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%, Rocz. Chem., 1976, 50 (2), 367(CAN 85:62908)+ /A FF B 75 £ 4114 .

X XN BIEPIPTLAR I (B, 2-F — RV E R 2B,
Asta Tech, Inc. H3XS N88865), B KA AXFT A &K 7%, Hilin
A PCL 43, HEMKER (B, 2--MtiER)Z 48, Aldrich H
X5 30,392-5; N-(GME)ZIxERR, Sigma HES M3023) #1%, =
¥ Atwell G.J.,Cain B.EF.F1 Denny W.A,, J. Med. Chem., 1977, 20, 128-
134; FA Kricheldorf H. R. 01 Schultz J., Synthesis, 1976, 11, 739-741 3%
BER T VAR

i R¥-CHO WM EWFTLEM (HlinZFE FE, Aldich BFS
B133-4; 3 T B, Aldrich H3X%S 32,035-8), ERi%HBAATM A BT /A 400
J71%%14%, M. Organic Chemistry, 35 =hR, Fieser and Fieser 4%, Reinhold
Publishing Hi/R, 412y, 193~198 1 675~684 T HEE )44 ; Compendium
of Organic Synthetic Methods, 28—%, Harrison and Harrison &, Wiley-
Interscience HHhR, 2F 4 F, BERIHI%E.

X RO-X BLEYRT LA (BlanR{b™E, Aldrich B S B1,790-
5; 1-1R-2-FHEA L, "Aldrich BFS 15,658-2), BRI% IR AT A B & 40
(7%l %, W Organic Chemistry, 5 =}R, Fieser and Fieser £ 47,
Reinhold Publishing AR, #%), 61~63 Fl 145~146 T R/ I 5%
Compendium of Organic Synthetic Methods, 55—%%, Harrison and Harrison

F %, Wiley-Interscience AR, 3 10 2, pqbYFIBERIEMHI%.
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HRHA O,N-X,-SO,Cl L& FTLATM (Fn, 2-FHZE-o- B 3R 0R

BES, Aldrich H3E 37,582-9), %8 US Patent No. 3,471,474 ¥1 EP 0

514 66 A2 P AFFRITTE, HEEKFERUDH E.

WETATIR, AR BAR AL 69 AT AE Y AT 40 i vl SL3h P 48 f B 0 TINF-
5 o o IXATF A FFRAESMNRLE 7775 KRR :
TERBUERF 10%4- R iEXNFE 89 RPMI 1640 AR 3% 3% THP1 41

i, FEBLOERE, FFFER 20mM HEPES ZMiAh 7 1) Lk b 5

BE 5x10° M fE/ml. Bz RS R (200u) BREE 96

LRI L, FFEIMANREUEMZET, T 37CHEIF 0.5h. HRBNHE

10 PEMBEZFEH (DMSO) #, HIEIKREN 1.2mM FIEEER, HH

B IR M I/10%DMSO EHRMEE, BRIRLKREN 10°~10°M KR

Bliay, SMRERENE. HAR7AE 37CHRRLEYIESE 0.5h,

SRIGIMN LPS(H B R 2 ¥R IRE N 2mg/ml, FH7E 37°C, EEFH 5%CO,,

FXHEE N 95%H R, R4S 3he 7E 260g T 5500 10 M41/E, BR

15 EBMESREN LEEB, 7FH ELISARR&D Sustems Europe Ltd.,
Abingdon, FE[E)J%E TNF-aff1&. LPS-i5 S/ TNF-oB AR 50%3
AR EYRIIRE (IC,)), T HEFIE-mMN it E 1k,

THIHAWEY A~E, EIRRBTESRR IC, EHA 318~
866mMol:

20 WEY A: 2-Q-BEXBEHBE)-2 R)-[1(S)-GEEREFBIE)4-FET

F)-20-F T E-4-FEBE X BRI A .

WEY B: (B)-2-[3- (ZZERE) WEBBLE]2 R)-[1S)-(FEEE
B )-4- R 2E-3- T M 2E)-27- 7 T 25-4- FF B B FHE ot B 2R
ik,

25 ALEW C: (B)-2-G-RERNBEEE)-2 (R)-[1(S)-GRHEETEFBE)-4-FE

SB-TwE2 -5 T E-4- R B B AR .

WEY D: (B)-2 R)-[1S)-REFEFBLE)-4-FE-3-THHE-2-R T

4-FRE-V-B(ZREEE) N BB KB R R

o

30 {WEWE: (B)-2-(4-8ETHEBIE)-2 (R)-[1(S)-(FREE BB EE)-4-F -

17
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3-THEFE]-2 -5 T Z-4- F B SR XT B SRR AR 2 .

KRR EY (BLERX 1 Y AILEAAARNE), 7
RN, GBIl s sl . Z8WHFE L OMR, Hia,
LA, BERA, BEARH, BERMBKAIBIBREE, W, ILNERF

s WEKEX. MA, EMETETERRA, flmUeinEX, 8m8
SMIRF, BN LLESHAR K .

AHEBMHE, BRI SR E R, THSRE NG
BRE—#. flin, WEMAAE, RERSETEY, BA, HER
BHE, ENRA, BERAR, BERAMERARKRENEE. RAKR

10 KRENEENREND, GlaEym, &, B, LEEEERNE T
P, M, WR\EFEASIHNER, KARKEEFAFER K. &6
T EWBAE RO S ENEAAEN, B, K, LIo8E, BEWE, e,
WEES. BAHEENERNEEMEAN, Fla, K, B, LT,
Hl, EPmE. EEHERTNSENEERRRMBEELN,
15 BER, FEAERZ TR

PR A IFNE R SRR HR, TRER, WA, FALR, FHokH,
FOA, BHEH, AWEEENE, Sl BERSmER. e
SR ERETEENYR.

TR R RTEYIIEEVET MBI 25 K & X F S T

20 ¥, WEFARANEN. ZHEARE, BERX 1 NAEYRELEAH
Kk, SHIrEtREsHs, FENREFE, 5550 —HREHA
Jria eI, — i BT AR A B

BROKUEYRLESHAMNE, 2 TNF-oBRmMER. H

W, AR\NUEMETRA, ENTHTERIE TNF-oad 8511 %
25 FREIR T HILRIR RIE.

R, AEKPHH—AER, SRR BRI EDERITER
RHRHINA, FridRmafER RN E S RERR (Bl REHEEH %,
B, ZRUEEUAERGE@B), BXRTR, FRRERE (FlmuEnf
SRR, B, TR, OMERR (Pl ),

30 RbE, HMFMKIME. RABWEREMCEAITHE, HH4RH

18
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MBS RO I ANME BT BT RS . B, TEARNARAN, &
ERHRELAN 1~20mgkg, RIEAR 3~5mgkeg, REENAEFIN
T LU % LR . BRI A — RS AR .

T3 SE ) A LAZE B i BR A R B

L] 1

2 -(2-FHFEMEE)-2(R)-[1(S)-(BEEEF B E)-4- KX ETH]|2-F T

FE-4- B 2L ST 0T FR 2R G 2

¥ 0.35g (E)-2 (R)-[1(S)-[(PUS-2(RS)-RH: M S 1L ) U3 AR ] -4- 2 -

10 3-THE]-2-F7TE-4-FE-2-Q-HEFEBEELE)RELHE 10ml FEES

FIEH, H 0.101g —/KEXT FHRERAE ., ZBSWAEZERDIEE 1.5,

IR 0.035g10% 58 -1k . HZIBEWEN 1h, RETIEHEIEREL.

RV BT, B3 0.27g 2°-Q-FEFEBMELE)-2R)-[1(S)-(BE

AEFBE)4-FTETE2-FTE4-PRERBLBEX P RBERL A 65
15 &,

MS: 547(M+H)*.

HPLC: HEE#MEE 15 48, HEWMEBRBEE SEF B HEF A ik

HE 5% B FIEH As GUEN 1ml/4r8h. RERTE: 13.15 2%,

%) A: H)0/0.1%TFA; ¥ 71 B: CH,CN/0.085%TFA. #£%!: HYPERPEP
20  300A.

YE A IR IEEHI(E)-2 (R)-[1(S)-[(FUE-2(RS)-PH M & 5 ) & 2 F BE 3] -
4-FF-3-THE)2-7 T HE-4- P E-2-Q-EEFEBBLE) KB &
e
i) ZEBHEESRAT, ¥ 2533g 2R)-F THIEHR BT HEAE 2L

25 FURI SRR R EE)-70°C. WM 1.2L 2M I - RN EE
U ERREE R, R ZIRAWHE-T0CHEEE 30 404h. RETHMA 282g
REBHRTE 2L TREERME P REE, HEZBAWREREZRE AR
FEZR. WHELRE, BRENERR, FERKYEZRIER 2M
BBRABRZ H#ITHER. BHA—0 2M HBBEE, KR ELHER

30 WHRORIEER, REHTKRBRETR. ZREER, BERHEE A,

19
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P HEEFE 2L S, FHIEEH =S Ok 1: 77.3g). A 109g ER
CREAHE CRER, HRBESYEZETHE 1h, £ 4CHE 16h. T
e AE R RIE AR, FRRILEARTE 2.5L BRERUT 2B 1.5L 2M EhEeh,
REFERER. FYERKEMEAMBEREERE, RERTKE
s BRETH. ARBENGE, B3 189.8g E4& (Wdk 2). KXB Mk
PE TR, 183 267.1g (B)-2 (R)-[I(R)-(F T EEHKE) -4-FHE-3-T
IHEE]- 4-FELEBR K A E .
i) KELPRG)THEINEYBEMELE 250 TRNUERLR, 7EHH
TAHE-78°C, FHH 2hHEPFEIA 860ml 2M K — B AR EE I
10 ZURRMVEW. 7E-78°CHFE 0.5h 5, WA 330ml FEE. FiZEEWE
HERABRERE, REHEdK. BRENEKE, RAVEZLBZ
EaAN 2M RV ELHAT R . F S AP BB VAR, AR KRNI
WS LE VR C B ZBaM, RS TIR. 2R R EEIIBE
WY, HAEHE)-2-[1-(BTEERE) -4-FHE-3-THE)- 4-FRRE
15 B 1(S), 2(R)M 1(R), 2R)AMWEMREY. LRNERRUIRES
33, BEEAE EEE 1S), 2R)RWIEHIRE Y K i%F R A 2500ml
Kok, FHH 8oml T BEEAE LB R . # 4CHRE—BRINERE, 1T
PEH T HR R T8, B3 210.3g K AEE, RATTRAERLR
Pl B R, BRI(E)-2 (R)-[1(S)-(B T EERHRE) 4-KH-3- T HE)- 4-
20 FERERHE G .
(iii) f 4.05kg (B)-2 (R)-[1(S)-( T EHEIKE) -4- KK 3-THE]- 4-F R
JRERTE 121 —HER B MERA T 4°C, HA 1.97kg BEEH=
MEFIKEHIFD 2.466kg 1 1-2.36-3- (-ZHEEERFE) M-
FREEALEE, 4 ZBEWRTE 4 CHEEE 2he SO 3.895kg F T HLfk — FRRTEE
25 #h, BE/EIIA 2361 N-FREWRK, ZBESWEE 4CHEE 2h, HAERER
¥ 50h, RJEH 121 2M BB 120 FER T EBHE, SEHANAE.
BHEAK, BARREMERKIEG, REHITER, BIRKE
Bk, HOkESLR, B8 247kg (B)-2 (R)-[1(S)-(B T EIEHE) -4-%
H-3-THE]-2-F T E4- PR REK G 4.
30 MS: 417(M+H)*.

20
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(iv) ¥F 40.0g (B)-2 (R)-[1(S)-(BT |EHRE) -4-FH-3-T ] 27T
HE-4-BEREHA 11.2ml WIEAE 400ml —EFRPHOBEBRERSAT
B, A 163ml =ZRLRE, K RBEBSYEZE T 10 248,
RIEEK. BRYBELERLEET, B SPHBREMNER, /K, 2M BE
s KEEWAKIES. ZBRZESHIF oK T, ZBREBH, B2 55g
(E)-2 R)-[1(S)-(R T EEHRE) 4-FE3-THE] 2-RTE2-(ERSL
B )-4- B B BRS040
MS: 513(M+H)*,
(v) RHZEGV)F BT B SBE BT 250ml 40% M =R LB & H
10 REBH, FEZETHRYE 2.5h. BRBER, SidmARRFELRE
H# (2x30mD) MAEREREN=RIE. REYWAHCKRNE, 583
39.1g (B)-2 (R)-[1(S)-(FRE) -4-FE-3-THE]- 2-FTE2- (SR LE
H)-4-PEEB K S EE .
(vi) BE_ LB PHIEHRBREBMAE ooml —FFEF S, AEF 0T,
15 FAHZEHH 50.0g O-(VUE-2H-MEAR-2(RS)- 2 EFEFN 18.0g 1-Z.2-3-(3-=
AEIRENE)RU - IRERLLE., FZREEYERHBRARER
B, FEEER. BRESR, FEBRKVELR ZEF/KZEHETS
M. ZBRABEMAKBEEDH, HTKMBRETREHITER. KB
I A DTSRIt u8, 183 37.6g (E)-2(R)-[1(S)-[(TU&-2(RS)-ALL M
20 FEREFEHE] 4-FEI-THE2-FTE2-(SRLBE)4-FEL
B 5 B 1A
(vii) HIZELTREHEINICEDERL 200ml FEY, HEZEH
18.7g BXEZFRLE 50ml K VAW ALEE 16h. R EFERERBIE A,
HKWERZE S, FEERETHESRSEEWHTE, B2 282g (B)-
25 2(R)-[1(S)-[(PUZ-2(RS)-MLmi 4025 ) S 2 FH R 2L ] -4- R -3- T IR -2- 7 T
-4- BB B B U
MS: 460(M+H)*.
HPLC: FREEMIE 15 80, HEIMEBRHEE S%EF B MEH A Tl
AE 95%YEF B MIEH A; MR 1ml/H 4. RERE: 1246 548,
30 % A: H,0/0.1%TFA; %) B: CH,CN/0.085%TFA. :%!: HYPERPEP

21
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300A.
(viii) EZBEMEKSAT, H 0.236g 2-HE-o-FEBEBEA 0.152ml
mEaE, ALE 0.689g (E)-2(R)-[1(S)-[(TUE-2(RS)-MEMmI AL )H & FBLE] -4-
BE-3-THEE)-2 -7 T 2-4-FEUBE 8ml ZS R KB H. K%
s REYHH 2h HER. BERKVERELRIERT, HKKAHK, 5%
FRBOKEW, K, SHIKBREM/KE BB EBKERESR, RE
RTKRBRET . ZEHHZEBBZRKVIEE, B3] 0.72g (E)-2(R)-
[1(S)-[(TUE-2(RS)-ME i U B ) S 2 MR ) -4-2R&E-3- T 1 )-2- 7 T H-4-
FRE-2-(2-FHEE R AR B IR 2L ) I et B B [ A o
10 MS: 659(M+H)".

L HEf] 2
(E)-2-(2-F 2k LB EE)-2 (R)-[I(S)-(FRE I F R E)-4- K H-3-T 1%
F]-2°-F¢ T Fe-4- B FE T R i) B KRR h
15 ¥ 0.25g (BE)-2’-(2-FE LITHEBEE)-2 (R)-[1(S)-[(TWE-2(RS)-AL M &
H)VRERME]4-FE-3-THE)2-FTE-4-FELEHA Sml FEgd
RIS, M 01g —/KEXFRBRAE. HXBAVWEZEII 2.5h
HER. BRRYH OB, JIEHTIR, 18380255 (B)-2-Q-8XZ
BeiE M AL )-2(R)-[1(S)- (R EREFBE)-4-FHE-3-THE)2-B T H4-H
20 LB B AREEER £ B B B 1A
MS: 483(M+H)".
HPLC: BEREEWKEE 15 438, HBEWEBBEHE S%%E7 B HEBH A 31k
HE 95D B BB As WEHR 1ml/4Eh. RERE: 11.22 4.
B A: H,0/0.1%TFA; %51 B: CH,CN/0.085%TFA. £ 5. HYPBDSC18.
25 TENEIG R EHI(E)-2’--FE LHREHE)-2 (R)-[1(S)-[(WE-2(RS)-
ALLPRg S ) R R R )-4- 3R -3- T WG -2 -7 T 25 -4- FF B IR B 1 41 4%
/(1
() EEEMERIKRAT, %0459 (BE)-2(R)- [1(S)-[(TUE-2(RS)-A M4
RYyREPBE]4-FE3-THE-2-RTE-4-FEREA 8ml —&F
30 KEFHNAE, F 0.287g 2-EKZEEWEE Z KBS 0.1m] MLiE AL

22
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10

15

20

25

30

ZIRESYESEEDEE 2h, HHA 0.287g 1,3- “H MR 2-FE_BHTEEEZ
RHEBE. ZREAVESE THEIRFER. BERKDEBRELR L
Berp, FFAKIRFK, SBATRER/KER, K, SHRERE MK
FABUKEBR RS, RERITKRRETR, BEAKBIRKYH LB
HHE, B2 047g (BE)-2(R)- [1(S)-[(TU&L-2(RS)-Mt M 2 )& 2 F Bt A )-4-
EE-3-THE]-2-7T #-2-(1,3- 8 M-2-F B W £ L it E)-4-
PR B v 3 L B A

MS: 697(M+H)*.

(i) F 4.5ml K& BHEER 0.46g (E)-2(R)- [1(S)-[(TUE-2(RS)-ML M L) &
R EE4- R E3-THE] -7 TE-2-13-Z8K2- X -HRIERE L
e B2 )-4- B 2 B E 10m] SRR S, FFEER THH 2h. B
ERBIABRKYA LK WA IE. BB KFRMEmKE
WY, RERATKRBRETSR. RR|YHERERKEOEMgL, {§
B/ Z—F R (5: 95) 1ENUEMM, B3] 0.26g (BE)-2-2-F b
FEBLE)-2 (R)-[1(S)-[(WUE-2(RS)-ME M F )R E B E -4- K HE-3-T 4%
)2 -R T H-4-FREIBHHR R ERRY .

MS: 567(M+H)*.

Ll 3
(E)-2°-(3-F F N e BB 3E)-2(R)-[1(S)-(FR FE E I F BERE)4- K K -3-T 4%
H1-2-5 T F-4- 2 LB B R 2

B GG 2 PAFHIRLE, B -E B R RERNiE
HRAE - F MU EE BB, B3(E)-2-G-RENEHEEE)-2
(R)-[1(S)- (B2 T HE FELE)-4- 7 E-3- T ]2 -7 T 2-4- B 2 KB
HZR B BR 25 7K B E [ 4
MS: 497(M+H)*.
HPLC: #E#MUE 15 78, HiEMEBRBEH S%EN B KER A &
HE SRERN B KR A; WEAN 1ml/78h. RERE: 1121 48,
% A: H,0/0.1%TFA; %7 B: CH,CN/0.085%TFA . /£ %!: HYPBDSC18.
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10

15

20

25

30

SR 4
(E)-2-(4- 8 5 TR E)2R)-[1S)-(BREFEFHE)-4- X H-3- T i
F)-2- 5 T EE-4- AL BB B R R R 2

RS ie 2 PAFFREUAE, BER 4 X BV EE T il
BEEE 2-F BT RE L EHEBE, B2E)-2-@-8ET FEikE)-
2R)-[1(S)-(FREREFBE)4-FE-3-THE]-2-F T £-4-FE LB
XTI
MS: 511(M+H)*.
HPLC: BREEEWMRYE 15 40%h, HENHEBRBEH S%%F B KIEH A &
HE 9S%BEET B BIER A, WEN 1myaPh. REBE]: 11.31 508,
%5 A: H,0/0.1%TFA; %7 B: CH,CN/0.085%TFA. #%!: HYPBDSC18.

L5 S
(B)-2(R)-[1(S)- (R HEE K FREF)-4-FE - 3-THEHE]-2-F T H-4- FHE D -
[2-(2-Mth i 3 Z e B T B IR B B 2R R 6

Fi 4ml IM FIEHE ZFH CARE B A ER 0.547g (B)-2(R)-[1(S)-[(M
Z-2(RS)-MEM )R EFBE4-FE3-THE-2-F T E-4-FE-2-
[2-(2-PEBE 3 Z e TR R BEEAE Sml REEP B . ZBEYEER
THHE 3h HE K. BRYH BB, 53 0.463g (BE)-2(R)-[1(S)-BE
BE PB4 KL THE-2-F T E4-BE-2-[2-2-Mt e ) L befiE
BREE R B A A R 2h B R [ 4
MS: 545(M+H)*.
HPLC: FBREMYE 15 4040, HEWMERBEH S%% 7 B BB A &
HE 95%EEF) B BIER A BN 1my2o4F. RERTE: 11.33 7%F,
% A: H,0/0.1%TFA; %% B: CH,CN/0.085%TFA. #+%!: HYPERPEP
300A. |

FA VB 2 4 R (B)-2(R)-[1(S)-[(PU &L-2(RS)- Pt e 8L 5 ) & 5= FF B 25 )-
4-FFE-3-TIHEE-2 -5 T F-4- B 227 [2-(2- ML B 25 ) Z K B B 25 | I B
sl

¥ 0.459g (E)-2(R)-[1(S)-[(LU&-2(RS)-Mt M 48 2 ) & 25 R B A | -4- R -

24
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3-THEE]-2 -7 T H-4-HE B E 10ml S 5 IR, A 0.400ml
MEBEF 0.337g 2-Q2-tBE) L4 B AL E. ZIBSYEZE THELTH.
R A EIA 0.1g 2-(2-MEhE) Z AT HEBESEUR 0.4ml EIE, ZIBEYIAERE
THHHE 3 K. SERKBINRKYEBELRCET, HH SHHER
5 EHUKERAMEMETCBKB RIS BRKRBRETR, RXHFHT
B/ CptRE, 83 0.547g (E)-2(R)-[1(S)-[(PUE-2(RS)- MM L5 )& 5 H
B )-4-FH-3- T M ]2 -7 T B6-4- FH -2 [2-(2-PHk B 2 ) Z A R R 2 IR
B B e E .
MS: 629(M+H)".

10
SLitifl 6
(E)-2(R)-[1(S)-(EERE P E)-4-FE-3-TIHEE]-2- BT H-4-FHE -2 -
(3-(4-"C Rtk L) P RE T R 2 ) [0 Bk Bk £ R 26
RSG5 PAFFHLGE, BEH 3-(4-DukE) Rk
15 BESRE 2-Q-MnE ) ZEHELR, BRIE)-2 R)-[1(S)-(BREE AR
H)-4-ZKFE-3-T IR )-20 -5 T 2 -4- -2 -(3-(4- MO b 22k ) TR S R B 6 ) LR B
i ERER Ab (R [E 4
MS: 567(M+H)"
HPLC: ®EEEWMEE 15 08, HEWMEBEEE 5%5E7 B MEH A T
20 AE 9SHER B WEH A FHEN 1ml/o4t. RERE: 11.28 44,
#7 A: H,0/0.1%TFA; %7 B: CH,CN/0.085%TFA. ¥:%!: HYPERPEP
300A.

Lt 7
25 (E)}-2’-[3- (ZFHLEH) FEMIE]D (R)-[1(S)-(REEHE FHL)-4-%
2-3- T ]2 -7 T 2-4- PR B R £
F 0.069g —/K&X RETEBALIE 0.184g (B)-2°-[3- (ZHEEH)
A EE B -2(R)-[1(S)-[(H E-2(RS)- ML M EL 3 ) B 2 R B )-4- K 6 -3- T
HE]-2-RTEABERBEMA 4ml FROHOER. ZESWEZET
30 PR 350 HER. HLEREHRRMISREE, B2 019g (B)-2-[3- (ZH%

25
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HED WEBBE]-2 R)-[1(S)-GREREFBIR)-4- K- 3-THE]-2-F
T HE-4-F B R ORI ER L K B B A
MS: 525(M+H)*.
HPLC: #HE#MYE 15 708h, HENHBER B EH 5%% 7 B MEH A B
5 NE SSBEA B HIEH A WA Iml/4reh. REERE: 11.33 44,
%7 A: Hy0/0.1%TFA; %7 B: CH,CN/0.085%TFA. ¥ %!. HYPERPEP
300A.
PRI IR R (E)-2-[3- (ZHERE) WEBMBEE]-2(R)-[1(S)-[(1
Z(-2(RS)-PLt i 28 ) BB B |-4- B -3- T IR -2 - T 3-4- B B IR
10 FEHIEWT:
K 0.459g (E)-2(R)-[1(S)-[(TUE-2(RS)-PH M S8 20 ) 2 R B 2 ) -4- 2 -
3- T E)-2- 5 T 2-4-FE KB 10ml —E B EPH%®, A 0.6ml
ALRE RN 0.85g 3-(Z FEEE)-1- N EBEE e b . ZRSYERER
TIHHER. KERBINBRRVEMRAELRZES, HH SHREE
15 BAKEE BB EALSIKBRIE SR . AT KRBETSE, FHERSBR
KRR YRR A A A, A FE/ 8 F 5 (8: 92) 14
PR, 182 0.184g (B)-2’-[3- (ZHEEE) WEBMEEE]-2(R)-[1(S)-[(TU
2 -2(RS)-MEHE A E)FHE FBLE-4- KK -3- T B2 -7 T 5-4-F 2 B
IR -
20 MS: 609(M+H)*.

Lt 8
(E)-2-[3- (ZZFEFHE) NEBBE]-2R)-[1(S)-FREEEPEIHE)-4-%
2-3-TIedE)-2-7 T F-4- B 5 R B k) B9 R R b
25 H 0.057g —/KEX FEBEBRLHE 0.16g (B)-2-[3- (ZZEEHE) K|
EREBE]-2(R)-[1(S)- [(TUEL-2(RS)-FHt M 030 ) B )4 2 -3- T 45
H-2-5 T HE-4-FERBHAE 4ml FEEPRER. ZRSWESR T
# 2h FEKR. BRAYAZEESRE, B3] 0.125g (B)-2-[3- (ZZ&E
B) WEBEBE]2R)-[1S)- (BREEEPHE) 4-FE3-THE)2-F
30 T EE-4-F B BE A B SRR A R 1 B 4 .
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MS: 553(M+H)",

HPLC: BEEEMUE 15 24, HIEMIEEBEE S%ER B EF A 2Bk
AE SDEF B HIEH A; RHEN 1ml/5r4h. RERE: 1146 5450
%7 A: H,0/0.1%TFA; %71 B: CH,CN/0.085%TFA. #:%!: HYPERPEP

5 300A.

RAEEL REHIE)-2’-[3- (Z ZEEE) WEBBE)-2(R)-[1(S)- [(T
Z-2(RS)-Pt P ) P -4- KR -3- T I )2’ -7 T 2 -4- R R Bk
idiopE- g e
(i) % 0.918g (E)-2(R)-[1(S)-[(TUE-2(RS)-AHL M E 5 Y R 1 FF B B )-4- A -

10 3-THE2-7T E-4-FELEME 10ml 8PS, A 0.202ml
IEEREF 0.354g 3-F A LCEBL AL TE . ZIBSYEZE TR 2h. [mHEP
BN 0177g 3-FRLHEBEEA 0.160ml MLiE, ZEAYESE THHK
P 2h. BERBINRKVBBELRIET, HFKRIRAK, 59578
BOKEI, K, SHERERESN/KEEMMmIEIL B KBtk . FIKER

15 BBETH, #BR, FHZE/CHRER, BENEKXYARKERNES
ik, RO/ CBRLEE (6: 4) ERRBRE, BF 0.8g (E)-2-(3-
SR ZERE IR )-2(R)-[1(S)-[(TUE-2(RS)- Atk it 48 25 &L 2 R B 2 )-4- 2 2 -3-
TiHHE2-B T EA4-FERBHHREAE K.

MS: 600(M+H)".

20 (i) 4% 0.60g (E)-2’-(3-F A EMBLE)-2(R)-[1(S)-[(TWE-2(RS)-ALL M & L)
P BE)4-FE-3-THE]-2-F7 T 2-4-FERBHAE 10ml H ZFF
MIVETR, F 0.18g BUALEAFN 1.04ml — ZB&ALIE . IR SW7E 80°C N 4h,
SRIGTE 60°CHN# 48h. ZIBAYH LB LB, R/KFBAME LK
BV, AITKRRETRIER. BRYARERERMEAELL,

25 ERIRE/ & EE (1. 9) EAYERM, BE 0.16g (B)-2’-[3-(ZZEX
H) N ZERRIE ] 2(R)-[1(S)- [(TUE-2(RS)-Mhm 25 ) & 25 F B3k ) -4- 2R -
3-TIHRE]2-7 T E-4-F 2B BRI .

MS: 637(M+H)".

30 LM 9
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2’-(3-HFE A BRI E)-2(R)-[1(S)-(FRIEFH P ) 4- R T H]-2- 7T
F-4-FR B R BR A ‘
£ 60mglO%AB-ELFIEET, B 0.15g (BE)-2’-(-E N Lehfbk
E)-2(R)-[1(S)-CFEER R FBLE)-4-FHE-3-THHE)-2-F T E-4-FEKL
5 BEHFE Sml REEPRWEREHITEMN, BEEENBRBSERA L. SERE
AT, HBBERERE. RRYHCBNE, 183 0.088g 2°-3-H %
AR EEE)-2(R)-[1(S)- R EEE T A )-4- K HE T H)-2-R T H-4-FE
DLBR R € [ 4 o
MS: 499(M+H)*.
10 HPLC: FREEMYE 15 404, HEWMEBRBEH %% B MEH A Tk
HE 9SDBHEF B MEHR A WIEN 1ml/4r 8. RERIE: 9.14 98b. &
7 A: H,0/0.1%TFA; 7] B: CH,CN/0.085%TFA. ¥:%!:. HYPERPEP
300A.
FER IR R B H(E)-2’-G-BE R HEHEBLE)-2(R)-[1(S)-(FEREEE
15 FBEE)-4-FE-3-THE-2 -7 T E-4-FERBHHEWT:
RSEEG] 2 FEBRO)FGEG) S FFRRBITE, #H(E)-2(R)-[1(S)-(F
SERETHE)4-FE-3-TIHE]2-F T HE4-FERBBRA 3-F 8
TERERKEBRH R, FIBE)-2-G-BAERRBEBE)-2(R)-[1(S)-(FF
SEFAERRE)4-FHE-3-THE)-2 -7 T HE-4-FERBH A EE £,
20 MS: 587(M+H)*.

L] 10
2-[3- (ZZEFE) HEBEBIE]2 R)-[AS)-(BREEHEPFRE)4-FH
TE-2-F T H-4-HE BB

25 R SEHEG] 9 PAFFRIRMUTYE, B 0.28g (B)-2°-[3- (ZZERKE)
WERRBEE]-2 (R)-[1S)-(CFEEEREFBIE)-4-FH-3-THEE-2-RTH
4-FERB R, AIRE 0232 2-[3- (ZZEEHR) RABEIR)-2
R)-[1(S)-REREFHRE)-4-FETE-2-RTEA-PERBHKAR
(& 4 .

30 MS: 555(M+H)*.
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HPLC: BAEE#IE 15 o4, HB#EB B EH S%%E 7 B MEH A &k
HE 5% B AR A; WER Iml/8r. (REKIE. 9.84 494h. &
% A: H,0/0.1%TFA; ¥ B: CH,CN/0.085%TFA. #+%!: HYPERPEP
300A.
5 FATERRGG IR ELI(E)-2’-[3- (ZZBEE) WEBBE]-2 R)-[1(S)-(F
SEFEFHE)4-XEI-THE2-FTH-4-FERBHHAH %W
T
RG] 8 FEBROMG)AFFHERLTEE, HE)-2 R)-[1(S)-(F
SEFEPHRE)4-FEI-THE]2-FBTE4-FEREBHR 3-EH %5
10 MBEEEHE, BIE)-2-[3- (ZZEEHE) WEBEEE]-2 R)-[1(S)-(F
SEREFHE)-4-FE-3-THE]-2-F T H-4-FELBHRRY .
MS: 643(M+H)".
LHER 11
15 2-[3- (ZHREFRH) AEBBE]-2R)-[1S)-(FREFEFEE)-4-FHET
F-2-5 T H-4- PR R B
R SEHEG] 9 P AFRIRALITE, #H0.17g (B)-2°-[3- (ZHERE)
REBEHE]2 R)-[1S)-(FERERREFEE)4-FHE3-THE]2-F T
4-FEEBH R, TTHEE 0.089g 2°-[3- (ZHEER) HWEMEE]-2
20 (R)-[IS)-(REFREFBME)4-FETE]-2-F T EA4-FENBMHLE
& 4
MS: 527(M+H)*.
HPLC: $HELMABE 15 404, HIEKBEBR B SR S%% 7 B MEH A &1k
AE 5% B FIEH As TLEN 1ml/5-4h. RERTE: 9.41 H%.
25 7 A: H,0/0.1%TFA; ¥%) B: CH,CN/0.085%TFA. ¥:%!. HYPERPEP
300A. |
FATERR AR RH(E)-2>-[3- (ZHEEHE) WEBEE]-2 R)-[1(5)-(F
SERFEFHE)4-FEI-THE2-FTE4-FEREB S &1
F:
30 RECHES 7 P ATFRIRLTE, HE)-[1(S)-CREEEEFBE)-
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4-FF-3-T IHEE-2 -7 T H-4- BB 3-(C A E)-1-TA be Bk
RERIHE, BRE)-2-3- (ZHEEE) WEBBIE]-2 R)-[1(5)-(F
FEIERFEE)-4-FH-3- T HHE)-2-F T E-4-FERELBHBRCRY .

MS: 615(M+H)*.
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