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1. —#XIHEHRETHME:

Fof:
AR —#i. i1, iii XK ives&di:
B&(a). (b)& (c):

@

(b) —N Z 3

S
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WA NHC CX) R & -Y-het, £H#H & B AR —F ive§ L H o, WRRZ-Y-het;
XZOXS, FHRALEXRO0H,BRZELHOD);
YR NH. 0&S;
Z & S(=0) (=N-Rs) ;
RiZ: (a) Ho (b)NH.. (c) NH-C. ek, (d) Cti. (e) Co sl .
(f) 0-Cobti. (g) SCudpi. R (h) (CH),CoeBRIE;
EHFAEFEALT,R POORAICERARFRRBE—-AKXEA F. Cl
& CN A ;
ReAs Rk 33eA H F. Cl. FARTE,;
R % H. CH % F;
RsZ: (a) Ho (b) Cubtih. (c) C(=0)Cuti. (d) C(=0)0C. A,
(e) C(=0)NHR; & (f) C(=S)NHRs;
ReZ H Co bt XXX,
EBHHFLT,Rfe R P ot i Bk — AR EARE. CN
NO.. ¥4, Cos3R%tX. OR.. C(=0)R,. OC(=0)R;. C(=0)OR.,. S(=0).R..
S (=0) NR:R;. NR;SO:R;. NR,SONR:R;. NR.C(=0)R;,. C(=0)NRR;. NR:R,. O
KB
RiZH Cobtikx¥i,
AHHAEALT, FEAFHEE AR EARFE. CN. NO.. (X,
Cos F3EE. OR,. C(=0)R;,. OC(=0)R.. C(=0)OR.. S(=0).R.. S(=0).NR:R:.
NR:SO:R;. NR:SO.NR:R;. NR.C(=0)R,. C(=0)NR.R; 3 NR.R, B4 ;
het #—A @ CHLNHEA -4 A 0. SPNHERTFHS-TR
FRER, AFEA-ANBECREHLA 1-3ANARR T 6-TEFX;
pZ0. 1X2;
JRL 2. 3. 4K5, FHAptj=2. 3. 4K 5;
m& 0. 1&2;
n®2X3; mEHX il Pe——- R—FRER—FEH,

2. RN I&eW, e2—#HX IAGLEH:
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' )
B—Q— \)—kk/”j\ R,

3. BAIRK 2694689, PR A CLIEL.

4. BAZR 20908, PR ZE.

5. BAIZK 2694t AP R ZFA,

6. AL 2 e, X R 2 Cos 'S %

7. BARR 26940809, AP RAKTGL,

8. BAIZR2-THHAM L P XS BT,

9. BAZR2-THAEY, L FEXR 0BT,

10. RAZR8EH, A F RARFH—AZH %—ALF.
11. BHER 9 GHEH, A F RARTH—ALH 5 —ALF.
12. BA LK 8 #M4ta4, L R 2 H.

13. BAEK 994 o%, £ R ZH

14, BAREK 8 69itodh, L2 B 2

HEF Z & S(=0) (=NR,).
15, BAER I, L2 MB 2
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ﬁ- ‘P ZXES (ZO) (zNRs) o
16. A ZEK 8 a5iLed, AP 4#B R

< <CH2)p\Z
(CHp)”

X4 7 & S(=0) =NR;).
17. A ZR 8 #94etth, X 4# B 2

_< (CHZ)p\Z

(CH)

£ 4 Z & S(=0) (=NRs).

18. M A& K 15-18 #9444, L+ R, & H.

19. A 2K 15-18 ey4e&4m, - R, Z e b3k OH B8 C B K
KA AW C(EO)NHC, Je k. C(=0)NH, H KA BAK o9 CLmik, HbER
WHMBE OH. PHA. NO,. CF & CN R,

20. A ZR 206969, AP RATFAXTA,

21. BA)EZR 20 65408, A F RABMERLBRKN Coit ik, AP %4
BRI NO, BUAX..

22. BAER 15-18 #4dd, HF RA CF0)C . C(=0)0C., 5%
A, C(=0)NH. & C(=0)NHC,. 3.3k

23. A &K 23 654684, L F Rs £ C(=0) NHCH; &, C (=0) NHCH,CH..

24, BAEE 15-18 #94t4%, £ % R £ C(=0) CHs.

25. MA| &K 15-18 69444, E F R; & C(=0) OCH..

26, BA &L 2640, L

(1) N-({(68)-3-[3-A—4-(1- L KA -1-FH-1\", 4Kk kx-4-%) ¥

5
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E]1-2-84K-1, 3—&rd3p-5-K ) 7 L) 5K LB,

(2) N-({(68)-3-[3-#—4-(1-‘R/E-1-8H-1I\", 4"E R k-4-K) X
A]-2-84%-1, 3-vBeb iz 52} PR ) K BB

(3) N-({(6S)-3-[3-#—4-(1-E R A-1-FEH-1\", 4K kk4-X) ¥
FE]-2-8K-1, 3-Erk ir-5-K ) WR) SRARAR T BLE:.

(4) N-({(6S)-3-[3- A4~ (1-ERE-1-EM < E-1A"Fdh-4-X) X
A1-2-84K-1, 3B pr-5-2X ) P R) Z8EE: (B) M4k,

(6) N-({(6S)-3-[3-A-4-(I-Z AL -1-EHF X E-1IVEH-4-K) X
A]-2-84%-1, 3—vBed be-5-3 )} W) 5K LB (E) FH#4K.

(6) N-({(68S)-3-[3-#—4-(1-ERA-1-EH < E-1A"Kwg-4-H) X
R ]-2-8AK-1, 3Bk br-5-2K ) W) B 7 BL B (E) SF 4K,

(7) N-({(6S)-3-[3-R—4-(I-E R E-1-AH X A&-INKh-4-K) X
A]-2-8AK-1, 3—-Brkie-5-A) FR) L ARAN ¥ B (B) S+ H#4K.

(8) N-({(5S)-3-[3-A—4-(1-EBRE-1-EH < E-1IA"—Ewh-4-4L) ¥
EI-2-84K-1, 3B g -5-X )} PR) LEE: (Z) M4k,

(9) N-({(69)-3-[3-M—4-(1- ‘KA -1-EH S a-1\"Em-4-K) X
A]-2-8RK-1, 3-8 554} ) R LBk (2) - H4k.

(10) N-({(69)-3-[3-A-4-(1-ERE-1-EH < &-1A"~EHh-4-L) X
A]-2-8R-1, 3B bi-5-1 ) VT R) 5K 9 B (Z) f-H#34K.

(11) N-({(5S)-3-[3-A-4-(1-ERE-1-FEH N E- 10" —Kwh-4-3) X
A]-2-84K-1, 3wk tr-5-2 ) V1) K ARAR T 8L (Z) S+ H#K,

(12) N-({(58)-3-[3-fA4-[1-(TLHA ERL)-1-EH - A-1\" &%
—4- R ¥R ]-2-84K-1, 3—Bek 5 -5-2 ) P R) TEE: (Z) FH1K.

(13) N-({(6S)-3-[3-#-4-[1-(FEEHK) -1-8Hf>x &1\ ~Eh-4-
AIEE]-2-84K-1, 3-"&ndie-5- 2} W) %A & B (Z) FH#1K,

(14) N-({(58)-3-[3-f-4-[1- (LA EHKR)-1-BH <A 10" %%
~4-R]XK]-2-8RK-1, 3k ke-5-A) W) R A sE (Z) FH1K.

(15) N-({(5S) -3-[3-A—4-[1- (LA B HKX)-1-8H =~ 8- 1\ —Eh-4-
EIEE]-2-84K-1, 3—=Bed e -5-R } ¥ 1) 54K & 8L (2) 7 H4K.

6
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(16) N-({(68)-3-[3-A-4-[1-[ (F %) ER&E]-1-8H~ &-10"—K"H
~4-R1EA]-2-8AK-1, 38k yr-5-2 ) PR ) 5K B B (Z) 7 # 4k,
(A7) N-({(5S)-3-[3-A4-[1-[G-FX /L) R E]-1-AHF S A
1A -l —4- KR ] -2-8 K1, 3-8k pr—5- ) W) B & B (2)
FHK,

(18) N-({(6S)-3-[3-#-4-(1-{[(FARERL) ZXA]T AL} -1-&H
S-IN-Evh-4-24) R ]-2-8AK-1, 3B pr-5- K ) PR) AR BB
(Z) +#4k,

(19) N-({(69)-3-[3-R-4-(1-[(FAAE X)) EHA]-1-AH < &
1Al -4-2) A ] -2-RAK-1, 3-vBek b5 ) Vi) B & B (2)
FHK,

(20) N-({(6S)-3-[3-R—4-(1-[[(ZRAZEA) PRI E HKX]-1-84
AR -4-K) K] -2-AK-1, 3-vEe k-5 ) W) AN A B
e (Z) - #AK.

21) N-({(6S)-3-[3-A-4-(1-{[[4-AMEX X)) KRATERA]I® &
EI-1-84 N &1 -4 K) XK ]-2-8K-1, 3-8 b -5-K} ¢
X)) BAR BB (2) FH#1K.

(22) N-({(6S)-3-[3-A—4-[1-[ (RAZEE) L HL]-1-8H~ A-1A"-
Ewh—4-2) FR]-2-8AR-1, 3-Bek pr-5-4 ) P R) K A B (2) 78
K.
(23) N-({(55)-3-[3-#—4-(1-[[(REEE) PRA]ZHK]-1-AH~
S-1A'-Ew—4- ) F R ]-2-8AK-1, 38wk k-5 ) WH) AR BB
(Z) FH k.

(24) N-({(5S)-3-[3-f-4-[1-[2-#2 X THK) BRA]I-1-AH =~ &4
I\ -kl -4-R) R ]-2-8A4K-1, 3--Bek pr-5- L ) ¥R ) #iARK & B (Z)
AR,

(25) N-[((6S)-3-{3-A-4-[1-(FE L RK)-1-8H-1\", 4K R4
R} -2-8AK-1, 3-Erk pr-5-3) TR ) 54K 8 B

(26) N-[ ((59)-3-{3-RA—-4-[1- (VA L FH&)-1-8H-1\", 4K E x4~

7
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AIEK)-2-FK-1, 38 £ -5- ) VL) KA RAANK T 8Lk,

(27) N-[((6S)-3-{3-A-4-(1-[(FREER) BHE]-1-AH-11", 4-
ek br-4- R ] F R} -2-F k-1, 3—Brk br-5- 4t ) W2 ) B A BE A,

(28) N-[((58)-3-{3-A-4-(1-[(FREEL) L RHE]-1-8H-10", 4~
EER-A- K] R R} -2-8RK-1,3-Ed-5-X) PRAIRERANK FTE
Jie

(29) N-[ ((6S)-3-[3-#A—4-[1- (PR ZHK) -1-FH~ £~ 10" ~EH—4-
AIXR]-2-8RK-1,3- & -5-R) FR) R ARAR T B ) -4
.
(30) N-[((6S)-3-{3-A-4-[1-[(FTAREER) ERAI-I-AMH <&
1A Eh-4- A IR R} -2- 8K, 3Bk i -5-R) FR) KRR EAR T
Bui: (Z) 1 M4k,

(31) N-[((69)-3-{3-A-4-[1- (P A L &X) -1-FH -~ & 10K %—4-
BIXRAE}-2-84K-1, 3-8 ke-5-4) PA) A RANK T B B) 54
K.
(32) N-[((5S)-3-{3-Mm—4-[1- (PR EHHK) -1-BH~ &~ 1AL -4~
EIE K} -2-8AR-1, 3—Bek kr-5-2 ) VL) 2K A B (B) F-#4k.

(33) N-[((6S)-3-{3-m—4-[1-[[(FEFTAKX)EA] 2 /A]-1-84#
NE-IN R4 AR K} -2- AR, 3wk 5 ) WAL) LEbE: (Z)
FH R

(34) N-({(68)-3-[3-A4-(1-{[(FEEKX) BEATZRA]}-1-8H~
S-1IA—Ew—4- K KK ]-2-8K-1, 3-8 5 -5- K} FH) Tt (2)
k.

27. BAEK 2 6giLo4, €2

(1) N-({(6S)-3-[3-A—4-(1-E &K -1-AH-1A", 4—FE R I-4-K) X
E1-2-8R-1, 378 fx-5-24) FR) AR LB,

(2) N-({(6S)-3-[3-A-4- (- KA -1-BHF-10, 4 FEhr-4-X) %
A]-2-84K-1, 3-7B 55—} VI ) 54K 75 BL k.

(3) N-({(BS)-3-[3-#—-4-(1- ‘KA -1-FH-I\, 4EEk-4-K) X

8
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E]1-2-84K-1, 3-8k ke-5-K) FRA) RAIHA T B,

(4) N-({(6S)-3-[3-#A—4-(1-ERHE-1-AH - &- 1IN "Ew-4-X) X
H1-2-FR-1, 3B Jr-5-K ) WR) K TR (Z) -4k,

(5) N-({(59)-3-[3-A—-4-(1-ERE-1-FAMHF- - 1M-Ew—4-K) X
K]-2-8AR-1, 3-Erd5i-5- K ) FR) B BB (2) Ak,

(6) N-({(5S)-3-[3-A-4-(1-ZRE-1-AHF~ L&-INEdh—4-K) X
A ]-2-8AK-1, 3-vE&rb bi-5-35} W) SRALCHAN V8t (Z) St #4k.

28. WA ER 2 9iLbM, e

(1) N-({(58)-3-[3-A-4-[1-(FHA EH&L)-1-8HM~ E-10"—Ewh—4-
EIFEA]-2-84K-1, 38 55—} W) 5K A Bk (2) F MK,

(2) N-({(5S)-3-[3-A-4-[1-(TBE L RL)-1-FH~ &-1I\'—Ewh
~4- KK ]-2-8RK-1, 3Bk 55K} FR) AR AR (Z) FH4k.
(3) N-({(69)-3-[3-R—4-(1-[(FREE L) L RA]-1-AH X &1L
ol —4- ) XA ]-2-8AK-1, 3—Bedk k5K ) FA) SR B8 (2) F4
.

(4) N-({(5S)-3-[3-A-4-(1-{[[(U-AEXX) RA]EAT R R&HK}-1-
M A1 —Eh-4- ) B A ]-2-8K-1, 3B -5 R ) P A) AR
ABLEE (Z) StHK.

(5) N-({(5S)-3-[3-F-4-[1- (VR ERX)-1-AH~E&-1\"—%EH-4-
EIFER]-2-FR-1, 3-&be-5-24) FR) KR LLAR T8I (2) 4
R,

(6) N-[((6S)-3-{3-A-4-[1-[ (PREAZE L) L&A ]-1-AH - &-1A"-
ol -4- KR K} -2-8R-1, 3-8k ki -5-R) P AR A AR 7 8Ll
(Z) F-# 4k,

29. BA &K 2 e, €2

(1) N-({(65)-3-[3-RA—-4-[1-(FPEERL)-1-AHf S E-1\"Eh—4-
AIXE]-2-84K-1, 3-8 fe-5-K ) T 1) B & 8uEE (2) FH1K,

(2) N~({(569)-3-[3-A-4-[1-(TEE LX) -1-BH~ G- 1A"—Ewh-4-
AIER)-2-84K-1, 3—78vk ke-5-5 ) T &) B A B (2) Ak,

9
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(3) N-({(58)-3-[3-A-4-(1-{[(FAEL) ZA] R REK}-1-8H <&
~1A -4 R ) A ]-2-8AR-1, 3-vBek e 5- ) T E) AR AL (2)
FH Ik,
(4) N-[((S)-3-{3-R-4-[1-(FRAERK)-1-8H-1L", 4K 54—
AR} -2-8AK-1, 3B pr-5-4) FR) AR BB
(5) N-[((5S)-3-{3-HA-4-[1-(FEX ERZRX)-1-8HF-1I\", 4E % t-4-
AR} -2-84K-1, 3Bk i -5-4) VAR BHRAN T BLAL.
30. BAIZR 1 PHTHX INECHELEFRA TR BAEDREGED
¥ &G A &,
31. BAZR 30 AE, A Pad ok, EMBLEHFTXN. EHLHH
BRLHF XAGHBSHHXAERFHLGX 1T 4EH.
32. MAERK 3069 A&, X Pl X% 0. 1-100mg/kg £/ X 655 £
it a9 a4,
33. BA|EK 30 ¢4 Mi&, L PA kY 1-50mg/kg &/ R 6§/ 236 A A
WIS,
34. BANERIOGEFREDBRLGME, A FRELZIABESE.
35. MANZK 30698 MAERDBREGME, L P RAEZRERES.
36. —Frmasby, oL —HBAER 1 i —FHGFETHE
Z 8B AK.

37 BRAIER1eH, LhLehiRiiiR

N
~ 0
cx T

10
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PCT 2715 W000/10566 A T T A4 4% 3 7 64 SvBrod 52 58
APk
AXPRB—FHX I GRHABRETHR &

o
AR—# 1, i1, iii K ives&H:

B (a). (b)&(c):

Ry (CHalp
(a) S
(CH),
VAR
© TN Z
(CHy)q
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SARERAE RH6GErt iR

&R A,

AXRGRL2AAERLE A NGB MA LR &5 %k, &
B EARBHRELZRMEAR PR LK AEm GG SR,

XAHF

B AR AMNE - EHGERATAN, SALHHF S RRAREL
ARBOGEE, LB REOEELAMEEA OB ERENE
HERAFo R A REAWE B e DA G B R B B ARG 8P e 25
BAAEHBAE.

R, FRAKPHELRR - BN ERANELRABR BB LAE
M, BFt, Xk M AMNGAEHRTHEZRMBESE TR
B, MEpH, KXAGAKGARBEEAE M #RBER (L
AREFEARFZRARSEER) 95 hibsdh. ANAEXALRLPH
e SRR A ER KRB OEELRAREE (AR E T
BEXEEKHA) .

AFE4E 8

£ B+ 45 5,688, 792 AT T AL E MG BRAR 6%k ks
F 3 A

PCT B FFAJF-5 W098/54161 AF T A A BB B 4L H 69 vB ek 3
AR 3 8 .

£ B+ 4|5 5,968,962 #= PCT H FrAJF-5 W099/29688 A F T 44
— At C-Cah 4-8 A5 R 469 K K oBrd ST HR.

(B %45 5,952,324 AFT T AAEI A 7 09 W IRk fork ok
XA

PCT 2 7% W099/64416. W099/64417 #= W000/21960 A T T 4
PR OGBS BRAT Y.

11
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WA NHC ZX)R, &-Y-het; &4 2 % AR —F ives 2 H e, WARR-Y-het;
XROKRS FHREXZAO0ON,BRREELH D) ;
YZNH OS;
Z & S(=0) (=N-Rs) ;
RiZ: (a) Ho (b)NH.. (c) NHC..%2¥. (d) Cuteik. (o) CosEIHA.
(f) 0C- bk, (g) SCdeX. &K (h) (CHy),Cos2R¥tik;
BEFFHEAT,R PHRESFRELEFRE AKX EA F. C1
A CN BA;
R AR AR ZMA H F. Cl. FRAXTA,;
RiZ H. CH, & F;
RZ: (@) H. (b) Cuatt. (c) CF0)Cridti. (d) C(=0)0C..3ti.
(e) C(=0)NHRs & (f) C(=S)NHR:;
ReAH CoreiHER,;
EBEMERALT, R R P A Bk — AR EARHE. CN
NO,. ¥ 3. Cis2rbt. OR,. C(=0)R;. OC(=0)R,. C(=0)OR;. S(=0).R;.
S (=0) NR:R:. NR.SO;R:. NR;SO.NR:R.. NR.C(=0)R,. C(=0)NRR,. NRR,. O
KA
RAH ColARER,;
BEHEHEFEALT, FEAABWE—AREARE. (N NO.. XX,
Cos SR3LE. OR;. C(=0)R,. OC(=0)R;. C(=0)OR,. S(=0).R:. S(=0).NR:R:.
NR:SO.R;. NR;SONRR;. NR.C(=0)R;. C(=0)NR:R. 3 NR.R, JAX,;
het —ABE CHRENAA 144480 SANGERTH TR
FRR, AFER-ANBL CHREGLA 1-3AMRERTH 6-TEFAK;
pZ0. 1X2;
JA&L 2. 3. 4&5, FHAptj=2. 3. 4&5;
mAZ 0. 1X2;
nR2X3; wmEMX il P —R—FRER—F 14,
AEXAE B — AT GERAE:
—#Hes—HX I S DIRETERAEPR—FHTHRAHEEGH

13
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WaSW,

— BB FLETOIRRAETALESGX I REBRET
HRAARBAARRLCE hShh F LR MEmMBREGFT ik, AA

—#HBRXBDEEZETHEIRBRAEAARZTNX I AW RET
BRALRBAFARLCERODIDAELRKARBE B LT k.

AZRAERBLTA THEX T AW 60— 236 F 104k fo i ik,

P& RESRZ i E 3

e REA L CHEGE, NERTHEL:

Rk BHEAFRAMASPIMRALA, 2R L GAA
k5, Pl /A" AL ABRLEA, F XBGFHAKRB R “FRL
AR,

BB EAGBERTLERABELZAATERTFARIPRKX
KAGWEERT, FWAR CLokT—AMOSEK “1” FEK “j (&%
SHAAER)ABRFOEA. Hlde, CoRERIEA 1 £ T(GIE%MAE
) AR THA,

K& “BF” A3 F. CL. Br & 1.

K% “het” RIAI CHREHALA 14142 A0. SANGERT
B 5-ALFEARRBL CREGEA 1-3ARRTH 6-TLFAK,

“het” #94l-F eLiewber, “Ewyr, wkwh, whed, ooy 2-wbew K
3-ubeg ik, 4wk, 2w K. 4w A, 5—E A, 3wk, 4-
mkvk 3k 3-b A, 4-BR-2—wked k. 2-wked . 4Rk 3-5R
wp 4 SpeBep K 5-feBep X 3-wbed | 4-wbed R S-wber X 2-
ko o 4-vBep X 4-BAK-2-Eek K| 5-eBeb A 1,2, 3-oBekep A
1,2,3-8 w3k 1,2, 4% vk 1,2, 5-v8—wkk 1,3, 4% ik
e 4P WL P WS ©F WERES S OV ESS OGS O e
wwh k. 3wk, 2—Ewpr . 3k, 2-wbei . 3-beR K. 3-
FE R, 4-FpE . SR K. 1,2, 3Rk -1-R4t M. 1,2,4-
wk e -3-K 1,2,4-7E - rd-5-% 5-8NK-1,2,4-78m-3-K 1,2,4-
e -3-R 1,2,4 K k5% 3-ARK-1,2,4FE—-5-%.1,3,4-

14
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o 5-R | 2-AK-1,3, 4K k5K 1,2,4-=-3-%, 1,2,4-
=o-5-2% 1,2,3,4-vgup5-3  5-vBed L 3-FFeRep X 4-JpeEed R
Fo 5o 1,3, 4B e K A-BAR 2Kk X 5-F -1, 3,4
vE—wp-0-4  vkek W9 1,2,3,4K =R 1,2, 4-vEEER,

AL P RIBARTDD. :

AZRGIES Y — 4B IUPAC X CAS 4 % 254 5. Tl AL
MR EBRRAARINGES (B4 “Ph” REER, ‘Mo KEFE,

“Et” K& CTE, “h” REIH, @ “rt” KEER).

T@Es Eeg A, REFER ARG fo Rt e BARIGER T
BLEA, SR H A H e UK K 0 2 SUTE A A 69 3B UL

Bk, REARERAAGPIAGEAA, 24 EAGEA b 4

“HEA” PULOIEARRLH, ¥ LG FHERG 4 < FRE” 2RI,
Bk, Co A TR WE, X, #AE FaA TEA FTE #
THARRLFHK,

Bk, CL BB ATRARLHR. AHE Hak. THERL
FHK. Co REATRAREFAE., FTE. FRE. RTEARLFH
.

A8 — A BARAE R A\ AT R SLe 4 H id.

X 6§ —ABAR{ERZ S.

X 85—/~ B2 O,

Ridg— A BARMER Ciadnik.

R —AFHAKRGERTERTE.

Ri#g— A AARE R SRR,

Ri 8§ — AN A ARAEZ NH..

R fo Ry 8§ — AN AARAE R €Ak 3% H X F.

R R — AR EMNP—AH HmAG—AAF.

Re 8§ — A BARMAR H K CHa.

R: 89 — A RARAR H.

Rs 89 — AN B ARAA R s b Ak OH BRAXHG Codt i

15
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Retg—AABRERFERTA.

Rs 69 — AN AARME R i bk C(=0)NHC,, 5t 3 3 C(=0) NH, BAX. 8
Co ki,

Rs 8 — AN BLARAE 2 4 K L BOR A Cobe 2, 3 b 3K K s #b 3b 4k OH.L
X, NO. CF, 3 CN A,

Rs 8§ — AN AR R A R ARG Co b, L XA B PE M NO,
BAX.

Rs 69 — A~ B AK4E 2 C(=0)NH, & C (=0) NHC,- St k.

Rs # — AN B4k45 % C(=0) NHCH; & C (=0) NHCH.CH,.

Rs 69 — A BARMER C(=0) Cii k.

R; &9 — /A~ A 4k{4 2 C(=0) CHs.

Rs 8§ — A~ A 4R4ER C(=0)0C,, te .

Rs 69 — A~ B4R 4E 2 C (=0) OCH..

het 8 — A B AR o8k -3-K ., Felvk-5-K . 1,2, 4% —np-3-
A, SpeEer-3- 1,2,4F - mk-3-A K 1,2 5 w34,

R ARXPAGHABR A PEMH i ii X 1ii BA—FT A%
SR oG AR AL S

O
~ /:N‘O \N’lLO o
i i

FRZ AL PG HET X IA b

o)
Q N X
B N\—‘OK/Q/U\R‘

IA
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# B Cahn-Ingold-Prelog # % %A%, X 43 M B A& A (S)-#
B, KABBRAAKLP G, ALPHLEDTAS AL FT
3, ATk K E R RSN A XA S B R k. AXB oL
KR 4T or ek, s e AR, Z % FM kR kG Mk
RREW.

AR PGS H e b1 A
(1) N~-({(59)-3-[3-A-4-(1-E REA-1-AH-1\, 4B 5 bk-4-K) X
A]-2-8R-1, 3-8 b2 -5- K} 7 K) BR TRuAE.
(2) N-({(6S)-3-[3-#-4-(1-‘FZE-1-AHf-1N, 4K s b-4-X) X
E]-2-84K-1, 38k i -5-K) PR) R ABE,
(3) N-({(6S)-3-[3- M4~ (1- ‘L RAE-1-AH-1\, 4K K-4-X) X
E]-2-8A4K-1, 3-oBrtr-5-} W) 2R A LA T BLEE.
(4) N-({(5S)-3-[3-#A-4-(1- RA-1-8H < A-1A"-EH-4-K) X
E1-2-84K-1, 3—&re r-5-1 ) P 1) TEbE: (B) FHk,
(5) N-({(5S)-3-[3-A—4-(1-E RE-1-AH -~ &-I\'—Eh-4-K) %X
E]-2-84K-1, 3-wBed i -5- 1) W) 5K TR (B) 74K,
(6) N-({(6S)-3-[3-A-4-(1-ERE-1-AHF~&-1A-K—4-%L) X
A]-2-8AR-1, 3-8 ix-5-2 )} W) B # Bk (B) 5+ #4k.
(1) N-({(69)-3-[3-R-4- (- KE-1-BH S E-IV-Eh-4- 1) X
E]-2-84K-1, 3Bk bi-5-1) W) SKASHAN F 8Lk (B) S #4k.
(8) N-({(6S)-3-[3-R—4-(1-ERAE-1-AH~ E&-1IN—"Kh-4-) X
E1-2-84K-1, 3% ix-5-K) FE) L8 (2) FH4K.
(9) N-({(6S)-3-[3-#A-4-(I-ERE-1-AH~ E&-IM-EH-4-K) X
E]-2-84K-1, 3-8 be-5-3K ) W) AR TEuE: (2) F-Hk.
(10) N-({(59)-3-[3-&—4-(1-EHE-1-FH < K- IN'Ewh-4- L) ¥
A]-2-8AR-1, 3-78rki-5-) T I) K A B (Z) S+ A4,
(11) N-({(5S)-3-[3-A-4-(1-ERE-1-FH S A1\ "K-4-H) X
A]-2-84K-1, 3-"Eed e -5-4} FI) K ABAK T 8L (Z) SFAK,
(12) N-({(5S)-3-[3-#-4-[1-(ZBA E R L) -1-EH~ &-1\'—"E%

17
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~4- K] ER]-2-8A4K-1, 3B -5-2) FR) TEE: (Z) FHK,

(13) N-({(6S) -3-[3-A—4-[1- (PR EKE) -1-BH < 8- 1IN &4~
EIFA]-2-84K-1, 3—Bukpr 52 ) FR) #K A8 (Z) FH4K,

(14) N-({(5S)-3-[3-#A-4-[1-(ZHA B HL)-1-EMH < &1\~
—4- K] X R ]-2-8AK-1, 3-=Bed fr-5-R )} ¥ R) K A8 (2) FHK,
(15) N-({(65)-3-[3-RA-4-[1- (A &) -1-EH -~ 8- 1\ "EH-4-
HIFA]-2-8/K-1, 3-8 5-5-K) FHE) 5K BB (2) M4k,

(16) N-({(5S)-3-[3-#—-4-[1-[ (F&) ERHRA]-1-AH -~ A-10"—E"H
—4- K1 ER]-2-84K-1, 3-" ek ir-5-R )} ¥R ) B A B8R (2) S Hk,
(A7) N-({(5S)-3-[3-A-4-[1-[B-% XA A) EEEX]-1-E&H = &4
~1A - —4- A )RR ]-2-8 AR -1, 3Bk ir5- A} W) AR R L (2)
FH#K,

(18) N-({(6S)-3-[3-#A—4-(1-{[(FTAAL) EEA] KX} -1-AH~
S0 -4- 1) F R ]-2-84K-1, 3-"Bedk br-5-3 ) WAL ) B A B
(Z) - H 4k,

(19) N-({(6S)-3-[3-A-4-(1-[(FAEZ L) BRAAI-1-AH~ &
~1A vl -4- ) R -2- 84K -1, 3-vBek -5 ) W) BiAK o BL ik (2)
F+H#K,

(20) N-({(5S)-3-[3-HA—4-(1-[[(zaEx X)) TR RL]-1-8H
NEA-INE 4 K) R R ]-2-8K-1, 3B 5K PR AR B B
Jee (Z) S+-Ha4k.

(21) N-({(6S)-3-[3-A4-(Q-{[[U-AMAX X)) RA]IEA]IE &K
EI-1-8H < 8- 10 -Fvh-4- ) £ K] -2-8K-1, 38 e -5-K) 9
R) AR & B (2) FA4k.

(22) N-({(5S)-3-[3-A—4-[1-[(RAZEK) B &L]-1-BH~E-10"-
Eah-4-R) FH]-2-AK-1, 3Bk -5-K) P R) AR G8E (2) S+ 4
K.
(23) N-({(68)-3-[3-A—-4-(1-[[(RAEL) FA] R E]- -84~
SN —E-4- ) XA -2-8R-1, 3-8k ke -5- R ) W) B A B

18
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(Z) F-H 4k,

(24) N~-({(6S)-3-[3-A—4-[1-[(2-£ X T A) BRA]-1-EH X &

-1\ gl -4- K ) E R ]-2-FAK-1, 3-v8ed br-5-K )} W) 5K 5 BL A (2)
Sk

(25) N-[((58)-3-{3-&-4-[1- (P A B R&L) -1-EH-10", 4Kk R4~

AIER}-2-84R-1, 3—Bndkii-5-14) FR) 5K Rk,

(26) N-[((6S)-3-{3-R~4-[1- (PR L KL) - 1-EH-10", 4Kk k-4

FIXK)-2-84K-1, 3-8edk bt -5- 1) FR) L BHIRAN T ERE.

(27) N-[((6S)-3-{3-A—4-(1-[(FAEEL) 2 KRA]-1-8H-11", 4-

kb4~ R E A} -2-84K-1, 3-8 ir-5-2) 1) A &SR,

(28) N-[((59)-3-{3-#-4-(1-[(PREZX) B K A]-1-BH-11", 4-

Bopbt-4- K] XA} -2-8AK-1, 38 i -5-X) PAI R ERAK FEE

J.

(29) N-[((58)-3-[3-R-4-[1-(F R Z&HE) -1-8H < & 1A' —Enwl—4-
AIRA]-2-8AK-1, 3-E 45t -5-K) FR) KARAK T Bk (2) 54
K.
(30) N-[((B5S)-3-{3-A—~4-[1-[(FAEAZ L) T &L ]-1-8HK ~ &
—IA w4~ R R R} -2-R AR, 3B e -5- ) P R) AR AN T
Bele (Z) Stk

(31) N-[((69)-3-{3-A-4-[1- (VA & HHK) -1-8H = K-\ —Ewh-4-
BIRE}-2-8AR-1, 3-8 it -5-4) T L) R AR AR T 8L (B) 4
K.
(32) N-[((59)-3-{3- A4~ [1- (PR E&K) -1-8H >~ &- 1A' —Ewh—4-

AIXRE}-2-84K-1, 3-v&nd kr-5-2) ¥ 1) 5K A Bk (B) F-H# K,

(33) N-[((6S)-3-{3-A-4-[1-[[(XETFARX)ZX]ERL]-1-A4#

N AV -E 4R TR A} -2- AR, 3B bi-5-K) T R) TEE (Z)
FH K,

(34) N-({(68)-3-[3-R—4-(1-{[(FHEEAL) ZA] 2 RE}-1-RK =

-1 —Evh—4- AR AT -2-8AK-1, 3—Erk e 5-R ) T R) LA (2)

19
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FH k.

THRAFEHETHEALRARSWA T k. ARG RARZER
BEFEPHEG T ERLBBAWAF ARG EBRRAAR L0
FEHNEY., TEPHRAGEEBBTHAIRANEZRE FAHZL.

AZEILF, B 1-a TAE B4 H| US5, 688, 792 & PCT B FRAF
% W098/54161 w#&E &5 ki &. £ l-a iiboMmE R EAAELS
BYEXY 4A-TOCHERETRE, FELESY 1-b. B34 A
Leuckart—-Wallach % Eschweiler—Clarker &R B &4, #£44% 1-b
58I\ FTRAL, TG 1-b AR FE 1-cR =C- %%
£). EXAZRGHES 3 PiEmMBE T A TS 1-b FRALYE
Tk, ERTREAMRELG S —FFEd, E—F1-bR1-e®R =H#
s —FHEIA, ZLABRFZRCRAE. $RTER T
RTHEREGTEGTERR, LT M ABRP RGO, Tk
RENF TR, LT, THF, £k CH, RBEHNGRRF, TA4E A
10-120CHEB A RE, E£L#EH 13516 PR TXMHF %k, £
BERF, T AR AR EFE AR, Hle e 53646] 20 PR T
BB TE. v RM A e 5 £ F 586858 R A B (564
24) R M B p A&t e 5T A sl (FE4) 23). B3N —FreEE
BV BRPRIGEARP RO X TAREBEAIRTAARL, TF
B H f R A4 NH, & NH-Se R B 6 Co ek e bt st xH X A iE R
BBt IR 7 S ARE B Gk, TTARE K P RABRKM AL S
P.

E—#EN (FlePi) YASARET, AABRIELEE 1-c X
BAAENE, 1-d RAEM_RAREFRRER (Al=08K) ik
BuAt, 540 B et 1-e. B = K THK. THF X5 4% F 8%
B UCEEMNMEARELAAGBEERN THRRAE. LEAREL
o 1-e 894 &7 & A PCT B FRA 5 W098/54161 . % R’
RHM, Tlde l-e BEAARBENRR T LEAALCERANHL
&4 1-f. 5BARREEEN (Hlhoukv?) FLAKLY 24-100C o5 R E

20
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FTRE, FEAEGBESTED R Z CE0)Crdtil). T 4k A & B/
G RBEAERN, Pl b &0 2 PR TEE/ TR, RATEE

(Rs 4 C(=0)0C. 3 i) R @Ik 1-e (R A H) 5450 AR TR S

A P A 0C-100C T RE MG, Bk, TR 4-(ZFRLEK)
et kAL IE BB, B 36 19 P AT, AL EARBE R A Cu
PR B AEKY 30-100CHRETRI-eR A EL5EHFRER
HABIFARKABIARE -—REARHF. DMF ZZREGKLESE
M. HF R AXEIBROGELGLSBBERAMGTXANE. £+

ReZH&MLA Y TEitE 1-e(R HHHERBRAXARRBALELE Y

AKX 24-100CHBETRERFAFH. HATHERLF X A 0 89is
B, TARSEGEETAEDB e B, SERTRELASE. FRERL
RRRRALELBRER PR 1-d Biik. X B AREZH (C)HX Q)

WEMTABRT E 1 PHFOGF &, A RARRAZTHE. BR
T A ¥ B4 H) US5, 952, 324 ¥ AF 655 H 41 &

FEII #mBETEH 2-e Fo 2-T GHFE. BRHA 2-a TUER
44| US5, 968,962, PCT BEFRAJ5 W099/29688 f» PCT HFFAF5
W098/54161 ¥ ATk &y 5 ik H&. X — A5, BRTA 544
BEFRLAAZFWMAKXEKX. o 2-a b 0-1,3,5-=FAXEZARE
7 A e (MSH) #ATR B, =% 2-b Y HRE T A LM A ., ZREEF
AERFTAEMN (Fl—fFR) Piir. REBERBFE I &S
BYRETFEIIGEERE. L X=0654Lbdh 2-e RABIALE
HEEITEY (FlrRfr, AIRTREEAR. FRBRASFABEH)
FEUBIE®R PIeius-d 2-d BuiL fm #4569
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FEI
R2 Rz
7\ oL /\
0o=s N A—CHyNHAc — 48 N A—CH2NHAC
\(cHyf. HN"\ o f.
2/n RB 2)n R3
1-a 1-b
Rz RZ
oL O /\
>s N A—CH,NH, <— =S N A—CH,NHAC
RN~ \chyl, AN Ny
( n R3 2/n RS
1-d 1-c
R,
O\ V4 \
_S N A—CH,NH—C—-R
RN\ ( 2 1
(CH2 n
R3
1-e
Ry
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ZRII

(CH2 Ry T2
A~CH,NHAC
(CHZI

l

(CH2 Ry
A—CHzNHAC
(CH2 j
o (CH2) Ry 1
A—CH,NHAc

(CHZ (|

l

O (CH2 F‘4
A—CHyNH,
(CHZ i
2
(CH2 R4 ﬁ
~CH,~C-R
R’ N/ 2 1
(CHZ i

l

O (CHZ X
\\ 11
N/,s A~CH,—C—R,
RsN™ NCHyf

2f
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AEXPGHEHASHTRAEIEAFEGEARFTAER, AKX
AX I e E—HEAESRRAGEF LTHESHRKARZE R
4 A6 F TS G A AR —RRA AT BhBXaas
HeaEHk. BA. THOROFE, KE. AEMNH. BEREKAT
AR EY—#, ZATARAEREN. AW, FEHN. BEN. &F
. BEF. K AR AR ERRMNGW IR, B ERERKGER
B4R, RIGERGE. Bo. B LB R M. BB, k. 444
A REEE, TThF. RABAGASHOEER. SFRPLR.
Blde, TARBEZRFEROLSESEGFTRAEEN. AkH. BTN
RADEAEXPARS D ERPR-A_BARK-RL_BERATHE
.

ik, EAFABERAACLEAHTHRGETHERAYy (A
KRG X IT4e4) HENEHBIARLELHAEY.

A SMAREREHMNPERAY (FRAXAGX I 4EH)
BEFTTOARER AR, BRSNS B 2GR ERERE
BERATARARX —f#h, FRASHRERRALLPEEY
0. 5%-90%.

ERATAREAIABRB G DS ME RN, TRAAL R, AHE
3% EELEF/RERBLEFX, A—ZHHNZRALSBRELHH
WA RK B B — R, B b dn i AL R B —
RO ERKFRFEIFETRAAAZLNRAZLR. —KN, FEay
XA B FEANTRL A 0.1-100, £4E KL A 1. 0-50mg/kg/Hk
/%, BEPRG, ANETURBERANE SR, BV ABRENG~F
BEMGAGAASEmEN, LEYHG, H TRERAINHEH
S AR, TS HHEHRH RN TG LRAL, R Lk
METADTRAENE, FREL TR, BB LKGHERL, TAESH
XKHFBMZ. wRELGE, TREFAHNEIRIALENE, FHB
MR35 2-4 K.

AEAPAX IS TRBIEMFTLEFT X EHRT XNEH, 4
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B HRERIECEDBLAETXLH. ATEBRE A XL HHGEH
MBeP—HOLHF ETREZHEEGATEMRE (B Ak 3 388 &,
HYBXAGEAX IS W, A PXIEGHETHFETEZGRER
Bl et R K R P MG —HEEGFEHEFTR, Pl AR
X %5 3.5-6 & pH A&, A3E 694 A | Q.36 4] do EBEER = 4K ;%t 3 E RN
FHERA. N-FRAIHEE. L -#A8P LH)-HERR, XAZUA
BEARKEGEAAN. — BRI THX 1 GLEGDWETERAF RLE K
B X %A 1ng/ml-400mg/ml & #& 8925 F LT o 4k, RAFAH
BENGHHASMLAR LR GARRANE. KR o iy XA B
KRR KA B G AL ARG X T EH.
AXMGELERREANEAA GRS HBAEDGER. KRN
AR ERTURRLARAG KBS &, Al oEBLRBERKXEE
4 4 % 74 (Villanova, Pennsylvania, USA) F 1993 4 A # &)
“ Approved Standard. Methods for Dilution Antimicrobial
Susceptibility Tests for Bacteria That Grow Aerobicall_y” , B
3 MR P R IR HF L, A A R DR R E MIC) #4734, K
ARG mi 2 EH HRE (SAR) . X XFH%KH (SPYO) .
EMmEKHE (EFAE) . B X4 (SPNE) . kst sk ot iy XK B
(EFAE) . FBEXERH (MCAT) Ao B % iF i (HINF) 69 & 4wk
1 ¥ A%,

25
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k1
R &R F AR RE (ug/nl)

L] 5| SAUR SEPI EFAE SPNE SPYO HINF EFAE MCAT
9213 30593 12712 9912 152 30063 9217 30607

1 1 05 1 0.25 0.25 4 1 2

2 1 0.25 0.5 0.25 0.25 2 0.5 2

3 1 0.25 0.5 0.25 0.25 4 1 1

4 16 2 4 1 1 8 2 4

8 8 1 2 0.5 1 8 2 2

9 0.5 0.125 0.5 0.25 0.25 2 05 2

10 1 0.25 0.5 0.25 0.25 2 05 2

11 ] 0.5 0.5 0.25 0.25 4 0.5 1

12 8 1 05 1 16 2 8

13 1 0.5 1 0.25 0.25 3 0.5 2

14 1 0.5 1 0.25 0.25 4 0.5 2

15 2 1 1 0.5 0.5 8 1 2

16 2 1 1 0.25 0.5 >64 1 2

17 2 2 2 0.5 1 >64 1 2

18 2 1 1 0.25 0.5 8 1 4

19 1 0.5 1 0.25 0.25 2 2
20 2 1 1 4 16 8 1 4
21 0.5 0.25 0.25 <0.06 0.125 >64 0.25 0.25
22 2 05 0.5 0.125 0.5 4 0.5 2
23 2 2 1 0.25 0.5 4 0.5 4
24 2 0.5 1 0.25 0.5 4 1 4
25 2 0.5 1 0.25 0.5 4 i 4
26 2 05 1 0.25 0.5 4 0.5 2
27 2 0.5 0.5 0.125 0.5 4 05 8
28 2 05 1 0.25 0.5 4 1 2
29 1 0.5 1 0.25 05 4 0.5 2
30 1 05 0.5 0.125 QS 4 0.5 0.5

31 2 1 2 0.5 1 8 1 4
32 4 1 2 05 1 8 2 8
33 ) 2 4 1 1 64 4 16
Y 16 2 4 1 2 32 4 16
) &1 16 4 4 1 2 16 8 8
LENIP 16 2 4 1 2 32 2 8
&3 16 2 4 1 2 16 4 8
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ERAARAMBET, A T8 E (55ul, 0.58mmol) & 2 4L 4%
2(100mg, 0.26mmol) & Z.& (1ml) X%, £ ER T (24C)HH 66 J i,
EAZTTHRE. RGPk éE sk, B 3%69 F 8/ 4 M, /23]
. FhETEFEL S, 53] 68ng b T,
g6 219.5-221.0C;

HRMS (FAB) : CiH..FN,0sS (M+H') 693+ F44: 427. 1451
R ZAE: 427. 1458
CisHasFN.OsS 89 2473+ H4i: C 50.69; H 5.44; N 13.14;
REME: C 50.64; H 5.49; N 13.12
& 3 N-({(6S)-3-[3-A-4-Q-FR B HE-1-8H-10, 4E% %
—4-F) A ]-2-8AK-1, 3-oBek x-5- 2} FE) T (8)

O
\:S/ \N‘Q_N/U\o HCHO
HN ' Y= | Juw H
- I‘j " ooon CH3N : L——i
NHAc NHAc

£ 80C HnbtH T, £t 4% 2(230mg, 0.60mmol). 37.5%FEEAR
# (75pL, 1.0mmol) Fw ¥ & (75uL, 2.0mmol) 892 & 4 18, H A
8% (75uL) #= P Bk (75uL) &3, £ 80C T Hmk 4 ok, SFEAHEH
RAWET /45 FKF, A IN NaOH 8% 2] pH10. A R 45 FRBAY,
T (BN FPORIF RS, A W5 M 53ng &4 2 #ATEM
BB fa 3k A3 654 7 A 0F, R &% L2k, AR 2-4% W B3 09 P B3 -
£45 Bt 2B, %3] 140mg 444 8.
HRMS (ESI) : C.H.FN.O,S (M+H") #g3+ 3 44: 399. 1502

R Z 45 399. 1498

%34] 1: N-({(6S)-3-[3-RA-4-(1-ZRE-1-AH-1A, 4 F 5 K4
R)ER]-2-8K-1, 3Bk pr-5-2 } 1) 5K T8 (4)

2. SF
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P R
& 1: N-({(5S)-3-[3-f-4-(1-‘ K A-1-8H-1\", 4—EEkx-4-1)
ER]-2-84K-1,3-Buk gz -5-A)FHR) Z8E(2)

AER., RARAPERT, & ((S)-N-[[3-[3-A-4-1-ERAK
Goph-4-) XX -2-FR-5—E A IFR] LEE (beW 1, BR
W095/07271 &y £3&4] 3 T LM FEHME) (1.01g, 2. 73mmol) F & &
444 (0. 38g, 5.8mmol) A E558 (40g) ¥, £ 50-55C F R & RAY 6
B, A 60C Tk 4 0 BF, B A2 0C, @t mK (20ml) f» 23
& 50% (w/w) 28444 pH A5 %) 10.5-11. 0. AR FHARHBZ RS
W, FE—MEEk RIFERZER. TR ERA) XAk %.
KGRI E% LA, MAR 2-3%F 86 FE-Rb RoM ki, &
%) 691mg F¥. FHEAR-TRTLR, F3440sY 2.
¥, : 165-166C ;

HRMS (FAB) : CiH:.FN,0,S (M+H) 691 A4 : 385. 1346
R Z44: 385.1352
CieHzFN.O.S 89 5473+ F4h: C 49.99; H 5.51; N 14.57;
MEAE: C 50.01; H 5.56; N 14.49
H& 2: N-({(BS)-3-[3-f-4-(1-Z 8 A B HA-1-BH-12", 4—EE
~4-3) X K] -2-8 K1, 3—oEed fr5-% )} FR) TR (7)

o]

o, /\
S N—Q‘NJ\O A0 Q
HN” \—/ /

NHAc

NHAc
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O O
0\\,8 N "o . R Ojs/_\N o
AT O P
2 3
EHHT, At 2(691ng, 1.80mmol). F & (30ml) = 6N &8

(10mL) # &4 B Ao w1 % 21 N, 39, i INNaOH 4o (pHT) . 2 A%
TRE RS, REGHET Y EHAT, M NaOH B 2 pHIL, 8 &L
Ao S%69 T B/ KT IR, TR (BB AR) i Bk % %8k, £75) 535mg
o 3.
T 5% 2.

NH,

o
CHOSEL O /\ A
// v | AN 9
Lj Et3N HN Lﬁ ‘‘‘‘‘ Hg
F i
NH-C-CHj
4

AREFT, MZTH(B02ul, 2.17mmol) F= =4 LB & (162pl,
1. 4lmmol) & 2444 3(37Img, 1.08mmol) & F &% (10ml) 53k, 4 40
CRRARATER 1T SH. BERSWERK S %54, A 2% 7
B/ =R, G ELE-LR PR, 125 298mg 1.4
4.
#%.%: 197-198C ;
HRMS (FAB) : CieH..FN,0,S, M+H") 643+ 4 : 401. 1117

R ZAE: 401.1115
CiHaFNOS 89 73t H4E: C 47.98; H 5.28; N 13.99:
RAAE: C 47.98; H 5.34; N 14.01

%h] 2: N-({(55)-3-[3-A—-4- (1- B R A -1-EM-1", AR 54—
B) R R]-2-8AK-1, 3-Bk -5 ) W R) A 5 BB (5)
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CHQCH2C32EI O /—\
// \_/ ‘1“‘ Et3N ‘‘‘‘‘

NH, NH- c -CH,CH3

BRI 1 TR 2 PHEGT X, ENEH 3 5 _ARARTE
P = CBRETEFRR, FRESHSE, FHETE LS.
#E: 189-190C ;
HRMS (FAB) : Cy:HuFN,0,S; (M+H') #9731 348: 415. 1273
| Z44: 415.1278
CirHosPNOS, ¥ 247t H4h: C 49.26; H 5.59; N 13.52;
REM: C 49.89; H 5.81; N 13.18
gl 3: N-({(5S)-3-[3-H-4-(1-ERE-1-8H-1\", 454
) EE]-2-84K-1, 3-8 fr-5-% ) FI) KA BHAAN FBLE: (6)

NH, NH-G—\

o)
_§ >_ Z5—08253 oN I Q J .
//\_/ N N7 O
lj EtaN //\__/ \\\\\ H
L# S
F
6

BREEG 1 FHR2 PHENFT X, 60 3 5 —BRKAERT
RUBFZLRETETRE, FENEM 6, FHETETLE .
B % 209-210C (5-#4) ;
HRMS (FAB) : CisHa.FN,0:S, (M+H') 843+ B 4&: 427. 1273

M ZAE: 427. 1289
CisHusFN,O;S, 89 2473+ B44: C 50.69; H 5.43; N 13.14;
#E44: C 50.70; H 5.50; N 13.00

gl 4: N-({(5S)-3-[3-A-4-(1- R E-1-FH~ a1\ "Ew-4-
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R)FA]-2-8AK-1, 3B e-5-% ) W R) 28, (B) S44k (10)

v BE
ERAAAFBRET, £ 5 549HARA, AkAH 0-(1,3,5-=
TEEBBA) LA T (1.28g, 4. 49mmol) 49 =28 (3ml) %

BAF TRBABENKK 30ml) F, £ 0C FHIE 30 24, H&. BA
KEFER, BTV LR Y. ARREER FRBEY), L4
ART, W (0-1,3,5-ZFRAE XA AL AR, MSH A48
B-XEPER. AU R TRERA TR 2 +.

T 5% 2:

EBHT, AaH 9((S)-AX-()N-[[3-[3-f-4- (W &-1-&
Br-2H-Ewh-4-K) XX ]-2-ER-5-E A IPL | LEt (2
W095/07271 5764 9 B 1 FRHE 5 x414%) (470mg, 1. 28mmol) &9
=R TR (Gnl) BR P AT E L PR EGMSHY — R TR, ATB
T (24C) RHEF 19 MW ERAY 5K A 5% FE/ —E FHma, A IN
NaOH # % 2] pH11, /A 5% F 8/ — KPR FEIR. T3 (REHA) FFGEFH
RE. RGHAERREE S, A 2. 5% F8/0. 19884058/ =47
BB, FF B AW 10, BEHETUANFTES S,
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B b 225-226T ;
HRMS (FAB) : Cy/H,sFN:0,S (M+H") 893+ 44 : 384. 1393
R 44 : 384.1398
Ci-HFN:O,S #9473+ f4h: C 53.25: H 5.78; N 10.96:
ME4a: C 53.18; H 5.90; N 10.78
F#4] 5: N-({(6S)-3-[3-fA—-4-(1I-EREA-1-EH~ f-1A"—EHh-4-
) FAE]-2-8MK-1, 3-8 5t-5-2 ) FR) 5K AR, (B) FH4k (12)

VBl
F o)
HN NJLO
\ { ...... _Ha AL 4 \ { ...... H
NHAC MeOH -0 H NH,
1"

EBEHT, MERER (@nl) LS 10(586mg, 1.53mmol). ¥
A% (24ml) oK (4ml) #5244, W% 22 1B, A 50% NaOH # o, £ A% F
REWRETE. AEKHEHFZREGH, A IN NaOH A 2| pH1l, B 5%
VB /R FPRER, T8 (FREBRMA) 5t B3 5% EBGER, 135) 464mg 1A%
11.
Vg% 2:

‘1 EtsN

NH, NH- C -CHs

ABHT, RomAK TR TE (T3uL, 0.64mmol)# = ik (130uL,
0. 93mmol) & 2 4t4-4 11 (159mg, 0.47mmol) & P &% (5ml) sk, A%
40C TR 23 W, Adp, ERAAATHRE. AGYAdKE#E LS
6, LR 2%F B8 /0. 1%= T/ RAT ML, K6 4% 8/0. 1%= L/ &,
Bl FiAFeg =R T4 8, 1535 94ng AR A 12.

32



00816044. 9 oW 5E23/40m

B % 193-194C (5#) ;
HRMS (FAB) : C,/HzsFN,0:S, M+H") #53t H 45 : 400. 1165
™ AE: 400. 1157
CHxFN:0:S, 89 2473t B 4hi: C 51.11; H 5.55; N 10.52;
| Mfh: C 51.07; H 5.61; N 10.37
%36 6: N-({(5S)-3-[3-A-4-(1-E R E-1-RH >~ E-1IN'—EKvH—4-
E) R R]-2-8AK-1, 3B 55K} PR AR BB, (B)+#4k(13)

NH-C-GH,-CH,

F o
HN - N)LO
< =z et H
0 H s
13

BBELAS LT E2 PR G X, RS H 11 5 —RK AR TE
FZ LA TEYAE AOCTRE, FE40M 13, FhEARTLR.
¥k 191-192C (2 #) ;

HRMS (FAB) : CisH:sFN;0.S, (M+H') 69+ 4 : 414. 1321
R 414. 1329
CioHaFN:0,S, 8 973+ H44: C 52.28; H 5.85; N 10.16;
MEfE: C 52.30; H 5.90; N 10.14
%364 7: N-({(59)-3-[3- A4 (1-ERE-1-EH X E-IN'—FH-4-
B)XA]-2-8/K-1, 3-&ed 5 -5- K] F ) SFRBEAR 7 8L (B) -4
# (14)
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BRSNS TR PHREGF X, ZAKEW 11 5 AKX ERT
BLUEAMZOHBRETETAE 40CTRE, F2444H 14, THhERTR-
WA A .

B & 210-211C (M) ;
HRMS (FAB) : C.oH:sFN,0,S, (M+H') 8§31 JL44: 426. 1321
M ZAE: 426. 1309
CioHoFN:0:S, 69 5473+ H4i: C 53.63; H 5.68; N 9.87;
MZ{4: C 53.68; H 5.74; N 9.84
g4 8: N-({(6S)-3-[3-A-4- (1-EHEA-1-FEH < A-IN' K4~
A)ERA]-2-84K-1, 3B r-5-A) FE) e/, (Z)#4k(15)

BREEN 4 PHREGF X, £ O)-MX- () -N-[[3-[3-R—-4-(w
S-1-8K-2H—Ew—4- ) F A ] -2-BR-5E2 AP RE] Leekk (&
R, W098/54161 £#4 7695 % 1) 5 MSH R &, 2444 15, FHET
BRLE T4 M.
¥ & 189.5-190.5TC;

HRMS (FAB) : C,/H:sFN:0,S (M+H") 893+ J45: 384.1393
R A A4H: 384.1389
CiH:FN:OS 89 2473+ Hfh: C 53.25; H 5.78; N 10.96;
RMEMh: C 53.21; H 5.82; N 10.88
4 9: N-({(5S)-3-[3-fA-4- (1-ERE-1-BH~ -1\ K4~
)R R]-2-8AK-1, 3-Eebpe-5-2) V&) SR LB, (2)#4(17)
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BREEG 5 PR, EFTEY, A 6N ERKMILEH 15,
Fiigei(16) 5 — AR LB LERFZLEEATE TH%4, FE4LSY
17, FHhETFE &4,

5 206-207C;
HRMS (FAB) : C.H:FN:0,S, (M+H") ¢4+ 344 : 400. 1165
AL 400. 1171
CiHFN:O:S, 85 54731 B4&: C 51.11; H 5.55; N 10.52;
@ME4E: C 51.65; H 5.77; N 10.28
%34 10: N-({(5S)-3-[3-A-4- (1-ZRZ L -1-8H~ -1\ —Evh-4-
) R A]-2-84K-1, 3% 55— K} W) AR BB, Z-+#4K (18)

F o)

SOy
& = L H

HN S

NH-C-CH,CH,
18

BB 9 PR T X, 8 (16) 5 —RRARLER =L
EFETRE, F2M40EW 18, FHETHR T EL M.
¥ 211-213C;
HRMS (FAB) : CisHsFN:0,S; (M+H') 693+ F4: 414. 1321
R A 414.1313
CisHeFN:0,S, 89 573t F4&: C 52.28; H 5.85; N 10.16;
ME4E: C 52.33; H 5.95; N 10.11
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34 11 N-({(56S)-3-[3-f-4- (1- L HE-1-8H < 8- 1\ "Ewh—4-
F)FER]-2-8K-1, 38 5 5-K) PR) mBH iR Pk, (Z2)F#
4 (19)

BRFEHP 9 FRENT X, 8 (16) 5 —RXFAR TR LE
ZUBRETETRE, FENLAN 19, FHETEHETELL.
#%E: 220-221C;
HRMS (FAB) : CioHosFN;0.S, (M+H') 693+ F 44 : 426. 1321
R FAA: 426, 1317
CioH2aFN;0sS, - 0. 55 MeOH #9 94731 F4f: C 52.99; H 5.96; N 9.48;
REAE: C 52.50; H 5.80; N 9.49
g4 12: N-({(6S)-3-[3-A-4-(1-(ZEBEA B R X)-1-AH < &
1A g -4- ) KR ]-2-8R-1, 3B v -5- R} TR) LEE, (D) F
#14k (20)

20

BRAE 2 PHRAF X, AW 15(F&EF 8) 5 LBEFLAT
BP R, FRLEH 20, PHAE—ATR-FEYTEL L.
¥ 8. 237.5-239C;
HRMS (FAB) : CisHsFN,0,S (M+H') #95+ 44 : 426. 1499
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W EAE: 426. 1508
CioHaFN,0sS 89 2473+ H4&i: C 53.63; H 5.68; N 9.88;
RE4E: C 53.69; H 5.74; N 9.89
g8 13: N-({(6S)-3-[3-R—4-[1-(FA E LX) -1-FH A1~
Eeh-4-H 1 EA]-2-8 K1, 3ok ir5-K) PR AR w sk, ()7
#14k (21)

TFA

/

F Oy
- 0
Ol N H (G0 ﬂ» \/k/H
\/\/N TEgSH Y\CHa
N e,
H S
18

EBET, Gisth 18(E#&4 10) (50mg, 0.12mmol)F»% K P&
(11mg, 0.37mmol) # T M (Iml) & % #& ¥ m A = T A & & (60pL,
0. 38mmol) #» = £ Z. & (28uL, 0.36mmol), EERFRALAATHE b
SR, KIS KRR, T A5 pH11, A 5%64 B/ KT R FR. T (B
B4R OF Bk R BGE, K QW5 F =3 0.30mmol W R & FHRE,
WA G ESAL, A 3% TE/ [RGB, FHETE YA, 73
130mg 444 21.

HRMS (FAB) : CioHxFN:0:S, (M+H') 643+ 144 : 428. 1478
T AE: 428. 1481
CioHzcPN:0sS, ¥y - #73t H4h: C 53.37; H 6.13; N 9.83;
R4 C 53.34; H 6.15; N 9.83
Eip 14: N-({(6S)-3-[3-A-4-[1-(ZHA ERZA)-1-AHF =
I -4- R R A ]-2-R AL, 3Bk -5- A W) ALK A B,
(Z) F# 4 (22)

il
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F (o}
OO
St v, Y= H S
Ac-N- H NH—CE—CH,-CHj

22

BRAAH 2 PR S X, AW 18(£#h4 10) 5 LEEET
BRYBRA, FREMEH 22, FHETERTELS.
Bk 214.0-214.5C (5 ) ;
HRMS (FAB) : CyoHyFN;0.S, (M+H') 693 S48 : 456. 1427

MEAE: 456. 1430
CaoHzcFN:0:S, #5 2 #7#t H4h: C 52.73; H 5.75; N 9.22;
®MAME: C 52.57; H 5.76; N 9.20

x4 15: N-({(6S)-3-[3-A—-4-[1-(ZA B RE)-1-BH < &1\
uh-4- A 1R A]-2-8R-1, 3B pr-5- A} PR) AR AsE, (2)F
# 4k (23)

D/@ ..... H

CHa—~CH,~N - NH— c —CH,-CHg

BRIEE 13 PHEN T X ALBRE S ETRAHNELED
23, =i B AR 6,35 S AL, ) 2%60 T B/ A LB, AT B P EL &,
£ 200-201°C;
HRMS (FAB) : CaoHxFN:0:S, (M+H') 853+ 44 : 442. 1634
R FAL: 442, 1645
g 16: N-({(5S)-3-[3-R-4-[1-[(FX) EREAI-I-A#H~ &
I\ v 4- R )RR T-2-8AK-1, 3Bk g5 K} TR ) SR BB,
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(2) St-#34k (24)

PhCHO

TFA/ EtySiH Q/©7
50°C US* P N\—=/ S
..... H H

NH—C—CH2 CH, NH—C—CH,-CHgy

ERFT, A4 18 (544 10) (151mg, 0. 37mmol) & Z. A% (3ml)
BFR P AKX TR (115uL, 1.13mmol). =# Z % (85uL, 1.10mmol)
Fo = LA AR (175uL, 1. 10mmol), £ 50C F» KA AT 424 20 A 8
RE5AKRA, P52 pH11, M 5% FE/ R PR ER, T (L 4A)
HEREFRR. RGHERKEE LWL, LA 2% T8/ {4 %M,
KRG A 15%RE/1%F 8/ K45 2L, g THETE L2 8, F3id
W 24.

& 207-208C ;
HRMS (FAB) :  CyHyFN:0,S, (M+H) 693+ 3 44: 504. 1790
P44 : 504.1796

CosHaoFN:0:S, 89 2473 44: C 59.62; H 6.00; N 8.34;

ME{E: C 59.55; H 6.03; N 8.33
%341 17: N-({(6S)-3-[3-A—-4-[1-[ 3-X AR L) BRA]-1-8H =
AN -Erh—4- R IR R T-2-FAK-1, 3B -5 ) W) R & BBk,
(Z) F+#34k (25)

Q’@\—&

Ph(CH,)sN NH——C —CH,-CH,4

BRI 16 PHEG T B -EAARABETRLH E1L
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44 25.
¥, 165.5-167C;
HRMS (FAB) : CyHesFN,0,S, (M+H') #9 3 JL48: 532. 2104
R 44 532.2114

CoHaiFN:0:S. 89 947+t H4h: C 60.99; H 6.45; N 7.90;

RZ{EL: C 60.65; H 6.53; N 7.78
g4 18: N-({(59)-3-[3-f-4-(1-{[(FEARL) ZFAI A} -1-4&
s 81N -4 KR ] -2-RAR-1, 3-8 -5} P R) KA
B, (2) 5+#34k (26)

F o) CH3NCO

o, N
Ngi+ N” 'O \
R ""H ..... H S ..... H
HN- NH—C—CH,-CH, N‘ NH—C—CH2 CH,4
18 CH3NHC_-O

AHRFEREALLAT, ALSY 18(54#44) 10) (152mg, 0. 37mmol)
& = 9 & F Lk (3ml) R P A 5B T &% (24pl, 0.41lmmol), AF
BT QAC)RKF 67T b, EAZTTRE, RGPk &% Lk, A
30%A /1% B/ AT R, A TE T 48, 52 133ng &% 26.
¥ 5. 203-204TC;
HRMS (FAB) : CaoHasFN,Q.S, (M+H') 693+ H4&: 471. 1536

M T A4 471.1538
CoHFN,0.S. #9973t B44: C 51.05; H 5.78; N 11.91;
#E4E: C 51.01; H 5.83; N 11.88

364 19: N-({(59)-3-[3-R-4-(1-[ (P RAZ L) BRAK]-1-RH
-1 —Ewl—4-E 1 EE]-2-8R-1,3-Ed i -5- X} P R) AR A B
Be, (Z)F#4k (27)
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# & : 183.5-184.5C;
HRMS (FAB) : CyHs FN;OsS; (M+H') #93+ F-4&: 500. 1689
R A4: 500. 1699

CaoHsoFN:0sS: 69 - #r3t Fi4i: C 52.89; H 6.05; N 8.41;

REME: C 52.76; H 6.04; N 8.39
g4 210 N-({(58)-3-[3-RA-4-(1-{[[(4-A A X L) RA]I B L] R &K
A}-1-FH S -1V —Ewh-4-5) XK ]-2-8RK-1, 3-&edhr-5-K} F
X)BmRBEE, (2)FH#4k(29)

F o o N@NCO F 0
o, A i 4 A

0
o) —_— N0
\:S“ "o HoS DMF \:3 X N= H S
HN- H NH—C—CH,-CH, N- H NH—C—CH,-CH,

EREREALALAT, &4 18(53#%4) 10) (151mg, 0. 37mmol)
Fo A-FERAE R S8 E (T9mg, 0. 48mol) Fr — W 3L ¥ &8 (3ml) 89 R4
Witk 18 i, EATETHRSE. REHARKEE LS, LA 450 F
B/ AT B, KGR 12. 5% % 8/1%F 8/ 845 B, /53] =4, A 7 &/
Z R P %, 55 166mg L4 29.
B 222-228T;
HRMS (FAB) :  CysHasFNs06S: (M+H') #9 3+ H 4 : 578. 1543

R ZAE: 578. 1534

CosHzsFNs0sS: 89 573+ H4i: C 51.98; H 4.89; N 12.12;

#ME4E: C 51.83; H 4.91; N 12.01
a4 22: N-({(6S) -3-[3-A-4-[1-[(REHEL) BRAX]-1-AH~ &
AR vh4- A )RR ]-2-RAR -1, 378wk i-5-K ) P ) 5K R BLAE,
(Z) +#4 (30)
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CHsocOCI
DMAP/Py \
..... H S .....H
NH—C—CH,-CH, th NH— c —CH,-CHg
CH;0-C=0

EBEHRRALAAT, Aibs-% 18 (£#%4] 10) (151mg, 0. 365mmol)
Fo 4- (= PR R L) M (5. 3mg, 0.043mol) #7b7E (3ml) %k mA &,
AR B 7 & (56pL, 0.72mmol), EEET (24C)4R¥F 5 I H. HRMA
FARFEFE G6pL), AERTHIERESD 2 IH, EAZTTRE. Y
Yo e adfis 6,38 L SbAL, R 2009 W B/ A5 I, A CHE-F R T4 &,
733 132mg 5% 27.
¥ &1 217-218TC;
HRMS (FAB) : C3HyFN;0:S, (M+H') #93+ S 44 : 472. 1376

R EAE: 472.1385
CooHasFN:OsS, 89 2 M3t Fiqd: C 50.92; H 5.56; N 8.91;
RMEAE: C 51.02; H 5.59; N 8.90

F34 20: N-({(6S)-3-[3-f-4-(-[[(ZRRAF L) PRI B RE]-1-
M~ AN —Evh-4-30) A T-2- 8K, 3-"Be ir-5- k) T &) s
ABLE, (2) 7#1k (28)

F (o}
O N’lLo
ﬁ S++ o, \— A fu H S
EtO-C—CH,N - H NH—C—CH,-CH,

28

HREHES 16 AN T HUBRBELERBEX PR LM 41L
A9 28, RN % LA, A 20%/1%F B/ fA5 K, AP B &

HH -
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F 0 NaOCN F o)

o, N o’ N

RYYWIAY N" O s HOAc SN N0
N K e A W (PP H ~ “, S
" W S < o Y=\l H
HN NH—C—CH,-CH, N- H NH—C—CH,-CH,
18 ¢=0 30
NH,

ABHT, @449 18(£3#4) 10) (151mg, 0. 365mmol) 45 L& (5ml)
Bk b AT R (245mg, 3. 7Tmmol), ERAAAF TR THRE 19
D, REEATTHRSE. B IN NaOH e A G W KA 5% T B/ — KW
NKPegRAM T A5 pH, REAALZTRE. REAGW. T
JReGRAY, A %P B/ R FRAGY. REFEBR, ik é#EL
SALE G, AR SRR/ KA M, RER A9V E/ S ak. Pk
VB /R4 T4 &, 53] 50mg L4 30.
£ & 236-238C;

HRMS (FAB) : CioHxFN,0.S, (M+H") 693+ 44 : 457. 1379
R ZA4: 457.1382
CioHzsFN:OSS, 89 5473 H44: C 49.98; H 5.52; N 12.27;

MEME: C 49.65; H 5.61; N 12.05
g4 23: N-({(6S)-3-[3-A—-4-[1-[[(REZF L) FEIEREA]-1-A&
Hrox -0 v -4- R ] X K] -2-8A4K-1, 328 le-5- 4k} T A) K&
B, (Z) +#4k (31)

NH,,OH

Q/Cy\_ﬁ1 Tweor D/Q ““““ . s

EtO—C-—CHz—N —c —CH,-CH, H2N—-C—CH2 NH—E—CH,-CH,

LERBET, G1ibs % 28(F44&4 20) (161mg, 0. 322mmol) &5 ¥ A
(13ml) & 5% 7w 28%65 S 8404 (3. 2ml), £ R FAEE 65 K, £
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ARThSE. EakeiE LB GH, N 6T E/ G, ~hiET
B sk iy /4% 98mg tL4a 31.
B & 221-222C ;
HRMS (FAB) :  CyoH,sFN,0,S; (M+H") #4344 : 471. 1536
R ZAE: 471. 1540

CooHuFNO.S, 89 5 ¥+t F4i: C 51.05; H 5.78; N 11.91;

ME{E: C 51.02; H 5.80; N 11.90
F34) 24: N-({(59)-3-[3-A~4-[1-[ C-EX LK) L RZA]-1-AH =~
S0 g4 ] F A ]-2-F K1, 3-=Brk e -5} P ) B A Bh R
(Z) +#14k (32)

LIBH4

Q/%} ..... H | Q/@L&

EtO—c—cuz-N NH—C—CH2 CH, HO CH,CH,-N NH—C~CH,-CH,

EBET, 14044 28 (464 20) (240mg, 0. 48mmol) & THF (5ml)
B P A 2. 0M 21 S AL42H THF %% (0. 24ml, 0. 48mmol) , £ R A LA
Fo TR THRIFA4IDE, REL VEHKRE, @2 E 5 10% NalHS0, #) K
ikt pHiAY 2| 2, /3 5 24, BIANBPHERRIAKERF. A IN
NaOH e pH #+ & 2| 10, A 5% 78/ KPR ERRAY. TR (FBRMA)
SFHRGERR, ERKREZELEALAGY, A S%TEE/ R T IZEM,
EHAEPE &S, 535 T3ng 404 32.
B % . 180-181T (5##) ;
HRMS (FAB) : CyoHzFN;0.S, (M+H') #9344 : 458. 1583

M Z44: 458. 1580
CoolsFN:0.S, 89 5 #73t H4h: C 52.50; H 6.17; N 9.18;
RE4E: C 52.64; H 6.34; N 8.98

g4 25: N-[((5S)-3-(3-RA-4-[1-(FAERL)-1-EH-10, 4%
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J: (35)

BB LS 19 PR %k, RS 5 (&M 2) RELEY 18
kM &AW 35, EHAERKEE LA, A 3%T 8/ 24K, £ TR
/P B a.

Bk 211-212C (45#4).
HRMS (FAB) : CyoH:eFN,0:S; (M+H') 693+ F48: 473. 1328
M ZAE: 473.1329

C1oHuFN.O:S, 89 0¥+ H4h: C 48.29; H 5.33; N 11.86;

RTE: C 48.34; H 5.41; N 11.87
534 28: N-[((5S)-3-{3-A-4-(1-[(FREEL) 2 HL]-1-2H4
S0 4-EvR b-4-A) R R} -2- AR, 3-Eabe-5- ) WA I SR A buAR
AR, 7 &1z (36)

o}
e X
> S N N0 S
CHa0-C-N" " =/ H

36

B 19 FATE 6 F %, RS 6 (E#k4] 3) KA EH 18
kH & 36, FHAkkEEELL, BA 2. 5%F 8/ R45 2K,
%GR 10%E8/ 845, EUK/FET L.

f% & . 208-209°C (5-##).
CooHosFN,0:S, 89 473t J4i: C 49.57; H 5.20; N 11.56;
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Br-4- AR R} -2-8 4K -1, 3-wBedkir-5-R) W] B & Bt (33)

erie
o

NH—C—CHZCHa

BREES 13 PR T %, RS 5(EHES 2) RELESD 18
k8 &AM 33, AR 6% LS, R 20%/1%F B/ K45 2B,
RIER A% B8/ 245 L.

HRMS (FAB) : CisH:FN.0,S, (M+H') 893t 4 : 429. 1430

R AAH: 429. 1436
FH#4 26: N-[((6S)-3-{3-A-4-[1-(FAE LX) -1-AH-1\', 4%
dmrr-4- A ] XA ]-2-A K1, 3B i -5- ) P) KRB AR VB
(34)

\\ﬁ
CH, N’\—J £:> L_«_

NH—C—<j

RS 13 PHEG T &, RS 6 (Fahb] 3) KELEY 18
RPN EAAW 34, FHERKEE LWL, B 3%T 8/ 245 LK.
HRMS (FAB) : C,sHasFN,0,S, (M+H") &3t 4 : 441. 1430

R AL 441. 1425
CioH:sFNOS, 89 4473t H4h: C 51.80; H 5.72; N 12.72;
RMEM: C 51.60; H 6.03; N 12.34

F3&p) 27: N-[((6S)-3-{3-A-4-(1-[(FREERX) T RHE]-1-£H
-1, 44— ) KR} -2-RAR-1, 3-8ed e -5-K) PR IHA A8
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@EfL: C 49.55; H 5.22; N 11.58
FE#p) 29: N-({(S)-3-[3-A-4-[1-(FE ERKX)-1-EH~ &1\
rg—4-F ] R R ]-2-84K-1, 3-vBed fx 5K} ¥R ) LR LXK T 8b A,
(Z) F+#4k (37)

37

BB LS 13 AR %, RS 19 (44 11) RS S
18 R FI &4 37. WA TE/ A5 T4 dh kAL =4,
B 5 201-2027T (5.
HRMS (FAB) : CyoHarFN:Q,S, (M+H") #93+ HL48: 440. 1478

R ZAh: 440. 1475
CaoHo6FN:0ssS, B A7 3F F4i: C 54.65; H 5.96; N 9. 56;
RAME: C 54.12; H 6.16; N 9.44

4] 30: N-[((6S)-3-{3-A~4-[1-[(FREAEL) B RA]-1-8H~
S0 —Eh-4- KRR ]-2-RR-1, 3B ke -5-24) PRI R\ RAK
¥ 8L (Z) 5+ # 4k (38)

Q S+
CHZ0-C-N'"- H NH—C—<]
38

BRI 19 PHEGF &, Add 19(5448 11) RELSY
18 kM &ad 38. Fhdaitaik e s, A 7. 5%/ 1%FE /&
B, ERE/ VR P4E .
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& 219-220C (4 f#).
HRMS (FAB) : CyH:FN,0,S, (M+H') #5+t . 4&: 484. 1376
R 4A: 484.1389

CoiHaoFN;0s5S. 89 £ ¥73 B4li: C 52.16; H 5.42; N 8.69;

AEME: C 52.35; H 5.50; N 8.58
524 31: N-[((5S)-3-{3-A—4-[1-(F A £ K&)-1-8H~ &-1\"-
i —4- A ] R A} -2-8AR-1, 3B k-5-25) ¥R SR A BLEAR W Bk,
(E) 544 (39) |

BRE&ES 13 FHRAF E, RS 14(5&8 T)RELED
18 kH&oW 39. Tl aik &% sk4b, £ A 3% B/ A5 L,
RIGH 19T 8/ LR LB AL,
HRMS (FAB) :  CyoHx/FN;0:S, (M+H') 843+ J4h: 440. 1478

R A 440. 1473

574 32: N-[((6S)-3-{3-#—-4-[1-(F A R HE)-1-8H < A-10"-
il -4- AR A} 2-8 K1, 3B -5- ) PAIBANK A, (B)3F
#14k (40)

CHyN - i i
37\ N)LO
S++ ) S
O\‘: ’f,’ lllll H T
H NH—C-CH,~CHj,

BB Eas 13 PR T &, RiLeY 13(544 6) KEeH
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18 &4 44049 40. F W@ IR &% 2hib, A 197 8/ L8R TR .
HRMS (FAB) : CyoHarFN;0:S, (M+H') #4931 F44: 428. 1478

T AE: 428. 1484
T34 33: N-[((5S)-3-{3-F—4-[1-[[(REAWEL) BE ] KHE]-1-
M-IV —Ewh-4- K E R} -2-8K-1, 3 fr-5-R) WA L&
fe (Z) S+ #4k (41)

41

BRI 19 FHrE Tk, RiLSd 15(F6E4 8) REAAS W
18, F AR ER TR FABREIANRTRIERNELED 41, FHhiE
WAL &% 2 AL, B 39T BE/ R, ETEE T EL &,
b 213-214C (2 #).
HRMS (FAB) : CyH:oFN:OsS (M+H') #93+ F4&: 518. 1761

R Z 44 518.1763
CosHasFN,OeS 69 5-#7#H H4h: C 58.01; H 5.45; N 8.12;
REMM: C 57.91; H 5.63; N 8.11

£ 34: N-({(6S)-3-[3-A-4-(I-{[(FREL) EEATERE]-1-R
B E-IA—Eh-4-K) XA ]-2-8K-1,3-E 56—} FR) Lsk
e, (2)+#4k (42)
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BB EEA 18 PR &, MAAd 15(£#4M 8) RENAY
18, F AR A RBRFEABREFRETERFNLSLSY 42, AL ETH
b2k Bk ShAL .
¥ & . 238.5-239.5C (5-#4).
HRMS (FAB) : CysHyFN,0.S (M+H') 694+ A& : 517. 1921

R EAE: 517.1927
CosHuoFN:0sS 89 5-#73t H44: C 58.13; H 5.66; N 10.85;
ME4E: C 57.96; H 5.80; N 10.90
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