF OH

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

Table XXVIH-6.

N R R? R® R® R R R XY
XXVE-6-1 p-MePh H H H CH; H F F OH
EXVIRE2 p-MePh H H O CH: H F F ©OH
29%0951 -1 « T66 -

362557.1
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Docket No. : PHIGRLPCS-TRK

Mo R BT R® RY® B OR R XY

XXVELe3 pMePh H H CHCH): i H F F QH
EXVE-64 pMePh H H CHCOHICH) CH; H F F O
EXVI-6-8 pMePh H H CH:Ph s H F OF OH
XXViL6-6 pMe-Ph H O H  (Hendeldyl By H F OF OH
BXVIEST o-MePh H H CHCHSH, CH, H F F QOQH

XXVIL6-8 pMePh ¥ H * iy H F F OH

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

Table XXVIL7.

Mo R R® R®™ R® R R R* X Y
XXVIL71 p-F-Ph H H H CH; H F ¥ OH
XXVi-72 pFPh B H  CH CH; H F F OH
XXVIET-3  pFPh H OH CHCH): CH, H F F 0OH

EXVIRT4 p-FPh H H CHOHCH), CH, H F F OH
XXViR-3-¢ p-F-Fh H H CHPh CH;, H F ¥ OH
EAVELYT  pBEPh HOH Cldndoldyt OH; H OF OF OB
EXViL7-8 pFPh H OH CHCOHSCH;, CH. H F OF OB

EEVELY28 pF-PRo* HOOS Ciy, # F ¥ OH

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

Tabis XXVILE

Ne R! R® R® R® R®* R R X Y
XXVilgd pCl-Ph H H B CH; H F F OH
2936904 -1 - 367 -

362557.1
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Diocket No. : PHIGRDPCE-TRK ]

Me R’ R® rR® R® R R R X Y
EXVIES-2 p-Ci-Ph H H CH; CH; H ¥ ¥ OH
XXVIE8-3 p-Cl-Ph H H  CHCH), Ci; H F ¥ OH

EXViE84 pCiPh H H CHLBICH), CH: H F F OH
EXVH-S8S p-ClPh H H CHPh CH; # F F OH
EEVE-84 p-Cl-Ph H H  CHhaedol3wl CH; H OFOF OH
XEVILET p-ClPh H O H CHCHSCH, M, H F F OH

XEVE-8-8 p-CI-PRH O HOOOE CH; H F F OH

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

Table XXVI-S.

e B ®OR® ORT R RY X ¥
XXVIER-9-1 p-BrPh H H H Ci, B F F OH
EEVIESZ  pBrPh H OB CH, CH; H F F OH
XXYIR9-3 p-Br-Ph H H CHCHY CH: H F ¥ Of

EEVIESS  p-Br-Ph H H CHOHCH) Ci H F F OH
XEVE2-6  p-BePh H H  CHFB ¢, B F F OOH
EXVIES-7 pBrPh H H CHelpdol3yl CH, H ¥ F O
EEVIESE pBrPh H H CHOHSCH;, OB H F F OH

XXVI-9-20 p-Br-Ph * H ¥ CH, H F P OH

*R° and R joined together by (CHah to form five-mennbersd ring.

Table XXVI-14,

Mo w! B OR" R® R® R R X Y
29809011 - 768 -
362557.1
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Drocket No. - PHAGBOPC6-TRK

Me R R® R® RT R R R X Y
XXVIRIY plPh H OH OH CH: H F F OH
XXVILig-2 plPh H H CH CH, # F F QOH
XAVILI83 plPh H OH  CHOH), CH, H F F oOH

EXVI-104 plPh H OH CHCHCH:: CH; H# F F OH
KEVI-18-5 pI-Ph H H  CIBPh C; H F F QH
EXVIRIS6 plPh H H CHpededol3wl CH, H F F OH
XEVE-16-T P B H O CHCHSBCH, CH, H F F OH

XXVE-38-8 p PR * H % CH: H F ¥ OH

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

Table XXVII-11.

Mo R' R®' R*® R® R* " R X Y
XXVI-11-1 CH, H H H ¥ H F F OH
XYVIL1-2 O, H O OH O CH, B OH F F OH
XXVI-1-3 CH, H H  CHCH)L ¥t H F ¥ OH

EXVE-ii4 CH, 8 H CHCOHCH:, Bt H F F OH
EXVI-i3-8 CH; H H  CHFh E H F F OH
EXVH3e CH; H OB CHedindol3yl B H OF OF O OH
XEVE-1E-7T CH; H H O CHOHNCH; Bt H P F OH

XEv-ii-8 CH, * H % B H ¥ F (OH

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

Table XXVE-12.

Ne RY R RY® OR® R R R Y ¥
29805011 - TE5 -
3535571
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Docket No. s

PH3OR0 PCS-TRKD

Mo R" R® R® R” R R R X v
EX¥H-13-1 B H H OB HOH F OF O
XXVH-12-2 Bt H H (i, BT H F F OH
HEVI-12-3 Bt H OH O CHCH) B H F F OH
ENWH-12-4 Bt H H CHCOHCH:), B H F F OH
ERXVE-12-8 B H H CHPh FrH F F OH
AEXVEI136 Bt H H CHeindoddwl B H F F CH
EXVI-1ET Bt H OH O CHYCHSCH, Bt H F OF OH
XYVil-12-8 B * B * E H F I {OH
¥R and R joined together by (CHa) to form five-membered THng.

Table ¥XVII-13.

e R R R® R® R" R R® X ¥
XYVI-131 Pr H H O H Bt H F §F OH
XXVIL-13-2 Pr H OB OH, EE H F F OH
XXVH-133 Pr H H  CHICHj, B OH OF F OH
X¥VE-134 Pr H H CHOHCH), B H F F OH
EXVE-13S Py H T CHPh gt H F OF ooH
XEVI-13-6 Pr H H  CHeindol3vi Bt H F F OH
EXVIR137 Pr H H CHOHSCH. B H F OF OH
¥XVI-13-8 Pr ¢ H ¢ Bt H OF OF OH

AR gngd RO

joined together by (CHyk to form five-membered ring,

Table XXVIiL14.

Ne

Rl Rm‘ Rﬁﬁ R3b R4 RS R6 X A%

2980401-1
3525571

- THE -
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Docket No, 1 PH3OBOPC6-TRKL

Me R R R® R ForROR XY
AEVIEi4l By H H ® B H ¥ F OH
XXVIRi42 Bu H H i BOH O OF F OB
XXVIE-143 Boa H OH CHECHD: B OH F F OH

KXVI-i4-4 Bu H 0H  CHCHCH)Y B H F F 0OH
XXVI-14-3 Bu H  H  CHLPh g H F F  OH
¥XVE-i48 Ba H 0H  CHpeindel3yl B OH OF F CH
XXVH-147 e B OH  CHLUHSCH; ¥ B F F 0"

EEVI-14-8 By 0+ 0 H ¥ B OH O OF F OH

*R* and R joined together by (CHah to form five-membered ring,

Table XXVII-15.

Mo R RS OR" R R ORY XY
XXVIE18] Ph H H H Bt H F F OH
¥EVIRiS-Z Ph H H CH Bt H ¥ OF OH
XXVIE18-3 Ph H H  CH{CH. Bt H ¥ §F OH

XEVE-18-4 P H H CHOHCH:) B H OF OF OH

sl
ey

EEVH-153 Ph H H CHPh Bt H GH
KRKViR-i5-6 Ph H H CiHndol3wl Bt H F F OH
EXVILIS-7 Ph H H CHOCHSECH, Bt H F F CH

XXViRi15.8 Ph * H O * e F F OH

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

Table XXVI1E-16,

I9RA00E-1 ZPT -
3825857.1
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Docket No. o PHABOPC6-TRKD

He R & RT R® R R RX Y
XEVH-16-1 p-MePh H H H Bt H F F OH
XXViLie2 p-Me-Ph H H CH Bt H ¥ F OH
KXVI-16-3 p-MePh H H CH{CH:: Bt H F F OR

KEVH-164 pMePh H H COHCHCH), B H F F OH
XYVILI65 p-MePh H H CHF: T H F F OH
XXVI-166 p-MePh H H  CHpedndoldyi Bt H F F OH

XE¥VI-16-7 p-MePh H H CHOUHSCH; B H F F OH

porsl

XXVE-168 pMePh * H ¥ % H F F OH

SR and R joined together by (CHyh to form five-membered ring,

Table XXVI-17.

Mo R R’ R® R® R R R® X Y
XXViLi7f pF-Ph H H H Et H F F OH
XXVIRE72 pF-PR H O H G B OH P F OH
XXVIEIT3 o-F-Ph B H  CHCH), Bt OH F OF QOH

KXVIRL7-4 pFPh B H  CHROHCH): B H F F Of
XXVIEIRS pFPh H OH O CHPR Bt H F F OOH
XXVIFIT6 pBEPh H H  COndoldyl B H F F OH

REVIRIRTY peFPh H O OH O CHOESCH;

o]

t H OF F CH

XXVIER17-8 p-FPH * H O * B B F F 0oH

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

Table XXVI-18

2H§0%01-1 -T2 -
362557.1
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Docket Ne. - PHIOS0.POG-TRES

Mo R' R® R" Rr" R R XY
XXVIL-83 p-Cl-Ph H H H B H F F OH
XXVILi82 p-Cl-Ph H H CH B H F F QH
XAVIERIEY p-ClPh H OH  CHICH): B OH OF F OH

EXVE-i84 pCiPR H O H O CHOHCH:), B H F F OH
EXVIRISS »CiPh H H CEPh ¥ R F F QH
EXVIRI8S p-ChPh H H  CHpindol3yl Bf H OF F OH
XEVIRIST pCiPh H H O CHOHSCH, B H F F COH

KXVILI88 pClPh = H % B H F F OH

$R” and R joined together by (CHah to form five-membered ring.

Table XXVIE-19.

No R R’ R® R® R R R®* X Y
XXYi-181 pBrPh H H H Ft H F F OH
¥XVILi%2 pBrPh H H Bt H F F OH
XXVI-18-3 p-BrPh H H  CHCH;), Bt H F F QH

EXVIER194 pBePh B O CHCOHCH:) B H ¥ F OH
EXVIE-1%S pBrPh H H  CHPR Et H F F OH

XEXVE-19% pBrPh H H CH-ndoldyl B H OF OF O

XEVIRAS8T7 pBeePh H O H O CHROHESCH, B H F F OH
XXVIRi9%8 pBePh * H O OO® Bt B F F QH

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

Table XXVI-20.

HEE0501 -1 - T3 -
3625571
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Docket No, : PHIGBOPCS-TRK

M R R R® R R R OR OX Y
XXVil-28-1 pIPh H H O H B OH OF F OH
XXVIE28-2 pi-Ph H B CH B ¥ OF F OH
WEVIL263 plPh B H CH{CH) B W OF F OH

KEVIER284 p-IPh B B CHCHCH) B H F F OH
XXVE-28-8 p-I-Ph H H  CHPh B H F F OH
XEVIL8-¢ p-LPh H O H CHedndeldt B H OF OF OH

XV pdPh H O OH CHUHESBCOH;

bt

¢t H ¥ F OH

EXVIRA88 pbPh ¢ H ¥ B H F F oH

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

Tahle XXVII-21,

Ne R' R* R*® R® R* R R® X Y
XXvik21-i CH, H H H Pr H F F OH
XNViR21-2 CHy B OH Ol P H F F OH
EXVER21L-3 CH; B OH CH{UH) ' H F F OH
XXVI-214 OH, H H CHONCH) P H F F OH
XXVIRLS CH, H O H  CHPh Pr H F F OH

XYVIE2I-6 CH; H O H  CHpeindol3yl Pr H OF F OH
XXVIE-21-7 O, HOH CHCHSCH, ®» H F F OH

XXviais (OH, &= H  * Pr H F F OH

$R” and R™ joined together by (CHak to form Hve-membered ving.

Table XXVIL-22.

Np R' R* R® R® R P " X v
29809031 - T4~
BEIRET.L
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Docket No. ; PH308¢.PCS-TRK

M R' R® R® R® R* R R® X ¥
WNVI-22-1 Bt H H H Pr B ¥ F OH
XXVIR222 Bt H R CH Tt H P F COH
XXVIE2R3 Bt H O H  CHCH), r H F F QH

XXVI2234 Bt H H CHCHCH:) Pr H F F OH
XXVIE-23-8 Bt H H  CHPh Tr HOF OF OH
X¥XVIE226 Bt H H  CHpeindoldsl Pr H F ¥ OH
KNVI-22-7 Bt B OH CHOHSCH:, P B F F OR

KXVI-38 Bt * g oo® e H F F QH

*R* and R joined together by (CHa) to form Bve-membered ting,

Table XXVI-23.

No R' R* R®™ R" R* R R" X Y
XEVi-23-1 Pr H H H Pr H# F F OH
XXVIR2Z Pr H OH O OH, Pr H F F QH
XXVE-23-3 Pr HOH CHCH): T H F F OH

KXVIE24 Pr H B CHCHCH:), P H F F OH
XXVIEZ-S Pr H OH OHPh Pr B F F OH
XXViIR236 Pr H H  CHpeindol3yl v B F F OH
¥XVIE23T Pr H H CHCHSCH, P H F F OH

XXVi-23-8 Py ¥ H ¥ P B F F OH

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

Table XXVIL-24.

T RT R R® R® F R R X Y
2909011 -Fi5 -
352557.1
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Docket No. - PHI0RO POS-TRK]

Me B ®R R® R® R R R XY
XXVIR24-1 Be H H H ' H F F OH
X¥VIL242 ‘Bu H H (H Tr H OF F QH
KEVIR243 Bue H OH  CHCH:: Pr HOF OF OH

¥EVIE-24-4 By H OH CHOHCH), ® H F F OH
XXVH-24-5 By H H CHPh " H F F OH
XEVI-24-6 Du H H  CHpdndoldt Pr H OF F OH
XXVH-247 R H H CHAUMSCH, W H F F OH

EXVI-24-8 Wy * H o= P'r H F F OH

*R” and R joined together by {CHz ) to form fve-membered ring.

Table XXVII-25.

Mo R' R* R™ R® R" R R® X ¥
XXVik-351 Ph H H H Pr H F F OH
XXViL23-2 Ph H H CH; Pt H F F OH
XXVIL2S-3 Ph H O H  CHICH), e H F F QOH
¥AVIL-28-4 Ph M OH O CHCHICH. Pr H O F OF OH
XXVIR-28-8 Ph H H  CHPh T B P F OOH

XXVI-2S-6 FPh M H CHpindoldyt ™ H F OF OH
XYVIERIS-T PR B M CHCHSCH; Pr H F P OH

XXVIE3S8 PR * H * Pr H F F OH

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

Table XX V125,

29809611 - T8 -
362557.1
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Docket No, » PHI0RG.PUS-TRK

h R R° R® R® R R R® X Y
XEVIL25-1 p-MePh H H H Pr H F F OH
KXVIT-26-2 p-MePh H H  CH Pr H OF F oH
EXVIE263 pMe-Ph H H CH({CH: Pr H F F OH

XXVHE-264 p-MePh H H CHRCHCOE), P H F F OH
XXVH-26-F p-MeFh H H CHFb Tr H F F OH
EXVIRIS6 p-Me-Ph H H Ci-indol-3-vl Pr ¥ F F OH
¥NVI-26-7 p-MePh H H CHOHSCH, o H F F OH

XXVE-26-8 pMePh * H ¥ Py HOF F OH

SR” and R joined together by {CHoh to form fve-membered ving.

Table XXVIL27.

Mp R' R R® R® R* R R®* X Y
XXVIE271 pFPh H H OH Pr H F F OH
XXVIRZSE pFPh H B CH P+ H F F OH
KXVIE2T3 pFPh H OB CICH), Pr H OF F GH

XXVIR2T4 pFPh H H CHCHCH:): Pr H ¥ F OH
XKXVE278 pF-Ph H H CHPh Pr H OF F OH
XXVIL26 p-FFh H H  (Hpeindol3yl Pr H F OF OH
XXVIR2TY pFPh H O OH  CHCOHSBCH, P H F F OH

XXVE-27T8 pFPR * H O * 'r H F F OH

*RY and R joined together by {UH)s to form five-membered ring,

Table XXVII-28,

20559611 - 777 -
3625571
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Docket No, » PH30EQ.PCS-TREK

Me R' R® R™ R® R" RO R" X Y
XXVIR2831 p-Cl-Ph H H H Pr H ¥ ¥ OH
KEVE-23-2 pCiPh H H  CH; Pr B OF OF OH
EXVIE8-3 p-C-Ph H H  CH(CH) PTr H F F OH

K¥VIL28-4 p-Cl-Ph H H  CHCHCH), Pr H F F OH
KXVI-28-8 p-ClPh H H  CHPh TP H P OF OH
KEVIE28-6 pCbPh H H  CHeindol3t Pr H F F OH
WEVIE-287 p-ChPh B OH O CHCIESCH, Pr H F F OH

XEVIR28-8 oCvPR * H % " H F F OH

*R° and R°” joined together by (CHa ks to form five-memberad ring,

Table XX V28

Mo R R OR® ORT R " R X Y
XXVIE2$-1 pBrPh H H H Pr H F F OH
EXVIL292 pBrPh H B CH Pr H OF F OH
KXVIE28-3 p-BePh H OH  CH{CH:: Pr H F F OH

WEVIE-294 pBrePh H H CHCHCH): P H F F OH
KXVIE29-8 pBrPh H H CHFh Pr H OF F OM
EXVIL-29-6 p-BrPh H H  CHeadol3sl Pr H F F OH
¥EVI-29-7T pBrPh H H  CHCHSCH, P H F F OH

KXVIL-39-8 pBr-Ph ¥ H 0¥ Pr H F OF OH

*R7 and R joined together by {CHoh to form fve-membered ring,

Table XX VII-30.

25804431 TR -
352557.1
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Docket No. : PH30RG PCS-TRKL

Ne R’ R® R® R® R ¥ R X Y
XXVIE36-1 p-IlPh H H H Pr H ¥ ¥ OH
XXViR-38-2 plPh H H CH Pr H F F OH
MNVIE38-3 plPR H O OH CHCH) Br H OF F OH

KXVIE30-4 pl-Ph H H CHCHCH) P H ¥ F OH
XXVIE38-3 pl-Ph B H  CHPh Tr H P F OH
WEVIE3-6 plPh H H  CHendoldyl Pr H O F F OH
XKKVIE36-7 plPh H H  CHROHESCH, Pr H F F OH

XXVIR3-8 pl-PR O+ H ¥ PrHOF OF OH

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

Table XXVIE3L

e ®OR R R RY R R X ¥
XXVIR31d CH, H H H My H OF P OH
XXVIF3L-2 OF, H H CH "By H F F OH
VL33 CH, H OH O CHICHD "ty H F F OH

XXVI3t4 O, B OH CHCHECH): "™g H F F OH
XXVIR3EY CHy, H H  CHFPh "By H OF F OH
HEVIER3:-6 COH; H H  CHydedol3yl "Bu H F F OH
EXVIR3Y CH; H OH  CHOHSCH, "Be H OF OF OH

HEVIE38 CH, v H ¥ My H F F OH

R and R joined togsther by (CHuk to form five-membered ring.

Table XXVII-32.

19509611 - TG
IRZE57.4
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Mo R' R® R® B R OR R X Y
EXVIEAZY Bt H OH OH By H F P OH
XXVIR322 Bt H H (H "Bq H F F OH
RXVIEA2Z3 Bt H O H  CHICH) My H F F OH

EXVIRI-4 Bt H H CHCHCH): e H F F ¢H
XXVIER338 Fr H H CHPh Mg H OF OF OH
XXVIEAZ-S Bt H H  CHedadol3wl "™Bu H F F OH
XEWIER32-Y BL H H CHCOHSCH, "Ba H F F oH

EXVIR3:8 B = B % "y H F F OH

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

Table XXVIE-33,

Mo R' R° R® R® R® R R X Y
XXVIE33-1 Pr H H H "Bu H F F OH
XXVIR332 Pr H H CH "By H F F OH
XXVIE33R3 Pr H OH  CHOH) "By H F F OH

XKXVIE33-4 Py H H CHCORCH:), "Bs H F F OH
XXYI33-5 Pr H H  CHPh "Be H F F OH
YEVIER33-6 Pr H OH Ofbendeldad "By H F OF OH
XXVIE33T Pr H M CIRCHSCH, "By H F T OH

XXVIR33-8 Pr * H * "Ba H F F OH

*R* and R°° joined together by {CHyh to form five-membered ring.

Table XXVI-34,

2980505 -1 - 780~
3E3587 1
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Ne R R R® R® R® R R X Y
XXVIE-34-1 Bu H H H "Bu H ¥ F OH
XXVIE34-2 Bue H OH  CH "WMa H F F OH
XXVIR34-3 Bu H H  CGHOH) "By H F F OH

EXVIE-34-4 Bu H H CHCHCH): ™Bsg H F F OH
XXVI-34-8 ‘Bu H H  CHPh "Ba H F ¥ OH
XXVI-34-6 By H H  CHeindoldyl "By H F F OH

XEVIER-34-7 By H OH  CHOLSCH, "™Bg H OF

vy

O

KXVI34-8 By ¢ H ¢ "By H F ¥ OH

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

Table XXVI-33.

Mo R R° R ORY BOR R XY
XXVE-351 Ph H H H "Bu H F § OH
XXVIRAS2 Ph H OH  COH By H F F OH
XXVI-38-3 Ph H O H  CH{CH) "By H F F OH
XXVI-354 Ph H H CROHICH:), "By H F F OH
XXVIE3SS Ph H M CHPh "By H ¥ F OH

KXVIE35-6 Ph H H  CHpeindol3sl "Bep H F F OH
XXVIL357 Ph H H CHCHSCH, "By H# F F OH

EXVE358 PR * H 0% Bu H F F OH

*R* qud B joined together by (CHy)s to form Bve-membered ring.

Table XX VIL-36,

2650901-1 - 7R -
3625571
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Do R RS ORT R R R R X ¥
XXVI-36-1 pMePh H H H "By H F F OH
EXVIE362 pMePh H H CH My H F ¥ OH
XAVI-36-3 p-Me-Ph H H  CHCH), By H F F OH

XXVIE-36-4 pMe-Ph H H  CHCHCH), "Bs H F F OH
EEVIERISS pMePh H H  CHPh "By H F F OH
XXVHE-36-6 p-MePh H M CHyendobdyl "By H F F OH
EEVIL367 p-MePh H H CHUHSCH, "Bg H F F OH

XXVI-36-8 p-MePR * H ¥ "By H F F OH

*R® and R joined together by {CHa); fo form five-membered ring.

Table XX V37,

e R R R® RT R® R R X ¥
XXVIEATY pFPh H H OH My H F F OH
¥EVIE3T2 pFPh H H CH; "My H F ¥ OH
KXVIE-37-3 p-F-Ph H H  CHCHD "y H F F OH

EXVIEZ74 p-F-Ph H H CHCHCH) "™Bsg H F F OH
AEYVIR3TS pbF-Ph H H  (HPh "My H F F OH
XXVIER3T-6 p-F-Ph H H  CHyindoldwl "Bu H F F OH
XEXVIEY?? p-F-Ph B H CHCOHSCH, "™Ba H F F OH

XKXVIE-37-8 p-F-Fh ¢ H = By H F ¥ OH

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

Table XXVII-38.

2980901 -1 - 782 -
362557.1
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Docket No, ; PHI0ROPCAH-TRKE

Mo R’ R* R™ R® R* R R X Y

XXVIL38-1 pClPh H H H "Bu H F F OH
EEVE-38-2 pClPh H H  CH "By H F F OH
KEVIL38-3 p-Ch-Ph H H  CHCH:: "HBg H F F OH

EXVILA&4 p-Cl-Ph H H CHCHCH):, "Bu H F F OH
XEVE-38-8 p-Cl-Ph H H  CHPh "Ba H F F OH
EXVIE38-6 p-ClPh H H  CHydndol3yb "Bg H OF F OH
ERVIL-IRT pCLPR H OH O CHRCIESCH; "Bas H F OF OH

KXVIE-388 p-Cl-Ph * H F "Bn H F F OH

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

Table XXVIL30,

e R rTR® ORT RORRY XY
XXVIE353 pBePh H H B "Bu H ¥ ¢ Of
¥AVIL392 pBrPh H H  CH By H F F OH
KXVIE39-3 pBrPh H H  CHCH) *fy H F F OH

EEVILY-4 pBrPh H B CIRCHICH): "Be B F F OH
KXVI-39-8 p-Br-Ph H H  CHFh "My H F F OH
XAVIE39-6 pBePh H H  CHendobdvl "By H F F OH
XEVI-39-7 pBePh H OH O CHLHSCH, ™Be H F F OH

EXVIER3%8 pBrPh * H ¢ By H F F O

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

Table XXVII-40.

2586911 783 .
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Docket No. : PH3080.PCO-TRK

He &' R R® RT R R XY
¥XVH-481 plPh H H O H "Bg H ¥ F OH
XXVHE-48-2 pIlPh H H CH My H OF OF OH
KXYI-46-3 p-I-Ph H H  CHICH) "By H F F OH

KEVIR40-4 p-I-Ph B H CHUOBCH;): "Ba H F F OB
EXVH-4E p-l-Ph H H  CHPh Ba H F F QOH
EXVEE-48-6 p[-Ph B H CHyindol391 "Bg H F F OH
EXVIE40-7 pl-Ph H H CHUILSCH; "By H F F OH

EEVIE-48-8 pl-PH Y H ¥ Mg H F F OB

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

Table XXVIL-41.

P B R R® R¥ B OrR R XY
XXVil43-1 CH, H H H Bz H F F OH
XXVIRA-2 CH, H H O Bz H F ¥ OH
XAVI-43-3 CH; H O H  CHICHD): Bz H F F OH

EXVii-434 CH; H H CHCHCH.). Bz # F F OH
EEXVEHAL-S CH, H B CHPh B H F F OH
KXVI4i-s CH; H H CHendoldywl Bz H O F OF OH
EEVER4L7 O, H H O CHCHSCH, Be H F F OH

EAVE4I-8 CHy; * H O+ Bz H F F OH

*R* and R joined topether by (CHy)s to form fve-membered ring.

Table XX V42,

29809011 - TR4 -
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Docket No. : PH3IBQ.POS-TRK]

Me R'OR* RT OR® R R R XY
E¥VIR43-1 Bt H H OH Bz H F F OH
KXVIR42-2 Bt H H  CH Bz W ¥ F OH
EXVIL42-3 Bt B H  CHCHDY Bz W F ¥ OH

EXVIE42.4 Bt H H  CHCHCH), Bz H F F OH
KXVI-42-5 Tt H H  CHPh Bz H F F OH
EXVIL42-6 Bt H H  CHedoldvi Bz H F OF OH
XEVIE42-7 Tt H OB CICHSCH, B: H OF OF OH

EXVi-42-8 B¢ ¥ H * Bz H ¥ F QOH

*R° and B joined together by {UHah to form five-membered ring,

Table XX VI-43.

Mo R O®R OR® R B O R XY
EXVI-431 Py H OH H Bz H F F OH
¥YVIL43-2 Pr H OH CH, Bz H F F OH
CXXVI4R3 Pr HOH O CH{CHw, Be H F F ON

XXVH-43-4 Pr H H CHCHCHS: B2 H F F OH
XAVH43E Pr H H  CH:PR By H F F OH
XXVE-43-6 'Pr H H CHdindoldyl Bz H F F OH
Y¥NVH-43-7 Pr B M O CHOHSCH;, Be H OF OF OH

X¥XvVil-43-8 ‘pr * H * B H F F OH

*R and R™ joined

fogether by {CHh 1 1o form five-membered ring.

Table XXVIi-44.

0BG -4 =« TRS «
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Docket No. : PH3030.PUG-TREN

Mo R" R® R® R® R R R® X Y
XX¥ii-44-1 Bu H H H B H F F OH
Y¥NVE-442 Bu H H O Bz H F ¥ OH
XXVI-44-3 By H H  CHCH)Y Bz H F F OH

XEVIL44-4 By H H CHONOH) B B F F OH
XXVH445 By H H WP By H F F OH
XXVH44-6 Bu H H CHedndol3vl B H F F OH
XXVH-447 Bu H H CHUOHSCH, Bz H F F OH

XXVI44-8 By ¥ H ® Bz H F F OH

*R* and R™ joined together by (CHyh to form five-membered ring,

Table XXVIL43.

Mo R' R* R*® R® R* R R° X Y
XXVIl45-1 Ph H H H By H ¥ F OH
XNVH-483 Fh H H CH Bz H F ¥ OH
XXVH-483 Ph H M CHCH:) Bz H F F OH

EX¥VH454 Ph H H CECHCH), Bz H F F QOH

KAVER48E Ph H H  CHPh Bz H

o]
es|

OH
XXVE-456 Ph H H CHpyindol3l Be H# F F OH
XEVES-? Ph H OH O O CHCHSCH, B H OF OF OH

XXVIL458 P * H ¢ Bz H F F 0H

*R* and R joined together by (CHy) fo form fivernembered ring.

Table XXVIE46.

29809011 ~TRE .
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Docket No. : PHAOEQ.PCS- TR

Ne R R* R* R® R R R XY
XXVT-46-1 p-MePh H H H Bz H F F OH
XXVIE46-2 p-MePh H H Cha Be H F F OH
KEVILG6-3 pMe-Ph H O H  CH{CH) B: H F F OH

XEVIE464 p-MePh H H CHCHCH), Bz H F F OH
XXVIE46-8 p-Me-Ph H H  CHPh B H ¥F F OGH
HEVI-48-6 p-Me-Ph H O H Cidndold-yt Be H OF OF OH
KXVIE46-7 pMePh H H CHOHSCH, Be H F F OH

XXVIL46-8 p-MePh ¢ H ¢ Bz H F F OH

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

Table XXVil-47.

Fo R R® R® R® R R R® X Y
XXVI471 p-F-Ph H H H Bz H F F OH
XXVIE4T-2 pFPh H H OH Bz H F F OH
XEVI4T-3 pFePh H OH O CHICH) Bz H F F OH

EXVH-474 pFPh H H CHOHCH:): B2 B F F OH
EXVIE47-5 pF-Ph H H CHP Bz H F F OH
XEVEA4ATS pFPhR H H Chpndoldsl Be H OF F OOH
EXVEATT pFPh H H CHCOHNH, B: H F F QOH

XEVH-4TE pFPh = H % B H F F OH

#R* and R joined together by (CHy) to form fvemembered ring.

Table XX VII-48.

29809011 - TRT -
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Diocket No. - PH3GR0.PC6-TRKE

Mo R R* R* R R" ®" »° X Y
XXVI-48-1 oCl-Ph H H H Bz H F ¥ OH
XAVIT-48-2 p-ClPh H H Ik Bz H F F QH
XXVE-48-3 pClPh H O H  CHCHD) Bz H F F OH

XXVIL48-4 p-ClPh H H CHOHCH), Bz H F ¥ OH
EXVIT48-5 pCPh H H  CHPh B H F F @GH
XXVI48-6 p-ClPh H B CHendol3l B H OF F OH
KXVIR48-7T o (CEPh H H O CHUESCH, Bz H F F OH

EXVIE488 pO-Ph ¢ H * Bz H F F GH

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

Table XXVII-49,

Ne R RORT R" B OR R X Y
XXVIL4%1 pBrPh H H OH Bz H F F oH
XXVIE49-2 pBrPh H H CH Bz H F ¥ OH
KXVIE483 pBePh H H  CHICH) Bz H F F OH

EEVIR4S-4 p-Br-Ph H OH O CIRCHCH:;): Bz H F F 0H
XXVIE48.8 p-Be-Ph H H  CHPh B H F F OH
EEVIE4AS-¢ p-Be-Ph H H Cib-pdel3-yl Be H F F OH
XEVIEAST p-Br-Ph H H CHCHSCH:;, Be: H F F OH

KXVIE48-8 p-BePh * H ¥ By H ¥ F CH

*R° and R joined together by {UHah to form five-membered ring,

Table XXVII-50.

29309011 - TR -
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Drocket Mo, : PHI0RO.PCATRED

Pe R R® R® R R OR R XY
XXVH-86-1 p-l-Ph H H H Bx H F F OH
KXVILS0-2 plPh H H CH Bz ¥ F F OH
EXVIERS0-3 plPhR HOH O CH{CH:) Bz H F F OH

KEVIES0-4 p-I-Ph H H CHCHCH)» B: H ¥ F OH
XXVIRES-S p[-Ph H H  CHPh Bz H F F OH
EEVI-S0-6 p-l-Ph H H  CHpdndol3i Bz H OF F OH
EXVIRS0-7 plPh H O H CHOLBCH, Hz H ¥ F OH

XXVIES0-8 pIPh * W% Be H F F OH

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

XXV
Table XX V-1,
MNe R R* R® R® " R R X Y
¥XVHL--2 O, H H O H CH; H H F OH
2986903 -1 - TRG .
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Docket Mo, : PH3GEG PO TR

e R Rr? R® R® B R R XvY
XXVHLLE CH, H H CH CH, H H F OH
XNVI-:-3 OH, H OB CHICH:: CH: 5 H# F OH

EXvIO-i4 COH; H H CHOHCH), CH;, # # F OH
XXVHI-38 CHy H H  CHPh CH; H H F OH
EXVHLIs CH; H OH Cieindod3l CH; B OH OF OOH
E¥WHELST CH; H O H O CHOUHESCH; O H H OF OOH

XYVEL-i-8 CH, * H 0* CH: H H ¥ OH

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

Table XXVII2.

Mo RT R R® R® RY ® R X Y
X¥VHL-2-1 Bt H H H CH, H H F OH
XXVELR22 Bt H H  CH CH; H H F OH
XXVIL23 B H B CHCH), CH; H H 7 0"

XXVIIL24 Bt H H O CHCHCH), O H H F OH
YEVIE-2-8 Bt H OH  CHJh CH, H B F OH
UEVIH-2-6 Bt H H  CHeisdol3yl O, H H F OH
XXVIH-27 Bt H H CHCILSCH: CH H O F OH

XXvil-2-8 Ht * H % CH. B #H F OH

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

Table XXVI-3,

R R pF® op® R* R OB X Y
XXVIE-3-1 Pr B H OH Oy, H 8 F OR
2520901~ - TG -
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Tiocket No. @ PHAOBD PC&TRK]

Mo ® BY R P R R R XY
XXVHE3-2 Pr H H CH, CH, H H F OH
XYVHL3A3 Py H B CHCH)Y CH: ¥ B F OH

XXVEE34 Pr H OH O CHOMCH), CH B H F OH
XXVII-3-8 Pr B H (M CH;, H H F ol
XXVHL3-6 Pr H H  CHedodol3i CH: H H F OH
XXVEER3T Pr H H O CHOESCH, CH H H F OH

XXVIEa-8 pr Y H ¢ CH, H H F OH

#R” angd R joined together by (CHa)s to form five-mentbered ring,

Table XXVIl-4

P ' R R® R® BOR R XY
XXvill-4-1 By H H H CH, H H F OH
XXVIH-4-2 Buy H H  OH CH; H H F OH
XXVIR43 Be H H  CHOH) CH; H H F OH

XXvVifi44 By H H CHOHCH), 4 H H F OF
XEVI4-5 By H H CHPh CH; H ®H F CH
XKXVIH-4-6 By H H CHendoldsl CHy H H OF OH
EXVIE4Y Bo H H O CHCHSCH, 8, H ®H F OH

XXVHL4-8 By ¢ H O * CH, H 8 ¥ OH

*R and R jvined together by (CHah to form five-membered ring.

Table XX VIS,

g R pt oRp® R R R X Y

293060141 -9 -
362557.%
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Docket No. : PH3OEG PCS-TRKE

Ne R" R® R® R® R* R R X VY
XXVIES1 Ph H B OB CH;, H# H ¥ OH
XXVIES2 Ph ¥ H O CH; H H F OH
XXVIES3 Ph H H  CH(CH), CH, H H F OH

EXVIE-S-4 Ph H H CHCHCH:): CH, H H F OH
XXVIES8 Pn H H  CH/Fh Cf; H H F OH
XEVIES-s Ph H H CHeindoldl CH, H H F OH
XXVia7 Ph H H CCHXCHSCH:, CH; H H OF OH

EXVIE-S8 Ph o * H 0* i, H H F OH

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

Tabls XXVIiI-6.

MNe R R> R* R® MOR R XY
KEVI-6-1 p-MePh H H H CH, H H F OH
XXVIL-62 pMe-Ph B H  CH ¥y H H F oH
KNVIER$-3 pMePh H H  CBICHY CH; H H F OH

EXVIE-64 p-MePh H H CHOHCH) L H H F OH
XEVILS-S p-MePh H H CHPh CHy B H F ¢H
EEXVIE-6-6 p-MePh H H CHelndoldyi CHy 2 H F OH
XXVIN-GT pMePh H H CHLOHSCH, CH, H H F o

EXVIL4-8 pMePh * H 7 CH: H B ¥ GH

*R* and R fcined together by (CHa to form fivemembered ring.

Table XXVII-T.

29808611 ST
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Brocket No. @ PHAOED PCS-TRK I

e R R ®R® R® 2 R R X v
XEVHL7T pFPh H H H CH, H H F OH
X¥XVHL72 pFPh H OH O CH s H H F OH
XXVHE-7-3  p-F-Ph H B CHCH, CH, H H F OH

HEEVHE74 pFPh H B O CHLHCH), CH H O H OF O
EXViL-7-6 p-FPh H H CHPh CHy H H F OH
XEXVIEWRT7  p-F-Ph H H  CHeandoldwl CH: H H F OOH
XEVEL-7-8 pF-Ph H H CCHECHSCH, G B H OF O OH

EXVIN-7-2¢ pF-PR * H % CH; H H F Q¢H

¥R and R joined together by (CHy) to form Sve-membered ring.

Table XX VIS,

Ne R R° R* R® R R R XY
¥EVIE83 pCl-Ph H H H CH, H H F OH
KXVIELE2 p-C1-Ph H H CH CHy H H F oH
KXVIE-8-3 p-ClPh H O H  CHICH) CH; H H ¥ OH

EXVEERE4 pCl-Ph H H CHCOHICH), CH. §# H F OH
EXVI-8-% oLPR H H  CHP: CH; H H F OH
XEVILE5 pChPh H 3 CHpyudol3yl CH; H H OF OH
REEVOLSY p-U-Ph H H CHOHSCH, CH; B B F OH

EEVIE-8E oCl-Ph * H ¢ CHy H H F OH

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

Table XX VIS

29809011 - Tas -
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Docket No, : PH3080.PCGTREKL

Ne R R’ R®™ R® R* R R X Y
XXVIL$1 pBr-Ph H H OH CH;, H# H F OH
XXVHLS2 pBrPh H H O CH;, H H F QH
XXVIL93  pBePh H B CHOCH), CH; H H F OOH

XRXVHLS4 pBePh B B CHCOBICH:):, CH: H H F OH
XXVIERS-S p-Br-Ph H H CHPh Ci; H H ¥ ¢H
XXVIEES-7 p-BePh H H  CHeindod3yl O, H H OF OOH
EXVIELS8 pBePh B OB O CHOHRH, CH, H H F OH

HEVHES3S pBrPh ¢ H OO* CHy H H ¥ OH

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

Table XXVI-10.

Ne R’ R’ R*® R® R" R R X Y
XXVHERid pIlPh H H H CH, H H F OH
XXVHLSE plPh H H Cih CH, H H F oH
XXVHRI®3 plPh H O H  CHCH) CH, H H ¥ OH

EXVIH-184 pPh H O H O CHUOECH:) CH H H F OH
EXVUHER8-S plPh B H CiPh CH: H 3 F OH
EXVIEI86 plPh H O H  CHpbndol3st CH; H OHOF OH
EEVHLIST plPh H B CHCLNCH; . H H F 4OH

XXVIELI08 pl-Fh * H OO % CH;y H H F OH

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

Table XXVIH-L

FIROG0E -1 - TG4 -
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Docket No. » PH3OSOPCSTRKI

e R" R R® R® R* R R" X Y
XYVIE-i3-1 CH, H H N B H H F OB
EXVI-i2 CH, HOH CHs BB H OH F OH
XXVIEL113 O, H O H  CHCH) Bt H H F OH
XXVIN-14 CH. H H  CHOHCH),: R H OF OH
XXVI-18 OF, H CH PR Bt H H F o
XXVIH-1R6 CH; H H  CHpedndoldyl Bt H H F OH
XYVE-337 CH B OH CHOCHSCH. B H H OF OH
XXVIN-118 CH, * H # B H OH OF OH

SR and B joined together by {UHak to form five-membered ting.

Table XXVII-12.

Ne R' R* R™ R® R* R” R* X Y
XEVOERi2d B H H OH Bt H H F OH
XEVIL122 W H H COH Bt H H F OH
¥YVII-123 B HOH CHICH:), Bt H H F OH
KAVILi34 Bt B OH O CHCHCHs» B H H F OH
KXVI128 Bt H H  CHPh Bt H H F OH
XXVIi26 T H H Cl-ndol3sl BE H H F OB
XXVIEL12.7 B H OH O CHCOHSCH, B H H F OH
XXVIE-I28 Bt ¢ H ¥ FE H H F OH

R and R joined together by (CHy ) to form Sve-membered ring.

Table XXVIE13.

3825571

Mo B R R® RP BOROR X Y
EXVIEi31 Pr H H O H Ft H H ¥ OH
29805041 - 785
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Docket No. : PHIBOPCS-TRK ]

Ne R' R® R® R® R R R X Y
XXVHE-I32 Pr H H CH: R H H F OH
EXVIERI3 Pr H OH CHCH), FE H H F OH

XYVHLi34 Pr H H CHCHCH) B H H F oH
XXVIE-13-8 Pr H H  CHPH Bt H OH OF OOH
EXVITRi3-6 Pr H H  CHendoldyl BB H H F OOH

XYVHEIRT Pr H H  CHOHSCH,

ey}

t H H F QH

XXVILI38 pr ¢ H O B H H F CH

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

Table XXVIi-14,

Ne R' R* R® R® R B R X Y

XEVI-id1 Bu H H H EE H H F OH
KXVIEi42 Ba H 0H CH BB OH O F OH
EXVHL143 By H OH  CH{CH:) BOH O OH O OF OH

XYXVHLi44 Bue O H  CHCOHCH:):

os]

t H H F OH
XXVIEL-4S By H H  CHF B OH H F OH
XXVHLi46 Ba H 0H  CHpindobdyl B OB OH OF OH
KXVI-347 Bo H O OH O CHOHSCHE, B OH OH OF OH

XEVIL-i48 Bn ¥ H O * B OH H F OH

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

Table XXVIH-15.

Ne R' R R® R® R" R P X v
N1 =746 -
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Docket No., : PH30R0 PUS-TRK

Ne R" R® R*® R® R®* " R® X Y
XEVII-15-F Ph H OH O H ¥t H H F OH
XXVI-132 Ph H H CH Bt H H P OH
XXVILIS3 Ph o H O OH  CHCH), Bt H H F OH
XXVERIS4 Ph H H CHCHCH) B H H F OH
XXVIN-158 Ph H B CH.Ph Bt H H ¢ OH
XY¥VIRIS6 Ph H H  CHendoldyl B H H F OH
XXVER-158.7 Ph H H CHOCHSCH, B H H F ¢H
XXVIL-i15-8 PR % H B OH OH OF OH

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

Table XXVII-16.

He R R* r*™ R™ R R R" X ¥
XXVI-i6-1 pMePh H H H Bt # H F OH
XXVI-162 pMePh H H CH Bt H H ¥ OH
EXVIL-163 pMePh H B CHCH) B H H F OH
XXVIEL-16-4 pMePh H H CHROHCH) B H H F OH
XXVHL168 p-MePh H H  CHFh Bt H H F OH
EXVHEI66 pMePh H H  CHedodoldwl Bt H H F OH
XXVHE16T pMePh H H CHRCHSCH, B H H F OH
XXVIL-168 pMePh ¥ H ¥ B H H F OH

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

Table XXVIH-17.

2986901-1
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Docket No. : PH30BOPCS-TRKL

Fe R’ RS R® OR® R R XYY
XXVE-i7-1 pF-Ph H H O H Bt H H F OH
XXVIR-17-2 p-FPh H H  CH Bt W H F OH
EXVIE1T3 pFPh H O OH CH{CH), Bt B H F OH

EXVHLI74 oFFh H H CLOHCH.), B H H F OH
XXVIE-17-8 o-F-Ph H H  CHPh B H H F QH
HEEXVIE37-6 pF-Ph H H  CHeindoldst Bt H H F OH
KXVEHLYLY poFePh H OH O CHYOHSCH:; B H H F OH

XXVIE-T8 p-FPh * H * Bt H H F OH

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

Table XXVIHI-18.

e R' R* R*® R R R R°* XY
CXXVIELi81 »ClPh H H O H Et H H F OH
XXVIE-18-2 p-ObPh H H  CHy B H H F OH
WEVILI83 pClPh H B CHCH) £ H H F OH

EXVI-184 pChPh B H  CHCH{ECH), B H H F OH
XXVIE-183 pCiPFh H H CHPh EFE H H F OH
XXVUL186 pClPh H H CHywdoldwl Bt H H F OH

XEVIE-18-7 poCi-Ph H H  CELCHSCH,

E}‘

H H F OH

XXVII-18-8 pCLFh * H ¥ e " " F ou

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

Table XXVHI-19,

JHRO90T - - 798 -
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Docket No. : PH30R0PCS-TRED

Ne R’ ®R® R® R® R R X VY
XXVIE-191 p-BrePh H H H Bt H H F OH
RXVIE-19-2 pBrPh B R OH Bt B H F CH
YNVHEI93 pBrPh H OB CHOH): Bt H H F OH

EXVHERISY pBrPh H H CHCHCH), E H H F OH
XXVHEISE p-Br-Ph H H  CHPR EBE H H F OH
XAVIE-16 pBrPh H H CHeindel391 Bt H H OF OH
EXVIEI9Y pBrPh H O H O O CHCHBCH; Bt H B OF ORH

XXVI-198 pBePh * H OF B H H F OH

¥R and B joined together by (CH2): to form five-membered risg,

Table XXVIH-20.

Ne ® R R® R” R* " R X Y
KXVIEL20-1 pf-Ph H H H Bt H H F OH
XEVIE-202 pi-Ph H OH OH B H H F OH
WAVIE20-3 plPh H H  CHOCH), Ft H H §F oH

EXVi2e4 plPh H H CHCHCH:), B H H F OH
YXVORS pl-Ph H H CHFh B H O H F OH
EXVEE206 p-I-Ph H H CHeindel3d Et H H OF OH
XXVIER2-7 p-IPh H H CHCHSNH, B H H F OH

XAV plPR * HOO® Bt H #H F OH

*R” and R° joined together by {CHy ) to form fAve-membered ring,

Table XXVILL21,

2980} -1 - 799 -
3BISET.L
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Docket No. : PH380 PCS-TRKE

Mo R' R R¥ R® R R R XY
XXVifi-2i-i CH, H# ®H H Pr # H F OH
XXVIE232 CHy H OH O CH, Pr H OH OF OH
VI3 CHy H O H  CHICH:), Pr H H F OH
EXVIE-3i4 CH, H H CHCOHICH):, B H H F oH
EXVIER2-8 CH; H H  CHpPh Pr H H F OH
XXVIE21-6 CH, H H  CHyndob3wl Pr H H F O
XKXVIE-21-7 O, B B CHOMSCH; P H H OF OH
EXVITR21-8 CHy * H # Pr H O H F OH

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

Table XXVIE-22

No R' R® R" R® R* R R® X Y
XVINE-22-1 Bt H H H Pr H H F OH
EXVIER22-2 Bt H OH CH, e H OH OF OH
XXVIE22-3 B H H  CHCH), Pr H H F OH

XXVIE22-4 ¥t H B CHOHCH), Pr 5 H F OH
XXVHLZES Bt H B (HFPh Pr M OH F OH
WEVIEER32-6 Bt H H  (Heindoldvl B H H F O
XXVIL22-7 Bt H H O CRRUHSCH, ™ H B F OH

XXVUi2ae B o *» g o of Pr H H F OH

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

Table XXVIH-23,

M rRYORT OR® OR® R OR XY
EXVIE23Y P HOH O OH T H OH F OH
20809011 - 8GO -

3628571
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Docket Mo, PH3080 PC6-TRK]

N R R R RV R R OB X Y
KRVIL232 Pr H H CH; Pr ¥ H ¥ OH
EXVIEZ33 Pr H OH  CHICH:) " H OH OF OH

XXVEE23.4 Pr H H CHOHCH), ® T H F OH
KXVIEZRS P H OH CHF Br H OH OF O
WHVIE236 Pr H M Cldndoldsi B H H OF OH
XXVER237 Pr H H  CHRCHSCH, Br ¥ H F OH

XXVIE238 Pr * H O+ Pr H H F QH

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

Table X XVI-24,

e R R' R R® PR R XY
XXVIlE24-1 Bu H H H Pr H H F OH
XXVIE-24-2 By H H CH: r A H P OH
WEVIEE4-3 Ba H OH  CBCH:), T H H F OH

XXVIE244 Bu H H CHLIHCH). P H H F OH
EXVIIL24-8 Bue H H  CHPh Pr B OH F OOH
XXVITE24-6 Bu H H  CHpindoldsl Pr H H F OH
KXVIE247 My H H CHOHSCH, Pr H H OF OH

KEVIE24-8 "Bae ¥ H ¥ e H OH OF OOH

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

Table XXVIIE-23,

Ne R R R® R® R OR X Y
2980901 - 801 -
362557.1
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Docket No. : PH3080.PCA-TRKI

e k' R® R® R® R ORX Y
EXVIE2S1 Ph H H OH Pr H H F OH
XXVIER3S-2 Ph H H CH P+ H H F QH
XXVIE253 Ph H H  CHCH) Tt H H F OH

WAVIE2S-4 Ph H OB CHOHECHE), P H H F OH
KXVIE25-5 Ph H U CILPh Pr B OH OF OOH
XXVIIE25.6 Ph H H  Clhdndoldl Pr H H F OH
XXVEE25-7 Pk H O H O CHOUHSCH, ™ M H F OH

EXVHELISE P * H ¥ T H B OF OH

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

Table XXVHI-26.

MNe R' R® R* R® R B R X v
XXVHE26-1 p-MePh H H H Pr H H F OH
EKXVIER26-2 pMePh H H O Pt H H F OH
XXVHE263 p-Me-Ph H H  CHECH) T H OH F OH

EXVEER26-4 p-Me-Ph H H CHCHCH) Pr H H F OH
EXVIE268 pMePh H H  CHPh Pr H H F OH
XXVIE-26-6 pMe-Ph H O H  CHrindol-3- By H OH OF OOH
KXVHE2ST pMePh H H CHCHSCH; P H H P OH

XXVIE-26-8 pMePh * H ¢ Pr H H F OH

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

Table XXVILIT.

2086901 -1 - 802 -
3625571
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Docket No. @ PHIORGPCG-TRKI

Ne R R* R® R® R* R" R® X Y
XXVI-273 pF-Ph H H H Pr H H F OH
XXVIE-3TZ pFPh H B CH Pr H H F OH
XXVIE2M3 pFPh H H  CH{CH) Tr B OH F OH

XXVIE27T4 pFPh H H  CHCHCH), ™ ¥ H P OH
XXVIR27S pFPh H H  CHPh Pr H H F OH
XKXVIE-29-6 pBPh H H  CHendoldvl Tr H H F OH
YYVEHEZRT pFPh H OH O OCHLOWSCH, B H H F OH

KXVIE-27T8 oFPh ¥ H ¢ P H H F OH

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

Table XXVII-2E,

Mo R R R® RT R" " R" X ¥
XXVHE281 p-Cl-PR H H H Pr H H F OH
HAVIE28-2 o UPR H H  CH r H H F OH
EXVHE2S3 pClPh H O H  CHOH) PrH OH OF OH

XXVEE-28-4 »ChPh H H CHOHCH): Pr H H F OB
XXVIE-28-8 pClPR H H  CHPh TrH OH F OH
XXVHE2E86 p-Ch-Ph H H  Ciendoldyl Pr H H OF OH
KAVHE28-7 »CPh H H  CHOHSCH, Pr H H F OH

EXVHEZES pCiPhR ¥ H O* Pr B OH O F OH

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

Table XXVHE-29,

39869011 - B3 -
3628571
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Docket Mo, : PHIORO PO6-TRED

Ne R R* R® R® R" R R* X Y
XYVII29-1 p-Br-Ph H H H Pr H H ¥ OH
XEVIL-292 p-BrPh H H CH T H H F OH
XEVIR293 pBrPh H OH  CHCH), Pr H B F OH

XXVII-29-4 p-Br-Ph H H CHCOHCH:), Pr H H F OH
EEVIN-39-S p-BrPh H H CHPh PTr H H F OH
XXYUE296 p-Br-Ph H ¥ CiHwedndel3dyl Pr H B F OH
XXVI-297 p-Br-Ph H H CHOLSCH, B H H F COH

EEVEL8 p-BrPh ¥ HOO* Tr H H OF OH

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

Table XX V30

e L R* B R R OR XY
XXVIE3-1 piPh H H H Pr 5 H F OH
KAVIE-38-2 plPh H OH O CHy rH OH F OOH
XXVIER30-3 pIPh H H  CHICH) r H H F OH

EXVIH-304 plPh H H CHOHCH) P H H F OH
NAVIE30-S piPh H H CHFh Pr H B OF oOH
KXVIE-30-6 pd-Ph H H  CHeindol3-yi Pr H H F OH
EEVIER3-7 pdbPh H U CHROHSCH, Pr H H F OH

KXVUL398 pl-Ph * H % P+ H H F OH

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

Table XXVIE31,

20809011 - 804 -
362557.1
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Diacket No. : FH3OR0.PCG-TRED

X R' R® R* RV R* R R X Y
XXVIE3E CH; H H H By H H F OH
XXVIN-312 CH, H OH  OH e H OH OF OH
XXVIR3E3 OHy H OH  CHCHY "By H H F OH

EEVER3I4 O, H H O COHCHICH:), "Be H# H F OH
X¥vHL3-Ss O, B B CHP My H H F OH
XXVHLINS CHy, H H  CHeindold3yl "Ba H H F OH
XEVHEL3LT CH; ¥ OH O CILOHSCH, "Be H H F OH

XXVHL3-8 CH, ¢ H ¢ Wu H H F OH

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

Table XXVII-32,

Ne R' R® R* R® R* R R X Y
XXVIER32-: B H H O H "Bu H H F OH
XYVHER322 B H B OH "w H H F OH
XNVHES2Z3 B OH OB CHCH: "B H H F OH

EXVHER34 Br H H CHOHCH:): "Ba H H OF OH
KYVHR3ZS Bt H H  CHPh Bu H H F OH
EXVHL326 B H H  CHpindol3w3l "By H H F OH
EXVHE32T Bt H H O CHOHESCH, "By H H OF OH

KEVHESEE B HOO% Mw H H F O

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

Table XXVII-33.

2HRANGE-E - 805 ~
3635571
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Docket No., : PH3OROPCA-TRKL

Fe R ORT OR® R B OrR R XY
XXVIE33: Pr H H H "Wy H H F OH
XXVEES-2 Pr HOH  CH "Ba H H F OH
XYVHL-33-3 Py H OH  CHICH): "y H H OF OH

XYVEER3-4 Pr H B CHCHCH) "By H H F OH
EXVIN-338 Pr H H  CHPh Rg H H F OH
XYVIE3R6 Pr H H  OHpedndol3yi "Bu H H F OH
XEVIE337 Py H OB CHOMSCH; "B H H F OH

XXVIL33-8 By ¢ H ¥ "mpy H H F OH

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

Table XX Vi34,

MNe R' R’ R*® R” R* R R X Y
XYVIE-341 By H H H "Bu H H F OH
EXVI342 By H H  CH, Re H H F OH
XXVII-343 Bu H H  CHCH:) "By H H OF OH

XEVIN344 By H H O CHOHECH): "s H ¥ F O
XXVIR345 By H H  CHP "y H H F OH
YXVIN-346 Be H B CHyeindoldayl "By H H F OH
XXVIL347 By U 0 CHOISCHL "Be H O H OF OH

XXVI-34-8 By ¥ H ¢ By H H F OH

¥R* and R joined together by (CHayh to form five-membered ring,

Table XX VI35,

2920001 - 806 -
3635571
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Docket No. « PH3OB0.PCSTRK

Ne R' R* R® R? R R’ R" X VY
XEVII-351 PR H OH OB "Bu H H F OH
XXVIEL332 Ph H H "Weg H H F OH
EXVIL353 PR H OH CHCH), My H H F OH

HEVHEL384 PR H OH O CHORCH:): "Be H H F OH
KXVHIASS PR B H  OHFh "Rg H H F OH
EXVIHE-388 Ph O H OH  CHdedoldw! "Bu H H F OH
XEVI-357 Ph H H CHUHSCH; "Bu H H O F OH

XXVIRE-33-8 Ph ¢ H 0* "By H H F OH

*R* and R joined together by (CHo); o form five-membered ring.

Table XXVEI-36.

e B’ ®SOR®OR® ROR R X Y
EXVH361 pMePh H H H "Ba H H F OH
XXVIE-362 pMePh H H OH "W H H OF OH
EXVIE-363 pMePh H H  CH{CH: "Ry H H F OH

XAVIE-364 p-MePh H H CHUOWCH): "™e H H F OOH
XEVIN-36-8 pohie-Ph H OH O CHPR By H H F OH
EXVHE365 p-MePh H B CHpdodol3-wl "Bg H H F OH
EXVIRIGT pMe-Ph H H O CHOHSCH, "Bu H O H O OF OH

XXVIIE-388 pMePh ¥ H ¥ Bg H H F o8

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

Table XX V37,

29RGGG1 -1 - BO7 -
3625571
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Drocket Ne. : PHIOSO.PCS-TRK

Ne R’ R* R*® R® R R R X Y
XXVIE3TE pFPh H H OH my H H F OH
XXVIE3TE pFPh H H CH "My H H F OH
XXVIE3IR3 pFPh H OH  CIOH), "By H H F OH

EXVIE374 pF-Ph H H CHCHCH)LR "Bu H H F OH
EVHEITS pFPh H OH  CHyPh "Ba H H F OH
KEVHER37-6 p-FPh H H  CHindol3yl "Ba H H OF OH
EXVHEITT p-F-Ph H H CHCHLSCH, "By H H F OH

XXVHE3T8 pFPh * H * "By H H F OH

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

Table XX VL34,

Ne R’ R R® R® R* R R X Y
XXVIN-381 pChPh H H H "Bu ¥ # F OH
XXVHE38-2 p-CLPR H H CH Bu H OH F OH
XAVI-383 pCiPh H OH  CHOH:): e H OH OF OH

XXVIL-384 p-ChPh H H CHCOHCH): "Bau H H F OH
EXVIL383 pCl-Ph H H  CHPR "Ba H H F OH
XXVILAES6 p-Ch-Ph H H  CHydndob3al "By H H OF OH
XXVIE-38-7 pChPh H H CHOHSCH:; "Ba H H F OH

XXVIE388 p-ChPFh * H ¥ e H OB P OH

*R” and R™ joined together by (CHo ) to form fve-membered ving,

Table XXVIIL-39.

FHRAGOT1 ~ B0¥ -
362557.1
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Bocket No. : PH3OBO.PCS-TRKL

N R’ R* R® R® R* R R X Y
XXViiL3%-1 pBr-Ph H H H "By H H F oH
XXVIEE392 pRePh H H CH My H H ¥ OH
XXVIN-39-3 p-Br-Ph H H  CHCH) "oy H H F OH

XXVIR394 p-BrPh H H O CHUOHCH): "My H H F OH
EEVIR3%-8 pBrPh H H  CHPh My H H F OB
XXVIL-39-6 p-BrPh H H  CHendol3wl "8y B OH OF OH
XXVIEE397 p-Be-Ph H H O CHCOHSCH; "By B H F OH

HEVHER3%E pBePR * H * "By H H F OH

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

Table XXVIL-40,

Ne R R® R® R® R R R X v
XXVIli-40-3 p-I-PRh H H H "Bu H H F OH
HAVIE40-2 plPh H OH  CH, "My H OH ¥ OH
KXVIE-40-3 p-IPh B H  CHCH) "By H H F OH

XXVITE40-4 p-I.Ph H H CHCHCH), "Bes H H F OH
AAVIE-40-5 p-LPh H H CHPh "By H H F O
EXVHI40-8 pbPh H OH  CHpeindol39! "B H H OF O
XXVITE40-7 plPh H H CHCHSCH, "Be H H F OH

XXVUL4-2 pIPh * H 0 * My H H F oH

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

Table XXVIE41,

2080901 -1 - 89 -
3525571
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Docket No, : PH3OE0.PCE-TRE

e R' R' R®" R" R R R XY
¥XVI4RY CHy H H O H Bz H H F OH
KXVI-41-2 OH, H H O Bz H H F OH
XXVI-41-3 OH. B B CHICH), Bz H H F OH

EXVEE4l-4 CH; H H O CHLCHCH;): Bz H H F OH
XXVIL41.8 CH, H H CILPh Bz H H F QH
EEVIE4E-¢ CH; H H CHpdndol3-yi Bz H H F OH
EEVIN-4LY O, H OH O CHEXOHSCH:; Be H OH OF O OH

EXVEHE41-8 CH, ¢ H % Bz H H F OH

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

Table XXVIL42,

Ko R R R® R® B OROR XY
EXVIE42-1 Bt H H H Bz H H F OH
KXVIE42-2 Bt H OH  CH, Bz H H F QH
XXVIE-42-3 Fr H OB CHICH), BRe H H F OH

AEVIN42-4 Ft B H CHLOHCH:): Bz H OH OF OH
KEVEE42-5 Et H B CHPh B: H H ¥ OH
EEVITI42¢ Bt H H (CHedodol3yl B B H F 0OH
KEVIIE427 EBt H H CHECOHS(H:; Bz H B F OH

EEVI-42-8 B * H * Be B H F QOH

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

Table KXVII-43.

2980901 -1 - 8160 -
3625571
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Diocket No. : PH3GROPCG-TRKD

Ne R' R* R® R® R RP R* X ¥
XYViH-43-1 Pr H H ¥ Bz H H F OH
XXVi32 Pr H OH O B H H F OH
KEVING433 Pr H OH CHCH) Bz H H F OH

KXVIN-634 Pr § 0 CHLCHCH:): Bz H H F OH
XXVIH-438 Pr B H  CHIh Bz H H F OH
NEVI43-6 Py H H  Cihdndoldsvl Bz H H F OH
XXVIE-43-7T Pr H H CHOHESCH, Bz H H F oOH

XXVIN438 pr * H O * Bz H B F On

*R& and R™ joined

together by {CHa) to form five-membered ring,

Table XXVII-44,

Ne R' R* R™ RV R R R X Y
XXViiE44-1 Bu H H H Bz H H F OH
XXVIEE44-2 Bs H H CH Bz H H ¥ OH
AXVIE44-3 By H O H  CHICH) Bz H H F 0H

XRViR444 Mg H H CHCHCH) Bz H H F OH
XAVI-445 Bo H OB CHPh Be H H ¥ OH
KXVHE44-6 Ba H H  (Fedndobdyl Bz H H F OH
XXVHER44-7 By H H CHLOESCH; Br H H F OH

KAVIR44-8 By * H Bz H # F OB

*R* and R™" jeined together by (CH,); to form five-membered Ting.
Table XXVHI45,

20805011 <811 -
3625574
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Docket No. : PH3OED PCA-TRK

Mo R R" R® RT R* R R X Y

EXVii-45-1 Ph H H H Bz H B ¥ OH
¥XVIL45-2 Ph H H CH Bz H H §F OH
XAVI-45-3 Ph H OH  CHCH), Bz H H F OB

EXVIEE454 Ph H H CHCHICH:): Bx H H F 0H
KXVHE-458 Ph H H CHPh Bz H H ¥ OH
EEVHI4S6 Ph B H CHeindodldwl B H H F OH
EXVIE457 Ph H H CHCOHSCH, B H H F 0H

EXVII458 P * H % Be B H F OH

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

Table X VII-46.

Ne R R* R® R® R R R X Y
NEVIi46-1 p-MePh H H H Bz H H F OH
XXVIE-46-2 p-MePh B H CH Bz H H F OH
XXVIE46-3 p-MePh H B CHCH) Bz H H F OH
XXVIE46-4 p-MePh B H CHCHECHL B: H H F OH
KXVII-46-5 p-Me-Ph H H CHPh Bz H H F QH

EEVIE46-6 pMePh H B CHendel3yl Be H H O F OOH
XXVIll467 o-MePh H O H O CHUOHSCH, B H O H F OH

XXVIE468 p-MePh * H ¥ B: H H F GH

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

Table XXVII47.

PRB0L-1 -8i2-
362557.1
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Docket No, : PH3UBD PCA-TRK]

Ne R R® R™ R® R R R X Y
XXVIL-471 pFPh H H OB Br H H F OH
XXVIN-$7-2 pFPh H H O Bz H H F ou
XXVII47-3 p-F-Ph H H CHCH Bz H H F OH

EXVI474 pFPh H H CHCHEH) B 3 H OF OH
EXVHI4TS pF-Ph H H CHPh B H H F OH
XEVHI47-6 oFPh H H Cileindoldl Be H #H F OH
EXVOER4TT p-F-Ph H OH O CHLHSCH, B H OH OF O OOH

XXVIR47-8 pFPh * H ¥ Bz ¥ H F ¢H

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

Table XXVHI-48,

Ne R’ R° R® R® R R R X Y
KEVI481 p-ClPh B H H Bz H H ¥ OH
XXVIE-482 »-C1-Ph H H CH Be H H F OH
XXVITE483 p-Cl-Ph B O H  CHOH): Bz H H ¥ OH

HXVIE484 p-Cl-Ph H H CHCOHCH): Bz H H F OH
XXVIE48-8 p 1Pk H H  CHPh Bz H H F OH
XEVI48-6 pClPh H H  CHyindol3wl Be H H F OH
XXV (PR H H O CHOMHSCH; B H OH OF O

XXVIR488 pChPh * H ¥ B H H ¥ OH

¥R and R joined together by (CHau): to form five-membered ring.

Table XXVII48.

29809011 -8i3
3625571
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Drocket No. « PH3ORQ PUS-TRK ]

Mo R’ R® R® R® R R* R®* X Y
XXVi491 pBePh H H H Bz H H F OH
XXVIN492 pBrPh H H O Bz H H F 0OH
XXVII-49-3 p-Br-Ph H H CH{CHy Bz H H F OH

EXVIE494 pBrPh H H CHOHECH) By H H OF QH
XEVI4%E pBrPh H H  CHPh Bz H H F OH
EEXVHL8% p-Br-Ph H H CHendoldsl Bzx H H F OH
XXVIE4%T pBrPh H H CHCESCH, Bz H H OF GH

EXVIE-488 p-Be-Ph * H % Bz H H F OH

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

Table XXVII-50.

Mo R’ R® R*® R® R R R X v
XXVI-58-1 plPh H H H Be H H F OH
XEVIN-$62 plPh H H CH Bz H H F OH
XXVI-56-3 p-IPh H H CH{CHY Bz H H F OH

XXVHLSGS ploPh H B CHCOHCH) B H H F OH
EXVIE-588 p--Ph H H CHPh B H H F OB
XEVHLSt¢ pi-Ph H H O CHemdol3-yi Be H H OF OOH
EXVEESY plPh H H O CHCOHSCH, B H H OF OH

XXVIE-388 piPh * H O F B H H F OH

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

29809031 - 814 -
3625571
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Drocket Mo, : PHIOSOPCS-TRK

KEIK
Table XXIX-1.
Fe R RT OR™ R B R B XY
X¥i%-31-1 CH: H H H CH, H CH, F OH
X¥IE-i2 CH, H H 5 O, H OCH; F OOH
X¥iX-1-3 CFy; H H CHOH), CH: H CH, F OH

EXi¥.i4 CHy H H CHCHCH), CH; H CHy FOOH
EX¥IY-1-8 CH; H H CHPh Ci; H (CH; F OOH
¥Hix-i-6 CH; H H CHydndol-3-yl CH, H CHy ¥ OH
HMIR-27 CH, B OH O CHCHSBCH, COH, H CHy F OH

EXIR-i-B CH; * H % CHy B Oy F OH

A

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

Table XXIX-2.

Ne R' R? R*® R® R® R R X Y
X¥IX-2-1 Bt # H H CH, 4 (i, F OH
2UROSEE-1 - 818 -

362557.1
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Docket No, @ FHIGREPCS TR

Mo R " rTORY R* R R %X ¥
X¥I¥-2-2 Bt H H CH CH, H# CH. F OB
E¥IX-23 Bt H OH  CHCH): CH, H CH, F G

X¥ix-24 B H B CHEOHCH), CfiL H CH, F OH
KXIE.28 Bt W H CIbPh CH; H CH, F CH
KKiZ-2-¢ Bt H H CHrAndol3yt CHy H O CH; FOOH
EXI¥.2.-7 Bt H H CHCHSECH. O, H CH, F OH

EX¥IX28 Br v H 0% CH. 4 CH:. F OH

*R* and R joined together by (CHa): to fonm Sve-membered ring.

Table XX1X-3.

TR R R? R* R" R R R XY
X¥i¥-3-1 pr B H H CH, H Ci, ¥ OH
¥XIN-3-2 Pr H B CH CH, H CH, F OH
EXIX-33 'Br H O H  CHCH:): CH: H OH, F OH

XXIH-34 Pr H H CHCHCH), CH H O F OH
EXIN-A48 Pr H OH  CHPh CH, B CH, F OH
XAIX-3-6 Pr H H  CHyindob3vi CH; H CH T OH
XXi¥-37 Pr H H CHOHSCH; OH, H CH, F OH

EXIK-38 ‘e o* B CHy, B OCH, FOOH

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

Tahle XXX 4.

e ®' R R* R® R R R OX Y
XK¥i%-4-1 Bu H H H CH, ¥ CH, F CH
29804011 - 816«
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Me g R R® RP B R R X ¥
¥¥IK-42 Bu H H CH CHE, H OCH, F OH

KXiX-4-4 Bo H H  CHCHCH), OH H CH, F OH
KNIK-4-5 B H H  CHEPh C; H OH, F OB
X¥E¥-46 Bo H H  CHpeindobdi CH H CHy F OH
XXEN-4-7 Py H OH O CHUHSCH, O, H CH, F OH

HNIX-48 Bu * H * CH, H CH, ¥ OH

*R* and R joined together by (CHah to form fve-membered ring,

Table XXIX-5.

N R R R* RT R® R B %Y

XXIX-5-1 Ph H H H i, B O F o
¥NIK-52 Ph H OH O CH CH; H CH; F OH
XXIX-53 Ph B H GO CHy, H CH, F OH

REEX-54 Ph H H CHCHCH) CH, H CH, F OH
KXEX-S5 PR OHOH CHbPh CH, H O Cf, F O
KXI%-5-6 Ph H H (Hendeldayl CH, H CH, F OH
YNEX-5.7 Ph H OH O CHCHSCHL, CH H C% F OOH

XXIX-5§ Ph * H = CH, H OH

o

H

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

Table XXEX-6.

Ne R R p*® p® R R RrR X v
2980983 -1 «817 -
362557.1
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N R RF R® R® R R R X v
XXIX-6-1 p-MePh H H H {H: § CH; F OH
XXIN-6-2 pMePh H H CH CH; H CH. F OH
XXIX-6-3 pMePh H H CHCH), CH; H CH, F OH

XRIE44 p-MePh H H CHCHEOCH), GL H CH, ¥ OH
EXIX-6-5 pMePh H H  CHPb CH; H Ci: F QH
KXo p-MePh H H  CHendoldyl CH; H O CH, F OOH
XXIX6T p-Me-Ph H H O CHLOHSCH, CL H CHy, F OOH

X¥IX-6-8 p-MePh ¥ H ¥ CH; H CH, F QH

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

Table XXD.7,

N R R* R® R" R R R X ¥
XXi¥-7-1 pF-Ph H H OH {H, H CH; F OH
XXIX-7-2 pFPR H H CH CH, H CH, F O
XXIN7-3 pFPh H OB CHOH), CH, M CH, F OH

XX¥IXT4 o F-Ph H H COHCECH)y CH H CH F O

XXIXT-6 p-F-Ph H H CHbPb CH; H Oy, F O
XX p-FPh HOH CHpendeldsl CHy HOCH, ¥ OH
XXIX-7-8 pBPh H H CHCHSH:, CH, H CH; F COH
XXB7-28 pFPh * HOOF CH: H CH; ¥ OH

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

Table XXIX-8.

20800011 -Bi%-
3623557.1
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Mo R’ R* R* R R R R X Y
XXI%-8-1 p-Cl.Ph H H H CH, H CH; F OH
XXIX-82 pClPh H H CH CH; H CH, ¥ OH
HHIK-3-3 p-ChPh H H  CHCH): CH; H CH. F OH

XXi¥-84 pChPh H H CHCHICH)): ¢, B CH;, F OH
EEIX85 pC1-Ph H H CHoPh Ci; H CH, F OH
XXiIX-8-6 p-ClPh H H  CHpdndol39l CH;, H CH; ¥ OH
X877 pC1-Ph H H CHCILBCH; (H: H CH;, F ¢H

XXEIX-8-8 p{1-PR ¥ H % CH; B CH. F O

*R? and R joined together by (CHah to form Hve-membered ring.

Table XXIX-4,

e R R* R* R B r » X V¥
XXIE-91 pBrbh H OH OH CH, H CH; F OH
XXiIX-8.2 p-BrPh B H CH CH, H CH, F OH
KXIE-9-3  pBr-Ph H OH CHEH): CH; H CH; ¥ OH

X84 pBe-Ph H H CHCHCH) CH:, H CH F OH
EREE-S-6¢ pBrPh H H CHPh CH; H (H; F OH
EEIN-ST  pBrFh H OH  CHpedndol3l (3, H CH, F OOH
XXiX-93% pBrePh H B CHCHSCH, CHy H (CH, F OH

ERIN9-20 p-Py-Ph * H ¥ Ci: H CH; F OH

*B* and B° jeined together by (CHo ks to form five-membered Ting.

Table XXIX-10.

29800 -Rig-
2535573
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e R R* R® R® R* R R XY
XXIX-16-1 p-I-Ph H H H CH, H CH, ¥ OH
XHIX-18-2 pIPh H H CH CH: H CHy F OH
EXI-18-3 pdlPh H O OH  CB(CH) CH; H CH. F O

XEIXA84 pIPh H H CRUECH:) CH H CH, F OOH
HXI88 pLPh H H  CHPh CH; H CH; F QH

EXE0-8 ploPh H OH Cp-ndol-3l CH; H O CH

sl

UH
XXIE-187 pdPh H H CHOHSCH, CH, H OH, F OH

EXIX-18 plPH 2 B £H; B CH:; F OH

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

Table XXIK-11.

Ne R' R* R*® R™ RR R R XY
CXXIX-13-1 OH, H H O H Et H CH, F OH
XXIX-131-2 O, H H  CH £t H CH; F OB
XNIN-11-3 CH, H H CHCH), Bt H CHy F OH
YXIX-11-4 CH, H O H  CHCHCH), B H CH, F OH
XXIX-11-8 CHy H OH  CHPh Bt H O CH, F OOH
XXIX-11.6 CH, H H  Cipindeldyl Bt H O CH F O¥
XXIN-1-7 CH, H H  CHOHSCH, Bt H CHy F OB

XX¥¥.358 CH, ¢ H O0# B H CHy F OH

*R* and R inined together by (CHLh to form five-membered ring,

Table XXIX-12.

Mo r' R? p® p® R* " R® X v
URIGE1-] ~ 820 -
3IB2ES7.A
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Ne R' R* R*® R R" R R® X Y
XAi¥-12-1 Ft H H H ¥+ H CH; F OH
EAIX-12-2 Bt H OH  CH, Ft H CH, F OB
XXIX-12-3 BL B H  CHUH) Bt B OH, F OH
XHIK-124 Bt H H CHCHCHY, B B %L F Of
X¥IX-12-8 Bt H O H  CHPh B H OCOH, F OOH
K¥IE-12-6 Pt H H (Hendoldl Bt B CH; F OH
XXIN-12-7 Bt H H CHCHSCH, B H CH, F OH
¥XIX-12-8 Bt o+ @ ¢ Bt H CH, P OH

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

Table XXIX~13.

e K R OR® R® R* R°® R® X Y
EXIK-131 Pr H O H N Bt H (O, F OH
KKEN-13-2 Pr H H CH, FtOH O OCH; ¥ OOH
EXIX133 Pr H O OH  CH{CH) Bt H CH, ¥ OH

XXIX-313-4 Pr H H CHOHCH), B H CH, F OH
KXEX-13-8 e H O H CHPR Bt B OCHy FOQOH
WHEK-13-6 Pr H B CHeindob3yl Bt B OOH, §F OH

KXKEX-337 Pr H H  CHCHSCH, B H  CH

pors

O

¥XIX-13-8 Py * H 7 Bt H CH, ¥ OH

*R” and B joined together by (CHa)h: o form five-mmembered ring.

Table XXIX-14,

N R R® R*® R® Y R R® X Y
20860831 - 821
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e R’ R* R*® R* R" R R® X Y

XXIX-14-1 Bu H H H Bt H ¢y, F  OH

KKIK-14-2 B H H CH Bt H CH, F OH

XXIX-14-3 Mg H OH  CHCHL Et H Cd: F O

XXIX-144  ‘Bu u o CH,OHCH)Y Bt H CH, F OH

XXIX-34-8 By H 0H  CHPh Bt H CH, ¥ OH

XXIX-14-6 Bae H H  CHdedeld B OB (Hy F OH
¥l

XXIX44-T  Bu HOH O CHOHSCH B OH CH: F  OH
3

XXIX-14-8 Bae * H * Bt H CH, ¥ OH

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

Table XXIX-15

N R' R* R® R® R* " R® X Y
XEp-15-1 P H H H B OH CH; T OH
XXIX-15%2 Ph H H CH, ¥t H CH, F OH
XXIN-15-3 Ph H H  CH{CH:) mH CH F OH
EXI%-184 Ph H H CHCHICH): B H CH, 7 OH
X¥I{K-15-5 Ph H H CHPh Bt OH CH, F OH
XXIX-15-6 Ph H H  CHpindoldyl Bt H CH, ¥ OH
¥XIX-157 Ph B B CBCHSCH, Bt B CH, ¥ CH
XXIN-15-8 Ph o * H ¢ Tt B OCH, F OH

*R" and R ivined together by {CHL) to form five-membered ring.

2080501 -1
362557.1
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Table KXIX-16,

N iy B OR® ORT B r R XV
XX¥¥-16-1 p-MePh H H H Bt H CH, F OH
KXIX-16-2 p-Me-Ph H H CH B OH CH: F OH
ANIK-16-3 p-MeFr H H  CHICH) Bt H CH; F OH

BXIX-164 p-MePh H H CHUHCH): T B CH F OH
XXIX-16-%5 p-Me-Ph H H CHPR B H CH; ¥ OH
X166 pMePh H H  CHendoldyl Bt H OCOH, FOOH
EXIX-16T7 pMMePh H H CCHCOENH, B H CH: ¥ OH

XXEX-16-8 p-MePh * H * ¥ H CH; F OH

*R” and R joined together by (CHah to form five-membered ring,

Table XXIX-17.

Mo R’ R’ R® R® R* " R* X Y
XXI¥-17-1 p-F-Ph H H H Ft H CH; F OH
XXIE-17-2 p-FPh H OH  OH, Bt H CH; F OH
AKIR17-3 p-F-Ph H OH  CHICH) B OH CH, F oH

X174 p¥FPh H B O CHCHOH): B H OCH F OOH
KXIEA7-5 pFPh H H  CHFh B H CH: F OH

EXIX-17-6 p-F-Ph H H  CHpndoldyl Bt H CIL

4

OH
XXIE-12T p-F-Ph H H O (CHBCHSCH: B B CH F OOH

XXIX-17-8 pF-PR * H % B OHE CH, F OH

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

Table XXIX-18,

ITROB0E-1 ~823 -
382557.1
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He R’ R* R* R™ R" " R® X Y
WEIX-18-1 p-ChPh H B H Bt H CH; F OH
X¥IX-18-2 p-Cl-Ph B H CH, B OH CH, ¥ OH
¥XIX-183 p-ChPh M H CIHCH), Bt H CH: F OH

KEIX-184 p-CEPh B H O CHLCH{CH:), B H CH F OH
EXIRA8-8 pChPh H H  CHoPh B H H, F (OH
EEIKA8-¢ pChPh H B CHeindel 391 Bt H CH; F OH
X187 pClPh H H CHCHSCH; B #H OCH, F oH

XXIX-18-8 p-CLPR * H % B H CH, F o

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

Table XXIX-19.

e R' R R® R”® R* R R* X Y
XNFX-18-1 pRBr-Ph H H H Bt H CH; F OH
EXIN-192 pBePh H H CH B OH CH, F QH
XYIX-18-3 p-BrPh H H  CHCH:) Bt H OH; F OH

EXIX-19¢ p-Br-Ph H OH CGLCHCH): B B CH:, F OH

XXIX-1985 p-Br-Ph H H CHPh BOM OCH:, F OH
EXER-19-6 p-Br-Ph H H CHpindol31 Bt B CH, F OH
BEIE18T pBrePh H H O CHCOHSCH, B H CH: F OH
XEIX-198 p-Be-Ph = H % B OH CH ¥V OH

*R” and B joined together by (CHoh to form five-membered ring.

Table X XIX-24,

ZOS09-1 - 824 -
3625571
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Ne B! BORY ORF RO OR X Vv
EXIK-20-1 plPh H B H Pt H OCH, F OO
XXEN-26-2 plPh H OH  OF Ft H CHy F OH

XNIX-20-3 plPh H H  CHCH),

)

: H CH; F OH
EXEN-28-4 pb-Ph H OH O CHOHCH:;), Bt H CH FOOH
EXEX-28-85 pdPh B H  CHFPh B H CHy, ¥ OH
EXFX20-¢ piPh B H CHeindoldwl Bt B O CH; F OOH
FXIN-37 pI-Ph H H O CHOESCH. Bt H O F OOH

EXIX-20-8 p-LPh ¥ H ¢ H 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 R R® X Y
HXEX23-F CH;, H H OH Pr H CH; F QOH
XXEN-21-2 CH, H O H Py H CH; F OH
XXEN-28-3 CH: H H CHCH:: Pr H O OCH, FOOH

XXIX-21-4 CH, H H CHCHICH), Pr H CH, F OH

XKXEX-288 CHy; H OH  CHPh Tr o HOOH, FOOH
XXIX-28-6 CH; H H  CHpdndoldeyt v H O CHy F OH
XXIX-21-7 O, H H CHOHSCH, r H CH, ¥ OH
KXEX-21-8 COH, * H ¥ r M CH, F OOH

*R* and R joined together by ({CHy) to form five-toembered ring.

Table XXIX-21.

e R' R® R® R® R R XY
2HRO901-1 825 .
3BISET.L
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Ne R' R® R® R" R* R R* X Y
X¥iX-3231 Bt B H H Pr H CH; F OH
E¥I¥.22.2 Bt H H CH: Pr H OCH, F OOH
XXI¥-233 Bt H H  CHICH:), Pr H CH, F OH

WRI-234 Bt H OH O CHCHICH), P H CH:, F CH
XYEX-22-85 Bt HOH  CHPh Pr H OCH, F OH
XYIK-22-6 Bt H O H  CHeindoldl Pr H CH, F OH
K¥IR-227 Bt H H CHCESCH, or H CH, F OH

EHIN.22-8 F1 ¢ H OO Pr B CH, F OH

*R* and B joined fogether by (CHy ) to form five-membered ring.

Tabde XXIX{-23,

Mo R' R* R*® R® R " R® X Y
X¥X1%-23-1 Pr H H H Pr B CH, F OH
X¥IX-232 Pr A OH  CH Pr H CH, F OH
KXIX-233 Pr H OH  CHICH), P H CH, F OH

XNIX-23-4 Pr H O H  CHUHCH), P H CH; ¥ OB
KXIR-23-5 Pr H H CHPB Pr H CH, F OH
XXEX-23-6 Pr H H  Chendol3 Pr H CH; F OB
XNIK-23-7 'pr H OH O CHOMSCH, Pr H OCH, P OH

EXEL238 P ¢ H ¥ Br B OCH, F OOH

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

Table XXI1X-24.

Ne Y R R® RP R " R X v
IR0 - 826 -
3625571
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Mo R R° B* R® R R B X ¥
XXiN-24-3 Ba H B H Pr H CH, F OOH
XXF%-24-2 By H H CH v H CH, F OH
AXEX-243 By H H  CH(CH:) Pr H OCH, F OH

XXIN-244 Ba H B CHCHCH:): P H CH. ¥ OH
K¥EIK-24-8 By H H CH.Ph ?r ¥ CH, F OH
XXIX-24-6 Bo H ¥H  CHydndoldyl Pr H CH: F OH
X¥XIX-24-7 Bu B H O CHLCHSCH: P H CH, F OH

XXIX-248 ‘Bu * H ¢ Pr H CH, F OH

*R* and R joined together by (CHak to form five-membered ring,

Table XXIX-25,

Mo RN RS R® ORP R B R X ¥
XXi%-35-1 Ph H H H ' H OCH, F OOH
K¥XIX-25-2 Ph H H r H CH; F OH
KKEX-28-3 Ph H H  CH{CH), Pr H OCH, F OH

X¥YEX-25-4 Ph H B CHCOHICH:), P H CH; F OH
KEIR-25-% P H H CHPb r H CH; F OH
KKEN-25-6 Ph H H  CHedndel3¥l Pr H O CHy F OH
¥NIX-25-7 Ph H H CHOHSCH, Pr H CH, F OH

EXIX-358 Ph * H * Tr B Oy FOOH

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

Table XXIX-26.

298309611 -R3T -
3B2557.1
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N R B OR® ORY R XY
XXIN-26-1 p-MePh H H H Pr H (Hy P OH
HEIN-26-2 pMeFh H O OH O CH, Pr B OCHy FOOH
XXIX-263 pMePh H H CHCH) Pr B CHy F OH

KXIX-26-4 p-MePh H H CHCHCH) P H CH F OH
XYIX-26-8 p-MePh H H CHPb Pr H CHy F OH
XNIX-26-6 pMePh H H  CHeindobdyl P H CH, F OH
KXIN-26-7 pMePh H H O CHROESCH, Pr H CHy F OH

XXIX-26-8 p-Me-Ph * H * Pr H CHy F OH

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

Table XXIX-27.

Ne R R’ R® R® R* ” R® X Y
XX¥IX-271 pFPh H H O H Pr H CH; F OH
XYE-27-2 pF-Ph H OH O OH Pr H OCHy FOOH
XXIR-27-3 pFPh H H  CHCH: Pr H OCH, F OB

EXIN-27-4 pFPR H H CHRCHCHD) Pr H CH, F OH
XXIX-27-8 pF-Ph B H CHPb Pr H CH, F OH
XXIX-276 pPFPh H H CHpndoldwl Pr H CH: F OH
XXIX-277 pFPh H OH  COHRCILSCH, Pr H OCH, F O

XXIX-2-8 pFPh * H * Pr B CH, F OH

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

Table XHIX-28.

28505014 -~ 828 -
2HIEET L
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M W B R® R FRRRTY
XXi%-28-1 p-Cl.Ph H H H Pr H CH, F OH
WXIX-28-2 p-ClPh H H CH By H CH, F OH
XXIX-28-3 pCLPR H O H  CHEOH), "¢ H CH, F OH

KEI%-28-4 p-ClPR H H CHCHCH). Pr B CH F OH
ARIK-28-8 p-ClPh H H  CHPh e H CH. F OH
KXIN-28-6 p-Cl-Ph H H  CHpdsdoldyl By H CH, F OH
¥RIX-28-7 p-CL-Ph H H  CHCOHSCH, P H OH, F OH

XXIX-28-8 p-ClLPh * H * Pr H CH; F OH

*R* and B joined together by (CHy ks to form Hve-membered ring.

Table X XIX-29.

e B RR® RP R R R X Y
XXIX-29-1 pBrPh H H H Br H CH, F OH
EEFX-29-2 p-BrPh H OH  CH Pr H CH:; F OH
X¥XIX-39-3 p-Br-Ph H H CHCH) Pr W OCH T OOH

HEIN-28-4 pBrPh H H CHOHCH), ™ H CH F OH
XXEX-29-5 p-Br-Ph H H  CHJh Pr H CH, ¥ OOH
KXIR-29-6 p-Br-Ph H H  CHyedodol3l P H CH, F OH
XKEX-28-7 pBrPh H OH CHOESCH, Pr H CH; F OH

XXIX-29-8 p-Br-Ph * H ¥ Pr HOCHy F OOH

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

Table XXIX-30.

25809611 8§20 -
3625571
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N Iy R* R® R" R ®° R X Y
XXEX-38-1 p-I-Ph H H H Pr H CH; F OH
KMIX-38-2 piPh H H CH Pr H CHy F OH
EXTH-38-3 pIPhR H H  CHCH) Tr H OCH, F OH

X¥I%-304 p-i-Ph H H CHONCHR P H CH F OH

XXIX-38-8 plPh H H  CHFh Pr M CH, ¥ OH

e

XX¥IX-38-6 piPh H H  CHi-indol-3-¥l T H O OH, 8351

EXEI-38-8 piPh * HOO* r H CH, F OH

#R% and B joined together by (CHa)s t0 form five-membered ring.

Table XXIX-31.

He R r° R® R R R KB X Y
X¥ix-31-1 CH, H H H By H CH: F OH
KXIX-31-2 CH; 8 H CH "By H CH; F OH
Y¥I%-31-3 CHs H O OH  CB{CH) e H CH, ¥ OH

KRIE-31-4 CH, # H CHOECH., "By H CH; F OH
BEIX-315 CH; H OH O CBEPR *Bu H CH; F OH
KX1H-33-6 CH, H H  CHpdodob3yl "By H O CHy F OOH
EEI-31-7 CH; H B O CHCHSCH, "8u H CH; F OH

KXIK-31-8 CH;, *» H * "My H (H, F (OH

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

Table XXIX-32,

2986901 -1 R3O -
3625571
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Ne R' R* R* R” R" R R X Y
XXIX-32-1 B 1 H H "Bu H CH: F OH
EXIN-322 BB OB CH My M OCH, F OH
XYIX-323 Bt H H  CHIOH), "Ry H CH, F OH

EHEIN-33-4 Bt H H  CHOHCH:): "By H CH: F OQH
EXIX-32-% Bt H H CHLPh "Ry H L F OH
¥NIR-32-4 Bt H B CHpeindoldol "Bag H O CH, FOOH
EXTE32T B B H O CHOIESCH, "By H CH, F oH

KEIR-33-8 Bt o *» ©H * "Ba H CH, F OH

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

Table XXIK-33,

Ne R' R* R® R® R* R R X Y
XXEX-33-1 Pr H B H "Bu H CH, ¥ OH
XXI¥-33-2 Pr H H OH "By H CH; F OH
XNIX-333 Pr H OH O CH(CH): Mg H CH, F OH

XXIN33-4 Pr H H O CHOHCH, "Bg H CHy F OH
E¥XIX-33-5 Pr H H  CHPh My H O F OH
XXIX-33-6 Pr H B CHpeindol31 "By H OCH, ¥ OOH
XXIN-337 Pr H H  CHUHSCH, "Bu H CH. F OH

XYEX-33-8 pro ¢ HO% g H O F OH

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

Table XXIX-34

2HRE001 -1 . 831
362557.1
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Mo R ®R OR® R® R R R XY
XXiX-34-1 Bu H H H "My H CH; F OH
WATK342 By H OH O “Bu H CH. F OH
XXIY-34-3 By H H CHCH), My H CH, F OH

EREN-34-4 'Bo H H CHCHCH)Y, "Bg H CH, ¥ OH
KXIX-34-8 Ba H H CHPh My H CH:, F OH
KKIN-34-6 By B H CHpeindol3-yl "Ry H CH F OH
Y¥YIX-34-7 By H H  CHECHSCH, "Bg H CH, F O

KHIX-34-8 Bn ¥ H ¢ Bu H CHy F OH

¥R and R joined together by (CH;h to form five-membered ving,

Table XX1X-35.

Ne ®OR BR® OR" rOR R XY
¥XI¥-35-1 Ph H H H "Ry H OH, F OH
XXIE-352 PR OH OH O My H OCH:, F OH
KXIX-35-3 Ph H H CHCH) "By H CH; F OH

KXIX-354 Ph H H CHUHICH:), "B H (H. F OH

XYI¥-35-5 Ph H H CHPh “Bu

derst
Yani

CH, ¥ OH
EHIX-35-6 Ph H H  Cheindol3vi "Bg H CH, F OH
EXI®-35-7 PR H H O CHCOHSCH; "™y H O CH, F OOH

BEIX-35-8 PR * M 0¥ By H CH; F OH

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

Table XXIX-36,

2980901-1 -8312 -
362557.1
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Docket No. : PH3080 PCS-TRKE

N R’ R* R® R™ R" R R X Y
XXi¥-36-1 p-MePh H H H "By H O, ¥ OH
YXIX-36-2 p-MePh H H  (OH My H CH; F OH
XXIX-36-3 p-MePh H H  CHCH) My H CH, F QH

EXIN-364 p-MePh H H CHCHICH:): "Bg H CH, F OH
E¥IXA368 pMePh H OH  CHPR "By ¥ CH. F OH
XXIN-388 p-MePh H H CHpndol3wwl "o H CH: F OH
XXIX36-7 p-Me-Ph H H CHCHSCH, "Bg H CH, F OH

368 p-MePh ¥ H OO By H CH, F OOH

R and R joined together by (CHab to form five-membered ring.

Table XXIK-37.

e R’ B OR® RT RY R R OX Y
XXI¥-37-1 pFPh H H O H "Re H CH; F OGH
NXIX-372 pBEPR H OH O CH My H OCH; F OH
XXIH-37-3 p-F-Ph H H  CHCH) Wuy H CH, F OH

XXIX-37-4 p-F-Ph H OH  CHOHCH) "Be H CH, §F OH
XXIX-375 pEPH H H  CHF: my H CHy F OH
XXIN-37-6 pFPh H H  CHpindoidyl “Bu H CH, F OH
KXIN-37-7 pFPR H H CHRCLSCH, "Be H CH. F OH

EXIR-3%-8 p-FPR * ®H ¥ Bu H CH, F OH

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

Table XXIX-38.

2RI -1 - B33 -
3625857.1
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Docket No. : PH30BO.PCS-TRKI

N R R* R* R® R R R X Y
EXIX381 p-ChPh H H | "By H CH, F OH
EXIX-38-2 p-CLPR H H  CH "My H O OCH; FOOH
XKIK-38-3 p-CLPh H H CHCH) "Bu H CH; F OH

XXI%-38-4 p-Cl-Ph H H CHCHCH:), "Ba H O, F OH
EEIK-38-8% pChPh H OH  CH.Ph "My H CH; F OH
KKI-38-6 p-Cl-Ph H H (Hpeindoldyl "Ba H CH, F OH
XXIX-387 p-Cl-Ph H B CHCHSCH, "Bu H CH, F OH

HHIK-38-8 PR * H % Bu H CH; F OH

*R” and R joined together by (CHa b to form five-menbersd ring.

Table XX1X-39.

Mo R’ R R® R® ® R R XY
KXEX-3%-1 p-frPh H H OH “Bu H CH; F OH
EXIX-39-2 pBrPh H H OH, "Rg H CH, F OH
XXF¥-3%-3 p-Br-Ph H H  CHCH): My H O CH; F OH

XXEXA394 pBrPh H H  CHCHCH), "By H CH, F OH
EXIX-39F p-BrPh H H CHPh "Ba H (L F OH
EXEX-3%-6 p-Br-Ph H H  CHidndol3ayl "By H CH; F OH
XXE¥-3%-7 p-BePh H H O CHCOHSCH, "Be H CH, F OB

EXIX-3%-8 pBrPh * H ¢ "y H CHy F QH

*Rand R joined together by (CHy)s to forms Bve-membered ring.

Table XXIX-40,

29309011 - 834 .
3625571
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Docket Ne. 1 PH3080.PCS-TRKL

Ne R R’ R® R R" R R X ¥
XXIX-46-1 p-IPh H H H "Bu H CH; ¥ OF
XXIX-48-2 p--Ph H H  CH "Ry H O, ¥ O
XXIN-48-3 p-lPh H U CHOH), My H CH: F OOH

EXIX-484 p-fPh H H CHCOHCH) "Be H CH, F OH
KXIX48-5 »-IPh H H CiLPh Mg H CH, F OH
EXIX-48-6 pLPh H H  CHpeindol3yt "Be H O CH; F OH
EXIK-40-7 p-lPh H H CHCHSCH:; "Be H Wy F OOH

KXIN-48-8 pbPh ¢ H 0* My H CH, F OH

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

Table XXIX-41.

R R' R* R*® R” R R R X v
XXNIX-41-1 CH, H H H Bz H CH; F OH
XXIX41-2 OF; H OB CH, B: H G, F OB
XXI¥-41-3 OB, H H  CHCH) R: H OH, F OH

XXIKdi4 CH; H B CHCHICH)» B H CH: ¥ OH
XXiIN418 CH; H H  CIEF Bz H CH; ¥ OH
XXIX-41-6 CHy, B H CHydndob3dwl Bz H CHy F OH
XXIN41-7 CH; H H O CHCOHSCH, B H CHy FOOH

XXix-43-8 oy, ¢ H 2 B: H CH, F OH

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

Table XXIX-42,

29805011 835 .
3625571
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Docket No. : PHI080.PUS-TRK

Ne R' R* R® R" R® " R® X Y
XXix-43-1 Bt HE K H Bz H CHy F OH
KEI%-422 Bt H H COH Bz H CH, ¢ OH
X¥iR-42-3 Bt H H CHCH) B H CH, F OH

EXBX-43-4 Bt H H CHCH{CH) B #H CH, F ¢H
EXIE425% Bt H H CHFh Bz H CH; ¥ OH

XXIX42¢ Bt H H CHyindoldvl By H

triei

CH, F QH
ERIXA4LT Bt H H O CHUHSCH:, Bz H O OH, ¥ O

XXI%-42-8 Bt * H * Bz H CH;, F OH

*R* and R joined together by (CHy b 10 form five-membered ring.

Table XXIX-43,

Me r" R* rR® g® R oR X v
EXI¥431 Pr H H H By H (H, ¥ OH
X¥IX-43-2 Pr H OH (I Bz H CH, F OH
KXI%-43-3 Py H H  CH{CH) Be B OCH, FOOH

KKIK-434 Pr H H CHOHCH), Bz H CH:, F OH
XKXIX-43-3 Pr H H CHpPh Bz H CH; F OH
EXIK43-6 Pr H H  CHpindeldyl Bz H CH, F OH
XKXKIX-437 Py H H CHOHSCH, Bz H CH, F OH

XYIX-43-8 Pr * H Be H OUH, F OOH

e s v dB oo .
R and B® Joined

together by {CHy)y fo form fve-membered ring,

Table XXI1X-44.

2H56991 1 - &36 -
3625857.1
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Diocket No. ¢

PH3080.PCO-TRK

v’ ® R® R R* ® R* X Y
XXIX-44-1 Bu H H H Bz H (I, F OB
WRIX-44-2 Bu H H CH Bz H CHy F OH
X¥XIX-443 Bas H B CHCH) By H (H; ¥ OH
XXIXd44 By H H COHOWCH), Bz H CH, F OH
XXIX-44-%5 By H H CHPb Bz H CH; ¥ OH
XXi¥-44-6 Bua H B CHesdoldyl By H CH, F OH
XXIX-447 Bu H H CHOHSCH, Bz H CH; F OH
XXIX-44-8 By * H * Bz H CH; F OH

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

Table XX{¥X-45,

e BORY RN R® B R K X Y
XXi%-45-1 Ph H H H Bz H Ci; F OH
XXIX-45-2 Ph H H CH, Bz H CH, F OH
KKi¥-45-3 Ph H H CH(CH) Bz H (i, F OH
XNTH-45-4 Ph H H CHOHCH):. Bz H CH F OH
XXIN-45.5 Ph H H CHPh Bz H CH. F OH
KXIK-45-6 Ph H H  CHpmdoldsl Bz H G, F OH
KXIH-45-7 Ph H H CHOHSCH;, B H CH, F OH
XXIX-45-8 PR * H % Bz H Ci; F OH

#27 and B joined together by (CHa)s to form five-membered ring,

Table XXIX-48.

29809011
362557.1
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MNe R R° R® R" R R R XY
XXIX-46.F pMePh H H H Bz H CH: ¥ OH
XXIX-46-2 pMe-Ph H H CH Bz H CH; F OH
XXIX-46-3 p-Me-Ph H H  CHIOH), Bz H (H, F OH

EEFX-464¢ pMe-Ph H H CHCEBCH): B H CH; F OH
KXIX-46-5 p-MePh H H CHLPh Bz H CH; ¥ OH
XXB-46-¢ p-MePh H H CHedndoldwl B B CH, F OOH
REIKA46T pMe-Ph H H O CHUCHSH: Be H CH, F OH

EXIN-46-8 pMePh * H O * B: H CH, F GH
B

*1° and B ioined together by (CHy )k to form five-membered ring,

Table XXIX-47.

Mo R R R® R™ o R Xy
XXEK-47-1 pF-Ph H OHOH Bz H CHy F OH
XXIX-47-2 pF-Ph H H CH B H CH, ¥ COH
EXIK-47-3 p-F-Ph H O OH CH{CH) Bz H CH, ¥ OH

XXIX-474 p¥F-Ph H H CHCHCH): Bz H CH; ¥ OH
EXIX-478 pF-Ph H H CHPh Br H CH; ¥ OH
XXIE47-6 p-F-Ph H H ClHeedoldwt By H CH; F OH
EEIX47F p-F-Ph H H CIECESCH: B H CH, ¥ OH

EXIX-47-8 pFPH ¥ H % Bz H CHy ¥ OH

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

Table XXIH-48.

LE50905-1 - 838 -
3625%7.1
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Bocket No. : PH3080.PCSTREL

Mo R’ R® R® R® R* R R® X Y
XXIK-48-3 pCLPh H H H Br H CH, F OH
XXIN-48-2 p-Cl-Ph H H OH Bz H CHy F OH
¥XIX-48-3 p-CL-PR H H  CHCH), Bz H CH, ¥ OH

EXIKA484 P H H CHLBCHY: Bz H CH, F oH
RBEIX48-3 pLllPh H OH  CHPh Bz H CH; F OH
EXiZ-48-¢ p-C3-Ph H H  JHpeandol3wt Be B O CHy FOOH
EXIH48-7 pCl-Ph H H O CHOHSECH, Bx B OCH, F oH

KEIK-48-8 p-Cl-Ph * H  * Bz H CHy F OH

#R? and R™ joined together by (CHa)s to form five-membered rin g

Table XXIX-49

Y R’ R* R® R® R* R R® X Y
EXi%-4%3 pBrPh H H H Bz H CH; F ¢H
EXIX-49-2 p-BrPh H H OH Bz H CH, ¥ OH
XXI¥-4%-3 p-BrPh H H CHCH) Bz H CHa ¥ COH

XXIX-49-4 p-BrPE H H  CHCHCH) Bz H CH, 8 OH
UAIK-48-5 p-Be-Ph H H  CHLPh Bz H CH: F OH
KXE%-49-6 p-BrPh H H  CHendel3yl Bz ¥ CH, F OH
XXIX-407 pBePh H OH O CHOHSCH, Bz H CH, F OH

EXIX-49-8 pBrPh * H * Be H CHa F OH

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

Table XXIX-50,

29860011 - B39 -
3EIL57.4
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Docket No. : PH3I080.PC6-TRK D

Me R R* R™® R® R" R R* X Y
XXIX-561 p-I.-PR H B H Bz H CH, ¥ OH
HEDL-50-2 pLPh H H  CH, Bz H CH. ¥ OH
NEIX-56-3 p-l-Ph H H  CHCH): Bz H CH, F OH

KXiE-504 p-l-Ph H H CHOHICH:: Bz #H CH; F OH
EXEX-50-8 p-I-Ph H H  CH.Ph Be H CH; F OH
AEEX-58-6 pi-Ph H O H O CHpindol3yl B B OCH; FOOH
EXBE-30-7 p--Ph H H CHOHSCH, Bz H CH; F OH

EXEX-50-8 piPR * H O O0® Bz H {H; F OH

*R* and R joined together by {CHah to form five-membered ving.

Table XXX 1.

2980901 - 840 -
A62R87.4
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Docket No, : PHI080 PCS-TREL

e rR' rR? R¥ R® R R Xy
XX%-1-1 CH, H H H CH; H F H OH
AX%-12 CH, H H  CH CH: H F H CH
EXX-13 OH: H H  CHCH. CH. H F H OH

EX®-1-4 CH, # H CHCHCH), CH H F H OH

XE¥E-3-8 CH; H H  CHPh CH; H

e o]

H OH
¥E¥-3-6 CHy; H H CHendol3wl CH; H F H OH
EKx¥-1-7 CH; H H CHCHSCH, CH, H F H OH

X¥¥.1-8 CH, * H % CH: H ¥ H OH

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

Table XX X-2.

o R' K r*® Rm" rOR R X ¥

XXX-2-1 Bt H B B CH, # F H OH
XXX-2-2 B H H (O CH, H F H OH
XX¥-3-3 Bt B M CH{CH) CH, H F H OH

KEX-24 Bt H OH O CHOHCH), O H F O H OH
XKX-25 Bt H OH  CHPh CHy H F H OH
XEX2-6 Bt B H CHendobdyl CH, H F 8 OH
¥XX37 B H M O CHOESCH, L 8B F H O

X¥E-28 Bt * H®H * CHs: # F H OH

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

Table XXX-3.

Ne rR' m* r¥® R¥® R » R X Y
X¥%-3-1 Ppr H H W (i, H F H OH
AUROBGI-1 - 441 -

3625571
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Docket No. : PH3G80. POS-TRE

Mo B OR* R® OR® BB R OX Y
¥¥%3-2 Br H OH OH, CH, B F B OH
X¥¥-33 Pr H H  CHCH), CH. ¥ F H OH

XXX3-4 Pr H H CHOHCH) CH B F H OH
X¥X-35 Pr H OH  CHPh Hs B F H OH
XX¥-3-6 Pr H H CHyindeld (B, B F H OH

¥NE-3T Pr M OH O CHUHSCH, O H OF OH O OH

XX%-3-8 pro ¥ @ CH, H F H oB

*R° and B joined together by {CHqh to form five-membered ring,

Table XX¥4,

No R" R® R® R R R R X Y
X¥%X4-1 ‘Bu H B B CH, H F H OH
YXX-4-2 Bs H H CH CH, H F H OH
XX¥X-4-3 Bg H H CHCH)Y CH; H F H OH

¥XE44 Bu B OH O CRCHCH), OL B OF H OH
XEX-4-8 By H H CHM CH, H# F H OB
XXX4-6 B H H CHesdobdyt CH, H OF H OH
EXE-47 Bag H H CHORSCH, CH, H F H OH

XX¥-4-8 Bg * H = CH, ¥ F H OH

*17 and R™° joined together by (CHyks to form five-membered ring.

Table XXX-5.

Ne R' R* R® R® R R R X Y
2980905 -1 « B42 -
382557.1
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Docket No. : PH380PCS TR

Ne R* R R® R® R R R X Y
XXX.51 Ph H H H CH, H F H OH
XX¥-52 Ph H H CH, CH, H F H OH
XXX-53 Ph H H  CHIOH), CH; H F H OH

XX¥-5-4 Ph H H O CHCOCHCH)), % H F H OH
EEX.5% Ph H H CHPh CH, H F H OH
EXN5¢ Ph H H  Cibeindol3st CHy H F H OH
XKEXET Ph H H CHCHERMH, CH, H F H OH

XRX-58 P * H ¥ CH;, B F H OH

*R* and R joined together by (CHa): to form five-membered rin 2.

Table XXX-6.

Mo R R R® R® R R R X Y
XXX-6-1 pMe-Ph H H H CH; H F H OH
XXX-62 pMePh H H OH CH; H F H OH
XX¥-6-3 p-MePh H H CBCH): CH; H F H OH

XAX-64 phePh H H CHCNCH), O B F H OH
EXK-6-8 pMePh H H CHPh CH; H F H OH
XXX-6-6 pMePh H H  Cipindeldyl OF, H F H OH
ANE-67 pMePh H OH O CHCOHSCH, ¢ H ¥ H OH

EXX-6-8 pMePh * H * CH; H F H O

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

Table XXX-7.

29309011 - R43 -
3835571
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Docket No, @ PHI0R0.PUS-TRK]

N R' R> R® R® R* R R* X Y
XX¥-1+1 pFPh H H H CH; H F H OH
XXX.72 pFPh H H CH CH, H# F H OH
X¥X-7-3  pF-Ph H H  CHCH} CH; H F H OH

XXX-74 pFePh H OH O CHCHCH) CH H F H OH
XXX9-¢ pFPh H H  CHFh CH;y H F H OH
KXETT pF-Ph H H CHeindoldl CH; H OF OB O OH
EEX-7-8 p-F-Ph H OH O CHUCHSCH, CH, H F H OH

XXR-728 pF-Ph ¥ H OO CHy H F B OH

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

Table XXX-8.

e R R* R* R” R R XY
XAK81 pClPh H H O OH CH; H F H OH
XXX-82 pClPh H H CH CH: H F H OH
XXX-83 pClPh H O OH  CHOH) CH, H F H OH

EEX-84 p-Cl-Ph H H CHCHCH) CH, H F H CH
EXXB85 pn-Ul-Ph H H  CHJPh CH, ¥ ¥ H OH
XKEX86 p-ClPh H H  CHelndol3l OH; H F H OH
EEEEY pllPh H OH O CECHSCH:; CH. H F OH OH

XXYX-88 pllPH * H®H ¢ Cib, B F H OH

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

Table XXX-9,

2S00 - 844 -
3625571
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He R R* R® R ®OrR ®R XV
XX¥-%1 p-Br-Ph H H H CH, H F H OH
XX¥%-92 pBe-Ph H H CH CH, H F H OH
XXX-83 pBrPh H H CHCH)Y CH; H F H OH

XXX94 poBr-Ph H H CHOHCH) B H F H OH
KXX-9-6 pBrPh H H  CHPh CH, H F H OH
XX¥-97 pBrPh H H CHendol3yl CH: H OF H OH
XXX.9-8 pBrPh H M CHLOHSCH, 8, H F 0 OH

XXX9-2¢ pBr-Ph * H ¢ Ci; # F H OH

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

Table XXX-16.

N R R* R® RP R* R R X Y
XXX-16-2 piPh H H H CH, H F H OH
XXX-102 pIPh H H K CH; H F OH o
XX¥-16-3 pIPh H H CHCH) CH, H F H OH

EXXK-104 p-I-Ph H H CHCOHCH;), G H F H OH
XXX-108 p3-PRh H H CHP CH; H F H OH
K106 p-I-Ph H H  CHeindel3dy! CH, H F OH OH
EXX10-7 pboPh H OH O CHOHSRCH, CH, H F O OH OH

XXE-168 plPh ¢ H O F CH; H F #H O

*R* and 77 joined together by {CHya to form five-moembered ting.

Table XXX-11.

24809911 - 845 -
364557.1
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Docket No. : PHA0RG.PCS-TRK

Fe R' R R® R® R R R XY
XXX-18-3 CH, B H H Et ¥ F H OH
AXX-12 Oy, H OH  CH Bt H F H OH
HXX133 OH. B OH O CHCH), B H OF H OH

X¥K114 CH:, H H CHCHICHL)

s

t H ¥ OH OH
XEX-188 CH; H K CHPh B H F H OH
XXX-8t6¢ CHy H H  CHydndel3-vl BE H OF H OH

EXXR-3T COHy H OB CGLIOHSCH,

ey}

* H F H OH

XAl g, o 3O B H F H OH

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

Table XXX-12.

e R’ R® R® R® R*" R R* X Y
X121 Bt H H H Et H F H OH
A¥X122 Bt H OH CH, Ft H# ¥ # OH
KEX-13-3 ¥t H H  CHCH) Ft H# F H OH

E¥¥-124 Bt H H CHCOHCH)Y BE H F H OH
XX B H OH O CHP B H F H {OH
EX¥-12-¢ Bt H H CHendol3wwl Bt H O F H OH
EEXART Bt M OH O CHCOHSCH, B OH OF H OH

EXX4%-8 B0 ¥ H O OF B H F H OH

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

Table X X-13.

MNe B RS p® ®® R* 8 R X ¥
WEX-13-1 Pr H OH OH Bt H F H OH
2980551 -1 - 846 -
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Docket No. : PH3G8G.PCS-TRK

e R R og® p® B R ORY Y ¥

X¥X-132 'mr H H {H B OH F H OH

XX¥%-13-3 Py H H  CHCH),

jes]

t H F H OH
WXX-13-4 Pr B H CHLOHICH), B H F H OH

K¥EHE-13.8 Pr H H  CHPh BOH OF OH OH

x

HEX-13-6 Pr H H CHpendol3vi Bt H F H OH
¥EE13T Pr H OH O CHLCHSCH, Bt H F H OH

X138 Py ¢ H ¢ B OH F OH O

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

Table XXA-14,

Mo R R OR* R R* R R X Y

KEK-14-1 Bu H H H B8 H ¥ H OH
KEXE-14-2 My H 0OH CH, B OH OF H oH
AKK-14-3 By H H  CHCH), B B F H oH

XXK-14-4 My H 0H O CHLHEH), B H O F H oH
XXH-14-8 Wy H H  CHFP B H F H OH
URK-14-6 By H H  CHeindol3yt Bt H O OF H 0H
XX%-14-7 m H OH O CHOHSCHE: ® O H OF OH  OH

EXX-14-8 By * B O* B H F H oH

¥R and B ioined together by (CHa)s to form Hve-membered rving.

Table XXX-18.

e R' R g% p¥ R OR X Y
FLROT-1 - 847 -
362557.1

Gilead Exhibit 2026
PGR2023-00046 - Page 001622



Dockst No, 1 PHIGBOPCS-TRKR

Ne R' R® R*® R® R B R X ¥
XXX-15-1 Ph H H H Bt H F H CH
HE%-15.2 Ph H OH  OH, Bt H F H OH
XX%-15-3 Ph W H CHICH), Bt H F H OH
XXE-154 Ph ¥ H CHCHCHY, B H F H OH

KX¥-35-5 Ph H H C(iLPh Et H F H OH
XXX-186 P H H CHyindol3yl Bt H F H GH
XKEX-157 Ph H H CHOHSCH, B 8 F H OH

EXXA58 Ph o H * EH F H GH

*R* and R joined togather by (CHz)s to form Gve-membered ring.

Table XXX 16,

R' R p® R R R R X Y
XX¥-16-1 p-MePh H H H Ft H F H OB
XX¥-16-2 pbie-Ph H H O B H F H O
XEX-16-3 p-MePh H H  CHCH) Bt H F H OH

X164 pble-Ph H H CHOHCH;), B H F H OH

EEX-16-8 p-MePh H H  CHPh EE H F H OH

jes)

BXEXE66 p-Me-Ph H H  CHendol3sl Bt H OF OH OH

XXX-16-7 p-he-Ph H H CHCHSCH,

]

t H F H OH

ANK68 pMePh * H * Bt H F H OH

*R* and R joined together by (CHy)s to form five-membered rin 2.

Table XXX-17.

2SEORG1-4 - 8§48 -
3632557.1
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Diocket No. : PH3ORG.PCS-TRED

Ne R' R® R? R” R R XY

XXX-17-1 pF-Ph H H H B H F H OH
XXX-17-2 p-F-Ph H H CH B H F H OH
XXX-17-3 p-FPh H O H  CH(CH) B H F H OH
EKX-17-4 pFPh B H CHOHCH:): #B H ¥ H OH
XXN-17-8 p-F-Ph H H  CHPh Ft H F H OH
XXK-17-6 p-F-Ph H OH OHpdndoldyl BU H F O H OH
XXX-177 pFPh H H CHOHSCH, B H F H OH
EXX-17-8 pFPh o * H * B H F H OH

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

Table XXX-18.

Ne R' R? R*® R® R R R X Y
X¥XX-181 (PR H H H ¥t H F H OH
XKXX-18-2 pllPH H H COH moH F H OH
XXN183 p-ClPh H O H  CHCH) B H F H OH
X¥X-184 pCLPh W OH  CHCOHCH), B H F H OH
XXX-188 pClPh B B CHPH ¥ H F H COH
XXX-18-6 p-ClPh H H  CHpeindoldyl B H F OH OH
XXX-18-7 p-ClPh H H CHCOHSCH, B H F H OH
XXX-188 pCLPh * H ¢ B H F H O"

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

Table XXX-19,

29809¢ -t
3825571

~ 849 .
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Docket No.  PHAURGPCS-TRE L

He R’ R’ R*® R” R" R" R" X ¥
XX%-18-1 p-BrPh H H H B OH F OH OH
XXX-19-2 pBrPh H H  CH EE H F H OH
XYX-19-3 p-BrPh H O OH  CHICH), B H F H OH

XXX194 pBrPh B H CHCHCH): B H F H oOH
EEX-188 pBr-Ph H H  CIEPh B H F H OGH
KXHN-186 p-BrePh H H  CHedndol3wl Bt H F H OH
XEXAST pBHrPh H OH CHCOHSCH, B H F H OH

XXX-188 p-Be-Ph * H % H E ¥ H OGB

*R” and R™ joined together by ¢ CHabs to form five-membered ring,

Table XXX-20.

Mo R R® R® R R R XY

XXX-20-1 plPh H B H B H F H OH
XXX-28-2 pIPh H H CH B H F H OH
KXX-28-3 plPh H H  CHECH, Bt H F H OH

XNE-20-4 pIPh H H CHOHCH), B H F H OB
XXX-20-8 pIPR H H  CHPh oH F OH OH
XXX-20-6 plPh H H Cldndoldyl Bt H ¥ H OH
XXN26-7 plPh H H O CICHSCH, © H F H OH

XXX-28-8 plPH * H % BEH OF OH OH

#*R* and R™ joined together by (CHy)s to form fve-membered rin g

Table XXX-21.

9809011 - 850 -
3B2B57.1
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Docket No. 1 PH30B0.PCS- TR

Ne R' R R* RP R" R R® X Y
K¥X-21-1 CH, H# H H Pr H ¥ H OH
XK¥X-231-2 CH; H H  CH; T H F H OH
KXX23-3 CH; H OH  CIHCH), r H F H UH

XXX-21-4 (H; H H CHCHCH), % H F H OH

XXX-21-5 (I, H H CHPh v M OF H OH
EEK-23-6 CHy H H  CHelndoldyl Pr H F H OH
K¥¥-23-7 CH; ¥ H CHOHSCH:. Pr H F OH oB
X¥K¥-23-8 CH, * H * ' H F H OH

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

Table XXX-22.

Mo R R R® R® R* K R X v
AXH-22-3 Bt H OH OH Pr B F H oOH
¥XE33: B OH OH  CH r H F H OH

KEE-22-3 B H

!

CH{CH;), 't H F H OH
XEX-22-¢ Bt H H CHCHICH), ™ H F H OH
HEX-22-8 Ft H CH.Ph TP H P H OH
XHK-22-6 Fr H CHedndol3-yt Pr H F B OH

KEX-22T7 B H CHCHSCH, Pr H F H OH

o oW m

KXX-22-8 Ky * # Tr H F H OH

*R" and R joined together by (CHah to form Hve-membered ring.

Table XXX-23.

e R RS OR® ORP R* R R X Y
¥Y¥%231 Pr H H H e H OF H OH
29809051 - 851 -

3EI557.1
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Docket No. » PHIORO.PCA-TRE]D

Mo ®OR oY BY O OR X Y
X¥X%-232 Pr H H (H Pr H F H OH
K¥E233 Pr H H  CH{ICH.) T H F H oOH

XX%-23-4 Py H H CHOHCH), P H F H OH
WEE-23-5 Pr H OH O CHBh Pr H F H OH
XXK¥-23-6 Pr H H CHeindobdyl P H F H 0H
XXX237 Py H OH O OCHONSCH: Pr H OF OH OH

YXH-IRE Pr o+ W ® r H F H OH

*R* and R joined topether by {CHz)s to form five-membered mg

Table XXX-24.

Mo RTORS R OR® B R OR XY
EEX-24-1 Ba HOH OH Pr H F H OH
X¥X-24-2 Bu H H  CH, P H F H OH
XKXX-243 Bg U H  CHCH:): Pr H OF OH OH

XXX-24-4 Be H H CHCHCH: P H F H OH
KX%-24-5 By H H  CHPh T H F H OH
XXK-24-6 Bu H H CHedndol3yl Pr H F H OH
KX¥-24-7 Bu H K CHOHSCH, ™ H F H OH

XXX%-24-8 By * H * BTr B OF OH OH

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

Table XXX-25.

Ne RY R? R® R® R R RR x v
HROB0HE- - 852 -
3625571
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Docket Ne. « PH3080.PCS- TR

Ne R' R* R* R® B R R ¥ ¥
XXX-25-1 Ph H H H Pr H F B OH
XX¥.25.2 Ph ¥ H CH, ’t H F H OR
XXX-2353 Ph H H  CHCH.), e § F H OH
¥XX-254 Ph M H CHCHECH), Pr ¥ F H OH
XX¥X-15-8 Ph B H CHPh e ¥ F H OH
XXX-25-6 Ph H H  CHeindol3yl Pr ¥ F H OH

KXX257 Ph H H CHOHSCH; Pr H F H OH

XXX-25-8 Ph * H % 'r H F H OH

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

Table XXX-26,

Mo R’ R* R® ®* R R R X Y
XX¥-361 pMePh H H H Tr H F H oH
XXX-26-2 p-MePh H H CH Pr H OF H OH
XXX-26-3 p-MePh H H CH{CHY Pr B OF W OH

XX%-26-4 pMePh H H CHOHCH), B H F H OH
NEK-26-5 pMe-Ph H H  CHPM Pr H OF OH OH
KXE-26-6 pMePh H H  CHpedndoldyi % H F H OH
XXX-26-7 p-MePh H H CHCESCH, P H F H OB

XXX-26-8 pMePh * H * Pr H OF H OH

*R” and R joined together by ({Ha)s to form Sve-membered Ting.

Table XXX-27,

29809031 - 853 -
3625571
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{iocket No. : PH308G.PCSTRED

Mo R’ R® R* R® RO R Y Y
XX¥-27-1 pFPh H H H Pr H F OH OH
¥XX-27-2 pFPh H H CH Br W F H OH
¥EK273 pFPh H H  CH{CH), e ©OF H OH

EXX-27-4 pFPh H H CHCHECHK) Pr H F H OH
¥XX-27-5 pFPh H H CHPh Pt H F H OB
XEH-27-6 pF-Ph H H  CiHpdndel3! Br H F B OH
KRK-279 pFPh H OH O CHCHSCH, Pr H F H OH

XXX-27-8 pFPh * H * Br H F H OH

*R* and B joined together by (CHah to form Bve-membered ring.

Table XXX-2E.

Ne R r® R® RP RR R X Y
XXX-284 p-Cl-Ph H H H Pr H F H OH
X%X-28-2 p-ChPR H H  CH, Br HOF OH OOH
XXX-283 p-Ch-Ph H H  CH(CH) Pr H F H OH

EKXX-28-4 p-ORPh H OH O CHOBCH), ™ H ¥ H OH
KX¥-28-5 p-Cl¥h H H  CHPh Pr B F H OH
EXX-28-6 p-CLPR H H  CHeindol3yl Pr H F H OH
KXX-28-7 pChPh H H CHCESCH:, Br H F H OH

XX%-28-8 p-ChPh * H ¢ Tr H F H OH

¥R and B joined together by (CHy b to form fve-membered ring.

Table XXX-29,

29809011 - 854 -
3K2887.2
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Docket Ne. | PH3080.PCSTRK

Ny i ® R® R R & R X Y
KXX-29-1 pBrPh H H H B H OF OH OH
XHX-28-2 p-BePh H H CH P H F H OH
KXH-26-3 pBrePh B OH  CRCH), ?r H OF H OH

¥XX-29-4 pBrPh B B CHCHCH), ® H F H OB
XXX-28-% p-Br-Ph H H CHPh Pr H F H OH
XXH296 p-BrPh H OH CHedndoldsl Pr B OF H OH
XER-39-7 pBr-Ph H H CHCHSCH, P H F H OH

KKX-29-8 pBrPh ¢ H ¥ Pr H F H OH

*1° and B joined together by (CHy)s to form five-membered ring.

Table XXX-30.

Mo R’ R* R*® R R" R R* X Y
¥XA-30-1 pi-Ph H H H Pr B F H OH
XXX-38-2 piPh H H (i ‘Pr H F B OH
XXX-36-3 p-lFh H H CH{CH, Pr H ¥ H OH

XX%-36-4 pIPh H H CHLHICH), " H F H OH
KXX-30-5 plPh H H CHPh Pr B OF H OH
X¥X-36-6 pl-Ph H H  CHeindobdyi B H F H OH
KXH-30-7 p-IPh H I CIRCHLSCH, Br 0 F B OH

XXX-36-B plPh ¥ H ¢ Pr H F H OH

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

Table XXX-31,

IREGO0E- -~ 855 -
3825571
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Docket N, « PHI080,PUS-TRRD

Mo ® w R ORP " R OR X Y
XXX31-1 CH, 8 ¥ H My H F H OH
X312 CH, H H CH "By H F H OH
XXX-31-3 CH, H H CHOH) "My H F H OH

XEE314 CHy H O H O CHCOHCH:) “Su H ¥ H OH
KXX.31-8 CH; H H  CHPh "Bn H F H OH
XEX-31-6 OH: H H CHeindol3t "By H F H OH
XKRX3:-7 CH: H OH O CHCHSCH; "Ban H F H OH

X348 CHy, ¢ HOO# "My H F H OH

*R” and R joined together by {CHzjs to form five-membered ving.

Table ¥XXX-32.

e R ® R® R R R ®R X v
XXX%-32-1 Bt H H H Bu H F H OH
¥XE-32-2 Bt H OH OCH "My H F H OH
XN¥-32.3 Bt H OH  CHICH:) "Rgy H F H OH

EXX-32-4 Hi H

trnrs
s,

CHAHCH:, "Bu H F H OH

K333 B H H CHP Ba H F H oOH
XX¥X-326 Bl H H CHeindel3yl "By H F H OH
KAEX327 B H OH O OCHOHSACH: "B H OF H OH
XXX-32-8 B ¢+ @B * "By HE F H CH

*R* and R joined togsther by (CHz); to form five-menabered ring.

Table XXX-33.

19809011 - 856
3525857.1
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Docket No, : PH308G.PCS-TRK Y

Mo g RS p™ ORT Por R XY
¥¥X-33-1 Pr H OH OH "By H F H OH
XAX-332 Pr H OH OO By H F H CH
KXX-333 Pr H H  CHCH) By H F H OH

¥¥X-334 Pr H H CHLOHCH), "Be H F H OH
KXK-33-58 Pr H H  CHPb By H F H OH
XXX-33-6 Pr H H CHrindoldyl "Be H F H OH
E¥XE-337 Pr H OH O OCHUHSCH, "Bu H F OH OH

E¥¥33.8 Pr * H O mw H F H OH

*1° and R™ joined together by (CHy) to form five-membered ring.

Tahle XXX-34,

Mo RYORS OR"® ORF R" RP R X Y
X¥%-343 Bu H H H "Bu H F H OH
XKX%-34-2 Bu H H CH My H F H CH
XXX-34-3 Bu H H CH{CH) "By H F H OH

K¥¥X-34-4 Bu H H CHOBCH): "Beu B F H OH
EX¥%-34-% Bu H H CHLPh "y H F H OH

EXK-34-6 Bu H H  CHepdeldyl "Re H F H OH

-

HH¥347 Bu H H CHOHESCH; ™y H F B OH

Il

KXX-348 By * H * Ba H F H OH

*R° and B°7 joined together by (CHa b to form five-membered TiRg.

Table XXX-35.

29809051 - §57 -
3625871
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Docket No. - PHI080.PC6-TRXKI

e R' RF R® R® R R R X Y
X¥K-35-F Ph H H H "Bu H F H OH
X¥¥-352 Ph H H CH, Bu H F H OH
KXX-35.3 Ph H H  CHCH) My H OF OB OH

¥¥K-35.4 Ph H H CHCHICHY, "B H F H OH
XXX-35-5 Ph H H CHPh "By H F H OH
EXX-3%6 Ph H B CHdndel3y! "Bu H F H OH
K¥Y-35-7 Ph o H O H O CHOHSCH, "Bn H OF H OH

XXX-35-8 Ph * H * Mo H F H OH

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

Table XXX-30.

Fe R R* R® R® R" R R X ¥
XX¥-361 p-MePh H H H "Bu H F H OH
XX¥-36-2 p-MePh H H (H, "By H F H OH
EXX-36-3 p-MePh H H  CHCH) "y H OF OH OH

KKX36-4 p-MePh H H CHCHCH): ™u H F H OH
XEE-365 p-Me-Ph H H CHJPh Bu H F H oH
HEH-36-6 pMMePh H H  CHeindol3wl "Bu H F H OH
XXX-36-7 pMePh H H CHUHSCH, "Be H F H OH

EXE-36-8 pMePh ¥ H OOF "w H F H OH

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

Table XXX-37.

25%0561-1 - BSR -
363557.1
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Bocket No, : PH3080.PC6-TRKL

M R’ R* R*® R® R* R R X Y
KXX-37-1 pF-Ph H B H "Bu H F H OH
E¥XEA72 pFPR H OH OOH B H F H OH
XX%-37-3 p-F-Ph H H CHCH), "My H F H OH

XXK-37-4 pFPh H O H O CHLCHICH:), "By H F H OH
AXE-37-8 pFPh H OH  CHPh By B OF H OH
EXX-37-6 pF-Ph H H CH-ndol31 "Ba H F H OH
X¥XX-377 p-F-Ph H OH CHCHSCH, "Bg H F H OH

BIL3E pF-PR Y HOO* "Be H F H DH

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

Table XXX-38.

Mo R R® R® R® R" R R X Vv
XXX-38-1 p-ChPh H H H "By H F H OH
X¥%-38-2 p-CbPh H H CH "By H F H OH
XX%-383 pClPR H O OH CHCH "By H F B OH

XEE-384 pC1-Ph H H O CHLCHCHE)» "Bu H F #H OH
EAAN-388 pOl-Ph H H  CHPh Bu B OF H O
EEX-38-6 pUPh H H  CHindob-3-vi "By H OF M OH
EXX-38-7 p(lPh H H CHOHSCH, "By H F H QU

EXX-38-8 pCLPh * H ¥ Bu H F H OH

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

Table XXX-35,

29809011 - 859 .
3525571
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Docket No. : PH3080.PC6-TRK L

Ne R' R* R® R® R* R R X Y
XX¥-3%-1 p-Br-Ph H H H "Ba H F H OH
XXX-39-2 p-BrPh H H CH My H F H OH
XXR38-3 pBr-Ph H OH  CH{CH:) Mg H F H OH

X394 pBrPh H OH O OCHUECH), "Ms H OF H OH
XER-39-85 plrPh H OH  CHFh My H OF H OH
XXX3%6 pBrPh H B CHr-indel3-vl "My H F H OH
KXX397 p-Br-Ph H H CHOESCH: "Bn H F O H OH

XXX-398 pBrPR * H K Mg H OF H OH

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

Table XX K40

Ne R’ R* R™ R® R R R XY
X401 pIPh H OH O OH "Bu ¥ F H OH
XXX-40-2 p-lPh H H CH; "By H F H OH
XNN-40-3 p-IPh H O H  CHOH) "By H F H OH

EXX40-4 pIlPh H H CHOHCH;); "8p H# F H OH
XXX-40-5 p-I-Ph H H CHPh Mg H F o O
K406 p-I-Ph H H  CHpedndel3wl "By H F OH OH
EXEA40-7 p-Ph H H CHUHSCH, "By H ¥ H O

XEK-49-8 plPh * H O * Be H ¥ H OH

*R* and R foined together by (CHy ) to form fve-rmembered ring,

Table XXX-41.

2HRAK -] - 860 -
363557 .1
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Diocket Mo, : PH30RO.PCS-TRK

Ne rRYORY R® R® R R R X Y
XXX-41-f CH, H H H By H F H OH
ENX-43-2 CH: H B CH B H F H OH
XKX¥-41-3 CH; H H  CHCH), Bz H F H OH

X¥K43.4 CH, H H CILCH{CH.),. Hz H F H OH
XXX-43-8 CH; H H CHpPb B: B F H OH
X416 CH; H H CiHndeldyl Bz H O F O H OH
X543 CH, H B CHUOHSCH, Bz H F H OH

K¥¥-41-8 CH; ¢ 1 B H F H OH

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

Table XXX-42.

Me R OR OR® R” R* R R® X Y
XKXX.421 Bt H H H Bz H F H OH
¥¥¥-42-2 Bt H H OH Re H F H OH
X¥X~42-3 B H H  CHCH) By H F H OH

K¥¥434 B H H CHLHCH:): Bz H F H OH
X428 Bt H H CHPh Bz H F #H OH
EX¥XA42-6 Bt H H CHyeindol3-9l B ¥ F H OB
X342 Bt H H CHLHSCH; Bz H OF H OOH

KEE-42.8 B * H ¥ Bx: H F H OH

RO and R joined together by (CHyh to form five-membered ring,

Table XXX-43,

2986903-1 ~&81 -~
3625571
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Docket No. : PH3IOBO.PCS-TRED

e rROR* R® R R R R* X v
X¥%-43-1 Pr H H H Bz H F H OH
XXX-432 'pr H H CH B: H F H OH
¥XE-43.3 Br H O H  CHCH): Bz H F H ¢4

XX%-43-4 Pr H H CHCHCH) Bz H F H OH
XXX-43% Pr H H  CHPh B H F H OH
¥YE43-6 Br H H CHoudoldyl Bz H F H 08
EXN-437 Pr H H CHLCHSCH, Bz O F H O

XKK-43-8 'pr o * H O# Bz H F H OH
*R* and B* joined

together by {CHa s to form five-membered ring.

Table XXX-44.

M R Br R® R” PR R XY
XX%-44-1 'Bup H H H By H F H OH
¥¥X-44-2 By H H CH, Bg B F H oH
KX¥-44-3 Bu B H CHICH: Bz H F H OH

X¥X-44-4 Bu H F CHOHCH), B2 5 F H OH
¥¥K-44-8 By H H  (CHPh Bz H F H 0H
KXK-44-6 'Bo H H CHeindoldwvl Bz H F H OH
XXX44-7 By H H  CHLHSCH, Bz H F H GH

HXK-44-8 Re ¥ H o* Bz H F H OH

*R* and R joined together by (CHy s to form fve-membered ring,
Table XXX-45.

29R0901-1 - 862 -
3825571
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Docket No, : PH3ORO.POGTRER

Ne R' R* R® R® F R R XV
XXX-45-1 Ph H H H Bz H F H oOH
YNX-4%2 Ph H H CUH, Bz H F H OH
XK¥-45-3 Ph H H  CHCH): Bz H F H ¢H

EXK-454 Ph H H CHRCECHY Bz H F H OH
XXX-45.5 Ph H H CHPh Br H F H OH
XXK-45-6 Ph H H CHpendol3yl Bz H F H OH
KXE-457 Ph B M CHOHSCH, Bz 84 F H OH

KEXA458 Ph * H % B: H F H ¢H

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

Table XXX 486,

Ne R R R® R® R* R R® X Y
XXE-46-F p-MePh H H H Bz H F H QH
XXX-46-2 p-Me-Ph H H CH Bz H ¥ H OH
KXX-46-3 p-MePh H H  CHCHD) B H F H OH

EXE-46-4 p-MePh H H CHUOHICH), B H F B OH
EXXA46-% pMe-Ph H H  CHPh B2 H F H OH
EXE46-6 pMePh H H CHendoldst Be H F H OH
BEEA4T p-Me-Ph H H O CHOHSCH, B H OF OH OH

EXX-46-8 pbde-Ph ¥ HOO® B H F H OH

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

Table XXX-47.

29869031 - 863 -
2E2R%7.A
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Docket Mo, - PH3I0&O.PCS-TRK]

o R RS R*® R® R' » R X ¥
XHKA474 pFPh H H H Bz H F H OH
XXX-47-2 pF-Ph H H CH, Be H F H OH
KEX-47-3 pF-Ph H H  CHCH): Bz H F #H OH

BEXA4T-4 pFPh H H CHCOHCH:): Bz H F H OH
EER-478 p-F-Ph H H CHPh Be: H O F H OH
EEX-47-6 p-F-Fh H H CHindol39l Bz H OF H OH
BEEAT7 pFPh H H CIHCHSCH, Bz H F H OB

XXE47-8 pFPh * H * B: B F H OH

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

Table XXX-48,

Aa R ¢ R® R® R R XY
XXX-48-1 p-CLPh H H H Bz H F H OH
XXX-482 p-Cl-Ph H H CH Bz H F H 0H
¥XX-48-3 p-Cl-Ph H H  CHCH): Bz H F H OH

EENA48-4 pClPh H H CHLCHCH): B H F H OH
EXX48-F pCIPh H H CiLPh Bz H F H OH
E¥NA48-6 p-ClPh H H CHyindob3-yvt Bz H F H OB
BXX-487 pCl-Ph H OH O CHCHS8CH; Bz H F H OH

EXX-A8-8 p{l.PR ¢ H * Bz H F H OH

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

Tahble XXX-49,

29869011 k&4 -
3625571
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Docket No, 1 PH30B0.POG-TREN

Mo R ® R® RT R R OR XY
KEX-4%1 p-Br-Ph H H H Bz B F H 0OH
XHX-48-3 p-Br-Ph H H i Bz H F H OH
XXH-49.3 pBePh H OH  CHCH) Bz H F H oH
¥XX-4%4 pBrPh B H CHCHOH), B: H F H OH
XX¥X-49-5 pBr-Ph H H CHPhy Bz H F B OH
KEK-49-6 pBePh H H  CHpindoldvl Be H F H OH
HEK-497 p-Br-Ph H H CHCHSCH, Bz H F H OH
XX¥%-49-8 pBrPh * H O* Bz H F H OH

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

Table XXX-30,

He R R* R® RY R OR X Y
¥XX-50-1 plPh H H B Bre H F H OH
AXK-50-2 p-LPh H H CH Bz H F H OH
KXX-50-3 ol-Ph H H CHOCH)Y Bz # F H OH
ENH-80-4 pl-Ph H H  CHOHCH), B H F H OH
EXKA0-5 plPh H OH  CHPb Bz H F H OB
YNE-50-6 pl-Ph H H  CHeindoldyi Bz H F H OH
KXK-50-7 p-LPh H H CHOHSCH, Bz H F H OH
XXX-50-8 pd-Ph ¢ H ¥ Bz H F H OH

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

29909031
382557.1
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KR

Table XXXI-1.

He B R’ R® ®m” B Oor R X Y
X¥NKE1-1 CH, H H H CH, H F F OH
UANE1-2 CH: H OH OH, CH, H F F OH
XXKE1-3 CH, H O OH CHICH) O H F OF OOH
KEXERL-4 CH; H H O CHCOHCH): CH, H F F OH
XXX CH, H H CHPh CH; H F F COH
¥XXE-1-6 CH: H H  CHpondol3yl CH; H F F OH
L7 CH: H OB O CHOHSCH, O, H F F OH
KAKLL-8 CH; * H ¥ CH; H F F OH

*R” and R joined together by {CHyh to form five-membered ring.

Table XXXE2,

Me RV R pYop® RY B R Y VY
¥¥Xi2-1 BB H H OH CH; H F ¥ (H
WXHR2 B OH OHOOn, CH, H ¥ ¥ 0OH
J9809G1-1 ~ 866 -

362557.1
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Bocket No. : PH3080.POS-TRK

Ne R R OR® ORY R R XY
XXXIZ3 B H H  CHCH) CH, H F F OH
¥NEE24 T8 M OH O CHCHCH): CH: H F F OH
KAXE2-E Bt H H  CHPh CH, H F ¥ OH
X¥XE2-6 Bt H H  CHendol3yl CH;, H F F OH
KXKB27 Bt H OH O CHCHSCH, CH; H F F OH
XXXE2-8 Ht * H¢ CH, H F ¥ OH

*1° and R joined together by (CHL); io form fve-membered ring.

Table XXXE3.

Mo RY R m*® R 7 R R Y Y
¥¥XE3-3 Pr H H H CH, H F F OH
XX¥E32 Pr H OH O CH; H F F OH
KXKE3-3 Pr B OB CHCH:) CH; H F F OH
XXEL34 Pr H OH O CHCHICH), CH H F F OH
XKXXE3S Pr H H  CHPh CHy H F F OH
¥XXE36 Pr H M CHpeindoldyl CH;, H F F OH
KXNE3T Pr H OB O CHOHSCH, G H F F OH
XXRL38 Py * H ¢ CHy, H F F OH

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

Table XX¥1-4.

Ne RI R ®R® ¥ R R rxy
X¥%¥%i-4-1 Bu H B H CH, # F F OH
EEKER42 Be H OH  OH. CHy H ¥ §F OH
298090141 - BST «

3R2ES57.L
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3\{9 R! R2 R.%a R3 ) R4 RS Rﬁ ¥ Y

¥

XX¥i-4-3 By H H CHCHY CH, H F F OH
K¥Ki4-4 Pu H H CHOHCH) CH H F F OH
HAXE45 Bu H H CHPh CH, # F F OH
XKXXE4-6 Bu H H  CHendel3wyl O, H F F OH
XXXE47 Bu H OH O CHOHSCH, CH, H F OF OH

*R* and R joined tagether by {CHy) to form five-membered ring.

Table XXKIL-5.

Mo R R R® R" R R R XY
AXXLS-1 Ph o H H O OH CHL H F F OH
XXYI-8-2 P H OB OOH CH; H F F OH
XXX5-5-3 Ph H H  CB{CH) CH; H F F OH

XXXE54 Ph H B O CHOHCH:), CH;, H F F OH
EXXES3 Ph H H CHPB CH; H F F ¢H
E¥XLS-¢ Ph H H CHpindol3wt CHy B F O F OH
EXXE5-7 Ph H B CHOHSCH, CHy H F F ("

XXXI-5-8 Ph ¢ H % CHy H F F OH

*R” and R joined togather by (CHy)s to form five-membered rin 2

Table XXXI-6.

e » gt p® gp® R O Y Y
XXKES-1 pMePh H H H CH, H ¥ ¥ 0O
29809031 - 48 -

3625571
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Mo B R° R® RY B R OR X ¥
XXX36-2 pMePh H H CH CH; H F ¥ OH
XXXi63 pMePh H H CHCH): CH: H F ¥ OH

EXXLS64d pMe-Ph B H CHCHCH)) (H. H ¥ F Qi
XEEER63 pMePh H H CHPh CHs H F F OH
BEEE6-6 p-MePh H H  CHpdndob3l OH, H O F F OH
¥EXLS-T pMePh H H CHCOHSCH, H, H F F OH

XXXE68 pMePh * H ¢ CH; H F F O

¥R and B joined together by (CHo ) to form fve-membered Ting,

Table XXX1.7.

He R’ R* R* RT R* R R X Y
X¥XET-2 pF-Ph H H H CH; H ¥ ¥ OH
XXXE7-2 pFPh H H  CH {H: H F F OH
¥XXI-7-3 p-F-Ph H H  CB{CH. CH; H F F OH

EEXL74 p-F-Ph H H CRCHCH): CH H F F O
EXXLT-6¢ pF-Ph B OH O CHPh CH; H ¥ F OoH
KXXE?T pFPh H H  CHpindoldsyl CH; H F ¥ OH
EXXERT-8 pFPh H H CHLOCHBRCH;, CH, H F F OH

X¥XL7-2% pPPR * HOO® CH; # F F OH

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

Table XXXI-8,

Mo R! R B® R® R®* R R X ¥
2986001 -1 ~R69 -
3625571
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Mo R R™ R® RP R R R X Y
XX¥E81 pCLPh H H H CH, H ¥ F QH
XXXE-82 p-CkPh H H CH; CH; H F F OH
XXXE83 p-ClPh B OH  CHOH:), CH, H F F OH

EXXE84 pCiPh H H CHCHCH:), CH, H F F OH
KX3ER8S pCiPh H H CHPh CH, H F F OH
EEXL846 p-Cl-Ph B H  CHpdndoldl CH; H# F F OH
EXEERST pCihPh H H CHCESCH, CH H F F OH

KXNEB-8 pCLPH ¥ H % CH; # F ¥ CH

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

Table XXX1-8,

Ma B R’ OR* ORT R R XY
EXXKE31 pBrPh H O H O OH CH; H F F OH
¥X¥Ee-2 pBrePh H OB CH CH: H F F OH
XEKE$-3  p-BrPh H O OH CHCH): CH; H F F OH

K¥XE94 pBePh H H CHCHCH) CH H F F OH
XXXE9-6 pBrPk H H  CHPh CH, H F F OH
KXKXES7  pBePh H H  CHpindol3sl CH, H F F OH
XAKE9-8 pBrPh H H  CHCHSCH, O H §F ¥ OH

BEXLS28 p-Br-PH o* H % Ci;, H F ¥ OQH

*1° and R joined together by (CHy) fo form five-menbered ving.

Table XX XI-10

29808011 - 870 -
3525571
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Ne R R’ R® R® R* R R X Y
XX¥I-16-1 p-iPh H H H CH, # F ¥ OH
XXXIL-18-2 pIPh H H O3 CH; B F F OH
XXNE-18.3 pdPh H O OH O CHCH), CH., ¥ F F OH

EEXL194 plPh H H CHUHCH), CL H F F OH
XEELR-5 p-I-PE H OH CHPh £H; H ¥ F O
XXER88 pI-Ph H B  CHendeR3wi CH, H F F OH
EXXLA8T pdPh H H O CHLHESCH, CH H OF OF OH

EEXL188 pibPh * H ¥ CH; H F F (OH

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

Table XXXI-11.

Ha R R* RT ORT R R X Y
XXXEA3l CH; H H H Bt H F F ©OH
Y12 CH, H OB CH, Bt H F F OH
KXKL14-3 CH, H OH  CHICH:): Bt H OF OF OH

EXXi-114 CHy B B CHCOHCH) B ¥ F F OH
¥EX1-11.8 CH, H OH  CHPW B H F F OH
K¥ER1s CH; H H O CHyindol3yl Bt H F F QOH

XEMEI1T CH, H H O CHCHSCH, B H F F OH

.s

XXXR11-8 CH, * B * W OH OF P OH

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

Table XXKE-12.

Me R' R R® R® R R R X Y
29809611 - 871 -
3825571

Gilead Exhibit 2026
PGR2023-00046 - Page 001646
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Ne R RS R® R RR R X Y
WEKL-12-1 B+ H H O H Bt H F ¥ OH
¥EXE122 B H OH  OH, B H F F OH
¥XX323 Bt H OH  CHCH) Bt H F F OH
XX¥$-124 Bt B H CHCOH{CH): B H ¥ F 0OH
KEYL12-5 Bt H H  CHPh B OH F OF OH
NEXL-I2-6 Bt H H  CiHendol3yl Bt H F F OH
WXKL-12-7 B+ H H O CHOMNSCH, B H F F OH
XX¥L12.8 Bt ¢ H ¥ B H F F OH

*R? and B joined iogether by {CHy)s to form five-membered ring.

Table XXXI1-13.

Ne rY ® R® w" B R XY
XKXX$:-13-3 Pr H OH OH B H F F OH
NEXR32 Pr H OHOCH B H F F OH
X¥¥1133 Pr H O OH O CHICH), FE H F F OH

EXKI134 Pr H H CHCHCH) B H F F OH
XXXE-13-2 Pr H H CHPh FE H F ¥ OH
XKKXE33-6 'Pr H H  CHeindol3wl Bt B F F OH
¥EXI3T7 Pr H H O CHCOHSCH;, & H F F OH

X¥¥1-33-8 Pr ¥ H o+ B B ¥ F OH

*R* and R°° joined together by (CHa)s 1o form five-membered ring.

Table XXXI-14.

N R’ R R® R¥® R®* R R X Y

79806011 572 -
3625571
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Ne R R® R*® R® R R R X Y

E¥¥E3141 Bu H O H O H B H F ¥ OH
¥XXI14-2 Be H H CH B H F F QOH
KENEI43 By H OB CHOHY), ¥ H F F QH

EX¥E-34-4 Bu H H  CHUECH) B H F F  OH
XXXF14-8 Ba H 0H  CHPY B OH F F OH
EENE14-6 Bu H OB CHemdold B OH OF  F  OH
KEKE147T Bu B 0B CHUHSCH B H F 7 OH

K¥¥5-14-8 Bu * H * B OH F F 0OH

*R* and R joined togsther by (CHa b to form fve-membered ring.

Table XXX1-15,

Mo R R* R® R® B R R XY
XXXE151 P H B H Bt H F ¢ OH
X¥¥E15-2 P H H OH B H F F OH
XX¥E153 PR H B CHCH), T H F OF OH

XXXE-18-4 Ph H H CHCHICH), E H F F OH
XEXER18-83 Ph H H CHPh B H F F GH
BEXE-1584 Ph H H CHeydndol3wi B H O F F OH
XKEXEIST PR H OH O CHUHESCH, B B OF OF OH

XXXE-158 PR * B ¥ ¥ H ¥V F OB

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

Table XXXI-16,

29806011 -873 -
36358V S
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e R' R* R*® R® R* R R* X Y
XXNEi16-1 pMePh H H OH Bt H F F OH
XXXE162 p-MePh H H CH, Bt H F F OH
XAXEI63 p-MePh H H  CH{CH), B H F ¥ OH

XXKLE64 p-Meth B OH CHOHCH), It H F F OH
XXXE-16-8 pMePh H H  CHPh B H F F OH

XXNEI66 p-MePh H H  CHendoldal B

e
o
o]

GH

s

XEXL167 p-MePh H OH  CH,CHSBCH; t H F F OH

XXXD-168 pMePn * H % Bt B F F OH

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

Table XXXI-17.

Ne R R® R® R® R" " R X ¥
XXX3i71 pF-Ph H H H ¥t H F F OH
XXXE472 pF-Fh H H  CH Bt H F F OH
KRXEY3 pFPh H O OH CHICH) Bt H F F OH

XXERI74 pF-Ph H H CHCHCH) B H F F OH
EXEEI0S pFPh H OH O CHPh B H F F GH
XEXR7% pF-Ph H H CH-indol3wi Bt H F ¥ OH
X077 PP H O OH O CEBCHSCH, B H OF OF 0H

XXXE1%8 pFPR O OH ¥ B OH OF F OH

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

Table XXXI-18,

2SEOIG1-} - ¥4 -
3625571

Gilead Exhibit 2026
PGR2023-00046 - Page 001649



Docket No. : PH3G80.PC6-TRKE

Ne R' R® R*® R” R" " R X Y
¥XXL381 pCl.PR H H H Ft H F F OH
XXXE18-2 p-Cl-Ph H H  CH; Bt H F F OH
XXXE-18-3 pOlPh H OH CHICH:): Bt H OF OF OH

XXXERI84 pClPh H H O CHAOHCH), B H F F OH
EEXLI88 pCh-Ph H H  CHPh ¥ H F F OH

XXXLI18$ p-ClPh H H  CHeindol39l Bt H

o]
=i

OH
EXNEREY pClPh H OH O CHOHSCH, B H F F OB

EEXL-188 pCLPR * H ¥ B OH OF F OH

*R¢ and R™ joined together by (CHa)s to form Bve-membered Ting.

Table XXXI-19,

e R! R R® R® R " R*® X v
XXX3191 pRePh H B H ¥ OH OF F OH
XXXE19-2 pBr-Ph H H O CH ¥FrT H F F OH

XXXE-19-3 pBrPh H H  CHCH}

4
e

H ¥F F (OH
XX3E1%4 pBrPh H H CHOHCH), B H F F OH
EEX-188 pBrePh H OH  CHPFB ¥ R F F OH

XEXRSs p-Be-Ph H B Cldol3t Bt H OF F OH

ERXEIS7 p-BrPh H OH O OHUOHSCH, B H F F OH

EXXE1%8 p-BrPh * H O* BH H F F GH

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

Table X3X1-20.

FUR901-1 - 875 -
3625571
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Ne i R' R® R® R ¥ R" X Y
XX¥E-20.1 p-IPh H H H f H F F OH
XXX3-20-2 pl-Ph H H CH Bt H F F OH
XENE26-3 plPh H H  CHCH:) Bt H F F OH

KXKE20-4 pdlPh H H CHCHCH), B H F F OH

¥XERI-5 pI-Ph H H P EE H F F O

EEXE-20-¢ p-I-Ph H H CHeindoldwl Bt H F F OH

KEEER2G-7 pbPh H OH O CHUHSCH, Bt H F OF OH

-

XEXER20-8 plPH ¥ ®W % Bt H F F OB

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

Table XXX1-21

Ha R R° R* R R R R X Y
¥EXI2i-4 OH, H H O H Pr H F F OH
AXNEY-21-2 CH. H H CH, P'r B OF F QH
KXHE21-3 CH; H O OH CHCHD ?r H F ¥ OH

KXKP21-4 CH; H OH  CHRCHICH):. Pr H F F OH
XXXR2-8 OF; H OH  CHPh Br H F F OH
XXXRI6 CH, H H CHpeindoldyl Pr H F P OH
XNEE2L7 OH: H OH O CHOHSCH,  H F F OH

EXKE218 CH, » 1 * ! H OF OF OOH

*R* and B joined together by {CHah to form five-membered ring.

Table XXXI-22.

Ne R' rR* r® Rg® R R R X Y
Z9RGI01-1 - 876 -
Ll Lyl

Gilead Exhibit 2026
PGR2023-00046 - Page 001651



Docket No, : PH3080PC6-TRK ]

Mo R R* R¥ R™® R R R X ¥
X¥XE22-1 Bt H H H r H F F oI
XYXE23-2 Bt H OH O, Pt H F F OH
KENE223 Bt H O H  CHCH.): Pr B F F OH

EXXR224 Bt H H CHOHCH:: Pr H F OF OH
XEXR2Z5 Bt H OH  CHPh T H F T OH
AEEL22-6 Bt H H  CHpindoldi P H F F OH
XEXE227 Bt H H O OCHOHSCH, B H Y F OB

EXXE22-8 B 0% HOO* Pr H OV OB OOH

*R* and R jeined together oy (CH3)y to form five-membered ring.

Table XXKL23,

He R' R R® R® R R XY
HYHL233 Pr H OH H Pr H F F OH
XXX3-25-2 pr H H  CH, Pr H F F OH
¥EXE23-3 By H O OH O CHICH) Pr H F F OH

KEKE23-4 Pr H H CHOHCH) P H F F OH

]
o}

XXXE23-5 Br H H CHM Pr H OH
KXNE236 Pr H H  CHeindoldyi v B F F OH
EEREL2Y Pr H OB OCHOHSCH:. Pr H OFOF OH

K¥XE-33-8 'y * H ¥ T H OF F OH

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

Table X3{(X1-24,

Ne R' B R*® R® R »” R X Y
2980901 -1 ~R77 -

3625571
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Ne R R° R* R® R % R X Y
E¥NER24-1 Bu H OH W Pr ¥ F F OH
XXX1-24-2 Ba H B O T HOF F OH
XXNL24-3 Bu H O H  CHCHD): Pr H F F OH

AAKL24-4 By H H CHCHCH), ™ H F F o
XXX124-5 ‘Bu H H  CHF Pr B OF F OH
XY¥XE-24-6 By H H  (Hedndoldwl Pr B F F OH
XXXE24-7 Bu H H CRCHSCH, P H F F OH

KEXXE24-8 g * oo ! H F F QH

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

Table 33{¥1-25,

No R' R R® R® R* R R X ¥
XXXi-235-8 Ph H H H Pr H F F OH
XXXE252 PR OH OH COH ™ H F F OH
XXXE35-3 Ph H O H  CH{CH), Tr H F F OH

X354 Ph H H CIRCHICH:): Pr H F F OH
XX¥E3%8 Ph H H  CHPh e W F OF OH

HXXE28-6 Ph H N CHeindol3l Pr H F OF OH

XXNE-287 Ph o H M CHOHSOH, " B F F OB
XEXE-25.8 Ph * H = 'r H F F OH

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

Table XXXI1-26.

FGRO001 -1 - 878 -
36258571
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Ne R' R R®™ R® R R R X v
XAKL-26-1 pMePh H H H Pr H F F OH
KXXKE-26-2 pMePs H H CH ™ H F F OH
XXXE263 pMePh H H  CHCH) T H F OF OH

KEXL26-4 p-MePh H H CHOHCH) Pr H F F OH
XXX¥3-26-85 pMePh H H CHPh fr H F F OH
XXEE-26-6 p-Me-Ph H H  CHendoldswl Pr H F F OH
EEXE26-7 pMebPh H H O CHCHSCH, Pr H F F OH

KXXI-26-8 p-MePh * H * Br HOF F OOH

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

Table XXX1-27.

Mo I3 B R™ R™ R R R X Y
XXXE27-1 p-F-Ph H H H Pr H ¥ ¥ OH
XXXE27-2 pF-Ph H H CH Pr H F F QH
KEKELZ7-3 pF-Ph H O OH O CHICH), Br H F F OH

XEXE274 pF-Ph H H CHOHOEL): Pr H F F OH

5]

XEXKEZT-E pFPh H OH O CHPh r HOF OH
XEXXEA7-6 p-F-Ph H H  CHendob3dwl Br H F F OH
XXXE-27-7 pF-Ph H H CIROHSCH, Pr H F F OH

BEKLLIE pFPh Y H O Pr W OF F OH

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

Table X20K1-28.

25EO9G1-E - 879 -
3632557.1
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N R’ R* R* R R R RX Y
XXXi-281 p-Cl-Ph H H H Pr H F F OH
XXXE-28-2 pCLPh H H  CH Pr H F F OH
NKKE28-3 pClPR B OH CH(CH.), r H F F OH

KYXE28-4 pCLPh H H O CHONCH:):, B H ¥ F OH
XXX3-285 p-ClPh H H CHPh P H F F OH
XEKE28-6 p-Cl-Ph H OH  CHeindol31 Pr H F F OH
XXXE287 p-CLPh H H O CHCHSCH, v M F F OH

HEXE28-8 plLPR * H % Pr H F F OH

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

Table XXXI1-29,

He R R* R*® R” 8 ®» R* X Y
XXX1-29-1 p-Be-Ph H H H r H F ¥ OH
XXXE-29-2 p-Br-Ph H H CH r U F F OH
NEXE-29-3 p-Br-Ph H OH  CHICH) Pr H OF ¥ OR

KXXE-29-4 p-Be-Ph H H CHCHCH), % H F F OH
XEXE-29-8 pBrPhy H H  CHPb Pr HOF F OH
XX¥5296 pBr-Ph H H CHendol3l v H F F OH
XXXE8-29-7 p-Br-Ph H H CHCHESCH, ™ H F F OH

XHKE29-8 p-BePh ¥ H * P F F OH

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

Table XXXI1-30,

FHRAGGEA - 880 -
3625571
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e R R* R® R” BORY RS WO

XXX136-1 pIiPh H H H Pr H F F OH
XXXI-236-2 pIPh H H CH Pr H F F OH
NEKE3-3 pbPh H O OH CHCH) Pt H F F OH
KXXE364 plPh H H CHOBCH) Pr 8 F F OH
XXKI-30-5 pIPh H H  CHPh Pr H F F OH
HEKE30-6 p-i-Ph H OH  CHendel3wi Pr H OF F OH
KXXE36-7 plPh B OH O CHURSCH;, Pr H F F OH
HERE3-8 plPh * H ¥ Pr H OF F OH

*R* and R joined together by (CHoh to form five-membered ring,

Table XXXI1-31.

e R' R R® R" B R "Xy
K¥XXL33-1 CH; H H OH "Wy H F F OH
EXAE312 CH. H OH CH e H F F OH
XXL3-3 CH, HOH O CHICH), "My H F F OH
EXX$-314 CH: H H CHCHCH): "Bae H F F OH
WEXE3S CH, H OB CHPhR "By H F F OH
XKXXE3-6 CH, H H  (Hedndol3l "Bg H F OF OH
EXEE3LT CH: H H O CHOHSCH, "Bg H F F OH
AHKEL3-8 CHy ¢ H ¥ "By H F F OH

*R* and R ioined together by (CHah to form five-membered ring.

Table XXX1-32.

2BROM -
3635571

- 881 -
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Mo R R OR® RY R R ORY X ¥
KXXi321 B H H OH "By H F F OH
XXXE32-2 Bt H H  CH, "Rp H F F OH
XEXE3L3 Bt H O OH  CHICH), |y H OF OF OH

XEXE-32-4 Bt H H CHCHCHY "a HE F F OH

XXXE3285 Bt H H CHPh "Bu H

ey
e |

OH

el
]

EKXXE32-6 Bt H H  CHeindold-vi "Bu H O
EEXE-32-7 Bt H OH O CHCHSCH, "B B OF OF OOH

KENE3R8 He ¢ ©H ¢ "u H F F OH

*R* and 177 joined together by {CHak to form five-membered Ting.

Table XXXI-33.

Na R R R® R® R R R XY
XXXE-3%1 Pr H H H By H F F OH
¥XXE33-2 Pr H OH O, "My H F F OH
KXNE333 Pr B OH O CHCH), "By H F F OH

XEXE33-4 Pr H OH CHOHEOH), "Ba H F F OH
XX¥E33-5 Pr H H CHPh My H F F QOH
NEXEI36 Pr H M CHedndoldyl "By H F F OH
XEXE337 Pr M OH O CHORSCH, "Bn H F OF OH

XXXE-33-8 Pr * H ¥ "y H F F OB

¥R* and R joined together by {CHah to form fve-membered ring.

Table XXXI-34.

29809011 - 882 -
3625571
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Docket Mo, FHIOROPCH- TR

Ma rSORTORY RV B R R XY
XXXi-34-1 Bog H H H "By H F F OB
¥XXE342 By H O H CH "Wy H F F OH
AXKE-34-3 By H OH  CHCH), "By H F F OH

XEXE34-4 Bo B H O CHLHCH:): "Bg H OF R OH
KEXE34-8 By H H  CHPh My H F F OH

5

XEXE34-6 Bu H H CHeedol3yl "Ba H OFOF OB
¥EXE34-7 By H H O CHCOHSCH, "By H F OF OH

KXXE34-8 Ba * B Bu H ¥ F OH

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

Table XXXI-35.

Mo R' RS OBY BT B R R X VY
WXXE351 Ph H H H Mg H F F OH
XEYE352 PR OH OH  OH e H F F OH
XEXE38.3 Ph H OH  CHICH) "By H F F OH

XEXE-385-4 Ph H H CHLHCH:)Y, "Bg H F F QOH
EXXE35-5 P H H  CHPh By H F F QOH
AREE35-6 Ph B H  CHymdel3s1 "Bg H OF OF OH
X¥EE357 Ph H H CHOHSCH, "Ba H F F OH

XXXEL-35-8 P * H 7 Ba H OF OF OH

¥R? and R joined together by {CHL), to form Bve-membered ring.

Table XXXI-36,

3980801~ ~ 883 -
ELR RN YN
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Pocket Mo, PH308O PO TRED

Ne R’ R* R™ R* R R R X Y
XXXi-36-1 p-MePh H H H "By H F F OH
XXXE36-2 p-MePh H H CH By H F F OH
KX¥E-36-3 p-Me-Ph H O H  CHECH): Mg H F F OH

EXXE364 p-MePh B OH O CHCOH{CH:;): "Mu H F F OH
XXXER36-S p-BMePh H OB CHPh Ra H F F OH
EXXE36-6 pMe-Ph H H  CHe-indol3yt "Ba H F F OH
EXKE36-7 p-MePh H H CHCHSCHE "Ba H F F OH

XXNE36-8 pMe-Ph ¢ H % "B H F F OH

*R° and R joined together by (CHyh to form five-membered ring.

Table XXXI-37.

e R R? R*® R™ R" R R XY
XXXE¥-1 p-F-Ph H H H "By H F F OH
XXYXEAR2 pFPh H M CH, "By H F F OH
XXXI-37-3 p-F-Ph H H  CHOH): "My H F F QOH

KXXP-374 p-FPh H OH O CHCHCH:): "Bs H F F OH
XXXL375 pFPh H H O CHPh "Be H F F OH
EXXE-37-6¢ pF-Ph H OH  CHyindob3yl "By H F F OH
XXXE377 pFPh H H CHCOHSCH; "Bs H F F OH

XXXER37-8 pFPR ¢ HOO¥ w H OF F OH

*R* and B joined topether by (CH ) to form fve-membered ring.

Table XXXI-38,

FHRAVL-1 - 884 -
2GA55T.L
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Docket Mo, : PH3080.PCG6-TRKE

e R R’ R*® R® R OR R X Y
XXNE381 pCl-Ph H H H "Bu H F F OH
XXXE382 p-Cl-Pr H H  CH "By H F F OH
AXXE383 p-ChPh H O H  CHCH) "Rg H F F OH

KENE-384 pCLPR H H O CHOBCH:;), "Be H O F F OH
EXER38S pClPh H OH CH:Ph Bu H F F OH
XXXE-38-6 p-ClPh H OH Chpdndob3yl "Ba H F F OH
EXXE387 pClPh H # CHCOESCH:, "Bue H F OF OH

NEKE-38-8 pClPh * B O# By H F F OH

#R< and R joined together by (CHL): to form fve-membered ring.

Table XXXI1-39.

e R R° R™® R® B R R XYy
XX¥13%-1 p-Re-Ph H H H "Way H F F OH
XXXE38.2 pBrPh H OH O CH "ma H O F F OB
XXKI-39-3 p-Be-Ph H O H  CHCH) "Ry H F F OH

KXXE394 p-Be-Ph H H CHCHCH), "™s H ¥ F OH
EEXL-3%8 pBrdh H OH  CHPB Mu H F F OH
XXXE3%8 p-Br-Ph H H CHeindol39l "Bu H F F OH
XEXE397 pBrPh H H CHCOHSCH: "Bn H F F CH

XXXE3%8 p-Be-PR * H O® Bu H F F OH

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

Table XXX1-48.

FERI901-1 - BBS .
3G2LRT L
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Bocket No.

: PH3GEC.PUS-THK]

He R R R® R” B OR R XY
XXXi-46-1 pI-Ph H H H "Wy H F F OH
XEXE46-2 plPh H H  CH e H F F OH
SEKL40-3 piPh H OH  CHICH), Mg H F F OH
XXX340-4 pIPh H H CHCHCH) "Be H F F OH
XEXI-46-5 p-IPh H H CHPh Mg H F F OH
KXKLA40-6 p-I-Ph H H  CHpeindoldyl "By H F F OH
KXX140-7 pIPr H OH O CHCOHSCH, "By H F F OoH
YEKL-40-8 pbPh * HOO* "By H F F OH

*R” and B joined together by (CHoh to form five-membered ring,

Table XX{XI1-41.

He ' R r¥ OR® B » R x v
XXXi41-1 CH, H H H Bz H F ¥ OH
¥EER4L2 OH, HOH O Cn Bz H F F OH
XXXI41-3 OH; B OH  CHCH:), Bz H F F QH
XXX3414 CH, H H CHCHECH): Bz H F F OH
E¥XXE41-8 CH, B H  CHPh Be H ¥ F QH
XKXXI41-6 CHy, H H (Ieodoldvl Bz H F F OH
EERI41L7 OH, B H O CHCHSCH, Bz H F F OH
XXXI41-8 CH, * H * Bg H F F CH

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

Table XXXI1-42.

2EBOG LS
362557.1

- §86 -
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Docket No. : PHIOBO PCA-TREY

Ne R' R R" R® R R XY
XYNE-42-3 Ft H OH H Bz H F F OB
XXXE42-2 Bt H H CH Bz H F F OH
XXXI423 Bt H O OH CHCH:: Bz # F F OH

XXXE424 Bt H H CHCOHICH): B: H F F GH
XEEIA4Z-S Bt H H  CHfh Bx H ¥ F OH
KXXi4:6 Et H H  CHpindeb3dsl Bz H F F OH
XXXEE4E7 Bt H H CHCHSCH; B H F OF OH

KEXE42.8 Bt o+ W » B H F F OH

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

Table XXXI-43.

Mo R' R r® R* R* R R* X ¥
XXX543-1 Pr H H H Bz R F F OH
XXXE43-2 Py B OH O CH, Bz H F ¥ QH
XNEL433 By H OH  CHOH) Bz H F ¥ Oft

EXXE434 Pr H H CHCHCH), Bz H F F OF
XXXI43-8 Py H H  CHPh B: H F F @H
XXNE43-6 Pr H H CHeindeldwi By H F F OH
XXXE43-7 Pr H OH O CHOHSCH. Bz H F F OH

X¥XF43-8 Pr ¢ H % Bz H F ¥ OB

¥R and R™ joined

together by {CHa )y to form five-membered ring.

Table XXX1-44,

20809011 - 887 -
3528571
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Docket No. : PHAIEOPCS-TRKI

Ne R' R* R® R” R® R R® X Y
XXXE441 Ba H H H By B F § OH
KX¥Xi-44-2 Ba H H CH Bz ¥ F F OH
XXXE44-3 Bu H O H  CHUHD), Bz H F F OH

¥UXE44-4 By H H CHORCH): B H F F OH
XXXi-44-3 'Bu H H  CHPh Be H F F OH
XXXLA446 Bu H H  CHedndoldyl Bz H PP OOH
XXXE44-7 Ba H H  CHCHSCH, Bz H F F OH

XXKi44-8 By * H % B B F F OH

*R* and R joined together by (CHy)y to form fve-membered ring.

Table XXX1-45,

Mo R' R R* R® R* R R®* X Y
XXXi48%3 Ph H H H Bz H F F OH
XXXi-452 Ph H H OH Bz H F F OH
KXXI-453 Ph H H  CHCH): Bz H F F OH

AXHE-48-4 Ph H H CCHLHLCHK), Bz H F OF O OH
XXXEL458 Ph H H CHPh B H F F QH
AXNE4S6 PR H O H  UHemdol3y! Bz H OF OF OH

KEXEL45.5

3
=i

H H CHOESH Bz H OF F OH

XNEXEIAS8

]

R FoH ¢ Bz H ¥ ¥ OH

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

Table XXX1-46.

29RH9GE-1 - B8K -
3258572
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Diocket No.  PHIMBO.PCA-TRKL

Ne R R R® g™ R R R X VY
XXXI-46-1 p-MePh H H H Bz H F F OH
XXXi462 p-MePh H H W Bz H F ¥ OH
XXXI-46-3 p-Me-Ph H H  CHCHY, Bz H F ¥ OH

XAXE464 p-MePh H H CHUHCH), Bz H F F QH
EXXKE46-8 pMePh H H  CHFB Bz H F F OH
XXXER46¢ p-Me-Ph H H  CHydndol3l B H OF F OH
HKXXE46-T p-Me-Fh H H CHCHSCH; B H O FOF OH

XXXI46-8 p-Me-Ph * H ¥ Bz H F F OH

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

Table XXX1.47.

e R’ R® R*® R® R* B R X Y
KAXE47-1 p-FPh H OH O OH By H F F§ OH
EXXE472 pFPh H OH O Bz H F F OH
XXX347-3 pFPh H O H CHCH:) By H F F OH

EEXEATA p-F-Ph H H CHCHCH), Bz H ¥ F OH
EXXE4%E p-F-Ph H OH  CHPh B B F F OH
XEXE47-6 p-F-Ph H H CHrindol3-yt Be H F F OH
EERRAYY pFPR H OH O CHCHSCH, Be H FOF O OH

XXXI47-8 pFPh ¥ H ¥ By H F F OH

*R* and R joined together by {CHah to form five-membered ring,

Table X¥XX1-48.

26809011 - KEG
36258571
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Docket No. : PH3080.PC6-TRKI

No R R’ R® R R" R R® X Y
¥XX348-1 p-Cl-Ph H H H Bz H F F OH
KEAXE48-2 p-ClPy H H CH Bz H ¥ F OH
XXXE483 p-CLPR B H  CHCH:), Bz H F ¥ OH

MEXE484 p-Cl-Ph H H CHOHCH), By H P F OH
EXXE4885 p(CI-Ph H H  CHPB Bz H F F OH
EXXI48-¢ p-CloPh H H  CHyindob3vi Bz H F OF OH
XN pCloPh H H O CHCHSCH, B H OF OF OH

KEXE48-8 pCPR ¥ H O ® Bx H F F OH

*R* and R joined topether by {CHzh to form five-membered ring.

Table XXXI-49,

e R’ R® R* R” R" R R* X Y
X¥XXI-49-1 p-RBr-Ph H H H Bz H F F OH
KEXL4%-2 p-Br-Ph H H  CH Bg H F F OH
XXXE49-3 p-BrPh H H  CHICHD): Bz H F F OH

XEXE-494 pBr-Ph H H CHCHCH) B H F F OR
XXXE4%-8 p-Br-Fh H H CiLPh Bz H ¢V ¥ OH
XXXE4%8 p-Br-Ph H H  CHedndoldyl B H F F OH
HXKE49T p-Br-Ph H H CHUOLRH, B H F F OH

XXXi40-8 p-BrPh * H * Bz H F F of

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

Table XX KI-50,

2980904 .1 ~ R0 -
3625571
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Docket No. ; PH3080.PCE-TRK

Mo r' R* R® R® B »R R XY
¥XX156.1 plPh H H H Bz H F F QH
XXKE80-2 p-LPh H H CH, Bz H F F OH
EXXE-56-3 plPh H OH CHICH) Bz H ¥ F OH

XERERS04 plPh H H CHCHICH) B H F F OH
ERELS-S p-1-Ph H O H  CHPh B: H# F ¥ OCH
¥EXLS80-6 p-1-Ph H H Ciedndobdylt Be H OF OF OH
KERLE0-7 pl-Ph H H CHCHBCH, Be H F F OH

HEEL50-8 plPh * H % Bz H F F GH

(]

*R” and R”" joined together by (CHyh to form five-menvbered ring.

XY¥XI
Table XXX,
| N R R® R® gp® R* » R X ¥
AN OH, H OB H CH, H B ¥ OH
29809011 - 8§91 -
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Docket No, : PH30EQ.PCH-TRKL

e g RY Or® p® BOR R Y Y
¥¥EI-1-2 CH, H H CH CH, H H F OH
KKI-1-3 OF, H OB CHIOCH) CH, H H F oH

EEXH-14 CH;, H H O CHCHCH)),; CH, H H F OH
EEXO-38 CH, H OB CHPh CHy H H F OH
EEX-1-6 CH; H B CHyindol3-1 CH; H O H O OF OH
X¥XU-1-7 CH; H B CHCESCH, €L H H F O

K¥X-1-8 CH, * H * CH; B H F OH

*R” and R joined together by (CHy); to form five-membered rin 2.

Table XXXI1-2.

Ne RYORT R® R® B R R XY
XXXi34 B H H H CH; H H F OH
XXXIR22 Bt H OH  OH CH, H H F OH
¥XX-23 B B OH  CHCH:): CH, H H F OH

XXXE24 B H H CHECHECH) CL B H F OH
XXXE-2-8 Bt H H CHLPh CH: B ®H F Od
EXXiR2s It H H  CHeindob3l O, H B OF OH
XXXIZ? B B OH CHOHSCH; CH: H H F OH

E¥EH-2E B o HOO® CH; H# H F OH

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

Table XXXIL-3.

Ne R' R R® R® R* R R X Y
X33 Pr H H OH CH, H H F OH
293081 N

3635571

Gilead Exhibit 2026
PGR2023-00046 - Page 001667



Docked No. : PHIORGPCE-TRK

M R' R? R* R® R* R R X Y
AYEN-3-2 Pr H H CH, CH;, H H F OH
XXKIL3-3 Pr H OH CHICH) CH, H I F OH

XXKIR34 Pr H H CHCHCH), (HF 4 H F OH
XYXIE3E Pr B OH CILPh CH; H H F OH
EERIE3-6 Pr H H CHpendol3dyl ¢H, H# H F 0OH
XXXT-3-7 Pr H OH O CHOHSCH, H. H H T OH

XEXI-38 Pr ¢ H OO CHy H H F OH

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

Table XXX1-4,

He B R R® RP O OR R XY
XXXif4-1 Bgp H B H Cil, H# H F OH
KENN4-2 B H H  OH CH; W H F OH
XXXE-4-3 Bu H H  CHCHL) CH; H H F OH

XEEH-4-4 Bu H H CHOHCH), OH: H H F OH
KEXI4-8 Bn H H CHPh CH; B H F OH
XX¥-4-6 Bu H H CHeamlol3y CH, H H F Of
KXXKH-4-7 By H H CHOHSCH, CL H H F OH

X488 By * HOO* CH, ¥ # F oW

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

Table XXXIL.5,

Me R' R* R® R® R R R X Y
PYRAG01 -1 ~ 883 -
3625571
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Drogket No, | PH3080.PCE-TRKY

e R' R® R*® R® R R B X Y
XXXi851 Ph H H H CH, H H ¥ OH
XXXE-82 Ph H OH  CH, G, H H F OH
XXYE-8-3 Ph H B CHOH CH;, H H F OH

XEEES4 Ph H B CHRCHICH), CH; H H F OH
AEXH-55 Ph H H (COHPh CHy # H F OH
XXXE84 Ph H H CHpindol3wwl CI; H OH OF GR
XEEIST Ph H 8 CHLOHSCH, CH;, H H OF OH

EXXI-5-8 Ph * H ¥ CHy H# H ¥ OH

*R” and R joined togsther by (CHL) to form Sve-menbered ring.

Table XXNIL-6.

R r* R® R® R* R R XY
XX¥i-6-1 p-MePh H H H CH, H H F OH
XXXIR62 p-MePh H H O CH, H H F OH
XXX-6-3 p-Me-Ph H H  CHICH)Y CH. H OH OF OH

XEXXi64 pMePh H H CHCOHCH), CGL H H F OH

XXEN-6-8 p-MePh H O H CHPR CH, H H

e

OH
XXX-66 p-Me-Ph H H CHyndeldwi CH; H OH OF Ou
XXXIL67 p-Me-Ph H H CHOHSCH, OH H H F oH

XE-6-8 p-MePh ¥ H ¥ CH: H# B F OH

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

Table X XXI-7.

25804011 - 884 -
3635574
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Docket No,

: PH3080.POS-TRKE

Ne R R’ R®* R® R* R R X Y
XXXi-71 pFPh H H H CH; H H F OH
XXXi-7-2 p-F-Ph H H CH CH; H H ¥ OH
XT3 pFPh HOH O CHICHD) C, H H F OH
XEXTE74 pFPh H M CHOHCH), CH;, H H F OH
XXXi78 p-F-Ph H H  CHPh CH, H H ¥ OH
XXXI-T7 pFPh H H  CHpnsdoldl ¢H; H H F OH
OOUETE pFPR B OH O CHCOHSCH, CH H H F OH
RXXE-20 pFPp ¥ H ¥ CH, H ®H F OH

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

Table XXXII-8.

Ne R R R*® RP oOoR R XY
XXXi-81 pCiPh H H B CH; H H F OH
XXXIE82 p-CLPh H H  CH, CH, H B ¥ OH
XXXIR-83 p-Cl-Ph H H  CHCH)Y CH, H H F OH
XXXNIR84 p-ClPh H H O CHOBCH) % H H F OH
XXXIR8-S p-Ci-Ph H H  CHPM CH, H ®H F Q"
XXXIE-8-6 p-ClhPh H H CHpesdol3yi O, H H ¥ OH
NXRNESY pCLPR H H O CHOBSCH:, CH, H H F OH
XXXi5-8-8 p-Ci-Ph * H * CH, H H ¥ OH

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

Table XXXIE-8.

2980401 -1
3625571
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Bocket Mo, ¢ PH308G.PC6-TRED

e R’ R R® R® R R R X ¥
XXXIESY pRePh H H OH (H, H H F OH
NXXIERS2  pBePh H OH O OH CH; H H F OH
XXXIE-2-3  p-Be-Ph H H  CHCH), CH; H H F OH

EXXU94 pBrPh H H CHLHCH), 5 H H F OH
XEXIR-6  pBrPh H OH  CHPh CHE; H H F OH
KXXIE3T pBePh H H CHeindob3yl CHy H H OF OOH
XXXIES8 pBePh H H O CHOHSCH; CH; H OH OF oW

HOOUE-2-28 pBe-Ph o * H ¥ Ci; H H ¥ ¢H

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

Table XXXI-10,

Mo R’ R* R* R® R ®» R X Y
XXXI181 plPh H OH OH CH, H H F OH
XXE-10-2 pIPR B OH O CH, H H F OH
XEKI-16-3 pdPh HOH CHCH), CH; H H ¥ OH

XXEILip4 o--Ph B H CHCHCH:):, CH: H H F OH
BXXI-I6E pl-Ph H O H  CHPh CH; B OH F OH

XXXH-10-6 plPh H OH CHedndol3-yl CH, H H

[P

OH
XEXXE07 plPh B H CHOHSCH, CH; H H F OH

EXXN168 plPh * 8B O* CHs H H ¥ OH

*R” and R™° joined togsther by (CHak to form five-membered ring.

Tahle XXXIE-11.

29800011 - 896 -
3635571
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Docket No. : PH30E0 POG-TRKD

P R B R® R PR 8 X Y
X¥EIL1L1 CH, H H OH FE B H F OH
XE¥Ii1-2 CH, H B OH Bt H H F OH
XKL CH, H OH CHCH), Bt H H F OH

EXEXN-1i4 CHy H OH O CHCHCH:) B H H F GH
XXX CHy, H OB CHPE B H H F OH
XHEI-13-6 CHy H H {CHedsdol3yl Tt H H O F OH
KEXIE-11-7 CHy, H OH O CHOHSCH, B H O H OF OH

EXX4-1i-8 CH, * H % B H B F GH

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

Table XXXI-12,

e R' R® R® R® R R R X Y
XXXIRi21 Bt H H H EE H H F OH
X¥XXN-322 Bt H B CH Bt H H F OH
XXXI-123 Bt H O H  CHCH) Bt H H F OH

HKEXE-134 Bt H H O O CHAHCH), B OH OH OF O OH

EXXE3-5 Bt H H  CHP B H H F GH

*,

XXXILi26 Bt H H Cipdndol3yl B H H OF GH
FEREIZYT BB H OB O CHCOHSH: B H OH OF O OH

HXXEE128 B o HOO¢ B B H F OH

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

Table X HX1i-13.

e R' R R® R® B R R XY
XXXIR13-1 Pr H H H Ft H H F OH
2UBUBGE-] - E57 -
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Docket Mo, : PH30RO.PCS-TRE T

e RS OR® R® RV B R ORY X ¥
XX¥I-13-2 Pr H H CH ¥ H H F OH
EXHIE133 Pr H OH  CHCH), BOH OH OF OOH

AEEE134 Py H OH O CHOHCH:):, B OH H F OH
XXXIE13-8 Pr H H  CHPD BOH OH F OH
E¥XNIL13-6 Pr H H  CHeindoldyl Bt H H F OH
XEXI13-7 Pr H OH O CHOHSCH, B H H P 0H

XXXIR13-8 P * @ ¢ BT H H OF OOH

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

Table X214,

P i R R® RT B OR OR XY

X¥¥i-14-1 Bu H H H B H H P oH
XXXI-14-2 ™o H H (i, BOH OH OF OO
X¥XH-14-3 Ba H 0H  CHICH) Bt H H F OH

XERIL-14-4 Bue H H CHCHCH): B H H §F 0O

XEXIE-14-5 Ma H H P B H H F OH

esd

KEERIE-14-6 Bu H H  CHyindol3-yt t H B F  OH

EEXIE-14-7 e H H CHORSCH BOH OH O F OB

XHKIE-148 By * H = T H ¥ OF OH

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

Table XXXIR15,

MNe RN RS R® R® R R R XY
2HR0901-1 - 808 .
3625571
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Docket No. : FH3MRG PCH-TRKY

rORY R® R® R OR XY
XXXIn151 PR H H OH Bt H H ¥ OH
EXXIEIS2 PR H OH O OH Bt H H F OH
XXYIR1S-3 Ph H H  CB({CH.: Bt H OH F OH

EXXIRIS4 Ph B H CHOUMICH), B H H B OH
XEXIL188 P H OH  CHPh Bt X H F OH
EEX{E18-8 Ph H H CHyndol3wl Bt ¥ H F OH
XXEIREST Ph o H OH O CHOHSCH, B H OH F OH

KHXEI58 PR Y H 7 B H H F OH

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

Table XXXKIE-18,

e R R’ R™ R™ R* " R" X Y
XXXI16-1 phMe-Ph H H OH B H H F OH
XNNE-16-2 pMePh H H  CH; B H H F OH
EXXE-16-3 p-MePh H H  CHICH), B H H F OH

XE¥XE-164 p-MePh H H CHLHOH) ¥ H H OF O
EEXILI6-8 pMePh H O H O CHPL B H H F OH
XEXTBi6-8 p-bMe-Ph H OH  CHedndoldwl B H OH OF O OH

HOEREST pMe-Ph H OH O O CHXCHSCH, B H OH OF OH

EXKI16-8 pMePR * #HOOF B H H F OH

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

Table XXXI-17.

F5RG901-1 - B0 .
3635571
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 PHINBPCH- TR

) R R* R* RV B R R XY
XEX0-174 pFPh H H H Bt H H F OH
XXXIR172 pF-PR H H CH, B H H ¥ OH
XXKIE17-3 pF-Ph H H  CHCH) EE H B F OH
HEE174 pFPR H OB CHCHCH), B H H F OH
XKXX17-% p-F-Ph H H CHPh Bt H H F OB
EXXI-17-6 pF-Ph H H  (Mendel3sl Bt H H OF OB
AEKIL17-7 pPPh H H CHCHSCH, B H H F OH
RXXE-17-8 pFPB * H % B H H P OH

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

Table XXXII-18.

e & g or* R® R r R X v
XEXH-181 pCbPr H H OH Bt H H F OH
NXXI-18-2 pClPR H H O B H H F OH
X¥Xi-18-3 p-ClPh H B CH{CH,), Bt H H ¥ oH
KENIL-18-¢ pCl-Ph H O H O CHOHCH), B H H F OH
EEXI-18-5 pClPh H H  CHPh Bt H H F OH
KXARE-18-6 pChPh B H Cipdndel3yl B H H F OH
HXXYI8T7 pChPh H OH O CHOHSCH, B H H OF OOH
XX¥XIE-188 p-Cl-Ph * H * B H H F OH

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

Table XX X119,

29808011
3625571

- 00 -
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Tiocket No. : PHI0R0.PCS-TRKE

He R’ R° R™® R™ R* " R® X Y
XXXE-19-1 pBePh H H OH @ H H F OH
XEXE-19-2 pBePh H H  CH Bt H H F OH
XXXIE18-3 p-BrPh H H  CHOH) B H H F OH

XEXIRISY p-Be-Ph B OH O OCHXOHECH): B H H F OH
EXEXI198 p-BePh H O H O CHPhH EtE H H F OH
EEXH-A9-8 pBePh H H CHpdndol3wl Bt H H F OH
XEXINSST pBePh H H O OCHCUHSCH, B H H F OH

XEXE19-8 pBr-Ph ¥ H ¢ B H H F CH

¥R* and R joined togather by (CHa ), 1o form Gve-membered ring,

Table XXXIL20.

Ne ® R RBR™ R® R OR XY
XXXH-26-1 plPh H H H Bt H OH ¥ OM
KXRI-26-2 pl-Ph H OH O i B H B F OOH
EEXE-26-3 pb-Ph H OH  CHCH) B H H ¥ OH

KEXIR264 plPh H H CHOHCH) Bt H H F OB
EXEI28-8 pbPh H O H O CHPh EE H H ¥ OH
XX p-lPh H H O Clndol3wl Bt H O H OF OB
EXXIER287 pIPh H H CHCOHSCH, Bt H H F OH

KXXI20-8 o bPR % HOO* EE H H F OH

*R” and R™" joined together by {CHz:}s to form five-membered ring.

Table XXXII-21

29805011 - 801 -
362557.1
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Docket No. : PH3GEO.PCS-TRKI

Mo R' R* R®™ R® R" " R® X VY
XXXH-211 CH, H H H Pr H H F OH
EXNE-21-2 CH, H OH Ol r H H F OH
NEKI-213 CH; H O OH O CHCH.), Tr H H F OH

AEXI314 CIE H OB CHUBCH):, Pr H H F OH
HEXR-Z18 O, H O H  CHPh Pr H H F OH
XEXIL-21-6 CHy H H  CHeindol3-yl Pr H H F OH
KEHEL-21-7 OH, H O H O CHCHSCH, Pr H# H F OH

XANFE208 CH, * B¢ T H OH OF OH

*R” and R joined together by (CHy): to form five-membered rin B

Table XX X122,

e R R R® R” R* B R X Y
¥¥XIR2R Bt H H OB Pr H H F OH
HEXEE-22-2 Fr H O OH OH, Tr H H F OH
KXXI-333 Bt 7 H CHCHD) Pr H OH F OH
KXX-22-4 Bt H H CHOHCH), Pr B B F OH
¥WEI-22-5 Ft B H CHPh Pr H H F OH
Y226 Bt B B CH-edeldst v H B OF QH
ENKIE-22-7 Bt H OH O CHOHSCH, Pr H H OV OOH
XXXIE-23-8 Bt ¥ H ¢ Pr H H F OH

¥R’ and B joined together by {CH,)s to form five-membered ring.

Table XXX-23.

e R' R* R® ®® R" R R X Y
X¥XIE-23-1 P H H OH Pr H H F OH
29800011 ~ 8942 -

3EI557.1
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Docket Mo. : PH30RG.PUG-TRE D

Ma ®ORT OR® B® R R XY
XXXiE232 Pr H H  CH, Pr H H F OH
¥EXIL333 Pr H OB CH(CH) e H H F OH

KXHIE33-4 Pr H 8B CHCHICH), P ¥ T 7 O
KXXIE238 Pr H O H  CHpPh Pr H H F OH
KEXIE-23-6 Pr H H  CHdndeldyl P H B OF oaOH
XKXKIE23-7 Pr H B CHOHSCH. o 5 H F OH

XXXIL238 Pr ¢ H * P H H F OH

*R* and K" joined together by (CHy) to form five-membered rin g

Table XX K124,

He g R r® R R ORI XY
XEXIE-24-1 Bu H H H P H H F OH
EXXKIE-24-2 Bu H H (i Pr H H F OH
XEXIE3-3 Bu H OB CHCH), Pr B OH F OH

KX¥iE344 Bu H H CHCHCH:): P B H F OB

¥EXIE-24-5 'Bg H H COLPa Pr H H F OH
EXWIE24-6 By H H  CHpyndoldyl v H H F OH
XXXIE247 Bo H H CHOHSCH, P H H F OH
HEKIE-24-8 o * B O* Pr H OH F OH

*R? and R™ joined together by {CHa)a to form five-membered Ting,

Table YX{XH-25.

Ne R' R* R® R® B R R X Y
980901 - G073 -

362557.1
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Diocket No, : PHIRO.PCSTRKE

Na R' R R® R” R* B R* X Y
XEXI-25-1 Ph H H H Pr H H ¥ OH
KHEKIL28-2 Ph B OH (i ' H H F OH
XX¥IE25-3 Pk H H  CHICH) Pr H OH F OH

KEXIE25-4 Ph H H CHOHCH), ™ H H F OH
XXHIL25-5 Ph H O H  CHPh Pr H H F OH
KXYIE-3%46 Ph H H  CHyindol3al Pr H H F OH
Y¥XXI-257 PR H OH O CHAOMSCH, ™ H H F oH

KXXE258 Pho® H O » By B H F OH

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

Table XXXI-26.

el R' R R" R" R OR Y ¥
NXXIE-26-1 p-MePh H H H Pr H H F OH
XXHE-26-2 p-MePh H H  CH Pr H H F OH
XEXI-26-3 p-Me-Ph H O H O CH{CH), 'y B OH OF OB

XXEE-26-4 pMePh H H O CHOHCH):, Pr H H F OH
XEXIR26-85 p-MePh H H CHPh Pr H H F OH
XXKEL26-6 pbePh H H  (Ihedel3yt P H H F OH
XXX1-267 p-MePh H H CHCOESCH; P H H ¥ OH

XXX-26-8 pMePh * H ¥ Pr H H F OH

*R* and R joined together by (CHy)s 1o form five-membered rin 2.

Table XXXII-27.

2950803 -1 - 004 -
3625571
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Docket No.,

PH3080.PCO-TRKL

Ne R’ R® R* R® R" " R* X Y
XXXHE-271 p-F-PR H H OH Pr H H F OH
XXXB-27-2 p-F-PFh H H  OH; PrH OH OF OH
XXXE273 pF-Ph H H  CHCH:): Tr B H F OH
XYXH-27-4 pFPR H OH O CHOHCH:) B H H F OH
XXXI-27-8 p-F-Fh H H  CHPh P+ B H F OH
XXXYE27-6 p-FPh H H  CHelndol3yl Pr H H F OH
XENI-27Y pFPh HOH O CHOERSCH: Pr B HOF OH
XXX¥-27-8 p-FPh ¥ H * Br H OH F OH

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

Table XXXII-28,

e R R° R* R” R® B R X Y
XXXIR281 pCl-Ph H H H Pr H H F OH
KAXE282 pClPR H O H  CH Br H H F OH
XXXIR28-3 pCl-Ph HOH CHCH:, Pr H OH F OH
XANE-28-4 pClPh H OH O CHOHICH:), P H H F OH
XXXi28-8 p-ClPh H O H  CHPh Pr H H F OH
XXXIR286 p-ClPh H H  CHeindeldl ™ H H F OH
XEXE-28-7 p-ClPh H OH O OHUHSCH, P H H F GH
XXXI-28-8 p-CLPh * H ¥ Pr M OH OF OH

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

Table XX X128,

28809981
302557.1

- 8035
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Docket Mo, PH308O PUGTRED

Mo R’ R* R® R® R* R R" X Y
XXXi3-28.1 p-BrPh H H H Pr H H F OH
¥XXIE-29-2 p-BrPh H H  OH Br H B F OH
XEXE-20-3 p-Br-PR H H  CH(CH, ’r H H F OH

XEXiE-39-4 pRePh H H O CHCHICH), ™ H H F OH
KEEE-298 pBrPE H H CHPh r H H ¥ OH
XK¥E-29-6 p-Be-Ph H H CHeindol3sl Pr H H F OH
XXKI-29-7 p-Br-Ph H H CHCHSCH, M H H T OH

XXX-298 pBrPh ¢ H ¥ Pr B H OF OH

#R and R joined together by (CHas to form five-membered ring,

Table XXXI-30.

e R RS OR¥ OR® R OR N Y
XXXi3-36-1 plPh H H O H r 0 OH F OH
KHI-3-2 plPh H OH O CH, Br H OH F OH
XXKI36-3 p-IPh H H  CHICH): Tr H B F OH

XEKI-3-4 plPh H H CHCHCHYR ™ H H F OH
KXKEE38-8 plPh H H  CHPh Tr H H F CH
KEKE-30-6 plPh H H  (Heindol3yl Br H H F OH
X¥XEI-30.7 plPh H H CHCOHSCH:; Pr H H F OH

AXXIE368 pI-Ph ¢ H ¢ Tr H H F OH

*R? and B joined together by {CHakh to form five-membered ring.

Table XXXH-31

2920901 -5 - GG -
3528571
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Docket No, ¢

PHIGRO.PCG-TRKL

Re R\ R* R® RT R" R R X Y
XXXH-311 CH, H OH OH "By H H F OH
XXNE-32 CH, H OB OH "By H H F OH
¥XXILALY CH, H H  CHICH:D) iy H H F OH
XYXNO-314 CH, H OB CHOHCH), ™ H H ¥ OH
XXNIL3.S OH, H OB CHh My H H F GH
EXXER31-6 CH, H H  CHyeindoldyl "By H H F OH
XXXI-31-7 O, H OB CHOHSCH: "Be H H ¥ OH
NEX¥L318 CH, * H OO* "My H H F OH

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

Table XXXII-32,

Ne ® ORT R ORT R R B X Y
XXXI-321 Bt H H O H "My H H F OH
XXNIE322 Bt H M OH By H H F OH
WEKI-32-3 Bt H OH  CH(CH. My H H F OH
XXYME-324 Bt H H O CHOHCHE:) "Bs H H F OH
AXXIR38 B H OH CHPh "y H H F QH
XXXER32.6 Bt H H  CHpedndoldsl "By H H F OH
XEXE-32-7 Ft H OB CHOHSCH, "Be H H F OH
WXKE-32-8 Rt * H O e H H OF OH

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

Table XXXII-33.

29R0908 -
3825571

- 907 -
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Docket No, : PH3080,PCs-TRK]

e RYORY OR*® R® R R R X Y
XXXE-33-1 Pr H H H My H H F OH
XXNH-33-2 Pr H H COH, "My H H F OH
EXXIR333 By H OH  CHICH:) e H OH P oon

XXXI-33-4 Pr H H  CHOHCH) ™o H H F OH
K338 oy BHOH O COHPR "By H H F OH
XEXIE-33-6 Pr H H  CHeodoldvi "By H H F oM
XXXER337 Pr H H O CHOHSCH, "By H H ¥ OH

XXXE338 B o* B O "y H OHOF OH

*R* and R joined topether by (CHy); to form Bve-membered ring.m

Table XX X134,

e rR' R* R® R® R R R X VY
XXXU-34-1 Bu H B H "Bu H H F OH
XXXIE34-2 Bu H H CH "By H H F OH
XXXIE34-3 Bu H OH  CHCH), "Ry H H F OH

KXXIE-34-4 Bo H H CHOBCH): "Bus H H F OH
XXXIE3-5 Be B OH  CHPh “Be H H F OH
XEXI346 By H H  Clpeindoldy! "By H H F OH
XXKI347 By H OH O CHOHSCH, "By H H OF OH

EYKI-34-8 Mg * H O O# "My H OH OF OOH

*R* and R joined together by (CHyk to form Bve-membered ring.

Table XXXII-35.

25RHIL - «B0] -
35325571
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Docket No, : PH3O80.PCS-TRK

Mo ®ORY ORT RS R OR RX Y
XXKE-353 Ph H H H By H T F OH
XXXIL352 Ph H H CH My H H F OH
XXKXE-35-3 Ph H O H  CHICH)Y By H H F OH

EEEN-35-4 PR H OH O CHOHCH:), "Bu H OH F OB
XXXIE35-8 Ph H H CH¥Ph Bu H # F OH
XREIE3S6 Ph H H CHeindol3yl "Bg H H F OH
KXEE-35-7 Ph H H CHOCHACH:, "By H H OF OOH

EXXIL35-8 Py * H ¥ "Bu H H ¥ OH

*R* and R joined together by {CHyls to form five-membered ring,

Table XXXI1-36.

e R R R® R® RO’ R X Y
XX¥I-36-1 p-Me-Ph H H H "By H H F OH
XXXIE36-2 p-MePh H H CH "By H H F OH
XKXIE363 pMe-Ph H H  CH{CH.) By H H F OH

EXREE36-4 p-MePh H H CHCOHCH:) "B H H F OH
BEER-36-8 p-Me-Ph H H CHPh By H H F OF
KXXI-365 p-Me-Ph H H  CHdedol3w! "By H OH F OOH
HAEH-36-7 pMePh H O H O CHCHSCH, "Bug H H ¥ OH

REEXE-36-8 pMefh * H % Mg H H F OH

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

Table XX X137,

2980001 -1 - 900 -
3625571
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Docket No. : PH3080.PC6-TRK]

Ne R BT R® R R R R X ¥
XX¥iE-37-1 pF-Ph H O H O OH By H H F OH
XXXIE37-2 pF-Ph H H CH "My H H F OH
WAKYL33 pFPh HOH O CHICH), "By H H F OH

EEXE-3M4 pFPh H OH O CHCHICH:;), "Bos H H F OH
XXXB-378 p-F-Ph H H CHPh uw H H F OH
KXEN-37-6 p-F-Ph B O H CHedpdol3vi "B H H F OH
EXXE-30Y pfPh H H O CHCOHSCH, "Bp H H F 0OH

KXXH-378 pFPh ¢ H ¥ "By H H F OH

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

Table XXXII-38.

Mo R’ R* R* R B R R XY
XXX-38-1 p-C.Ph H H H My H H F OH
XXXIE382 pCLPh H OH  CH, "Ry H H ¥ OH
XXXIL-38-3 p-ClPh B H CHCH:) My B B F OH

EEXR-384 pClPh B H CHCOHCH): "Be H H F OH
EXXi38-5 pChPh H H  CHPh "Ma H H F OH
EERN-386 pClPh H OH  CHpipdol3yli "Be H H OF OQH
XEXIB387 p-CLPh B H CHCOHSCH; "Be H H F 0H

XYXI388 PR O H ¢ Ty H OH F O OH

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

Table XXXIL-39

GRG0 -1 - 910 -
362857 .1
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Docket No. : PH3G80PCS-TRKE

e R’ RS BR® R® RV R R OX Y
XXXik3%3 pBrPh B 0 H Mg H H ¥ OH
XXXIR3%-2 p-BePh H B OH, "y H H F Of
XNKIE39-3 pBePh H OB CHICH): By H H F OH

XXXE384 pBrPh H H CHORCH:), "Bg H H F OH
XEXIR3%-5 p-BrPh B H  CH:Ph Mw H OH F OH
XAHN-3%-6 pBePh H H  CHendol3yl "Ba H H O F OH
XXXI-38%-7 pBePh H OB CHOHSCH, "Bg H H F OH

XXXE-2%-8 pBePh ¥ H O O¥ Mg H H F OH

*R* and R™ joined together by (CHah to form five-membered 7ing.

Table XXXI1-40.

No R R® R*® R® R ®R R XY
XXXH-48-1 p-IPh H H H "Bu H H F OH
XXXI46-2 p-l-Ph H H CH Bu H H F OH
XANI-40-3 p-I-Ph H O H  CHICH), My H H F OH

KXXO-40-4 plPh H B CHCHCH:Y "Bu H H F 0™
XXAH-40-5 pi-Ph H O H  CHPh Ry H H F OH
XXX-40-6 pi-Ph H H  Ciheindol3yl "Ba H B ¥ OH
XNKIL407 pIPh H O H  CHCHSCH, "By H H F OH

EXX48-8 pl-PR ¥ H F By H OH F OH

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

Table XXXIi-41.

20804014 =811 -
3635574
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Docket No. : PH3080 FCS-TRK

Mo rR' R R¥ R® R" R RV X ¥
XKXXi43-1 CH, H H H Bz # H F OH
¥XXI412 O, H O H OCH Br H H F OH
XEXE41-3 CH, H H  CHCH) Bz H H F OH

EXEE4i4 Oy H H CHECHICH): Be: H H F OH
ERXY431-8 CH, H H  CHth Bz H H F (OH
EEXE41-6 CHy; H B CHedndob3yl Bz H H OF OH
KEXI43T CH, H H CHOLSCH, Bz H B F OB

KEXIEA4L8 CH, = H o* Bz H H ¥ (OH

*R* and R joined topether by {CHa)s to form Sve-membered ring.

Table XXX11-42.

Me R" R* R® R® R* R R* X Y
WXX¥E-42-1 Bt H H H Bz § H F OH
XXXH-42-2 Bt H H  CH Bz H H F OH
YXX42-3 Bt H H  CHICH:) Be H H ¥ OH

XX¥I434 Bt H H CHCHCH.), Bz H H F OH
EXEI-42-5 Bt H H  CHPh Br H H F OH
HEEG-42-6 Bt H H CHyindol3yl Bz H H F OH
EXXU4%T7 Bt #H H O CHUHSCH; Be H H F OH

¥NE@428 Br o * H O B H H F OH

¥R and R joined together by (CHak to form fve-membered ring.

Tahle XXX11-43.

2RO 11 917 -
3625571
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Docket No. : PH3080.PC6-TREN

No R' R* R® R® R R R X Y
XRXIE431 By H O H OH Bz H H F OH
XHXD-43-2 Pr H B CH, Bz H H F OH
KXXIN43-3 Pr H OB CHCHY), B H H F 0OH

XEXE43-4 P H OB CHCHCH), B H H F OH
XXXT43.5 Pr H B CHP: Bz H H F OH
KKKI43-6 Pr H B OHpindoldl Bz H OH OF OOH
KRRN43-7 Pr H H CHCHSCH, By H H OF OH

KXXIE-43-8 Pr ¢ H 4 Bz H H F OH

*R? and R™ joined

together by (CHy)s to form Hve-membered ring,

Table XXXII-44.

He R R R® R® R* R R®* X Y
XXEE-44-1 Bw H H H By H H F OH
XXXi-44-2 Bu H H (W Be H H ¥ OH
XXXIE44-3 Bu H H  CH{CH)Y B: H B F OH

XXXiE44-4 By H H CHLOHCH) Bz H H O F o
XXKIE44-8 Ba H H  CHPh Bz H H F OH
KEXIE-44-6 Ba H H  CHendel3yl Bz H H F QH
XXXU-447 Bu H H CHOHSCH: Be: H H OF OH

XERE44-8 By * H ¢ Bz H H ¥ oOH

*R7 and R™ joined together by {CHa) to form Sve-membered ring.
Tahle XXXI-45,

2980005 -1 -913 -
3535871
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Docket No, 1 PHIOREPCS-TRK]

Ha R' R* R* R® R" R R°® X Y
ERXY45-1 Ph H H H Bz H H F OH
XXXH452 Ph H H CH Bz H H F OH
XXXIL45-3 Ph M OH CHCH;) Bz H H F OH

XXXN454 Ph H H CHEORCH:), B H ®H OF OH
KE3i455 Ph H H CHM B:e H H F OH
XEXN486 Ph H H  CHyodeldyl Be H H F OH
HEXI48.T Ph H B CIECOESCH:, Bz H H OF OH

EXXI-458 P H O * B H H F OH

¥R and R joined together by {CHy)s to form five-membered wing.

Table XXX 1146,

e K K R® R® R R XY
CHXXI46-1 p-MePh H H O H Bz H H F OH
XXXIE46-2 p-MePh H H  CH Bz H H F QH
XEXI-463 pMePh H B CHIOH): Bz H H F OH

XXX464 p-Me-PE H H CHCOHICH) Bz H H F Qu
XXXI463 pMePh H B CiLPh Bz H H F OH
HAKE48-6 p-Me-Ph H H  CHedndol3wl Bz H H F OH
XEXBA46T pMePh H H CHUESCH, B H H F OH

XXR-46-8 pbe-Ph * H O B H H F 0OH

*Rand B joined together by (CHa); to form Bve-membered ring,

Table XXXII-47.

2GR -1 - 8914 -
3625571
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Docket No. : PH3IORO.POS-TRKD

e R R R* R® R* R R X Y
XXX{47-1 p-F-Ph H H H Bz H H F OH
XXXi-472 pF-Ph H H O Bz H H F OH
XXXIE47-3 p-F-Ph H H  CHCH) Bz H H F OH

XXXH-474 pF-Ph H H CHCHCH:)R Bz H H F OH
XXXE-47-85 pFPh H H  CHPh Bz H H F OH
Y¥XKIE47-6 p-F-Ph B H  CHpeindol3y! Bz H H F OH
XXXI477 ¢FPh H H CHCHESCH; B H H F OH

EXXEAT8 pFPR * oHOF B H H F ¢H

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

Table XXX 148,

Mo R R R® RT R R R X Y
XXX48-1 pClPR H H O H Bz B H F OH
XKXXI48-2 pClPR B B CHy Bz H H F QOH
XXXI-48-3 pClPR H H  CHCH) Bz H ¥ F OH

XKEXEHNA484 pChPh H H CHOHCH)» Bz H H F QOH
EXEO485 pUlPR H OH CHPR B H H F OH
EEXB 486 p-ClPh H H CHyindold3wl Be H H F OH
XEXE487 pCLPh B OH O CHLESCH: B H H OF OH

EXXO488 pClPh * H ¥ Bz H H F OQH

*R7 and R joined together by {CHah to form five-membersd ring.

Table ¥XXXI1-49,

78809011 Gl
362557.1
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Docket No. ; PHIOBOPCOS- TR

Mo R R K® R® R R OB X ¥V
XXXi-48-1 p-BrPh H H H Bz H# H ¥ OH
XXXIL49-2 p-Br-Ph H H CH Bz H H F OH
EXXI-49-3 pBe-Ph H O OH  CHICH:), Bz H H ¥ OH

XEREH494 p-BrPh H H CHCHICH) Bz H H F OB
EEXRIE49-8 p-Br-Ph H H CHPh Be H H F 0OH
XEEDR4%6 p-Dr-Ph H H CHelndoldwl B B H F OH
KERI4%7 pBr-Ph H H CHLHSCH, Bz H H F OH

HEEEN-49-8 oBePhr * H * B2 H H F OH

*R” and B joined together by (CHy)s to form five-membered rin 2

Table 2001-50

Ne R’ B OR® RV B R R OX Y
KXKi-50-1 ptPh H H H Bz H H F OH
EXEI-562 plPR H OH CH Bz H H F OH
XXKH-50-3 plPh H H  CH(CH) Bz H H F OH

XXXH-384 plPh H H CHOHCE, B H H OF OH
HAXKE-58-5 plPh H O OH CHPh Bz H B F OH
EXXI-538-6 plPh H H CHeindeldwl By H H F OH
EXRH-30-7 p-l-Ph H H CHCOESCH, Bz B H F OH

BXAI-508 plPh * H % Be H H F OH

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

DOSAGE, ADMINISTRATION, AND USE
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A sixth embodiment of the present invention is directed to & composition for the
freatment of any of the viral agents disclosed herein said composition comprising a
pharmaceutically acceptable medivm selscted from among an excipient, carrier, diluent,
and squivalent medivm and a compound, that is intended fo include s salts (acid or basic
addition salts}, hydrates, solvates, and crystalline forms can be obisined, represented by

formoula L

It is contemplated that the formulation of the sixth embodiment can contain any of
the sompounds contemplated in any of the aspects of the first, second, third, fourth, and
fifth embodiments or those specifically recited in the tables above or cxemplified hersin,

gither slone or in combination with another compound of the present invention.

The compounds of the present nvention raay be formulated in 2 wide variety of
oral administration dosage forms and carrters, Oral admindstration can be in the form of
tablets, coated tablets, hard and soft gelatin capsules, solutions, emulsions, syraps, or
suspensions. Comnpounds 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 & convenient daily dosing regimen which
can be adpusted according to the severity of the disease and the patient’s response to the

antiviral medication.

A compound or componnds of the present Invention, as well as their
pharmaceutically acceptable salts, together with one or more conventional excipients,
carriers, or dilosnts, may be placed into the form of pharmaceutical composttions and
unit dosages. The phanmaceutical compositions and unit dosage forms may be comprised

29806011 -817 -
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of conventional ingredionts in conventional proportions, with or without additional active
compounds and the undt dosage forms may contain any suitable effective amount of the
active ingredient commensurate with the intended daily dosage range to be emploved.
The pharmacentical compositions may be employed as solids, such as tablets or filled
capsules, semisolids, powders, sustained release formulations, or lguids such as
suspensions, emualsions, or filled capsules for oral use; or in the form of sappositories for
rectal or vaginal administration. A typical preparation will contain from about 5% to
shout 95% active compound or compounds (w/w). The term "preparation” or "dosage
form” is intended to include both solid and Hguid 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 wsed o preparc &
pharmaceutical composition, and is generally safe, non-toxic and neither biologically nor
otherwise undesirable, and includes excipionts that are acceptable for veterinary use as
well as human pharmacentioal use. The compounds of this invention can be administered
alone but will generally be administered o admixture with one or more spitable
pharmaceutical excipients, diluents or carriers selected with regard to the intended route

of administration and standard pharmaceutical practice.

A "pharmacentically acceptable salt™ form of an active ingredient may also
imitially confer a desirable pharmacokinetic property on the active ingredient which were
absent in the non-salt form, and may even positively affect the pharmacodynamics of the
active ingredient with respect to its therapestic activity in the body. The phrase
“pharmaceutically acceptable salt™ of a compound as used herein means a salt that is

208060011 -3i8 -
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pharmaceutically acceptable and that possesses the desived pharmacological activity of
the parent compound. Such salts include: (1) acid addition salts, formed with inorganic
acids such as hydrochloric acid, hydrobromic acid, sulfuric acld, nitric acid, phosphoric
acid, and the like; or formed with organic acids such as ghveolic acid, pyruvie acid, lactic
acid, malonic acid, malic acid, maleic acid, fumaric acid, tartaric acid, citric acid, 3-(4-
hydroxybenzoyhibenzole acid, cinnamic acid, mandelic acid, methanesalfonic acid,
ethanesulfonic acid, 1,2-ethane-disulfonic acid, 2-hydroxyethanesulforde acid,
benzenesulfonic acid, 4-chlorobenzenssulfonic acid, 2-naphthalenssulfonic acid, 4-
toluencsulfonic acld, camphorsnifonde acid, lawy! sulfiede acid, gluconic acid, glutamic
acid, salicylic scid, muconic aaid, 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 & cationic component selected from among Na™, X', Mg™, Ca%', and NHQR"}-;,
in which R is a Oy allyl and gis a mumber selocted fom among 8, 1,2, 3, or 4. It
should be understood that all references to pharmaceutically scceptable salts include
sobvent addition forms {sclvates) or crystal forms {polymorphs) as defined herein, of the

same acid addition salt.

Solid form preparations include powders, tablete, pills, capsules, suppositories,
and dispersible granules. A solid carrier may be one or more substances which may also
act as diluents, flavoring agents, solubilizers, ubricants, suspending agents, binders,
presevvatives, tablet disintegrating agents, or an encapsulating material. In powders, the
carrier generally is a finely divided solid which is a roixture 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

2930901-1 -219 -
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size desired. Suitable carviers include but are not Hmited to wagnesium carbonate,
magnesivm stearate, tale, sugar, lactose, pectin, dextrin, starch, gelatin, ragacanth,
methylealinlose, sodinm carboxymethvieellulose, g low melting wax, cocoa butter, and
the like. Solid form preparations may coniain, in addition to the active component,
colorants, Havors, stabilizers, buffers, artificial and nateal sweeteners, dispersants,

thickeners, sohubilizing agents, and the ke

Liguid formulations also are suitable for oral administration include lquid
formulation lnclading emulsions, syrups, elixirs and aqueous suspensions. These include
solid form preparations which are intended o be converted to Hauid form preparations
shortly before use. Emulsions may be prepared in solotions, for example, in agueous
propylens glveol sclutions or may contain emulsifving agents such as lecithin, sorbitan
monooleate, or acacia. Aqueous suspensions can be prepared by dispersing the finely
divided active component in water with viscous material, such as natural or synthetic
pums, resing, methyleellolose, sodiom carbonymethyicellulose, 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 mixtore of fatty acid glyeerides or cocoa
brtter is first melted and the active component is dispersed homogeneously, for example,
by stirring. The molien homogeneous mixture is then poured into convenient sized

melds, allowed to cool, and to solidify,

20809811 ~ 920 -
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The compounds of the present invention may be formalated for vaginal
administration. Pessaries, tampons, creams, pels, 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, dilvents and expciptents
are deseribed in Remington: The Sclence and Practice of Pharmacy 1998, edited by E.
W. Martin, Mack Publishing Company, 19th edition, Easton, Pennsylvania, which is
hereby incorporated by refevence. The compounds of the present invention can also be
encapsulated in liposomes, such as those disclosed in UK. Patent Nos. 6,180,134,
5,192,348, 3,376,380, 6,060,080, 6,133,763, cach of which is incorporated by reference.
A skilled formulation scientist may modify the formalations within the teachings of the
specification to provide numerous formulations for 8 particular route of administration
without rendering the compositions of the present invention unstable or compromising

thetr therapeutic activity,

The modification of the present compounds to render them more soluble in water
or other vehicle, for example, may be easily accomplished by minor modifications {e.g.,
salt formoulation), which are well within the ordinary skill in the art. I is alse well within
the ordinary skill of the art 1o 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 ¥ in the manufacture of 2 medicament for the treatment
of any condition the result of an infection by any one of the following viral agents:

2986901-1 B
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hepatitis U virns, West Nile viros, yellow fover virus, dengue virus, thinoviras, polio
3 > » p

virus, hepatitis A virus, bovine viral diarrhes viros and Japanese encephalitis virms.

The term "medicament” means a substance used in a method of treatment and/or
prophylaxis of a subject in nesd thereot, wherein the substance includes, but is not
Himited {o, & composition, a formulation, a dosage form, and the like, comprising the
compound of formula I, 1 is contomplated that the compound of the use of the
compound represented by formula ¥ in the manafacture of & medicament for the reatment
of any of the antivira] conditions disclosed herein of the seventh embodiment can be any
of the compounds conferopated in any of the aspects of the first, second, third, fourth,
fifth embodiments or those specifically recited in the tables above or exemplified hersin,
either alone or i combination with another compound of the present fnvention. A
medicament includes, but is not Hindted to, any one of the compositions contemplated by

the sixth embodiment of the present Invention.

A cighth embodiment of the present invention is directed to a method of freatment
and/or prophylaxis in a subject in need thereof said method comprises administering a

therapentically effective avnount of the compowund represented by formula 1 to the subject,

A Birst aspect of the sighth embodiment is directad to a method of treatment
and/or prophylaxis in 2 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 T to the subject.

A second aspect of the eighth embodiment {e directed to a method of treatment

and/or prophylaxis in 2 subject in need thereof said method comprises alternatively or
2505011 - 922 -

3635571
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concurrently administering a therapeutically effective of at least two compounds falling

within the scope of the compound represented by formula 1 to the subject.

E is intended thal 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 inchades, but is not
fimited to, hepatitis C virus, West Nile virs, yellow fever virus, dengue virus, rhinoviras,
polio virus, hepatitis A virus, bovine viral diarrhea virus or Japanese encephalitis virus,
flaviviridae viruses or pestiviruses or hepaciviruses or a viral agent causing symapioms

equivalent or comparable to any of the above-lsted viruses.

The term "subject” means & manunal, which includes, but is not limited to, cattle,
pigs, sheep, chicken, turkey, butfalo, Hama, ostrich, dogs, cats, and humans, preferably
the subject is a human. It is contemplated that in the method of treating a subject thereof
of the sixth evobodiment can be any of the compounds contemplated in any of the aspects
of the first, second, and thivd embodiments or those specifically reciied 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 1o reduce symptoms of the disease in an individual. The dose will be adjusted to
the individual requirements in sach particular case. That dosage can vary within wide
limits depending upon numerous factors such as the severity of the dizsease to be freated,
the age and general health condition of the patient, other medicaments with which the
patient is being treated, the route and form of adminisiration and the preferences and
experience of the medical practitioner nvolved. For oral administration, & daily dosage
of between about 0.1 and abowt 10 g, including all values in between, such as 0.25, 0.5,

29R001-1 - 923 .
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075, 1,15, 2,25,3,3.5,4,45,5,55,6,65 7,75, 8,85, 9, and 9.5, per day should be
appropriate in menotherapy and/or in combination therapy. A preferred daily dosage is
between about 0.5 and about 7.5 g per day, more preforred 1.5 and about 6.0 g per day.
Cenerally, treatment is initiated with a large initial "loading dose™ to rapidiy reduce or
eliminate the virus following by a decreasing the dose to a level sufficient to prevent
resurgence of the infection. OUne of ordinary skill in tfreating diseases described herein
will be able, without undue experimentation and in reliance on personal knowledge,
experience and the disclosures of this application, {o ascertain a therapeutically effective

amount of the compounds of the present lnvention 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 proteing (o.g., albumin, clotting factors,
alkaline phosphatase, aminotransferases (e.g., alanine iransaminase, aspartate
transaminase}, Snucleosidase, v-glutaminyliranspeptidase, ete.), synthesis of bilirubin,
synthesis of cholesterel, and synthesis of bile acids; a liver metabolic fanction, including,
but not Hmited to, carbohydraie metabobism, amino acid and anmonia metabolism,
Alternatively the therapeutic effectiveness may be monttored by messuring HOV-RNA.

The results of thess tests will allow the dose o be optimized.

A third aspect of the sighth embodiment, is directed to a method of treatment
and/or prophyvlaxis in a subject in need thereof sald method comprises administering to
the subject a therapeutically effective of 8 compound represented by formula Y and &
therapeutically effective amount of another antivival agent; whereln the administration is
concurrent or alternative, Ht is understond that the time between altemative
administration can range between 1-24 hours, which includes any sub-range in between

29808505 -1 - 924 -
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inciuding, 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 sgents” include, but are not Hmited to: HCOV NS3
protease inhibitors {ses WO 2008010921, WO 2008010921, EP {88100, WO
Z007013824, WO 2007014925, WO 2007014926, WO 2007014921, WO 2007014824,
WO 2007014922, US 2003267018, WO 2005095403, WG 2003037214, WO
2004094452, US 2003187018, WO 200364488, WO 2005028502, and WO
2003006450y, HOY NS3B Inhibitors {see US 2007275947, US20472759300,
WOZ007095265, WO 2007092000, WO 2007076034, WO 200702602, US 2005081285,
WO 2006093801, US 2006166064, WO 2006065580, W 2006065335, US
2006040627, US 2006040890, WO 2006020082, WO 2006012078, WO 2005123087,
LIS 2005154056, US 2004229840, WO 2004065367, WO 2004003138, WO
2004002877, WO 2004002944, WO 2004002940, WO 2004000858, WO 2003108779,
WO 2003010141, WO 2002057425, WG 2002087287, WO 2005021368, WO
2004041201, US 20060293306, US 20060104740, U 20060241064, US 67841686, WO
2007088148, WO 2007039142, WO 2005103045, WO 2007036145, WO 2004096210,
and WO 2003037895); HOV N84 Inhibitors (sce WO 2007070856 and WO
20030679003, HOV NS5Sa Inhibitors (see US 2006276511, WO 2006120252, WO
2006120251, WO 2006100319, WO 2006035061); Toll-Hke receptor agonists {seeWO
2007093901}, and other inhibitors {see WO 2004035571, WO 2004014852, WO

2004014313, WO 2004000020, WO 2003101993, WO 2000006329,

A tourth aspect of the sighth embodiment, is divected to & method of reatment in
a subject in need thereof said method comprises alternatively or concurrently

administering a therapeutically effective of a compound represented by formula Y and

FHROGCE-1 ~ 925 -
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another antiviral agent 0 the subject. It is understood that the thne between alternative
administration can range between 1-24 hours, which includes any sub-range in between
inchufing, 2,3, 4,5, 6,7, 8, 9, 10, 11, 13, 13, 14, 15, 18, 17, 18, 19, 20, 21, 22, and 23

hours.

A Bfth aspect of the elghth embodiment, is directed to a method of treatment
and/or prophylaxis in & subject in need thereof said method comprises administering o
the subject a therapeutically effective of at least one compound represented by formula §
and a therapewtically offoctive amount of ancther antiviral agent; wherein the
administration is concurrent or alternative. T is understond 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, 1§, 1%, 20, 21, 22,

and 23 howrs,

A sixth aspect of the cighth embodiment, i directed to 8 method of freatment in a
subject in need thereof said method comprises alternatively or concurrently administering
& therapeutically effective of at least one compound represented by formula ¥ and another
antiviral agent to the subject. T8 is understood that the fime between alternative
administration can range between 1-24 hours, which includes anv sub-range in between
mchuding, 2,3, 4,5, 6,7, 8,9, 14, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 22, and 23

hours.

It is contemplated that the another antiviral agent includes, bt is not lmited to
interferon - , interferon-B, pepylated interferon-o, vibavirin, levovirn, viramidine,

another nucleoside HCV polymerase inhibitor, a HCV non-nuclesside polymerase

AGBGH -1 - 926 -
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inhibitor, a HCV protease inhibitor, & HOV helicase inhibilor or a HOV fusion inhibitor,
When the active compounnd 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 {s combination thevapy, such administration may be concurrent or
sequential with respect o that of the nucleoside dertvatives. "Concurrent administration”
as used herein thus inchudes sdwinistration of the agents & 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

adrninistration of two or more dosage forms with 8 single active agent.

it will be understood that references herein to treatment extend to prophylaxis as
wol as o the troatment of existing conditions. Furthermore, the term “treatment” of a
HCY infection, gs used heredn, also includes treatment or prophylaxis of a dissase or a
condition associated with or mediated by HCV infection, or the clinical svmptoms

therent.

PROCESRS FOR PREPABATION

An ninth embodiment of the present invention is directed to a process for
preparing the compound of formula [, which comprises reacting 8 suitably substimted

phosphochloridate compouad 4 with g nucleoside analog §

\ R
Q“;“)\w?‘f—x’ HEY ;\q Q}-"Base
sy L gY SR
R ®e Yo e
4 5
2950901 +1 - G7 .
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wherein the substituents B/, R%, R?'a, R3b, R* Rf, XY, Ré, and base have their
meanings as disclosed in the Detailed Description of the Invention and X' is a leaving
group, such as CL, By, 1, tosylate, mesylate, trifluoroacetate, trifluorosulfonate,
pentafluorophenoxide, p-NOy-phenoxide, or other commonly used leaving groups g8
disclosed in Advanced CGrganic Chemizry by March, Fourth Edition. Leaving groups
and methods that can be used to effect the formation of a phosphoramidate nucleoside
conjugate are foand in UR 20060142238 and WO 2007095269, Preferably, the leaving

group is £1,

This reaction is performed in an snhydrous aprotic selvent such tetrahydrofuran,
dioxane, or both tetrahydrofaran and doxane, 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 temaperature being
hetween §°C and room tempersture. The nucleoside is first stirred with a base (5 to 12
eguivalents) such as Nemethylmidarole, collidine, pyridine, 2,6-lnliding, 2, 5-Bu-
pyridine, efe. 3 tertiary amine base, such ag triethvlamine, ditsopropylethylamine, oic., or
an alkyl Grignard reagent, such as (BuMgUl, {BoMgBr, MeMgCl, MeMgBr, etc. The
phosphorochloridate (3-10 equivalents) is diseolved in the reaction solvent and added io
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 tempoerature and tine being 24 he.
The solvent is removed from the reaction mixture and the product is purified by

chromatography on silica gel.

20509011 - 928 -
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A tenth embodiment of the present invention is directed tu 2 product obtained by a
process which comprises reacting a suitably substituted phosphochioridate compound 4

with a nucleoside analog 8

RS"\ R‘Sb JR"
O\Y/\'*({N,?!}--x ?K)';;?{O}*"Base
RA{:) R? o Y“c ;{;%RE
4 g

wherein the substituents B, B®, w* r® gt B®, %, ¥, R, X, and base have their

h

meanings a3 disclosed in the Detailed Description of the Wnvention,

This reaction can be performed in an anhydrous aprotic solvent or other suitable

solvent, such as tetrabydrofuran, dioxane, or a mixture of tetrahvdrofursn and dioxans,
with tetrahydrofuran being the preferred solvent. The reaction is typically inftisted at 8

10 temperature range from -78°C to 40°C with the preferred reaction temperatuve being
between 0°C and room temperature. The nucleoside is first stirred with a base (5 to 12
equivalents) such as N-methylimidazole, a tertlary amine base or tButyl Magnesinm
Chioride. A phosphorochloridate (3-10 equivalents {or suitable "phosphoro-{leaving
groupi-date”™)) is dissolved in the reaction solvent and added to the mixture of the

15 pucleoside and base. The reaction is then allowed to stiv over a period of time at a
temperature between room temperature and 40°C for a petiod of 30 min to 24 he. with the
preferred reaction temperature being room temperature and time being 24 hr, The solvent
is removed from the resction mixture and the product is purified by chromatography on

silics gel.

20 Compounds and Preparation

2980005 - 926 .
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Phosphoramidate compounds of the present invention can be prepared by
condensation of a nucleoside analog 5 with a suitably substituted phosphochioridate
compound 4 {Scheme 1). The nucleoside analog is made by conventional procedures
disclosed in any one of UK, Published Application Nos. 2005/0009737, 2006/0199783,
JO06/0122144, and 2007/0197463, each of which is incorporated by reference in its

entirety.

Disclosed 1H-NMR values were recorded on g Varian AS-400 instrument. Mass
spectral data were oblain using either & Micromass-Quattromicro AP or 8 Waters

Acguity.

Thus, by way of example cnly, a suitably substituted phenol can be reacted with
phosphores oxychloride (1) to afford an aryloxy phosphoredichloridate 2 (see Example
1) which is subsequently treated with & acid addition salt of an g-amino acid ester in the
presence of TEA to afford an arvloxy phosphorochloridate 4. This arvialkon y-amine
acid phosphoramidate is reacted with the nuclsoside analog 1o provide the produet § (for
procedure see, e.g., C. McGuigan ot al. Antivival Res. 1992 17:311-321; D. Curley et al.
Antiviral Res, 1990 14:345-358; McGuigan ot al. Antiviral Chem. Chemother 1990

HIR107-113).

Scheme 1

20809011 - 930 -
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The preparation of nucleoside phosphoramaidates requires reacting an
appropriately substituted phosphochioridate with s nucleoside containing a free 5~
hydroxyl moiety, In cases where only one hydroxy! group is present, preparation of the
phosphoramidate usually proceeds smoothly when the phosphochloridate is reacted with
the desired nucleoside. In cases where the nucleoside contains more than one free
hiydroxyl group, preparation of the appropriately protected nucleoside might be reguired.
Silyl, acetonide or other aloohol protecting groups known in the art might be warranted
for protection of the sugar molety. For protection of the nucleoside base, protecting a

free aming group may require amidine protection strategy,

Condensation of the phosphochloridate can be carried out on the unprotected
pucleostde. Since the 5-OH group of g nuclenside is much less hindered than the 30O
grouy, selective phosphoramidation is possible under carefully controlled conditions.

Adter condensation to form a protected phosphoramidate nucleoside, deprotection to

PHROR -1 9371 -
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ohiain 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 colummn 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 {0 be iHusirative, and not

Hmit the disclosed invention.

EXAMPLE

General Procedure for Preparation of phosphoroadichloridates

R‘i
fo 3
-
i? o + R0 e Cb—p—{
& <
4 2

A solution of the appropriate phenol R-OH (eg) and triethylamine (1 eg) in
anhydrous ether was added dropwise to a stirred solution of phosphoryl trichloride §
{Teq} at § °C over a period of 3 howrs under nitrogen. Then the temperature was warmed
to room temperature, and the reaction was stirred ovorndght. The triethylamine salt was
quickly removed with suction filtration and the filtvate concentrated in vacun to dryness

to afford 2 as an oil which was used withowt firther purification,
EXAMPLE 2

CGeneral Procedure for Preparation of phosphorochloridates

29869011 . 932 .
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A B R, RE R
Q\ = < Q\ R
Ci—p—~0 &3 4}/ N, A m——— ! \N'ﬁ -G
H R G iy o
Rd R:.
A=Chor Ty
&
2
3

A solufion of tristhylamine (Zeg) in anhydrous dichloromethane was added
dropwise 1o a solation of arvloxy-phosphodichloridate 2 {1 eg) and the appropriate amino
gster 3 { | o) in anhydrous dichloromethane with vigorous stisring a1 -78 “C over a

S period of 30 to 120 minutes. Then the reaction temperature was allowed to warm to room
temperatuve and stivred over night. Rolvent was removed. The residue was washed with

ethyl ether and fltered, the filtrate was dried over reduced pressure to give 4.
EXAMPLE S

Genersl Procedures for nuclenside phosphoramidate derfvatives

88 \R:ib -3 . e < E-L

A9 0 e T
&‘}/ RO o O 4 Rs \»‘”‘*‘ < —_— &\%’ > BN /‘%\r

N SR AN T e
mig O Y ox R 5 Lo mes

Qg RQ Rz Rs\‘LN
Y e
10 4 5 ’

A solution of the appropriate phosphorochloridate 4 (6.5 equivalents) in
anhydrous tetrabydrofuran {THE) was added to 2 mixtore of nuclecside 8 {1 equivalent)
and Nemethvlimidazole (8 equivalents} in anhydrous THF with vigorous stivring al room

13 temperature and the reaction mixture was stirved overnight. The solvent was removed in

29809011 - G933 -
3525571
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vaeuo and the crude was purified by colwnn chromatography andfor preparative thin

taver chromatography to give L
EXAMPLE 4

Preparation of 2hdeoxy-3-flwore-2-Co-methyluridine

R O v
O ?:3 g LS N ]
e G A ; P
e N T 2 2535«»» BZ‘T’AE;.& _B0% AcOrt
WO F Py Bl F el
g o
O%;/N\f”"o RN
. ¥ 0 A {
»‘"’“”‘{O\r’” AN WREULELL> o T e
Bd A HE =y
3 s £ ¥ ug

2-Dgoxy-2-fuere-2-Comethyvioviidine (1.0g, 1 eg ) {Clarck, 1., et al, I Med

Chem., 2003, 48, 5504.5508) was dissolved in 10 ml of anhydrous pyridine and
concentrated 1o dryness in vacwo., The resulting syrup was dissolved in 20 ml of
anhydrous pyridine under nitrogen and cooled to §°C with stirring. The brown solution

10 was treated with benzoy chloride (1.63g, 3eq) dropwise over 10 min. The ice bath was
removed and stirring contimued for 1.53h whereby thin-ayer chromatography (TLC)
showsed no remaining starting material. The mixture was quenched by addition of water

(0.5 ml) and concentrated to dryness.  The rosidue was dissolved in 50 ml of
dichloromethane (DUM) and washed with saturated NaHCOy agueous solntion and 0O,

15 The organic phase was dried over NaS(, and filiered, concentrated fo dryness to give

N, 3,5 tribenzoylt-2- Deoxy-2'-fluore-2-C-methyloytidine (2.0 g, Yield: 91%4}.

20808011 - 534 .
3625571
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N4,3’ﬁ5‘uhibe:ﬂzoyiw?wae@xyu?..“wﬂuor&?n{,‘wmethyiayﬁ:i{iim {(2.0g, ¥ eg )y was
refluxed in B0% aguecus AcOH oversmight.  Afler cooling and standing st room
temperature (15 °C), wost of the product precipitated and then was filtered through a
sintered fimnel. White precipitate was washed with water and co-gvaporated with

5  toluene fo give a white solid.  The filirate was concentrated and co-evaporaied with
toluene to give additional product which was washed with water o give s white solid.
Combining the two batches of white solid gave 1.50g of 3 S-dibenzoyl-2-Deoxy-2'

fluore-2--Cemsthyharidine {Yisld: $1%).

To a solution of ¥, 3-dibenzoyl-2'-Deoxy-2'-fluore-2-Camethyluridine (1.3 g

10 leg) in MeOH (10 mlL) was added 2 solution of saturated aramonta in MeOH (20mL).
The reaction mixture was stirred gt ¢ °C for 30 min, and then warmed to room
tempersture slowly, After the reaction mixture was stirred for another 18 hours, the
reaction mixture was evaporated under reduced pressure t© give the residue, which was
purified by cobuon chromatography o afford pure compound 2-deoxy-2-fluore-2-C-

15 methylundine (300 mg, Yield: 80 %)
EXAMPLES

Preparation of 2%-Desxy-2'lnore-2-Comethyluridine $'-{phenyl methoxy-alanyl

phosphate)
=4 2N
B N S
HCO A R J: ;J
G, H TN e N N
b o] yJ - RN
o Y P“YO s VTN o 09 g 0‘}«'&,
o AN N\‘;::J - Q?/’\Nfﬁ\{)/%c’ N ><:—‘:0
HO } et
. MeO L. =
H R MO
29809011 - 935 -
3625571
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Phenyl methoxyalaniny! phosphorochloridate {1 g, 6.5 ey ) dissolved in 3 mL of
THY was added to a mixture of 2-Dieoxy-2'-fluore-2'-Camethyvluridine (0.15 g1 og) and
N-methylimidazole {(1.3 g, 8 eq) in 3 mL THF with vigorous stirring at room temperature,
then the reaction was stirred overnight. Selvent was removed by reduced pressure. The
5 resulting orude product was dissolved in methano! purified by prep-HPLC on 2 YMC
25x30X2 mm columm using a water / acetonitrile gradient slution mobile phase. The
acetonitrile and water were removed under reduced pressure to give the desived product
(30.1 mg, 15.6%). "H NMR (DMSO-ds} § 1.20-1.27 (m, 6H), .58 {(d, 7= 16.0 Hz, 3H),
3.75-3.92 (m, 2H}, 4.015-4.379 (m, 2H), 5.54 (4, J = 10.2 He, 1H}, 5.83-5.91 {m, 1H),
10 6.00-8.10 (m, TH), 708 {(d, J= 8.0 He, 3H), 7.22 (5, 1H), 7.35{t, J= 4.4 Mz, 2H}, 7.55 {5,

1H), 11.52 (s, THY, MS, mde 502 (M+1)
EXAMPLE 6

Freparation of 2-Deoxy-2"-fuers-2-Cemethyluridine 5'-(phenyl methoxy-valyl

phosphate}
—
T e ™
MO B /( ﬂ
H M 4 '\\ - - N
0‘3?.#?@,_, i }; ﬁ GM\’\m;} \”;’ g

O y j % - PN O - S
"G \[,mNV:: - ﬁ”‘/\w 1"0/%\1” o Jw
A Med O Ly e
15 HOOF

Phenyl methoxy-valyl phosphorochloridate (0.6 g, 3.6 eg § dissolved in 3 ml. of
THF was added to a miztore of 2'-Deoxy-2'-fluore-2-Comethyhuridine (0.15 g,1 eq) and
MN-methviimidazole ($.44 g, 9 ey in 3 mL THF with vigorous stirring at room

temperature, then the reaction was stirved overnight. Solvent was removed by reduced

F9R6004 -1 - 936 -
36285871
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pressure. The resulting crude product was dissolved in methano! purified by prep-HPLC
on a YMC 25x30X2 mun colwmnn using 8 water / aceionitrile gradient elution mobile
phase. The acetonifrile and water were removed under reduced pressure to give the
destred product (60 mg, 20%). ‘HNMR (DMSQ0-de} & 0.74-0.847 (i, 64}, 1.20-1.28 (i,
3H), LES-1.92 (m, TH}, 3.50-3.54 {m, 1H}, 358 (d, 7= 10.4Hx, 3H), 3.72-3.95 {m, 1H),
4.03-4.03 {m, 1H}, 4.23-4.43 {m, ZH), 556 {, /= 16.0 He, 1H), 5.85-5.92 {m, 1H), 8.01-
6.07 {m, 1H}, 7.16-7.21 {(m, 3H), 737 (. J= 8 Hz, 2H}, 7.55-7.60 (m, 1H), 1152 {5, 1H};

ME, mde 530 V1Y
EXAMPLE 7

Freparation of 2'-Deony-2'-Huore-2'-Comethyluridine 5'-(4-bremopheny! methoxy-

valvl phosphate)

3&6\8/:\ ,‘R\ _<,/">_ “ S}/(: ]” i

Uy
}/ N o0 - Oﬂyﬂ-ﬁ
N “\?wf‘“\”.aﬁ\am,«ﬁ F\{ =i}
Mo M@ L TN
ng wa

4-Bromophenyl methoxy-valyl phosphorechloridate (1 g, 3.4 eg ) dissolved in 3
mi, of THF was added to 4 mixture of 2'-deoxy-2"-fluoro-2-Comethyhuridine (3.2 g1 eg)
and N-methylimidazole (0.35 g, 6 eg) in 3 mL THF with vigorous stirring at room
temperature, then the reaction was stirred overnight. Solvent was removed by reduced
pressure. The resulting crude product was dissolved in methano! purified by prep-HPLC
ona ¥ MO 25x30X2 mom column veing a waler / acefonitrile gradient elution mabile

phase. The acetondtrile and waler were removed reduced pregsure o give the desived

29306011 - 837 -
3635574
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product {120 mg, 26%6). ‘HONMR {(DMSO-de) 8 0.72-0.82 (m, 6H}, 1.19-1.26 {m, 3H),
L86-1.92 (m, 1H}, 3.48-3.50 (m, 1H), 3.56 (d, /= 12.0 He, 3H), 3.72-3.89 {m, 1H}, 3.96-
4.03 {m, TH), 4.22-4.37 (0, 2H), 5.54-5.60 (m, 1H), 5.85-5.91 {m, 1H), 5.98-6.12 {m,

1H), 715 (4, /= 8.0 He, 2H), 7.49-7.56 (m, 3H), 11.53 (s, 1H); MBS, m/e 608 (M+1)".
EXAMPLE 8

Freparation of 2'-Deoxy-2'-fluors-2-Comethyluridine $'-(d-bromophenyl methexy-

alanyl phosphats)
SN
HSCG\::(/\N,R\ //[j% PN
it Ho O SBr L ﬂ/
o, i 2 = N
ﬁ”’“\r—m ol 0, o
- Do Y,
M‘Q\'@sN\{ﬁj > O‘\y"\ /Px{)/% O Nr’ ;;::O

HO f . x ) MO . emmd

MO F HO g

4-Bromophenyl methoxy-alany! phosphorochioridate (0.6 g, 5 g } dissolved in 3
ml of THF was added to & mixture of 2'deoxy-2"fluore-2Comethyluridine (0,15 g1
egjand N-methylimidazole (0.3 g, 7.8 oq) in 3 mb THF with vigorous stirring at room
temperature, then the reaction was stireed overnight. Solvent was removed by reduesd
pressure. The resulting crude product was dissolved in methanol porified by prep-HPLC
on & ¥ MO Z5x30X2 mm column using a water / acetonitrile gradient elution mobile
phase. The acetonitrile and water were removed under reduced pressure to give the
desired product {40 myg, 12 %) 'H NMR (DMSO-da) 8 1.26-1.26 (m, 6H}Y, 3.57 (d, J=
2.8 Hz, 3H), 3.84 (s, 1H}, 3.97-4.03 {m, 1H}, 4.21-4.25 {m, 1H), 433437 {m, 2H), 5.54-
5.60 {m, 1H}, 5.83-5.89 (m, 1H), 3.98-6.18 {m, 1H), 7.16 (4, J= 102 He, 21D, 7.92-7.57

{m, 3H}, 11.52 &, 1 HY; MS, m/e S300M+1)",

2YREHG1-1 - 838 -
362557.1
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EXAMPLE S

Preparation of N4-=-(MN-—dimemyifﬂrmamiaiinyi’}uz‘«dmxyuz’mﬁimmni?;‘w{?n

methyloyiidine
o o |
VMg . e W NPUN
m/’“%{ 0\’?,,,,1 N \/i DMA-DME Hg..W\L_‘CNw;J
HO £ ® HG F
5

F

2-Deoxy-2'-fluore-2'- C-methyleytidine (300 mg, 1.9 mmol) was stirred

with dimethylformamide dimethyl acetal in DMF (10 mL}. The resulting mixture was

stirred af room temperature overnight. After solvent removal the crude product was used
for next step without further purification.

EXAMPLE 18
18

Freparation of 2'-Deoxy-2'-flnore-2-Comethylcytidine $'-(phenyl methoxy-alanyi
phosphate}

HyOO., /i?’!??[’p T
N N
"" Q«\/N\\\ :\/N\_
N
s\

b
[e] \..-:/
Ho F ¥

Phenyl methoxyalaniny? phosphorochloridate (0.6 g, 6 og ) dissobved 1o 3 mL of
5

THF was added to a mixture of N“gm(N,N-dimcthyﬁfom&mnidﬁnyl}_2‘wdeoxy~2‘~ﬂ worg-2--
methylevtidine (0.15 g,1 eq) and N-methylinidazole {03 g 7.8 gl in 3 mL THF with

2GR0

vigorous stirring at room temperature, then the reaction was stireed overnight, Solvent
382557.1

<935 .
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was removed by reduced pressure. The resulting orude product was dissolved in
methano! purified by prep-HPLL on g YMC 2530X2 mun column using a water /
acetonitrile gradient clution mobileo phase. The acetonitrile and waler were removed
under reduced pressure to give the desired product (62 mg, 20.6%). 'H NMR (DMSO-
de) & 116 (A, F = 232 He, 3H), 122 {(d, 7= 7.2 Hz, 3H), 3.56 (8, 3H), 388375 (4, J =
25.6 Hz, 1H), 3.82-3.86 (m, 1H), 3.96-3.98 (m, 1H}L 421434 {m, 2H}, 5.68 (4, .7=72
Hz, 1H), 575577 {m, 14}, 6.07-6.16 (m, 1H), 715719 ¢m, 31, 7.2(4, 7= 9.2 Hz,

7H), 7.39 {, J = 7.8 He, 2H), 7.48 (d, J = 9.2 Hz, 1H); M8, mv/e SO1OM+1Y".
EXAMPLE 11

Preparation of I'-Deoxy-3'-{luore-2'-Comethyleytidine §'-(4d-bromopheny! methaxy-

valvi phosphate)
Y
T NI
i(;' HSCQ\HJJ\E'R()-{/ :{\‘\ ar - ff\J/B?
e, RN [f" "’ O SRR \‘/ Q,. '§‘§f 0
@ E T Oy B a0 TN
N - N N 2
H weo ROO LN
HOOF HO @

4-Bromophenyl methoxy-valyl phosphorochloridate (1.0 g, 3.4 eq. ) dissolved in
3 mL of THF was added to a misture of N‘g-(N,N—dimc—:‘ihyifﬁnnamidinyi}*2“-des}xy—2'~
fuore-2-Chmethyleytidive (0.2 g1 ) and Nanethylmidazole (035 g, 6 eq ) in 3 ml
THF with vigorous stirring at room tewperature, then the reaction was stivred overnight,

Solvent was removed by reduced pressure. The resulting crude product was dissolved in

20809041 ~ 044 -
3625571
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methanol purified by prep-HPLC on a YMU 25x30X2 mem column using a water /
acetonifrite gradient elution mobile phase. The acetonitrile and water were removed
under reduced pressure to give the desired product as a white solid (3% mg, 13%); 'H
MMR (DMEO-de) § 0.74-0.83 (m, 6H), 1.12-1.20 (m, 3H}, 1.89-1.92 {m, 1H), 3.49-3.51
{m, 1H}, 3.55 (5, 3H}, 3.59-3.68 (m, 1H), 3.72-383 {m, 14}, 4.21-4.39 (m, 2H), 5.70-
5.72 {m, 1H), 5.76-5.83 (m, 1H), 6.04-6.16 {m, 1H)}, 7.15 (4, 7 = 13.0 Hz, 2H), 7.26 (5.

TED), 7.33 (5, 1HD), 7.467.55 (m, 1H), 7.56 (4, J = 4.4 Hz, 2H) ; MS, m/e 607 (M+1Y".
EXAMPLE 12

Preparation of 2-deoxy-2'-flusre-2'-C-methyleytidine $'-(phenyl methoxy-valyl

phosphsic}

o
/ T8 o ff}
e HallOn o~ R 7y 5
O*;/N\ TN Y 8 \U@’ N o/k 03*’

& ] G e N N

d AN - g P o O [yl
He j- M;{’/ N'Eo v ;,AN\:J‘

HOF PO

Phenyl methoxy-valyl phosphorochloridate (0.6 g, 6 eg ) dissolved in 3 mL of
THF was added t0 a mixture of N’d—(?\f,N;dimeﬁ:hylf@rmamidinyi}w;?°~de@xy~2‘mﬂuom~2'—C—
methyleytidine (0,15 g,1 eg) and Nemethylimidazole (0.3 g, 7.8 eq) in 3 mL THF with
vigorous stirring at voom temperature, then the reaction was stirred overnight. Solvent
was removed by reduced pressure The resulting crude product was dissolved in methanel
puritied by prep-HPLC on a YMC 25x30X2 mm column using a water / acetonitrile

gradient elotion mobile phase. The acetontirile and water were removed under reduced

29805411 - 841 -
3625571
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pressure to give the desived product as & white solid (86 mg, 42.9 %), 'H NMR (DMSIO.

ds} 8 0.72-0.80 {mn, 6H), LOS-118 (m, 3H), LET-1.92 {m, TH), 3.47-3.51 (m, 1H), 3.58

(s, 3H), 3.71-3.75 {m, 1H3, 3.97 (t, J= 11.2 Hz, 1H), 4.22-437 (m, 2H), 5.70 (4, 7= 8.0

He, 1H}, 5.76-3.84 (m, 1H), 6.01-6.15 (m, 1H), 7.03-708 (o, 3H), 727 (5, 2H), 734 (4, J

= 4.0 Ha, 2H), 746-7.50 {m, 1H); MS, avk 529 (M+1)".

EXAMPLES

Exazmple nombers 13-34 and 56-66 are prepared using similar procedures described for

examples 5-8, The example number, compound identification, and WMRB/MS details are

shown below:

W R® o OR a ,«%\E
F kNS ,/ _,.;;Q
R, SN Py
. o "~ i3 i
nf TEI © g »‘pﬁ\ f/‘)
€ 72 b/ o
ae® \.:”%
¥
Bz R ® r® m* B NRMRANES
13 Ph H H Me Ft TH NMR {DMSO-ds) 8 1.12-1.36 {mn, 31}, 1.20-1.28(m,6H), 3.70-3.40
{m, 2H), 4.00-4.08 (m, 35), 4.18-4.48 (m, 280, 5.52-5.58 {m, L5,
5.83-3.98 (my, 133, 6.00-6.20 (mm, 25, 7.16-7.33 dm, 3H 7.37-7.40
im, ZHY, 7.54-7.60 {m, 1H), 1154 (s.1H) ; M3, mve 5161 (M+13
i4 I-Papth H H Me Bn LH MNMR (DMSO-de) & 1.18-1.33 {m, 85, 2.78-4.5 {m, 5H), 4.38~
4,49 {mn, 2H), 4.95-5.11 {m, 2H), 5.28-5.40 (m, 1), 5.85-6.50 (m,
283, 6.36-5.41 {m, §HE, 728732 {m, SH), 7457850 (m, $H), 773
TG, TH) , T.94-8.130m, EH L 843-8.335(m, 1), 11.50 (.18 ;
ME, wm'e 628.4 (bt
15 Fh H 33 " Me TH NMR (DMSO0-d) 8 1.22 (4, 3=02.4 He, 3H), 3.50{s, 3H), 3.63-3.65
{m, 23, 3.74-3.80m, BHD 4.02(8, F=11.2 Fe, 1H), 4234 28{m, 1H),
440443 (m, TH), 5.57-5.60 (m, 1), 5.8%(d, J=6.8 Hz, 1H}, 600
2OROU] AT o
3635571
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¥,

RI

R‘.’.

Rﬁa

RSh

R4

NMRBES

i

7

i8

1%

23

a2

2.4-Cl-

Ph

1-Napth

Ph

Fh

£

4-F-Ph

4-(i-Ph

H

H

H

H

H

Me

he

Me

-5

Br

Me

6.06(m, 28}, 7.15-7.23 (1u, 3H), 7.35-7.39 (m, 28),7.52(d, =8 Hz,
BH3, 135205, 1M MS, m/e 487.97 M+

PHNMR (DMSO-dq) 8 1.22-1.28 (m, 64}, 3.57-3,60 (e, 3H), 3.84-
3.92 {mn, 2H}, 4.00-4.04 (m, 1H), 4314 44 (o, 2H}, 5.54-5.61 {1n,
EH), 5.35-6.00 {m, 2H), 6.32-6.43 {m, TH), 744-7.54 Oy, 3H), 773
708 {m, TR, 1154 (s 1HY ) MS, mvfe 570.2 (M1

P NMR (DMSO-dg 6 115127 m, 6H), 351358 {4, 39, 3.85-
3.96 {m, 2R, 4.00-4.10(m, 1H), 4.30-4.46 (m, 28), $.31-5.39 {m, 1H),
5.85-6.05 (i, 2H), 6.22-6.34 {m, 1H}, 7.44-7.60 {m, 5H), 7.73-7.77
{my, 1M, 793796 (o, (1), $.12-8.14 (am, 1M, 115005, 1HY ; MS, e
SR Vi

1H NMR {(OMSO-dg) § 119 {8, B=22.8 Hy, 3H), 1.65-1.84 fua, 3H),
1.99-2.04 (s, 1H}, 2.16-3.21 {m, 2FE, 3.58 {5, 3H}, 3.68-3.8 (e, 15,
4.00 fnn, 1B, 401403 (m, TH), 422425 (s, Y H3L 48 ¢, J=112
Mz, 1), 3.34(4, F = 8.0 Mz, THE), S.88¢s, 1H), 5.6 (8, I= 196 He,
FH), TA57.2 Gm, 3H), 7.34 {8, 3= 8.0 Hig, 23, 7.51 (4, F= 8.6 He,
TH, 1838 {5, 1H} ME, e 827930+ 13+

PRNMR (DMSC-f) § .80-0.54 (m, 3IH), 1.20-1.33 {m, $H), 1.48-
155 {ra, 2813, 2 78-3 B8 {m, 2H), 3.95-4.08 {1, 3H), 4.224.45 {m,
2E, SSE-35WE AH), S.85-5.18 {m, 3H), 7.18-7.23 G, 3HD, 735746

{m, 2H), T507.60 (4, TH), 11,30 {5.1H) : MS, m'e 5442 O

e
TH NMR (DMSBO-dg) 6 1.20-1.30 {an, 811, 3.73.4.03 (m, IH), 4.23-

427 (i, 1H}, 4.92-6.45 {m, 1H), 5.07-5.10(, 280, 5.52-5.560 , FID)

s

SHE-6.50 (am, 2A), 5.13-6.250m, 1H), 7.15-7 24 {m, THY, 7.20-7.40 (m,
TH), 751756 (4, 15y, 1150 (.15 MS, e ST5.2 (M1

TH MMR (DMS0-d0) § 1.28-1.34 (m, 6H), 2850, J= 4 My, 35}, 5.85
3,56 fm, 2HY, 406412 {m, 1H), £.30-4.34 (i 1HY, 4.40-447 G, 50,
5.62-5.67 (s, 1H}, 594601, JH), 6,09 44, 1188 He, 1HL 617
.26 (e, 1313, T.27-7.33m, 4H), T.62 {6, 3= 7.6 Mz, 1H), 11.61 ¢, 1FD
$ M8, e STRSMM

PR ONME (DMSO-) § 1.231.28 (m, 64), 3.58 (4, 23, 5.70-

39500, 2H), 3.95-4.08 (e, 1), 4.23-4.45 (e, 200), 3,555,646, 15),

29809911
362557.1
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Fr. R B O »F or® R NAR/ME

5.85-6.10 dm, 2H}, 6155230, 11}, 720-7.28 {m, 21, 7437 AS (m,
2, TSGTATEE, U, THA0 (s FHY  MS, mls $36.1 (M1

33 340k H " Me Me TH NMR (DMSO-de) § 113 (m, 6H), 3.49 (5, 3H), 3.61-2.35 {m, 2H),

3.50-3.93 (m, 14, 4.16-4.22 (i, 1EE), 4.27-4.31 (xe, 18, 5.47-5.52

(n, TH} 5.82 {4, J = 11.6 Mz, 1H), 5.93(3, § = 302 Mz, 1H), 6.15-625

{m, T}, 703 {6, 1= 0.6 He, TH), 743 (4, T = 128, 2H), 7.57 (4, 5 =

6.4 Hz, 18}, 11435, 1H); ME, we'e SE5.85 (M 1+

24 Ph H H  Me 2-Bu TH NMR (UMSC-03) 8 08304, 1= 6.8 e, 611, §.30-1.26 (m, $8),
L75-1.86 €, 1H), 3.73-3.96 (m, $E), 408 (4.3 = 11.2 He, 1, 420
428 {im, 1H), 4.33-4.42 (i, 1H), 5.3 (4, § = 7.6 He, 1H), 5.85-5.52
(i, I¥D), 5.99.6.13 {m, 2H), 749 (6, £~ § Hz 35, 7.36 (0, 3= 7.6 M,
IHL 75304 3 T.6 He, UH) D152 s, THD; M5, mv'e 544.00 M1

25 Ph H H Mg  i-Pr PH NMR (DM SO0 § 1.13-1.28 (o, 12H), 3.74-3.81 (m, 2H), 3.9%
$.08 (o £, 4.20-045 {w, 2R, 4.83-4.87 (en, LHD, 5 52-5.58 (m, 15,
584-5.15 (o, 3H), 7.07-7.23 {m, 38D, 7.35-7.39 {m, 28, 7.54-7.57
(i, BED), V56 (5 180) ) MG, m's 302 (M iy

36 4Me- H 0OH  Me oBRu THNME (400M iz, DMSGdo) § =6.78-0.52 {m, 35, 1.20-1.47 {m,

- SH, 149354 (m, 2H), 3.66-5.87 (m, 55, 3.96-4.02 {m, IH), 421~
438 (m, 28, 557 (¢ = W20Me, TH), 5.84-5.05 fm, 31, 6.90 {dd, 11
=8.0f8z, J2=4.0H2, 2H), 7.08-7.14 (dd, 11=16.08s, =408z, 25,
755 {4, J=8.0Hz, 1), 11481162 (s, 1)

37 4FPh H H Ms T PH NMR (DMBO-ds) § 1.12-1.28 (i, $HY, 3.72-3.94(m 25} 3.98-4.10
{(m3H}, 4.20-4 4228}, 5.55-5.61 (¢ 1H), 5.85-6.20 {m, IH), 718
T3 (AR, FASLIS (R TH), 110 (3. 1) | M8, mie S33.90 {(MEL

3 4FPh H 0B M P TH NMR (DME3O-de) § 1.13-1.38 ¢m, 128, 3.74-3.35(m 2H) 3. 98-
4.06 (o0, ), 423441 (3, 24}, 4.834.87 (m, 1H), 5.55-5.61 (&, 1H),
SRI-6.12 (m, BHD, TAE-7.24 (mAH), 7.55-7.58 {d, 11, 1130 (.15
MS, w'e 34791 (i

22 4FPh H H  Me Ba PHNMR (DMBO-d 8 1.10-1.23 (m, 6H), 5.65-3.8%m,3H) 430430
{10, 2E, 4,965 B(m, 25, S46-5.50 {1, TH), 5.75-5.96 (m, 2H), 5.04-
6.12(m TH), 7.05-7.74 (m4H), T20-7.24 (4, SH}, 7427 454,150,
13,50 {5140 : MB, me $95.94 (M1

g 4-MeD- H H Me -Pr THMMR (400MHz, DMBO-de): 8=1.15-1.27 (m, $2H), 3.71-3.89 {m,

29809041 -944 .
362557.2
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Ex.

R?.

Rh

R.}b

R4

MNRTR/BES

32

33

34

2-C1-Ph

3.4-Ch-

P

4.-F-Ph

34

HOEPh

2-CH-Ph

4-Me(r-

h

H

H

H

H

Me

Ba

n-Bu

-¥Fr

n-Bu

Ei

=P

5H), 3.98-4.02 (m, 1K), 4.22-4.25 (rm, 113, 4.33-4.39 {m, 1H), 4 84~
4.87 oy, THY, S.5T {4, b= 12.08e, TR, 590603 {m, 3H), .90 (4, ¥
808z, 24}, 7.09-7.14 (o, 25, 7.55 {4, = 5,64z, 1H), 1151 5, 1H)
PE NMR (EMSCO-6e) 8 123 {m, S HYL, 3.03-4.00 (m, 3 ), 427448
frm, 2H), 34048, 3= 7.2 He, 2 B, 553 w1 HY 8.80-6.00m , 2 1),
6.30(m, 1H), 705 ¢4, ¥= 2.4 Hz, 1 13, 7.27 (o, 6 50, 7.51 {im, 3 H,
1155, 1B 3 M8, mie STR.RTRMH ¥ 596,78 (M8

L MR (DMBO) 5082 4, 3 HLL23 (m, 38D, 147 (m, 2 1),
386 {m, 2HY, 3.8 {m, 3 427443 (m, 2R}, 5.5 (m, 1 H), 6.02 {m
2 H), 6.350m, 1), 744 (m, 3 H}, 7.77 {m, § ), 1£.5¢s, 1 H1; MS,
mie STLRTM 1

PHONBMR {EMSO-d) § 114-1.27 (i, 12H), 217228 (m, 34), 373
287 (s, L), 399402 fin, 1), 4.23-6.26 fr, JHY, 4.37-0.40 {m,
THY, 4.82-4.88 {m, TH), 5.52-5.58 (m, 1), 5.35-6.07 {m, 31), 7.01-
7.20 {1, 4513, 7.5 (4, T= 168 15, 11,51 {5, {50} ; MS, mve 543,58
(MY 1108836 (M)

PH NMR {DMSO-4) 3 082089 {w, 3H), 1.26-1.31 {m, 833, 1 48-
§.53 o, 2HY, 577390 (o 2 395416 (0,380, 4.2 14 45m2H),
5.56-5.61 €4, L), 5.83-5.20 (x, 3H), 7.18-7.28 (m 48, 7.55-7.58 (d,
TH, 11,50 (e 35 : MS, me 5840 {RH23 M

FH NMR (DRSO} 41,1201 38 (m, 9H), 3.77-3.92 {m 2H), 3.55-4.08
{3y, 4. 25-4 450,280, 5.56-5.52 ¢, TH), 5.80-6.11 trm, 2H}, 6.18-
633 AH), 118725 (na B, 749758 {4, 21, 7.6 T.6T0m, T H),
1180 (5 15 MS, /e 6068 (AE+23%

PHINMR (400MEz, DIMSQ-dy 8 =1 123,16 {m, 6H}, §.21-1.27 (m,
£H3, 3.79-3.85 {m, 2H), 4.00-4.07 {wm, 1H), 4.28-4.33 (m, 11}, 4.38-
4.43 (m, 1H), 4.83-4.87 (m, TH), 5.55 (44, f1=16.0He, 2=8.08z, 1H),
SE5-G02 {m, 2H, 5204633 Gm, THY, 738722 im, 1H), 733G, 8=
160k, THY, 7.48-7.55 {m, 38, 1135 (s, i)

PHENMRA00M M, DMEO-og): §=1.10-1.36 (mn, H), 3.60-3.73 (s,
3H), 3.87 (m, 2H), 398 {m, EHY, 420-421 (o, 1H), 4,35 1D,
3.07-508 (m, 2H}, 8,54 {0 ¥ = 16,0Hz, 1H), 5.85-5.92 (m, 1H), .04

6.1 {my, 2H), .86 {d, F= 8.0Hz, 2H), 709 (34, Ji~16.0Hz, J3=4.0Hz,

29309011
3525571
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>

Py

Rﬁx

R}b

R4

NMRIMS

4§

4%

43

44

4-CHPh

4-C1-Fh

4-Cl-Ph

4-Rde-

Phe

Ph

H

H

ke

he

Et

n-Pen

-Pr

n-Bu

Ex

Bu

Me

3}, 7.30-7.34 {m, 5K), 7.53 (5 1340, $1.63 (s, 1H)

P NME (DMSO-dg) 5 0.794.81 (m, $H), 1.17-1.23 fm, 10H), 2.74-
381 (s, THY, 3.94-3,%6 fim, 30, 4194636 (m, 20, 5494554 (m,
PHL SE6.08 (o 38, 7140733 G 38), 731738 G, 2HY, 751 44,
I 8Fz, 1H), 1180 (s, 1H) ; MS, mie S37.5 (W11 113658

{IME23

FHNME (DMEO-d) § 1.04- 118 {m, 128}, 3.75-3 80 (m , 2H), 3.58-
408 (1, 130, 442.4.42 {m, 25}, 4 324,55 (im, 1H). 5.55-5.60 fin,
L), S.860-6.20 £m,3HD,T20-7.2 S0m, TH), 743 (4, I~ 8.8Hx, FHY, 754
{4, F = 8Hz, TH), 115 {5, 1H) s MBS, v'e 562,88 ¢+ 114873
(M3

TR NMB (DMEC-dg) 8 0.85 4, 7= 7.2 He, 31), 122-1.33 {m,
§H}LLAS-1.93 fm, 75, 3.80-3 87 (tw. 2H), 3 96404 G, 3, 4.2
427 {m, TH}, 4.354.59 (m, TH), 5.56-5.61 G, 1H), 5.82-6.11 {m,
28}, 6.15-6.18 fim, 1H), 7.20-7.56 (m, 44y, 750757 (mu My, 1154
(s, YEE), IS, m/edTT ORMST 1

FE MR (OMBO-E § 134 41, T = 7.0Hz, 3H), 1.00-1.28 iy
HH},3.77-3.88 (1n, 2H), 3.99-4 87 (m, 3H), 4,244 28 (e, 130}, £.34-
443 (m, TH), 5.56-5.61 (m, TH), 5.85-6.13 {1, TH), 6.15-6.24 {m,

VH), 7.20-7.26 (m, 2H, 744 (8, 3= 768z, 2H), 7.35 (4, T = T.6Hz,
THY, 10.95 {5, VHE) WS, mm/eS4% LHMFT

§H NMR. (TS0} 8 0.79-0.8% (e, 38, 117128 (e, SH), 1.45-
187 (o, 28}, 222 {d, T= 388, 15, 3,70-3.50 fxm, 2H), 3.95-2,98

(rm, 3343, £.10-2.40 G, 259, 5,51 (1, 1M}, 5.80-5.98 (1, 1H), 5.85.6.05
{m, ZH), 72-7.06 G, ZH), TS (L § = 42He | 410, 7.51 d, FH),
VL5 {5, FRY; MS, me S57.000MH by 1136, 840M23 1

THNMB (IMSC-de) 3 1.16-1.24 (n, 68, 2.2 ix, 38, 3.65-4.03
{31, 4.11-6.38 (m, 2HD), 5.04-3.05 {m, 28}, 5.46-5.50 fm, 11D,
277-5.87 (10, H5,5.90-6.31 (m, 2R, 558710 {im, 4H), T3R-7.32 Gm,
SHD), 7.58 48, 1H), 14,98 {5, 13 ; MS, me 502,00 (M1}t

1B MR (DMSO-dg) 4 8.70-0.50 (m, 350, 1.15+1.25 {m, 3H), 1.42-
1.61 (o, 2EY, 3.56-3.54 (m, 3H), 3.58-3.80 ¢, 2H), 3.91-4.02 (m,

T, 4.52-4.38 {an, THY 547557 {m, T H),5.80-6.03 G, 2H), T0R-

19809011
362557.1

- 846 -

Gilead Exhibit 2026
PGR2023-00046 - Page 001721



Ddocket No. @ PH3G8E PCs-TRKL

Ex. R B p* B R NMERES

7.16 (m, 3H), 7.26-7.35 {m, 2M}, 748 (LIHLTI 45 (5, 1H)  MS, wie
51595 (M1, 105287 (2023

45 Fh H H Me 4-FBy  TENMR (400MHz DMSO-i) § 120-1.26 (s, 6H}, 3.80-3.87 {m,
2}, 3.98 (5, 1R, 435026 {m, TR), 4.36-4.37 (e, 1H), 5.07 {s, 20},
52555 {my, B8, 586-5.87(m, (1), 3.98-5.04 {m, 1H3 6,14-8.17 {m,
THY, 75720 {m, SHY, 736 {dd, 4 = 200, 8.0 Hy, 4K}, 754 (s, 1H),
1185 (s, 1ED}

4% 4-C1Ph H H Me n-Ba HNRR (4000 e, BMSC-dek 8§ 1.21-1.29 (s, 55), 3.71-3.88 fun,
PH), 390398 {m, 1H), 4.00-4.01 {m, 1H), 423427 m, 13}, 4.35-
4.38 (mm, 1H), 308, J = a0z 2HL 3.57 (dd, 7= 12,0, 88 He, VD,
390 {d, J =80 He, VH), 6.00{d, J = 8.0 My, 1H), $.22-6.24 (m, 1H),
TATT23 (e, TH), 7.31-7.40 Gn, TH), 753 (s, 1), LSO (s, 1)

47  Ph H H Me  3-Me-1-  HNMR (RSO 8 0.80-0.82 (m, 65), 1.13-1.40 e, §1), 1.50-

Bu £.58 (o, 1}, 3.78-3.88 G, 3HD, 3.97-3.4.00 (on, 38D, 4.21-4.48 G,
28y, 3300, 7 = §.5 e, TH), 5.81-6.10 {m, 3H), 7.15-7.26 (m, 3H),
TA2-T30 (e, 2H), VAR J= B4 Fe, THD, FLAR G, 13E) ; MBS, mie
SETHS M) TI36.8R (2823

48 34 H H Me Ba R NMR (ERVSChadsh 8 1.05-1 37 (o, 65, 3.79-3.87 (m, 1), 387

EHOLPR 4.02 {1, ZH), £.28-4.2% (o, 1H),4.36-4.38 (m, 1,504 (4, F= 5.9He,

2H}, 5.55-5.64 {m, 1M}, 5.85-5.94 ¢m, 1H}, 6.00-6.0% (m, 1H), 6.29-

640 {m, BTI7.7.24 (m, TH), 7.30-7.41 (m, 3H), 745758 {m, 2H),

781 {d, S = 404z, TH}, 11.53 (s, 1H) M8, méeS43 800015,

4% Ph H H Me  o-Hex TH ONMR (DMSC-d § 118-1.41 (o, 13H), 1.59-1.467 {1, 4F), 374~
13.80 {m, TEE), 3.96-4 02 {my, 1), 439426 {m, 1H), 4.31-4.39 {m,
PR, 4.60 (5, EHL 332 (0, = 7.8 Hz, 1H), $.80-6.0%(m, 3H), 745
T.20 fm, 3HY, V32736 G, 2H), 752 (4, 7 =8 He, THD. 1080 G, 1ED
WS, mde S65.5% (ML) S92.34 VIR

58 Ph H Me H 0-Ry TH NMR (DMSO-d,) 8 0.76 {1 § = 7.0Hz, 1), 1.10-1.22 {m, 3H),
1.38-1.43 {m, 240}, 3.72-3.78 {m, 2H), 3.87-3.93 fr, 3H), 4.14-4.21
{m, $H), 423433 {m, fH), 5.46-5.54 (n, 1K), 5.84-6.11 {m, 3H},
09714 {v, 2H3, 7.37-7.32 (i, 2H), 7.34-7.50 {my, VED, 11,47 (5,
PR ME, meS43 580+ I

51 Ph

',
et
.
4
o

-Pr P NME DM 6 1.3% (d, = 7.2Hze, 61), 115-1.29 {m, 639},

25309011 - D47 -
36255714
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Fr. R B ¥ g R NMR/AS
3.65-3.75 (m, 2H), 3.35-4.05 jem, 14}, 400477 {m, 143, 431443
(i, TE), 4 79-4.82 (m, TH), 5.48-5.57 (m, 15, 5.84-5.51 (am, E3E3,
86607 (m, 2, 702735 (e, SH), TAT.54 (i 1H), 11,450, 14y,
WS, Tw/aSTRS e

£ Ph B Me T En U5 NMR (DMEChdy) 8 §.18138 frn, 6H), 3.70-3,83 (. (1), 2.87-

£3  Z0PROH H Me n-Bu

&  4-BrPh R H Me  Pr

& 4FPh H H Me o-Hex

& 4-Br-Ph H H Me  c-Hex

394 0m, TH), 3.59-4.01 {m, TH), 4.25.4.26 Gm, 1H), 4.33-4.37 (1,

EH,

i

A3-5.13 (m, 23, 5.51-5.9% {m, 1), 3.87-5.90 (m, 1H), 5.95-
GAT (s, 1HY, 6.30-6.27 (m, THE, 715733 Gy, 3H), 731-7.38 {m,
THY, TATTS6 (m, iRy, 1150 (5, ER) MS, mveSTT00 M
THMMR (4000 Hz, DMSO-el § 0 81-0.86 o, 38D, 128531 {mn.
84}, L4615 Gm, THD, 3.84-3.90 (m, 28D, 3.97-4.04 (m, 3R), 4.27-
44T {m, ZHY, 553558 {m, 1M} S.82-595 {m, FHY, 596518 (o,
PHE 6.27-6.31 {m, M), 739722 (o, 1R, 7.34 (dd, /= 8.0,4.0 Hz,
), TATTS5 G, 3HD, TES5 45, R

FHNMR (H00MHz, DMSO-d): 8 L10-1.14 {m, &M}, 1.383-1.27 {mn,
GHY, 174385 G, 3D, 399401 (m, 1HD, 431425 (m, 1H), 4.37-
438 {w, TH), 481485 (m, 1H), 5.58 (dd, J = 8.0, 4.0 Hz, 1H), 5.82-
S.H5 {m, 1H), 5.96-6.0%9 {m, 1H), 6.30-6.13 (m, 1H), 718444, U=
12.8, B.O Hz, 2H), 7.53-7.57 {m, 34}, 11.52 (s, 1H))

B NMR {DMSOudt § 1.20-1,44 {m, 128}, L68-1.71 {xn, 48}, 3.75-
4.02 {m, 24}, 354407 (my, TH), 4.19-4.26 {mn, 21}, 4.55-4.81 {m,
TR, 357 (8, J = 8.4 Ha, 1), S85.5.06 {m, 3H), 717723 {m, 4H),

T34 4d, /=84 e, 1), THS0 {5, 1) MB, ol 387,92 (M+1Y

THRBR (SO0 e, MBSO § =1.18-1.46 (m, 12H), 161065 {m,
4}, 1IS382 (m, 2H), 395408 (m, 111}, 423428 {m, 113, 438 (5,
TH), 4.60-4.52 {rn, TH]}, 3.56-5.60 {m, 1H), 5.82-5.08 &m, 1 1), 6.003-

526 (e, 2H}, 7.09-7.20 (m, 2H), 753797 {m, 36, 11,52 (g, 1))

M, mve 650.0 (M3
57 Fn HOH B Pr BN (G00BEHE, DMSO-4y 8 =0.75-0.8% fm, 3H), L.12-136 {m,
), LE2-1.89 O, 250, 3.55-3.68 ¢m, 1HY, 370585 {m, 1H), 3.95-
408 (m, 14, 415632 (m, 15D, 432441 (m, R, 483486 fin,
1H}, 555 (m, J= T.6Hx, 18], 5.99-6.08 {m, I}, 6.05-6.10 fm, 19D,
2U86901 -1 - 948 -
35625571
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ini
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Et
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Me

o-Hex

¢-Hex

PCH,-

CH;-

FolCH-

CHy-

{CEy)p-

CH-

{CHaF )

F34724 (m, 3H), 7.33-7.37 (m, ZH), 7.52-754 {m, 1H), 1153 (s,

TH} ; M8, see868 HT23Y

THRMR (400N, DMSO-dex § 0.75-0.82 (m, 38), 126-146 (m,
SH), 1.52-1.69 (m, 6H), 360363 (m, 1H), 3.72-3.50 {(m, 1H), 443
493 (m, 1H}, 424477 (m, 15, 437438 (m, 1H), 453485 (m,
1H3, 3.55 {dd, S =9.0Hz, §.480, 1H), 5.80-5.95 f, 1H), 600507 (m,
2HY, 705722 (o, 3H) T34-T38 (m, 2H), 7.5¢ (4 F=$0He, L,

1155 {x, Ty MS, mik 801 (MT) | 606,37 Qu423)

TH MR (DM S0-ds) § 1.75-0.84 (m, TH), 1.24 {4, J = 228z, 3HY,
£29-1.47 Om, GH), L3170 {m, 68), 3.59-3.88 {m, 1H), 3.77-1.84
(o, 1H), 3.98-4.04 (m, PHY, 421427 (m, 1H), 4.34-4.41 (mm, 1H),
4.60-4.65 (m, 1H), 5.56-5.50 {an, 1), 3.84.5.90 {m, 1H), 6.00-6.08
{nx, 2H), 7.20-7.24 {m, 4HY, 736(d, S = S0z, 1H), 1149 {s, 1H); M8,

mie H02.000M 1)

" NMR (EMSO-d) § 1151 25, 6H), 3.71-3.88 {m, 2H3, 392356
{m, THY 419027 (m, 450, 4.48-4.81 {m, 24}, 3,943 98 (m, 78D,
431423 {m, A, SAT-5.52 fm, (K, 6.01-6.05 (m, 19, 5.50-5.14
(e, 236, 715721 {am, 33}, 7327 36 [im, 28}, 7.46-7.57 {am, 1HD),

1549 (5, 1H) 1 M8, m/e $33.86 (MY

i ONMR (DMSO-d) & 1.I7-124 {m, 65, 3.67-3.85 {m, 15, 3.59
398 (n, THA2E-436 (m, $H), 548353 (n, TH)Y 582605 (m,
2H}, 6.18-6.22 (m, TH), 7.15-7.20 i, 359, 7.32-7.36 (m, 24, 751 (&,

TED,UE50 ¢s, THY ; M5, avle 55182 (M+1Y

1 NMR (DMB0-ds} § 1L13-L3% {m, 68}, 2.67-3.81 M, 1H}, 3.94-
£.32 (m, 44}, S.47 0 S = 8 Hz 1H) 582501 (m, 25, 6.33-6.36 {(m,
1D, 6.70-6.78 (m, 1M, 700708 (m, 38, 7.28-737 Gm , 28D, T4A%.
746 {um, 1H),1 544 {5, UHY L M8, sl 63790 (01

7 ONMR (DMSDdg) § 1.20-E.29 (m, 68), 270350 {m, 1H), 3.61-

2ESGYG1-§
3625571
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3

Hx. R R R® »¥ R NMR/MS

~CH-~ 4,52 (m, 24}, 4.20-4.33 {m, 1H), 435448 {m, 1H), 4.52-4.55 {m,
2H). 4.63-4.57 (m, 2H), 520-535 (m, TH), 5.56 (L. J = 8.4 ¥z, 1H),
5.80-5.95 {m, 1}, 5.95-6.10 {m, ¥H), 6.88-0.21 ¢mm, 180, 718723
(m, 3HY F33739 (u, 2HD, T84 (s, THRILSG (8, 1HY 5 MS, mve
563,98 (sl

& Ph Me  oP H ONMR (DMSO-) § 0200240, 3, 047-048m, 21 075

Yo
o
o

CH @.84¢m, 3H), LO3-10580m, TH) 123, J= 224 6.8 & 3H), 1.5%
Be bl
1600, 2H), 3. 61-3.680m, 1H}, 3. 81-3.89 {m, 31), 398403, 1),

4.23-4.29(m, 1H}, 435-44Hm, TH), 5.56-6.00(m, 18} 5.58-5.91(m,

TR 1E.53 dg, THD) ) MIS, mede 57307 (MY

&% ¥h H H Ft c-Pen THONMR (DM & 075088 (m, 39, 1.20-1.28 {m, 3H}, 14%-
L83 {m, 88}, 1.76-1.80 fm, 2H), 3.58-360 (G, 1H), 374-3.82 &m,
1H}, 398408 dm, TH), 424426 {m, 1H}p 4.37-4.42 (m, 1H), 5.03
is, 1Ry, 5.54-5.57 dm, 1H}, 5.90-6.00 {m,1H), 6.02-6.07 {m, 2H), 7.15-
F27 ¢y, 3H), T35-7.39 (s, 2H) 755 (4, = 8.0 By, 1M, 1155 (5,

1) s M8, e ST0.03 (M4 1Y

*R* and R™ together are {CHy)y— as derived from L-profine

The purification proceduve by Prep-HPLO:
Crude products were dissolved in methanol. Injection vohumes of these solutions
were § ml.
The preparative HPLC systom including 2 sets of Gilson 306 pumps, a Gilson 156
UV/¥is detector, a Gilson 215 injector & fraction collector, with Unipoint conirol

software. A Yoo 25:30%2 mm eolummn was used, The mobile phase was HPLC grade

29809011 - 950 -
352557.1
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water {A), and HPLC grade acetonitriie (B). Fractons were collected into 100 1Smm

glaze tubes.

HPLC pradient is shown in Table 1. Onee the gradient was selected, acetonitrile

solution was injected into HPLC system, and then fractions collected according to UV

peaks. After the separation, each glass tubes were run MB test to collect the desired

compounnds. The fractions with target MBS were combined i & well-weighted flask. Most

of acetonitrile was removed under reduce pressure and the remaining solution was freeve-

dried to give desired compound.

Table 1:

Preparative HPLC gradient

Time (min) Flow rate (mL/min} | % A % B

¢ i5 90 16

36 i5 &0 40
Preparation of Example 66

Scheme

2980901-1
363557.1

- Q51 -
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Preparation of compound (b
To a solution of compound 2 {1 g, 2.69 mmol) in anhydrous THF (30 mL) was

added dropwise 1 M solution of LIAKOBu-0:H in THF (2.69 mL, 2. 69 mmol) at -20 °C.
5 The reaction mixture was stirred for 2-3 b at the same temperature. EtOA¢ (100 mL) was

added followed by saturated NHC solution (10 mL) and reaction mixture was slowly

brought to room temperature. Reaction mixiure was exiracted with FiGAc and washed

with IN HCI and water, Combined organic phase was evaporated to give 0.8 g of crude

compound b as ransparvent oil, which was used directly for next reaction.

13 Preparation of compound (&)

2P0 -
3625571

W

o

b
)
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To a solution of compound b (0.8 g, 2. 1mmol}, comopound ¢ (0.45 g, 2.5 mmol} and
PhsP (0.56 g, 2.1 worol) in anhydrous THE (20 mL} under nitrogen atmosphere was
added DEAD (1.8 mL}. The reaction mixture was stirred af room temperature overnight,
The reaction solution was concentrated under reduce pressure. The vesidue was separated
by preparative loyer chromatography (hexanes:BtQAc = 3:1} to give crude compound &
{0.8 g}. The crude compound & was used o the next step without further purification.
Preparation of compound {8)

Compound 4 {.8 g, 1.57 mumol) was dissolved in THF (2 mL) and THF saturated
with simmonia {5 mL} was then added to this solution. The reaction mixture was heated to
90 °C overnight. After 18 hours, the solution was cooled to room temperature by ice
water, then the solvent was removed under reduced pressure and the residue was purified
by column to give compound e {0.75 ) for the next step.

Freparation of compound (N

Compound e (0.5 g, 1.01 mumol} was dissolved in methanol (2 mL) and methanol
was saturated with amumenia {5 mL) was then added to this solution. The reaction mixture
was stirrad al room temperature overnight. After 18 hours, the solvent was removed
under reduesd pressure and the residue was purified by column to give crude compound §
{0.15 g} for the next step.

Freparstion of compound ()

A solution of triethylamine (1.07 g, 10.6 mmol} in anhydrous dichloromethane (15
mi} was added dropwise to a solution of compound g {1.16 g, 5.3 mmol} and compound
k{131 g, 5.3 mmol} in dichloromethane {10 mb} with vigorous stirring at -78 °C overa

period of 2 hours. After completion of addition, the reaction temperatore was allowed to

29809011 ~9
363557.1

k=i
[FS]
]
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warm o reom temperature gradually and stivred over night. Then the solvent was
resnoved under vacuum and anhydrous ether 20 mL was added and the precipitated salt
was filtered and the precipitate was washed with cther. The combined organic phase was

concentrated fo give the colorless ot of compound § {1.0 g).

Frepavation of Compound 66

To a solution of compound § (0L g, .35 mmol) dissolved in 10 mi. of ankydrous
THF, stirred and added §.4g NMI till the solution became olear, added compound 1 (0.8 g,
2.89 mumol} in 10 mL THF dropwise, stirred at r.t. overnight. Compound purity and
identification was confirmed by LCMS. The solvent was evaporated and purified by
Prep-HPLC to afford 6. (25 mg, Vield: 13.6%), 'H NMR (DMSQ-de) § 1.08 44, J =
22.8 He, 3H} 1.17-1.24 {m, 3H), 3.50-3.52 {1, 3H), 3.78-3.83 {m, TH), 4.10-4.13 {m,
1H), 4.24-4.44 (m, 2H}, 5.85-3.92 {m, TH}, 6.01-6.11 (m,1H), 6.2.-6.27 (m, 1H), 7.08-

7.19 {m, 4H), 7.31-7.38 (m, 3H}, 815 (s, 1H), 8.26 (s, 1) MS, m/z 325 (M+1)".

Example numbers §7-74, identified below, wore prepared using similar procedures

disclosed for Example 88, above,

RH
N
/ \ NI/ }-R'ﬂ)
--..O - Y
AN = P RS ?.L‘:‘:;{\
7N RPN
O HN P e
O
G \\' -
HO g
Example r" RrY NMR/MS
1509031 - 954 .

3645571
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R NMR/RIS

e
%
54
51
%.;
<
o]

-2

o7 O NIl H TOMR (MG 0-de} 6 1.06-1.15 (e, 30, 1.30-1.24 -
3.27-3.33em, 313, 3.36 {5, 1E0, 3.82-3.88 (i, 1H), 407-4.13
{3, 1H), 4.25-4.4C (m, H), 5.85-5.87 {m, YH), $.98-6.09 {m
2HD), 6.59 {5, 32H), 7.14-7.57 dm, 3HY, 7.35.7.37 fm, 21,

TFo(d, 70 Hy, TH), 1069 (3, 1H); MS, m/e 341 (M1

N

58 N, N, TH NMR {DMS0do) 6 1.07 {4, /22.8 Hz, 3H), 11014,
J=12 He, BHD, .51 (s, 3HY, 382 (s, 15D, 375381 ¢, 1ML,
4.05-4.11 {m, TH), 4.27-4.42 (m, ZH), 5.79-5.83 (m, 15),
§.92 (s, ZFD), 6.00-6.00 {m, ZH}, 6,75 (s, 2H), 7.08-7.17 {m,

3H}, 7.31-7.35 ¢m, 2H3, 708 (s, 1H) M8, me S840 (MDY

&% NE, c-PeutylNH- | "H NMR (DMEG-dg) 5 1.05 (6, /=20 8 tiz, 31y, 1.00-1.16
{ma, 350}, 148 (o, 410, 1.56 (5, 1ED), 1.85 (, 150), 3.54 {4,
J=14 Hz, 35}, 1.65 (g, 1H), 4.25-4.43 {m, 45}, 5.71-5.82 (s,
TH), 5.94-6.04 (m, 450, 7.11-7.24 (m, $ED, 7.26-7.34 {mm

23

Iy, TG, A3.6 He, 1HY MB, mde 50804+1Y

e NI, "H NME (DMEG) 5 1.07 (4, /=22.4 Hz, 3H), 2.35-2.38
<> {m, 2FD), 3.54 (d, J=9.2 Ha, 311}, 3.59-3.62 {m, 25D, .65 (s,
1H3, 3.75-3.82 ¢m, 150, 4.01-4.13 (m, 7H), 4.22-4.40 (o,
A, 5.75-5.85 {m, 15}, 6.00-6.07 fm, 4H3, 7.15-7.21 (m,
34, 732735 (m, DEY, 779 (d, J=4.0 He, TH): MS, mie 536

a1y

e
bt

NH, EipN- "H NME {IMSO-ds} & 1.06-1.28 (i, 12H3, 3.55 (4, S=4.8
Hz, 3H}, 3.79-3 .87 {m, 4F), 4.07-4.12 {m, 7H), 425443 {my,
3H), 5.73-5.82 {m, 1H}, 3.94 (5, 2H}, 6.04-6.10 (o, 2H},

T RAT 22 (o, 3HD, 731737 (m, 2H), 7.82 (4, /~4.4 Ha,

1H); ME, sz 596 QM+

26800011 - G55 -
A525%7.1
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Fxareple rY g" FARAMS

72 N, nFropyt NH- | CH MMR (DMS0-dgy 5 0.84 (4, 772 Hz, 341, 1.01-1.01 (o,
3H), LO91.12 (m, 35, 11156 {m, 2H), 3.48 (d, J=152
Wz, 3H), 3.79-3.62 dm, 1H), 4.04-9.05 fm, 150, 427438 (m,
3H), 5.72-5.79 (m, TH), 5.98-6.04 {on, AH), 7.13-7.20 (rm,

3H, 1262732 (m, THG, 776 (4, J=5.2 Fir, 1H); MB, mde 552

a1y’
73 NH; o-ButybNH- | H NMR (DMSO-dgh & 1.02-1.08 (o, 3H), 1.18 (d, /4.8 Hz,

3H), 1.44-1.60 (m, 2H), 2.02-0.07 (o, 483, 351 {d, ~10.8
Mz, 3H), 378383 {m, 1H}, 4.03-4.08 (m, 1H, 427438 {m,
IH), 4.53-4.62 (m, 1H), 5.68-3.79 {m, 180, 5.95-6.04 {m.
4H), T11-7.08 G, 3H3, 7.28-738 {m, 28D, 7.31-7 38 {m,

10}, 7.78 (6, A=8.2 Hz, 1H)Y; MS, m/e S84 {(J+1Y

74 N, NI (DME0-2,) 5 0.97-1.20 (m, 65, 218 {5, 316, 2.19

SN
M N
{s, 4E}, 3.43-3.470m, 3H}, 375 {5, 1H), 4.01-4 .06 {(m, 4 1),
4.23-4.35 {m, 3H), 5.69-3.75 (m, IH), 5.88-6.08 (m, 3,
FOUTAS {m, 3H), 7257239 (m, ZH), 7.77 {4, =16 Hz,

1HY;, M8, mrk 623 (1)

Example mumbers 75-80 are prepared using similar procedures disclosed for

Example 86, above.

IHRI9G1-} S ORS .
362557 .1
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HO g
Pxample rY BT
75 H nepropyi-NH-
7% H e-Butyl-NH-~
77 H ¢-Pentyl-NH-
78 H

—N <§
7% H . /“‘\>
N

89 H

EXAMPLE R

Certain exemplified compounds were obtained as misture of diastereomers
because of the chirality at phosphorous. The diastereomers were separated on a
Chiralpak-AS-H {2 X 25 cm} column under Supercritical Flnid Chromatography (S8FC)
conditions using 20% methano! in carbon dioxide as solvent. The absolule
steveschemistry of the P-chiral center of the diastereromers were not determined,
However, chromstographic resohtion of these two diastereomers provides for isomers
that are characterized as fast eluting and slow ehuting isomers, Some examples ave shown

below.

QSRS - 957 -
36235574
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Compound RO (ud)

Example 15 (Diastorcomeric mixtore) .86
Fast Moving tsomer of Example 18 1.3%8
slow Moving isomer of Example 158 (.26

Example 39 (Diastereomenio nrixture) 0.47
Fast Moving isomer of Example 3% .78
Slow Moving isomer of Example 39 8.02

Example 4% (Diastercomertc mixturg) 1126
fast Moving isomer of Example 49 (.03
Slow Moving isomer of Exanuple 49 5.78

EXAMPLE 82

HCV replicon assay. HCV replicon RNA-containing Huh7 colls (clone A cells;
Apath, LLC, St Lowis, Mo.) were kept at exponential growth in Dulbeceo's modified
Hagle's medium (high glucose} containing 10% fetal bovine serum, 4 mM L-ghitamine

and 1 mM sodium pyruvate, 1X nonessentia] amino acids, and G418 {1,000 pg/m.

F980905-1 - 958 -
2EIEET A
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Antiviral assays were performed in the same medium without G418, Cells were seeded in
z 96-well plate at 1,300 cells per well, and test compounds were added immediately after
seading. Incubation time 4 days. At the end of the incubation siep, total cellular RNA was
isolated {RNeasy 96 kit; Qiagen). Replicon RNA and an internal control (TagMan tRNA
control reagents; Applied Biosystems) were amplified in a single-step multiplex RT-PCR
protocol as recommended by the manufacturer. The HOV primers and probe were
designed with Primer Express software (Applied Biosystems) and covered highly
conserved Montranslated region {UTR) seguences {sense, 5
AGUCATCGOCGTTAGTA{TIGAGTGT-3, and antisense, 5'-
TTCCGCAGACCACTATGG-3 probe, 3WFAM-CCTCCAGGACCOCCCCTCOC-

TAMRA-2).

To express the antiviral effectiveness of a compound, the threshold RT-PCR eyele
of the test compound was subtracted from the average threshold RT-PCR cycle of the no-
drug control (AClhcov). A ACt of 3.3 equals a L-log 10 reduction (squal to the 90%
effective concentration [HECg]) in replicon RNA lovels. The cytetoxicity of the test
compound conld also be expressed by calculating the ACHxwa values, The AACH
spocificity parameter could then be introduced (ACtuey — ACtswa), in which the levels of

HCV RNA ave normalized for the tRNA levels and calibrated against the no-drug

condral.
Ex # Loglg
ECoE
Compoond Reduction st
{h}
Siuhi
2HKOSG-1 <959 .
362557.1
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