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[0136]  (40) N- (5-{[(1S,25) -2-FRILIACIL] 2 5L FHBESE) -2- IAEORI) -2- [(1- FEEER
TED SUEE] -1, 3w - 5- FA

[0137]  (41) 2-[(2,2- ZFIEEPIE) 50560 -N- (5- ([ (1S, 28) -2- R BLIACL L] 5 5L F
B} -2- FRELRIL) -1, 3-meme - 5- FHELRE

[0138]  (42) N-(5-{[(1S,28) -2-FILIACIL] SAILHIFLAL) -2- FAEEORDL) -5- (3,4,5-=
TARIE) M -3- P,

[0139]  (43) 5- (4-FRNEEIRIL) -N- (5- {[(1S,25) -2- S EEPA T AL ) S 5 FHE ) -2- F O
JRIE) M -3- FHRR,

[0140]  (44) N- (2-%-5- {[(1S,25) -2- FHELFA T L] S I 5E) D) -5- RN RE IR
) mtme - 3- R,

Do

}

}

}
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[0141]  (45) N- (5- {[(1S,25) -2-FRALIAC AL G AL B AL ) - 2- FRRL ORI R - (2, 1-b]
[1,3]mems-5- Ak,

[0142]  (46) 5- CAPNFEFIAEEL) -N- (3-30-5- {[ (1S,2S) -2-FIEIAC AL ] 24 FE FAR L) - 2-
FRELIRED) e - 3- FHL I

[0143]  (47) 5-[(3,3- 3 3A T &) %3] -N- (6- {[ (1S,25) -2- AR IE ] Sl AL H L
Fh} -2- FHELORED) e - 3- FHL

[0144]  (48) 2- GANEEFEL) -N- (3-51-5- {[ (1S, 2S) -2- I A FE ) S FE PR AL -2-
FLIRED) -1, 3-mEme -5 - ARG,

[0145]  (49) N- (5-{[(1S,2S) -2-FFEIAC AL ] s B AP L} -2- AL ORSL) -5- A L
e -3- FHL I,

[0146]  (50) 5-Z%HEE-N- (5- {[(1S,2S) -2-FRREIAC L ] S I FR L ) - 2- FHOR ORI nit
e -3- FHL I,

}

[0147]  (51) N- (5- {[(1S,2S) -2- ¥R LA EL ] G L L EL ) - 2- FHIL L) -5- [ (ngE -2-
F0) AL - 3- LRz
[0148]  (52) N- (5-{[(1S,2S) -2-FILIA IL VAL FAFLIL) - 2- FHEL R ED) -5- [ (Mg -2-

50 AL - 3- eI,

[0149]  (53) N- (5-{[(1S,2S) -2-FIEIACIE] Sl A AL} -2- FHELORIE) -5- [(1-F3E3R
PA3E) AL T - 3- i

[0150]  (54) 5-[(3,3- gBR | 3E) FISEEE] -N- (5- ([ (1S,2S) -2- FREEEAC BE ] S 5k F gk
S} -2- FHELIRSD) ke - 3- L%,

[0151]  (55) N- (2-4(-5- {[ (1S,2S) -2- B PR AL S L FIBE L) 2R 30) -2- R
) -1, 3-mEmp -5- P,

[0152]  (56) 5- GAPNZEHAAAL) -N- (2-5-5- {[ (1S,2S) -2- AR 3L ) s B FH R AL ) oK
50) e - 3- kI

[0153]  (57) 3-[ (5-7RMENE-3-55) CHEE]-4-%(-N-[(1S,29) -2-FEFAC HE) R FE I
[0154]  (58) 4-%5(-N-[(1S,2S) -2-FFHIACEL] -3- [ (5-FKELMENE -3-55) LI R I
iz,

[0155]  (59) N-[(1S,2S) -2-FRIEFRCLEE] -4- FI%E-3- [ (5- AL IE -3- 5 ZBIE] Sk
[

[0156]  (60) N-[(1S,2S) -2-FRIEFRCLEE] -4- FIKE-3- [ (5- 2K REMEIE - 3- 5 ZBIE] kT
e,

[0157]  (61) 3-[(5-JMLNE-3-3L) LBIE]-N-[(1S,2S) -2-FIEIAC L] - 4- LR Ik
iz,

[0158]  (62) N-[(1S,2S) -2-FHLIRC L] -4- FH3E-3- {[5- (Mg -2- F0) Mg -3- 3] 2k
ORI,

[01591  (63) N-[(1S,28) -2-FRILERC L] -4-HIHE-3- ([5- (MEWe-2-38) Mg -3-3L] 25k
BRI,

[0160]  (64) 4-%-N-[(1S,25) -2-FZFEFRCEE] -3~ {[5- (WAE - 2-55) WnE -3- 3] L ARIE)
K BERZ

w

10
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[0161]  (65) 3-[(6-2 dkMtNE -3-55) LhRIL]-N-[(1S,28) -2- RPN ] -4- IR

L

[0162]  (66) 3-[([2,3"-Hkmtng]-5"-55) LHPEE]-N-[(1S,29) -2-F2HEPA Ak ] -4 - 2L
EINER 17

[0163]  (67) 3-[(5-BFAAEEMENE -3-55) LHEE]-N-[(1S,28) -2-F2 R LA ] -4- FRELSR
R,

[0164]  (68) 3-[(6-BPAAKEMEMR -2-55) LHPEE] -N-[(1S,29) -2-F2RERA UL ] -4- FRELSR
R,

[0165]  (69) 3-{[6- (2-3AEL) Mte-2- 5] LRIL) -N-[(1S,28) -2- L EA T A ] -4-
SRR,

[0166]  (70) 3-{[6- (3-AEL) Mtle-2- 5] LRIL) -N-[(1S,28) -2- L EA T 2L ] -4-
SRR,

[0167]  (71) 3-{[6- (4-3AED) Mte-2- 5] CRIL) -N-[(1S,28) -2- A AL ] -4-
SRR,

[0168]  (72) 3- ({6-[ R FEFIED) Sa LI -2-FL) AL -N-[ (1S, 2S) -2-FFLIR T
L] -4- FELR G,
[01691  (73) 5-[(5-ERPYEEMENE -3-38) LHELT-N-[(1S,2S) -2-FRFLER BE] -6- L,

e -3~ F e

[0170]  (74) 3-[(6-7RMtMe-2-55) SRIL]-N-[(1S,28) -2- BRI LB ] -4 - IR G
%,

(01711 (75) N-[(1S,28) -2- Sk PR BE ] -4- AL -3- [ (6- bR -2- 1) LpIL |
L

[0172]  (76) 3-[(5-PAMEmE-3-3L) AHFL] -N-[(1S,2S) -1,3- 2 HL-1-I83Epy-2- 5L ] -
4- LA F e frg

[0173]  (77) N'-[(1S,2S) -2- IR HL] -4- FHEE-N°- (5- 2R ALnEmgE -3- 0 %-1,3- —H
Bz,

[0174]  (78) N-[(1S,2S) -2-FFHIAC L] -4- FHEE-3- {[2- (e -3-35) mpng -4 - B ] 5 L)
IR

[0175]  (79) N-[(1S,2S) -2-F3EIAC L] -3~ {[2- Rk 4-20) Mg -4 - 3L ] 24 L) -4-H
SR

[0176]  (80) N-[(1S,2S)-1,3- " F2H-1-RHLPN-2- 5] -3- {[2- CEmk-4-JL) Mg -4 -
SV AL -4- IR L,

[0177]  (81) 3-[([2,3" -HXKNEME]-6-3L) 2] -5-5-N- [ (1S,25) -2-FHIAC I ] -4-H

SRR,
[0178]  (82) N-[(1S,25) -2-F2FLPACLAE] -4 - FEL-3- {[2- (2L AL) MEmRiph-5- 2L ] 51
KL} R R

[0179]  (83) 3- (2-%A3E-7,8- “&UMkmeIF[4,3-d]1mnE -6 (5H) -35) -N-[(1S,28) -1,3-—
FERE- - - 2- 3] - 4- TR T
[0180]  (84) N-[(1S,28) -2-FREEPACL L] -4-HIEE-3- ([ (IS) -1- (5-ZRALNENE -3-50) &

11
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FLI AL KR

[0181]  (85) 3-{[(1S)-1-([3,3 -Hmkme]-5-3L) LFL] 2 AL} -N-[(1S,29) -2-FFLIRC
] -4- IR L

[0182]  (86) N-[(1S,2S)-2-FFLIAIE]-4-FIFE-3- ({(1S) -1-[5- CEEL L BREL) nEmE -
3~ CH) 5D R,

[0183]  (87) 3-{[(1S)-1-([3,4 -BmtngE]-5-3L) £ HE1453L) -N-[(1S,29) -2-BILIRC
] -4- IR L

[0184]  (88) N-[(1S,2S) -2- PR L] -4-HI3E-3- ({(1S) -1- [5- (msngE - 2- 55) MigE - 3-
F] O} 250 R,

[0185]  (89) 3-{[(1S)-1-([2,3 -HmtnE]-5"-30) LFL] %3 -N-[(1S,29) -2- IR
F]-4- IR L

[0186]  (90) 3-{[(1S)-1-([3,3  -Hmkng]-5-3L) L] 8L -4-5(-N- [ (1S,2S) -2-F53&

pZNWE- S B Nl

[0187]  (91) 3- {[ (5-JRMENE-3-FE) FHEL] 243E) -N-[(1S,2S) -2-FFLIAC L] -4- FELCK
PRt ,

[0188]  (92) N-[(1S,2S) -2-¥2FLFRT L] -4-FI3L-3- ([ (5-ZEILMEng -3-30) FHL] 43¢
KM

[0189]  (93) 3-{[([3,3"-Mntne]-5-28) L] %L} -N-[(1S,25) -2- R A AL ] -4-
SR

(01901 (94) 3- ({[5- ANFELHRIL) MEmE -3-FL] FHAL) 2450) -N-[ (1S, 28) -2-BILEf
HE]-4-HELOR FBL
[01911  (95) N-[(1S,2S) -2-FEIA L] -4- FREE-3- ({[5- (Mg -2-25) Mg -3-HE ] H

}

KL} 2 k) FR IR
[0192]  (96) N-[(1S,2S) -2-FL PR R ] -4 - L -3 - {[ (Webk - 3- %) FLHE ] 2 5} IR P
%,

[0193]  (97) N-[(1S,2S) -2-FILEAFE]-3- [ ({5- [ (1-BREILHED) S FL ke -3- 3L}
FH3D) 24 L] -4- AR FH g Iz

[0194]  (98) 3-[({5-[4- (2-% I -2-3) FRELT Mg - 3-8} FHED) %3] -N-[ (1S, 29) -2-
FEAIAC AL ] -4- LR i

[0195]  (99) 3- ({[5- (4-GaETREL) MhmE -3-FLTHI3E) 243%) -N- [ (1S, 2S) -2- B E I
] -4- R

[0196]  (100) 3- ({[5- (3,5- s AREL) MEhe -3- 3L ] FH AL} 2 38) -N- [ (1S, 29) -2- TR
] -4- R

[0197]  (101) N-[(1S,2S) -2-FREPA 3t -4- FR3E-3- {[ (6- K ALME i -2-30) FH L) 4 5t
R

[0198]  (102) N-[(1S,2S) -2-FFLEAC L] -4-FH3L-3- ({[5- (WEMy -2-F0) MEmg -3-FL] H
e} 5 350 KL

[0199]  (103) N-[(1S,2S) -2-FFLEACFE] -4- FHEL-3- ({[5- (Elmy-3-FL) Mg -3-FL] F
e} 350 KM,

12



CN 115315421 B W OB P 10/110 B

[0200]  (104) 4-%{(-N-[(1S,2S) -2- IR AL -3~ ({[5- (Mg -2-50) Mg - 3- 2L ] 3L
) R

[0201]  (105) N-[(1S,2S) -2- AR EL] -4-FHEL-3- {[ (eI [5,1-b] [1, 3]mEmk-7-
o) R A R L

[0202]  (106) 3-%-N-[(1S,2S) -2- IR IE] -4-FHIL-5- ({[5- (MEnE -2-3L) MEmgE -3-
SRS 050 R

[0203]  (107) 3- ({[5- (5-FMEmE -2 5L) Mhg -3- 3L ] FHIL) 5430 -N-[ (1S, 2S) -2-FHLER
O3] -4- R ek

[0204]  (108) N-[(1S,2S) -2-FFLEACFE] -4- FHEL-3- ([ (BEMy I (3, 2-b]HtnE -6-F%) F
R B K e

[0205]  (109) N-[(1S,2S) -2-FRLIACL 3] -4- AL -3- { [ (1H-NEme I (3, 4-b] ke -5-25)
PRI ] U ) IR e

[0206]  (110) N-[(1S,2S) -2-FFERT AT -3~ ([ (Bkme I [1,2-b] WAk -3-J5) FIJE] 44
A} -4- LR R

[0207]  (111) N-[(1S,2S) -2-F2ELIRC LT -3 ({[5- (BKMEIF:[1,2-a] MR -6-F5) MHEe -3-
FLVHEL) 550 -4- IR R

[0208]  (112) N-[(1S,2S) -2-FR3EPAC 2] -4- FH3E-3- ({[1- (MEhe -2-F%) - TH-Npgme-4-
FETR RS} 050 R

[0209]  (113) 3-{[(2-2A5kmang -5-50) AT 5L} -N-[ (1S, 29) -2- R AR U AL ] -4- I A
IR

[0210]  (114) 3- ({[2- GRNILEIL) meng -5- 3] L) 4038) -N-[ (1S, 2S) -2- IR
] -4- R

[0211]  (115) N-[(1S,2S) -2-FFEAC L] -4-FH3E-3- ({[5- (ki -2-20) Mpmg -3-FL] H
D R

[0212]  (116) 3-{[(6- ZWalFEmtnE -3-35) L] 2 5E) -N-[ (1S, 28) -2- 3B 3 -4-
PRI R FE Lz

[0213]  (117) 3-[({6- [ GANIEFEL) sl L Ene - 3- 5L} FHIL) 2L ] -N- [ (1S, 29) -2-#23E
PR3] -4- R iz

[0214]  (118) 3-{[([2,2 -HkMEme]-5-F5) L] 2 5L) -N-[(1S,2S) -2- 2 EL PR AL ] -4~
FRILR FE L

[0215]  (119) N-[(1S,2S) -2-FFLEAC L] -4-FH3E-3- { [ (pgme g [1,5-a]memg -3-55) H
R B K e

[0216]  (120) 3-[({6- [ GCANKEIREL) sl L EmE - 3- 5L} FHIL) 2 8L ] -N- [ (1S,2S) -2-#23E
TRCAE] -4- AR e

[0217]  (121) N-[(1S,2S) -2-FREPA 3] -4- FR3E-3- {[ (2-ZREkmeng - 5-30) FA L] 54 L)
IR

[0218]  (122) N-[(1S,2S) -2-FRIACL L] -4- AL -3- ({[6- (1H-MEme-1-35) nbmg - 3- 5]
FR3E} 250 R

[0219]  (123) N-[(1S,2S) -2- LA HL] -6-FHEL-5- {[ (kM I [1,5-alitng -3-35) H

}

13
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FET 5L MEme - 3- FH LI

[0220]  (124) {5-[(5-{[(1S,2S) -2-ILFA I ] S L 3L ) -2- FH 3L e dt) F L T
W -2- B} 2 B FHER S

[0221]  (125) N-[(1S,2S) -2-FREPACHE] -4-FHIE-3- [ ({6- [ GRAIAC -4 -3 2d AL
M - 3- ) HHL) S 1 R L

[0222]  (126) N-[(1S,25) -2-FRALPACLAE] -4- AL -3- [ ({2- [ (ke -2-3) 2 R g -5 -
S RERD) S AL R L

[0223]  (127) N-{5-[(5- {[(1S,2S) -2- I IAC I ] S I 3L} - 2- 3L e ih) T L]
NERIE - 2- 5k} bR - 4 - FHBE I

[0224]  (128) N-[(1S,2S) -2- AR IE] -3~ ({[2- (4- FEEIEIRED) g -5- FL ] L) 44
) -4- FELE L

[0225]  (129) N-[(1S,2S) -2- AR L] -4- HHEE-3- {[(6- { [ (kng -3-5L) S 3L L]
SR ERE - 3-38) FHIE ] 20 AR

[0226]  (130) 3- ({[6- GA J AEZEL) Mbne -3- 28] AL} 2L -N-[ (1S, 29) -2- AR
] -4- RO AL

[0227]  (131) 3- {[ (5-2AAEMEME-2-50) AT 5L} -N-[ (1S, 29) -2- R AR AL ] -4- T A
IR

[0228]  (132) N-[(1S,2S) -2-FIEIACHE] -4-FIE-3- [ ({2- [ GRA¥ A -4 - 30 2d AL
Mg - 5- B} HHRD) S 1 R L

[0229]  (133) 3-{[(6- {[(PANEL (FHEL) S B I ] 2 2 Mk e - 3- %) PR ] 2 2} -N-
[(1S,2S) -2- AR AL ] -4- LR FH L

[0230]  (134) N-[(1S,2S) -2-¥RLEAC3E] -4-H3E-3- [ ({6- [ (N -2-30) S 3L gme - 3-
Ao D) S R IR R

[0231]  (135) N-[(1S,2S) -2-FREPAC L] -4-FEE-3- {[(2- {[ (3R) - PR kbt -3- AL ]
AL M - 5-35) FHAL ] S B R

[0232]  (136) N-[(1S,2S) -2-FREPAC L] -4-FEE-3- {[(2- {[ (3S) - PR kbt -3- L]
SASR N - 5-35) FHAL ] S B R %

[0233]  (137) N-{5-[(5-{[(1S,2S) -2-FELEr " FL] L FHpE L) - 2- FRELIE hedd) L]
NbIE - 2- B} SR b - 4- F el

[0234]  (138) N-[(1S,2S) -2-FHIAC ] -3-{[ (6- {[ (1r,3r) -3-FISIEIR T HE-1- 0%
FEV AR g - 3-8 FL] 5 L) -4- AR i

[0235]  (139) N-{5-[(5-{[(1S,2S) -2-FRHRIAC AL ] Sl L) - 2- FRRLOR ) AL
e - 2- 35} SRR - 3- i

[0236]  (140) N-[(1S,2S) -2-FEIACAE] -4-HHEL-3- ({[6- (1H-1,2,3- =M -1-F0) i,
e -3- 2 ] P2 ) R,

[0237]  (141) N-[(1S,2S) -2- IR L] -4-FHEE-3- [ ({6- [ GAlZ3R T hi-3-50) 2]
M - 3- A} HHRD) S 1 R L

[0238]  (142) 3- {[(2-%BEmang -5-F8) FHIL] 4438} -4-%(-N-[(1S,2S) -2- B FLEA ALK
Pt ,

14
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[0239]  (143) 3- {[(2-%AJLmeng-5-30) FIE] 3L -5-90-N- [ (1S, 2S) -2- BIL IR L] -

4- IR AP

[0240]  (144) 3-{[(3,4- —&(-2H-MREF[3,2-b] [1,4]MH-7-50) FIEL] 4K -N-[ (1S,

29) -2- IR ] -4- AR i

[0241]  (145) N-[(1S,2S) -2-FRFLIRCFE] -4-FHEL-3- ({[5- (2H-1,2,3- =M -2-FL) It
e -3- 2] PRI ) R,

[0242]  (146) 3-{[([3,3-HXMLmE] -5-50) GE] AL} -N-[ (1S, 2S) -2- R A AL ] -4 -

}

}

FRIL R FH Lz

[0243]  (147) N-[(1S,2S) -2-FRFR 3] -4-FIEL-3- ({[5- (mng -2-35) nie -3-FL ] 41
e} D) K e

[0244]  (148) 3-{[([2,3 -BXMEmE]-5" -3 SUE] AL} -N- [ (1S, 28) -2- 3B 3 -4~
PR FH Lz

[0245]  (149) N-[(1R,2R) -2-¥2FLIRCFE] -4-FHIL-3- ({[5- (mBng - 2-35) Mg -3- 3L 144
e} D) K e

[0246]  (150) N-[(1S,2S) -2- PRI -3- ({[5- (WnE - 2- 35 kg - 3- 4] 5 k) FH D)
R

[0247]  (151) 4-9-N-[(1S,2S) -2-FFLEACAL] -3~ ({[5- (MBI -2-F5) g - 3- 3] 2 5L)
FHED) DR

[0248]  (152) 3- {[(5-7RNMLNE-3-30) L] AL} -N-[(1S,2S) -1,3- 2 5-1- K EE N -2-
] -4- AR HImE I

[0249]  (153) N-[(1S,2S)-1,3- " FL-1-2R3EpN -2- 5] -4-H3E-3- {[ (5- K FLnng - 3-
F) G AL R

[0250]  (154) 3-{[ (5-FRPS3LMEnE -3-30) S L] AL} -N-[(1S,28) -1,3- ¥ 0k-1-28 3L
P -2- 3] -4- K FE e

[0251]  (155) 3-{[([2,3 -FXMtmE]-5"-30) 2 BT L) -N-[(1S,29) -1,3- J8Ht
SN -2-F ] -4- RO R

[0252]  (156) N-[(1S,2S)-1,3- " #Hk-1-2RILpN-2- 6] -4-FI3E-3- ([ (6-FHLNEEE-2-
B B L) DR F e e

[0253]  (157) 5- ({[5- GRANIELHID) kg -3-FE] 5458 HH3E

FL]-6- AL - 3- FHi

[0254]  (158) N-[3- ({[6- (3,4- ~HIAAIEIED) b -2- L] G008 D) ORAEL]-N - [ (IR,
2S) -2- B RIRCHT IR,

[0255]  (159) N-[(IR,2S) -2-FFIACIE] -N" - [3- ({[5- (WEmE -2-FL) MEme - 3- 5] 5 3E)
FHAED) RELTJIR,

[0256]  (160) N-[2-9-5- ({[5- (MENE-2-55) MEiE -3- 2] 44
2S) -2-FEIRC LR,

[0257]  (161) N-[4-%f-3- ({[5- (mgng-2-35) mkne -3- 5] %4
25) -2-FEIRC LR,

[0258]  (162) N-[(IR,2S) -2-FFLIACHL] -N" - [4-HI3E-3- ({[5- (Mmg -2-3L) MEng -3-

}

*>Ht

-N-[(1S,2S) -2- 333

m

FE} L) RAE]-N - [(IR,

&}_w

FL} L) REE]-N - [(IR,

15
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R A D) R JIR,

[0259]  (163) N-[(IR,2S) -2-FFLIACHL] -N" - [2-F3E-5- ({[5- (Mmg -2-3L) MEng -3-
R A ) RELJIR,

[0260]  (164) N-[(1S,2S) -2-FKLEAC AL -4-FH3E-3- {1- [ (6- AL IE-2-3) 2451 &
) IR FH s

[0261]  (165) 3-[([3,3”-Fntme]-5-38) FAIE]-N-[(1S,29) -2- IR AL ] -4- FH 2L
IR

[0262]  (166) N-[(1S,2S) -2-FRFEPRCFL] -4-HI3E-3- ([5- (MY -2-3L) Mg -3- L] A,
) IR FHef

[0263]  (167) 4-%(-N-[(1S,2S) -2-FILIACHL] -3- {[5- (Mg -2- L) Mpmg -3-FL ] A,
) IR FH s

[0264]  (168) 3-{[([3,3" -HMtme]-5-2) SIEI L} -N-[ (1S, 2S) -2-FFH IR ] -4-
FRILR FE L

[0265]  (169) N-[(1S,2S) -2-F2IEPACLAE] -4-FHIE-3- ({[5- (Mgmg -2-50) M - 3- KL 15
e} D) K e

[0266]  (170) 4-%-N-[(1S,2S) -2- LR AL -3~ ({[5- (MY -2-3L) Mg -3- 3L ] 5 3L
FRIL) SR FHE I

[0267]  (171) N-[(1S,2S) -2- AR L] -4- AL -3- {1- [5- (Mg -2-30) e -3- 28] &
SR R

[0268]  (172) N-[(1S,25) -2-FRRIAC AT -4- L -3- [1- (BRI -3-38) LA R
FApef

[0269]  (173) N-[(1S,2S) -2-F2FLIRCFL] -4-FHIL-3- [(E) -2- (5-FKFEMENE -3-58) L4
R FHef

[0270]  (174) N-[(1S,2S) -2-FRFPACIE] -4- I EE-3- [2- (5-2RFEMEIE -3-3) ALK
Bz,

[0271]  (175) N-[(1S,2S) -2-FFLIAC HE] -4 - FHEE -3 {[H I (5-ZRIELNENE - 3- 5L) 53]
PRI} SR FHE I

[0272]  (176) 3- {[LAk (5-ZRFEMEIE -3-3) SUE] AL} -N- [ (1S, 28) -2- R ] -4-
PR FH Lz

(02731  (177) 3-[(Z)-2-([2,3" -IRMkme] -5 -35) -2- O Mdk] -4- 98 -N- [ (1S,2S) -2-%%
SRR R,

[0274]  (178) 4-%-3- {(2) -2-3-2- [5- (Mg -2- ) MEme -3- 28] Odmde} -N- [(1S,28) -
2- AN R R e

[0275]  (179) 3-[(Z) -2-%.-2- (BKWEIF[1,2-b]KAIE-3-3L) Z4F3E] -N-[ (1S, 29) -2- ¥ 3L
PR3] -4- AR iz

[0276]  (180) 5-[(Z)-2-([2,3  -HXMEME]-5"-3L) -2- 32l -N-[ (1S, 2S) -2- 250
T3] -6- PR mE - 3- F el

[0277]  (181) 3-[(Z) -2-%-2- {5- [ (4-FIENRZR - 1- ) LT b -3- 3L} £ ML) -N-
[(1S,2S) -2-FHIAC AL ] -4- LR FH L
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[0278]  (182) 3-[(Z) -2-%-2- {5- [ (Mhk-4-FL) FRILT 0L -3- KL} LJg3E] -N-[ (1S, 29) -
2-FRFLIAC AL ] -4- LR FAmL I

[0279]  (183) 3-[(2) -2-{6-[ CAPNZEFHEL) AL ke -3-3E) -2- 5 M 2] -N- [ (1S,
2S) -2- R REIRC L] -4 - FHECSR iz

[0280]  (184) 4-3f-3- {(Z) -2-5%-2- [5- (NEWbk-4-3L) myme -3- L] 205 3L} -N-[ (1S, 2S) -
2- BRI L R I

[0281]  (185) 4-3-3-[(Z) -2-9-2- {6- [ CAZLIAC St -4-F0) 2L I Mbme - 3- 5L} O3t ] -
N-[(1S,2S) -2-FFLIAC HEL ] 28 e

[0282]  (186) 4-9.-3-[(2) -2-5i-2- {5- [ (4- FHIENRIE - 1-50) FHSEL] NN - 3- 58} LJddt] -
N-[(1S,2S) -2-FFLIAC HEL ] 2K e

[0283]  (187) 5-{(Z) -2-[5- AL AL NiEhe -3- 2] -2- 3 M2t} -N-[ (1S, 28) -2-
FEELIA T AE] -6- I E - 3- FH LI

[0284]  (188) 5-{(Z) -2-%5-2- [5- (HhMbk-4-FL) MEme -3- 35 ] LA} -N- [ (1S, 29) -2- 383
TRC 3] -6- FHELIEmE - 3- F el

[0285]  (189) 5-[(Z)-2- (6-2dEMEme -3-38) -2- M 3E] -N-[ (1S, 28) -2- A IR
FE]-6- FIEnE e -3- FH LI

[0286]  (190) 5-[(Z) -2- (2- G EMENE -5-5L) -2- G LI L] -N-[ (1S, 29) -2- AR
FE]-6- L e -3- FH L,

[0287]  (191) 3-[(Z) -2- (6- G HEMEME -3-28) -2-J ML ] -4- 50 -N- [ (1S, 25) -2- 25T

CLE ] 2R FHE
[0288]  (192) 3-[(Z)-2- (2-GAEMaENE -5-3L) -2-F OMFE] -4- 95 -N- [ (1S, 2S) -2-FEILER
CLE ] 2R FHE

[0289]  (193) 3-[(Z) -2-%-2- {5- [ (1-FHIENRNE -4-F5) S AL MbieE -3- 38} £ ML) -N-
[(1S,2S) -2-FHIAC AL ] -4- LR FH L

[0290]  (194) 3-[(2)-2-{5-[ (4- CHEENRME-1-25) FHELTmbng -3- 2L} -2- S M 2] -N-
[(1S,2S) -2-FHIAC AL ] -4- LR FH LI

[0291]  (195) 5-[(Z) -2-%-2- {5- [ CElZeIA | Hi-3-28) al L Jubhe -3- 3} A M 2] -N-
[(1S,2S) -2-FFLIAC HE] -6- LML T - 3- FAML I

[0292]  (196) 4-7-3-[(Z) -2-5-2- {6- [ IR | E-3-30) SR IMbme -3- 2L} LUt -
N-[(1S,2S) -2-FFLIACHL ] 2K e

[0293]  (197) 3-[(2)-2- (6- {[2- (-HIRLERD) LA AL e -3-30) -2- G O] -N-
[(1S,2S) -2- AR AL ] -4- LR FH LI

[0294]  (198) 3-[(Z)-2- (5- {[2- (CHIIEEID) L] 38 kg -3-58) -2- i LIk ] -N-
[(1S,2S) -2- AR AL ] -4- LR FH L

[0295]  (199) 5-[(2)-2-{6-[ CAPAZEFHEL) 2L ke -3-3E) -2- 5 M 2] -N- [ (1S,
25) -2-FRFLPAC L] -6 - RGN e - 3- R

[0296]  (200) 3-[(Z) -2-%-2- {5- [ (4-FHIENRMZR - 1- ) LT b -3- 38} £ ML) -N-
[(1S,2S) -2-33L-2,3- 5 - IH-Ei- 1- 58] -4 - R el

[0297]  (201) 3-[(Z) -2-%-2- {5- [ (4-FHRLNRIGR - 1 -5 FALT e -3- 58} 204 -N- (2-

)
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FeAL-3,3- THIRL T -4- AR I

[0298]  (202) 3-[(2)-2-{2-[ ORPNEEHEL) S I memg -5- B} -2- 5 M 2L ] -4 - 5-N-
[(1S,25) -2- A IAC I AR e

[0299]  (203) 3-{(2) -2-[2- GAPERZIL) ManE -5- 2] -2-J MR AE ) -4- 5 -N- [ (1S, 29) -
2-FHRIAC R ZE ML

[0300]  (204) 3-[(Z)-2- (2-%Ht-4-FIEmeng -5-3L) -2- W O HE] -4- 75 -N- [ (1S, 2S) -
2-FFLIR Eﬁt]zerF'@ﬁﬂzz,

[0301]  (205) 4-%-3- {(Z) -2-9.-2- [2- (FRLGAHL) mang -5- L] LM e} -N-[ (1S, 28) -2-
AR R R e

[0302]  (206) 3-[(Z)-2- (5-2d &ML -2-38) -2- M 3E] -N-[ (1S, 28) -2- AR
HE]-4- RS IR, AN

[0303]  (207) 4-9§-3-[(2) -2-5-2- (5-FULIE -3-25) LJA2E] -N-[ (1S, 29) -2- TR
FLRHR

[0304]  mRIH 25~ | Al Eez W Eh sl Iy .

[0305] (Wi 5)

[0306]  ARFEHIH LRGP, Hak APL T (1) % (15)

[0307] (1) 2- GRNEEFIEL) -N- (5- {[ (1S,2S) -2- B FR L S L e L) -2- IR RL R
) -1, 3-mEme-5- FL

[0308]  (2) 5-[FAPIEE () 23] -N- (5- {[(1S,2S) -2-FILIA AL ] S L TR AL ) -2- F
FLORID) e - 3- ARG,

[0309]  (3) 5- (3-90KLL) -N- (5- {[(1S,2S) -2-FKEEA T B ] S S L) - 2- FHLSE D)
MHE - 3- B

[0310]  (4) 5- GRNZEHSEIL) -N- (5- {[ (1S,2S) -2- IR IL] UL FHRESL) -2- ALK
) e - 3- Fe i,

[0311] () 5-ZAJE-N- (5- {[(1S,2S) -2-FRILPA L] S L FP 3L} - 2- FREL IR EL) nibing -
3- ez,

[0312]  (6) 3-{[ (2-G(ILMEmE -5-38) HIE] 3L} -N- [ (1S, 2S) -2- FILPRCU L] -4 - LK
FHT e

[0313]  (7) N-[(1S,2S) -2-FHERC L] -4-F3E-3- (L (M1, 5-a]meng -3- 55 FI3E]
A K

[0314]  (8) N-[(1S,2S) -2-FHIAC L] -4- L -3- [ ({2- [ AR b -4 -3 2 i ]
e -5-F5} L) S 5L 1 R FH i

[0315]  (9) N-[(1S,2S) -2- 2RI 2] -4- FH AL -3- ({[6- (1H-1,2,3- — M- 1-5L) g -
3- L)AL AL R FHed

[0316]  (10) 3-{[([2,3 -IkMtme]-5"-3E) &L I -N-[ (1S, 2S) -2- A 3] -4-
FHECR e

[0317]  (11) 5-[(Z) -2- (6-2A5EMEmE -3-30) -2-FOMsHE] -N- [ (1S, 28) -2- B FLERC L] -
6- FA LN e - 3- FREL

[0318]  (12) 3-[(2) -2-{5-[(4- LIEWRIG-1-3L) FHELTERE - 3- L) -2- S LA i ] -N-

5‘1‘}

}
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[(1S,2S) -2-FHIAC AL ] -4- LR FH L

[0319]  (13) 4-%5-3-{(Z) -2-%-2-[2- (PRSI msng -5-3E] A ML) -N-[ (1S, 2S) -2-
EZE STNRE B U

[0320]  (14) 3-[(Z)-2- (5-%JEMEE-2-08) -2-G LJG 2] -N-[ (1S, 25) -2- AR U AL ] -
4 - I F e frg , R

[0321]  (15) 4-5-3-[(2) -2-%-2- (5-FMLiE -3-28) LJGAE] -N- [ (1S,28) -2-FHHEIA
R e f

[0322] oI 25~ | ATz Eh sl A e .

[0323] (I 6)

[0324] 25l &, LA SARIEDIE 1 -5 — A e S ek I 255 il s gk
WIS E IS RS

[0325]  (WiHT)

[0326]  PDGFAZ (AU, H A SR Pa 01 5 1 - 5HAE— Wi prk (1t S uk L 2527 ]
Bz b sk AT I E TE P s

[0327] (Iﬁas)

[0328] 597 771, T3+ lives s BB B2 9 Tty A ZEME AN == 28 IR e 2 EBE I B
1M (AML> JEFER AN 2 2R AL TR ES A1 1 1005 A8 PR FRAZ AT 9 15 (CMML) 8
B PE 15 (CML) I W PR AN 1 IS P 5 B JIR 21 24E YRR « el 22 B ISR O B g « 1 7 P
B2 (kAT / P ZEE SO IREEAY, IS R A PEWL 111 sTARHZE) I IR SR
T WU ok A AE DY E TR BE AR 1 (AMD) |, LR M PDGE 2 AR , BTk 657 77 S AR H 0l
-5 E— TR A G e 2527 b T ez (b il s A M E s s

[0329] R HHRIAT 22 350K

[0330]  Hh T AL A b S A I PDGE 52 A4y , ] R Al S PDGE 52 (A5 1) 15
(BT RIS  JReiE -7 LGSR A0 « 1A ST PR s « F B e/ S MR « R PR
I~ I3 BHFE VDA ) 176G T 71

}

BiRsiea =R

[0331] "R SRR A UL A A5 Fh Al IO S ARE I GBRAE S AU, e 2 ¢
SR ek S EARTEA A B, A AREERLAARIA] R 2 S

[0332] RGBT A FEm S R e -

[0333]  “PrdL” (RSBl m] DL ARG an HAT 1 -6/ Bt -, Aoadk 1 - 44t 1, O HL Bt - 3
AN I B S e A LR RS LR IR OB EN AL RNV E T & 7
TR T RGBT R R R - AN 1, 2- TR RO L\ 2- FRAL T AL
SR R R PO R - R TR RO GO - T RET R 2- KT
Fo1,2,2- =HIRRNHE . 2, 2- TR T RS,

[0334] {5l “PRKEILGASL | LI IE AL BB IL”  CTERESL | B REA
B2 BRI | GRS RN IS I h SR , FTLARE M S B AR IR “BE
5,

[0335]  RiE “MidL” AR AL E B — Dk 2B A 2- 10/ M 1, fleide2 -8
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A1, SEACE2 -6 -, Hadb— P i ade2 - 4 i -1 B el s e R A o L RS
BRI VARSI B RN B 2- LN 3L NG 3 e NI Tt 3 T et ks
BT TR R R R R L O R O O R

[0336]  RiE “GAE” 25 -NH, .

[0337]  Rh “G ALk ”E'TE,HEML B R BB A T S i R BT
Sep o HHARSB T DA ARG B anaa FE AL 1 - S00E O0 2- S O - R N 3 2 - AR N
e 2- G RN - 2- 5 3-SR N AL T

[0338] Ry “Bii L e 3L SR R b & B s B AU 10— AR - R B R
HURI A AT o« AR ST AT DL AE HH B U LR U R U 5

[0339]  Rify “FRALLE A" S FEH Bl S 2] Bk B i imr b1 A R S BRI
S LB SBR DL FE B A L 1 - OB 2- R O 38 1 - BN 3L 2 - F N
B

[0340]  RiE “Uidpe ™ SR fR o i S B R B P S m] LA A5 451 4 HH
FOREL ORI N R e R VU T R R e T AR P T R R R
B R O AL

[0341]  RGE “pa LA S FE ok “e e rh g S -8 A “pa 2251 BRI 2R T
HHAARSAS AT DL FEF anss AL R P BE G AE AL S o3 =
B SN B SNy T WAE - =

[0342]  RiE “Ui AL B fR R G BEE 2 U ?E’J%ﬁ%ﬁﬂﬂu@ﬁﬁﬂﬁuﬁ
H1-6 -, Peadel -4 110 EL ek S Bk %% BRI AT DL A FE A FH A 2
COEFEEN IS I O T TR @T%@i 3 e STy A 2 ST S )
B

[0343] (N “pARE AL HRR T S 35000, T AR M 5 b AHIAI ) “Be s

[0344]  “T5IL” (1) A5 AT AU FEADI 40 EAT 6 - 14N - IO R A 2 = IR D5 e )a ik o L4k
SFIAT DA RE RS (1 - 250\ 2- 2500 1- R\ 2- AL L 9- R V1L L 2-FE L 3-FF R 4 -3E
FE10-FERAE Hh e RS

[0345]  “PRKEEL” IS8 ] DA ARG BA IR 2 = IR ERIRAE DS e I Bk o L FAR SE W FE IR
7 NP SN ¢ -9 N2 S 7 NE 37 &/ [ 15/ N~ o

[0346] iR “GEFSRMIATEHAT Al DS MBI I 3L o XA O B I e L 1 S8 T DA B3 35 491
WL

[0347] o XFR[2.2.10 5L (flan, AFA[2.2. 1] BE-1- 3L DGR [2. 2. 1] BE-2- FEADRER
[2.2.1]15¢-7-3) ;

[0348]  « SWEA[1.1.1017%3E (lan, BRI 1. 1] k- 1-FERDBOALT . 1. 1]k -2-58) ;
[0349] o WER[4.1.0] 5% (fFldn, WER[4.1.0] B-1-25 OWIR[4.1.0] Bi-2- 5 WR
[4.1.0]F%-3-FEFIAEA[4.1.0] -7-5L) 5

[0350] o DWIER[2.2.2] 3L (lan, BOAL2.2. 2] 37 -1- TR [2.2. 2] 7 -2-50) 5
[0351] o DWEA[3.1.1]P¢%E (dn, WERL3. 1. 1] Pe-1-FE OWER[3. 1. 1] Pe-2-F DBER
[3.1.1]p-3-FEAMIA[3.1. 1] 5F-6-25) s I

[0352] o v/ JydE-1-3E.
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[0353] bR “GEDS IR AL P 7] DL SRR R AT o XA SEIASE AT S 81 v LA A FE Al DA
T

[0354]  « WE[3.3] Pt (folgn, R [3.3] Pe-1-FEAMR[3.3] Pe-2-30) 5

[0355] o WE[4.4]FFH (Bl 4R [4.4] F-1-FEFMR[4.4] F-2-5D) ;

[0356] - i%’i[B 51—t ik (Pl MR (5. 6]+ —%t-1-F IR [5.5] +—ki-2- FEANIR
[5.5]4—%t-3-55) ; /1

[0357] iﬁ%[zsh&%(fﬁuzzﬂ,aﬁ;%[2.5]%-l—ziwf%[z.5]%—4-%&5%[2.5]%-5—%@&25%
[2.5]°¢-6-55) .

[0358]  “Z)5 L7 By S AT LA AE B an B A 6 - 14t 1O+ A1 - 34020k B AU+ AU
- Ff i %Eﬁzaf FPERA BT RIAE =IR05 IR o AR SARI A DL BRI AnLA T
[0359] o IRAEgEL (fldn, 2-Wkrpg L AN S - IR 3)

[0360] = IGEWTIL (A, 2- ey FEHN3 -y 5L)

[0361] o MEERREL (34, 1-PERG S L 2- I R L3 - N L)

[0362] IR (540, 1-DRme L | 2- DR B4 - DR L)

[0363] o mpbmEL (5140, 1-PREme B | 3- M A4 - N s L)

[0364] o =WRIL (fBlGn,1,2,4- —=Mr-1-3£.1,2,4-=Wp-3-3LF01,2,4- =M -4-5L)
[0365] o PUmMEEL (514, 1-PYme L 2- UM EEFN5 - PO L)

[0366] o ML ({514, 2 - MRIde L | 4 - I EL A5 - a2

[0367]  « [pmERREL (514N, 3- FemEme R (4 - Sl FURNS - i L)

[0368]  « WE WAL (fFlgn,1,3,4-ME T M-2-3)

[0369] o mgEMEEL (B4, 2-WEme B | 4 - I FEFN5 - IBE W L)

[0370] o mE ML (I, 1,3, 48 L 1,2, 4-E LR, 2, 3-mE L)

[0371] o SRmEmp L (L, 3- SR B (4 - Spmgeme FURNS - SR 1)

[0372] o mpmEEL (AN, 2- ke EE . 3- kg L R4 - I nE L)

[0373] o WAMRIL (A, 3-MAMREL A4 - AR L)

[0374] o gL (540, 2-MemE L | 4- Mg FLM5 - e L)

[0375] o mbMREL (B4, 2-IEPRSD) 5

[0376] o ZKJfmE —WRIL (AN, 1,2,3-F 0 me ki -4-3E 1,2, 3- K fmE —wk-5-3L .21,
3- K Tfme M -4-5LRN2, 1, 3- R J e Ik -5-38)

[0377] o CRIfWEMEIL (B0, ZRFFmEm - 2- 5 ORIFHEM: -4 - B IR FFEME - 5- 3L DR
W - 6 - FEATORT e - 7-38)

[0378] o WGREL (A4, 5P - 3- 6 51k - 4 - 3L |1 - 5- B 5|k - 6 - RN |IE -7 - ) 5
(03791 o ZKHFmEMYIEL (BN, 1- IR FHEMY - 2- 3 1 - IR FEMY - 3- 1 - IR ey -4- 1 -
TKFFENS -5- 35 L 1- K FFmeEmy -6 - FL A1 - K JfmeEmy-7-50)

[0380] o 1,1- —ARA%-1-ZEFfmEmy L (A, 1, 1- 54 -1-2K0fmemy-2-36 01, 1- =%
R-1-ZRFmEmy -3- 26 1, 1- 5 - 1- A FgEmy - 4- 351, 1- 5 - 1- 200 fmemy -5- 28,1, 1-
TR 1R - 6- 3R, 1- A AR - 1O TEY -7 - L)

[0381] o BRI (PR - 2- L (WAEMpR - 3- 25 (ISR - 4 - 36 (PR - 5 - Bk A - 6 - L (b - 7- 2L
FnEEbR-8-35) 5 11

= = = =
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[0382] o 1,3-ZRJfMEmk-2-3t,

[0383]  “ZEALEEL” B SLB AT DL A4S BA — IR sl R 2 AT AR A 18 H
FURA AR AR S B — D A 2 R PRRAE DY IR ASIA LT, vk 2 i - AT DA
SRR B AN A F ARSI AT DL AR B L R

[0384] o SEZRER | HLEE (BN, 2- S0 A9R T B BEAN3- S8R T i) 5

[0385] o ZUZRER | HLHE (BN, 2-WAGA T BEBEAN3-H2h T hidh) 5

(03861« PUZANLIEEE (19140, 2- DU I L L 3 - DU S I A4 - DU S IR )
(03871  « 1,4- “HEZREACLCEE (BN, 1,4- “52R i -2-3)
[0388]  « 1,3- “HEZRBACLLCEE (BUAN, 1, 3- AR e - 2-FE 1, 3- AR b - 4

FEANL, 3- "R bE-5-30) 5

[0389] = IEEMELTEE (B4, 1- MRS HEEE 2 - I T RERN3 - IR B )

[0390]  « WRIEIE (4N, 1-WRIERL \2-WRIERL |3 -WRBEFL A4 - DRIESD) 5

[0391]  « WRMRIE (AN, 1-WRIGIE  2-DRIGILRI3 - DRI ED) 5

[0392]  « SUAIABELEE (BUAN, 1- RERIAPESCIE  2- RURIA P 3 - R IAPESe L A4 -

RAEAPELEED) 5

[0393]  « SATPAELTEE (BN, 1- AR E b 2 - WA E LA 3 - B IA eIt 4 -
B EREMNS - F AR 30

[0394]  « \EURAEIE ((FI40, 2- rRWRmE &k | 3 - R R E ZE A4 - SRIE )

[0395] o MEGIBREL (5140, 2- PRk | 3- IR L AMTI4 - FESRREEE)

[0396] = frRAXPEmpRIE (5140, 2- i A bR | 3 - it R IR R4 - ARt AR IR D) 5 A1

[0397] o DUSLPLMEEEL (2- DY SRR 33 - PU S PRI D) o

[0398] [k “FuIfbe ™ W LU AR B AT o X AR AR P 1 549 AT DL B4
BIaAN

[0399] o 3-RZAOAL3.2. 115 (Blan, 3- S8R [3. 2. 1] 37 - 1 - 3- B4 BIA
[3.2.1]15¢-2- £ 3- K ZUWIR[3.2.1]3¢-3- 3L . 3-F 4R [3. 2. 1] 3¢ -6- B F3- B AR
[3.2.1]°¢-8-3) ;

[0400] o ZsRRAL (4N, 457 0R-2- B A EA-3- FMNEE T EA-4-20) s F

[0401] o 6-%AZ%-3-HZAOA[3. 1. 1] JehE (fFldn, 6- 544 -3-FALMIA[3. 1. 1] Pi-1- 3,
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DMAZANMP 3 J2 , AN AN ZR s — FREEAN (T SCRR A “DMSO”) 5 M s MR A1

[0711]  FEACEERT AT, SN B I 3 R A5 20°C 22 200 C TS Y, R S ARRFT
FIERFATGAI RITAR o S AN AR IR F5 EE AT DA AR S R 425 o

[0712] A, S NI [T 3 AR 17N 22 24/ NI RTE RN, RV AR P 0k 2
FURN R AR o

[0713]  HLrhL'y-NR - (CR'R") -FF HLRFIR % AR A Pt FT A B 477,

[0714]1  HTA=tA [1-FFI T

[0715]  [311]

H 4
R X
r'ILHc R X c 5 | I}c R5
| & il e R®
+ = N\l/l\ &
OHC R N (] T
[0716] 2 I N S R
A . i 1
]
27 28 R 1-FF
R'I

[07171  ({rxr, RYRARYRPRORT RO L He t FIX AN | 52 X o)

[0718] D1

[0719] AP EE A ST G281 I A SN SR AL -FRIV B, IF HL
AWML -FRa] D S5 AR Ml 51 -BER 5 5P R AR 5 TR A7

[0720]  FFA =k & [1-GlR Tk

(07211  [12]
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r2 RP =

R X | RS
(haay o IO AL
- b
[072] 4+ Ho LZ\I/I\RE — n“ﬂ &l
F["-i RT 1

Rl RR

29 30 | 1-G
R‘

[0723]  (feH RLRERLRPRORTWRE\ L% W He t FIX Q17 o)

[0724] ﬁg;‘@

[0725]  ACPEREEAEE S P29FEE L S 130119Mi t sunobu N ARAFEEL S 1 - G120
B, H AT DARPE A KR 5 100 7

[0726] AU BRH B A A L — F R BRI AR AR N AR Y i b T

[0727] & MDA TS P30, A S P02910) FH T A0 . BEE /R Mt 2 1L B EE /R 2 1Y
[0728] s FH Ao {8 S0 — F IR i 3k 77 1 54 PT DA 4 0 A 0 — R R — R O SXRR hy
“DEAD”) %0 — HIR — 5P T8 (T Xl “DIADY) H AL — HIFR AN (2- AR S 2) fig (R SCHR
k3 “DMEAD”) 25,

[07291 il B R S AT DL READ] an — 2R L — T 255

[0730] & id &, AEXT T A 129, AR 0 — FRER T8 15U 10 FH e I AR 1 BE 7R 29 i R 2 R /)Y
HITEFEN .

[0731] Sl , A T A 029 , st Rl FH i B A 1 B 2 v 2 2 ) i (AR Y
[0732] )V i I A R B PR ), A S 5 Wy B AT, FC S mT DA R il
B BN TR AN S Ik, BN, 4- S 2B C 4  THEFIDME ; M R S5

[0733]  FEACPERA, Sl , SOV B RN AE0 C A2 100 CHITEEIN R e AR AT
ORI 2 AR 1 o

[0734]  EE RIS, SN TR]TE 5 REAEO . 5/N 22 24/ N YRS A, SR e AR AT I URHE
TN SN TR -

[0735]  FTA =t [1-HIR ik

[0736] [+13]

RO RS
HO 2 2 o rY
o Gt @
1 5 & 1
R RE
3 32 i 1-H

[0738]  (fEztrf, RERE RS RO WRERT GRS LA He tFIX A 8 X )

[0739] PIE1

[0740]  ACP BT IE R L A W3 LRI A3 21Mi t sunobu N ZRAFEE L 541 -T2
B, HAL S 1 -He] Dl 5 T2 B A1 - I 5 A P B IR A T3 ok A
07411 HFAE= e & [1- 11075
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(07421 [ 14]

@‘f R* X%
=
5
R
+ I.ﬁ‘“ Lz\'/J\
]
RZ | H
|1

R

[0743]

33 34

[0744]  (ZEA T, RYREG R R ROGRT RO LA He tANX 4 15 Yo Y B A b A, 3 A L 525 o]
PLESHE AR 1~ U - AN =55 TR AR )

[0745] L1

[0746] AP BREAT 1T 5 (BIanEs) 748 Pl {533 b S ¥34 48 52 A0 & S
I AW -T2

(07471 SSTASKON, AT DAJe i & 30 I P R & SO, CRE g Heck M) 5%
P, H T DUE A Sk (Bl 4n0rg . Synth. 2005, 81, 63-76.; Heck® A, J. Org.
Chem. 1972, 37, 2320-2322.;FBeletskaya®: A, Chem. Rev. 2000, 100, 3009-3066)

TR AT
(0748 £ DR T AL e 3, (L2330 FTRLRT 770 . SI8E/R 4 58 358/ 24 R 03
FEIPY

(07491 S F T AN A ML JoR A T8 A T R BB A AT B JR A TR DI ) 5545 P
PAEAE 5 RAA 5, a0 = (A I AR) B8 - S0 N CR 3SCHRCh “Pd,, (dba) ,
CHC1,”) = (ML RPN B (R SCHRJ “Pd,, (dba) ,7) PH =R B (N SCHR D “Pd
(PPhy) ")~ [1, 17 -8 (OREEESE) — 5k ] - &0 (T1) - S (R SChkh “Pd
(dppf) C1, * CH,CL,”) VB (REERS) &bl (11) (P SCHCh “PdCl, (PPhy) 7)< [1,17 -
(C-BUTIERERD) k] - U (T O 3SCHRDy “Pd (dtbpf) C1,7) B (IR ERRD) 5
AL (1) ORISRy “PdCl, (PCy) ") « STRAE (TT) (R 3CHRDY “Pd (0A) ,”) AL, 3-8 (5%
FLEED DI ER (LD FIixX S B AR AR 59 -

(07501 5 iEffse , AR T IE 433, s I P At A REAEO . O BE/R 2 B 550 . 3JEE/R 2
AR

(0751 FEACL R AR 5 22 A LAGE FHRRECER o B RO BR ik ) S0 mT LA 37 3 Atk sl
. BSITRRIR BH TR 6 TR B BT S8« TR IR B IR =571 BATR =P M FLAR 5
VAR = Ol CRSCRR “TEAT) N, N- 5 NEE L e CF SCRRD “DTPEA™) S AL BB (LT
@ -

[0752] {5 iE s, AFDA T A H33 , ki) P LA A LEE /R 2 it A A B Y R ATE I -
[0753)  FEACL BRAh Al o5 2 P LAGE FHIE 4 R ik o P LAGE R A I A ) S48 R A 037 481
W1, 17 - (CREEREED) Rk (N SCHRCA “dppf) 7 4,5 -0 (ZRIEREIL) -9, 9- — FJLnkmg
(F3CHH “Xantphos™) \2- “HFCUIERERL-2" 476" - =P REINEE (FSTHR N “XPhos™) 12,
27 B (CIRBEREIL) -1, 17 -IE2E (P STRRON “BINAPY) \2- “FRCUILAE 27,67 - S JEhk
R (R STFR N “RuPhos™) ~ = ZR3EE (1 STRROD “PPhy”) W =FRCUBERE (P SChRO8 “PCy,”) 55
[0754] S I& RO, HDNS T B IR 2 e, ICAAR A FH e (B A A T JBE /R 24 it % B IR /)R 24 B
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AITEFEEIN -

[0755]  JSUEF AR AL TR AR VA 70V AT e I PR ), AN S S5 R Owy B AT, L Sl ]
PLAFE QIS , 91 FR2RAN — BRIk, BN, 4- — S8 42 EA T b PO AU (R SCRRA “THE”)
M AR OKE CR TR “DME”) 5 el , AN, N- — FHEE FAgE I (T SCHR O “DME”) N, N-
FHEL el (B SCFRA “DMA”) FNIN- HHEERE R B SCRRh “NMP”) s B, BN 8% 2 - S AT
BT 7K MR G

[0756] AL , SN BE I H N AE20 °C 2200 °C VB FBIPN , R E AR AT ORI
IZSTAE I o T AN AR T AT LU e SO 146 45

[0757]  Eaififysd, SONIN TRIE 5 R AE0 . /NI 22 24/ NN FROYE L Y, SR e ARSI AT TR HT
IR S BT AE A o

(07581 I & [1-KIR 5

[0759]  [R:15]

r* X
e A | RE
- Lz
-+ RAA | : R® L
™ A
[0760] 'Tz ?as R R ¥ 11
R

Ri
a5 36

[07611  (fF=0Ar, R R* R \R°R®.RT\R*\ LA He t FIX Q1 1 52 S o Y B 3L M, I B H s n]

DAL - B R = g FRRIRARL  RMFIR™ 5% [ 3 BB RM IR —it2 g -0-

C(CH,) ,-C(CH,) ,-0-+-0- (CH,) ,-0-1k0-CH,-C (CH,) ,-CH,-0-.)

[0762] LI

[0763]  ACPYREAT L IE G )8 (FIANEE) F745 Nk (e S35 Mt S 36 232 5 S

PAHE AWK

(07641  F A SR, AT DA FH i P 1 o % <6 e A0 5 SR (R 3 /& Suzuk i -

Miyauraff {5 S ) BIEAE, FHHIL AT DLam 72 SRk (Bl dnSuzuki % A, Chem. Rev., 1995,

95, 2457-2483) HHFTIRR 31T

[0765]  Eridifyud, MDA L 5135, (L5 361 T AL RLAEO . B8R 2 it A2 3 JEE /R 24 B U313

I

[0766] o A S AT AL 465 e A 7R A e B BR 1 o A A L SR e A R P pIe e Py S8

PAEAE S B AL 7, 0 a0 = (Y S P ) 85 - Sl p n & (CF SXHR ol “Pd,, (dba) , @

CHC1,”) = (ZME-FEEPI ) B4 (N SCHR A “Pd, (dba) ) PH = IR FEBESE CF KRl “Pd
(PPhy) ”) < [1,17 - B (CZREEMIL) — ekl - 5040 (1) - — & e ins# CF SChkch “Pd
(dppf) C1, * CH,C1,”) OB (=ARFERD —SUEHE (TD) - CR3CHOy “PdCT, (PPhy) ,7) [T, 17 -
BT R k] - s (OID) CR3CHCh “Pd (dtbpf) C1,7) OB (IR AR 4

LA AT (F3CHR “PdCL, (PCy,) )~ ZFRAR (IT) (R SOk “Pd (0A) ,”) FIL1,3- M (—

IRELPEL) LR (I AliX se 4 SR AL F TR S o

[0767] AP AN T G135, 1 6 SR I FH A QB 10 . 01 BE /R M i 520 . 3JEE /Y

BN
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[0768]  Fr AR AR P T 2] DA sk 26 o i I msak £k 1 SS9 v A G4 45 aniimik
EL AR B BRI B ER B BRIR B SR CFR B B IR — B IR — B N HLVAA 5
PAS = CR SO “TEA”) NON- S R4 O SCHRA “DIPEA”) Sl A FR AL b ]
(D

[0769] G , AT G135, Bl FH B 9] QN AE 1 EE 2R 21 B 2 4 BE R Y B e Y
[0770]  AEACLERA AR RS EE AT DA AE 24 Ao AT DA FH A B A4 e 52450 AT DA A 45 451
W1, 17 - IR RD) ek CRIChRA “dppf) 7 4, 5- B (CREEBEL) -9,9- - HIBLREmG
(N 3CFRoN “Xantphos™) 2- “FRCIERERE-27,47 .6 - = N 3EIOR (R SRR N “XPhos™) £ 2,
27 - W (CREEEID) -1, 17 - B (R Xy “BINAPY) o 2- IR LG AL -2 |67 - — P ALl
IR (NN “RuPhos™) =8B (N SCRROD “PPh,”) = BRCAEIBE CNSCHRCh “PCy,”) &
[0771] Sl & AT T < , B AR i FH B A9 7 A 1 R 7R Y B 8 5 R /R Y i
AITEFEI N -

[0772]  JRE WA A B AR PR 77 AT e I PR ), AN S S5 R Owy B AT, LSl ]
DUBSFE I , Bl An B 2R — 28 Ik, N1, 4- —SA IR0 0 WU Ak (R SORR N “THE”)
MR KT CR TR “DME”) 5 el , AN, N- — FHEE FAgE I (T SCHR O “DME™) N, N-
FHEL el (B SCFR A “DMA”) FTIN- HHEERE R (B SCRRR “NMP”) 5 B, BN 85 - 2 - BT
BT 7K MR G

[0773] A IERUAE , MRS T B S AE20°C 22200 °C T N, RV e AR s e F JEUR R 71
ST AE I o T AN AR T 2 AT LU b SN 186 45

[0774] SR, SONIS TRIE 5 R AEO . /NI 22 24/ NN FROFE L Y, SR e ARSI AT TR HT
FIUFN S S T AZ A o

(07751 ALY &0 H AT £ PDGE 52 AR SRR A FIR A 3 2, 2 1 R Pt S5 e 431 B 1k B
(o LA, T2 % B AL &0 A 51 PDGE A2 A i (R Fn TG M, A 38 TP IRA
S VI LGB M08 L B PR D das/ R s AU s AN T FH ZE VE
P o

[0776]  HEAN , A AL S 0BT W PDGE 52 (AR (1 055 12 1O K L TR 1 0 i) i 12
PR B, an Nl S e BT uE B, FEER It AT A B A & B A S i B i LA
AT ER A E IR PDGE A2 A A il 771, 4 i i 4 il o

(07771 At , A BRI Sk H 2527 bl e 18k T DU EBI a0 H ih b M PDGF 52 Ak 5k
SR TG A sk ia T 7 74 .

[0778] AL HHINA APk 255 1 A 32 [0 3R nT LAR ORI 1) 450 AT DA 48 fif
Jo AT = s o T 20 , AR 0 R R PR T v T 2 25 4 B o

[07791 = JiliZhfikes s (PAH)

[0780] o LA DO 52 Rl s

(07811 H AR I3 BN A 0T

[0782]  H AW IS I3 BN A 0T

[0783] IR, Al

[0784]  SECEANIMAET FFPHI A R/ SAFNE UM O ;

[0785] o il o RS A il s F RN/ ek F 3= N T s 5 5 RS A I Ae et 2D
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[0786] M MRHFEME MR (COPD)

(07871  [R]Joaid: (BRI il

[0788] 5 M PR PR FIRH ZEPERAE TR S O H e s

(07891 Fhyfifii 5 [ sk S L, A1

[0790] K HEAT;

[07911 = HhfiliZhiik A1ZE5 AL T i

[0792] i (A A% ZEMENli= Hs (CTEPH) |, 11

[0793]  FyF-LA N (PR I IR S Frgeg < N FRg « ph 45 45 20 4005 e R il
KBRS L 2 A HR S 5 S 0L/ 28 AP0 I PR A PP A L s (PTTM) ) (1R i s Hs 5

[0794] o FH IR 5 A ERAN T A R 22 IR 22 AL 5 S e i s He

[0795]  IMLIRUW CR MRV L T I B BE S R 5

[0796] 4 B PRI PRSI (9140, Bl B A O 40 i 4 2 A0 B 4 2095 S Bt
RO PR A5 TTR )

(07971 & (fBlan, 7/ TCBEAT S YE S il AR AE L PR 2 55) A1

[0798] G RV OIEIRTIE .

(07991  f3l4n, FaRflizhhke s (PAH) AIFELA K .

[0800] & IEPAH;

[0801] & I4PAH  (HF3IZ-BMPR2. TBX4ACVRL1 ENG.SMAD9 . KCNK3 . SMAD1 .CAV1.SMAD4

ATP13A3.S0X17AQP1 GDF2uk A HIZE A S5)

[0802]  ZLWpRIEE#s S UPAH;

[0803]  Hcp SIACIPAH X HE, “Ps” CAm (I an 45 4 20 23508 JHI VI AL T T ik = s
S RN 53 A O AR HU) 5

[0804] a6 i FELIT 751 il ik ) MR 55 / B 4l R AE 38 25 4E (PVOD/PCH) (B335
HAETF2AK454Z [FIPVOD,/PCH) [JPAH YT R 45 5 A1

[08051 Ak ) LRt il s (PPHN)

[0806] AL HHIMAC AWk L 255 1 Al a2 [0 Eh nT LA F IR 28 PR R SF S g 1
S AT LA G FERE B0 Ry  PHIE PR A ==V I ER AL - R R MEZLBE ARG (SLE) RS
ghan 2l 25 (ICTD)  TEREr Al Z LA/ B LA  5e 27 Ui itz MR S5 1% 4% I 4n i/ DAE
1 G538 EAE (IBS) #1795 (IBD) el e £ 48 ik S5 B 5% 48 < TR B e s A A M TR
PE % P PERH ZE M (COPD) & FH I £ AL R (CPFE) « sl A PPN 18 £ A AE
(ARDS) A 535 « 28 RIS 28 VIE R AN 2208 i B A AE IV PR 251 ML BT
ZICVELLBE BRI 5« B2 R AAE /5975 « SIS Rk e Fe b 1z ¢

[0807] AL HHINAL A el 1 255 1 a2 &k il LA F e e 10 S5 T DA B4 2B
PEF IR (AML) FREERANIIE 2 £ A A0  TIREE 41 (1 I 1S PR 5 AZ 41 1 I (CMML)
T2 P BENE I (CML) P VERg R 4N I B B8 2T 4R PR 2 B R 4T 4 P IRE  ph 2R T
S8 P B 1B P R A e BRI  /NgR I il S A/ N A e B e L LA
JoA RRERPN 4 WAJRE R s T S 96 RS S SISl Dk 4m i des « K e < ) DORE < JiRdes TR

It JE R AR R 20 hE AT 40 IR 5T (GIST) .

[0808] G HHIM Y AWk L 255 1 A 32 [ 3R nT LA F PR~ FILBGRE M9s 1 SA51 m ]

il
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PACIE M35 FRER 7S L SRS/ TH ZEVE ShITKEAY RS CRE ZPEWI 111 sERMAIZE) S
FILEE IR EL A S RS Wi 114 ams £5 A AE S5 T PERELL < U O UBEZE O E Zh Ik «
PB4 B AL RS P /&5 U I o

[08091 A K AT & el I 2427 b mT B2 2 1k nT DA FH P LA B 1 s (1) S 481 m] LA
FUFRAE I AR MR BT A (AMD) BT Shps GEHAE VR HH I B AN E 5K IS8 IIReg 1L
A SRS O

[0810] AL WAL S ek 22 b IR s2 (1 2k vT DARE FH ARSI (1 52451 AT DA (0 45 A
JRIp (LRI PRI B 2R RS o

(08111 A& HHRIE AP AT DUSRE FIVEFLEbY (A /N SRR e J0 A B 3
A 1) _EaR Z Mg iR Ia s 7 9, slcB E A BI4n0. 001% 4299 . 5%, HE1%0 . 1% 5 90% 1%L
SIS Y, Hal TR S S 25 A A R AR .

[0812]  JUE 2 e 2 SR IR DL (B ANAERS AR F AR (1 2 URI™ B FL T 45 2o fR) WA
KRR E YIRS (B RS2 5 AU ER 026 | 75 B2 1 AN 251 3, (FE il &
EHE TR FEIRG Z50E OU T, AR BRI S ek 5 2527 1 AT 82 (ko 2o
NAEREAR0.01 mgZ5 g/ ARIVEEIN, L 7EL mgA500 mg/ B A FIVEFE N o 7E—LE it
BN PTRE RN, ok T e T BRI ol AR P DA — R —IREE 2y, i ]
DAY T —REA 2575 TR, BB AR K N 45 2ot 0 1, 770 o] DABR s 25 24 5k 2E 24/ N Py
Praieh 2y,

[0813] A& WIS b () — AN 5k AN A RN/ sk BB I AT DA & 1 i A B/l L
BT RIE M R AR E A Z A S dE H . L e e e PN oL o TP PP L S
ORVETROCT, VAL BRSBTS BN S X R AR R 7 IR AL At T
PEE= 25720, H B L I EFEA L IR S BTG U R R IC B P20 o

[0814]  "NSCH, B 5 2 L S St AT IR S 9 — 25 PR IR AR I 5 HUE
AR T AR T AL 151«

SEhtE 1

[0815]  fESEtIrh K LA M4 S

[0816]  TFA: —SR IR

[0817]  Pd-C. /" -ff

[0818]  Pd, (dba) ,: — (NI WL AT B

[0819]  Pd (PPh,) ,: PU—JRILJp4H

[0820]  PdC1, (PPh,) ,: B (IR EL) Sk st (1)

[08211  Pd (OAc) ,: CFRE (TT)

[0822]  Xantphos: 4,58 (—IRELPEEL) -9,9- — FIILNG

[0823]  BINAP:2,2 - (T IRIEMERD) -1,17 -HKzs

[0824]  PPh,: —JRILE

[0825]  Boc,0: fiiiid BT i

[0826]  HATU:0- (7- %2R F =W~ 1-35) -N,N,N” N’ - U FR IR S Sl R i
[0827]  HBTU:0- (HIF =M~ 1-25) -N,N,N” N” - PUFREL RS Sl AR Fi
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[0828]  THF: PY %I

[0829]  DME. 4L be

[0830]  DMF. — FHELFIL I

[0831]  DMSO: — FHEVIAX,

[0832]  NMP:N- F 3kt i 5 il

[0833]  DIPEA:N,N- —SpPNHE %

[0834]  TEA: =%

[0835]  BH,-THF : ik - VU ER 25 5 )

[0836]  CDC1,:jifRalfl

[0837]  TLC. /= ai%ik

[0838]  MS: Biiiik

[0839]  LCMS: msUoht (i - B

[0840]  EST.HI, [Mt5s HLE

(08411 M. P&/ (mol/L)

[0842]  MSHILCMSII & . ESTIVE T FUES I T i o BT SR B Ao )/ z

[0843]  LCMSHUMI 4N T

[0844] /A% : ACQUITY UPLC MS/PDAZ%: (HiWaters Corporationfflif) ;

[0845]  JiTi{S :Waters 3100 MSF:IHS;

[0846] Y HL —ARATBEAAG RS : ACQUITY PDAKSIN RS (UVES IR : 210-400 nm) 5

[0847]  f¥:Acquity BEH C18,1.7 pm,2.1X50 mm;

[0848] y4#£:0.5 mL/min;

[0849] A1 :40°C;

[0850] A

[0851]  IAAA:0. 1%HIER/H,0 (v/vs R SCAHR)

[0852]  JRIEB:0. 1%HR/ LMK

[0853]  {fi Ff INM-ECS4002 4 A 1% 1% (H JEOL RESONANCE Tnc . fill3) Mt 'H NMRYE
Vs B T IR REAES  (ppm)  (s=PAl , d="Tl%, t=—"TI% ,q=]UTl% , brs=
PRI m=2 TR, dd=X il , ddd=B00 TR, Fldt= = El%) .

[0854]  fri s, i 5] & 7160 (FHBiotage ABHIE) X 7] PLSZIN40°C % 250°C (1
WL, I HLRT Ak 2 Sk 202 R s 7

[0855]  fE AL b A 2 Ak i A5 TUPACER P oy 24 B FFACD/NAME - 1
bR, Advanced Chemistry Development Inc.) .1l f# HIChemBioDraw (14.0kx, H
Cambridge Soft Corporationfflifs) skARHETUPACTHY &4 AIIZE H o

[0856]  ZEMV AWt RR R TE O R4S UNE) SRR TUPACER I (B A S B JET
TR

[0857] S5 5EMI1:5- [ (RPN ZE L) 2 AL T mbme - 3- FHER

[0858]  [PER1]A:;75- [ AP EEHHED) 2 L] HLnE - 3- FHPR i

[0859]  [)5-JRALNE -3- FHEZ HFE (15.0 g) J1-FAPNEEHIZ (9.9 o) \BINAP (8.6 g) JHKI&
i (45.2 g) FIPd (0Ac) , (1.6 g) HIJIINL, 4- " SHZRERCKE (139 L) 3G B R RTR A
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PILES0C NSS4 P 78 - MHcelite (R) JEHIANIAY, HARIG IS 20808 57 A 4
WRES R (LAt AR BRSS9 (8.4 ) MS (m/z) :207.2 [M+H]”

[0860]  [2PER2] A p=5- [ AP IE D) S 5L e - 3- FHR

(08611 [\ 2B R IPERIS Y5 - [ RN LD S ke - 3- FRER FHiE (8.4 g) AETHF (81
mL) AFAREE (81 mL) AR TN — KA A AL HE 3.4 @) MUK (81 mL) , IR N TR
TE MR N BERE AR o Il s 28R 1« FK MR SO IR A9 , AR IS e N IMERER R R
TS BN T U, S B 54 6.8 ) MS (m/z) :193.2 [M+H]”

[0862] SN hE(2:5- AL (FH3E) Sl I nbme - 3- R

[0863]  [XBPR1] =5~ [EANIE (D) S 2L 1Ene - 3- HHR HH S

[0864] i il FTIN- FHILIRAPI I (9.9 ) HRL-FRN AL F e , i Ao 528 S 11 1) 20 3%
LR T RSB 59 (6.6 @) MS (m/z) :207.4 [M+H]™

[0865]  [2PER2] =5~ (PR EE (AL 24 5L - 3- FHR

[0866] i1k fifi FHAE 20 B Fh kAR 15 - [EAPN 3L (HH D) S 6] ke - 3- R HIi (6.6 o) f0
5- [ RPN ZE FH3E) S5 TNk - 3- FHFR FI R , 1 A 258 S (91 1 1 2 R 2 v im0 5 15k
SFREE A 4.3 @) MS (n/z) :193.4 [M+H]

[0867]  HHShEI3:5- [ (3,3- —45IF | 50 SAIL] kg -3- HfR

[0868]  [LBR114:p75-[(3,3- BN | 25) S InE - 3- FHG F g

[0869]  [F]5-FRLLNEIE - 3- IR I (250 mg) +3,3- " JiFR | -1-J (212 mg) AIPPh3 (599
mg) /ETHF (4.1 mL) PP AR &0 — FHER — S AT (40% 11 FHORIAR, 1. 12 mL) , I
R A IAE60°C T e PE 2/ INK o R I 408 S ST, R RS 1 R s i e A €
alify, A RIFRBUL AP (170 mg) MS (n/z) :244.4 [M+H]'

[0870]  [3PEE2]A:775-[(3,3- 4R | AL L1 mbne - 3- g

[0871] 5@ ot (o T 20 B 1 bR A3 195 - [ (3, 3- 40 B T 38) S L 1 mbng - 3- R F g (170
mg) A5 - [ GAPNIE D) SO 2E T - 3- FHPR FHR , i Qe 228 S 1 1R 2 SR 2 v T 11
TSRS (84 mg) -

[0872] 2 ShE4:5- [(4,4- “GIACIL) SAEE] e - 3- IR

[0873]  [2DER1]A:75- [(4,4- —SIACEL) AEL]MEmE - 3- FHIR FH R

[0874]  JHId {4, 4- —HIAC -1-FAE3, 3- A T -1-15 , il andE 528 S hE 11311
SR 7 b8 E 54 (450 mg) MS  (m/z) :272.2 [M+H]”

[0875]  [2PER2]A:p=5- [ (4,4- “HIACEL) AILIMEnE - 3- IR

[0876]  yi it i A 2B TR A GRAFI5- [ (4,4- 5 EAC 3L) 5L ] EnE -3 - FHER FH i (450
mg) A5 - [ GANIE D) SO E T nbne - 3- FHPR FHR , il Qe 228 S0 1 1R 2D SR 2 v T 11
TSR RS S (350 mg) JMS (m/z) :258.2 [M+H]”

[0877] 2S5 5- [ (1- FHILEAPN L) HISASE] e - 3- R

[0878]  [PER1]Ar=5- [(1-HIEEIAPSEL) F AL e - 3 - R FH R

[08791 iy 1] (1- FRALEAPN L) B (500 mg) Fo#%3,3- 4R | -1-1%, Wit iifr &%
S35 B PR T iR 0 5 VR RE & (540 mg) JMS (m/z) :222.1 [M+H]"

[o880]  [PER2] /=5~ [ (1- FEEIAPIEL) A SE] L - 3- FHR

(08811 il i ff FHAE L BRIk AR5 - [ (1- HHILEAPS L) H AL ] mkme - 3- HHER HH A (540
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mg) 55 - [ AP IR FHAL) S AR T - 3- HHER FH , il A 228 S 9 11 20 BR 2 a1
T AR REU S (340 mg) JMS (m/z) :208.2 [M+H]"

[0882] & F5jiEfhl6:5- [ (3,3- 9 IA | 3L) FAE LT ng - 3- g

[0883]  [ZLER1]Ar=5-[(3,3- HEA J 30 IS Ibme - 3- FHFR FH G

[0884] WL fdiH (3,3- B T35 FIET (500 mg) 053 ,3- 4R | -1-f7, il i 2
SB35 B PR T R I 5 VR RE L S (1.10 @) JMS (m/z) :258.1 [M+H]”
[0885]  [PEE2]A:775-[(3,3- 4R | 4L FIAR L kg - 3- TR

[0886]  SE il FTIAE B B L HFGRTT95- [ (3,3- 40 FR T 2%) FIA L] kg - 3- FPR G (1. 10
g) 5 - [ AP AR FHEL) S LT e - 3- FHPER HHE , il 40 225 S e I 1 1 20 SR 2 v ik 1)
T HEFRARFRE L5 (580 mg) JMS (m/z) :244.2 [M+H]"

[0887]  ZHSEIT . 3- B K -N-[ (1S,25) -2- B RLEAC ] -4 - LR F iz

[0888]  [f]3- 2 Hk-4- LA HIL (5.00 g) - (1S,2S) -2- 5 EFA0C - 1-fE bR Eh (5.52 ¢) Al
HBTU (15.1 g) #ETHF (165 mL) P& TFIRHIMIADIPEA (17.2 ml) , RS NI G WL =
Wk M2 /NI o R CREMRE SN IR, I HT R AR IR S M/ KA s M A AN Sk /K P e
HANE - AVEEIC/KIRERE: T8, HAR G R Z=BRIE N B CRR TR M 23R 1 5R
Yrp DUR BT, O Bl o B8R IR W), AR 2IFR UL 54 (6.10 g) JMS (m/z) :249.2
M+

[0889] S SEI8: 4- - 3- LMK IR HI i

[0890]  [2PER1]A:774-5(-3- [ (IR LD SR FHR R

[0891]  [A]4-5-3- MK IR FHTIE (8.15 g) «OMLEE (ZHI3D) kERE (2.78 g) Hl{LAR (570
mg) \Pd (PPh,) , (3.18 @) FITEA (55 mL) HHHIIATHF (27.5 L) o B Us B RS S (E
AU ME4SC M AR  lcelite R) BEHIATAY) , HARIG WU Z=BRIA A  Fsp ik
Tl ekt IS 2hnae &4 (6.8 g .

[0892]  [PER2] 4774~ -3- CHILR FHR HfiR

[0893]  KEA P BRI RTFII4-0-3- [ (IR LD CHSE] KR IR (6.8 o) VAfiR
TTHF (85 mL) HH, [l LI NTBAF - (IM THEYAR, 31 ml) , RN TR S04 =i Ntk
3047 Bl I HE M i SN VAT, HRRAF I B Ml RE AT ek 4, AR 2P R 8UL &
(2.6 g

[0894]  HFSIEHI9:3- L HEE-N-[(1S,2S) -2-FFLIA L] -4- LR FH L i

[0895] Wiyl fii FHI3- £ MLtk -4- FAELZE FIEZ (500 mg) A3 - 23k -4- B HIG , 10 ok ande
S22 ST TR T PRSP (570 mg) MS (m/z) :258.2 [M+H]"

[0896] S SHEI10:2- (5- LRIENEIE - 3-FL) MBI

[0897]  [2PER1]A:p72- [5- (AL FHAAIE) ML - 3- L T msme

[0898]  [f]3- 7R -5- (A AL A ED) MHERE (4.0 ) B GHIMRRE &) — 41 (5.6 g) L FR%EH (3.6
g) FIPd (dppf)C1, * CH,Cl, (1.5 ) HIHIINL,4- " SEZEAC KL (73 mL) oS5, B SRR TR A
PIAE T P AESOC M HE2 . 5/ SR, R L FR N2 - IR (3.5 g) JHRFREH (5. 1
g) MIZK (0.5 mL) , RSNV TR S 185 C M FE 1K « T LR SRR SN VAT, - H /K
VA NUE  ANUEL TR N T8, HAR IR 25 BRIR 57 GRS I FR i i e oA £
Wekalifl,, DS 2IFRE L &4 (3.6 @) MS (m/z) :218.4 [M+H]"
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[0899]  [ABUH2] L5~ (Mg - 2- 1) Hitng - 3- i

[0900] AP ERIFRARATII2- [5- (AL A Mibme - 3- JE ] Mg (4.11 g) VAR T-THF
(38 mL) 1, LA NN 35%E0ER (1.4 ml) , FHB R MR S 90E =10 B Bl 148 o IR IR 4 S
IR o IR S 7K VA UM BT 10 Py b DA A A 8 5 o RS B AR
DIAFEIRREL S (2.51 @) JMS (m/z) :174.4 [M+H]™

[0901]  [2PER3] A== =5 RS - (Mg -2- 55) g - 3- L

[0902]  ZEUKAS T, S BR2ThERAZI5 - (Mg -2-35) iikme -3-FF (2.00 g) FITEA (2.10
mL) 7E ST (38 mL) H AR I\ = SRR AT (2. 27 mL) , FB I MR A e
ARIETAOIR I 400 P L/ INK o o s R 408 S S PR, TR AT 1R s il i ek oA e itk 4lif e
DR EIBREAL S (770 mg) JMS (m/z) :306.4 [M+H]”

[0903]  [2BRR4] =2~ {5- [ (I HIREGEEL) JpET e - 3- 3] mng

[0904] ik il FHAE 2P BR3FRARAT I — i FIRIRG 5 - (Wi - 2- J5) ML - 3- 245 (770 mg) fUEF
4- - 3-WOR R R , 18 WiAE 228 S8 H 2L SR L ik (1 5 3R A3 R L & (570
mg) MS (m/z) :254.5 [M+H]"

[0905]  [ZDUE5] A =2~ (5- CHIEMENE -3-3L) Mg

[0906] iyt fi FHAE 2 B4R R4S K2 (5- [ (=R F b L) £ LT ing - 3- Bk} msng
(570 mg) FRAF4-5-3- [ I HRERESD) QPSR S , 1 4ndE 525 S0 he 518 1 20
R iR T R RATRRAE 5 (350 mg) MS (m/z) :182.4 [M+H]

[0907] S ShEf11:3-7R-4-%(-N- [ (1S, 2S) -2- B RIRC AL R i

[0908] i fifi 113 -7 -4- GUR IR (250 mg) FF3 -2t -4- EKR G il AnfE S5 5L
A7 IR (1 77 A AR 59 (315 mg) MS (n/z) :332.4 [M+H]”

[0909] S5 fEf12:6- 75 -N- (PRPYIE FHID) Mg - 2- i

[0910]  [f]2,6- —HLIEIE (500 mg) AEDMF (1 mL) HRFRVARH NN L - PR ZE I (449 mg)
FIRRERER (871 mg) , RS N IR G B AN A s, FFAE120°C R i b8/ N o
IR C AR SO /KRR ER KIS IR e 6 I, T s 2R BRI 7 SRAF IO B A o A
AR, AR BIRREUE 59 (400 mg) o

[0911]  BESEHI13:5- L B3E-N-[(1S,25) -2- PR IE] -6 - FRZLEnE - 3- F i
[0912]  D2PEE1]A™5-11-N-[ (1S,2S) -2-FEL IR HL ] -6- FHEEN e - 3- FH iz

[0913]  jii i fifi 5 - 7R -6 - FRILNE - 3- FAER (250 me) A0 3 - 2 k-4 - FRIL R FIR , 1 4
S I TR TR S SRR 5 (380 mg) oMS (m/z) :313.4 [M+H]”

[0914]  [2PER21A-p=N-[(1S,25) -2- IR AL] -6- S -5- [ (ZHELFIRERE D) JH3E]
MHIE - 3 - F i

[0915] I il AP ER L FRARAT U5 - 1R -N- [ (1S, 28) -2- R HE IR L] -6 - FHALIEnE - 3- Ff
M (100 mg) FE4 - (- 3- MK G FIR , (o 4nvE 225 S0 IS 20 SR L Bk (1 5 725k
SFREE A (40 mg) MS (m/z) :331.5 [M+H]

[0916]  [HER3]H:775- L HRFE-N-[(1S,2S) -2- IR L] -6- FHELnE g - 3- FH LIz

[0917] (i AR SE BR2FR RIS ION- [ (1S, 2S) -2- LA 3L ] -6 - AL -5- [ (= 3L
Bedk) SRR TMENE - 3- eI (40 mg) AR 4-G-3- [ (IR FHRESE ) CHRE ] 2R I
i, W1 Qe 22 S A8 1 P SR 2 v T i ) 5 R AP REUL &1 (23 mg) MS (m/z) :259.5
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M+

[0918] S SE 142 (GFHEEMR-4-F5) mEng -4- 1%

[0919]  [A]2- GMERE -4- i (200 mg)  FWEMK -4 - FLAIR (294 mg)  IMBRIRBN/KIA IR (3.1
mL) 1P (dppf) C1, * CH,C1, (126 mg) HIHIANT,4- 52 ERCEE (5 mL) o0 R SR e
J& B RN TR A AR TS R AE90°C R e FE 2/ NI o Rl e 4 S R I, TR R AR ez
Yo R ik kAl IS BIRRBUE & (300 mg) .

[0920] S5 HI15: (1S) -1- (5-ZEEEMEIE-3-50) £-1-1%

[0921]  amy i ] (1S) - 1- (5-JRMENE -3-F5) £-1-JEEh R ER (300 mg) FIZEILMIER (185 mg)
A2 - I - 4- A S Wbk - 4 - BRI , 1 2 A 228 S0 14 R BTk R0 75 TR AL L
1 (280 mg) MS (m/z) :199.2 [M+H]™

[0922] S5 16: (1S) -1- ([3,37 -TEMEE] -5-38) £-1-i%

[0923]  [2PRRE1IAE™ (SS) -N- [ (1E) -1- (5-JRNERE - 3-35) I LAk -2- AL Py e - 2 - A e
Ji%

[0924]  K51- (5-7RNENE-3-30) £-1-Fil (25 g) FI1(SS) -2- FHIEPI g -2 - MDA i (18.2 @)
VAfETTHE (500 mL) H, [ HFR N KR VT £ B (57 @) , HoWs I NETR A #07E65°C N i b
8 TR CBRFRE R SR, FEA P I K il celite  (R) IR MR TE 2R
BRIA T SRl R kAl , IS BRSS9 (34 @) JMS (n/z) :303.0 [M+H]”
[0925]  [2PER2] A5 (SS) -N-[(1S) - 1- (5- RN -3-38) L5E] -2- FHIL b - 2- M ki
[0926] K — 5 G NS FIZR) 47 (I1) 581 (6.86 g) \2-5{5k-2-HIJE-1-TAfiF (2. 14
mL) F14A% -0 (34 g) 7E2- NI (560 mL) FH B R Sl U NAE8O°C it #3057
SR, AEB0C N Bt hE SOV AR RIS, ) FE R IINAE 2P B L HR R (SS) -N- [ (1E) -1- (5-%
MHE - 3-20) I £ ] - 2- FHEL P e - 2 - DT e (34 @) £E2- PN (9 mL) HRPRTA TR | B Bt
(6.29 o) , KNI A MIEARR IR E N HEFEe/ NS ot celite (R) 1 I8 S NYATROT
F 288 1 kil ikt ik 2l , DS 2 E 59 (24.2 g) JMS (m/z) :305.1
M+

[0927]  [2PER3] A== (SS) -N-[(1S) -1- ([3, 3 -HXMtnE] -5-55) L3E] -2- FHEL PN e - 2- A
Ptz

[0928] s fiff HAE D BR2P SRS (SS) -N- [ (1S) -1- (5-JRHEmE -3-FL) LFE] -2- 3L
Bi-2- MR (23.2 ) FIMERE - 3- FEOIIR (11.2 ) A2 - SMENE -4 - B A1 Sk - 4 - 3L
R, it e 228 SN L AR BTk i 7 EE RS PR UL S (22.7 g) JMS (m/z) :304.2 [M+
H]™

[09291  [2BBR4]/E57 (1S) -1- ([3,37 -FeMEIE] -5-3) £-1-i%

[0930]  FEUKEENT, FIFE B TR3HZRAFN (SS) -N-[(1S) -1~ ([3,3” -Fnkng] -5-35) L3 -
2- WPy -2- WA e (22.7 ) ZEHRE (150 mL) AR iA R N S S (MR
5.46 mL) , FERF SRR AR I N EES /NS o IR MR AR SN TATR , E H AR AR ER A
PR B SCHE ERE ARl T A fa ik 2l , A 2IR8UL S (12.9 ) JMS (n/z) :200.2
M+

[0931]  ZHESEHILT: (1S) -1- [5- CREECHUD) Mg -3- 3] £ - 1- R Eh

[0932]  [2BRR1IAES= (SS) -2- FHEE-N- {(1S) -1- [5- CRIL LML) MEie -3- 351 258 Ik -

Y
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2- VAP

[0933] sl fii FTIAE S5 S I 6 11 P BR2 PRSI (SS) -N-[(1S) -1- (5-Pnkmg-3-55) £
] -2- R b - 2- WAse i (500 mg) A HIETR (335 mg) AR4%4 - S - 3- WK FHRR HH S A1
CHRFE (D) flbe , 0 4nE 228 BB I8 1 20 B b BTk (1) 7 V3R 5 F 8l ik &9 (530
mg) JMS (m/z) :327.2 [M+H]"

[0934]  [2PER2] A7~ (1S) -1- [6- CREECIID) mbme -3- K] £ -1- e —Ehiedh

[0935]  YEUKIESHIT, AR ITPSRAFHT (SS) -2-FHEL-N- { (1S) -1- [5- CRIELLHRID) ik
e -3- 35 ] L} KT - 2- WA i (530 mg) £-HHEE (8.1 mL) FRPIRTRH AN AL (M B
VIR, 0.18 mb) R RN IR G =00 DR 1 o O e 4 SN YA, ¥ R LTS N
NZFRAFIN TR DUR L B 07 o il i W JE ISR DU, AR 28U 5 (500 mg) oMS
(m/z) :223.2 [M+H]"

[0936] S5 5EHI18: (1S) -1-[5- (MBI -2-F5) Mg -3-FL] £ -1-Ji%

[0937]  [ZBER114:77 (SS) -2- FEL-N- {(1S) -1- [5- (30 -2- L) mkmg -3- L] L5 ke -2-
MRS

[0938] sl fili FTIAE S5 91611 P BR2 PRSI (SS) -N- [ (1S) -1- (5-Pnkmg-3-55) £
B -2- L B -2- WA (600 mg) PR3- -5- (AR 5k FHVARUE) IR , 885 Wi & 52
T 1OF) 25 R L P Tk K 5 TERAT AR 5 (420 mg) oMS (m/z) :305.4 [M+H]"

[0939]  [2EBE2] . A= (1S) -1- [5- (W0E -2-F0) MiiE-3-3L] 2, - 1- 1%

[0940]  jE i FHAE DB LR (SS) -2- FIEE-N- {(1S) - 1- [5- (Mg - 2- FL) Np g - 3- 5t ]
OB -2- MU (420 mg) FRA% (SS) -N-[(1S) -1- ([3,3” -HXitme] -5-50) £ 5] -2-H
FER B - 2- R e , 8 3t Qe 22 S 6 14 25 B A TR BT IR (19 5 RS AU &9 (200
mg) JMS (m/z) :201.3 [M+H]"

[0941]  ZES5E119 MM [5, 1-b] [1, 3TmEM: -7- FHfE

[0942]  [2PERL]A7™ (e If[5,1-b] [1, 3]MeEme-7-38) FIfE

[0943]  [AjEmeIF[5,1-b] [1, 3]mEm:-7- FHER (100 mg) /ETHF (2 mL) FHIETRH I
AR (OMCUREIAR, 1.5 ml) |, IPR SN TR G HIAES0°C NS/ o £E0°C N 1) SR 7 i
N HHEZFIPUIKEL - (4) - WA BRBREN, IR SN TR S =00 DB 18 o Dl e 4 S b 7
W, SR AT I Bk s Wl i iR AT e il vk alife , AS 2IPR 8L &9 (BT mg) JMS (m/z) :
155.3 [M+H]"

[0944]  [CPER2] A=t df [5,1-b] [1, 3]mem: - 7- FgE

[0945] e B SRR SRASH (I [5,1-b] [1, 3] mEmk - 7-38) FIES (57 me) AETHF (1.2
mL) HRIATR R N S8 s (160 mg) , IR SOV TR S =0 N IHE A% o A S8 SN A
WA LA A B A48 I8, LA RIA 8 5 (42 mg) .

[0946]  ZHSE120: 5- 5 5L -N- [ (1S,2S) -2-FILFRC HL] -6 - FHELNEE - 3- Fk e

[0947] a5 - 5236 - 6 - FHIENEIE - 3- FHIR (915 mg) A% 3- 245k -4- ALK IR , il i
UHES 2% ST BRI 7 AU 59 (117 @) JMS (n/2) :250.2 [M+H]

[0948] S5 5E15121 :N- (5- FHBEIEILIE - 2- L) Nbip-4 - FH L

[0949]  [2PER1] A7 (5- FBLAELE - 2- 3) 238 RO

[0950]  [F]6- 2 FEMERE -3- FHFEE (250 mg) AETHF (5.1 mL) FPPIA P JINTEA (0.57 mL)

52



CN 115315421 B Wi BB B 50/110 T
ME TR (304 mg) , H¥E N IR AP 20 NI P 18 o s i 4 S SR, R KA
(RFE A YIE A (i alifl , DU ZIAREUE 54 (246 mg) JMS (m/z) :243.2 [M+H]
[0951]  [2PER2] AN~ (5- FH FEIEIE - 2- 55) bk - 4 - F el

[0952] A /e P BRI ARAT1 (5- H I BE NI - 2- 35) 2 R 2K (40 mg) /ENMP (0. 34
mL) FIA TR ISRk (43 mg) FNTEA (0.072 mL) , F¥H S ST A (e =i N HibEs/ N
TR HE T 45 I NI, FE IR AT I FR Al i e A (i atifl , DA BIbR 8L & (246
mg) JMS (m/z) :236.1 [M+H]"

[0953] S 5561122 :N- IR FE-N - (5- FRERSLL e - 2- 50) -N- FHAL)IR

[0954] g fif JTIN- FHELEAN % (94 mg) AN, il i Qe 275 5B 512 1R 2P SR 2 Fh Bk
(T IESATARE A5 (21 mg) MS (m/z) :220.1 [M+H]”

[0955] S5 ShE123: 7- L -2, 3- 4 -4H-MERE I [3,2-b] [1, 4] -4 - FHEREU T fiF
[0956]  [EIR1]A777-7R-2,3- A -4H-THRETF[3,2-b] [1, 4] MR -4- R T iR

[0957]  |f)7-7-3,4- —40-2H-MEmeFf[3,2-b] [1, 4] HEFZE (160 mg) £ETHF (2.5 mL) A
ACHPIINTEA (0.01 mL) \Boc,0 (0.19 mL) FIDMAP (4.5 mg) ,JF¥5 MR A =T Nt
PEE R o O M 4 SO AT, R AT s i ek e b e iy alif , AR 2 ndUe 549
(177 mg) MS (n/z) :315.1 [M+H]"

[0958]  [2LERQ]A:p7T- M E-2,3- A -4H-IEIEIF[3,2-b] [1, 410 -4- TR AL | fig
[09591  af ik il FHAE 2P BRI PR AN T - L -2, 3- 5 -4H-ERE T (3, 2-b] [1, 4] Wi - 4- R
BUTHE (177 mg) M2- ZIfE-4,4,5,5-THHEE-1,3, 2- 53PN RAIIE (172 mg) RA%2-
WA - 4 - JFE AT S AR - 4 - LR , 1 A 228 STt B L4 Fh BTk 1) 7 VA RAS PR S (118
mg) MS (m/z) :263.2 [M+H]"

[0960]  [ZEEE3]A7=7-FfdL-2,3- 4 -40-InE I [3,2-b] [1, 4100 - 4- FHER AL T TS
[0961]  FEAE LR SRATINT- L IdE-2,3- & -4H- Ik It [3,2-b] [1, 4] W -4 - FIE L
TR (118 mg) £E — ST (2 mL) FRIIIEIR AR, 283043 BiE - 78°C N A TE000, . A5 R
AR RRD B R A o 1 Kb I =R (142 mg) |, ¥ OIS0 AE =
IRERES B KN B [ SR, U = S e 25 U ROR A« TG/ K B R AN T 15
ARG B EREH, DA 2IFR8UL S, k.

[0962]  ZFSfE124:6- (1H-1,2,3- =Mk~ 1-3L) MERE -3-

[0963]  [PPER1]A775-OMidk-2- (1H-1,2,3- =M - 1-55) mpmg

[0964] a5 --2- (1H-1,2,3- =M -1-F8) WEnE (142 mg) (il 4n, 1@ i anFEWO
2006/038100H AT iR (1 75 25 B FlI2- L 0d5k-4,4,5,5- DU - 1,3, 2- S22 IRl
(117 mg) FRAF2 - GMEIE -4 - AT S Embk - 4 - SERIIRR , a1 Qe 228 e i 1 A Bk 19 5 3K
SFREE A (90 mg) MS (m/z) :173.1 [M+H]

[0965]  [2BIE2] H=/26- (1H-1,2,3- M- 1-30) Mg -3-

[0966] s i AL P BRL AR5 - A Ak -2- (1H-1,2,3- =W -1-30) IERE (90 mg) 1%
T-CHHE-2,3- A -4H-TBEFE[3,2-b] [1, 4] Wk -4 - FARR A TR , 1l i 2% S92 123
(A R 3H FIR 1 RS 59 (306 mg) , ML= MS (n/z) :175.1 [M+H]"
[0967]  ZFSE1125:5- (2H-1,2,3- =Mk-2-3L) IERE - 3-

[0968]  [2EBE1]14:77[5- (2H-1,2,3- =Mk -2-F5) ik g -3- KL HfE
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[0969]  [f15- (2H-1,2,3- =Mk -2-F0) MEnE - 3- FHER FA IR (44 mg) (Y4, il 4nfEAngew.
Chem. Int. Ed. 2011, 50, 8944-8947HfTiRfI T e k.) 7 I (2.2 mL) i
TN EN (41 mg) , TR TR P 2 N PP 18 Bk N B S B A, R
FEZR BRI TR Al i A (it alife , LUR 2IRREUE 59 -

[0970]  [2LE2]A:p75- (2H-1,2,3- =Mh-2-55) IERE - 3- FIf%

[0971] S i A S BB PRI [5- (2H-1,2,3- =W -2-350) mib g - 3- 3L ] FH A B mje
FE05,1-b] [1, 3]mEm:-7-J8) HRE ik Qe 225 S0 B 191 20 B2 v BTk 10 75 1R 3R AT bt
&Y (22 mg) .

[0972] S5 f126 : 3- LR -N-[ (1S,2S) -2- bR L ] -4 - AR Bk

[0973] i1kl 113 - FPe Bk - 4- R R G (100 mg) FOIFS - Stk -4 - FELZE FG i ot 200
ST R TR SRR R A (134 mg) JMS (n/z) :262.5 [M+H]

[0974] S5 561127 : 5- (WNE -2~ 50) MEne - 3- e — Ehigih

(09751  [RER1]AE;™ (5-7RNENE -3-50) -2- WIS ik — U T fin

[0976] 1 i 115 - BRENE - 3- 1 (25.0 @) ARAFT-7R-3,4- & -2H-Mkme I [3,2-b] [1,4]
W |l A1E 225 012310 20 B BT 1 75 RS L 59 (40.0 @) JMS (m/z)
373.4 [M+H]

[0977]  [2BBR2] A7 [5- (Mg -2-3) Mg -3-FE] -2- D53 Rk 40U T fis

[0978] ik il FHAE P R AR ARAT I (B-IRIENE -3-55) -2- %k — ik — BT TiF (30.0 g
PR3- -5- (HH SRR AR ILERE , 15 A 228 STt B L0 20 BR L BT ik (1) 7 AR A PR
vE¥ (14.3 @) MS (m/z) :373.5 [M+H]"

[0979]  [2PER3] A5~ (Mg -2- 50 MERE - 3- Jie —ShiREh

[0980] [\ £ 2L BR2 R RAT I [5- (MR - 2- 30) NP - 3- 58] - 2- I 2 58 — iR — BT i (14.3
g) fEC T (128 mL) HiAh INN S S MR CRRVATR, 14 mL) , ¥ S NIR S 401E60
C BRI o I IR 4 SNV, G E R BT T CRR TR, LA 1 U S IR
Y M CBR RV, HARIE T4, IS REFRE 5 (3.5 @) MS (m/z) :173.4 [M+
H]™

[0981] S5 5wE1128 : 3- FELIL-N- [ (1S, 2S) -2- IR SL R %

[0982] i adh 1 13- I SEZR FHER (500 mg) A% 3 - %3k -4 - IR R , il i /e S35 5L
A7 IR (1 7 A AL 59 (590 mg) MS (m/z) :248.5 [M+H]

[0983] S 551129 :4- 5% - 3- FHMERE -N- [ (1S, 2S) -2- IR B K b

[0984]  Ji s {114 - - 3 - LA HHER (300 mg) 1R3-S0k -4- LR IR , ot dnfr &
T TR T RS A (300 mg) MS (m/z) :266.5 [M+H]"

[0985] S5 f30: 5- FHMEEL-N- [ (1S,2S) -2- B HLFA AL ] -6 - FHELNLE - 3- FWk e
[0986]  [ABEPE1]LEP"5- 2 -N-[ (1S,2S) -2- IR L] - 6- FHALNEIE - 3- FH e fi

[0987]  JH I il FHAE S8 S 011 310 0 BR AR AT 195 -1 -N- [ (1S, 2S) -2- IR 3] -6-
FRILIEE -3 - FIENZ (750 mg) FN2- 2 Ms3E-4,4,5,5-PUHIEL-1,3,2- 5283 mie (479
mg) 2 - GERIE - 4 - ST S bk - 4 - FERIIG , (i 1k anE 228 St LA vh FIrsdh iR 5 R AR R
B (614 mg) MS (n/z) :261.2 [M+H]

[0988]  [2EEE2] A= 775- FH L -N- [ (1S,29) -2-FRHTR ] -6 - HHAL g - 3- FH ki
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[09891 il fiff HAE S BRI ERTF U5 - 03k -N- [ (1S, 2S) -2- IR HE] -6- AL me -
3- FAMENE (614 mg) fRT- M dE-2,3- 4 -4H-IEE T [3,2-b] [1, 41 HERE -4 - FHERHUT i,
M W22 S E 123005 B3 Tk A 5 s AR 54 (360 mg) MS (m/z) :263.2
[M+H]

[0990] S5 fm 31 4- 5 -3- BRI FHIL) SR FHER FRS

[0991]  AEO°C I, ) 4- (- 3- FHBERE IR FIR FHTR (200 mg) £E FHEF (3.4 mL) AITHF (3.4 mL)
HRIA IR NN AN (38 mg) |, FHRE SN IR S WE =il N B 18 KK N B S B
T HRUE 2RI AT o TR APl i il A i ik alift , DA BIRRBUE S5 (130 mg) -

[0992] S ShE32: 3- [ (CEEED) HIEL] -4 - FHELE HIFR FH S

[0993]  Jf3- Hg Ak - 4- LR ARG FH S (500 mg) 78 FPES (11 mL) iy InN 2. (oM
BRI, 2.8 mb) , TR R NI G = N HebE3050 Bl Sk, L I e 8 (159
mg) , HWE I NR SYIE SR BEEE 2N B K DN 2 SRR, R HE 28R TA R o Bk A%
YRS A (LAl DA BS54 (423 mg) JMS (m/z) :208.2 [M+H]”

[0994] S5 hE(33 : 5- FH 5L -6 - FHAENE g - 3- FHER L i

[0995]  [2DER1]A:7=5- O Mtk -6- HHELMEmE - 3- FHIR £ iR

[0996] il fifi 115 -7 -6- FHILIENE -3- IR Ol (4.2 ) FN2-L4fidk-4,4,5,5-PUHIEL-1,
3,2- 2RI R (3.7 ) 2 - I - 4 - RIS Ibk - 4 - SRR , 1 Qe 525 i
BILAFR TR 5 VR ARREE 5 (3.0 @) MS (n/2) :192.1 [M+H]”

(09971 [2PR2] 2555 - FH AL -6 - FHALNE g - 3- FHRR i

[0998] il i fifi HAE DB 1 FP AR5 - L Jd3E -6- 3L me - 3- HER Ok 3.0 o) RET-2
Mk-2,3- Z 4 -4H-TEBE I [3,2-b] [1, 41WEME - 4- FHERBU T R , 11 Qe 258 St i 231020
BRSO TR R AT A (2.7 @) NS (m/z) :194.1 [M+H]”

[0999] 2 ShE34: 1- [ (5- e -3-35) HBE] -4- FHILIR %

[1000]  [f5- 5L - 3- FHEE (500 mg) £E — S HE (11 mL) FRPE - INAN & (0.15 mL)
A1 - FHELIRE (808 mg) , FFR S N IR A WIAE Z I N BERE LN ORI, T I = O A
SEean (1. 14 ), IFERNIR S WIFE ZE 0 P BERE2/IN KN 2 S SR, R
FE 2B TR pmmd ik ik alifl, AR ERREUE 59 (700 mg) JMS (m/z) :270.1
[M+H]

[1001] 245 hwEf35: 4- [ (5-JRMENE -3-35) FIRE] nhugk

[1002] il PR (703 mg) AEF L - FHIENRIE , 11 4225 S0 34 Hh BTk 195 125k
FRBUL S (570 mg) MS (m/z) :257.1 [M+H]"

[1003] 2 ShE(36:5- 1R -N- CRAIAC b -4-F5) MEE -3- %

[1004]  JE I3, 5- RIS FISAAIAC S -4- 1% (256 mg) RS- I nE - 3- PR H e
AL - PR I , 105 AnE 258 S 01 120 B BTk 11 75 3R A AR L L 574 (230 mg)
MS (m/z) :257.0 [M+H]

[1005] B ShEI37:5- R -N- (1- HHEENRIE -4 - F5) ML - 3- %

[1006] I i 113, 5- 7SN NE FNL - FRIEWRIE -4 -] (304 mg) AR5 -RLNEIE - 3- FHER FH i
AL - PR FE R , 05 A 228 S (901 120 B BT 11 75 3R AR L L 5740 (300 mg)
MS (m/z) :270.1 [M+H]®
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[1007] 25538 1- [ (5-JRMme -3-35) HEE] -4- £ 3LIR%E

[1008] i il 111 - £ AWK (921 mg) AL - FENRIZ , 15 4528 S e 34 Fh Tk 11
T RS R S (680 mg) JMS (m/z) :284.1 [M+H]'

[1009]  ZEShE39:5- 1R -N- GEAIR | bi-3-35) MEne -3- %

[1010]  JEEfEHI3,5- —BMENE (1.00 @) AR T 5E-3- i (309 mg) FRAFS5 - IRIENE -3~
PR PR AN L - IR AL FE i, i 2 anfe 228 S 1 1 20 SR Lrp Binsdk 1R 5 VR A PR &1
(410 mg) MS (n/z) :229.3 [M+H]

[1011]  ZZ5f5140:5,6,7, 8- UL I [4, 3-d MR - 2- 35 -2 - AU kiR — U T
fifs

[1012]  [2PERLIAE72- [RGB T S8 B30 2K -7, 8- 2 mbme g [4, 3-d]msig -6 (5H) -
SHlig N

[1013] Gy fdi FH2- 20k -7, 8- —4UMkE (4, 3-d]1msng -6 (5H) - RS (600 mg) FO%57-
B-3,4- "5 -2H-MEBE T [3,2-b] [1, 41WERE | il 1 Qe 58 St 51 23110 20 B L Fh BiradR (1 7 7%
RIFREUL S (960 mg) -

[1014]  [B9R2]4:575,6,7, 8- PUSMIE T[4, 3-d] Mg - 2- 3 -2- S Bk e — B T i
[1015]  JiA05 , AR B, AP ER L R AT 10 2 - DR U T S A0 23] -7,8-—
SUERET (4, 3-d]menE -6 (5H) - FHEEEHE (960 mg) £F I (100 mL) HHfHyA R 5% Pd-C
(400 mg) , IR == N HEFRATR AL N R NI S E =0 M HitE4/ N ot
celite (R) i BESMIIAIR, HARF I Z=BRIAN, AT EIbREU L5 (700 mg)

[1016]  HH9El41 . 3- 2 IE-N-[ (1S,2S) -2- { [T F (D) gk L] 538 v 0
] -4- RS e

[1017]  JAYES 25 ST A RAT 03 - 24 55 -N- [ (1S, 2S) -2-FFLERC IE] -4- LR LI
(800 mg) 7E S Hke (16 mL) FR VAR NN = 5, RSB A T 3 — FRE e el (1. 11
g) A2, 6- —HIZEMEE (690 mg) , H¥ RN IR GIE =10 M it 12« IR R MR N
VIR o FHZK RV RN ER KR e 15 e, 0 2B VA 71 SRAT 1 2 s il e oA e itk 4l
DISBEIBRE &) (661 mg) MS (n/z) :363.3 [M+H]"

[1018] B ZShEHI42: 3~ (53 H3L) -4 - FHELE HHR FH S

[10191  [BER1AEr=3- [ AR A S0 FHAL] -4 - FHELE HHR F S

[1020]  |f3- HAP k- 4- FALR HARG AT (1.00 g) 76 FFiE (20 mL) HRf i b NN 0% ER i
JKIEA (1.32 mL) , FF6F SN IR A WIAER0C R B2/ N o I e 4 SO TR, T LR T
I ZISRAF I ER YT - K FMBRE KA A UE AV UE Lo K iR s T8, HAR
[ RIS, IS RIFRSU L 54 (1.02 @) MS (m/z) :194.4 [M+H]"

[1021]  [PRR2] A3~ (BB HI3E) -4- FHECR FHER FHiE

[1022]  [aiZE B R IR 3 - [ ORI 2 3) FH3E] -4 - LR HIRG HHES (1.02 g) HROlN
S MR, 15 ml) oAU ARG P IIAG% Pd-C (500 mg) |, [FIF7E %06
PPt RN RGP AL AT BRI AG =i P HiHE3 /N ol celite (R)
IRV, ELAR TS I 75 B VA o T 3R AT I ER s IN S A KR iR DA oA, AR
5 R CFRZHER AW - BRI KA A NUE , I 20K iR e T8, ARSI
IR, LIS RIFRBY A (820 mg) MS (n/z) :180.4 [M+H]'

56



CN 115315421 B W OB P 54/110 7T

[1023]  ZH90E1143 . 3- 1 -N- [ (1S,25) -2-FHIAC KL ] -4 - FHEL IR R

[1024]  j@ i fi 1I3-1R -4 - FHELR IR (16.6 g) 13- 53 -4- AR HIR il anE S %
ST IR TR I 5 AP L 5 (23.0 @) JMS (m/z) :312.0 [M+H]”

[1025]  sjifhil: 2- PR EEEID) -N- (5- ([ (1S,2S) -2- LA I A S FHRLEL) -2- L
ZREL) -1, 31w -5 - FH i

[1026]  [PER1]AE;73- [(2-7R-1, 3-BEME - 5- Fidd) Sl Ak ] -4- AR HHER FHS

[1027]  []2-7%-1,3-WEme-5- FHIG (2.20 g) /EDMF (20 mL) FR PR TRHR BT DN 3 - S 2k -
4- RO R FIE (1.75 ) JHATU (4.83 g) AIDIPEA (3.66 mL) , F¥f S N IR AP =il
I HEFE6/INS o TR B RE SRR, I H T FIRRIR 2 B 7K AR A A R 7K AR 4
AYLZE ANVELTOKBRIREE M, HLAR T I 75 BRI o F s W i Ak oA (i 4dif e
IS RS 59 (1.02 g) .

[1028]  [3LBE2]AE773- {[2- GRNIEEIL) -1, 3-meme - 5- R 50 3L) -4 - HH L% FE G F
[1029] [/ P BRI 03- [ (2-58-1, 3- MMk - 5- Fr L) Sl AL ] -4 - IR FHR HH S (150
mg) ZENMP (0.5 mL) H 7R FR IINERA I (121 mg) , FB [ N IR A0 4E80°C R it L6/
W o R SRR B, Bl i Rl fReAE: ikttt , A RS 54 (105 mg) -

[1030]  [PER3]AE;=3- {[2- GRNIEEASD) -1, 3-WEm: -5- Bt ] 24 5E) -4 - LR R

[1031]  s@k i PRIk R93 - {[2- ORNIEEASD) -1, 3-Weme - 5- B3t ] 4 3L} -4-H
SRR FE (103 mg) 125 - [ ORPNEEFHEL) 3L e - 3- R FAE , 1l 0iE 255 90056
BILIRP B2 R Bk (1 5 A RAFPRRUL & (90 mg)

[1032]  [2BERA]A772- GRNEERED) -N- (5- {[ (1S,2S) -2- 2RI 3L ) UL B 2L} -2-
FRELRIED) -1, 3-mgeme - 5- F iz

[1033] [0 BR3RASHI3- ([2- CRNEEEAIE) -1, 3-10Eme - 5-FiEE] 25 -4- LR
fi% (30 mg) ZEDMF (1 mL) WP K77 FR I DINHATU - (54 mg) AIDIPEA (0.065 mL) , J¥f
ARG YIE M P HEPEL0 Bl SR, I rh N (1S, 28) -2- 24 L3R - 1 - i Eh iR £h (22
mg) , HHE N RS = TR LN o TR GRS R S MR, I HLR AR AR R S8
IR RNEL KA AN UE AN UE LT KRR EE T4, SR 5 WU 25 BRIA T S A
W R ik st AS 2hnEE &9 (16 mg)

[1034]  575@Ef512:N- (5- {[ (1S,2S) -2-FHIEIAC IE] SO B WL SE) - 2- FRERTE) -5- 2R 38N
I - 3- FH M

[1035]  [PER1]A:773- [(5-MbmE - 3-H k) Sl k] -4 - HH LR FHR i

[1036]  jEk i 5 - NE -3- AR (1.00 @) FRF2-75-1, 3-19eme - 5- FHIR , il Qe S
BT R AR T R AU 54 (1.70 @) JMS (m/z) :349.0 [M+H]

[1037]  [PER2] A3~ [(5-BMEme - 3-Hicdb) 38 ] -4- LK R

[1038] s i FHAE D BR PR3 - [ (5-BIENE - 3- $edh) 2458 ] -4 - FRLR FHR FHR (650
mg) 155~ [ AP IR FHED) S AR T nbme - 3- R FH , il A 228 S 9 11 2 B2 Tk 1)
T RIS 5 (505 mg) JMS (n/z) :335.0 [M+H]

[1039]  [EPE3]4=775-7R-N- (5- {[ (1S,2S) -2-FILFAC IL] SUL HHER L) - 2- LR BD) i
I - 3- FI e

[1040] g fiff AR 2P RR2HGRAF3 - [ (5-IRILEIE - 3- Fdd) Sl ] -4 - AR IR (505 mg)
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RE3- {[2- GRANZEESD) -1, 3-WEme - 5- Pt ] 2 58} -4 - FRELOR G , 1 ane S ol i 2b
BRAT TR 195 1 RATAR B A4 (650 mg) MS (m/z) :432.1 [M+H]

[1041]  [ZBBR414:52N- (5- {[ (1S,2S) -2-FIEEAC B ) s FL AL ) -2- IR EL) -5- 2R3
MHIE - 3 - F i

[1042] il foi A B BR3P RIS H5 - 1R -N- (5- {[ (1S,2S) -2- BRI A IL ] S SL F L AL ) -
2- FHREORED) MEmE - 3- FHELE (50 mg) AIZRIEMIER (17 mg) FRAF2 - W - 4 - e S bk - 4 -
SRR , i Qe 225 SN L4 BT 1 5 RS 5 (40 mg) .

[1043]  Sjithl3: 2- GRAFEFEE) -N- (5- {[(1S,2S) -2- R ELIAC I A S FHRLEL) -2- L
ZREL) -1, 3-mEmk - 5- AR i

[1044]  [EER1]AE;73- {[2- GRNIEFIIL) -1, 3-meme - 5- 5L 503} -4 - HH LK FR S F
[1045] g fifiJT]12- RPN FHEE) -1, 3-meme -5- FHG (100 mg) AA%2- -1, 3-BEm: -5- H
R, Qe S B P B LR Bk 5 TR Al 59 (160 mg) oMS  (m/z) :331.5 [M
+H]"

[1046]  [2PER2]A:7=3- {[2- CANIEFFED) -1, 3-WEmE -5- L] 5458} -4- LR IR

[1047]  s@k i AP BR U IRIFR93 - {[2- CRANZERSD) -1, 3-Weme - 5- B3t ] 44 3L} -4-H
SRR FE (160 mg) 125 - [ RN EEFHEL) S MEne - 3- FRFR FAE , 1l i 255 9006
BT B2 IR T R AU 54 (145 mg) MS (m/z) :317.4 [M+H]

[1048]  [ZBEBE3]A:772- GRNFEEIEL) -N- (5- {[ (1S,2S) -2- 2 FL PR 3L ] UL B 2L} -2-
FRELRIED) -1, 3-mgeme - 5- F iz

[1049] sk AP ER2R A3 - {[2- CRNZEHSED) -1, 3-Weme - 5- B3t ] 4 3L} -4-H
FEIR IS (40 mg) ARE3- {[2- GRPEESIE) -1, 3-Memk - 5- BRI ] 5 L) - 4- AL R, il ik
QA S0 B4 FR AT 1R 5 RSB 5 (38 mg) -

[1050]  sjEfh15:N- (5- {[ (1S, 2S) -2-FIEFA L] S FL WL} -2- 3ok ED) -2- 9k -1,
3P - 5 -

[1051]  aaed fili TJ2- 2R3 -1, 3- M - 5- FHER (30 mg) FIfEZS 2 ST R T3 - 24 5L -N
[(1S,29) -2- 2 REEAC ] -4- ISR ez (43 mg) AUk 2-7R -1, 3-8k - 5 - FTR I3 - 5 k-
4- FELR R AR , 1 A S UL P SR LR IR (R 5 TR AR UE & (53 mg)
[1052] 516 :N- (5- {[ (1S) -2-F8Fe-1-FRFL L FE ] SO FHR L) -2- FHJESREL) -5- 2k
MHIE -3 - F i

[1053]  [PER1] A =4 FHEE-3- [ (5-JREEMEIE - 3- F ) S 38 ] 7 FHIR i

[1054]  jfk B AR SE G120 D BR LRI A93 - [ (5-RIENE - 3- B3 238 ] -4- LK H
R HHE (1.00 @) AIORELAIG (419 mg) A2 - SHUMESIE -4 - JFE M e Ebh - 4 - FEAG , 1l WiAE 2
LA TR T R AR 59 (1.00 @) JMS (m/z) :347.2 [M+H]

[1055]  [2PER2] A= p=4- FH3E-3- [ (5-ZRFLNENE - 3- Hh) B 5L R R

[1056]  yi i (i FHAE D BRI 3RTF 04 - FH3E-3- [ (5-ZRFLMENE - 3- B 3L) 25 ] K IR FH i
(1.00 g) FXEF5- [ AP AR FHEL) S 3L T IENE - 3- FHPR IR , i a2 St il 111 2 B2 v
RIS TSR &5 (910 mg) JMS (n/z) :333.2 [MHH]"

[1057]  [3EBE3]4=7"N- (5- {[ (1S) -2- 3L -1-RIL L B SUL WAL ) - 2- FHOLSRED) -5- %
entn - 3- L
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[1058]  jii i (i A 20 SR 23R AT 4 - R L -3- [ (5-ZRIENENE - 3- B 3h) S 3L ] 2K FH R (40
mg) M1 (2S) -2- 5 F-2-RH L - 1-FF (25 mg) fUE3- {[2- ORAPNEREID) -1, 3-mem -5- BRI ]
SAKE) -4- LSRR AN (1S, 2S) -2- 5 LA - 1 - EhBR £ , 0 1 Ay S a9 L )2 B4 iy
WG RS A (38 mg) -

[1059] S fil17:5- [EAN L (AR 20351 -N- (5- {[ (1S,2S) -2- B R A B ] S S T B
St} -2- ORI Mg - 3- FW e

[1060]  JH i FHAE S 9 hE 123k A3 05 - (PR 3E (FH L) 08Tk ne - 3- FHR (70 mg) Al
P22 S TR -5 3L -N- [ (1S, 2S) -2-FRELIA AL ] -4 - FIEL SR L (90 mg) 4%
2-1R-1, 3-BEME - 5- AR AN3 - U Bk -4 - LR FHR IR | (o anE S (91 1 1R 20 SR L ik
HI T ERAFFRE 5 (43 mg) o

[1061]  SZjf20:5- (3-FAHE) -N- (5- {[ (1S,2S) -2- 2 FEBA 0 3L ] G L F L L) - 2- L
IREL) MEE - 3- FH i

[1062] g fif AR S B2 P B3 Hh RIS 15 -1 -N- (5- {[ (1S, 2S) -2- R ELIA AL ] a2
PRI IE) -2 - FRSEORIE) Mk - 3- FHHE (61 mg) Fi1 (3-SR 3D MR (28 mg) FRI%2 - (g -4 -
JFET SRR - 4 - BEAIRR , ik QnA e 228 ST B L4 Fh BTl 1) 5 TR 59 (43 mg) -
[1063]  SZjitifdi24 :5- GRPAIEHIAELD) -N- (5- {[ (1S,2S) -2- 2 FLPAC 3L ] UL B EE) -2-
FRELORIL) M - 3- AR

[1064] g Rd {115 - (PRPYZE AR LERE - 3- IR (40 mg) AES A S {917 H3RAFI1 3 - 2
HE-N-1(18,29) -2-FFHIAC L] -4 - FHEOR IR Z (57 mg) FOF2- -1, 3-1Eme - 5- IR A3 -
GAFE-4- LR FAG PRS0 a0 e S e 490 1 20 R b i 1) 5 T 3R A3 AR UL 5 (58
mg) o

[1065]  sjiEff26:2- [ (2-FRANFEL D) 2] -N- (5- {[ (1S, 2S) -2-FIEIAC IE ) S AL
) -2- FIREEIL) -1, 3-1Emk - 5- FR L

[1066]  [2LBR1TAEp73- [ (2-50-1, 3-EME -5-Fih) (L] -4- LI R F S

[1067]  FEykKB AT, 13- S dk -4 - AR IR FHS (6.89 g) AETHF (80 mL) HAf¥I4i ZhiMz
TP ZIIN2- 501, 3-WEMA -5- e 50 (8.31 @) ZETHF (80 mL) MR IR, T S N TR &5
PIEARRI IR N 33095 e ] CFR SR SN A7, I HLTI A AT S B/ K P T R
WA KA A TUZE B UZEETOKBR N T4, FLARFF IR 28R 1A B 7K MBIk
YR D R, 9 s o RIS R, AR 28 54 (12.5 @) JMS (/
z) :311.4 [M+H]"

[1068] [T AEr73- [ (2-54- 1, 3-WEmE -5-FRIL) 5 BT -4- FHIL R IR

[1069] sl il AP BRI RT3 - [(2-5(-1, 3-MEME - 5- R BL) S AL ] -4 - R K HITR H
fif (12.5 @) &5 -[ CAAEE D) SO E ] Ene - 3- R FH AR , il i 4ndr 22 90 e i1 120 k2
HHR IR AR 5 (10.4 @) MS (n/z) :297.4 [M+H]”

[1070]  [2BEE31AE;=2-50-N- (5- {[ (1S,2S) -2- B ELEAC R A KL PR L) - 2- L ORTE) -
1, 3-IEm: -5 - FH i

(10711 s i A 2D BR2 PR RT3 - [ (2- (-1, 3-1EME - 5- ) S Ak ] -4 - AR R
(7.5 @) FRF3- {[2- CRNIEEID) -1, 3- MR -5-FRIE] S 3L) -4- LR FAIR , i 4 S
BT BT BRI 7 AU L 59 (9.8 @) JMS (m/z) :394.2 [M+H]™
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[1072]  [BBR414:52N- (5- {[ (1S,2S) -2-FIEEAC B s FL AL -2- IR EL) -5- 2R3
MHIE -3 - F

[1073] Wy fi FHAF B B3 H 3R 102- 50 -N- (5- {[ (1S,2S) -2-FELPRC JE ) S L F e L ) -
2-FHELIRIE) -1, 3-1mgeme - 5- FHE I (90 mg) FI2-PRNZEL - 1-Ji% (249 mg) FRAEE3-[(2-7R-1,
3-IGEM -5 - B FL) 24 5] -4 - SR G FRRE AR TA I , 183 4ne S L i b B2 vp iR (1
BB S (72 mg) .

[1074] 57515157 : 3- [ (5-BIEME -3-F8) LHREE] -4-G(-N- [ (1S,2S) -2- L HELIRC FE] K H
i

[1075]  [2PER1]AEr=3- [ (5-JRMENE -3-25) LML -4- GUR IR iR

[1076]  JH il 7S5 S I8 AT 194 - 5 - 3- CHIER R R (1.01 g) FI3-J8L-5-
A (1.47 @) R Bk (= D) Rloe R4 - G - 3 - B F G FIS , 1805t AndE 5% it this
(25 B FR T R 5 VR AR R 5 (1.60 @) JMS (m/z) :350.0 [M+H]”

[1077]  DPER2] =3~ [(5-BMEme -3-50) LHIE] -4- SR R

[1078] sk i A D BRI IRIG 03 - [ (5-RIENE -3-58) LMLL] -4 - GURHIR FH R (600
mg) 55~ [ AP IR FHEL) S AR T nbme - 3- HHER FH , il A 228 S 9 11 2 BR 2 Tk 1)
JT SRR S (360 mg) JMS (m/z) :335.9 [M+H]"

[10791  [2BRR31A4E,=3- [ (5-JRMENE -3-3L) SBeE] -4-50-N-[ (1S, 2S) -2- R EL IR RE] 2K
PRI

[1080] s d fiff AR PR GRS - [ (5-IRILEIE - 3-35) LHEE] -4- SRR (370 mg) £X
3-{[2- ORNEREIE) -1, 3-Memh -5-FRAL ] AL} -4- LR FHIR , il ot 4nE STe B 1110 20 B
AFRPITRI T R AP REUE S 4 (170 mg)

[1081]  SZjEf158:4-5(-N- [ (1S,2S) -2-FRFLIRC BE] -3- [ (5- L me -3-55) O HEL K
PR

[1082] g i fifi FHAE S5 7 3R A3 - [ (5-JRIEIE -3-55) L He3E] -4-5-N-[ (1S, 2S) -
2-FREIAC AL R e (50 mg) FIZRIEMEG (15 mg) A2 - MR - 4 - JFEe R S bk - 4 - S A0
PR , 183 A 228 S A BTk 5 AU 5 (5 mg)

[1083] 5159 :N- [ (1S,2S) -2-FILIACFL] -4 - FH3E-3- [ (5- FAZEMEIE -3-38) L Husk]
oK H i

[1084] il fifi FHAE 22 SHEFIO T ARAF 13 - SHEE-N- [ (1S, 29) -2-FILIAC 3] -4- HH 3L
KL (30 mg) 13- -5- FHELMERE (30 mg) FEF O M (= AL flbe A4 - G- 3- WK Y
Fi PR , 11 AnE 228 S IS L 3R b BTk 1 5 R AP &5 (14 mg) ©

[1085]  SjEfH161:3- [ (5-Pmkme -3-55) ZHEL] -N-[(1S,25) -2-FHEIA L HE] -4- LK
PRI

[1086] 1 fifi FHAE 22 LB FIO T ARAF 13 - CHEE-N- [ (1S, 29) -2-FILIAC I ] -4- HH 3L
R (20.5 ) MI3-1R-5- i (24.8 @) R CHLEE (L) flloing - & - 3- MR H
Fi PG , 11 AnE 228 S B ISV L BR L Fh FIniR (1 7 R &1 (145 9) .

[1087] 55162 :N- [ (1S,2S) -2-FRILIA N FL] -4- F3L-3- {[5- (Mg -2- ) gng - 3- 5]
CIRFE} R

[1088] [/ 561 3R TR 3 - [ (5-JRNEIE -3-38) LHIFE] -N- [ (1S,29) -2- 2 HLIR
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T -4- BRI (30 mg) \2- (= ] EPGLTEL) Mg (54 mg) \Pd (PPh,) , (17 mg) JMifk
B (7 mg) MFRALHE (22 mg) FRMIADME (0.5 mL) , FHA T SR 14 55 Bzl S i{r 150°C
I EERE30 B AR SN IATRA EE R G kAl AR B R R S (15
mg)0

[10891  Sjif5167:3- [ (5-FRPIFEMENE -3-38) LHFE] -N-[(1S,29) -2- R FEIRCHL] -4-F
SR

[1090] i1 fifi FHAE S o6 1 3R AF 103 - [ (5-1RMEIE -3-55) LMEE] -N-[ (1S, 28) -2-#24E
RO EE] -4- BRI (400 mg) AIERPYZEAIIR (249 mg) ARAF2 - SUMEIE - 4 - Ji A1 S bR -
A4- LR , 35 4nE 225 S LA h AT R 5 B L 57 (250 mg) .

[1091]  Sjiafhl76:3- [ (5-1RMLIE-3-35) LHFE] -N-[(1S,29) -1,3- I -1-ZKE P -2-
SE]-4- LR HI b

[1092]  [PER1]A:=3- [ (5-RIENE -3-38) LI -4 - FHELOR IR

[1093] i3 i JT13- £ Bk -4- LR FHS (40 mg) FI3- 5 -5-IERE (71 mg) FAEF 2 Bk
(= 3 FERE A4 - - 3- WK FRER FR R , 185 AN 228 St 918 1R 20 BR L BT i () 7 T 5KA5
PR A1) (47 mg) MS (m/z) :316.2 [M+H]

[1094]  [2BRR21 ;73 [ (5-JMENE -3-3L) SBLEE] -N-[(1S,2S) -1,3- 33 -1- KN -
2-3E] -4 - BRI

[1095] o il AR D ER L FP RT3 - [ (5-BRMEIE -3-55) LML) -4- IR IR (25 mg)
F1(1S,28) -2- 5L - 1-FELPN-1,3- 2 (16 mg) RE3- {[2- GRAEEEID) -1, 3-meme -5- 35
R -4- K IR AN (1S, 2S) -2- 23R - 1 -FEER R & , 185 ane S i1 12 Barh
AT 5 A8 5 (28 mg) .

[1096]  SjEfl77 :N' - [ (1S,2S) -2-FRHELERC HE] -4 - L -N3- (5- e -3-35) 8- 1, 3-
— HE

[1097]  [BPR1]4575- {[(1S,25) -2- B EIACHE] S 5L L) - 2- RS G F i

[1098] iyt (i 3 - (AL D) -4 - IR HIR (500 mg) AREF3- {[2- GRNILEIL) -1,
3-IGEM -5 - BRI ] 24 5} -4 - FRBER HRG , 18 5 4ne S L 1 20 SR A TR Bk (10 7 R AT sk
S (600 mg) JMS (m/z) :292.3 [M+H]"

[1099]  [Bg2]Hp=5- {[(1S,2S) -2- A HE] S L L) - 2- LR IR

[1100] 3 HAE S BRI 3ERI5- {[(1S,2S) -2- B EL PR L] S0t FmESL) -2- FR3LK
FAER FS (600 mg) X725~ [ (PR ZE L) A L] e - 3 - HHER FHRR , 1 e 2 2% S 11
SR IR T AU L 54 (430 mg) MS  (m/z) :278.3 [M+H]”

[1101]  [EEE3)A4=7N°- (5-IRHE -3-55) -N1- [ (1S,25) -2- L FR 3] -4- LR -1, 3-
— HAE

[1102] @i TAE B2 rh 3R 15 - {[(1S,2S) -2- B RL PR 3L ] S ik e AL} - 2- FR LK
FHER (200 mg) F115- BIENE -3- 1 (137 mg) ARF2- 5L -1, 3- e - 5- FHER A3 - 2 Bk - 4- ALK
FRER PR , 18 Qe S 1 28 R L BT ik (1 5 3R A3 b8l b 51 (166 mg) oMS (m/z)
432.3 [M+H]

[1103]  [BE4]47N'- [ (1S,2S) -2- R FEIAC L] -4- L -N3- (5-FFEmnE -3-50) -1,
3- i
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[1104] gt fiff FAE 2 BES FRERASON® - (5- IR IE - 3-35) -N1- [ (1S,25) -2- R EEFRC 5] -
4-FER -1, 3- “HIRZ (50 mg) FIZRILAIEG (17 mg) FRA%2 - SUMang -4 - AN bk - 4 - F
R, R WiAE 228 SR L 4R BTk 1 5 TR AU 54 (40 mg) o

[1105] Sl 78:N- [ (1S,2S) -2-FRILIA L] -4- F3L-3- {[2- (Mhmg -3-3) mgng -4-5E]
SR K%

[1106]  [PER1]AEr=4- FHEE-3- {[2- (e -3-50) mpig -4 - 28] 5058 X FHR FH S

[1107]  jid fii F3 - 7R -4 - FREL SR IR FS (350 mg) 12~ (I -3 - 55) Mg - 4- 1% (263 mg)
PRS- TN IE - 3- HHER FHER AL - PR 2 FE 1k Qe 228 St LR 22 BR L TR (195 1
RIFFREUL S (280 mg)

[1108]  [2PBR2] 74~ FH3E-3- {[2- (kg -3-55) meng -4- 3] 52 2L) ZE IR

[1109] @ i AP BR U GRS 04 - FI3E-3- {[2- (e - 3-3L) msng -4 - B 503 ) K R
FfiE (280 mg) FXE5- [ AP SE L) S AL nbme - 3- FRRR FRR , i 4ndE 258 S 91 1 1 20 R
2H TR T 3 RAFPREUL 5 (180 mg) -

[1110]1  [PEE3]A™N- [ (1S,2S) -2- IR HE] -4- FH3E-3- {[2- (Mg -3-5L) Mg -4 -
SV AL K

(1111 @l 4 - B3 -3- {[2- (Wi - 3-30) g - 4- 3L ] 5458 K FHR (50 mg) FR4%3-
{[2- GREESAID) -1, 3-WEme - 5-FiRIE] S8} -4 - SR FAIR , alad ane S I L 1 2 Bk 4
FITR 0 7 R AU 59 (50 mg) -

[1112]  SCJEfhI83: 3 (2- %3 -7, 8- &MEme Jf (4, 3-d1meng -6 (5H) -35) -N-[(1S,29) -1,
3- TRREL- - RN -2- 3] - 4- LR F R e

(11131 [PERL]AE73- {2- DRG] SR i) & ] -7, 8- A mbne i (4, 3-d] Mg -6
(5H) - 3&} -4 - FASEK FEIR i

(11141 @ il 258 ST 140 Fh AR AT 3 - 5 - 4 - R R R HHTE (84 mg) #115,6,7, 8-
PUZIEIE I [4, 3-d Mg - 2- B - 2- 2 3 e A | fig (86 mg) AUEF5- TRt iE - 3- FHER HH
BEANL - PR FE R , 100 A 228 S B LD SR L IR 19 5 3R A b e 59 (54 mg)
MS (m/z) :499.6 [M+H]

(11151 [PER2]A:p=3- (2-54 5L -7, 8- “&UEe T[4, 3-d]mEnE -6 (5H) - 55) -4 - FHELR IR
FH i

[1116] AP BRI 3 - {2- DR GRU T S R ) 25k ] -7, 8- ke I [4,3-d]ms
Mg -6 (5H) -2} -4- IR IR HHEE (70 mg) H NN CMFFEZIA R, 2.1 ml) |, FRESON
TRAYIES0C N RES /NI o AE R S IR H G, B o o vk 4lidt , DA 85
B (10 mg) MS (m/z) :299.5 [M+H]"

(11171 DPER3]AE™3- (2-5435-7,8- " &ULheFH [4, 3-d] g -6 (5H) -38) -4- FELK IR
(11181 JE i AP B2 IR I3 - (2- 24 5E -7, 8- —&UEe (4, 3-d] Mg -6 (5H) - ) -
4- AR G HEE (10 mg) FORES- [ AP EE L) S ke - 3- PR AR , 1l Wi 2 51
BEBIL 5 B2 TR (6 5 RS EUE 5 MS - (m/2) :285.3 [M+H]

(11191 [DPERATAE;™3- (2-2458-7,8- ZMkneJf[4, 3-dJmsng -6 (5H) -2%) -N- [(1S,2S) -
1,3- ZFFRE-1- 2R3N -2- L] -4- IR %

[1120]  JE i AP BR3P IR A3 - (2- 24 5E -7, 8- —&UEe (4, 3-d] Mg -6 (5H) - 5E) -
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4- FELR PRGN (1S,29) -2- 543 - 12K N -1, 3- 1 (11 me) A3 {[2- GRNFEEID) -
1, 3-8 - 5-¥L ] 53 -4- LR AN (1S, 2S) -2- S LA - 1 - B R Rk , sl Qe 52
AL A28 BRA TR BT 1R 5 TR 5 (6 mg)

(11211 5756184 :N- [ (1S,2S) -2- B FLIAC L] -4- HHEL-3- {[(1S) -1- (5-ZRFLNMEmE -3-3L)
CFE] L) 2K e

[1122]  [DEER1I]AEp74-F3E-3- {[(1S) -1~ (5-ZEEENEIE -3-55) £ 3E] 3L} 2R R e
[1123] @ il 225 eI 1 5 FR AR AT 3 - 5 - 4 - R R R HHTE (324 mg) A1 (1S) -1-
(5-IREENENE -3-3E) £-1-#% (280 mg) AAAS5 - RN - 3- FHFR FHER AL - BAP 58 FH ke, 10
525 SIS B LA TR (5 A AL & (220 mg) MS (m/z) :347.3 [M+H]"
[1124]  [BggR2] Hpea-FEL-3- ([ (1S) -1- (5-ZRFLMENE -3-38) LRE] S L) RHIR

[1125]  J@h i A A IR R 104 - TP 3E-3- ([ (1S) -1- (5-ZEmENE -3-35) R o 5E)
IR HER IR (220 mg) FUEFS- [ RPN 2R ) S ke - 3- FHPR R , 10 WidE 2% St il
(125 B2 P T R I 5 VR AR R & (180 mg) oMS (m/z) :333.3 [M+H]”

[1126]  [PER3]HE=N-[(1S,2S) -2-FEAC L] -4-HI3E-3- ([ (1S) -1- (5- R ALNEmE -3~
) CHE] a3} 2R e

[1127] @k A IR 3R 1104 - TP 3E-3- ([ (1S) -1- (5-FEmENE -3-35) LR o 5E)
FEHIR (50 mg) FREE3- {[2- GRNERESIL) -1, 3-memp - 5- B ] 5 L) - 4- FAILE IR, il ot 4
LESTAI LI 25 B4 Fh BT 1) 5 RSB 59 (60 mg) -

[1128]  sCiEf§185:3- {[(1S) -1- ([3,3” -IkMtnE ] -5- %) L3 2d A} -N-[(18,28) -2- 324k
RO L] -4 - RN R

[1129]  [2PER1I]A73- {[(1S) -1- ([3,3" -HRMknE] -5- ) LA Gt} -4- AR ER FH R
[1130] gl il T2 225 ST 16 FRAR AT 3 - 5 -4 - R R FHER IS (13.9 @) A1 (1S) - 1-
([3,3° -TcmkmE] -5-35) £-1-J (11.0 ) A5 - BIENE - 3- FHER FHES AN - BAPN 3E F i, i i
WHES 2 S LB T TR I R 54 (10.3 @) JMS (n/z) :348.3 [M+H]”
(11311 PER2] A3~ ([ (1S) -1- ([3,37 -Htng] -5-3) LHE)2d At} -4 - IR IR
[1132]  J@t i A B LR A3 - ([ (1S) -1- ([3,3 -BemnE] -5-38) £ HL ] 5 B -4-
SRR R (10.3 @) 15 [ ORNEEFIEL) S MEne - 3- R FAE , 1l AidE 255 9006
BT B2 A BRI 7 AU L 59 8.7 @) oMS (m/z) :334.4 [M+H]™

[1133]  [2BRR31AE,=3- {[(1S) -1- ([3,3  -Fmkne] -5-45) L] 5a3L) -N-[ (1S,29) -2- %
FLIRCEE] -4- FFLR

[1134] @i A 2B R A3 - ([ (1S) -1- ([3,3” -BemnE ] -5-38) £ HL T 5 B -4-
BRI 8.7 o) A3 {[2- GRNEESIL) -1, 3-Memk -5- BRI ] 5 L) - 4- AL R , il ik
QA S B BRA TR AT ) T R 57 (9.4 @) .

[1135]  sCJiEffI87:3- {[(1S) -1- ([3,4° -IKMEnE ] -5- ) LR 2 A} -N-[(18,28) -2- 324k
RO L] -4 - RN

[1136]  DPER1IIA=3- {[(AR) -1- G-JRMENE -3-F5) LIL] 2L} -4- LK FHIR i

[1137]  JExhfdi T3 -Alt-4- TSR R TG (6.49 @) K1 (1S) -1- (5-JMEIE-3-3E) 2, -1- 1%
(3.78 g) AR5 -IRMLIE -3 - FHFER FHER AN - PRI 5 FH I , 18 Qe 222 S L) P SR L
I RS S (1.80 @) JMS (m/z) :349.0 [M+H]"

)
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[1138]  [PER2] 423 {[(IR) -1- G-7RMENE -3-50) LAE] 438} -4- FIER R

(11391 5 i A B 3RS 193- (L (IR) -1- (5-7RIERE-3-38) L FET 400 -4- TR
FHER TR (1.00 g) AR5 - [ AP L IL) S LT ML IE - 3- FHRR FH , 1l Qe 228 S L1
YRR 77 AR AR A (820 mg) JMS (m/z) :335.1 [M+H]

[1140]  [CPER314:773- {[(1S) -1- (5-JMkmE -3-35) L2} -N-[ (1S, 28) -2- KR
H]-4- AR i

(11411 5 A R 23R 75193 (L (IR) -1- (5-7RIERE-3-38) L FET 400 -4- TR
IR (820 mg) FRER3- {[2- PRNILEARD) -1, 3-Emh -5- R ) 5 L) -4- UELSK G , st
FE SIS BRATR T R 5 TR PRE L 5 (920 mg) JMS (m/z) :432.3 [M+H]”
[1142]  [2PERATAE;™3-{[(1S) -1- ([3,4° -IRMEmE] -5-3) LA 5} -N-[(1S,28) -2-F¥%
FLIACIE] -4 - R F

[1143] @t A B3R5 13- ([ (1S) -1- (5-JRIENE -3-35) LT &) -N-[ (18,
2S) -2-FRFLIAC L] -4 - FHEEK FWE R (30 mg) FIMELIE -4 - FLHIG (10 mg) ARI%2 - S(Mrne - 4-
JFETRT SRR - 4 - FEAITR , i Qe 225 ST B L4 Fh Tk 1R 5 R AP S (9 mg)
[1144]  SC5EA189:3- {L(1S) -1- ([2,3 -IKMEmE] -5 - ) L] %3} -N-[(1S,29) -2-F8 k¢
RO L] -4 - R R

[1145]  [DPERIIAE3- {[(1S) -1- ([2,3 -HXMEnE] -5 -F8) LFE] 538} -4 - IR R
i

[1146] g (o TR SIS 71 P BRI FP AR A3 - {[ (IR) - 1- (5-7RMEmE -3-3) LT
B} -4- LR FER FIR (150 mg) AN2-JRIENE (170 mg) AAE3-JR -5- (FAR L R4 L) nbne A1l
2-JRMENE A e S S B L0 B BR L FR AT (1) 5 R AP 5 (90 mg) oMS  (m/
z) :348.2 [M+H]"

[1147]  PER2]A773- {[(1S) -1- ([2,3 -HRukne] -5 - 35 LIE]a3E) -4- AR IR
[1148] ki FAE BRI 3RAFA93-{[ (1S) -1- ([2,3" -BAMnE] -5 -35) LR a5 -4-
FRELOR R FATIE (90 mg) AR5 - [ GRS EEFFEE) S Tk me - 3- R FH R , il anfE 258 90056
B B2 A BRI 5 1A b8 L 54 (86 mg) JMS (m/z) :334.2 [M+H]™

[1149]  [PER3]1A:773- {[(1S) -1- ([2,3" -RALnE] -57 - ) L] 403 -N-[(1S,29) -2-F%
FLIACIE] -4 - IR F

[1150]  jExsh i A A IR 3R A3 - { [ (1S) -1- ([2,3 - BRmnE] -5 - 55) LR o 5L -4-
FRELOR IR (70 mg) %3 - {[2- GRNIEEAID) -1, 3-Wemk -5-FiBE] 5438} -4- LR IR, 1
o QAR SR E B4 BT R () 7 R 59 (10 mg) -

(11511 5715191 : 3- ([ (5-7RNERE -3-58) AL &AL} -N-[ (1S, 29) -2- A PR ] -4-H
R F e e

[1152] @ i FTAE 225 S I T FhARAF I 3 - 23 -N- [ (1S, 25) -2- AR AL ] -4 - ALK
FHBERZ (1.6 ) AR L - HRIRIGE , 1 ok A0AE 228 ST 4911 34 Fh ik 1) T3 TR 3R AR AU &
(2.0 g .

[1153]  SCJiEfh192:N- [ (1S,2S) -2- 2R PR AL ] -4- AL -3- { [ (5- IR ALMEE - 3-58) FHAL] 4
B R HIR

[1154] G5 (i FAE SS9 AR A3 - { [ (5-PRMEIE -3-38) FIL]1 24 5E) -N-[ (1S,2S) -2-

)
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FREIRC AL ] - 4- LK HI I (30 mg) MIZREEAIIR (10 mg) A2 - SUMEBILE - 4 - JF AT S R -
4-FEWIR , 1 4ndE 22 e L4 BT 5 RS L 5 (23 mg) -

[1155]  SjEf5194: 3~ ({[5- RN ZE O BEL) Mg -3- 36 ] FHEL) 5000 -N- [ (1S, 25) -2-F23&
RO L] -4- 3K e

[1156] i i H O MSEIRPIHE (63 mg) FIE S fH191 kAT 13- { [ (5- BMkme -3-55) Ff
F A -N-[ (1S, 28) -2- BB IRC AL ] -4- IR (100 mg) (B HEE (D) kE
BEA4 - - 3- WO G FRR , ok Qe 225 S HE IS P SR LR Bk 1 5 1 3R A3 bl b & )
(64 mg) »

[1157]  SZhEf195:N- [ (1S,2S) -2-FFLERCIE] -4-FIFE-3- ({[5- (Wng -2-30) M -3- 5]
FHEL) 530 ZRHIBL I

[1158]  [BPR1]AE=3- {[ (5-JIENE -3-55) FHEL) 53E) -4- FHELOK FHTR FHR

(11591 1k fafi I3 - S k- 4- LR ARG RS (9.0 @) A0RR 1 - I BLNRIZ | 15 UndE 5% 5t
BIBAr TR A 5 RSP RE L A (13.0 @) JMS (m/z) :335.3 [M+H]"

[1160]  [2PgR2] =4 - FHEL-3- ({[5- (Mg -2- 3) e - 3- 36 ] L 2000 SRR
[1161] Gl AR 2P R RAF 13- ([ (5-JRIENE - 3-F5) HRE] 2 2E) -4- LR IR H
(13.0 g) FRFF3-J5-5- (SR FHAEAD) MEnE , il 0 Qe 28 S 51 1 O 20 R L Fh Bk (19 7 7%
IRISFRE S (9.0 @) JMS (m/z) :335.5 [M+H]"

[1162]  [PPR3] =4 - HEL-3- ({[5- (WanE -2-55) nHhme - 3- 3] HH L} 52 00) SRHIR

[1163] Gl fiff HAE D B2 3RAF 194 - FHEE -3~ ({[5- (WBIE -2-3%) g - 3- L] HEL) 4050
KRR (9.0 @) 5 - [ GRANZEHID) 2L ] MLnE - 3- FHER R , 18 A 258 St 511
(125 B2 P T iR I 5 VR RE L &5 (6.6 @) JMS (n/z) :321.5 [M+H]

[1164]  [ZPERATAP=N-[(1S,2S) -2- IR FE] -4-F3E-3- ({[5- (Mg -2-3%) Mg - 3-
FLIFREE} 5238) 28 FH i

[11651  JW 3t FHAE BR3P 35104 - 3L -3- ({[5- (WIE - 2-3%) kg - 3- 2] FR L) 450
KR (6.0 o) fRER3- {[2- GRNASEED -1, 3-memp -5-H L 1 S 3L -4- FHELR IS , il 4
TE S BB 0 BRA TR B (7 R AP &0 (5.5 @) «

[1166]  SZjf5196 :N- [ (1S,2S) -2-FRFLIRACHE] -4 - FHIL-3- {[ (Eempk-3-3%) FREL] 4458 o
PR

[1167]  [BPR1] e - FREE-3- { [ (Hsnbk-3-35) FIE] S L) 2K FAR FP S

[1168] 1 i 3 - 243 -4 - FEEZE FHER FE (210 mg) AHEIb -3 - FEE (200 mg) AR 1-H
FLIRIZE A5 - PRI - 3 - PR, il o 204 255 S 1 34 Fh T ik 1 5 iR SR A PRl ib 54 (230
mg) o

[11691  [ZBgE2] A pma- FEE-3- ([ (Msbk-3-35%) F L] Bk ) R HImg

[1170] Gl FHAE 2P R PR RAF 194 - HH 3L - 3~ { [ (Msbk- 3- 356) FHEL] 5035 2K R H i (230
mg) A5 - [ AP IE D) SO E T nbne - 3- FHPR FH , i Qe 228 S 1 (R 2 SR 2 v T 1)
T3 ESRAR R 5 (200 mg) o

(11711 [PER3IA=N- [ (1S,2S) -2- IR L] -4- FH3E-3- { [ (Weph- 3-38) FHIL] 24 3L}
R

[1172] 3 HAE S 2P R SR04 - FREE -3~ { [ (Eembk-3-3%) FRIL] 54 5E) 2R AR (40 mg)

)
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RE3- {[2- GRANZEESD) -1, 3-WEme - 5- Pt ] 2 58} -4 - FRELOR G , 1 ane S ol i 2b
BRAR TR I 7 R 5 (43 mg) .

(11731 55645198 :3- [ ({5-[4- (2-5FE N -2-38) JRIL kg - 3- 5L} FHEE) 20358 ] -N- [ (1S,
2S) -2- R REIRC ] -4 - R i

[1174] g FAE 9B B9 1 3R A3 - ([ (5-JRnkne -3- 55 FIEL) 54358 -N-[(1S,28) -2-
FRELERC L] -4- LR FAE I (80 mg) A2~ (4-DREEE) I -2- % (49 mg) F3-1R-5- (4,
B FHAR L) M FN2 - BMEE | i Qe 225 S (I L0 P SR LHR Birik 1 5 TR AU e 51
(41 mg) .

[1175]  SCJEfI101:N- [ (1S,2S) -2-FHEPRC K] -4- FEE-3- { [ (6- IR AR - 2- 3) AL
SR KH %

(11761 DPER1IAE;73- {[ (6~ FeE-2- ) HHRL ] a3} -4 - HHEL R FHR i

[1177] @ 13- 2 2k -4 - AL IR HHRE (449 mg) A6 - UL -2- FHEE (774 mg) R
1 - FHBREWR R M5 - PRI IE - 3 - RS, 1k 404 228 S 491 34 Fh T ik 1) 5 TR 3R AR iU &
(150 mg) »

[1178]  [DPER2] =4 FHEE-3- {[(6-ZRFENE M - 2- 50) HASE] 238} 25 FRR i

(11791 @ AP B LR T3 - {[(6- SHMEE - 2- 3 FHAL ] At} - 4- HH L DR R HH S
(70 mg) FIZRELANEL (35 mg) FRAR2 - SHMENE - 4 - RN bk - 4 - SLAIRR , i ik AnE 225 S e 151
LAFP TR 5 R REUL. &5 (66 mg) «

[1180]  [2PBR3]/F;74- FHEE-3- { [ (6-ZRFEME VR -2- L) HIEL] 23} KR

[11811 @il FAE 2B PR R 114 - P RE - 3- { [ (6-ZR MR - 2- 58) FRL] L) SR G
it (66 mg) 1755~ [ GAPSEHED) AL nbne - 3- FHRR FHR , i andE 228 9ol 1 b B2 v
FITR 0 75 R AU 59 (55 mg) .

[1182]  [2PER41A47=N-[(1S,2S) -2-FRFLIAC AL ] -4- FAEL -3~ ([ (6-ZKFLNEE - 2- FL) FHEL]
SR K%

(11831 sk i A D B3RS 04 - FH3E-3- { [ (6- ZRFLNEME - 2- 58 FIE] 5038 ) 2R R
(25 mg) RAF3- {[2- A ALEED) -1, 3-mEme - 5- PR AL ] S8 -4- LR R , ik 4n/r 5
BILIRP B AR FTR (5 A RAFPRUL &0 (19 mg)

[1184]  SjiEf109:N- [ (1S,2S) -2-FRIEIAC IE] -4- FHEL-3- {[ (1H-MEM I [3,4-b] kg -
5-35) FHAL] S B R %

(11851 yiud fii A S5 S I T Fh AR AT 3 - 23 -N- [ (1S, 25) -2- AR AL ] -4 - ALK
FHef (73 mg) FNLH-MEME I [3,4-bIMbIE -5- FHEE (43 mg) AL - FHALNRIEANS - Btk iE - 3-
PR | 83 WAE 225 S 51 34 Fh PIT i () 5 3R A3 b 5 (84 mg) -

[1186]  STJiEfHI110:N- [ (1S,2S) -2-FFHIAC FE] -3- {L (BRME I [1, 2-b] kMR - 3-38) L]
SR -4- AR i

[1187] @Rl A2 25 S I T Fh AR AT 3 - 23 -N- [ (1S, 25) -2- R E AL AL ] -4 - ALK
HPE N (24 mg) FNDKIEIF[1, 2-bI AR -3- FHE (15 mg) AU 1 - FHALRIGE A5 - ILERE - 3- HH
f&, L WAE 225 S A34 FR BTk 1 5 TR AU 54 (18 mg) «

[1188]  SJeEf113:3- ([ (2- 2 BEmame -5-50) HL] 2058} -N-[ (1S, 2S) -2- B FLIRC 3] -4-
FHEL R FH B fr
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(11891 [ZPER1]AE7=3- {[ (2- SN -5-F) FEL] 205} -N- [ (1S,2S) -2- BRI R FE] -4 -
FHEL R FH B fr

[11901 @It (i FHAF S 2 ST 3RS 13- 2 L -N- [ (1S,25) -2- B3 BR T L] -4 - F ALK
FHT e (513 mg) AN2- MENE -5- I (310 mg) AUE 1 - FHALWR MR ANS - Btk me - 3- FHEE , ik 4n
S ITH3 AR TR T A b8 L 54 (320 mg) MS  (m/z) :375.5 [M+H]”

(11911 [BBR2] A= =3 - {[(2- s dkmsng -5- 55 FIRL) a3%) -N- [ (1S, 29) -2- B ILPA AL ] -
4- FELOR FH B fr

[1192]  JAZE2 B LT3R 3 - ([ (2-SmBng -5-35) FI3L] 4338} -N- [ (1S, 25) -2- IR
Fe-4- LI FARENZ (320 mg) FRINL, 4- A28 B0V 5% (8 mL) FH28%[0S/KIA R (4 mL) ,
T SN TR S BRI AT dvHp , ITAEL100°C M g8/ NI o AR S N A TS A
KB R e ik i, LS 2IFR 8L 59 (173 mg)

[1193]  Sjitfhl116:3- {[ (6- LMhad IEMEnE -3-358) FIIE) 4 3E) -N-[ (1S, 29) -2- & FL3A
H]-4- AR i

(11941 [PER1]AE7=3- {[(6-RInE -3-3%) L] 205} -N- [ (1S,2S) -2- BRI ER T FE] -4 -
FHEL R FH B fr

[1195] s i FHAE 225 S I T Fh AR AT 3 - 23 -N- [ (1S, 25) -2- R EL AL AL ] -4 - ALK
FHT e (380 mg) A6~ BIENE - 3- FHE (300 mg) A% 1 - FHALWRE IS - b me - 3- FHEE , il 4n
S IH3 AR TR T b8 L 54 (370 mg) MS (m/z) :418.5 [M+H]”

[1196]  [PRR214E773- {[(6- LML ARG - 3- 50 AR (2L} -N-[ (1S, 29) -2- AL
] -4- AR i

(11971 @k AP R LRI A93 - (L (6- BNk hE -3- 58 FHL] 44 8E) -N-[(1S,28) -2-%%
FEIRC A -4- R e (50 mg) AT (18 mg) A5 -TRMEIE - 3 - FHIR IR AL - PR
FLF A anE B2 S S B L R IR I AR A (22 me)

[1198]  SCJEfI118:3- {[ ([2,27 -IRMEmE] -5-38) LT 403E) -N-[ (1S, 29) -2- 5
H]-4- AR i

(11991 s (o TR ST Al 1 16110 22 BR LA SR 3 - { [ (6-RMEmE - 3-2%) H AL 2 AL} -N-
[(1S,29) -2- A L] -4- IR IR (60 mg) AN2- (= T IEFIE LD THIE (79 mg) A
2%53- [ (5-TNEnE -3-20) Z 3L -N-[ (1S, 29) -2- BRI FRC AL ] -4- AL R e e An2 - (T
SEH G RL) e i e ST BI6 2 TR (5 IR 54 (23 mg)

[1200]  SCJiEfI122:N- [(1S,2S) -2-FRHIAC HE] -4- FHEE-3- ({[6- (1H-Mbm - 1-35) Mg -
3-FE ] FHAL} (R RH %

[1201] o GO S MRS A S 11 161125 BR 3R 1193 - { [ (6- IRk mE - 3-35) HEL]
Ak -N-[(1S,28) -2- AR L] -4- AR eI (60 mg)  1H-NEME (20 mg) AL (11
mg) EERPH (91 mg) LA -N, N’ - PR A -1,2- K (0.014 mL) FIDMF (0.36 mL) ff)
TEEYIEL100°C N SN 3043 B o 1] SN 9 HR I TH-FEE R (20 mg) Al AR (11 mg) Al -
NN - HIEPRC S -1,2- (0,014 mL) |, A P SN & 28 K5 SN T A /5 100°C |
S S5 AN 3053 Bl o A0 SN IR H1e R i el ek ta ik alifl, DR 2 ndUe 549
(34 mg) »

[1202] 52129 :N-[ (1S,2S) -2- FRELERC L] -4- I EE-3- {[ (6~ { [ (kme -3-3%) L
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P ) 258 e - 3-38) L) 2358 ) K e

[1203]  [2BER1]4E7=3- ([ (6- ’z? MHIE -3- 55 FI3E] 20 8E) -N-[ (1S, 2S) -2- R AL AL ] -
4- FHELOR FH B fr

[1204] g f FHAE 225 S BT FRARAF I 3 - 23 -N- [ (1S, 25) -2- AR AL ] -4 - ALK
PRI (203 mg) 16 - 2 3EMENE - 3- FIE (100 mg) F07%51 - FHEWRIZE A5 - PR - 3 - PR, diaet
UHE S 2% S 34T Tk 1 5 R AT PR 5 (149 mg) JMS (m/z) :355.6 [M+H]"
[1205]  [DER21ApN-[(1S,2S) -2- IR AL ] -4- FH3E-3- {[(6- { [ (kg -3-3) 2L H
P ) 258 ML - 3-38) L) 258 K e

[1206] {5 TR S S 13825 , KA 2P BR LGRS 13- { [ (6- 23 mbmE - 3- ) FHAE ] &AL} -N-
[(1S,2S) -2- A IE] -4- R FIF I (35 me) < 3- F R IEMEIE (14 mg) JHRFRER (20
mg) FIDME  (0.33 mL) FIIRSWIAES0C I N304 Bl o £ S SRR H I, s o o ek i
LA, SRS 59 (5.8 mg) o

[1207] 57 f131:3- ([ (5- 2 BEME MR -2-50) FHSE] 2038} -N-[ (1S, 2S) -2- B FLIRC L] -4~
FHAEL R FH B fr

[1208]  [PER1IA=773- [ ({6- [ GRUT S8R AD) S AR ki - 2- L} FH 3 3] -4 - FHELR
Fig FH S

[1209] [ [5- (BLHHED) nbde-2- JE ] UL FHIRU T i (1.44 @) AN3- 2Bk -4 - ALK HIR
fig (561 mg) £EDMF (12 mL) H VAP INNBRERET (1.76 g) , T S MR S PAE =00 N i
PR AR « I OTR ORI N VAT o« K B AN SR AR 15, RO 25 BR VA o SRATF IO 7R
AP A (kA DS BRI L 54 (360 mg) JMS (n/z) :373.5 [M+H]

[1210]  [2PER2]14:773- [ ({5- [ GRUT S A D) 2 AL T mbnde - 2- 36} FHJ) 2 AL -4 - FARLR I
iR

(12111 i AP R ARS8 - [ ((5- [ (U T LR AL) S RE Tt - 2- L) A3 41
F]-4-HEORER IS (160 mg) FEF5- [ RPN IE FHEL) 2 LT e - 3- FHER F R , 1 ane
22 B B2 AR I T R AL 54 (125 mg) MS (m/z) :359.3 [M+H]
[1212]  [2BRR314E,= (5- [ (5- {[(1S,2S) -2- FRELERC AL B AL R 3L -2- R Iedd) HH
STz -2- B} G B R T iR

[1213] i P b B2 RIS 3 - [ ({(5- [ (U T LB BL) S RE it - 2- L) FP ) 41
F]-4-FHEORHRR (125 mg) FUF3- {[2- CRNFEEAED) -1, 3-WEmE -5-FRIL] 0L -4- R
FHER , 1885 A STt B L1 28 BR A BT iR (1 5 TR AR AU 54 (105 mg) JMS  (m/z) :456.6
M+

(12141 DPYRATAE=3- ([ (5- 238N - 2- 38) FHIE] 2038 -N- [ (1S, 28) -2- B PRC 3L ] -
4- FHELOR FH B fr

[1215] [ ZE I3 Thgk 3 {5- [ (5- ([ (1S,2S) -2- ¥R ELPRC L] 42 ik FIESL) - 2- FHEL K%
FO) FHEL T - 2- 30} SO PR T iR (95 mg) AE M 2 mb) IR IIAN = TR
(0.16 mL) , ¥ SN TR G WA Z 00 N HEFE2/ NN o [ 18 IR M 4 S B VA RGRAS T s
FROIONHES (2 mL) FI2MESEAANZKIATR (2 mL) , I8 SN IR A 0FE =0 N Bkl 17N o K
FRE ORI, 2 B NI 1« I H IR A A UZ , FHEB AR O FR s Pl RE R AT
ket , IS RIS 59 (40 mg) o

}

68



CN 115315421 B W OB P 66/110 7

[1216]  STiEfh138:N- [ (1S,2S) -2- ¥R ] -3- {[(6- {[ (1r,3r) -3-FISAIN | i-1-
PRFE] UL M - 3-3) FHIE] 38} -4 - R F el

(12171 PRI A3 {[(6- SN -3-38) FHEL] 54008) -N- [ (1S, 29) -2- {[RCT 3 (T H
50 BRI AL PR 3] - 4- K F e

[1218] @ i TIAE 278 S04 1 Fh RT3 - 2 B -N- [ (1S, 28) -2- { [T 2 (2 HIED) H
Tl AL ) AU FR 3] -4 - FRL R FI B i (468 mg) 116 - S LML - 3- FHEE (150 mg) F84%51-H
FLIRIZE 5 - PRI - 3 - PR, il o 204 255 S 1 34 vh T ik 1 5 iR SRR bl ik 54 (223
mg) MS (m/z) :469.4 [M+H]"

[1219]  [2PER214:7"N-[(1S,2S) -2- {[RCT 5 (CC ) FRERE AL ] S ) B A -3- { [ (6-
{[(1r,3r) -3-FEEIEIR T Hi-1- k] 58] e - 3-50) L] 238} -4- LK F e

[1220] @R il 1] (1r, 3r) -3- HHAAAEER | Hc- 1-HHR (36 mg) /PRI R1S 13- {[ (6-
SAFEIIE -3 - 55) FEE] S B} -N-[ (1S, 2S) -2- { {40 T 3 (1 3%) gk i ] e ) BR D -
4- SR eI (30 mg) A 2-158-1, 3-19gme - 5- FAR A3 - a3k -4 - LN ARG FE AR , o 4
LESAI LI 2 B A AT 1) 5 TR AU 59 (60 mg) -

[1221]  [PER3]AE=N-[(1S,2S) -2- 3R 5] -3- {L(6- {[ (1, 3r) -3- A AR | Hi-
1-FAE] S B I - 3-3) FHAL ] (AL -4 - AR FH B fi

[1222] 35 A 20 B2 3RS HON- [ (1S, 2S) -2- ([T 3t (3L Fipkpe 3] 413 2R
C3E]-3-{[(6- {[ (1r,3r) -3-HSEER [ e - 1- et ] S} e - 3-28) HHARL] Ak -4 - FH 2
K e (60 mg) A4 -5(-3- [ (ZHIIEHRRERSD OHELI KRR R , 1 AnfE 255 90056
BISIT B 2R Bk (15 A RAFPREUL 54 (8 mg) -

[1223]  SZhEHBI140:N- [ (1S,2S) -2-FFEPRC AL ] -4-H3E-3- ({[6- (1H-1,2,3-=M:-1-35)
M - 3- 36 ] FRIE) 5450 SR

[1224] @Rl TAE S5 9 BT AR 3 - 23 -N- [ (1S, 25) -2- R EL AL AL ] -4 - ALK
PR (136 mg) F{ES 2% St 24 H AR5 06 - (1H-1,2,3- =M -1-55) IHkig - 3- FEE (306
mg) F% 1 - RIS - IRILEIE - 3- S , 1l WA 225 STt B 34 Tk [ 5 AR A3 PRt
(74 mg) .

[1225]  sCjiEfil142: 3- { [ (2- 2k meng -5-35) L] 5 ) -4-5(-N- [ (1S, 28) -2- IR
SRR %

[1226]  [2EER1]AE;74-50-3- { [ (2-S0M8nE - 5-55) L] 3L} 2K FHR

[1227] Wi 3 - 3 - 4- SR IR HG (1.00 @) F2-Smsng - 5- FE (806 mg) HOERL -
FHRLR R M5 - BRI e - 3- FHEE , 1l ik anE 228 ST (B 34 v BTk (1) 7 23K Al & (376
mg) JMS (m/z) :312.3 [M+H]"

[1228]  [PER2] A 773~ ([ (2- S Mg -5-34) AL &) -4 - GUR IR

[1229] (420 BRI FRARATI04 - - 3- { [ (2- Mg - 5- 35) FHE] 2 ) R IR HHS (199 mg)
FIINT, 4- 520 0E (0.86 mL) FN28%%4 /KA (0.86 mL) , JFRE R N TR G154 E AL
FEARFE AR, FHAE100°C NP2 K o 17018 5 I e 4 S S TR RS AT IR AR N
fig (3.2 mL) FI2ME A AL B/KIAT (3.2 mL) , FFRF s MR A WAF 90 °C N it RE e 1 o iU E 254
VAT FKFRRE S NIR AW, ELAR IS 185 NN SRR A oRD o 18 5 o S S U 1 I A, DA
FRBREY AW (102 mg) MS (m/z) :279.4 [M+H]

)
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[1230]  [2PER31A4:=3- ([ (2- g Fkmeng -5-Fk) FHIE] 53} -4- & -N- [ (1S,2S) -2- IR
R e fr

[1231] @ il A2 B2 RT3 - ([ (2-Gadkmene - 5-3%) FH3E] 503E) -4- SRR (50
mg) FEF3- {[2- GRARESEAL) -1, 3-WEme - 5- BRI ] G L} -4 - IR FHR , 1l 404 S i Al
(22 BR AR BT 5 23R REU L 54 (36 mg) «

[1232]  sCjiEf144:3- {[(3,4- "5 -2H-MEmE I [3,2-b] [1, 4] MR -7-50) FHEL] 2 AL -N-
[(1S,2S) -2-FHIAC AL ] -4- LR PR e

[1233]  [2EBE114:777-[ (5- {[ (1S,2S) -2- B AR L) S L R 3 ) - 2- RS i) HH
F1-2,3- T4 -4H-nE I [3,2-b] [1, 4] WERR -4 - FHER BT g

[1234] @Rl TAE 225 9 BT AR 3 - 23 -N- [ (1S, 25) -2- R EL AL AL ] -4 - ALK
FHT Il (134 mg) MES 5 SE {5123 HpaR A7 - T R -2, 3- 5 -4H-Mikme I [3,2-b] [1,4]
WA -4 - AR A T BRI 1 - IR AZE 15 - I e - 3 - PR , il ani/ 228 S e 15 34V T 1)
T ESAEFREU &) (124 mg) MS (n/z) :497.3 [M+H]"

[1235]  [PER21A:773- {[(3,4- 5 -2H-MEmE I [3,2-b] [1, 41N -7-35) FHEE] 23} -N-
[(1S,2S) -2-FRHIAC AL ] -4- LR FH gL e

[1236]  [AAE BB L FRERAGI9T- [ (5- ([ (1S,2S) -2- B HLTFRC AL ) S L e L) - 2- FHEL R e
5O W] -2,3- A -AH-MEmeF [3,2-b] [1, 4]z -4- FAER BT g (59 mg) /& & ke (1.4
mL) IR TR R N =30 IR (0.7 L) |, IR SN TR S =00 D IR A% o IRl e 45 S v
VIR, HB AR O FR A i f oA (it DS BS54 (37 mg)

[1237]  SCJEf51147:N- [ (1S,2S) -2-FRHPRC L] -4- L -3 - ({[5- (Wsng -2-38) MEiE -3-
L)L L) OR F e i

[1238]  [2PER1]A:773- { [ (5-7RMENE -3-38) 258 ] LT -4- LR FHRR FH R

[1239]  JEE 5 - PR NE -3- % (1.5 @) A3~ LA -4 - ALK FIRG HATE (1.5 @) AL -
FHRLIR 8 M5 - BRI e - 3- FHEE , 1l ik AnE 228 ST B 34 v BTk 1) 7 2k Al ib & (2.3
g) MS (n/z) :335.4 [M+H]"

[1240]1  [PER2]AEp74- HHEE-3- ({[5- (Mg -2-35) Eng - 3- L] U FHE) 2R FHIR i
(12417 a2 R AR A3 - { [ (5- BN NE - 3-38) 2 5L AL} -4 - PR FHER TS
(170 mg) FEF3-J5-5- (FHAA L HH L) Mbme , i i Qe 225 e L O ¥ 2B B L iR (1 75 7%
IRASFREA S (35 mg) MS (m/z) :335.5 [M+H]"

[1242]  [PER3]AEr=4-FH3E-3- ({[5- (Mg -2-38) Npme - 3- 3L ] 238} FHIL) 2K HIfR

[1243] s i A D SR 2 Fh R A4 - FR AL -3 - ({[5- (Mg -2- 50) Mk - 3- FL ] 408 D)
KR HE (35 mg) 5 - [ (PR ZE FHAL) S e - 3- HHER FH , 1k Qe 225 St 1
(125 B2 R T iR I 5 VR RRE L &5 (33 mg) MS (n/z) :321.5 [M+H]

[1244]  [PYRATAESN-[(1S,2S) -2- IR 3] -4 - FHEE-3- ({[5- (Mg -2- 50) e -3-
L)L D) OR F e i

[1245] W3 fdi FHAE 2B B3 3R N0 4 - FR 3L - 3- ({[5- (Mg - 2- 55) nikig - 3- L] 503 ) F3L)
KR (33 mg) FREE3- {[2- GRAAEESID) -1, 3-memh - 5-F L 1 S0 0L ) -4- LSRRG, ot 4
LESEAA LI 25 BRA R AT ) )5 TR 5 (6 mg)

[1246]  SCJE(51148:3- ([ ([2,3” -IRMERE] -57 - 50) 28 T FHEEL -N-[ (1S, 29) -2- AL A
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] -4- AR i

(12471  [2PER11 4773~ { [ (5-JIENE - 3- 35) Sl ] AL} -N- [ (18, 28) -2- B AL ] - 4+
FHEL R FH B fr

[1248] @ i T/ S 25 95126 FH AR TS 05 - PR IE - 3- Jli (437 mg) FN3- AL -N- [ (18,
2S) ~2-FRELERC L] -4- FEEZE FAE I (600 mg) A1 - FHELNRIG NS - BRI IE - 3 - FHEE , il
UHE S 2% S 34 b BTk 1 5 RIS PR 5 (560 mg) JMS (m/z) :418.6 [M+H]"
[1249]  [3EE2 14773 {[([2,3  -Hnng] -5 - 55 s 3L 3L -N- [ (1S, 28) -2- 5L 3R
] -4- AR i

[1250] Gy i AP B LR AR 3 - ([ (5- kg -3-50) s 3E] L) -N- [ (1S,28) -2-%¢
FACHE] -4- LR L (80 mg) AN2-JRLMERE (36 mg) A3 -7 -5- (HHAE AL A AL) e
A2 - JRMEIE I Qe 225 90 B L0 SR L FR BTk i 5 3R A8 54 (10 mg) »

[1251]  S7JEf51152: 3- { [ (5-BMbmE - 3-38) G 3] 2L -N- [(1S,28) -1, 3- ik -1- R0
P -2- 3] -4- RS F i

[1252]  [2PER1] A3 {[(5-7RNENE - 3-38) S8 ] FHIE ) -4 - IR TR

[1253] g il A S 14720 BRI GRAS 03 - { [ (5-RAENE - 3- ) 3L ] FH 3L} -4-H
FORERHIRE (1.0 ) AR5 - [ GAPEIIE) 2L Tk me - 3- FIRG FHR , 18 WiAE 228 St )
L B2 P T R R 5 V3R P R 5 (950 mg) JMS (m/z) :321.4 [M+H]”

[1254]  [PER2]A=773- {[ (5-7RnbnE -3-2%) Sl AT AL -N- [ (1S,28) -1,3- A -1- 80
P -2- 3] -4- RS FE e

[1255] s i FHAE D BR PR3 - ([ (5-JRNENE - 3-38) L] L) -4- ALK FHTR (350
mg) 1 (1S,2S) -2- 285 -1-FRELPN -1,3- i (219 mg) FE3- {[2- GRNEEZAED) -1, 3-1gEm: -
5-FrIE] 2 L) -4- RO FER AN (1S, 25) -2- 2 3P0 - 1 -BE Eh iR & , 1l andr ST L 120
BRAR TR R 5 R 54 (500 mg)

[1256]  57hEf5153:N- [ (1S,2S) -1,3- —F25L-1- 2RI -2- 58] -4- FH3E-3- { [ (5- 2R 3L
g -3-358) S ] U BL ) SR

[1257] g i A S 152 F 34313 - { [ (5-IEmE -3-3%) 3L ] FI3E) -N- [ (1S, 2S) -
1,3- - 1- RN - 2- L] -4 - R IR % (50 mg) AATLANIG (16 mg) 1452 - Gl -
4~ JFEE AT EEp - 4 - FEAIRR , 1) A e 228 S0 1 4 TR 5 TR AR 5 (29 mg) .
[1258]  575fh155:3- {[ ([2,3  -HXMERe] -5 -3) 24 5L] AL} -N-[(1S,2S) -1,3- 5
1-2RFE N -2- 2L ] -4- LR A%

(12591 s fofi A Sl 152 Fh 3R A3 - ([ (5- Mg -3-55) 2 3&] L) -N- [ (1S, 28) -
1,3- - 1- KRB N - 2- 2] -4 - BRI (50 mg) 12— (= T 5 R g (51
mg) FEF3- [ (5-BAMENE-3-35) ZHRELT-N-[(1S,25) -2-FRREEAC 3L ] -4 - LR T e 2 -
(=TI EEE D) e | 13 AndE S e il6 2 ik i 5 AR 51 (20 mg)

[1260]  57hEf5]156 :N- [ (1S,2S) -1,3- —F25L-1- 2RI -2- 58] -4- FHEE-3- { [ (6- 2R 3L
W -2-58) a3 ] HH AL R

(12611 PER1IAE,73- {[(6- ELE - 2- ) U] 3} -4 - HHEL DR FHR i

[1262]  Kp2,6- LY (300 mg) \AEZ I HI42H RT3 - (LD -4- AR H
iR T (397 mg) \NMP (4 mL) FIDIPEA (1.05 mL) [IIRSWILEL00°C FHitE4A/ NI . TR 2
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BRSSO IR, I H KA A SR/ KV TR A LS U 25 BRIE T, R RATI TRx)
A AR AT (LAY, DAS BIRREUE A4 (423 mg) JMS (n/z) :292.5 [M+H]

[1263]  [PER2] A 773~ ([ (6- LR - 2- 25) S ) 2L} -4 - AR FHR

[1264] @R AP B LR GRTTFI03 - {[(6- SR - 2- 3) 3t ] FHAL ) - 4- HH L DR FHRR HH S
(580 mg) FXAF5- [ BAPNFEFIERL) S 5L Mg - 3- R FVAS , 85 Ane 22 S 9 1 i) 28 B2
FIF R 5 R AR 5 (520 mg) MS (n/z) :278.4 [M+H]

[1265]  [2PER3]A:773- {[(6- G -2-28) ST AL -N-[(1S,28) -1,3- dE-1- 80
P -2- 3] -4- S F e

[1266] s AP B2 IR A3 - {[(6- S - 2- 38) 5L L) -4- ALK FHTR (300
mg) A1 (1S,2S) -2- 5 k- 1-ZKHEP - 1,3- 2% (217 mg) PR3- {[2- GRANIEEED) -1, 3- 1wk -
5-PRFE] AL} -4- IR IR FI (1S, 2S) -2- 2380 - 1 - 2R R 2, 1 WnvE S e 1 i 20
BRAT TR 19 5 1 SRATAR B A4 (420 mg) JMS (n/z) :427.6 [M+H]

[1267]  [PERATEp=N-[(1S,2S) -1,3- —FH-1-283Ep9 -2- L] -4- 3L -3- { [ (6- R ALY
W -2-58) S L] HH L) R

[1268] sk ff AR PR3 RT3 - { [ (6- St -2-30) 2038 L) -N-[(1S,28) -1,3-
TR IR -2- B -4- LR IER I (50 me) FNZRIEAER (17 me) FER2- SUMENE -4- i
FISE b - 4 - BLAER , 0 U0 22 901 4P BTk i 3R A5 b sk 254 (36 mg) »

[1269]  SCJEf51158 :N- [3- ({[6- (3,4~ —FISIEIREL) M -2- FL] 2 AL FHAE) R3] -N° -
[ (1R, 2S) -2-FFIL LT IR

[1270]  [2PER1]A:N- [ (3-SR0 L] -6- SR - 2- i

(12711 Gl 3 - (B L) 2R (1.23 ) A3 - (A IAL) -4- LR R R , 18
o Qe ST 56 ¥ P ER3H RTR W) S R U S (1.22 @) «

[1272]  [DPER2]A:N- [ (3- 2 380K HIAE] -6- (3,4- HISRIRED) M -2- Ji

[1273] 3 AP BR LR ERAFION - [ (3- 2 KAL) L] -6- St -2- i (160 mg) Al
(3,4- ZHSEARED) IR (149 mg) FE2- MENE - 4- AN bl - 4 - ZARR , 1l e 2%
S A4 FTIR (5 AR AT PRUL & (190 mg) .

[1274]1  DPYE3TAE™N-[3- ({[6- (3,4~ —HISILIRIL) M -2- JL] 2458 L) 2R 3] -N” -
[ (1R, 2S) -2-FFLIA LT IR

[1275] [P BR 2 RAFION- [ (3-SR L) FHAET -6- (3, 4- A AR AL Ehg - 2- i
(40 mg) FPHINTHF (1 mL) JTEA (0.20 mL) FI=3%< (18 me) , B [ MR & WIfE =10 N
PELOA Bl AR, A LR IIN (1S, 2R) -2- SR - 1 - B SR 2R (180 mg) , IR IR A
LEARRI TR N HePE2/IN o il i oA e i L 2l A SN VA, AR 2IF b 5 (37 mg) -
[1276] 575 H1159:N- [ (1R, 2S) -2-FFLEACHL] -N” - [3- ({[5- (M0 -2-55) Mg - 3- L] 44
S} D) ZRIET IR

(12771 DPERITAEN- [(3- A5 R HIE] -5- (Mg - 2-358) Mg - 3- 1%

[1278] s i I /E 225 S 27 3R 5 - (BEIE - 2- 35) ML - 3- i (100 mg) A3 - fifAE
2R (88 mg) AR 1 - FHELWR M A5 - LN g - 3 - FHE , a4 258 S 91 34 Vb BT i 5 1k
PRIFFREUL S (40 mg) o

[12791  [PER2]AE;7N- [(3- ALK L] -5- (Mg - 2- 358) Mg - 3- i
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[1280] B <Um , ARGl U0 N, AP BRI GRS ION- [ (3- Aok dL) FH2E] -5- (Mg -2-
) MHEE -3 (40 mg) £FFIE (5 mL) FITHE (5 mL) AR IIN10% Pd-C (50 mg) , [
INAE == P ICFFATR A 2T N RN A S0 P BtHE4/ NN it celite (R)
T R SN, Tk e 75 B 1A 7 o R i i R A (i ik afifb , DA 2URREU L 5 (20
mg) o

[12811  [2PER3]4E™N-[(IR,2S) -2- 2 FLIACHL] -N" - [3- ({[5- (Wghg -2~ FL) Nk - 3- 3L ]
SaAE D) R IR

[1282] s f AR D BR2 AR AN - [ (3-SR HD) AL ] -5- (Mg - 2- 56) Mg - 3- % (20
mg) FEEN- [ (3- 2R3 FHIE] -6- (3,4- — FIAAIEOREL) Mg - 2- i, ik 4ne S 51115811
L ERSH AR I T SRR 5 (13 mg) «

[1283] S fA161 :N- [4-36-3- ({[5- (Mng -2-2%) MpiE - 3- JL ] G Bk FH L) AL ] -N -
[ (1R, 2S) -2-FFIF LR

[1284]  [PER1]AE;7N- [(2-56-5- iR 0E) FHIE] -5- (Wi - 2- L) Mg - 3- fi

[1285] s {i FTIAE S8 SCE 2T FR AR AT 5 - (BRI - 2- F8) M - 3- % (133 mg) Fl12-58(-5-
AHELIR HE (196 mg) P 1 - FHIENRIGR A5 - FRULEIE - 3 - FREE , 103 Anr 255 S5 34 vh ik
M R 54 (150 mg) -

[1286]  [2PER2]AE77[(2-5-5- ML REL) FEE] [5- (Mg -2- 50) Mg - 3- B ] 4038 PR
BRiE

[1287] s AP BR L GRIFAON- [ (2- 5 -5 - A BER ) FHSE] -5- (g - 2- L) ke - 3-
Jii (150 mg) FBERT-1-3,4- 4 -20-MkIEIF[3,2-b] [1, 41 WEEE , 3l 15k 4 22 S i 23 1)
SRR R AR I T R 5 (105 mg)

[1288]  [ZPRR3]AE;™ [ (5- G2 -2-J A 0E) L] [5- (Meng - 2- J5%) e - 3- 38 ] U5 FHRA
T

(12891 [/ 2P BR2HPGRASIY [ (2- 560 -5- 2L EL) FHAL] [5- (Wi - 2- 30) M - 3- B ] S 2k
FRFRAC T TR (104 mg) £E LM (2 ml) A1K (0.2 mL) WP Il — K& 5 (1) (221
mg) , RSN TR G 65 C I R /NI o 1) SR IRV R TN S S KA, T R &
BEZEHGR S - B FER KR A NUZ , FHHI 28R A o R i hE IR (o i k4
&, AR 2bnE &5 (72 mg) .

[1290]1  [2PER4TA = {[2-96.-5- ({[ (1R, 2S) -2-FRIA AL 1 A L FH IR AL ) 2 35) 28 BE 1
S} [5- (Wang -2-30) M - 3- 38 ] 238 IR T i

(12911 3 i AP BR3FR RIS [ (5- 538 -2- 5 R SE) FHAET [5- (Mg -2-35) mp e -3-
FEVRA AT g (70 mg) FOREN- [ (8- F KAL) L] -6- (3,4 - HHABERAD) nipige-2-
i , I A S L5811 2P B3 H T iR (A 5 TR 5 (82 mg)

[1292]  [2PEE5]AE7N- [4-56-3- ({[5- (MEnE -2-2%) Mpmg - 3- FL ] &) FH D) JR3E] -N7 -
[(1R,2S) -2-FFFIAC ] IR

[1293]1  [afF bR AR R {[2-5-5- ({L (IR, 2S) -2-FEL A AL ] s AL R AL ) 2d 5D oK
SETFREL} [5- (Mg - 2- ) g - 3- 38 ] S0 R T iR (80 mg) AEHHEE (0.3 mL) FRAIs R
IINGEALE A 1,4- SRR AT, 1 mL) |, 8 SN IR A WE 208 N RE2/ N o il ot
TR T2l SRS TRL, A 2R REUE &4 (50 mg) «
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[1294]  575fH1164 :N- [ (1S,2S) -2-FFIAC I -4- FHIE-3- {1- [ (6-RFLME i -2- 5) 44
5 CHE R

[1295]1  [PER1IAE;73- {1- [ (6- FeE-2-25) k] LA} -4- HHEL R FHR i

[1296] @R 113 (1-2 2R L) -4- AR HIER G (218 mg) A3 - (A D) -4-H
FEORFIR AR , 0 anE S e 156 D B3 Bk (1 5 AR AR 51 (75 mg)

(12971  DPER2] A =4 FH3E-3- {1- [ (6- ZKFEMEE - 2- 38) 54 5E] O 58) R IR F R

[1298]  J@ i AP BRI ERTFA93 - {1- [(6- S -2-38) 5438 ] £ 38} -4- LR FHR F
filt (75 mg) FIZEELANR (36 mg) ARA%2 - SHMENE - 4 - JEORT bk - 4 - SLAIIRR , i ik Qe 255 5005
B4 TR T AR A (80 mg)

[12991  [2EER3]AE,74-FHEE-3- {1- [ (6-ZRFEME R -2-F5) 5L ] 3} PRI

[1300] s FHAE D B2 R AT A4 - FREE -3~ {1- [ (6- RFENEIE - 2- 5) 2058 ] £ 58} KR
FTiE (77 mg) A5 - [ GRS FHEE) SR TIbme - 3- FHER FR , i /e 228 S ol 1 1) 2 B2
W RTIR 5 A RAFPRBUL & (67 mg)

[1301]  [2BERATAE™N-[(1S,2S) -2-FRFLIAC L] -4- FEL-3- {1- [ (6-ZRFENE e -2-30) 41
5 CHE R B

[1302] s A PR3 R AT AI4 - FEE -3 - {1- [ (6- 2RFENE IR - 2- 5) 2058 ] £ 58} KR
(30 mg) FRAF3-{[2- GAAALEED) -1, 3-mEme - 5-FiREE ] S8 -4- FIEOR R , ik an/r 56
BILIRP B AR BRI 5 A PRUL & (17 mg)

[1303]  sjiEff165:3- [ ([3,3  -Hkhkie] -5-F5) L] -N-[ (1S,2S) -2- 2 EL PR AL ] -4~
FHEL R FH B fr

[1304]  [2PER1]A:773- [ (5-HIEmE -3-58) HSE L] -4- AR R FH R

[1305] gl fifi J113- Rk -4 - FHAL DR FHER HITS (750 mg) A1 (5-JRNERE - 3- 25) HIEE (933 mg)
RS- me - 3- FHER FHES AN, 3- 4 ER | -1 -5, 81 AES % S 1310 20 B L i
(I AR RBU S (1,16 @) JMS (n/z) :336.4 [M+H]"

[1306]  [PER2]A4r=3- [([3,3 -Iknkne] -5-38) FsE L] -4- IR HRR FH R

[1307] s AP BR PR3 - [ (5-JIENE - 3-30) FHAASE] -4 - FRILR FHR FAR (150
mg) FIMLLIE - 3- FLAR (66 mg) FEE2 - UM - 4 - JFE M e Pk - 4 - BE ARG , 1l ad Qe 275 5005
WBILAFR TR 5 VR RR L 5 (103 mg) oMS (m/z) :335.5 [M+H]”

[1308]  [2PER3]A:73-[([3,3° -IkMknE] -5- 55 HsE ] -4- ARG

[1309] sk AP ER2 RT3 - [ (13,37 -IeIEnE ] -5- %) FAEAE] -4 - FRELR FHFR F
fif (103 mg) A5~ [ A EE L) S 3E ke - 3- R F AR , i i 4 22 90 e i1 120 k2
HRTR I 7 SRR A9 (100 mg) JMS (n/z) :321.6 [M+H]'

[1310]1  [2BBRA1A4:773-[([3,3° -Tenkme] -5-355) FIAA3E] -N-[ (1S, 2S) -2-FRELERC 3] -4~
FHAEL R FH B fr

(13111 W e B3 RIS 193- [ ([3,37 - ek ng ] -5-25) FRAR L] -4- AL SR R (50
mg) FEF3- {[2- GRARESEIL) -1, 3-BEme - 5- BRI ] 2 L} -4 - IR FHR , 1l 404 ST Al
(122 R AR BT 5 TR AP REU L &4 (47 mg) «

[1312]  57EH1166:N- [ (1S,2S) -2- 2 FLEAC L] -4- AL -3~ {[5- (Wpme -2- 50) Mg -3- L]
AR AL} R F e i
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[1313]1  DPER1]AE=4-FH3E-3- {[5- (Mg -2-30) M - 3-8 ] FH A AL ) X FHR FH S

[1314] o il T S 16510 BRIHP RT3 - [ (5- BIENE - 3-38) FHA L] -4- FHELK
FAFR FAiE (250 mg) FREF3 -7 -5- (AL A0 mbme , il Qe 228 e 5 1 O 2D SR L b By
W ARSI & (127 mg) MS (n/z) :336.4 [M+H]"

[1315]  [2PgR2] =4 - HEL-3- {[5- (Mg -2-F5) Mg - 3- 58] FH A k) R IR

[1316] Gl i HAE S BRI PR RARR94 - FH3E -3~ {[5- (Meng -2- 55) Mg - 3- F5] AR 5L R H
R FAfiE (127 mg) A5 - [ GRPISEFAEE) S T bme - 3- R FAR , 11 AN 258 Sl 20
BR2FR AT R 5 Rl b 54 (101 mg)

(13171 [2PER3]A:=N-[ (1S,2S) -2- IR L] -4- FHEL-3- {[5- (MEng -2-3L) MEng -3-
L] HAE L) SR b

[1318] il fifi HAE P B 2P AR 104 - FH 3L -3~ {[5- (mgng -2- 55) e - 3- F5] AR 5L R H
ik (60 mg) FXE3- {[2- GAPIEETD) -1, 3-WEme - 5- Bt ) 5L -4 - IR ARG , ald 4 5
A1 (A28 R AR BTk 1 5 TR AU 54 (76 mg) «

(13191 SZjff170:4-50-N-[ (1S,2S) -2-FFLEA L] -3~ ({[5- (Wging -2- FL) g - 3- 3]
SASE D) KB

[1320]  [PER1]AE,74--3- ({[5- (Mg -2-38) Nbng - 3- 5] AU FHAD) 2R FHR H s

(13211 sl i T/ 225 S I L0 P SR 2 Hh RS 15 - (MBI - 2- 55) ML - 3- % (123 mg) A1
S35 95131 R IFI4- 5 -3- CREE D) ZRHIFR R (130 mg) AR5 - Fdtntne -3- H
FRFHRBRANS, 3- 500 | - 1-B% , il A 225 ST 91 31 20 SR L b BTk (1) 7 ARl b &
Py (50 mg) MS (m/z) :356.4 [M+H]"

[1322]  [PER2] 24 (0-3- ({[5- (B -2-38) Npme - 3- 5L ] s 38} FHID) 2R R

[1323]  jii i HAE L IR U 3R A4 - G- 3- ({[5- (WBnE - 2- 50) Mg - 3- FL] 4 L) FR D) %
FAFR R (50 mg) £R4%5- [ (PR L FHSL) AL T IE - 3- FRR FH R , 180 4nE 25 S e 45 11
YR TR T AR AR A (43 mg) MS (m/z) :342.4 [M+H]

[1324]  [2PBR31A4:774-50-N- [ (1S,2S) -2-FRFEIAC FL] -3~ ({[5- (mmg -2-3L) kg -3- 4]
SASL D) KB

[1325]  jii o fili A 2 IR 2 3R 1904 - S(-3- ({[5- (Mg - 2- 150) g - 3- B 4 L) FR D) %
R (43 mg) FUER3- {[2- AP EEZIE) -1, 3- MWk - 5- B ] G 5L ) -4- LR TRG , il ot 4
S22 B AR BTk 1 5 TR REU L 54 (39 mg) «

[1326]  SZJEfHl172:N-[ (1S,2S) -2- FRELER L] -4- I EE-3-[1- (5-ZREEmtnE -3-38) 45
SR

(13271 DPER1]AE=3- [1- (5-Pkme - 3-30) L5 L] -4- HSLR FHIR R

[1328]  yi i fifi 13- 3L -4 - LK R FAS (432 mg) FN1- (5-JRIENE -3-35) £ -1-FF (500
mg) FERS-FRELIEnE -3- R RE RIS, 3- 90A | - 1-F%, i Ui 22 5w 3 10 20 B L
FITIR I 5 R AR A (650 mg) JMS  (m/z) :350.3 [M+H]"

(13291  [PER2]AE/=3- [1- (5-FMEme -3-50) L5 3E] -4- FIER R

[1330] g i (i FAE D BRI GRS 03 - [1- (5-RIEIE -3-55) LA 3E] -4 - IR IR FH S
(450 mg) fRA%5- [ PR ZE L) SO L] ML E - 3- FHER FH i , 13 A 258 S il b B2 v
FITIR I 7 R AR A (350 mg) JMS (m/z) :336.3 [M+H]"

Xy
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[1331]1  [BRR31AE,=3-[1- (5-JRMENE -3-35) L5 FE] -N-[(1S,2S) -2- R EL R L] -4- H
R F e e

[1332] g fif FAE D B2 RTS8 - [1- (5-IRMEE -3-3E) 53] -4- LI IR (350
mg) FEF3- {[2- GRAREEAL) -1, 3-WEme - 5- BRI ] 2 L} -4 - IR FHIR , 1l 404 S i Al
(125 BRATR T R I 5 VR AT PR 5 (350 mg) JMS (m/z) :433.5 [M+H]"

[1333]1  [2PERAIAN- [(1S,2S) -2- IR L] -4- HH3E-3- [1- (5-ZRFLEng -3-55) A
FLRHR

[1334]  J i AR P BR3ER A3 - [1- (5-IEME -3-38) L5 E] -N- [(1S, 28) -2- 3
R3] -4- R IR (50 mg) FIDRIENINIR (17 mg) A2 - S - 4 - Jc 1 S sk - 4 - 5L
IR , 3 anAE 225 ST B L4 Fh AT 1R 75 R AP EU Y 59 (30 mg) .

[1335]  SjEfil173:N-[ (1S,2S) -2-FRELERC BE] -4- FHE-3- [ (E) -2- (5-ZRELmEne -3-55)
LI R

[1336]  [EBE1]AE773- LM 5E-N- [ (IR, 2R) -2- B ILFA AL ] -4 - FHEL IR FH R

[1337] il i TIAE S8 e 43Fh 3R A3 3 - I -N- [ (1S, 25) -2- R R IA AL ] -4- ALK
FHERE (20.0 @) MN2-Z0AiE-4,4,5,5-THHEE-1,3,2- A3 RAIE (11.8 o) REF2-A
WIS - 4 - J¥ie 1 e Wbl - 4 - AR , 18 o AnAE 23 25 St 4 L 4 b Bir il (1) 75 3R A3 An UL 1)
(13.0 g) MS (n/z) :260.2 [M+H]"

[1338]  [2PBR21A4:7N- [ (1S,2S) -2- IR L] -4- FHEE-3- [ (E) -2- (5-ZRFEMEnE -3-55)
CIREE IR

(13391 o T S S 132, R 2P BR LA R T3 - C MR -N- [ (IR, 2R) -2- A ] -
4- FELRFIEIE (30 mg) 3-7R-5-ZKELMENE (27 mg) TEA (0.024 mL) .= (2- LRI ik
(11 mg) \Pd (0Ac), (3.9 mg) MILJE (0.58 mL) KR AHIAE100°C N 80538l I 45
I SR, FEE AT FR S E s A ik Al , DR BRSS9 (24 mg) «

[1340]  SZEf174:N- [ (1S,2S) -2-FRFLEAC L] -4-F3L-3-[2- (5-ZREENEIE -3-38) £ 5]
oK H i

(13411 S5, A S50 N L SR 733 AN - [ (1S, 25) -2- R PRV k] - 4-
FZE-3- [(E) -2- (5-REEMENE -3-28) OM L] KW (15 mg) 7ECEE (B mL) HRfris s i
AN10% Pd-C (7.7 mg) , FINFE S N HFEAR . AE RS B RN S WA =il 4
P il celite  (R) U8 SONIAIR , TR 2R R IA ] o PR Pl i ik A (i i 4dif e
ISR S5 (T mg) o

[1342]  SZEf175:N- [ (1S,2S) -2-FRELERC BE] -4 - FH3L-3- {[FH3E (5-JRBEmme - 3-50) 44
FL] L) SRR

[1343]1  DPER1]AEr=3- ([ (5-1RMENE -3-38) (FH3E) (] L) -4 - FHELR HIG FH R

[1344]  FrykKS AT, AR S BI 1472 B FhARAF3 - { [ (5- BIENE - 3-3) S 3L ] FH AL} -
4- IR ER FE (850 mg) AETHE (10 mL) FRFIAVR I IIAN60% AL EN (79 mg) , FH-KE SN
IRAWIE =R N R0 80 SR , T rp OB R SE (720 mg) |, 45 S S TR S W EAR RN )
WL MR AR ALV E N, A RO IR TR A IINIK, R CRE 2 B A B SR
KBNS LTI T15, FLAR S IR 25 BR 1A o R W i e JRAE it 7k
alify, IS RIFRBUL AP (200 mg) MS (n/z) :349.4 [M+H]'
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[1345]  [PER2] A3~ ([ (5-7RNENE -3-58) (FH3L) L] 3L} -4 - LR R

[1346] @ AP BRI RIFA93 - (L (5-JRNENE -3-38) (3D 28] FH3E) -4 - ALK
iR FAiE (200 mg) A5 - [ GAPISE FAEE) L T bme - 3- R FAR , 11 AN 258 Sl 120
BT R 1 T VS RAFAR A A4 (170 mg) JMS (n/z) :335.4 [M+H]”

[1347]  [BRR31AE;=3- ([ (5-1RMENE -3-F5) (FHL) s FL] L) -N-[ (1S, 29) -2- AL A
H]-4- AR i

[1348] s AP B2 RIFA93 - (L (5-JRNENE -3-38) (3D 28] FH3E) -4 - ALK
2 (170 mg) FUEE3- {[2- BRI EEEIL) -1, 3-memh - 5-FRELT 5L} -4- LI TG , 1 e
SIS BRATR T R I 5 VR R & (147 mg) JMS (m/z) :432.6 [M+H]"

[1349]1  [PERATAE=N-[(1S,2S) -2-FHEEIAC L] -4 - FHEE-3- {[FH3E (5- 2R FLig - 3-50)
SASE) L) R

[1350] g (o AR 2D BRI 3R 1S H03 - {[ (5-JRMEme -3-58) (FHIL) 38 L) -N- [ (18,
2S) ~2-FRELERC L] -4- FHEEZE FHE I (30 mg) FIZEEEMINARG (9.3 mg) FAF2-SMEnE -4 - il
SRR - 4 - SEAIRR , a1 Qe 28 S L4 TR FIT R i 5 BRI S (24 mg) .

[1351]  SCjiEf177:3-[(2) -2- ([2,3" -RMERE] -57 - 3) -2- G M AL ] -4--N- [ (1S, 29) -
2-FRELIRC L) 2K FIT

[1352]  [PER1]AE;=3- (2,2- “GOMEED -4-90-N- [ (1S, 2S) -2- A SL R %
[1353]  {£100°C ,£23047 8, [AI/E S5 St BI29H GRS 14 - 5 - 3- HH e 3 -N- [ (1S, 28) -
2- LA B PRI (500 mg) A=K ELE (593 mg) ZFDMF (3.8 mL) HA AR Fh 2 i i
AN—S RN (431 mg) £EDME (0.94 mL) FRRIIE IR, IR R S TR S e ARIR RS N
PEFE3043 5o AE VKA HIR 180 SN IR TP IINIK , I R C R AR 2570 « FH AN L K %%
WUEEANUE , HEToKIRIREN T8, LRSI 75 R iAo 2% s W 1 e JRe A € % v 4
1, DS RFREE A (200 mg) MS (m/z) :300.1 [M+H]"

[1354]  [3BER2)4Er74-90-3-[(2) -2-98-2- (4,4,5,5-PUFEL-1,3,2- 56 Z<B R k- 2-
) I EE]-N-1 (1S, 28) -2- 2 RL A BL ] SR R i

[1355] [P BRLFSRAFHO3- (2,2- ZOOMED) -4-91-N- [ (1S, 25) -2- B LIRS R
e (100 mg) A GHIREE ) — Wl (170 mg) «LFREH (39 mg) « = FACL AL (19 mg) AL
(D (3.3 mg) HAMATHF (2.2 mL) , H HAB A, B RN IR GRS FE40°C i
PR o 1) SN IR R TN TS AN G ORISR, I TR CRE A= IR A VRN ER /KIS T
VA NUZE , FFEIC/KIRIREN T4, HARFS I 2808 1, PAS BIRREUE S5 (130 mg) -
[1356]  [PEE3IA=3-[(2) -2- ([2,3° -HMknE] -5 - 50 -2- S O dk] -4- 5 -N- [ (1S,
2S) -2-FRELERC 3L ] 2K F i

[1357] @ EHIS -15-2,3 7 -IXNENE (45 mg) AP ER2H RS04 -9 -3- [ (2) -2- 91 -2-
(4,4,5,5-PUHIEL-1,3,2- SR AMNILTE-2-35) LA -N-[(1S,28) -2- IR ALK
FATEe (65 mg) ARAE2 - EMEIE - 4 - JHRN S WEEmbk - 4 - SERNIRG , 1l An7E 225 St 14 Fh BTk 11
F RIS 570 (10 mg) .

[1358]  55@f1180:5-[(Z) -2- ([2,3” -HMEmE] -5 -30) -2-FLHA3E] -N-[ (1S, 29) -2- %
FLIRC L] -6- I - 3- FAmE

[1359]1  [PER1]AEr=5- (2,2- —GONEHD -6- FSEIEIE - 3- R £ iR
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[1360] gl fifi T 27 ST 33 FH AR A1) 5 - HH e 35k - 6 - HH AR Mg - 3- FHPER TR (2.65 @)
R4 -5 -3- L -N- [ (1S, 2S) -2-FRELERC BE ] SR MR I , 1885 e St B 1 77100 2D B L
BT RS A (2.80 @) JMS (m/z) :228.1 [M+H]'

[1361]1  [PEE21A:725-[(7) -2-%.-2- (4,4,5,5-VUHIEE-1,3,2- A2 kil -2- 35 2
i 5k] -6- FHELIEE - 3- R O i

[1362] @k i AP BRI IRTGII5 - (2,2- 9 OIEED -6 - FRIENENE - 3- FHIR £ i (200
mg) FREE3- (2,2- "SR OMHD) -4-50-N-[ (1S, 25) -2- ¥R PRC L] SR e , i3 dne 52t
BILTT(R SR 2 R Bk (15 T8RP REUL 54 (280 mg) -

[1363]1  [PER3IA:7=5-[(2) -2- ([2,3 -BIENE] -5 -3 -2- OS] -6- FHELIEnE -3-
R T

[1364]  SEEfH 157 -J5-2, 3 - TEIEnE (196 mg) FI{E LR hdRIF 195 [ (Z) -2- % -2- (4,4,
5,5-PUHIZE-1,3,2- SN &Ml -2-35) CIa3E] -6- FALMLIE -3- IR £ (280 mg) £X
2 - I - 4 - RISk - 4 - SEAIRR , A 1 AnE 525 S hB 9 1A FInR 1 5 3R A e 5
P (230 mg) MS (m/z) :364.2 [M+H]"

[1365]1  [PER4]1A5-[(2) -2- ([2,37 -BXIEnE] -5 -30) -2- O st ] -6- FHELIEnE -3-
i

[1366] g fifi HAE P BR3HERAF105- [ (Z) -2- ([2,3" -FkItnE] -5 -3%) -2- 5 MFk] -6-
FRELNEE - 3- IR TR (230 mg) AR%5 - [ PR ZE RS S 3L 1 MEne - 3- FRIG FH R , il i anfE 5
SIS B2 P R R 5 VR R U S (165 mg) JMS (m/z) :336.1 [M+H]”
[1367]1  [PERS]IAr=5-[(2) -2- ([2,37 -IEnE] -5 - 30 -2- W OMEE] -N- [ (1S,28) -2-3%
FEIRCAE] -6- FHALIENE - 3- FH i

[1368]  yi o fifi AE P BRAERAFIU5- [ (Z) -2- ([2,3° -FkIkne] -5 -3%) -2- M Fk] -6-
FRELIENE -3- FHFR (120 mg) F0%3- {[2- CRANFLZAID) -1, 3-WEmE -5-FR L] 245 -4- SR
FHTR , 1 o Qi S L 1R 20 B4 BT 1) 5 TR AU 59 (T7 mg) .

[1369]  SjEfh192:3- [(Z) -2- (2- S EMENE -5-5L) -2- S LMAE] -4-5-N-[ (1S, 28) -2- %%
FEIRC FE ] 2K e

[1370]1  [DPER1]AE/=3- (2,2- G OMEED -4- 528 IR R

[13711 g i FH4- 98- 3 - L ZE FIER RS (1. 27 ) 404 -3 - 3- F 3L -N- [ (1S, 2S) -
2-FRELERC FE ] PR R I , 185 W S B 1 7 70 2D R L IR (1 5 3R A 59 (1. 30
g) o

[1372]1  [PER2]A773- [(2) -2- (2- S AMENE -5-F5) - 2- G O AL ] -4- 50K IR HH i

[1373]  [AZE B BRIERIFN3 - (2,2- “H O -4- FOR IR HER (130 mg) W (MIE
) (305 mg) \LFRET (118 mg) IR IEME (34 mg) A4 (1) (22 mg) HIIATHF
(4 mL) ,JFEAERAS BRI G TS M AE40°C R HEFES /NI o ] S R R HR
NGRS, IR CREARHUR S IR KIS R e A U= & J0K
FREN T 1, ARG TR 2 R 1A o ISR I ZR a0 NG - PRI - 2- i (105 mg) kR Bt
(166 mg) <Pd (dppf)Cl, * CH,C1, (49 mg) \1,4- " SAZFFCLE (2 ml) K (0.2 mL) , I HLAE
B AU B RN S IAE S5 NAESS C N BRI 18 o I e 4 [ MYA, HER AT 1 5K
Apim i A (ke , DU EIAREE 54 (200 mg) JMS (m/z) :292.1 [M+H]
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[1374]  [2PEE3]A:773-[(2) -2- (2- S EMENE -5-50) -2- O] -4- 5K IR

[1375]  amyd i AP B2 3R 15103~ [ (2) -2- (2- 2 5Emeig -5-38) -2- S M FL] -4- FoK
FHER TR (200 mg) AR5 - [ APS L IE) S LT ML e - 3- FHRR FHR , 1l Qe 228 S L1
SR AR 7 UL 54 (36 mg) JMS (m/z) :278.1 [M+H]”

[1376]  [2PYRAIAE;73-[(Z) -2- (2-Z Mg -5- ) -2- G At ] -4- 560 -N- [ (1S,29) -2-
2 STNRE B N7

[1377] i AP B3R 1F 03~ [ (2) -2- (2- 2 F5Emeng -5-38) -2- M FE] -4- FoK
PR (36 mg) FUER3- {[2- AP EEZIE) -1, 3- MWk - 5- B ] 5 BE) -4- LR RG , il ot Qe
S BR AR BT 5 RPN 5 (4 mg) .

[1378]  SCJiEf194:3- [(2) -2- {5- [ (4- LAWK - 1-28) FHIL LG -3- 5L -2- G O ] -
N-[(1S,2S) -2-FFLIAC AL ] -4- LR AL I

[1379]1  [EBR11AE773- (2,2- 9 OHED -4- FIIEL2E FEG FfS

[1380] el i I3 - FHE 3 -4 - FHOE DR HIERG FR R (13.4 @) A4 -5 - 3- HIBE AL -N- [ (1S,
25) -2-FRFIA AL DR FH I I, i  anAE S 91 17 702 R LA B 1 5 TR SRAS R BU L G 1)
(15.0 g) MS (n/z) :213.1 [M+H]"

(13811  [ZPIE2)A23-[(Z) -2-%.-2- (4,4,5,5-PUHEE-1,3, 2- AL kMikz-2-38) &
M Ak ] - 4- AR R FE

[1382] s i AP BRI RT3 - (2,2- 5 OMHY -4-HESK R IR (6.0 o) U
3-(2,2- TR OMED) -4-5-N- [ (1S, 29) -2- AR B R P i, il 20 S L 7711
BB BRI T RIS 5 (8.6 g) .

[1383]  [2PER314:7=3-[(Z) -2-%-2- (5- [ (4- LFEWRIE - 1-38) FHSEL]IEmE -3- 3L} L JG3E] -
4 - I FHR S

[1384] s i /2225 S0 38 AR AT 1 - [ (5-JRALNE -3-35) IR -4- Z 5K (6.3
g) FIE BRI 13- [ (2) -2-%0.-2- (4,4,5,5-PUHI3E-1,3, 2- 290 kmMikz-2- 30 2
Mgk ] -4- HECR TR IR (8.5 ) A2 - Mg - 4 - J RN sk - 4 - FLAIRR , il ik e &%
SN AT PR I AR 59 (7.5 @) MS (m/z) :398.3 [M+H]”

[1385]  [2PER414:7=3-[(Z) -2-%-2- (5- [ (4- L FEWRIG - 1-38) FHSEL]IEmE -3- 3L} £ JG3E] -
4- AR

[1386] s fii A 2P BRI FERAT I3 - [ (Z2) -2-58-2- {5- [ (4- L HEWRME - 1 - L) FHIEL b -
3-5} AT -4- AR R IR (7.5 ) U5 - [ OAPI R HI ) UL Tmbme - 3- R HHTE
W 22 S L 1 B2 BT R () T TERASARRBUL 5 (4.7 @) MS (n/z) :384.5 [M
+HH]"

[1387]  [2PER5]14:773-[(Z) -2- {5- [ (4- CHENRIR - 1- ) FIELT g -3- 58 -2- 5 L0t ] -
N-[(1S,2S) -2-FFLIAC AL ] -4- ALK AL

[1388] s fii AP BRAFZRAT I3 - [ (Z2) -2-58-2- {5- [ (4- L HEWRMZE - 1 - BL) FHAER b -
3-FL) OAFFE] -4- IR HIIR (4.7 o) RRAE3- {[2- GRAEEEED) -1, 3-meme - 5-FREE ] 2 5L -
4-FER IR , i i A SR B D SR AR AT (R 5 R A8 5 (3.4 @) -

[1389]  SCJEH199:5- [ (Z) -2- {6- [ AL FHRL) A BE T Meme -3- 28} -2- 3 O Ak ] -N-
[(1S,2S) -2-FRFLIACTHL] -6- LML T - 3- FAME I
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[1390]  [2PER1]14:775- [(Z) -2- (6- % 3EMENE -3-38) -2- G O Midd] -6 - AL g - 3- IR &
i

(13911 sl fif TR ST A 18011 2 BR2 Fh AR AT 15 - IR - 2- % (114 mg) F15- [ (Z) -2- 58
2-(4,4,5,5-PYHI3E-1,3, 2- SRR It - 2- 35 CJgdE] -6- ARG - 3- IR R
2~ UEIE - 4 - JHRN e PR bR - 4 - ZEAIIER , i i Qe 255 S (9 1 Arp Birik 1 5 TR AU 51
(40 mg) MS (m/z) :302.1 [M+H]"

[1392]  [2PER21E775-[(Z) -2- {6- [ GAPNZE L) S L Tmbme -3- L) -2- 5 O e ] -6-
FLning -3- G £ iR

[1393] s il AP BRI RI5- [ (Z) -2- (6- 24 FEMEIE -3-38) -2- G LM Bt ] -6- 3L
e -3- FER B (60 mg) FIEAPEHIE (19 mg) FUHER1 - FH LRI A5 - PR NE - 3- FHES , i3
WS 2% S 34 v Tk 75 VR RR L & (12 mg) MS (n/2) :356.5 [M+H]

[1394]  [2PER31E;75-[(Z) -2- {6- [ GAPNZE L) L Tmbne -3- L) -2- 5 O] -6-
g -3- g

[1395]  qad il A D BR2 P3R5 - [ (Z) -2- {6- [ RPN EEFHED) S LMk -3- 3L} -2- 9
CIGEE] -6- HEENERE - 3- HHER R (12 mg) AR5 - [ OAPI R D) L Tbme - 3- FHER HHTS
W 225 S LY P B2 vh Bk (R 5 TSR & (11 mg)

[1396]  [2PER41E775-[(2) -2- {6- [ RPN AL) S FE T ME e - 3- 5L} -2- G O M AL ] -N-
[(1S,2S) -2-FRHLIAC AL ] -6- FHIEMEIE - 3- FH L

[1397] s il AP BR3P RAFRI5- [ (Z) -2- {6- [ GRS EEFHED) S LMk -3- 3L} -2- 9
CMEE] -6- FEEMEmE -3- IR (11 mg) FR%3- {[2- GAPNELZASD) -1, 3-WEmE -5- FrAt ] 245 -
4-FER IR , i i Ane SR AL 2D SR AR AT () 5 R A8 L A (10 mg) -

[1398] S EIEHIAIEFII G~ T NafARFR3ZERK29

(13991  frserh , 2B el E e e b &l o ande A7 BN B 11250
SIS IR S WA S 5 A Bk 1 75 A DS N R JORk A==, o B, HAy
S NS LR 5 LN S et &P e FE o i 228 SCe 1 AR 17 1k
A7

[1400] {3, 25100 BLE R et St ande 2B AN N %90 511
S5 A S I 5 A R 1 5 SR A DR B (R JORE A= 7=, BB, BAT 22511 52
1514 5 LI S S e Fr i o Qe S L A R R g A

[1401]  fE3%H L AR TR N T 255 S0 4 5 A S e 4 5 1A S I 208 it
AN, BOR R R A T s, lan B s (m/248) 1H NMRE S (8108 (ppm) ) AT R AT
s (COHFINOZH R (%)) o

[1402]  [$:3]

[1403]  [scum | zmscnm | feramn

I 2- GRWIEEUD N- (- ([(15,25) -2 FIEFRC I ST AE) 2~ TIEAID) -1, 3- ek 5- el
2 N- 5~ ([ (1S, 25) -2 FERRC L] UL TEAE) -2- HEAID) -5 JEuE -3 I

3 2- GRVIENTD N- (- ([(15,25) -2 FIEFRC ) SR T AE) -2~ A0 -1, 3- e 5- I
3 5- AP N- (- (115, 25) -2 FEAEPRC M SR ML) -2 FAEAEID) e -3- el
5

6

5

N- (5- {[(1S,25) -2-ZIIATIL] SUIE WAL} -2- EESRID) -2-FR3L-1, 3-Ngm - 5- Ik
N- (5- {[(1S) -2- 5~ 1- I L FE) UL HIE ) - 2- FHLORAE) - 5- 2R - 3- FH
N- (5- {[(1S,25) -2- AL PR UL ) G SE L L) - 2- FHAERAE) -5- [ (P9 -2-358) SR UL - 3- F e

~N|o|lo|le|w|o] =
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8 1 2- [ ORASERIED) &L -N- (5- ([ (18, 29) -2- AL AT SE U AL -2- FRAEORIL) -1, 3- i - 5- I
9 2 5- (4-GRED) -N- (5- {[(1S,29) -2-FRHEFRC I SR HIBESE ) -2- HIBEIRE) it - 3- Bk

10 5 N- (5-{[ (18,28) -2-FRILIRC AL U I AL -2- FRESRED) -2- Pk - 1, 3-memfe - 5- I e

11 2 5- (3-G(FHED -N- 6- {[(18,29) -2-FRILFATIL] SUEE IR SE) -2- FHELZEIE) Mt - 3- FHpk

12 2 N- (5~ {[(1S,28) -2-FRILIACL L] S B AR BE) - 2- FHILIRIE) -5- (2- FHIEZED) kne - 3- FH i

13 2 5- (2-GRED) -N- (5- {[ (1S,28) -2-FILIFC L] G FRESL) -2- FBLIEIL) it - 3- FARI

[1404] [FE4]

[1405]  [subi | 2emsiel | ierads
14 6 N- (5- {[(25) -1-Fedbrk-2- SV SAAE AL} - 2- HIBLRED) -5- JRBENENE - 3- T e
15 2 5-[(E) -2- R SEZ AR E] -N- (5- {[ (1S, 28) -2-FRFEIAC L] AU FBEE ) - 2- B RIE) D - 3- T e
16 3 5- [ AP EEFFED) &) -N- (5- {[ (1S, 28) -2- SR EEFAC L] S AL ) - 2- HOBER) T - 3- g e
17 17 5- (PRI 3E (5D 2381 -N- (5- {[ (1S, 28) -2- R HEFAC L] S B FABIE) - 2- I RIE) niin - 3- T e
18 2 N- (5- {[ (18,25) -2-FRBLIRC L) S BE FHBESL) - 2- FPEEARD) -5- (4- FPAUBERS0) mibng - 3- FH
19 2 5- (4-J2K30) -N- (5- ([ (18, 25) -2-FRBLIRC L) SUSE FIBESL) - 2- FRSERSD) mitng - 3- T
20 20 5- (3-JH7KID) -N- (5- {[ (18, 25) -2- FRILPR OV IE] S SE AL} - 2- FRBERED) mikng - 3- TR
21 2 N- (5- {[(1S,29) -2-F SR AL SR L) - 2- HELORSD) -5- [4- (SO HIIE) JRIET it - 3- HHEAZ
22 2 N- (5- {[ (1S, 25) -2-FRBEPRC L) SEE FRESL ) -2- FREESRED) -5- [3- (Sl FPIED ZREL] Mkng - 3- kR
23 2 N- (5- {[ (1S, 25) -2-JRILER L] SR FHESE) -2- FREESED) -5- (2- FIEEPN - 1-#45-1-35) e - 3- Ve e
24 24 5- RN EEFHSHED -N- (5- {[(1S,25) -2- FREEPA T BE) BB FH AL} - 2- FRERSRED) e - 3- FHBE R
25 1 2-[(3,3- 250K T D) & -N- 5- {[ (1S, 25) -2-FREEPA U BE ) Sl FHA ) - 2- FRARED) -1, 3-mee - 5- I e

[1406]  [3%5]

[1407]  [smm | z5msmmen [rerain
26 26 2- [ -FRIELIE) 53] -N- (5- ([ (1S, 25) -2- AR L] S FAMESL) -2- FRBORSD) -1, 3-wgme - 5- FA A
27 26 N- (5~ {[(18,25) -2-FBEEAC I S IR AE) - 2- HEEORIE) -2- [ (PN -2-30) S 5] -1, 3-mende - 5- I e
28 3 5-[(4,4- ZHIACED SIE]-N- (5- {[(1S,29) -2-FRILIAC SE) SO AL - 2- HHELORID) i - 3- F e
29 2 5- (2-JARAD) -N- (5- {[ (18,25) -2-FR IR AL SUEE I B - 2- FHORED) N - 3- HH i
30 2 5-(2,3- ZZRID) -N- (5- ([ (1S,28) -2- FREEIAC L] S 3 FHBAE) - 2- FRELZRSD) ik - 3- F/
31 2 5-(2,4- ZHHALE) -N- (5- {[(1S,29) -2-FRILIAC IE] UL IBESE) - 2- IBEORIE) Mt - 3- IR
32 2 5- (3,5 Z9IED -N- (5- ([ (1S,29) -2- R HFFC L] GUL L) -2- FHALSRIL) b - 3- FAE
33 2 5- (2- -4 - FPEERAD) -N- (5- {[ (18, 25) -2- R HEPAC AL S B I B - 2- FHOR D) NHbnge - 3- FH e e
34 2 N- (5~ {[(18,29) -2- BRI ) S EE HIRAL) - 2- FHEEORI) -5- [3- (SO HVAAED) kI il - 3- H e
35 2 N- (5- {[(18,295) -2-FBE AT IL) S SE IR SE) - 2- HEEDRIY) -5- [2- (S HIVEESD) RIE AL - 3- HHR e
36 2 5-[2-F-4- (CRUHID) JREE]-N- (5- {[ (1S, 25) -2- B EEPRC L) S AL HIP AL} - 2- HHEEORS0) ke - 3- FH e e

[1408] [F6]

[1409] S | BEMITEH] | (L24H
s |2 5- (2,6- —JHAID) -N- (5- ([ (15, 25) -2 FEMEFRCL L) SUEFRERE) -2- FFLEAE ) M -3- HIRI:
38 |26 2- (LT 3E4D -N- 5~ ([ (15, 25) - 2- FHEFR O IE) SUIE L) -2- FISEJERE) -1, 3-me-5- FI I
39 |26 N- (- ([ (1S, 25) -2-JEIEBRC 3] SO FIEE) -2- LD -2- [ (1- FEERPIED) k] -1, 3- e -5- Fgle
0 |2 N- 5~ ([ (1S, 25) -2- JEHEBFT 3] SO FIEE) -2~ FROESID) -2- [ (1-FEER T 30) 4] -1, 3 -5- Fgle
a1 |2 2-[(2,2- — HHERHD 5] N- G- ([(1S,25) -2-FEIEBRC 3] GO LR -2- LD -1, 3-8 -5- e
42 2 N- (5- {[(1S,25) -2- FEEEPAC L) SASE FHIAL ) - 2- FRELORED) -5- (3,4, 5- =5k 20) it - 3- FR i
5|2 5- (- BPHEID -N- 6~ ([ (1S, 25) -2 FEHEFRE L) U TIERE) -2- FFE3E2) Meve - 3- FIAI
I"EE N- (245~ ([ (13,25) -2- FEAEBRT 3] SO R IE) 330 -5- R L) ML -3- I
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186 180 4-55-3- [ (2) -2-9i-2- {5- [ (4- FHEENRIG - 1- 55) FHEE DU - 3- 55} A RE] -N- [ (1S, 25) -2-FREEA LB 2R F
187 180 5-{(2) -2- [5- RN EEHISIE) Mk - 3- 381 -2- Sl ML) -N- [ (1S, 25) -2- R BEPRC AL ] -6- FHEIE I - 3- FH
188 180 5-{(2) -2-{-2- [5- (k-4 -30) Wb - 3- 58] LI 2L -N-[ (1S, 29) -2- B ILPRC AL -6- HISENTLIE - 3- FI e

[1434]  [3519]
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[1435]

[1436]
[1437]

[1438]

S | BEMSEG] | SRR

189 180 5-[(2) -2- (6-FILMENE -3-3L) -2- S LA L] -N-[ (18, 29) -2- IR IL] -6- FHEENENE - 3- FI e

190 180 5-[(2) -2- (-5 -5-5) -2- S AR HE] -N- [ (1S, 28) -2- JRREPRTUAE] -6 - FEEE e - 3- FHk

191 180 3-[(2) -2- (6- 5 HENENE -3-30) -2- S AMHEE] -4- G5 -N- [ (1S, 26) -2- R REBR U AR

192 192 3-[(7) -2- (-5 BEminE - 5-36) - 2- UL MHIE] -4-Ji-N- [ (18, 29) -2- JRILIR T AL R IR

193 177 3-[(2) -2-5-2- {5- [ (1- FHEENRIE -4-25) S BETIENE - 3- 35} CJF L] -N- [ (1S, 29) -2-JRHLPR T AE] -4- BRI

194 194 3-[(2) -2- (5- [ (4- CHLWRYz - 1-55) FRIET e - 3- 25} -2- S L L] -N- [ (18, 25) -2-JRBLBRCUAE] -4- AR IR

195 180 5-[(2) -2-95-2- (5- [ CAUZMIR T Hoi-3-38) SETMENE -3-3K) 243 3ET -N- [ (1S, 28) -2- R HEPRCU L] -6 - F LN - 3- FAF

196 180 A-95-3- [(Z) -2-95-2- {5- [ CRZRIA ] - 3-J0) UL Tt - 3- 54} LIk -N- [ (1S, 29) -2- LA BL T R

197 177 3-[(2) -2- (6- {[2- (CHIEELD LI SUIE) MENE -3-38) -2- MK -N-[ (15, 29) -2- LA K] -4- HILLOR Tk

198 177 3-[(2) -2- 5~ {[2- (CHIEEUD) CIEDEUSE MENE -3-38) -2- S LMBHE] -N- [ (185, 25) -2- LR L] -4- HIELR FHRE

[#:20]

S | SHGE | AR

199 199 57[(z)72—{6—[(}$ﬁgmg)ﬁg]uttni—s—g -2 HOIEEE] N-[(1S,29) -2- AR 5E] -6-
FHSERE I - 3- FH Bk

200 180 3-[(2) -2-5ik-2- {5- [ (4- FIELWRIGR - 1- 5) FUEETNHknE - 3- 35} ) 5] -N- [ (1S, 29) -2-55 562, 3-
T IH-EE- -] -4 TR T

201 180 3-1(@) -2-5-2- {5- [ (4- FRILIRIGE - 1-20) FHALT g - 3-8} ZAREE) -N- (2-856-3,3- “HIEET

) -4- IR i

202 180 3-[(2) -2- {2- [ GAPIIEFEL) S AL mng - 5- 3L} -2- W O IE] -4- 30 -N- [ (1S, 29) -2-FJLER T
BRI

203 180 3-{(2) -2- [2- ORI EEAID) Mg -5- 58] - 2- S LA L) -4- 9 -N- [ (1S, 28) -2- LR I R
Wiz

204 180 3-1(2) -2- (-5 Bk-4- FAELmENE -5-50) -2-F AR EE] -4-J-N- [ (1S, 28) -2- R ELIR T AL ] 2R
Pl

205 180 4-9-3- {(2) -2- - 2- [2- (FEEEAID) mng -5- B LIASE) -N-[ (1S, 29) -2- FRILPA L EE I R
iz

206 177 3-[(2) -2- (5- 3L -2-3) -2- U AIAEE] -N-[ (1S, 29) -2- B ILIRCAL] -4- RS P

207 177 4-9-3-[(2) -2-J-2- (5-LNE -3- 55 LIAEET-N-[(18S,29) -2-FIEPAC FL R A

[k21]
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[1439]

[1440]

% 3515 g

I MS(ESI+)m/z 415.5(M+H)"

2 MS(ESI+)m/z 430 3(M+H)
MS(ESI+)m/z 414 3(M+H)
'"H-NMR{400MHz, DMSO-d6) 3:10.18(s,1H). 8.45(s,1H), 8.09(d,1H), 7.82-7.80(m_1H),

3 T.72(dd. IH). 73o0(d 0H). 4.6l(dI1H). 3.67-3.535(m IH). 346-33060m.1H). 2.92(d.2H).
2.26(s3H). 1.94-1.78(m.2H). 1.70-1.55(m.2H), 1.30-1.08(m.5H), 0.63-0.56(m,2H).
0.36-0.30(m,2H)

4 MS(ESI+)m/z 409 3(M+H)"

5 MS(ESI+im/z 420 4(M+H)"

6 MS(ESI+)m/z 452 4(M+H)"

7 | MS(ESI+)m/z 412.3(M+H)"

8 MS(ESI+)m/z 429 5(M+H)

9 | MS(ESI+)m/z 464 3(M+H)"

10 | MS(ESI+)m/z 402 4{M+H)"

11 MS(ESI+)m/z 464, 3(M+H)

12 | MS(ESI+)m/z 444 4(M+H)Y

13 | MS(ESI+)m/z 464.3(M+H)Y'

14 | MS(ESI+)m/z 418 5(M+H)"

15 | MS(ESI+)m/z 420.4(M+H)"

16 | MS(ESI+)m/z 423 4(M+H)
MS(ESI+)m/z 423 4(M+H)
'H-NMR(400MHz, DMSO-d6)3:10.09(s,1H), 8.352(d,1H), 849(d.1H). $.08(d,1H),

17 | 7.85(d.1H),  7.74-7.70{m.2H).  7.36(d.1H),  4.58(d.1H).  3.64-3.60(m,1H).
3.43-339(m IH),  3.02(s.0H), 2.28(s.3H). 1.89-183(m.2H), 1.66-1.62(m,2H).
1.26-1.17(m.4H), 0.93-0.88(m,2H), 0.63-0.5%m,2H)

18 | MS(ESI+)m/z 460.4(M+H)"

19 | MS(ESI+)m/z 448 3(M+H)
MS(ESI+)m/z 448 3(M+H)"
'"H-NMR(400MH2. DMSO-d6) &:1031(s.1H). 9.15(d.1H). 9.13(d.1H). %.66(dd.1H).

20 | 8.09(d.1H),  TRR(d.IH),  7R0-7.70(m3H),  7.65-757(m.0H).  7.38(d.1H).
7.36-7.28(m.0H), 459 1H).  3.69-357(m1H)., 346-337(m.1H), 2.31(s.3H),
1.94-1.80(m,2H), 1.69-1.57(m,2H), 1.31-1.15(m,4H)

21 [ MS(ESI+)m/z 498 3(M+H)

[#:22]
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[1441]

[1442]

9 349 g

22 | MS(ESI+)m/z 498 3(M+H)

23 | MS(ESI+)im/z 408 3(M+H)
MS(ESI+)m/z 424.3(M+H)"
'H-NMR(400MHzDMSO-d6) &:10.16(s.1H), $.74(d.1H). $48(d.1H). $.07(d.1H).

24 | 7.86-7.85(m.2H). 7.72(dd.1H), 737(d.1H). 4.57(d.1H). 4.00(d.2H), 3.64-3.60(m.1H).
3.44-3.38(m IH). 2.28(s.3H). 1.91-1.83(m.2H). 1.66-1.61(m.2H). 1.28-1.18(m.5H).
0.63-0.59(m,2H), 0.39-0.35(m.2H)

25 | MS(ESI+)m/z 465.3(M+H)

26 | MS(ESI+)m/z 443 6(M+H)

27 | MS{ESI+Im/z 417.6(M+H)"

28 | MS(ESI+)m/z 488 5(M+H)"

29 | MS(ESI+)m/z 448, 5(M+H)"

30 | MS(ESI+)m/z 466, 5(M+H)

3 MS(ESI+)m/z 466.5(M+H)’

32 MS(ESI+)m/z 466 5(M+H)

33 | MS(ESI+)m/z 478 4(M+H)

34 | MS(ESI+)m/z 514.6(M+H)

35 | MS(ESI+)m/z 514.5(M+H)

36 | MS(ESI+)m/z 516.6(M+H)"

37 | MS(ESI+)m/z 466, 4(M+H)

38 | MS(ESI+)m/z 431.6(M+H)

39 | MS(ESI+)m/z 429 8(M+H)"

40 | MS(ESI+)m/z 443 8(M+H)"

41 | MS(ESI+)m/z 445 7(M+H)

42 | MS(ESI+)m/z 484 6(M+H)"

43 | MS(ESI+)m/z 470.7(M+H)"

44 | MS(ESI+)m/z 444 6(M+H)"

45 | MS(ESI+)m/z 399 6(M+H)

46 MS(ESI+im/z 442 6{M+H)

47 | MS(ESI+)m/z 460.8(M+H)’

48 | MS(ESI+)m/z 432 5(M+H)

49 | MS(ESI+)m/z 384.3(M+H)"

[#:23]
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[1443]

[1444]

9 3847 # 48
MS(ESI+)m/z 398 3(M+H)"
'H-NMR(400MHz, DMSO-d6)  8:10.19(s,1H). $.75(d.1H), $.48(d.1H), R.09d.1H).

50 | 7.86-7.84(m.2H). 7.72(dd.1H). 737(d.1H). 4.59(d.1H). 4.2(q.2H). 3.64-3.61(m.1H).
343-337(m IH), 2.28(s3H),  1.91-1.82(m.2H), 1.66-1.61(m.2H),  1.38(L3H),
1.28-1.21(m.4H)

51 MS(ESI+)m/z 447 3(M+H)"

52 | MS(ESI+)m/z 448 3(M+H)

53 MS(ESI+)m/z 438 4(M+H)"

54 | MS(ESI+)m/z 474 4(M+H)"

55 | MS(ESI+)m/z 434 2(M+H)"

36 MS(ESI+m/z 428 3(M+H)"

57 | MS(ESI+)m/z 433, 1(M+H)"

58 | MS(ESI+)m/z 431, 3(M+H)"

59 | MS(ESI+)m/z 349 5(M+H)"

60 | MS(ESI+)m/z 411.6(M+H)"

61 MS(ESI+)m/z 413 4(M+H)

62 | MS(ESI+im/z 413, 3(M+H)"

63 | MS(ESI+)m/z 413, 5(M+H)"

64 | MS(ESI+)m/z 433.5(M+H)"

65 | MS(ESI+)m/z 350.6(M+H)"

66 | MS(ESI+)m/z 412.5(M+H)"

67 | MS(ESI+Im/z 373, 7(M+H)"

68 | MS(ESIH)m/z 376.5(M+H)"

69 | MS(ESI+)m/z 430.5(M+H)"

70 | MS(ESI+)m/z 430.5(M+H)"

71 MS(ESI+)m/z 430.5(M+H)"

72 | MS(ESI+)m/z 403, 5(M+H)

73 | MS(ESIH)m/z 376.6(M+H)"

74 | MS(ESI+)m/z 414 4(M+H)"

75 | MS(ESI+m/z 412.6(M+H)"

76 | MS(ESI+)m/z 465 4(M+H)"

77 | MS(ESI+)m/z 430 5(M+H)"

78 | MS(ESIH)m/z 404 6(M+H)™

79 | MS(ESI+)m/z 454 6(M+H)"

[#:24]
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[1445]

[1446]

% 38107 %

80 | MS(ESI+)m/z 506.6(M+H)

81 MS(ESI+)m/z 421.7(M+H)"

82 | MS(ESI+)m/z 406 3(M+H)

83 | MS(ESI+)m/z 434.6(M+H)"

84 | MS(ESI+)m/z 430.5(M+H)
MS(ESI+)m/z 431 4(M+H)"
'H-NMR(400MHzDMSO-d6) &:893(d.1H). 8.78(d.1H), S.68(d.1H). $.62(d.1H).

g 824(dd.1H),  8.14-8.11(m,1H), 768(d1H), 7.54-7.50(m.1H), 7.03-6.9%m,2H).
6.95(s,1H).  5.33(d.1H)..  485-481(m.1H),  447(d.1H),  3.53-3.48(m.1H),
3.39-333(m IH).  2.25(s.3H),  1.86-1.76(m.2H),  1.61(d.3H).  1.78-1.74(m.2H).
1.24-1.16(m.4H)

86 | MS(ESI+H)m/z 454 4(M+H)"

87 | MS(ESI+im/z 431 4(M+H)

8% | MS(ESI+)m/z 432 4(M+H)"

89 | MS(ESI+)m/z 431 4(M+H)"

90 | MS(ESI+)m/z 451 3(M+H)"

9] MS(ESI+)m/z 418.6{M+H)"

92 | MS(ESI+)m/z 416.7(M+H)"

93 | MS(ESI+)m/z 417 4(M+H)"

94 | MS(ESI+)m/z 404 4(M+H)
MS(ESI+)m/z 418, 7(M+H)"
'"H-NMR(400MHz DMSO-d6) &:9.37(d.1H), 8.94(d.2H). 8.73(d.1H). 8.68(dd.1H),

95 | 7.75(d.1H),  7.51(dd.1H), 7.06-7.01(m.2H), 6.95(s,1H), 3591(dd.1H), 4.55(d.2H).
449(d.1H)., 352-348(m.1H). 339336(m.1H). 221(s3H). 1.86-1.74(m.2H).
1.62-1.56(m,2H), 1.17-1.16(m 4H)

96 | MS(ESI+)m/z 390 4(M+H)"

97 | MS(ESI+)m/z 420, 7(M+H)"

9% | MS(ESI+)m/z 473.5(M+H)"

99 | MS(ESI+)m/z 431. 7(M+H)"

100 | MS(ESI+)m/z 452. 7(M+H)"

101 | MS(ESI+)m/z 417 4(M+H)"

102 | MS(ESI+)m/z 422.6(M+H)"

103 | MS(ESI+)m/z 422.6(M+H)

104 | MS(ESI+)m/z 438 6(M=H)"

[5%25]
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[1448]

& 19| 4L 4R

105 MS{ESI+)m/z 385 5(M+H)"

106 | MS(ESIH)m/z 436.6(M+H)

107 | MS(ESI+)m/z 436 6(M+HY

108 | MS(ESI+)m/z 396.6(M+H)"

MS(ESI+ ) m/z 380.6(M+H)"

- 'H-NMR(400MHz,DMSO-d6) &:13.56(brs,1H), $.38(s.1H), 8.13(s,1H), 8.09(s,1H),
7.78(d.1H), 7.05-7.01{m.2H), 7.00(s.1H), 5.74(t.1H), 4.59-4 46(m.3H). 3.59-3.35(m.2H).
2.19(s 3H), 1.93-1.72(m 2H), 1.67-1.50(m,2H), 1.27-1.09% m 4H)

MS(ESI+)m/z 380.6(M+H)"
'H-NMR(400MHzDMSO-d6) &8.5%dd.1H). $.12(dd.1H). 7.81(d.1H). 7.67(s,1H).

10 | 7.23(dd. 1H).  7.14(d.1H), 7.09-7.01(m.2H). 550(.1H), 4.78(d.2H), 4.55(d.1H).
3.62-348(m,0H), 347-331(m.0H), 2.15(s3H), 1.93-1.75(m.2H), 1.70-1.55(m.2H),
1.29-1.12(m.4H)

111 | MS(ESI+im/iz 457. T(M+H)"

112 | MS(ESI+)m/z 406.6(M+H)"

MS(ESI+)m/z 336,6(M+H)"

- 'H-NMR(400MHzDMS0-d6) 5:8.23(s.2H), 7.82(d.1H), 7.07-7.00(m.3H), 6.49(s.2H),
S42(L1H), 4.56(d,1H), 4.17(d.2H), 3.63-3.51(m,1H), 3.45-335(m,1H), 2.14(s3H).
1,93-1,78(m,2H), 1.69-1.55(m,2H), 1.28-1.14({m.4H)

114 | MS(ESI+)m/z 396.6({M+H)"

115 | MS(ESI+)m/z 418 $(M+H)"

116 | MS(ESI+)m/z 397 8(M+H)"

117 | MS(ESI+)m/z 409 6{M+H)

118 | MS(ESI+)m/z 417.7(M+H)"

MS(ESI+)m/z 380.5(M+H)"

_— "H-NMR(400MHzDMSO-d6) 5:9.06(dd.1H). 8.56(dd.1H), 8.20(s,1H). 7.78(d,1H).
7.16(s.1H). 7.06-7.01(m.3H). 3.37(.1H), 4.61-4.54(m.3H). 3.61-3.52(m.2H). 2.14(s.3H).
1.92-1,78(m.2H), 1.67-1.57(m.2H). 1.27-1.16(m.4H)

120 | MS{ESI+)m/z 423 7{M+H)"

121 | MS(ESI+)m/z 417 5(M+H)

122 | MS(ESI+)m/z 406, 3(M+H)

123 | MS{ESI+)m/z 380, 2(M+H)’

124 | MS(ESI+)m/z 413 3(M+H)"

125 | MS(ESI+im/z 439 4(M+H)"

[#:26]
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5 34 {5 e

126 | MS(ESI+im/z 433 3(M+H)"

127 | MS(ESI+)m/z 468 5(M+H)"

128 | MS(ESI+)m/z 447 5(M+H)"

129 | MS(ESI+)m/z 475 4(M+H)"

130 | MS(ESI+)m/z 409 4(M+H)"

131 | MS(ESI+Im/z 356.6(M+H)"

MS(ESI+)m/z 440 2(M+H)

45 'H-NMR(400MHz,DMSO-d6) 5:8.28(s.2H), 7.81(d,1H), 7.06-7.00(m.4H), 5.42(t.1H),
456(d1H).  4.17(d2H).,  393-381(m3H), 3.62-352(m.1H).  2.13(s.3H).
1.92-1.75(m.4H), 1.68-1.54(m.2H). 1.54-1.41{m.2H), 1.29-1.14(m.4H)

133 | MS(ESI+)m/z 452 4(M+H)"

134 | MS(ESI+)m/z 397 3(M+H)"

135 | MS(ESI+Im/z 426 3(M+H)"

136 | MS(ESI+)m/z 426 3(M+H)"

137 | MS(ESI+)m/z 467 4(M+H)™

138 | MS(ESI+)m/z 467 4(M+H)"

139 | MS(ESI+)m/z 453 4(M+H)"

MS(ESI+)m/z 407 3(M+H)"

il 'H-NMR(400MHz,DMSO-d6) &:8.83(d.1H). 8.5%(s.1H), 8.10-8.06(m,2H). 7.98(d,1H),
7.80(d.1H). 7.07-7.03(m.2H). 6.96(s.1H). 5.86(L.1H). 4.53(m3H). 3.58-3.30(m.2H).
2.21(s,3H), 1.91-1.72(m,2H), 1.68-1.52(m,2H),1.27-1.09(m 4H)

141 | MS(ESI+)m/z 411.3(M+H)"

142 | MS(ESI+)m/z 376.1(M+H)"

143 | MS(ESI+)m/z 374 4M+H)"

MS(ESI+)m/z 397 3(M+H)"

i "H-NMR(400MHz, DMSO-d6) 8:7.78(d,1H), 7.58(d.1H). 7.05-6.97(m,3H), 6.94(d,1H),
6.54(s. 1 H). 5.42(L.1H).4.54(d.1H). 4.19(d.2H), 4.07(d.2H). 3.61-3.30(m.4H), 2.14(s.3H).
1.94-1.74(m,2H), 1.70-1.52(m,2H), 1.32-1.10(m,4H)

145 | MS(ESI+)m/z 407 3(M+H)"

146 | MS(ESI+)m/z 417.6(M+H)"

[#27]
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5 15 S

MS(ESI+)m/z 418.6(M+H)"
'H-NMR(400MHz DMSO-d6) 3:890(d.2H). 8.75(d.1H), $.13(d.1H)., 7.97(d.1H).

147 | 7.88(dd.1H). 7.85(d.1H), 7.71(dd.1H), 7.47(dd.1H). 7.29(d,1H), 6.57(dd.1H). 4.54(d,1 H),
435(d.2H).,  3.60-355(m.1H). 342-330(m 0H)Y  241(s3H).  187-1.79m.2H).
1.63-1.59(m,2H), 1.25-1 44(m 4H)
MS(ESI+ym/z 417.8(M+H)
'"H-NMR(400MHzCD30D) 5:8.63-8.62(m, 1 H). 8.33(s.1H). $.02(dd.1H),

148 | 7.93-7.83(m.3H). 7.70-7.67(m.1H). 7.38-7.57(m-1H), 7.41-738(m,1H), 7.31(dd.1H).
445(d.1H),  3.78-3.71(m.1H), 3.51-344(m.IH). 247(d.1H). 2.04-1.97(m.2H).
1.76-1.70(m,2H), 1.37-1.29m 4H)

149 | MS(ESI+)m/z 418 5(M+H)"

150 | MS(ESI+)m/z 404 6(M+H)"

151 | MS(ESI+)m/z 422.6{M+H)"

152 | MS(ESI+)m/z 470.6(M=H)"

153 | MS(ESI+H)m/z 468 7(M+H)"

154 | MS(ESI+)m/z 432, 7(M+H)

155 | MS(ESI+)m/z 469. 7(M+H)"

156 | MS{ESI+)m/z 469, 7(M+H)"

157 | MS(ESI+)m/z 405, T(M+H)"

158 | MS(ESI+)m/z 478 5(M+H)"

159 | MS(ESI+)m/z 419, 7(M+H)"

160 | MS(ESI+)m/z 437 5(M+H)"

161 | MS(ESI+)m/z 437 5(M=H)"

162 | MS(ESI+)m/z 433 S(M+H)"

163 | MS(ESI+)m/z 433 5(M+H)"

164 | MS{ESI+)m/z 431.6(M+H)’

165 | MS(ESI+)m/z 418 8(M+H)"

166 | MS(ESI+)m/z 419.8(M+H)"

167 | MS(ESI+)m/z 439.6(M+H)"

168 | MS(ESI+)m/z 418 7(M+H)"

169 | MS(ESI+)m/z 419.8(M+H)"

170 | MS(ESI+)m/z 439 6(M+H)"

171 | MS(ESI+)m/z 433 6(M+H)"

172 | MS(ESI+)m/z 431 7(M+H)’

[#:28]
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[1453]

[1454]

5 3517 i

173 | MS(ESI+)m/z 413 6(M+H)"

174 | MS(ESI+)m/z 415 6(M+H)"

175 | MS(ESI+)m/z 430 7(M+H)

176 | MS(ESI+Im/z 444, 4(M+H)"

MS(ESI+)m/z 436, 3(M+H)"
'H-NMR(400MHz, DMSO-d6) 8:9.35(d,1H), 9.08(d,1H), 8.78-8.76(m.2H), 8 38(dd.1H),

177 | 8.25-822(m.2H). 7.97-7.92(m.1H). 7.90-7.85(m.1H), 7.48(ddd.1H). 7.41(dd.1H).
7ALdAH),  464(d1H). 3.61-359(m.1H). 340-336(m.1H). 192-1.84(m.2H).
1.67-1.65(m,2H). 1.26-1.15(m.4H)

178 | MS(ESI+)m/z 437 2(M+H)

179 | MS(ESI+)m/z 395 3(M+H)"

180 | MS(ESI+)m/z 433 3(M+H)"

181 | MS(ESI+)m/z 467.5(M+H)"

182 | MS(ESI+)m/z 454 4(M+H)"

183 | MS(ESI+)m/z 424 4(M+H)"

184 | MS(ESI+)m/z 444 3(M+H)

185 | MS(ESI+)m/z 458 3(M+H)"

186 | MS(ESI+)m/z 471 4(M+H)"

187 | MS(ESI+)m/z 426.3(M+H)"

188 | MS(ESI+)m/z 441 3(M+H)"

MS(ESI+m/z 371, 2(M+H)"

159 'H-NMR(400MHzDMSO0-d6)  &8.76(d.1H),  836-8.29(m3H).  7.78(dd.1H).
6.53-643(m4H),  466(d,1H), 364-362(m,1H), 343337(m1H), 2.59(s3H).
1.91-1.82(m,2H), 1,66-1,62(m,2H), 1,27-1.21(m,4H)

190 | MS(ESI+)m/z 372 2(M+H)"

191 | MS(ESI+)m/z 374 2(M+H)"

MS(ESI+)m/z 375 2(M+H)"

- 'H-NMR(400MHz,DMSO-d6) &:8.64(s,2H), 8.27(dd,1H), 8.21(d,1H), 7.84-7.80(m,1 H),
7.33(dd. 1H).7.23(s.2H). 6.57(d.1H). 4.67(brs.1H). 3.62-3.60(m.1H), 3 48-3 40(m.1H).
1.91-1.82(m,2H), 1.66-1.63(m,2H), 1.26-1.14(m 4H)

193 | MS(ESI+)m/z 467 4(M+H)’

[#%29]

93



CN 115315421 B W OB P 91/110 7

¥: #h.1F] $ i

MS(ESI+)m/z 481 4(M+H)

'H-NMR(400MHz, DMSO-d6) &893(d.1H). 8£354(d.1H), 8.16(d.1H), 8.08(d.1H).
194 | 8.03(dd.1H). 7.73(dd.1H). 734d.1H), 696(d.1H), 4.60(d1H). 363-361(m,IH).
3.57(s.2H). 3.44-3.40(m. 1 H), 2.49-2 33(m.8H), 2.43(s.3H), 2.30(q.2H), 1.91-1 84(m,2H),
1.66-1.63(m.2H). 1.26-1.19(m.4H), 0.97(1.3H)

195 | MS(ESI+)m/z 427 5(M+H)"

196 | MS(ESI+)m/z 430 5(M+H)"

197 | MS(ESI+)m/z 441 6(M+H)"

198 | MS(ESI+)m/z 441.6(M+H)"

199 | MS(ESI+)m/z 425, 5(M+H)"

200 | MS(ESI+)m/z 501.3(M+H)"

2001 | MS(ESI+)m/z 469 4(M+H)"

[1455] 202 | MS(ESI+)m/z 429.6(M+H)"

203 | MS(ESI+im/z 415 3(M=HY"

204 | MS(ESI+)m/z 389.2(M+H)"

MS(ESI+) m/z 389 2(M+H)"

'H-NMR(400MHz,DMSO-d6) &:8.69(s.2H), 8.28(dd,1H), 8.18(d.1H), 7.84-7.80(m,1H),

20 7.69(dd.1H), 7.33(dd,1H), 6.537(d.1H), 4.62(d.1H). 3.65-3.59(m,1H), 3.45-338(m.1H),
2.86(d.3H), 1.89-1 83(m,2H), 1.66-1.61(m,2H), 1.27-1.1%(m,4H)
MS(ESI+) m/z 371 2(M+H)"

- 'H-NMR(400MH2DMSO-d6) 5:8.16(d2H). $.03(d1H). 793(s.1H). 7.64(dd.1H).
7.28(d.1H). 6.94(s.2H). 6.73(d.1H). 4.56(d.1H), 3.61-3.54(m.1H), 3.42-3.33(m.1H).
2.34(s.3H). 1.87-1.78(m.2H), 1.62-1.57(m.2H). 1.25-1.13(m.4H)

MS(ESI+) m/z 377.0 (M+H)
i '"H-NMR(400MHz, DMSO0-d6) &:8.87(s,1H), 8.64(d.1H), 8.30(dd,1H), 8.19-8.17(m.2H),

7.90-7 86(m, 1 H). 7.36(dd,1H}), T.03(d, IH), 4.57(d.1H), 3.60-3.55(m.1H),
3.40-3 32(m,1H}, 1.89-1 79%m,2H}, 1.63-1 56{m 2H}), 1.25-1 14{m 4H)

[1456] P30 R o FITF A AR S0 AL~ SR e A

(14571 RSB : PDGFR - B S BRI FRET A1 £ >

[1458] 1. W HlES

(14591 FIFHEEL A (DMSO) K MM i) & e 10 mM, 5 H. FDMS R, LA 30 001 -
1000 pMAHE o I E 22 vyl (50 mM HEPES (pH 7.0) .0.02% NaN,.0.01%4-[fiLiF (125
F1.0. 1 mMBURER 1 mM B0z .5 mM MgCL, A1l mM MnCl,) ¥ %DMSOIA AR RES 5, IF
V25 e 2 ahiki2 (50 mM HEPES (pH 7.0) 0.02% NaN,0.01%4- 15 1451 1.0.1 mM
JEHURREE 1 mM R0 .5 mM MgCl,+1 mM MnC1,F7140 nM#hSE[IBELE MR (cisbio))
BE51% .

[1460] 2. PDGFR- P& 2 BRI £ FH Il &t

[1461]  %fF i, 2Kk H Cisbio Bioassays SASHJHTRF KinEASE-TKiF & . 7] 384 4L
A, N4 WL ST, R IIN2 uLIPDGER - BREHA TR (P& E 01 ng/L,Carna
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Biosciences, Inc.),FFII N KEF0.6 uM ATPOIAZITKIEY) -3-4:¥ 2 (cisbio) 3K151174
LRI, TR A E30°C 1 SOB23043- 5, il B 2 5 090 01-10,000 nM.

[1462]  Jfm, AL IO pnLAS IIVA R (Clsblo) IS0 C N SR LN«
AU (Spectra Max M5, Molecular device) M7 YEom .

[1463] 3. WSRO AT

[1464]  {fi AR SRR CaRE L , M BH R (1% DMSOP ) FIBHMG BT (B (<) ) Ao
53 BI5E X 0%FNL00%IN: , T2 B i, {4 FHSAS 2245 (SAS Institute Inc.) FETAEK
MR EEAINEIR AN S E L ogi st B ARLRYE NS5 4 , DAk T PDGER - B Sl I i
T B 0% IR TR BT (TC, o fED o

[1465]  ZE50UK T NR304 K33,

[1466]  [#£30]

REAL 445 PDGF-f} R4S 40 PDGF-p
(35 S48 d (L 540 ICs; (nM) (% A 1L & 40) [Cay (nM)
| 59 31 73
2 22 32 47
3 82 33 19
4 4.9 34 19
5 6.1 35 160
1] 12 36 130
7 170 37 33
8 6.0 38 79
9 26 39 100
L0 220 40 43
11 17 41 130
12 170 42 230
13 140 43 23
14 40 44 190
[1467] 15 11 45 15
16 22 46 T
17 12 47 390
18 3 48 120
19 13 49 120
20 13 30 61
21 73 5l 61
22 14 52 7
23 26 53 12
24 64 54 40
25 39 35 83
26 4.6 36 120
27 8.3 57 51
28 170 58 12
29 35 59 210
30 44 i) 16

[1468]  [3£31]
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W E AL &b PDGF-f I RER PDGF-p
(2 A5 0) i 11 & 4i) ICsi (nM) (4 50 & 11 4 4n) [Cy (nM)
61 41 91 150
62 6.5 92 46
63 15 93 360
) 260 94 49
%] 24 93 120
GG 54 Q6 200
67 43 a7 100
O& 80 a8 140
i3] 25 99 13
70 20 L] 32
71 42 111 170
72 10 102 23
73 220 103 S0
74 150 104 260
[1469] 75 15 105 230
76 49 106 67
77 38 107 190
i =1 108 51
79 120 109 46
%0 120 110 350
%1 190 111 150
82 27 112 39
83 50 113 83
&4 19 114 270
85 150 115 260
80 230 116 66
87 250 117 79
L1 230 118 390
a9 T8 119 330
G0 310 120 20

[1470] [3£32]
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@54k L0 PDGF-f b e L PDGF-j
(5 #545] i 1%, £-48) [Cs (nM) { 3% 4] &l Tk & 40r) ICs0 {nM)
121 160 151 170
122 150 152 50
123 210 153 88
124 22 154 340
125 130 155 36
126 45 156 25
127 63 157 180
128 150 158 26
129 17 159 26
130 &0 160 46
131 490 161 16
132 72 162 2.6
133 170 163 260
134 170 164 110
[1471] 135 120 165 390
136 32 166 49
137 41 167 210
138 16 168 350
139 30 169 52
140 330 170 200
141 69 171 260
142 210 172 190
143 97 173 54
144 65 174 27
145 1040 175 24
146 210 176 S0
147 24 177 15
148 16 178 26
149 220 179 5.9
150 360 180 16

[1472]  [3533]
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W] E AL & dh PDGF-f M AL & A PDGF-f
(35 505 d7 1L & 40r) ICs; (nM) ( 5 0] a1 & 4 ICsy (nM)
181 14 195 19
132 33 196 26
153 30 197 120
184 51 198 T.2
185 E | 199 52
186 150 200 16
[1473] 187 14 201 38
188 68 202 77
1359 20 203 6l
15} 114 204 |
191 35 205 130
192 20 206 3
193 1.0 207 100
194 33

(14741 <R S2E1912 - 214 TEL - PDGERBAITEL - K T T ¢ 555 PRI 2 (140 441 it P JR i g 4o s 4
AP

[1475] 1. TEL-PDGFRBANTEL-KITH S 3L PR4L YLt 4n i il

[1476] 34 A\ TEL-PDGFRBFLSILA (Z WAIUICELL, 1994, 77, 307-316) k ATEL-KITHk
£ DR N 6 S0 22 35 1R 2K pMY s - TRES - GFPE) 25 74 [ o7 55, DA fhll v - 356 IR 4 v g 25
PR AT ANTEL-KI TR G 2L A, 508 T ORTK T TS A 1 il i VR E B2 1 U B Ry 41 GBS 5 NP
000213.1, 58521 -928 MR AR , -4 H S TELEL A I R 5L 3 A1l i M L&, Wifn P AEAE A
AAAEBCAR A I SR B TR AE I e A1) Bt iy, 1 FH A Se1al 7] (FuGENESG , Promega Corporation)
TR Qe A 5 | NAT AR FA T X B KRR IR )L 41 A PLAT - R 40 3641 i
W o FH T R AL e PLAT - NS 1 T RS A T TS5 DR v 5 80k, R W S T
SR QR R R T TR N R85 38 M\ 2 HRe troNec ting i WM I I &, JF
o995 25 UG BT AR o SR, B 250 R /N BT BAN i AR Ba/F3E AR I, I T 5 J&
G, DAt LAPDGFRBERK T AR /5 IG5 1) 41 o

(14771 2. W BTRIHIES

[1478]  JTI— FHELAEAN (DMSO) Kl il 25 %10 mM, 1 H HIDMSOM R, LAk 0. 0001 -3
mMPFOIR EE o b A, AR/ AR 10065

(14791 3. %IAITEL-PDGFRBEK TEL-KI TR IA 4N a /1) HYZH ARl 7 FH

[1480] {14 TEL-PDGFRBANTEL -KITFk 4 B 296 FLAR L fm pu oKk, mg A i N il 8%
IR, HoHp 2K 550, 1-10,000 nMe 72/, PAPU TR E600 S P 4u i
SRR A S BEA B T AR 1 FR I S FE AR, T s 40 4

[1481] 4. 451057

[1482]  SLFAFp&f: N B0, H4BAMEXT IR (0. 1% DMSOIAR) FNzs 1 (W5 F=30) rhH
B ) SR 0% RN 1 00%H, 5304 ) 491 it 3 9 11 400 161 =R . B i, {8 I SAS R 4 (SAS
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Institute Inc.) ZEATXHGHEMES AU BT O IPHIR NS E L ogi stic B ELRME
Y34, LA THIC,

[1483]  Z54UR T 345 K38

[1484]  [$334]

B 4k 41 PDGFR f/BaF3 KIT/BaF3
(F AP A& HE 1l A H] (1C) B 4 (1Cs0)
1 17 480
2 3.6 200
3 1.4 620
4 26 1500
5 5.8 170
6 14 170
7 43 1900
8 9.7 650
9 22 530
10 25 660
11 13 3
12 35 800
13 17 790
[1485] 14 11 330
15 3.9 330
16 130 1300
17 10 800
18 20 530
19 30 1000
20 24 900
21 60 2000
22 59 900
23 49 620
24 11 1200
25 S0 >10000
26 9.3 460
27 8.7 1MW)
28 S0 5800
29 15 290
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[1486] [535]
R PDGFR [i/BaF3 KIT/BaF3
(352 #1059 4L & 4h) B LA B(ICs)) 5% 5 49 #(1Cs0)
30 22 1300
3l 8.0 1000
32 17 920
33 80 880
34 8.0 540
35 17 2200
36 25 3500
37 5.1 470
38 7.3 1200
39 13 1000
40 1.6 1200
41 35 2100
42 41 7900
[1487] 3 17 640
44 21 940
45 0.8 92
46 17 410
47 75 7000
48 16 650
57 440 6900
58 10 1800
59 27 500
60 59 410
61 18 840
62 1.7 87
63 0.8 240
64 5.9 230
63 14 270
[1488]  [536]
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R R AL A 4 PDGFR ji/BaF3 KIT/BaF3
(4 109 & 1L & 4in) B A (1Cs) B #(1Cs0)

66 25 100
67 5.2 300
68 16 2000
69 5.8 330
70 1.8 300
71 6.0 570
75 45 300
77 79 600
78 27 570
79 46 2000
$0 80 > 10000
81 140 3300
84 50 500

[1489] 85 19 1600
86 42 1700
87 27 9900
88 43 6000
89 20 610
90 35 8300
91 26 2700
92 20 1400
93 45 G 2{H)
94 10 260
95 5.7 1000
96 12 310
97 20 1900
98 40 >10000
99 0.5 450

[1490]  [3£37]
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L RERI R PDGFR [i/BaF3 KIT/BaF3
(4 F5.17) 85 4L & 48) Heah p#(1Cs,) 3 5 Ap I (1Cs0)

100 17 8900
101 56 9000
102 2.0 620
103 1.1 2500
104 34 3400
105 1.7 920
106 2.1 1300
107 19 1200
108 23 300
112 1.3 250
113 0.2 700
114 2.7 960
115 1.4 1700

[1491] 146 22 730
147 5.6 100
148 24 170
149 58 670
152 100 >10000
153 27 TO00
154 230 >10000
155 69 10000
156 22 > 10000
158 41 3000
159 1.7 380
160 5.9 1200
161 1.8 >10000
162 1.1 270
163 200 2600
164 180 1400

[1492]  [3£38]
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R iR A4 PDGFR p/BaF3 KIT/BaF3
(% #5109 f9 1k &4 F 3 HpH(1Cs) i 5 p#(1Cs0)
165 9.0 2910
166 25 1200
[1493] 168 18 4100
169 4.0 400
171 12 2400
173 4.6 T00
174 50 870

[1494] R SLEA3 S Bh k17 LAR I S5 e A E 11>

[14951 1. WM &

[1496]  F FHEEAAX, (DMSO) Kl Bl & pf 10 mM, - H HIDMSOF R, LAk 0. 003 -3
mME’J/Z?f BEAh, 2K H AR5 015 o

(14971 2. SPRHi sl LA A O HE5E A A F P Bt

[1498] f 51 V-1 UL AN e RS 2 5 o B R e AT 2E R B sl ok -7 UL A e e P 21 96 £ LA
LIEIABR, 0. 1% FBSK:FRI R M B 7 2L, R 4l fE R — K . & A BrdURIA
PDGF-BBI{ 3575 3E (SR J10 ng/mL,Sigma-Aldrich) B AR LORS , JELL %
EIMAZ 40, LS EI3-10,000 nMAIZIREE . 534N, 1A APDGE - BB H Fh i A\ BrdUA
0.1% DMSOVAIR - K57 LN A , fi FHH B dUB LA B At 8 4 oI ) Brd U i

[14991 3. MR HT

[1500]  FLJHEApSE PBrdUR i, 2 BEMEXS B CAPDGF-BB  (+)) AIEHMEX F (A PDGF-BB
(-)) FIBrdUFR &L 43 S AE XA 0%FTL00% , T E 16 An i A 4 i 2% . Bt i, i HISAS R 4t
(SAS Institute Inc.) ZEATAIEGR & RIS 4R HGTE AP H R AN S £ L ogistic Y
LR[4T, LU THIC, (-

[1501]  ZE50UR T N394 K46,

[1502]  [5%39]
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i L A 4 AR PASMC 5 siidn
(5 3515 89 4L & 4h) (PDGF ##t_ICs)
1 110
2 23
3 30
4 220
5 48
6 23
7 150
8 110
9 46
10 140
1 49
12 65
13 100
[1503] 14 48
15 18
16 81
17 130
18 47
19 81
20 77
21 140
22 100
23 64
24 110
25 230
26 25
27 70
28 280

[1504]  [3:40]
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[1505]

[1506]

L RER A A EH PASMC 3§ #i A
(35 .15 69 4k & 48) (PDGF &) _1Cs,)
29 130
30 52
3l 100
32 190
33 67
34 130
35 320
36 92
37 46
38 210
39 150
iy 5
41 210
42 95
43 72
44 140
45 56
46 370
47 350
48 310
49 250
50 270
51 180
52 420
53 71
54 340
55 69
36 240

[k41]
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[1507]

[1508]

ik e & AEH PASMC 34 i i)
{35 4545 65 {k £ 4 (PDGF |3 1Cs)
57 420
58 57
39 93
60) 26
il 15
02 34
63 10
64 92
(Rl ol
66 30
67 120
68 72
(] 61
70 S0
71 43
72 T0
73 80
74 1%
73 13
76 27
78 150
79 170
80 280
81 110
82 72
83 48
84 160
85 130
86 280

[k42]
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[1509]

[1510]

SRR LR AR PASMC #8344
(% .17 69 L 5-4) (PDGF A3 1Cs)
87 350
88 210
89 190
Qi 360
21 150
92 6
93 260
94 9
95 96
Qi 72
a7 160
9% 160
) 27
100 71
101 71
12 30
13 40
104 38
105 28
106 140
107 110
108 8BS
109 170
110 240
111 380
112 26
113 51
114 190

[k43]
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[1511]

[1512]

1%, 1L 44k
{ 45 5 10 B9 1k 44

AEF PASMC ¥ #i
(PDGF #3t_1Cs)

115 290
116 120
117 230
113 140
1149 93

120 34

121 300
122 300
123 200
124 25
125 30
126 64

127 45
128 T9

129 20
130 53

131 340
132 73

133 110
134 ol
135 390
1306 150
137 ]
138 51

139 1)
140 43

141 190
142 130

[k44]
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[1513]

[1514]

Wi a4 AR W PASMC # #i A
(35 #1769 1L &-48) (PDGF A3 1Cs)
143 S
144 39
145 47
146 44
147 52
148 110
149 150
150 300
131 250
152 52
153 62
154 98
155 160
156 79
157 52
158 22
159 21
160 44
161 110
162 36
163 150
164 110
165 46
166 65
167 210
68 110
169 43
170 130

[k45]

109



CN 115315421 B

i

B B

107/110

[1515]

[1516]

51L& 4k A PASMC 5 0 #]
(42 315 & 4k &-487) (PDGF #|3#_ICs)
177 11
178 4“4
179 20
180 ”
181 500
182 190
183 24
| 54 &2
185 28
186 220
187 20
188 60
| 84 o
1490 110
1491 29
192 24
193 15
194 74
195 26
196 31
|97 110
198 39
199 Tib
200 120
201 120
202 33
203 200
204 52
205 160

[46]
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A A JiE % PASMC % Hi30 H
(H AL &4) (PDGF #:#t_1Cs0)
[1517] 206 92
207 g4

[1518] <A IZJtBI4 - LT AnfoEE BT B4 e Fi>

[15191 1. Wi bles

[1520] ] FHELZ A (DMSO) Kt o il 25 pi 10 mM, I H JTIDMSOA RS, DAk 0. 1-3 mM

MR, DTS A 1000 5 26 B Rk P A I LA o

[15211 2. SRR 2L AN aeva e s i v il

[1522] b A\ B BECD34PHYES T 40l , JRF4H)ie B 77 T Me thoCul t35 7L b AR5, 7]
FoA i NI s, PAR 200 1- 10 pMI 2R T R 4no e 2135 mmfsh B R FR14 K.

7“ R T I L AR AT A dn e e PR O Ao .

[1523] 3. JEZ5RAHr

[1524]  JLTHEMhSE N OVE RIS, M BAPERTHR (0. 1% DMSOTAIR) 2 X A 100%H) , T 5T 4f

WHEEVEIE R A2, I FHISAS 2% (SAS Institute Inc.) YEATR BG4 TE

R IHPR IS A Logi s tic B RLMERNA AT, DU THIC f8 25 R T P3R4 7

[1525]  [3647]
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Rt FF R £ b NSk S 8 3 H (1Cs,)
{95 6 (8] i 12 5-28)
| JHMy
2 890
3 =3HH
5 470
6 250
7 3500
3 2800
14 360
16 6700
17 181
20 3200
24 3000
29 >3000
6l =JHH
[1526] 62 180
63 il
68 Sy
71 Z2U(MMy
75 600
85 e LU
93 15y
105 141}
109 2(MMy
1o 3200
12 1200
13 1500
14 7500
147 320
148 TOMM}
159 >10000
169 530

[1527] il 715w 15

[1528] DA IS HEGIOE BB, H HANS DA 5 U A & BHRYE LT
(15291 75 hEdiL - /5% (1R

[1530]  7E80 mgft)—AMHCHilf A 7l
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A K6 £ 610 1 1Le4n 5.0 mg
EARIEH 46.6 mg
[1531]1 5 qh 44 & 24.0 mg
VRS EE 4.0 mg
B G B 4 0.4 mg

(15321 & | R EO IR AR o BT B A AR 1t 5 A5 128 s A s 1l 741

[1533] Tl Ak

[1534] AL AR M0 590 B AT S PDGE 52 (ARt ATl ik v , 0 R R P T IIR e
I3 JBEE VIR I LHS SR 5008 0 S PR « B S0/ RN AOARE « ifn B RH ZE M
PR IIRTT .
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