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B 4P B 2] 20 AR BB ME

| Ii

X P X,Y,R = R854 X v b ; &,

R)Id X Ij 45— L EHBFRALARIE L&
AR R ARG GES, ARANREE ) FAEEGREARALE
R F A 20

X

| .
R1 Y R1 IJ

R81-—CO~CH, CH,-NH-R7!

XF X,Y #o RG4S 4o L, R & &, — b B0k 47 £ L B
BER-ANLERRPALEBRELGHE,RY R4, L BHK
FPREBEER ML ENEPREABREAGHE, AEZ R 4= RY



LPE) 2V —NELTE ;AR
D488 X, Ik 49408 3R4L,

R1 Y R1 Ik

F332~—C.O"'CH2 CHg‘NH'R72

XF X,Y fo R 8948 3w L, R & &, — #7060 R AR
BER—NL BRI IR 20/ R EBEARLGH, R 2 &, 4
HEEBRPREBRELE - NLC BRI LD 20 A EBAKLY
b 5,

m)eL ) —ARPRRBEERGX [Pt Rp Ao E
GRES

n) A — AP B de A mkobe Py X T R 3 35 M — A
HA S BN T8y X TStk i,

BBEBTEOTRA I HFALX T EM, AP PR
B RREERETRAMGRERE, KT TG KTLGA
B R AG SAT AR O E GG B R e/ E MR GHERLT %5,

BBRENT RO TREWAKM, ZAX TS, X+ R
AP RERRR RBREE. BIA, KA FHAGfo KT LA K
B H HFK A, RITFLBRBELN T  Flde HRL B —Fm#, X F

— 18 —



BREBEEHT, P54 5—7N S8 LMERF — R,
HBEBTHOFAXT GLEH, AT R RHPHE R
RESTREBMGBRE, KRAFTHG R RTRGARSGTE, A
FAEMERP EGANLE A Ib 918, TA,FlAT EA—
MR TEER (Boo) TR R =R T, PldeATEAN—19—
HREFPEEE(Fmoc) TN N—O—H X TEL) RAB LI, Filde
AHTEN—ANFTHEE@DOTUEARTERTEFF.
BBEHFTROFLXTHELD, AP REZXPEERLA
R RBZERAEGERE, ARTEHBFTRP, RAFTHGFKTL
GARBE T ERX Ic ISP A3BBk, TA,HldeA T HE
FPETEAEZRATR, ATHEFETURAEASE R E I 1,8—
Z R Zet I [5. 4. 0]+ —2 —7— % (DBU) 6945 A T B F &%,
RA T VAR A E G BLAR N g =3 T KA = I & Fo 18 49 8,
o 4—Z F A A OB A TR A FEF,
BEBEHNFEOHFATGedh AFREZEE, ARTEH
kT  RKAF A AT LG ARB G R AKX Id 4
A BT F A, T &, #lde i T 81 F K B Ik 8 AL 7T 48 A K& B,
4o TH ERTEERA(Bo) THAZRLEBF,
BEBTEHDFEAXTGLe D, AT RRIEEARLAFTH
R KT LA R RGBS LI F k54, T, K2 A8EH
So F BE 69 BT B R 3T R e sk K AR AR e ) B B 4T R B R AL AR



Fody BB 69 IR & Mo i K 55 Ak, F BE 49 BT BR AT R AL S AL,
o B b/ B FHRAT %4,

BBEHFT R OHFAT608, AF X Z - NX(@8E
A2,REZ ., RAFH AR FTLGARKIG T HEXIf ¥4 R
ooy L BB AR AR R BT R ple it A AL SR, A
= 2N FAEL R G4/ 5 KB E T,

EHFTERFEXT L, XF X M (@OHHK,
REBE, ARAFHGPRRTLOARBGTENFLTRE
B 69416 A9 BRAL R AL 22 X, Ig 9L M BB, TR, Flde LEBLE
BUEFERTHEN—DNUBREE, R PRRA A ERRNG R TR
ERATENNRATBRELAIBARKXTBIEL, A —RERETE
ATEAN—NHEEBRGKEBRBARLFPR_BRTFATHEN—
MNA—BATEBRERF.

BLLE A — AR T 555849, BE T A R A AR E 4
R, A RALMF o/ AA MR B Z U, 41— F A Atz F
Bk TARBAG X Ig 184 49 W Ao BLAL R 49 M T

B TS NBLA 49 5 K A BRAL T B BB F AL 49 Ae AT AL 44
A BB T ik, Plde e | o — A B de 1,8 — Z R A 2U3R[5. 4.
0]+ —2K —7— M a9 T4 P RBLE KA,

EHAEODFEXNTORES, AT RREAMP AL RE X
(DHEE R L ERRAPREABERERE ML BHRY

— 20 —



BF 20NAABMBRAGB; EHFTE DA e, AT
RETREAMBE,REXNCOQGEL,RE—/NLBHEP A AR
EERE—ANLEHEPEI 200NN RBEENGE, EHF kR
FAXITONEH, AT REXCOGEL REX(DGHEL,R f
RER AR AABRARAR L BRHRPREABRAL
WHEL,ESTOAVAARERAIHTALAL 206, EHFTHOFAKX
L4484, AP REXOHEL REXDYEL, R R —#
R A ZHAAP AERARRE LB P AR 20 MRE
BR AR A GH,

ARBALE IR G R AT LG A KRBT EAAREN LR
XBE Ak, IBEFERI KB RE, REREATHE®
MF RRBEEAZL L5 PNRBERI—MURAERIFT X AT
GEAE ~NBENGEGENEAL Al PR - XAE
—BERUHERIE A Q 4~ TFTEEAH-2TOXEL-RX
CHRIEF.

AR X Ih 9L TEH 5k DN, XK 545 N Xk
BEXALECKRABRPRAEGAERESWMB/E., BRI Y
e TEH TR DH , XRE5EN RBARPEAEPLAECK
SHAHFBBREGAERES MBS, A ELETHITENEE, RET
XA R Fo REGYMF, MAEE 7 ik A4S F by X Ij o4 b
A—ABBRAEAR—DNHBERE AN HHEATEMNEANK



HARPEAFLECARARBREAGA LR AL, BE, AR
EMATEWBL,EE—RHBATEMNEAN XEAHH A LA
BCREFABRPHAGEL W HBE. EX T S HBRBE
BAEDRAEFNE, BRERI LSBT EDAFB R KA ZMB
& T — I BLIRSE

B AP ARG IRAL S P R A9 E AR T A R R ILX — 184, S
O—%#=v—1—%—N,N,N ,N -7 LR R AR L
(HBTU),0—(1,2——&,—2— &R —1—wtw X)—N,N,N',N’
— e P RIR GG B MER L (TPTU),2—(I1H— % # =k —1— %)
—1,1,3,3— = P XKy RAMEL 2L (TBTU), 1 — %X X =4
(HOBT)# F) N,N— 3 & & s~ L& F .

HXTh & I RIS WERENF DA DA E—A
b Z AR AP BRI LA BB ON, X — R LT 5B,

BREHNTEMNARSES —RPALBRBEEGX LW
BT KA R LR EFE— g ey X T 4849, Rk eH4H 120
MEABEA, AT RAABRET SR L, REFHLAATL
HABRBG T ERARKPRGHE, B RBNZE BIFP R
MR, XA LRGP E AL BF ol R T,

Z: AR H(TEACH)PA PI/CERLTHILER,

Boc: 1 Z A CB/ & P (1. D A& A LER U ES Y 48 A= f AL

AIEH



Fmoc, /) —F £ PBLBE P 499k & 1,8— = R R 3[5. 4. 0]
+ BT,

Alloc ; e S vk wl/ = PR L H/0. IN E B ¥ dhde— w9 — =
RARE,

Teoc: F] = F X PELIEF T 69 AR XA R T4,

Tcc : AAKBBE R T B F494F,

Nps ; I i BE MAN T F 69 BLRUBR S S AL AU BRSY

tBu ;A Z RCUB/ &P %D,

Bzl ; B HERBE (TR ACHE) T A Pd/C &R TRILE
(R

Me. Rl &vkvh/ PBE/KG: 1. DAL,

Ph. F| it #4044, pH10. 5,

Pac: K BSEA R T P a948, R AR 7 X PRl 49 XA
B 9A o

WA e — N —Z KAB—f e AR =TS, KA R
ek v/ = F R ER/0. 5N LB N dhde—va— = X%,

ZPAPEARR . A _FPRAPBRREBEFFHRAALLIDTTLAMNL
£,

ZRCE AAEBRETH TG,

W T 8948,

?ﬂ



B ENETEREEARRACH IR 4— (24— FHX
B PROXEEA-—EXCHEHBEF LB RMEa X I
W 3 AR MY 73k A Field XA E ARG LB R A, X1
IS WA HH — DB AR MR R~ REBRRL, RET
BB X AFTHEASH —ANBAL, % Field RFZ —47 82.5% = R L
BR,5% KB, 5% K, 5% KX TlA 2.5%1,2— L MmB¢RA
.,

BBERTEDD,AFRGRRTLOARSGTELERE,
A — AP BE & — AT BAn g M T oo R B P06 K TS H LR,
B, RBEMGBRA LB B B, B, AR ¥, A A A LBR
o Z BB, TR, 2t F KRB F 5 R B T 69 B A AL 1 4o 2,
BALET, BEMATF AE AR B Z O, = F AR F,

EHF ke b)) ERGRIEFHRAFHEY, H LLEZELRN
G—ANBE, REWTHRBRTHARAESELHE, L F X'E X (0
EE, AP RIRMAEE, FEIFE MR L, R (D HE
A AT R ERMAEARE DL ~RAMEA LR LR £
BB, FERFE —MEARE R RFEP R B TE=F
AT AR A (TBDMS),RT A XA TP A(TBDPS),2—F &
ACRETE (Mem)F;R" & A RFYP X #ded T8 % (Boc) , 9
—H R FERX(Fmoc) F;Phth Z X BB X ;Y #= R'Z A X o
.,



Y
CH OR"
.ORH
I
x1
1 | VII
R OYR” R!
CH oy CHO
X1
|
VIII
R? Y R?
R'20,C-CH, CHO
X1
J
R y ” Ila
R'20,C-CH, CH=NOH

— 25 —

IV

R‘l
HO'CHZ l
x1
I, x
R? Y R?
X1
| XI
R1 Y R?
R'30-CH, | CHO
x‘l
| XII
R1 Y R1
R'30-CH, ‘ CH,OH
X1
|
XI
R! Y R! "
R'30-CH, 1 CH,Phth
X‘l
|
- v At IIla
NC-CH, l CH,Phth
X1
| I
R? Y R? b
NC-CH, CH,NH-R



XV WR Ll R ARG BB TN AT LGARS
G EREMTHE L LW FTATEF N RHF; HA, T
69— 5P B A K % R0 X VLS 4 & 69, I fE Bt 4
AgiEE,

F LB L mabit W LR R RRA GG ST IR,

V—V

AVHLEWRITFEMNSTFAREUR/TRIOTEER
M, ATEANTBREARTERN N— 7B %=,

VvV —VI

WIBFH 7, BT NRPR USSR Po SRk UER
go

VI — VI

AVIHWEWRFEMETFFRREG LR/ T Ekh/ Tl
FHTEERE, ATEAPRERFHEN N—Poe L %R,

VI — VI

KR VL6910 & Mo AT A —FF B i do TritonB AT 5P A
(PRAFROERRE, RERITHA X R?—OH 8 ¥ ¢ AR
AL PTIF = . BPT IR 694 F & A VIML &6 TBL A T &, 7
Bk, i X VIML & 499 7 B0 A T A B8 & (R120,C—CH, — ),

VI— I A
— 96 —



Atz A AR CBMAHGHE AT A VIR R0
tps A A5,

V—IX

RNk hPOMEE, TNTFTRATEAET L,

X—X

ABEFH T 2REPETE, FRARTA - FPEAR&R/%
ok, ARTE - REAPEREAE/ZCIR/_FRE®RR, A 2—7F
FECERTEAE/ THEF,

X —XI

AT F BEVI — VIATR 523, P BeAL.,

XI —XI

EMT TRV -—XIREAFTHRELRAET A,

XT—XTII

& ¥F 518 Mitsunobu(Synthesis 1981,1)FriR ¢ 7 ik Al X — &
LR/ Z K LB/ BE AR -_PHEEAEAARX _BREALRRE
%,

XMT—Ha

AT k4R X g4 & s modn a9 i2 7 X &4 2 RY
R PEACHECEN, RIFAEBMLERRREZ L, 4 R IR
Ao PRPAREIRT R RET2RAR, RAFH Z 2 4H
RFEIRIX—H, RERTEETPELSHERLMAE,

;_‘



Ma—1b

Zit X BT A AN R, Plie AR S BB B KR 2L,
FE X Wb 9t &dh, AF R R4, wRER,ATEBTHS &
fere il mAn g X Wb a54& 4, A F RY & — AR 4P Kk 4o
Boc,Fmoc %,

o REE, AKXV, VI, Ta, X, X T, Ta X Lo agiLédhF (X
FXRA@WYERLREEHWEGFIRE) , XK AfGEE
FomBLio R T &, G AR, B G NGB EFHER
doREZ, RBEGIL, Fob, £ AVIK T a 94L& 4 ¥ i % 55 AL BE T
R a 2 BT RARE AR A F RS KABERL,

AV —X W24 R4, d AL KR Y4 E 6,

A Ia 94 A ABITAY, R RE AR KALBR A
FIAAEH A E Tt o B IR BRI,

B, X Ta by Z2 N2 RANNBABRE LY
#ALARAFINRFRALBERHR BEARERMNE L 2(L G. D
Rose, L. Gierasch,J. A. Smith, Advances in Protein Chemistry
1985,37,1—109 #= P.Y. Chou,G. D. Fasman,J. Mol. Biol. 1977,
115,135—175 ),

X Ia 9o, HAREFREABARRALBALGHRT
AHRPRGLEWEL THEOREE R G, RERA TN
HERXCEOR(XA B ZNERSGERN ., BIXA LHER
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RAARAIRGA X [a 9L R AL, BCNESTHEA
XHEEWERKAFTEG AL L R LENTI9Eg
A4, fe B AR h R Ea) R KB A7), AR AFIE G~ 4
B A E, Blde, X Ta 89S HEXF X Z46H —
Arg—Gly— Asp—Phe— &, Arg—Gly— Asp—Val— /F F|H, 4E4
BEGRBAGZAZG, NI ALETORES F o MR 4Y
HEZGRZALGEEGLIL La),X— 8T EXAH AT,
MAGY S5 48 85 Triton X—100 RBGERFEZ G 16/ Ma,
B BB £ & % A & 4 ik (Analytical Biochemistryl51, 1985,
169—177) #» Arg—Gly—Asp—Ser # &4 L & ik (Science231,
1986,1559—62) i R4k R EHRFH L AZ 9B ERERL
WL, 8T —4 ELISA 4% % (“F 85 3849 £2 AH RXER”) &
ML ARZOREBRRNZARGRRLE SN, ICso & 50%F#I 4
REORESINBE MU EGRBRIAORAE, Theis &
AP R LR AR AR GG X T LS e Sk, 3t M ©ANEY ICs (48 *¢
ICs0) Av 2L Bl iR IR 0947 E L—H A B —H A —L— X AR B —L—
2 Z B AE 49 ICs %9 £ 15 (AR /B Hrdh4a 2t ICs 48 A 1. 0000) £ £



M3 S A ICq0

A 0.0124
B 0.0062
G 0.0077
D 0.1553
E 0.0483
F 0.68
G 1.46

il

)}jﬁ%]ﬁ A4 3t 1050
H 0.62
n 7.51

¥ 1.0000



A:4,5—3[— LB —L— R &AM —L— M A8 —L— 7 5 £ 8%
—L—RAB—L—#HEB%—H R L—XALB—L—XRE
B—L— A —L— X AR —L—XARS%—L—HAB®K—K
PE—]-3,6——FHE—9,9— =T Hihwb

B:4,5— 3 [— LB —L—¥EB—L-—FZ&AB%—L—RH A%
~L— W& B —HAB—L—XA&BR—L-XRABK L&
Bt—L— R ARB—L—XARB—RFPE—]1-3,6——FPHRE—
9,9— — ¥ ok eb

C:4,6—F[—LB—L—RFZAB—L—RHAB—L—H A8
—HHAB—L—XAAB—L-—XRHRAB—L—MAB—L— KA
AR — A TR —]—3,6——FHEL—9,9— =7 HArbud,

D 4,53~ LB —L—RAB—L— A B—H A8 —L—
REAEB-—L—AREB—L—HABK—RAFTA—]-3,6——F&
£—9,9— = F KoL ed,

E:4,5— [~ CB—L—#AB—HAB”—L-XA&8—L
— AR AB—ATHE—]-3,6——FAEL—9,9— =7 Rk

F:4,5— 3 [—UB—L—# A% —HHAB—L-—XA8%—L
— A B— R TPE—]-3,6——FEEL—9,9— = F kukep

G 10—F X —4,6—3F[—LB—L— A —HAB—L—X
ARBM—L—HEHB— R TE— X%



H: 4,6 =3[~ UB—~L—H AB—H AR —L— X AHB—L
— R —RFTA-]-3,7T - ZCLRA-10-LA-10H— =X
#[b,e][1,4]%%

[LI0— A —3,7T——FPEAL—4,6— K[ —LB—L—HH A Bk
—HEB— L R AAB—L-HAB— R P TwEE

M E@T GEY, X Ta 9064, HRZA L T ARBAEL LR
EBAIMBETSRPREGLED TR EEAEFTL AL R AL
BTRESTAAASH, XS QGETENLREEZRET ST F
H ey REBRA AN, K F AP XA, Blde LRAEAHRE
GERBRAFKNILED A—T R SHERGE, TARGF R
AR E GG R, BB 5k B idde it R, SR E,
X Iz A= FHRRAL,

B, dedf[ TR, A X Ia o3 L HWiENL B
R34 B X REAG—AB 8, HETHZXE HPpeiHiE
ik, BkO KR NR ISR Ia 9o AL HHiE NG,
o REE, — MR SMHECIET LA RGP LR — MK $HEH
B E MGG HLR—~FEHR, BAHTUHALE, #l=Rkk
F, ERA, BRI, BRAKRE, Bk, IAZEFRNGH o
o BAEHES, Pl B, RAEATERN. e
ST ARG S, Plde v SR 69T X,

HHLAN, R, BRAURRE, TENHAEHH
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bR A AR A AR AR A T A Fle U, ERRR R AT
L4, FAkr, RIGERBKLLAEAZAY R N, BARAA R E B
TR, GiE 3 R R A Fldetitoih, 8, By, FE KAk
REAE; EHREGHELT, RETERDHGRR, BFRE
ZRAH, HEBRABENGEGRTY A, HldoK, 518,
B, B f A8, S8 EHERSEGRT A K,
B, $AH, Hhildbhd, SEGRNBHHNE, FlwX X
i, 8, B ERAREEKSAE, BEHHNETSRE
R, BE A, HFEH, HAMRHN, AEHFFEGLE, ERARR
£ALH

R, RRMGEAY B H, AKX la d§ibe4p 2 I & A4 R
RAEMEWRGKAEFNGARFR A X Ta 9o B L HpiE
REEASEH IR THBGHE, Pl LREAHBEGRE
RHABEH A—T, L HHiE A L UGk fo 04 E 49 7
By B R TH gAY,

T 71 & 50 L tase A AR R Vi LA EokH REFT
T XRMBFART, 2FRBEFERMIBRAE.

E#H1.1.1.a

¥ 10. 8g( 40mmol) 3, 6— —F H K —9, 9— = F Kb ok (B

B Coll, Czech, Chem. Commun. 24(1959), 1061 %] &) A KT

BE P AR A H B 0— —5C, AHH G B M B R Hm 50ml 1.



6M T Hh4RE (AT T). 9. 04g(80mmol) N — F B L Jket &
15 .0 R ERN, REOMWEE L OCCHEHA 1K, AERTHHF
2 B, RE, R ERSWHENBEE(pH=DKAKT, BEH
200ml LB (FARORBAR, XK EFOHRBAZETHE, A
Na,SO; T FHaE. AmRA o/ CBRUBARR LRL, LB
RTEAFPRE/ TR, #/F7.123, 6—=—FHEL-9, 9—=7F
£ &b —4—8, M5 84. 5—86°; TR2966, 1688, 1637, 1605,
1568, 1515, 1486cm™!,
b 1.1.1. 6

¥ 24.15¢3,6— — P& % —9,9— = F akvb —4—8 £ 50ml
RAKRCE TR RA S50ml RPBE - CEEm AR, A% 100mg
MNP REBE RO WZERRCHWARATHE 1, RE%
¥ # M NaHCO; A AKB & T , B G R 200ml LR (R RIUE
SR A RIS G RBURE EF M, ] NapySO, THRHARE.
RMR LR/ CBUBAZR LR, KM HF19.68 3,6—=F
FAE 9,9 PR Eeb —4—B-_FEERAXZTEHRE, #
B LER B8 60—62°, IR2972, 1606, 1572, 1490cm™’,

RH#H 11 1.c

e 4, 46g(12mmol)3,6— = F & & —9,9— = F Jnk ok, —4—

B REEE T 43ml UEkde 10mITHF 6854 F , 2 PT1549

IR AHEF—10C, A 11. 25mi(18mmol)1. 6M T X 4%k (AT



Wb )RFAL R, 6K B F A 2. 178(19. 2mmo)N — P 8L %k = ,
Fit 1 IR Z SR WHANRKSY, BB A URRR, RIUEH
KKk HE, I Na:SO: TR EWRSE ., BAWR TR/ LBRES, A
T H 3 3,6 — P E KRGk —4, b— @ —4— U AEE, B8
144—145°; IR 1685, 1624, 1603, 1568, 1465, 1390cm™",
EH#H1.1.1.d

3% 2. 15¢(5. 37mmol)3, 6— —F f £ —9,9— = F Aok b, —4,
b— B —4— U A ER A I5mITHF $ 85k % B 0. 88( 6.
44mmol) ¥ X (P A F X)L K, & A 0. 63ml Triton — B 5 &
(35% PERIALE, REMWADZLT2H 3 I, REAH, RS
MANKAKF, BER 50ml LERRQC R, REEARKBETH,
Fl MgSO; TR GRS, #TaERW (2. 662 H 30ml L BLWT
BERQILE ERSWAEZRTHA I M REMNK—%
Yo 42 NaHCO; I8 ¥, BB R 50ml LERR (2 K), LB A
e EF M, A MgSO, THRRBRYE. RAVWRA TR/ LB UMt
BEEEsE, RERCK/CBUBEL S, Ad4F 1. 05g 3,6
—PEHEAE—9,9— PR 5 PERE Eeb—4— B PRS, B S
142—143.5°C; IR 2964, 1730, 1681, 1625, 1602, 1573cm™!,

LM 1.1 1.e
e, 5¢( 13. 5mmol)3,6— P & —9,9— — PR —5— FTELit

rhet,—4— B PEGE T 75ml ¥8, 75mITHF #o 20ml /K 4984



o, FAm1.66g LBiShA 1. dg A E &S, ALY
EEBTHEHALERER 200ml KA, B EAKRRE S, Kiki#
T, A4/ 4.958 3, 6——FRE—9, 9——FH 51K
EOPRIb vk —4— LB TE, §&H XK, & 234—236°; IR
1743, 1629, 1604, 1582, 1498cm™!,

e 4g(10. 4mmol)3,6 — —~ P & A —9,9— — P £ —5— (B
AOFRIG el —4—CUHTEEF L 100m PREY, MERM
60ml 207, L B Y PRI %, RAHATETME 2 0o, RER
lg 42/ R (1072t AKX IR THHA 20 0 R, BEHE
WH, BAEXRET, GTHARAWGEF LA TH/LREL
an s AT #l/F 2.95g A& 4G b—RFE—3,6——FHE—-9,9—=
P Hob ek —4— LB P EE A R 4L, 1B 5 261 —262°; IR 3233,
2967, 2838, 1724, 1606 4= 1495cm~1,

4] 1. 1. 2.

12 1g( 2. 4bmmol)5— F P A —3,6 ——FE X —9,9——_F &
whet,—4—CEBE Y B A b 30ml — Bl P a9k A 16ml &
#HAEH A OCTHA IN NaOH i A ¥ 2l pHY, 1 5, R#Fm 0.
8¢(3. Tmmol) BB — R TEE & 2mER R T 695 % . WA A 0°
THRHA2ZDHRAEMAK—KY, BEA R FREBR=ZK, &3
9 RIBR & B K F R Ao fe RALSRIE 7, ) NaoSO, T KB R
%, MA@ T L AT REBMRERMWS—(Q—RTEAPHRALT



£I—3,6—=FPHEL—9,9— = P Hekhvb—4— EL PBY; IR3462,
3425, 2971, 2838, 1741, 1714, 1605, 1495cm™",
%4 1. 1. 3.
¥ 48( 8. 48mmoD)5—((1— R TEAFPERAL)FTHI—3,6— =
PEL—9,9——F Rsheb—4— LB PEEA 80ml TP 4908k
R 25mIIN KOH %% 4052, W& Mk mik 2] 50°2 10, KERAF
JF 9ml IN KOH 5 803, G & 50T HA 6 IR B4 ¥, A
2N % EBfde pH B Y 2] 1, MEB R ESWA 180ml(HAR) & T
R ZR, &HGHRBGE R AL R A, A MgSo, F
BARETERN, AMBTI3gAERRKI—(A—RTELTH
AAE)FPEI—3,6——FTHEK—9,9— —F Aukhvb —4— LB,
IR2970, 1714, 1629, 1606, 1494cm™",
4 1. 1. 4
# 3g(6. 55mmol)5—[(1—R TREFHAX)FP L] -3,6—
ZPEA—9,9— P Hubeh—4—LBR A 65ml @ Pz P asR
FAH B 20°H A 1. 1mi(10. 62mmol) ¥ 845, Mo 20mgd— —
VE R A Z G, BFFRA—AF 1. 58(7. 27mmeol) =31 T R #H AL
R 16ml — R PRYGER . MERZRSHmMKINERHA
BH 3 OH, BREWMKEG _FCARAN T E R PRRibE, B
H NaHCO; 5k Ao Kk, | NaxSO, THRARE, G THERA D
e/ CBUBSAZER L& L5 B, AR4F 2.9 LEHK 5—



[A—RTEAEATHRALOFTE]-3,6— = FRE—9,9— =7 Rab
b, — 4 — (U BR F BY, B 5 139 — 141°; TR3443, 2972, 2930, 1724,
1605,1498cm™",

L) 1.1.5

¥ 2.9g(5. 29mmol5—[(1— R THEAAFTH AL P £]—3,6
—~—FPEE 9,9 P Esbeb—4— LB FEA OCTEMA 10ml
ZACE A bml KRS T., FIOHESREERN,HE R 20ml
R EEAY ., BREFTFERK, AR EXE R MgSO, T,
A Hl4F 2. 258 MK S5—HFPH—-3,6——FHE—-9,9— =
PR owirh —4— LB = R OB BS, 5 & 169. 5—171°; IR1716,
1662,1631,1604,1538,1494cm ™",

Lk 1.1.6

e 2¢(3. 56mmol)5— F, P # —3,6——FPHL—9,9——-F X
Wheb—4—CBZRCBFREATOM PHYHRATERLLR
RTAK 200mg 4e/56 W % (107) 69 A T H ., 30 54 ER
AL BRI . AR URRRE T, A $ 7 1. 685
—HAFE 36— FAE-9,9——FRubok —4—CUBR=ZHLH
BS, 155, 178—184°(4-#%) ;IR1680,1630,1608,1496cm ™" v ik ,

Faet 1. 1.7
fe 1. 58g(34. 3bmmol)5— P X —3,6——F &£ —9,9— =

P Robel —4d— LB A LUBERSA Tml L X f Tml K LR



1. 13¢(3. 35mmo)N — (9— H X PEE L) RIB L RGR S M T,
B E A 0O TFifm0.9mI(5. 03mmol) LE Bk, RE&MHAEOCT
BH2 0 AEATRTHHA 400, PIFRKRE, ARs%,
THRANE/ PRAZR LEES B O RFZHGHRIEH,
A # KHSO 5 i, 7% ]G A Kk, I MgSO,T ¥ 8L )G Wds , A
HBLITe R EM RS~ [O—-HAPEALAFTHRAKX FA]-3,6
— PR AE—9,9— = T Rubeb —4— LB, K5 134 — 136°;
IR1727,1703,1606,1495cm™"

R 1.2.1

¥ 0. 3g(0. 534mmol)5— F, P £ —3,6— —FH £ —9,9— =
PAEWeb —4— LB ZALBRFTEL OM LK HEELER
91mg (1. 09mmel) Bl #h NaHCO;, H A 0. 43g(0. 64mmol) N*,N©,
NO—Z (FBER)~L— M EMN—E A T Bt DR 2, i b
MEERTHAE 2L SR, RBEMAA—KF ,HERN & PRZR
3K, &He9RBUR R Rk, | MgSO, THRRZBRE, ZEWA
OX/CBUBTHEMA, RERA LRRSERNAER LE LS B,
M 145 0. 45g A EIER B R 5—[(N2—F B —N5—FEE&
BA-FHEADPAXAFPI - L-B58BAXTE]-3,6——FE&
A —9,9— = 7 ko — 4 — LB % BY; IR3388, 2958,1720, 1676,
1607,1495cm™?,

544 1. 2.2



¥ 0.38g6—[(N2— FEEA —NO—FEERA A A —FEALE
AR L—5EABALPA]-3,6——FHL-9,9——_F X
wheb—4— OB BE A 48ml ZRUB PO & M TTmg be/iEH X
(107 A L H AR THRHE2 D, LB, R B EIH, R K
%, BT3B Am R UG R, A3 0. 265—L—H EBA TR
—3,6— P& L —9,9— — 7 okt —4— LB ; IR3380— 2830,
1656,1604,1557,1492cm ™" AL ,

L] 1. 2.3

# 0.188(0. 35mmol)5—L—# A B A T A —3,6— = F A&
—9,9—— VP hoheb —4—CB A 7T2ml — P X PRUIEF 6975 % A
0°F # 48mg -F NaHCO; 432, %X 5 F 0. 26g(0. 68mmol)O— X 3
Zv—1—%X—N,N,N' ,N — 9 ¥ XRG4, A
B CTHREH2 M, AEERET. RAMAKREFFAL
5/ PR/ KRR EEESE , ABHFES)—8—CB—MmERHL)
—4,12— =P E K —17,17T—=F % —1,15— L ¥ %£—6,7,8,9,
10,11—x & —5H— =X #[b,k |[1,5,8 |E A8 3+t —
7,10— —EA7< B A ELBY ; IR3405,2963,1661,1535,1493cm™!

%Aet) 1. 2. 4

#2, 0. 35gb—H P A —3,6——FH L —9,9— = F fokob —4

—CBREZRUBRFEEA T0ml CH TR RA4E 0°# A 0. 158N

—FERA—L—RABALE, E440.3660— K=k —1—K—



N,N,N',N'—va P LR 4G5 RARBL i A2 0. 17gNaHCO; - Ui
mosk k., B RUR 40 BB 36 1B RE Bp AT S B B S, R ok — KA
B R PRRE, Ahda R Kk, A MgSO,THRRBWRE.
ERAYME/PTH AR LEESBETR AR4HF0.338 L
ek 5—[(N—FBA-—L—REBAFTH]-3,6——F&
£ —9,9— = 7 ok wh — 4 — L B ¥ B; IR1728, 1673, 1605,
1494em™,
%4 1.2.5

#0.385—[(N—FBEA-—L-—RABRATH]-3,6—=%F
B A—9,9——F Robeb —4— LB FESA 85ml Z R UB T+ 69K
RAEZAR AR/ FERRK Q0 6E LT HH 156 55 B RR
REBHAMZRACEER., HRERARRZER TR, SHGRADAL
5/ P B/ K L& RSB, A7 0. 188 L& etk 5— (L
—RRABATE)—3,6— = FTHE—-9,9— = F Kuheb—4— LB,
IR3450—2400,1679,1606,1575,1493cm™!,

52764 1. 2. 6

0. 1585—(L—HABHAFTHE)—3,6——FHE—9,9—=
P Ewh vt —4— UBE & 84ml —F X PRLIR T 49544 5] 0°F A&
sb& BT H 49mgNaHCO; 4= R 0. 26g60— X =& —1— % —N,
N,N',N'—3 9 LR 6 x RABR L 2, REH A OCFTHHAES
WL, HRE., RAWEMREUR/ &4 ¥, B AR R F64%



W, REBRNZE, BRMSAES/THAZRLEES &, M
4143 87mg(S) —4,12— P H % —8,17,17T—=FP X —1,15— %
¥ %—6,7,8,9,10,11—>< & —5H— =X #[b,k][1,5,8 J& &=
fF+ % —7,10— = 89; IR3398, 3294, 2966, 1660, 1603,
1530,1491,1463,1419cm ™,
KA 1. 2.7

3% 0. 92(1. 556mmol) (N2—F B & —N6—®R TES X —L—Hi &
B)—L— & R84 A 50ml = F X PB4 440 2] 0°, F 5
%% m 0.9g(1. 6mmol)5— P X —3,6— = FHX—9,9— =7
Ak o —4— B Z RUBRFBE, A & 0 0. 918(2. 4mmol)O— X 3
Zv—1—#} —N,N,N',N —e3 P LBy >s RAABL 3L, B e 0.
48g (4. 8mmo )N —F X Bk, RS 15 WHAFARIER, R
BWRYE, RAWEB LR, MEZERRA 3X50ml R F R
F] MgSO, T3, PT 1375 % ) § 45 o s R L1238, A 41 4 0. 99g5—
[(N2—FBRA —N6—RTEBE - L-—HA®” —-5—O0—&TEA—L
—HEB)ATHA]-3,6——FHAEA—9,9— T Hrhvb 4B
8%, % 132—135°;IR1707,1668,1605,1525,1496cm ™1,

564 1. 2. 8

¥ 0.5g(0. 5mmol) 5—[(N2—F 8% —N6—& TE L —L—
PEB—5—O0—RTA-L-GHRBATE]-3,6—=FRE—
9,9 — =P Hobob —4— LB FEET 40ml PH ¥, 5 Fm



100mg 4e/#% ¥ XK (10%), e A A A THHA 4.5 D, B
AR Ao R R G, BT 0.39 LB AR S—[(N6—RTHEL
—L—#AB—5—O0—RTHA-L—BFHABHRTA]3,6—=F
X —9,9— — 9 Anheb —4— B, B 122 —125°; IR3395,
2973,2935,2600,1713,1682,1606,1521,1494cm ™!,
FAed) 1.2.9

0. 365g6—[(N6— R TEERA —L—#ABH—5—0—RTE
—L—5R&BORFTE]-3,6——FHE—9,9— =7 Rhubeb—4—
B A B00ml — P Prele b e A 235 0°, 5 .5 m 0.
54g0— X # =" —1— %k —N,N,N',N' — 3 7 K Jk 6 > R A4 BR
%, B 0. 26NaHCO;, 15 N B RAMTRBIERFRE., &K
WS M T 47, PT A& MKk sk %k 3K, A MgSO,-TH K B WK%,
iAW R &L/ PHESREEES EE TR, ARHFIES
F#r K 3—[(8S,118)—11—(4—RTEEEAHRTH)—4,15— =¥
£ % —20,20— 7% —7,10,13—=ZHKX—1,18— T P £—5,6,
7,8,9,10,11,12,13,14—+ & = £ #[b,n][1,5,8, 11 J& 2= &
I+ 2 —8— K R BR 4 T 8 ;1R3309,2924,2933,1683,1606,
1522,1491em™!,

74 1. 2. 10

¥ 50mg3—[(8S,118)—11—(4—&R TESE A T H£)—4,15—

—VEA—20,20— —FP X —7,10,13— = AR —1,18— B 7 i —



5,6,7,8,9,10,11,12,13, 14—+ & = X #[b6,n][1,5,8, 11 ] & &
EREATTEHE S8R | PHBERTHEEMRLEZRA LB TR
I/DEEHT, REALEZRT 02 RERE, EEAWAL
L5/ T8/ K ek B LR 46, A $14F 22meg3—[ (8S,118)—11—(4
— B TH—4,15——FEEX—20,20——FP £ —7,10,13— = F &
—1,18— % ¥ #*—5,6,7,8,9,10,11,12,13,14—+ &£ = % # [0,
n][1,5,8, 11 JR A =R &+ £2% —8— £ ]H8;IR3419, 3304,
2961,1671,1605,1531,1493cm™!,
KM 1.2.11

¥ 0. 55g(1. 5mmol)N—[(2S,3R) —2— FEBA —3—RTH&
B —Te A [ HRB A 7oml — 7 % PELIR T 6905 & % H 5] 0—5°,
KExM0.848(1. bmmol)5—H P A —3,6— —FH X —9,9—=
¥ RAE vb—4— LB = R UBR 88, KB A 0. 85¢(2. 26mmol)O—
AH=ZR—1—X—N,N,N ,N—wPEBGSRBRLE, B G
A 0. 5miIN—F L Dok 4032, PTG 4 o 16 ) B B BE 4 49 )
HEAFTEER, AEREBEMN. RAWEM A 100ml LB LB
BB R A 2X50ml Kk, Bl NaoSO, FR#ARE . AR
RV R BR B/ PHERR LEES B, AF# 43 0. 94g5—
[((N—¥BEA —O—RTA-L—FEAB—H R APTHX]—3,6
— P HRE—9,9— = F fab wb —4— B ¥ BS; IR3401, 2972,

1726,1667,1605,1493cm ™!,



L 1.2.12

¥ 0.67g(0. 84mmo)5—[(N—FEBEX —O—RT A —L— 3
BB —HABAFTA]-3,6——FPRE—9,9— 7 Habeb—4—
B FBE A 100ml PE P A9k B 140mg 4o/ M ¥ (107,) 432,
AEAARTHHALIE, LR EEARAERETHR, $FH%
HER M 0. 46g L EERTHWH R 5—[O—RT X —L—FH KB —
HABRTEA]-3,6——FHE—9,9— = F Rubeb—4— L8,
IR.3400—2500,1675,1606,1578,1531,1493cm ™",

A 1. 2. 13

¥ 50mgb—[O— BT A —L—F&B—HABIAFTHE]—3,6
——PEE—9,9— P HRubes —4— B A& 105ml = F & PREEE
bR R A A B 0°, M B R e 99mgO— R =k —1— X —N,
N,N',N' —wa P R 6555 RA%BL L, B 3TmgNaHCO;,, FT %
BERERESEEZRIR REER. BRAWEMECBRTUE/KF.,
A E, KD, MgSO, FTHREEREER, §THE
RUMEA/THALAER LIRS E, AR 4F 49mg XX & A
BRHAALD —[(R)—11-1—RTEACLHE)]—4,15—_F &
#%—20,20—=~7%—1,18— % ¥ %—5,6,7,8,9,10,11,12,13,14
—+ &= %k#[b6,n][1,5,8, 11 JE =K &+ E£2%—7,10,13—
= #9;IR3426,3306,2972,1684,1653,1605,1527,1492cm™!

4 1. 2. 14
— 45 —



¥ 0.27g(0. 48mmol) (11S) —[(R)—11— A —& THEX T
£2)]—4,15——FE X —20,20——F % —1,18— L ¥ % —5,6,7,
8,9,10,11,12,13,14—+ &, = % #[b,n][1,5,8, 11 & L =F &
H+ 28 —7,10,13— =804 4ml —F Pl b ok A4 5 0°3%
Aaml ZRCBERLE, T RERGBETELE, BH 5
RARRET. BAWRAEG/THALR LEES B, AR F
0. 228 % &K &R AQLS) —[(R)—11—-(1—%TLH)]—4,15— =
P& % —20,20— =¥ % —1,18—% ¥ %—5,6,7,8,9,10,11,12,
13, 14—+ & =% 3#[b,n][1,5,8, 11 JAR=Z R BFA+EH -7,
10, 13— = &A; IR3432, 3274, 2968, 2934, 1678, 1645, 1605, 1533,
1493cm™', A LB /K E L&A HH 6 &4, L&A 194—196°
(5,

FH 1. 2. 15

# 0.528(0. 8mmo)N—(9H— % —9— A PEE) —L— R 3%
B —O—RTE -L—BRAB”—L—RAEKALE 20 —FTETE
Jie o 693 & A2 B 0°K B A 0. 45(0. 8mmo)5—F, P 3£ —3,6—
—PE A 9,9~ FPHrhed —4— B =R LUBFRELE,REHR
0. 45g(1. 2mmol)O— % # =v¢ —1— % —N,N,N' ,N' — w3 ¥ & Ji
QxR ABRL A, LEHRMmO0. 31802 dmmol) L —F B IE, K
ERTIRR RS HYBELI PHARCAEERRAERE. G
THEAMEBREKG T BERTFHERRA KL EFA



MgSO, T8, bR (F4) LEELS BB, %15 0.77¢3,6— —F &
A—9,9——FEA S5 [N—OH—#—9—RFEBEX L%
AB—O—RTA-L-—BEAB—L—PHEABRATLREEL—4—C
Bf SFBE, 4 % 218—220°;TR1728,1662,1606,1503,1493cm ™!,
5764 1. 2. 16

¥ 0.74g(0. 73mmol)3,6 —— ¥ H# X —9,9——F X —5—[N
—OH—H—9—RFPHEL L FZHABH—O0—RTHA L8
EB—L—RAB) A PA R —4—LEHFHA M _TEL PR
e 69k A O 0. Tml — PRI THA L I 2R ERA
YTk, IFGERBRARG/THAZR LEES B, Ao $l4F
0.5383,6——FH L —9,9——FR—5—[(L—EHABH—O—RT
B—L—®AB—L—®&B)H TP Kok ok —4— LB F B
1R3292,2970,1742,1672,1655,1627,1605,1536,1502,1499cm ™!,

Kb 1.2.17

¥ 0.27¢3,6— P HEL—9,9— PR 5—[(L— R EHH
—O—RTE-L—BEBH—L—RAB) R PR REob—4—CUBKF
BE A 15ml P ¥ 4905 A 50mg 4o/ M ¥ (107) &2 # A A %
RTHHFIDH  BEBUANE, REERNKREEAWA LR,
$4F0.2483,6——FEL —9,9——F £ —S5—[(L—HFEAB—O
— BT R -L-BRAB—L—PFRB%) A F X bbb —4— T, 15 5

146—149°;IR1662,1606,1506,1494cm™!,



5] 1. 2. 18

¥ 0.248C0. 32mmol)3,6— —FP &% —9,9— —F 1 —5—[ (L
—HEAB—O—RTEA-—L—BABR—L—F B LTE R4
—4— B e 480ml P R PRLIE T 6905 A M2 KB LA 0.
362(0. 96mmol)O— % # =k —1— A —N,N,N' ,N' — g 7 & Ji
69 o< RLBEER 2 4032, B A 0. 16g(1. 90mmol) NaHCO; 2b 72, R MR
bW hOHFEI I, BEFEERRERE . RR/WIEM LR
¥, RE PR R Ak, Al MgSO, TR ERY . bk (845
/RE) L& BB, H4F0.168 REBHK 4,6— K[ LB—L—F
ZAB—O—RTE-L—BABR—L-—REBKR—KTHA]-3,6—
P A —9,9— = % fuk ek ; TR3406, 3328, 2971, 1664, 1605,

1506cm ™1,
54 1. 2. 19
¥ 0.1g(0. 134mmol) 4,5— [ LB —L—H B A B —O0—RT
P —L-BAR—L-R&ABR—RACLE]-3,6—_FHX—9,9—

— P Rabed A Aml — PR PG A# 2 0°, 8 0.5ml Z R T
BMAERELEOCHAS I, BENFEEREHBEREGHRE. G
THERW R CRER, AR HF 9Imgd, 5— K[ LB —L—F 3%
AB—L—B A% L—PABR—ALA]-3,6—=FHK—9,9
— = % jub ek, B 8 193—196°(5 ##) ; IR3331, 2965, 1662, 1608,

1515,1498cm ™!,



54 1. 2. 20

# 4bmgN—FEEA —L— % AB—L—HAB—L—H A B—
L—XRAB—L—ZAB—L—RABR—L—Z A% —L—P 4K
Zbml ZFEFEBRIZETHERM 2Tmgb—RF X —3,6—=F &
X —9,9— P Rbheb—4— LB = R LB FES Ao 28mgO— X 3 =
w—1—% —N,N,N , N~ P LIRS BB 402, KRE%
22 0°, KM lbmg LA -_FRABRLERAGHAERE A EERYA
BHH 16 DK, G THERAWR LR R G HE A AKfe TR ER
BRESG/ PR EAR LEELS &, AR4F—[(N—FBEA—L
—HAB—L—RHEABK—L—RAB—L— XD AB/—L—F A8
—L—REB—L—Z&B—L—RABAPTE]-3,6—FHLE
—9,9— = P Rk vb — 4 — LB B, M8 5 287 — 290°; IR3284,
2959,1632,1532,1500cm ™!,

284 1. 2. 21

¥ 100mgs—[(N—F 8L —L— S —L—RABK—L—F
FB—L— XA —L—-FHAB—L— R —L—F &8 —L—
RHEABIAFTE]-3,6——FRAE—-9,9— = FRGwb—4—CLEF
BEIE A 200ml SRR F, A 60meg 4o/ EAF (10%) &2 H#
AAARTHHES Do, IREBAANERERE. ETHELAHWA
THAEFE TR AENEG/TH/FEAFAFAZRLEES
&, AFr H1 13 656mgd, 6——F A X —9,9——F R —5—[(L—#H&



B—L—RAB— LA &R —L—ARNAB—L-ZHABK—L—7
EM—L— 3B —L—® A8 & 74 bk —4— LB ;IR3393,
3288,2963,1685,1636,1531cm™,
524 1. 2. 22

¥ 104mg3,6——FP AL —9,9——F & —5—[(L— 4 & B—
L—Ra#%—L-RA&AB™—L— AR AR —L—EAB—L—R LB
—L—Z 8B —L—R AR AT X REeb—4— LB & 140ml = F
A PEBUIR T AR A HE 0, RE R 106mgO— X =vk—1—%
—N,N,N',N' —ea P KBk 6§ o5 fABL 3 4022, B A 40mgNaHCO;
22, REMWEBEMAETZRYRRIEHR 25 .0, BREBENZE
BRAEVDRAEG/PHAER LEESBETR AL/ THELZ
BE,8 T 17mg &4 4,5— 3 [ LBt~ L—HA B —L—® A8t —L
—RABR—L—RAXREB” L2 ALK —AFE]-3,
6——FHL—9,9— =7 Aubeb; 5 & 277—280°;IR3322, 2958,
1650,1523cm™1,

F AP 1. 2. 23

¥ 0.17¢5— R ¥PHE—3,6——FHA L —9,9— — % Hohets, —4
—CUBEZACBFEM 0 M4eN—O—H A FEEL) —4—O0—RT
E—D—XAABkbml —FEPBRIETHERR 0. 1160— X H#
Zvg—1—% —N,N,N' N —vg P X Rty ea B MEL 2k A2 B 0. 11ml
—HARCEBLE, REWAZBTHRA LI, X EANH



NaHCO; 354 F . FriFitiR iR & & A K /KHSO, /K, SO 5 ik »
FRAAREE, RE A AT HLZE T, Ad#F 0. 25g6—[N—(9—
HETEE)—4—O0—RTEA-D-RAZBATE]-3,6—=
PHEL—9,9— =P Rabed —4— LBAFEE; MS841. 5(M+H)™,
%) 1. 2. 24

3% 0.2185—[(N—(9— H A PERX)—4—O0—KRTEX—-D—X
ARB)AFTHA]-3,6—FHE—9,9——FRAEwb—4—LBEF
BE A 8ml —F X PB4 A 2ml Yo L, £ER T HE 30
S4B ELTRE., BTHRAHESEM 0. 11gN—-O—H X7
B & —D— & £.8,0.08¢0— %A} =+—1—% —N,N,N' ,N —
P RAR GG e B MER L Fo 0. 056ml —FA X UL RE, RAHWER
WA 2 0B, 2B A # NaHCO; 3k 22, A4 B i — IR
o, BB HAREETCURUEY , BkE g Mgt NaHCO;
# ok, KHSO, /K>SO 3% i Foho A2 NaCl 3% % %%, | NaxSO, T 3%
RERE , AW A CR/ KRR F A 40°TF L2 T3, A 44 0.
22¢5—[(N—(9—H A PEEX)—D—EHBL—4—O0—RTX—D
—RAAB)AFPH]-3,6——FEEL 9,9 FhEb—4—0
Bh ¥ 8% ;MS.1027. 2(M+H) ',

K4 1. 2. 25
¥ 0.19g5—[(N—OO—H X PEER) —D—E. A B—4—O0—&

TE-D-RARBIAFTEA]-3,6——FHE—9,9——_F A%
— 51 —



v, —4— B FEE /& 8ml — F K FBLER P 4975 % A 2mi okeg 4032,
MERRAGHWAETRTME 30 54, RERE  AKRDR TR e
FPECREAREET Iml —F A PELIET . Wik M 0. 09gN—
(FEA)—L—ZRBON— B AT _BEREALEFAERT
BHEIIDH,BERNH#H NaHCO; K %, 0 B E, AKX,
KHSO, /K>SOy, B Rl Kk, RBIEMAE 10ml PRY , TRE®R A
H 16mg 42/ FHX Q0L TAARTHEF 40, BREHE
R G AR IR EER, RERMEMAE 10ml = F R FBUIR T &
R 0. 06ml — 5% K CIrd 2 Fr RE ik A5 49 B K 30 558 A
FE] 0.13¢0— R H =k —1— % —N,N,N',N' —va F & Ji 659
RMERL A S50ml —PRAPHRIELHERT. BRROHAERT
FRaEH 2 00, B 1R A Hm 2 # NaHCO; i3 F , Fedf B 490 %
R, A KHSO/K:SO 8 e, BT, REBEME . Sml =
BUB A 0.5ml KGR HF R RBREEZTHME LIRS
hEERN. /WA HPLC(& FEkfn &, #%,C—18 48; 8 K . K/T
BA 12U R, AR HF 34mgd, 65— R [ LB —L— 2 &
B—D— A8 —D—XAABAETHA]-3,6——FHE—-9,9—
— ¥ & e ; IR3407,2958,1660,1524 #» 1493cm ™' ; MS754. 2(M
+H)*,
%P 1. 2. 26

F# 0. 25g6—R P HA—3,6——FHKX—9,9— = F Kok wb—4



—CBEZRCBRFTEHEAIM —FPAPBREFHERESEM O
36gN"— ¥ E5 % —N°—(2,2,5,7,8— 2P R ¥ 3 — & vt —6— 7%k
B —L—#H A B —H AR —4—O0—RTA-L—XA{HB—L
— 4 2.8%,0.17g60— X =% —1— %X —N,N,N',N —w9 ¥ & Jf
SRAAEEL A 0. 17Tml — F R A U E . BEH 30 02 EA
MRS BN NaHCO; i5 % ¥, FIFRZREERAREERE
B =T, Ad#I#F 0. 5g5[(N°— FBEX —N°—(2,2,5,7,8— &
PEEA A —6—BBE) —L— WA B —H AB—4—0—
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¥ 0. 47¢5—[(N"— ¥ BE X —N°—(2,2,5,7,8— 2P X X #
gk —6— BB ) — L A B —H A B —4—0—RT AL
—RARB—L—HABATA]-3,6——FEL—9,9—=7F
Hobob, —4—CUBAFBREA 26ml ZRA B Y HBERLEART AR
e/ EWR(OL)EANTHHAE2 I, X5, ELRNEE, R
BT, RAWEMAE20mI P A PBAIERAE 0.34ml —FH R
R o FPTIF 8905 1 & 20 5-%F PR 2 2] 0. 6680 — K 3t =k
—1—% —N,N,N',N'—eq ¥ X IR 6§55 B AR BL 3k & 50ml —F &
PR PR T B UREHATETHA 1IN, BEX
S IER BT ¥R &, M B RPT 1360 R% Yo N NaHCO; %



BF, AT ERE, ARRERE TR, RX—BH %58
F20ml Z BB, 0. 5ml K Ae 0. 2ml X Er09R O KRk A
ERTMELIHRERE. G THERWACRIEMRE A AE
BiA kT, A HPLC(C—18 40 B A . /LB A 0. 1% Z R L
BRR 262 G 4115 7omgd,5— K[ — LB —L—H A% —H A% —L
—RARB—L—ABATE]-3,6—FRAAL—9,9— T4
uh ed = § B B5; TR3364, 2965, 2841, 1664, 1577 A= 1497cm™';
MS.767(M+H)™,
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¥ 0.13g(0. 24mmo )N—FBELA —L—RHEBM—O—KR T L —
L— 3 88— L—% 88— £ 84 0. 11g(0. 3mmo)O— X #} =
—1—%—N,N,N' N —ea P R IRG S RABLE & 8ml —F &
P ELEE P a9k A 0. 082(0. 2mmol)5— P A —3,6— P H A
—9,9— P Reheb—4 - CB PESA R ALt b2, R E k42
0°, 1 0. 078(0. 54mmol) Lk =~ R R4 H £ O°F H4 19 I8,
BAESTEIE R G K MG R GRS, A% RE AL
G5/ T8 kit LR, PTIF &Y =4 F CBRIUIE , A %1 43 0. 1685
—[(N—FBEA—-L—REABM—O—RTA—L—RAB—L—%H A
B—-HRBATE]-3,6——FHEL-9,9——F R —4—C,
BR P 85, B 5 181 — 184°; IR3277, 2968, 1738, 1671, 1632, 1600,

1524,1495¢m™!
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¥ 70mgsb—[(N—F8A —L—HEAB™—O—RTHE—L—%
ABL—L— 588 —HHABATE]-3,6——FHEK—9,9—=
P Rob el —4— U BR P ESE 20ml — BIx P AR E A 4Tmg e /75
A0+ A K AR TFHE 1900, eBLRREZERIR
BRGE AT 445 59mg LB 4 5—[(L—RAEBM—O—RTA—L
—HAB—L—HAR—HABATEA]-3,6——FHA—9,9
— 27 Rub b — 4 — (B T 85; IR3300, 2970, 1741, 1680, 1658,
1631,1523,1494cm ™1,

R4 1.3.3

H 30mgs—[(L—RAB—O—RTXA—L—ARAB—L—%
AR —HEABOATHA]-3,6——FAX—9,9— = F Hshob—4—
LB P EE A2 0. 6ml wbwr P 4978 420 2] 0°R B R X4 0. 17ml
4 2NNaOH B 5% TH 42, e BRewiE# 24 0
B, B TR, BAWEMAKY, FriFdEam IN L8R
W, AU UBRERERZ TH, ALY ERDEM A 20ml
PR PBRBRP.AFHERAS IO, ERERETHA
37TmgNaHCO; #» 69mg — X X 38L& R ab @4 A4 4 2 3
ERYREES 14 I H. SRR EE THERAWR IR E,
LB ERPCB OB RRFTHE, &4 HIAM MgSO,Ti%
RERE. RRVWALKH/THREAR LEES &, AdHF



Tmg4,5— (LB —L—® R B—O—RT A —L— AR B—L—
At —H ABATAI—3,6——FPHL—9,9— = F £k vb;
IR3415,3345,2971,2931,1672,1605,1515cm ™",
5274 1. 3. 4.

¥ 4mgd, 5 —F(LB—L—R AR —O—RT X —L—FK & Bk
—L—H B —HEB— A FTEI-3,6——FPHAE—9,9—=-FX
whot i 0. dml Z R OB P OB ARAKLERELERTHHAE
20, R BRESM TR, TFGERDEER LE L0 BES
RAUMES L., #1143 3megd,5—3R(LB—L—H AB—L—F A8
—L—8A 8 HEaBm— A FPE—I-3,6——FHEL—9,9—=F
sk od, B 5 239 — 242°; IR3395, 2965, 2933, 1672, 1608, 1531,
1494cm™!,

K 1. 4. 1.

¥ 0.4685—((1—RNTAEXFTHRAL TR -3,6——_FHAE
—9,9— PR b, —4— LB 0. 3g0—F £ —L— 5B AL
ot 10ml — 7 X PRESE P 695 d %42 0°, RE XA 0. 45860— %
HZk—1—K—N,N,N',N —a P LIRS R AR L 452, R
BR0.3Tml — R RACKRLE, #ITREENERETHESR, B
#2080, REHENH NHCO; i T, Fetr Beyng Ry, AK
A RELT THR, AR 443 0.59¢5— (IN— (R TEA) & 74
—3,6——PHE—9,9— P Rekeb—4—LBR(O—F X —L—%



BB BIE; MS.676(M+H)™T,
%l 1. 4. 2.

$ 0.54g5—(IN—(RTEIOATFTAI—-3,6—=FTHEL—9,9
— PR L —A— B (O—F A —L— 58 8)BIEE 10ml = £
CBife 0.5mI KPR TERTMHME 105 RERE., £EA
BRFETHRYR, REEMAEIIM —FRFEBRIET . TGS
BEGM 0. 46eN—O—H A PEEL) —O—KRTHE-L—& £H,
0. 4260— % # ="k —1— £ —N,N,N',N' —va F L k65 55 A B8R
$A20.356ml —_RRARXCKRLE . LN TESHHELS I, LE
PN NHCO, i53m F, fetr et B, TRABALR/C
BR CBE A RN A $fF 0. 4785— IN— (O—H A FEL) —0—
RTE-L—ABRATHI—3,6—_FELL—9,9——F £ &
o, —4— LB (O—F h —L— 5 £ BBl ; MS: 1017. 3(M+H) ™,

34 1. 4. 3.

¥ 0.39¢5~(IN—(O—HAFPEEE) —O—RTE-L—-ER
BOATEI-3,6——FTAA-9,9——Fh beb—4—LE(0O—
FRE-L—5 288 A 6ml —F X FBuiEf dml 9Rker P 4975 %
LERTME 508 RERTH, GTHRAWA TIREME
HIEMA LML — T EFRARY., PIAAERASHE 0,540 0.
36gN*, N, N-=Z (FEE ) —L—H AB—H AR —4—O0—RT A
—L—RAZB—L—% 3 8&,0. 068N — 2 X X =K E&4,0.



13g¢0—(1,2—— & —2— &K —1—wtewg X)—N,N,N',N — 9 ¥
EIR GG BMER L Ao 0. 16ml — R REXCIRAHE, REREHTE
2T 30 548, REMAH NHCO; iRk T . e 6970 1%
i, B K Ae KHSO/KSOE ki, KRG A L3/ LB LB F IR
S, M #1412 0. 5385— ((N*,N9,N°— = (¥ B¢ &) —L—Hr f 8 —
HHB—4—O—RTHEA-L-—RALB LA —O—RTHE
— L6 8B A TR —3,6——FHREL 9,9 - FH Leb—4—
LB (O—F & —L— 5§ BBl ; MS.1681. 7T(M+H) T,
5244 1. 4. 4.

¥ 0. 47g5—((N*,N°,N°— = (¥ 85 4) —L—# &8 —H &
B—4—O0—RTE-L-—XAEBR-L-HAK —O0—KRTE—L
—EABIRTEI-3,6——FPEE—9,9— = F HRahrb—4— LB
(O—F X —L—B5RB)BIEAE 20m ZRA LB FHERAER R
FRET & de/ WK (0% 347 H40 3L 5 78 SR, 38R
% . BAWIEME20ml —_F X ez, riFegmm A 0. 04gN —
BEREXAZAKEGHLEE, BEBERA 20 5 HEBFME O
24g0—(1,2— =~ F —2—FAR—1—e £)—N,N,N',N' —e3 ¥
A bger A MBLL Ao 0. 1dml —F R X I A 80ml —F X T BLh%
2oy, RERAHERBEH 10 H , XEHIRE., AL
BET B/ LB U B fe bl o NaHCO R ik Z R 847 552 . 5~ B A A
A8, At fe NaClIs & B, REHREER. G THERBIEME



26ml ZRCBRT,ERAZETME 1 08, REEIRE., 1A
BAWE Teadlo R HPLC(C—18 48; 8 & K/ LEBA 0.1%
ZRCUER) R4k, A 1F 79mgd,5— 3K (— LB —L— 5 &8 —L
—HAB—H AL RARB—L—-HAB—L—&/BRAT
£ —J)-3,6—=—FH*—9,9— =7 fakedh = & LELES; IR3ITI,
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564 1. 5. 1.

K2 HEPEAEERRKUHHBETARSGABZLY
250mIDMF ¥, 8 & i 4 A 9. 88¢Fmoc — Asp — OAllyl [ A.
Trzeciak, W. Bannwarth; Tetrahedron Letters, 33, 4557 — 4560
(1992) J, 4. 45mIDIPEA #v 317mgd— — % & e 4022, M 5 R
SHATRTHKIS I BB TORBEA PR PR, FHH
fo CBRGE %, RG22 TR, %143 23. 88 B AWK (0. 4mmol/g) ,

@ Ag BEWIE B LA 2.2.2. 2HFOARBFALLLR
$7 % 4 Fmoc— Pro— OH, Fmoc— Phe —OH , Fmoc— Asp (OBut)
—OH , Fmoc—Gly—OH , Fmoc— Arg(Pmc) —OH , Fmoc — Ala—
OH #2 Fmoc—lle—OH %4, &R ZRZEH BRI Tk
6g.

¥ 0. 8¢ Prix a9 B2 Al 10mi120%%k % = DMF ¥ 6975 ik 4L %2,
BEL 17T0mgb—[O—H A FEAFTHRALITA]-3,6—=7F
A —9,9— = F &uh ok — 4 — B A= 103mgTBTU #= 0.



055mIDIPEA 184, A TR AEN A , A EHBEEALARTE
% £ 10. 9mIDMSO, 10. 9mITHF, 1. 85ml ¥ & X % #= 5. 45mi0.
SNHCI 65284 %F . B EHKm 107mgPd°[P(Cs Hs)s i, ¥ %64
&3k 18 B[ R Williams, P. L. ¥ A, Tetrahedron Lett. 1991,
32,4207 ], # A5 A DMF % # A vk (20% DMF % %) R &
Fmoc fk 47 k. X T 4, & IE & ¥ & 10mIDMF + # A
160mgTBU #= 0. 085mIDIPEA 422 ,F G ¥ # A&k 3 K 35
A DMF, 3 A8 fe Uitk , 5 M IEE T £ 40ml — 82.5%
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B OB, BEMTEAP 2.2. 1. PATRBAAR, ARSI F
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8)4,5—F[— LB —L— R A — LA™ —HAB—L—
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¥ 0. 6g (0. 26mmol) Fmoc— Lys (Boc) — Sasrin® ( Bachem /-
] ,D—1365, I, EP0292729A2) # B8 X 64| 2. 2. 2. AF & M F 3R
H# i — 5 Fmoc— Arg(Pmc) —OH,Fmoc—Val—OH, 5—[(9— %
APEBEATHAL)FTE] 3,6 FRAA—9,9— = F Rehok—4
— LB #» Fmoc—le—OH 84, &R X ARZEREKMIEA =&
Phet ik TRIEEE SOmITFA A= PR T4 2% 5 & 3k 2
—4REFR 2504, RBER, REAAN T, REATEER.
AW o UBR UBE A 5% KHSO./10% K,S0, 7% 3% 18] 3t 47 482, B
BRNAARE BRI EETHRELERE KRR



FRIEMTPERF , BFRBALTERETR. A TR & Fmoc &, %4
RAEMT 10ml %oz & DMF T84 275 %+ M EREREE R
THE 205054 BHELTRE. RAWA CRBEME TR BH R
7l 2. 2. 2. C. FTR AL, BLAP Ao R 4k, A0 14T 26megd, 5—3R[—
CB—L—#a8—L— A —L— B AR —L—FF 88— 4
PE—]-3,6——FEL 9,9 ——_F R = R LHEEA:2),
MS(ISP)836. 6,
5245 1.5. 4.

BeRmT LA 153 FATRME FTRERED.

a)4d, 5~ [~ Ukt —L— %% A8 —L— 8RB — L—# &8
—L—# A —L— A —L— A% —RATH—]-3,6—=7
£ —9,9— 7 ek vk = H LBLER(1:3),MS(ISP)1061. 4;

8)4,5— 3 [— LB —H A B —D— 4 {8t —L— & B —D—
FEAB—HFTEA]-3,6——FEEL 9,9 —Fheket = R T
BRES (1.2),MS(ISP)794. 6;

)4,5—[—LB—L—%A % —L—# 88— L—# A8 —L
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WEB—L— A — R TR —]-3,6—=FHRE-I,I—=FX
b b, = B LBEES(1.7) ,MSUSP)2105. 0,
LA 2.1.1.a
¥ 2l Tml BT RA4EEERQ.AM, XRP)ERAR,—78F
i & m 2] 5. 0g(23. 4mmol) 10— 7 oy Kok & 10ml LKL B Ao
Tml HiE 49 N,N,N',N' ,— O PR P émad. M
REWHBERBHEEEAEZER, BHH 18 1K, RE%5 %5 0°,K
B R 3.90mi(35. lmmol)N— P Bt Xz & H, A ERSHATE
THH 2 0, KEMMAN 508 &,50mi0. IN B Ao 1. 50ml LB
F. KAg M 100ml CERRBF A, | MgSO, T A H 45 H W5,
RERE B UBRUEE/ TR (1.:3)4£5008 2R LEESH,
ERUBUB/CR TR, 4145 4. 206(74. 4%) % 2. B4k 10—
wHkwrekek —4—BE, JE 8 103°,
FHf2.1.1.b
¥ 12. 0t M E ALk CM, O E %) ARALRT A%
AeFp b Bl 4 4 18 % i e B) 10. 0g(41. 4mmol) 10— F fh ey ok —
4—ER 5 135ml KISk LB R T . RERGHE CTHHF
30 547, KGN 100ml0. 1IN 2B f 200ml CLERBEF . K4a A
100ml LB CEE R IR, & 69 A AL 45 A tafe NaCl 25 3 %
e, Bl MgSO, TR RER%E., ALBUE/ R LT TH
Z G, WA 9. 498(04. 27O R E B AR (10— F A EE—4—K)F

— §3 —



B, 058 113,
A 2. 1. 1. ca

3% 22. 3mi(87. Immol) R T A X R AR A LL L FHm ) 17.
66g (72. 6mmol) (10— 7 X —4— ) 78 4= 10. 87g(159.
Tmmol) % vk & 220mIN , N — = P K P BLik L 49 F ok % 2p 615 &
P RERAMWECTHAINIHATETHHAL OH, REMA
100mI0. 5N h 8.,1008 A 4= 200m! LBk, Kig A CEER AR, &3
GFH 5 M MeSO, THREXERE KAWL/ TRESR, MM
#14327.69g(79. 27 R F E B A—(RTEA - KA a4
FE)—10—F R —wrog, 58 127—-128°,

L H 2.1.1.cb

3 8.05g(53. dmmol) 4 T A = 7 K iz K £ 4 & # m 2] 10.
Og (41. lmmol) (10— F K wpEg —4— K) ¥ B 4v 6. 16¢(90.
dmmol) K 2 125mIN , N — — F X F Btk 2 69 F) 5k A Fp 675 ik
¥ AERSHEOCTHRSEIOSH AEZRTHSF 1IN, REM
X 50g #,50mi0. IN 3 Bt e 250ml LE8E T, A AL &, A
MgSO0, T3, RER K, RAHACER/TR(1:10) A lkg £ LE
BB, AT HIF 13.08(88. 5 7)) A ih ik 4—(RT A ——F K
— AR & AT —10—F K —wpEsg, NMR(250MHz, DMSO—
dg):7.3—7.15(m,3 ¥ H);7.1—7.0(m,1 ¥ H);7.0—6.85

(m,3 ¥4 H); 4. 68(S,CH;0); 3. 31(S,MeN) ;0. 70(S, OSi



(CH;);G(CHS3)3) ;0. 09(S,08i(CH;),C(CH3)3),
L 2. 1. 1. da

¥4l lml BT A EER (L AM, SR P ER AR —T8TF
4% 5% FHmE| 20. 88(43. 2mmol) 4 —(RT A ——_ KA — R AX 7P
£)—10—F % —wyrKvk fo 6. 8mIN,N,N' , N — PR L % ik
125ml LRI AERT, RARGHA CHAF4IH,AZRTAH
BH 20,8 EAE R 7. 4ml(66. 5mmol)N — P Bt L okeg 202,
AEMTERAES 2.1.1.db PAAREGF HEHHE 6—[(RTE=
AE—BREDOFEA]I-10-FPE-I0H— X% —4—BER,
AUB/ER(:2)A ke R LEESBIE, 5 FR 4. 0g
(197)4—(BTE R E —BREATE) 10— T X —wmER
ZIEA 7.126(32. 2% IE M MBI R[6 — (M T £ — KA — &)
FAFPR 10— F AR —wE%—4— X ]7H,MS:511(M*;
100),439(52),316(46),238(36),199(48),139(58),91(20),

A 2. 1. 1. db

¥ 36. dml T R EHER (1AM, KB AR AR —T78TF
4% % idmE| 14, 0g(39. 2mmol)A— (R T — PR - R EL T
H)—10—F K wpEek o 6. 39mIN,N,N',N' — e P £ L =& &
120ml LB ZAER T, RERSHWE—TSHF 05, BAE
BAZEES,HHEINE,EEA 5. 66ml(51. Ommol)N — PEr &

ke 4L 32, & 0°TF HEH 40 540, K S M 508 7K, 50ml0. 1IN 2 Bf



Fo 250ml LB Y, KAn B CE R BT oK, &3 69 % ida ) MgSO,
FRARERE., MARAWEG THHRMLE 6—(RTE - FE—
ARAEATI 10— FPE—EE 4B D AHAETF
TR, BHLEME 120ml @ EkmP, XE A 0T A 50ml M £,1L
Rk (IN, wE -k d PR, RERAHTERBEH 11, K
BN 100mi0. IN LBk, 1008 7K Ao 150ml LEEY, KAaF LB
B, A FA G AL S R MgSOs T3, REWE ., RAHWA LB TUEE/
e (1 D5 L3 R ELEESB,ADLEZELETRE, #F
4.578(30. 0 A &Kk [6—(RTE PR —BR AL TH)
—10— PR —rEg—4— K T8, MS.387(M*;100),238(91),
224(24),75(97),
2845 2. 1. 1. ea

4 2. 90mI(18. 43mmol) & R — R B = LB & 2 TR A A k%A
GBI E LT 7. 18(14. 18mmol) [6— (R TE ——_F X —
ERAEATE —10—FER—wrEg—4— X [FH,3. 132(21.
3mmeol) ¥ 4% = 7 Bk T iz #» 4. 20g(16. Ommol) = ¥ X % A& 110ml
WHEKBLHEERT . LRERSHE CTHHA 2.5 .0, REHAAN
100g 7k , 100ml /K = 200mt CEAT B/ T (1: 1) F . A Mg 5
&, ARk, MgSO TR, RERE. RRAMWA PR/ LRSS
(20: 1)/ lkg IR L& BB AR AR CBKRLUEE/CRERS,H
5 6.87(77.3%) R K BB 2—[6—(RTE— KX~ E



B)PE-10—FR—p XK —4—KA—FH]-2,3——4—1H—
F5l%—1,3— 89, 1.8 182—184°,
Sp 2.1.1.eb

H# 1. 62mi(10. 3dmmo) B R — K8 — LB & A AR AHp i B 7,
A FHLFHmE] 3.09(7. 97mmol) [6— (R T A ——F R — 24
EPR)—10—FH—pEg—4—% 75,1 76¢(11. 9mmol) X
AR = P 8L B i A 2. 30g(8. 75mmol) = ¥ B & 65ml v £ ok v E 4
BT, RERESHE OCTHEHS 3 K, KRB R EMT A 2. 1.
leea ¥ 7k Xl m L, BAMA TR/ CBLEE(19:1) /& 500g 2
BEIEBESB., AOERLUE/LBURBEAE, $ 7 3. 228(78.
27V R K EBR 2—[6—(RTHE—FE—BRAXLTE—10
— PRk —4— R PR]—2,3— & —1H—F%%—1,3—
=B, 4 8 195—196°,

E#A&H 2. 1. 1. fa

4 6.53g(10. 38mmol)2—[6— (R THA —— K { —dR & X
FPERI—10—FHR—pER—4—KFE]-2,3— =& —1H— %%
we—1,3— — 88k 50ml —f PR PR EE 11. 5ml =8 4L %
B (M, g PR ¥P)f 5. 1g FALMA XM T E#4A4 2. 1. 1. fb F
TR R R, A BT 44 2.1.1. fo PR FTERN T X/
LHELES G, $11F 3.828(89. 4%)[6— (1,3 — — &R —2,3— =
A—1H— 335 —2— %2 FR)—10—Fx —wprEE—4— 2T



8. 245—247°,
3445 2.1. 1. fb

3 4. 5ml Z R Mk (1M, = § T 3% ) A& K ok 4469 B it
BB FHMmE) 2. 18(4. 06mmo)2—~[6—(RTEA - FTE - &
APR—-10—FR—pEE—4—X]-2,3— K- 1H—H7%*
—1,3— 8% 156ml — KPR ZGER T, REREGHEOCTH
H1054, #8484 258, 65°RB AR TR LN, REA
3 AN K, IMNaH PO A — R PR+ . AW Aa5H, A
MgSO, T3, RERE; RAWES AT T TR 2 I, KRG8 L
10mIN,N,— =P & PBLIEF . Jeikizk A 2. 06(46. Ommol) F AL
SHAb 22, BB & M b 65° T BEH 1B, A A INK —AK P FT
FOHRFREH 1 IHREER;,REAKRZ, AHGELZTA
P,Os T3, APR/UHELERZEHF 2.32¢(93. 3%) A& &tk
[6—(1,3— =& &K —2,3— =& —1H—HFF%—2—2£ F£)—10
— PR ok —4— R UM I8 8 2462477,

LA 2.1.1. ga

¥ 4. Oml KA Bk (1M, T8 &) & & & A 2] 823mg (2.
Ommol)[6—(1,3—— &K —2,3——F—1H—F9|"s—2—% P
B)—10—F A —pEE—4— R ]JUH A 10ml Z B3R LR H
¥ RERSWE BCTHH 3 1,4 %, 5 50ml107%Na.CO; 7K
Bk A 50ml — K P RAESHALH,RER, KR 30ml —HFRE



Bk, SHGHENAAR MgSOTHRREER . BAMWAZHEAETT
Tk, B 6—RPE 10— FHR—EE—4—CLHEMRE
20ml B3P, WimEE R 20ml RIS ER4EE, & 100° A3k 2 )
2 ANAEXZRET BAADAZELT TR, BATFGIERT 6— £
PR—10—FR—pEk—4—CBFELE 20ml &3 /K(2:1)
. WIB R A INNaOH K% ik # R, A R k% 2p 49 B) & R
546mg(2. bmmol) B8 T EE /& Sml — Bix P 42, R
ERRESRIEER, RERSHWAEZETHES 1MW, RS
N —RF IRV, AEERESWA IN LB fo sk BN,
Kig A P RBRBF L, &H YA S M MgSO,TFHERX B K
BOERWR R/ PHO: 1) A 1008 &R LE LS B, Af 47
660mg(82. 37D M T EAAK (6— TEERARFTA 10— FH —wp
ek —4— %) LB, IR(KBr): 3413w, 3060w, 2975w, 2929w,
1708s, 1678s, 1597s, 1563s, 1503w, 1457s, 1426s, 1394s, 1283m,
1249m,1167s,1051w, 757w,
554 2. 1. 1. gbl

#15.0ml RYBRZ UBE A £ & THRMmE] 4. 902(20. 3mmeol)
10— F &Kok —4—g fo 50mg 7 XK X1H0 /& 15ml 78
FHEEY, RERGHWAECR TG 45 54, % # # M 30¢g
7 ,30ml 48 fo NaHCO; /K% s A= 100ml LEEF , A 4tdg A 50ml 42
f2 NaCl 75k eik, Fl MgSO, THREHR%., XA RA LR/ TR

— 89 —



(1:4) 4 300g &g L& B8, A ALE/CRARBTESLZ
B, %147 6.162(96.27) § . B th 4— —C AKX THE 10— F X —
wyroEek, i 8 44. 6—46. 2°,
KAF] 2. 1. 1. gb2

7 Aml T R 2R (L AM, KR P AR AR A —78°48 4
Hm3) 2. 58(7.983mmol) 4 — _CHEE PR 10— F L~ Kk fo
2. 4mIN ,N,N' ,N' —ea P H = Jc 5 25ml CEE A9+, A
EReWBRELEENAELER, A4 3.5, REMA 1. 32mI(11.
ImmoDN— P Aoz 052, R ERAWA CTHHAE LM, KB
AN 30g 7K ,30mi0. 1 3L Efife 70ml LERUBEY ., KA A LB UEER
B, SHGHNATR MgSO,TRREER. BRAMWRUBRUE/L
B (1:4) 75 200g 2 L& &5 &, A4 310meg(12. 47) A2 % &
Y, RUBLUBE/ CTIRERE 2| 520mg(19%) K & BHh 6 — =L
FAFTEA-10— PR ERE—4—8, 58 154—154.5°,

] 2. 1. 1. gb3

500mg(l. 46mmo)6— — LR X FT A —10— 7 K —wpfvg —4
— 8 fe bmil v K vk h LAG IR e AT KA 1. 1. 1. d a9 ke
% A 0.22g(1. 7o6mmol) P & (P £ 5, F £) L&, 0. 14miTriton B
B (357, PEEF)H CHALHAKMAR 6— PBEA—10— PR —w
R —A-CBRTE, BREAPTREEMTRAEN 1.1. L. e IR
875 ik £ TR, Kiewd Hok i A CBRSA A ik 8 f AL 310 2%, 6



—[((BTRAOFEI-10— PR EE—4—CBTE, XML
B EMTEARLLL fFOTERGATHAFLEY TH
B QOL)F Rée/EH KL AR F6—RTE-10—F 4
—rEeE 4~ B PR S A, AR M TR 1. 1.2 45k
B LE_ERKA INNOH Bk * K BN R KB — & TE
HBUAR6—[Q—RTAPHRELOFTE] 10— FH g —4
—~ LB PEBE. B FWEEMTERP L LIGTERSLETH T
M INKOH 33 45 ¥ /K R 4% 818 525640 2. 1. 1. g 5 ik #1469 (6—
RTEEARTREA 10— PR —orEgk—4— BB,
e 2.1. 2

¥ lmd ERPRE R (~0. 3N, LEF) A kA 3p 44 B B
Ao &) 80mg(0. 19mmol) (6— R TEE R A TR —10— PR —pEek
—4— R B A 4ml — R FhedhimmF. #RAERS PR A
EER . BHLSIE  REER . EAWACBRUER/TREM, A
PAESEETREST 2mg01 L) G BAB—RTHELAAT
A—10—F R - K —4—R)CERTPEE, MS414(M*,64),358
(100),343(15),314(15),238(15),57(16),

FH) 2.1.3

¥ 823mg(2. 0ommol) [ 6— (1,3 ——& KX —2,3— =& —1H—
FHR 2R TR 10— P A - ERk —4— R TUHE R &
A 4. Oml KRS BrER OM, PHYILE, AR 20ml LML sk



MRF LA 2. 1. 1. g 697 ELE, RAHZEAZTTHRINE,RE
A 20ml —Bde /K2 DF ., BEERR 107%NaCOs K5 i
R M, G R 650mg(251mmol) § PEL Y PESA bml — & %+
GHl i R kAR B AR B RERAMERLEETEE
2, BH 1K, A IN LB ek M, REHMAK—KT, &
MR R FRRER, Hiin A MgSO, T, RER%E, ARt A
5/ PHA8. DA AR IELS B AMHEANLHBELES
# F 784mg (T57)) K B AR[6—(H —9— X PRERFTE)-10
— Wk —wreEek —4— R OB, B8 217—219°,
RAH 2.1. 4

¥ 20mgN ,N— =7 % & s wor fo 455mg(2. 2mmol) N, N —
ZHTEABRN TR Sml @ T IR T AR A T KA pdg B &
&0 2] 801mg (2. Ommol) (6—R TEEA R F A 10— F R —%%
o —4— R UBi#» 324. 5mg(3. Oommol) ¥ B A —F. PR 26X %
P, RERESHAECTHEH L, EBELEHAEER,HH 2
BB, REMANK Fetife NaHCO; ik P M ERSHA —§ 7R
R IR, &HGENAA MgSOTH, RBER. KRMWATUR
CEE/TH(3:2) £ 100g st fig L& &5 &, Ad 41 F 730mg (24.
AR HBBEKRG— R TEHEEARTEA 10— F X —wrEE—4—
AIUBEFES, MS.490(M*,78),434(100),416(22),390(20),91

(60),



K4 2. 1.5

¥ 3ml Z HCBE AR KL H AR &4 4 3w 2] 730mg (1.
48mmol) (6—RTEHEAAFTE 10— PR EE—4—-LOLE
FEEAIM R PR EGERTY, RERSHAE CTHHA 2 W,
BMEELZHREBZEN, BEAMWHLE TR, ZARAMA 10ml LRAE,
BFEEHELIH,RELR. GERRHRALREFR  REHAT
I, A 4112 720mg(96. 4 G & BA[6— R PR —10—F £
—r KRk —4— R OB =R OB FEEA. D, 88 192°,

$L#A&F 2.1.6.a

J 38. 6ml TR E (L AM, R F)AERA R A—T78TF
BB B 6T 48 48 2] 11. 80g(41. 6mmol) 10— & K%k —wrkof
& 125ml R KB A 12. 5mIN,N,N' ,N'— @ P X . — & 2 6435
BY REREMWE—TSTHAELS D, EBREE TE 0°,A 6.
92mi(1.5 HEIN—FE Aoz &2, 5 T HH 100, KB M
AN, 100mi0. IN 28k f 250ml LEABE T . A Al4g Al 4ef» NaCl
B H s Fl MgSOT B, RGHRE. KAWRUBTUER/ T
1) /& kg AR L& ZE58 , Ad #1147 6. 332(48. 8%) XK & ikdp
10— & —wpEek—4—8, IR(B), 3064w, 2927m, 2854m,
2731w, 1689s, 1561m, 1455s, 1388w, 1336m, 1286m, 1259s,
1052w,784m,750m,724m,

L4 2.1.6.b



¥ 6mil A A b2 vk (2M, v Sok v ) A R AR A Ak AFp
&4 B B} 42 42 i# m %) 6. 302(20. 2mmol) 10— T X —wp Ko — 4 — B
F 60ml v Kok b LYk P . L ER A A T HH 30 54, K
J& TN 100g 7 ,100mi0. 1N 2L B fo 200ml CERUEE T . A AuAa A
fofe NaCLiE Rk, RERE ; RAWAX AT RAURUE/ LK
g8, 2RRAHALETHRZEHF 5. 758(90.8%) (10— L. —
yrekeg —4— R P E M8 73.5—-74.5°,
LA 2.1.6. ¢
¥ 3. 4mI(13. 27Tmmo) R T £ — KA X ek dx £ F B B K 2] 3.
20g(10. 2lmmol) (10— T & — i E % —4— &) 75, 1. 85mi(13.
27mmol) Z Ugfe 62mg —F f Ewbor /& 35ml — 8 Fhx L ajk%
HERT AEREHECTHEHIOSHALERTHHS 2 M,
RGN 10mi2NNaH PO /KI5 # , 208 K F2 30ml LEEY . K40 A
CEBRRI, A F A A MgSO, T8, RBER, ARWRA L&/
e (1:20) /& 4008 2B L& A4 &, Ad 4145 5. 408(95. 8%)
R A—(RTE - XA —BRAXATH —10—TE—
Kk, MS.551(M+,72),494(100),296(65),211(62),43(38),
545 2. 1. 6. d
¥ 7. 4ml T REEE(LAM, X P AR AR —78°T 4
BdimaE) 4. 408(7. Tmmo)d— (R TE ——_RE — 2R EARXT

£)—10— & —wyXekde 1. 3mIN,N,N' ,N —wm PR &k



25ml CEBRE G Y, A NASWRAESE O, 8HF 40K, R
R 1.33mI(11. 96mmol) N — ¥ 8t X ko 40 5, 4 4 A& O T 4
40 547 RER S WM R MT K44 2.1.1.d, b 55 3T AML,
HREMTFRAAF 2. 1.1.d, b o577k 6—(RTEAREBRE
BOPE]-10—et—pEE—4—BITR, BAWALER/ TR
(1:3) /& 400g &t L& EoH &, Ad# 5 1. 958(42% ) XK & Ik &4
k[ 6—(RTE-ZFE—ARAATE)—10—TE—
ek —4— L]V B, MS,581(M*,100),439(51),386(30), 301
(35),199(40),139(29),43(36),
5] 2.1.6. e

3% 0. 68ml(4. 36mmol) B F, —HBE =~ LEEA B AR A kA
#FEEFwE 1.958(3. 3bmmol) [6— (KT X —— K& — sz
EAFTRE)-10—2 X —wpEp—4— % T8, 876mg(5. 03mmeol)
F AR = P 8Lk F2 968mg (3. 69mmol) = X £ B & 25ml v £, vk
FHERT . RERSHECTHRS 2N, REEERTHHA 20
SELRERMEMTEHRF2 1 Ll ea 9 F R TARL, BAMWAL
B/ (1:3) & 2508 g LE AL B AP AR TRILEZE, 4
F1.748(73. 1) RF A RMBEAK 2—[6— (T HE— XX —
ARAETEO 10—k —pEE—4—%X]-2,3— =& —1H—
3% —1,3— 8, MS.710(M*,100),653(61),506(16),370

(36),308(41),268(40),224(21),160(34),130(45),43(43),



LA 2.1.6. f

¥ 1.5¢(1. dlmmo)2—[6—(RTA - XX — 2R ALY
B)—10—2h - Efg—4— AP X]-2,3— K —1H—F%]%
~1,3——BASmI —FFPRFPHERE 1. 5ml Z 2L MIE &
(M, =& PR )L 691mg(14. lmmol) F AL 4k £ T 52 564
2.1 1. f, 0897 R #TRE, REBSHHANK KUK UE
¥ . AiAa R iefe NaCligksdk, RERE, A/ A LR/ T
(1:3) 2 120g R L & B &, Ad $14F 510mg(757) %% &9k &
A6~ 1,3 — AKX —2,3—=F —1H—- %% —2—X7
£]-10— 2k —wrEeg —4— R TRk, MS;481(M*,100),410

(50),396(70),263(15),140(15),

LA 2.1.6. 8

AEMTEF 2. 1. 1. ga 975 %, ¥ 500mg (1. 04mmol) [ 6—
(1,3— —f K —2,3— & —1H—H%|% -2~ X7 H)—-10—T
— g —4— RO A Sml Z B 8% P 65050 A 2ml K& BrE
BOM,CBFILE, TFG6—RATEA 10— —wrEvk—4
—ROCUHRARBMEBS A SR PR RBLR 66— FTA—10—
S EE— 4B, KB RE S 273mg(1. 25mmeol) — BB —
RTE A SR T OERAEMTEAR 2. 1. 1. 4a S 7 HHETAR
B, RELH/TBO.DELREEESBZE, 5115 395mg(85%)
ERBEA®—[A—RTEEPRALTE] 10— X —5&



wk—4— Bk, MS(FAB):447(M*+1),446(M*),
EAAH) 2. 2.1

¥ 7omg[6—HA TR 10— FHE—pEE4—X]CBR=ZK
CBEFRE(1: D) & 3mIN,N— = F £ F 8Ll (DMF) ¥ 695 Al
135mgN®,N®,N* = (F B —L—#HRB—N—REAT 8L
Be4br, A N— V¥ XOvikde pH 5182 8.5, MG AR ML &% /A
20°F#4 1 I, KB HN NaHCO; iRk F ., iRk F4HhiR E,
R 5% KHSO,/10%K;S0475 i #o KK H i, RGEMETH T,
KREGERBAREMEZRCEY, HAH 10%Pd—C LT %
FEMR BB BEANREERAZR . ARHEMT SmIDMF ¥+ &
J& R 20. 3mgl — K K = vk, KA 0. 06ml —F R X U4 E,
R R e B 69 B B A 10 5-4F A i e 3] 89mgO—(1,2— =&
—2—F AR —1—wg £)—N,N,N' ,N' —vg ¥ 3 Ik 69 vo § M8 2
% 20mIDMF 2498 T . R RS ARE IO, RABLTK
% . VEARARWE T o945 A HPLC f& Zorbase ODS Ci3(8um)
HEEHE LK CILZRUBR—UH T R, H4F 18. 2mg A%
TGS —8—C—MERL)—17—F % —1, 15— LA X —6,
7,8,9,10,11— 5 & —5H— = % # (b,k)(1,5,8) 50 — A e X M
—7,10— =845 = RUBABS(1:1), MS:439(M*,10), 327 (25),
237 (60),

5254649 2. 2. 2



a) g —4— (2, 4 ——FREFEA —FBLFPROREEERCH
#t B% (Novabiochem, 0 1 —64—0012) ¥ 3 & — 4K & & B(

Labortec SPG40) ¥ 4 %405 & % & 40mi DMF + #i&8— #] 3. 3¢

(Fmoc),0, 61mg 4 — P Z koo 2 0. 85ml —FH X U4,
H & 20°F ik 31, KE#Eg T o9 BEEAT T 7 & R AB

p 2 ST ¥ i 18]
1 DMF 2X1 4%t
2 20% k2 /DMF 1 X7 5-4F
3 DMF 5X1 4%
4 2.5 %% Fmoc— X Z— 8 1

5
6

B /DMF+2.5 3% 1— ¥ # =
vk —1— X —w PHRGSRAE 1 X9054F
BRE+2.5 5 F —RHAATURK
DMF 3X1 54
FH B 2X1 p4F

A LR &S BREER 30mlEH, ¥ Fmoc— Asp(OBut) —
OH, Fmoc—Gly—OH #» Z— Arg( Pmc) —OH #: % £ 3 ¥, 0| 1%
& ERERZLE, AW T A 60ml LB/ g F(1:2)F,
FAER 20 55, BB ER MRS, RBERERE BAMWALKT
B fe K Z R F7 580, AALAR A 48 A= NaCLig# k%, A Na,SO,

F¥ ., P13 44 Z— Arg(Pme) —Gly— Asp( OBut) —Val—OH F



CBRUBS/ XL k; =¥ 1. 05, MS: 902MH™,

b) ¥ 133mgl — ¥k H =t —1—% —N,N,N",N—e3 P £ J& 4§55
BB A2 0. 17ml —F R L UFmE] 128mg 6— K F £ —10
— PR R —4—R) LEZRUBFE:1) 4 270mg Z—
Arg(Pmc) —Gly— Asp(OBut) —Val—O H fi 5ml DMF 2 450% %
¥.REERERSWE200THHAL I, REETRR . EAY A
LB LS fofu e NaHCO; i3 Z R 347 4982, A Audn At fe
NaCliE % %, Fl NaxSO, T3, REXR. AAVWERLUR
¥, A #lF 260mg 6 —((((N*—F 8 & —N°—(2,5,5,7,8) —
EPER KA Gmh—6— AR E) —L— WA B —H AB—4—
O—RTE-L-—XARB—L—%&%) AF7H)-3,7T—=F 4
E—10—F K —wp Kok —4—RICBEFES; MS: 1274.5MH™,
c)H 255mg BT 4% > HoiE ME & 25ml Z R UB T H 2 H 10%Pd—c
AL TEAML, BREEALRN RAER. RAVWEM A
20mIDMF ¥ # R 0.2ml — A X UlaadE, e FEkT 20 5
A1) BB H A9 B B # A0 B 379. 2mgl — R b= —1— % —N,
N,N*,N"—w ¥ X6y < R BB & 50ml DMF 245 ¥, %
R 200FTHH 10K, HHFLETRE, ZEMNH NaHCO;
R F, ATl BARGHR S, REEAKYRERE, RETH. &
P 4% 3k b TR R A2 20ml = R CBR/0. 2ml KBy /1lml K ¥, 4
BREGHE20THME2 M, REEZRE, RAWACREM,



KRG R UBRAFTHE, AE4H 2 2.1 657 kR4 K TS, A
T #14F 15. 8mg 10— F X —4,6 - R (— LB —L—# R 8 — H A8
—L—X A% —L—HaABn -4 FTE I EE=ZRALHEA,
1); MS; 7T10MH*,

54 3. 1.1.a

¥ 12. 1ml BB — FEE A 2R T £ 4 B4 49 Bl B35 e 2] 20. 0g
(85. Ommol) X B R, 17. 6¢ I 1L 8y BB 47 4o 10 F = (2— (2—
PERALADOCEIEL 150ml — R ZHEFHET, RERE
Yodi k& 100°FHEH 2 08, A4 KRB A 150ml K222, Je B 4k
Rk, ARG AR PO; T, $14F 11. 58(59. 5% )X & R 7 &5,
B B 240—244° (58,

2128 —DHABMERIRAER T o MEME — 10.
0g(44. Ommeol) & B 2 P &S & 60ml 7K fo 250ml B B4R &4 2 49
AT REURLRESHEACKTHRBEGR 3 I, A2
A 100ml 5%#% = I 5B SRV ik Fo 300ml LERUBEALE, &
A, B MgSO, T8, REER. RHEBRELE T], 5%
£ 150ml —Fdx ¥, REARARTA 18. 48 HrL KB 47, 15 4
ZR—C—FHREACEL CERIA 12.6ml BB — TEEALE, K
BEReHARLR T w2 10034 2 .06, KEM 6. 18 KB 47 fo
4. 2ml BLBR — UBEAL P2, /A 100° 8 LR T H4 18 &, A%, K

J5 N 1008 ¥k, 150ml 4 fe NaHCO; 3K ik 4= 300ml LB LB P,
— B0 —



AKAR K 2X150ml LER LBER I, &34 A 4a A MgSO, T,
REER, BRAMWA T/ UEBU, 1D A0 2R EEES B, A
CBRUES/ S (1: 20L&/ E, #1/56.258(50.2%) @ E.4H K&
3,7 ——PELE 10— PR —10H—w L%, 1.8 125—127°,
FH#4AF3.1.1.b

¥ 12.63ml ET R 42Kk (1. 6M, IR FI)A—TETLLE R
Ao 8] — 4. 0g(15. 55mmol)3,7— — P & £ —10— P X —10H— &
%2 15ml W Sk 60ml LR IZNE SR, ERAERSWY
RELGIE 0, AR AE—20FTEBYR—AHENEE, £—10°
THR—IFRE, REFREOCTHEHR 2N, HEFFMW2 6ml
(L5 SBIN—FBARRH A OCTHHSF 1 MK, g LR EHMT
AN7/O.5N B LY, KA CBRUBRRRK, &34 4F
udn A b fo §ALSE R kR, Bl MgSO, THREERR., wiE & B
hERAWEMREOml Kok, BB A OCTLELEm10ml 2M
MEEE R (A EkdF), WRAHAE CTHRSE 1, RE
R 50ml 48, fo RALARIE &, KA U R, KA H LRI,
&AM MgSO, THRRERYE., RAHA L/ LR UE(
2:DE9R Mk 180g Si0;, LEELSE, EH AT THRAM S/
CBRUBEEL MG, $14F3.712(83, 3%)3,7T——F £ H#-10—F
A —10H— =X H# b, eJ(1,4)8% —4— FH, 1.5 65—66°,

54 3.1. 1. ¢



4 8. 6ml ET R42iRi (1. 6M, 32 F) A — 78 Fi&id Fem
2] 3. 3g(11. 49mmol) 3, 7— —_ VP § 10— P £ —10H— = % 3 (b,
eJ(1,4)%% — 4 — 78 /& 33ml LK Z vk heimik ¥, Adl
W HERE, RAERASWGBESSE 00, BH 3054, 4
0°F R 1.96mi(1.5 21 ¥) 2—(PEAACLAOTEAELE, TEE
BH 1 DEH, REMAK ol @RE&ErtLRY, AR
MgSO, T3, KEER. AP ACRLUERE/LR (1.2 E 4%
AR EEESE, A AEHLE TR EHF 4.13¢( 95.75%)
REehR#H 3, T - FPHEA—4—((C—FRAEACAK)FTAI—10
— ¥ % —10H— =X #(b,ed(1, %%, MS:375(M*,100), 360
(11), 270(14), 256(21), 226(14),

L4 3.1.1.d

# 8. M ETAEEALERALRAA—T8THEMmE 4 108
(10. 92mmol) 3, 7T— PR A —4—((Q—FALTLEL T L
EIFRE) —10—FEK—10H— =X 3 (b,el(1,4) &% & 10ml v9
ok A0ml CREGERT., RAERSHWHBELENE
0°, ## 1.5/ 8, MEBBF A 1.82mi(1.5 ¥ ¥)N— PELE
ke 2, A O°TF## 30 54, KBMA 1008 &, 100ml 0. IN
Hogde 150ml LB P, Ko KRB ZK, &4 4 H i A
MgSO, T3, REER. e EAWEMESIM @S kdT,
B 0°A B AR T A bl MEAL2ER(2M, W% PILE, B



s i 0°F 84 30 504, REMA 508 &, 50ml fofo ALk
Wk fe LEAP KA B BB RIER, & 3 49 F #uda Al MgSO,
T, REZR, AAWRACHRURE/ TR A 200 i L,
Bo @, A EHELE TR EH14F 3.908(88. 1) L& B 4k 3,7
——FEEA—6—((C—FARAACABDFEALITEI—10—F X
—10H— =% 3#(b,e] (1,40 B % —4— FH, JEX 68—70°,
L4 3. 1. 1. e

# 1.632(1.5 B B)RAR_PBLEIEA 2. 91g(1.5 A E) =X
B R kA6 B o A Aeid e B 3. 0g( 7. 40mmol) 3, T— =%
A -6—((C—FEACLEARDTARAIFTAI-10—FE—10H
— X H(b,ed(1,4) 8% —4— FB /& 40ml v 5ok s Z 4R P,
KELEOCT 2.0 MEEEFHM2 0686( 1.6 HAF)ER LMK —
CBS A 10ml W Eok v ZER T, ARG A 0T SH 10 4
B, KEMAN 50ml &, 100ml 232, 50ml P B fo 50ml L8R LBS
¥, A MA>H, Aref NaCl gk k%, B MgSO, 3%, RE
W, BREWRCBRUEE/SR( 1D A2008 2 LEEL5 &, A
o # 4 3. 618(93. 7D AERM B A AN B, 7T——FHE—6—
(CC—FPRACEBTELITHI-10—PE—10H— =X #
(b,e) (1,408 % —1—#)FPH#)—2,3—— 4 —1H—F%|%—1,3
— — 83, MS. 534(M*, 100), 160(8),

44 3.1.1. f



¥#9.0ml 3% L BRUBBRARINTRE EHEmE S
73¢(10. 72mmol) N—( [ 3,7T— PR A —6—((C—FPERATE
BOFAA A —10—F X —10H— =R 5#(b,e](1,438%—1
—RIPH]I—-2,3— —F—1H—F%5%—1,3— 8k 60ml = §
Pt D& M kA eYEE . ERBEH 5585, BEeG 2
bml 33789 E R B LRI, MERNRGH TEREH 2 /1N,
$X G MIN 100g 7K, 100ml 48 f» NaHCO; 35 i f2 50ml —§ TP,
AR R P IRBRBAK, &8940 R MgSO, T4, REK
B, EABWHALTTH, BEEME 60mI N,N— 74 PELhE
+, KB R 5. 268 WL RMLIE, RERSWE 60THHAE 45 &5
8, REARABAK—AKT, 200 BB TR, AKE%E

&, EHELE TR POs T, ARHF 4. 66¢(95.3%) %% &
A N—Q3,7T——F&HEX—6—Q,3—=&K—2, 3——&—1H
—FBR—2—EAFH) —10—FPEX—-10H—=K3#( b,el(1,4]—
Tk —4—HKIUH, K3 215—-217°,

S5 3. 1. 1. ga

¥ 270mg(0. 57mmol) (3,7T— —FP A % —6—(1,3— —& R —
2,3~ K —~1H—H%5|%—2—RXAPE)—10—FHX —10H— =%
FH0b,eI(1,4]— 8% —4— &) CH A 2ml Z B he 2ml R L BE F
HBS R A—HE TR D 1000 1.5 08, REAHAMA
KT, FeA kAT R, AKREE TR, A PO HELEF



%, AR/ THOA.DELHLE, /5 240mg (83.7%) K E.B
(3, 7T——FE X —6—Q,3—F KX—2,3— =& —1H— 579
H—2—ARFR) 10— FPEA—10H— =X H#(b,eI (1,48 % —4
—RICBR, B .5>2200(5M),
527447 3. 1. 1. gb

¥ 2.0ml RSB UEER(M)AEER T H 25 280mgl3,7
——FRA—-6—C(1, 3—=fR—2,3— =K —1H— %)% —2—
AFPR)-10—FER—10H— =X H#Cb,e](1,438%—4—KIT
e B Fm T, RERSHmik ) 851K 4 00, REAFHFMAN
ZR VP Ae 10 NaHCO; ik F . K40 EALUH R, &544)
FME 5 R MgSO, T, KB WRE, RAMH LT TE, ART
EPAR/PHELLE, 4115 180mg(90. 1) K& Bk 6— & 7
E—3,7T——FEA 10— PR —10H— =% #(b,eI(1,4] %% —
4— T Kk, 1.8 167—169°(H#8),

%44 3.1. 1. ha

3% 200mg(0. 42mmol) (3,7 — —~ T A %t —6—(1,3— = F R —
2,3~ &H—1H—H%9%—2— KPR —10—FX—-10H- =%
F (0,1, %% —4—RICEAE ML PHFPHERTERETH
Iml RABHE R (M, LB PILE, R RS HAE ST HHE 4.
B, REANAERET., ARAWEF L 2 B R+, EF%A

INNaOH Zk b 2, B 140mg(1l.5 % ¥) —# B ~ R TES4 2 3



AERTHH 3, g BRAHWMANK, IN LB LBRUES
¥, BERANISE, | MgSO, THRAZR, ZR{/MWARLLG/TF
BO:DAZRLEESE, ARHHF 121mg(65%) K & kAT B
Hhe—((1—RTEEAPHRAROFTE)-3,7—FHAX 10—
2 —10H— Bk —4— LB, MS: 445(M™),
574 3. 1. 1. hb

3 150mg( 0. 46mmol) 6 — F P4k —3,7——FHL—10—F
#—10H— =X #(0,ed(1, D8R —4—CUH & 2ml PH ¥ 895
# K 2ml 6N NaOH g &%, # A —NHE T R F 110°% 2
W, REREGWERET, RAWA 2N U8iv A, BRERS,
RERWEMRE 2ml Z B F, B A IN NaOH 5% 42 pH 18
5|8, 8 )5 &M 151mg(0. 69mmol) — BB R T L R &# T
EEBEH 200, REWAK/IN £ CBUBET ., £A LR
2%, A MgSO, T3, REZR EAVWAEL/THO. D AR
L EESE, AR T 160meg(78. 37K IR HBBAR 6—((1—
RTEATHRAL) PRI -3, 7T——FPHEL 10— FE—10H—%
Bk —4— LB ; MS, 445(M™T),

L4 3.1.2.a

¥ 5.08(21. 3mmol)iIX B R, 10 H=ZC—(PEALTLARC
EfseAe 3.6mI(1.5 B B)AB —LEEA 7T0ml — B ¥ &R
EERTRAE, £ 100°FTHHA 18 I, REMA 50 %K A= 50ml



IN S B RS T ER Y, AkEiEEeRE AR B E
FIREP A PO LFTHRZE, #F 4 154(80.8%) KA R LA,

¥ 3. 0g(12. 44mmol) % & % f (130ml B ER 4= 16ml /K F 6975
BARAAMR LD, BEM 6. 08 — DraiBishab®, ARA
KT Ak 3] 70°0% 2 B, %24 3 BN 2% % — AR 4RIE 1 Ao L
BRUESHR ST . AWML, B MgSO, T3, 8 R%.
RAWAETTHRALZEZARARTE 7.958(4. 4 B E)IHEB 47, 6.
30ml HBE — U, 20 H = 2—(PAECAR) LA 4bml =
BIRES. BEME 100CHHA 48 /1o, A BIAK/ TR, K
A8 2X100ml UERR I, & 369 A dLAa Al e Az NaCl 5 s i
Bl MgSO, T3%, REWRE . RAWALR/TR(1L1IDGREH A
300g iz L& EH B, AMATLERZEHF 2. 828(82.3%)3,7
——CRA—10— A —10H— T, #4 69.0—69.5°,

KA 3.1.2.b

¥ 4.2ml ETR4REA.6M, 2HEFIE—TCFRIRT
%8 #mE) 1. 358( 4. 51lmmol)3,7T— L H A —10— LA —10H
—wy Bk B Amd RKea ok hAe 16 LB Z A9 B m ¥, R RS
M h—T8 TFTHH 15 54, #BELLTE 0, FAREEBH 4
D, EEAECTEMLONIN—-PBEA%RR, MEREAERS
PN /0. 5N B e CEEF , RAB K CRBRAL , &5 69 A
AR MgSO, T8, KERE. KRV HAELT TRAZME 20ml £

— 87 —



KReg&ekd b, MG A 0T 2. 3ml MFALE(2M, @& kb
¥). RERSWE OCTHRHAE 054, REHMAK, fof @48k
WA BT, KA R CRRBRE KR, &H# G FN AR MgSO, T3,
KERRE BHAMWRACTR/CE(3:2) 21006 R LEELB, &
AEFIRZE, 4143 970mg(65.3%) & BA 3, 7— LA L —10
~ LR —10H— =% #(b,eJ(1,438 % —4—TH, 8 7.5—
72. 5°,
354 3. 1. 2. Ca

2. 1ml ETRERE(L6M, 2¥) A—78FFm3 1.
0g(3. 04dmmol) 3,7— L E X —10— L& —10H—% Bk & 10ml
ARG ek BEERY . RERSHAE—TSTHH 30 54, 4
BELESEC, 0. 46m2—( PEACAAPLELE, T
EEBH 2L, EEMAK, i NaHCO; Kk LR ¥, Kig
RUBRBFR, €4 69A MR MgSO, THRREBEER, Bt
RUBR/E%(: DWREHEI0e 2R EELZS B, A AFHE
FFRZEHA 1. 132(89%) &bk 10— U X —3,7T— U4,
B—A—-(Q—FRECRL FHAL P4 —10H— =X,
e)(1,4)%% . MS; 417( M*, 100) , 388(58), 313(20), 284(44),
254(60), 226(30),

F 5614 3. 1. 2. Cb

#1.926(1.3 2 B)RTA_PAARLELA 10mIN,N——



VR T SRR 4905 R B K Adp 49 B B i3 e 2] 3. 23g( 9. 80mmeol)
3,7——CHAA—10— L& —10H— =% #(b, ) (1,4)8%—14
— P A 1.478(2. 2 B ) ¥R E0MI N N——_FP L PERIEE 4
REMF RERGHECTRHAEIO S, FBREFAEER, BH
1.8, KEMAN 100ml /K, 50ml LBk 50mi 232+, K idg
5%, RARBER, Al MgSO, T3, RERE., ERXPBACLR/
O (1:10) 4250 2R L& ES %, A AZAT THRZE, 4
7 4.30(98. 97 R & B 10— P 3, T—ZLAA —4—((R
THR - FPRARIAIT A —10H— =X 5 (6,eI(1,4) %%,
HE &, 77.5—78. 5°,
4 3. 1. 2. da

¥ 1.13g(2. 70mmo) 10—~ L A —3,7— — LA L —4— (02—
FPREACLHED FRAAIFPRI-10H— =% 5#(b,e](1,4)8% A
2ml e E ok A Sml CRRPGERE 2.2m ET AEE®E (1.
6M, T X F)A2 0. 54ml N— PR R %oz Al E M T L4445 3.1. 1.4
Bk AR W EMTEAM . 1. 1.d 8975 3E A 1. 5ml M Avée
B (2M, WE ek PIRFTERALE, AL/ TS 1) E 80g
ERIEESBHEALAGLT TRZE, %147 880meg(72.8%)
AEBHI0-LE—3,7T—ZCEAEA—6—((Q—FTRATEL)
FREIFEI-10H— K H(b,e)(1,418% —4—F8, 5% 60

—62°,
— 89 —



55649 3. 1. 2. db

¥7.33ml ETHERE(L6M, tRP)A-—TCRAIRT
A e B 4. 08(9. 02mmol) 10— L %2 —3,7T— —LRA—4—((RT
A-PHRARL &) PR)-10H— K #A(b,e) (1,405 % 4
90mt LBk A 10ml v H ok hdyiEk + . RABRASHRAESTE O,
BEH 3 BF; A 1. 85ml N— PRLERez &%, & CFTHH 30 45
£, & BN 50g %, 50ml fg#2 NaH,PO, 5% #» 100ml LB P,
KA CERRRIFEL, & HGH AR MgSO, T3, REZR. K
RWEHEETTH, BMALESMIOEkHF, K5k 0°TH Sml
MEALEEEE (M, OEvskdPILE, BRAHAE CTHEF I 4
%, KGMN 50g &, 50ml thfe NaHPO; 3% i f 100ml LBA T
BEF ., AALdgf] MgSO; T3, REER. BRAeMWAUR/TRA,
2)/ 2608 2R LEES B, KdHF 3.90g( 91%) A& hKep
10— A3, 7—ZCEEA-6—(( (RTEA_FEARIOEIT
AI)—10H— =X #(b,e] (1,48 % —4— P8, MS. 473(M*,
100), 444(32), 387 (24), 238(24),

KA 3. 1. 2. dc

700mg( 1. 56mmo) 10— L £ —3,7— L&A —6—(((2—
PERECLEL PEALITRI—10H— — % #(b,e)(1,4) Tk —4
—PHAGER BT ORANZ AL, TR BB U X
A PEL T e B MTEAF 3. 1. 1l.e 695k, L34k N—

— 90 —



((B,7T— L REA—6—((C—FRAALAM TRAIFTAI—10—
& —10H— =% #0b, (1, 408% -1 K37 HI—2,3— =4
—1H—#%|%—1,3— =8, B3 ARG LBRERLE, RS
F &AM —FPEAPBRIRERLE, BEMTRAF 3. 1.1. £ 45
ik H A3, T - CAX—10—LE—6(1,3—=—&RK—2,3
— A —1H—7%3%—2— 2 FHE)— =X H(b,el (1,4 &% —4
— LRk B 8. >205°(580)
P 3. 1. 2. ebl

1. 648(1. 2 Z )M AR UL 10ml W@ H ek 4y
kA 0°TF 2R HR R G FH mE] 3. 73g( 7. 8Tmmol) 10— L
—3,7T— L&A —6—(((RTEA-_TFTEARIEIT X)) —10H
—Z R H(b,e) (1, 2B % —4— T8, 2.27¢(1. 5 )= XXk
Fr 1.74g(1.5 2 F) XA PEL LA 50ml fKe ok ah T 4905
B¥ . RERASHTERBHHE 4., KEMA 100g &, 100ml &
%, 50ml Uk Ae 50md F B, AAAd AR K, A MgSO,
T, REEZR., At RUR/TH(2: 3) A 3008 it L& &
&%, #1F 3.59¢(75.7%) N— (10— %A —3,7T——C & X —6
— (R TEFPEARIOAIPEI—10H—~ =X H# (b,e](1,4]
Ter—1—RIPR)—2,3— =4 —1H—F%"%—1,3——8, &
8, 158—159°,

5 #4619 3. 1. 2. eb?2



¥ 7. Oml 33%:% 40 £ 49 Ak B BRI o o ) K A dp dg B 48 4 )
7o 5] 2. 45 (4. 06mmol) N—((10— L £ —3,7— — L& A —6—
(C(ERTEFRAERL £ PAI-10H—- =X H#(b,eI(1,4)—
Tok—1—XIPHI—2,3—— 4 —1H— %% —1,3— 8 i
20ml —F PR IGERT, R BRAWHBRALEIEER,
BHE1.5.08, &EMA 50g &, 40ml 48 f» NaHCO; 1% & #= 20ml
—E PR, KRR FRREREK, &#F4AH4 A MgSO,
Fik, REZR, BAMWLILETIR, BMALISMIN, N—=F
A PBLIEY, KGR 2. 64g B tbRAAALE, REREGHA 60T
B 1O, REARAMAAKEY, RGBSR TESHHME 1
A, RERR, BRERAK LK, A PO HAETH, ARWA/C
BA.DELERZE, #1475 1.918(94.9)B,7— L&A —10—
CEA—6—(1,3—=RAR-2,3— K- IH-FF%R—2—- X7 H)
— X # 006,001,408 % —4—£ITE, B3 >205°(5 ).

LA 3.1.2. f

¥ 1. 08 2. 72mmol) (3,7— LA X —10— L £ —6—(1,3—
ZAAR—2,3— K —1H—FH%—2— X FE) — =X #(b,e]
(1,4 B % —4— R A 40ml — B Xt fo 40ml R B P 658 0%
B A E P e 100082 1o, REARAZRET., HeW
ASHEZYFRIEA, REBEMEIIMI B/ KQC.DF., Hik

kA4 E 0°, ] INNaOH % @ 4 2 H 2| pH X 3| ~8 Ak,



WRAWE R 742mg(3. dmmol) — KB — R T8 S 2, #T
TRBEH LI, BAERGHWHANR—RP_EFRY, A 1M
HB P s BN, A NIns %, A MgSO, T, REEXR.
KAMRES/FTHO. DA AR LELESE, Kb ARR
JUMRESLE, 4143 1.168(87.6%) K& B%k 3, T— LR —
10— LA —6—((A—RTEAPHRAL) PR —10H— =X # (b,
el(1,4] 8% —4— RITER, BIE>230°(H5 M),
%4 3. 1. 3.

¥ 173mg(l.1 2 ¥) N, N— & b — Bk 1ml — &
PP eG4 4% F e 2] 370mg( 0. 76mmol) 3, T— LA X —
10— LA —6—((A—RTEAEAPHRAL PR —10H— =X #
(b,ed(1,4) &% —4— %) T8, 100mg ¥8 fr 20mgN, N——_F
Bz B 2ml @ PR PG R ARSI GER T, REREH 2
CTHHE LI, REXBELLE/TEER, AHHA I DH, R
REMEAREARA &K FPR®RESR ANRBRERA dml fgfo
NaHCO; 75 A= 5ml IN 3B, A MgSO, 3%, RGEW4E. A&
AR CUKUE/CR(1.DAZRLEES & , KO ERUBKL
BE/CRELBZE, #F 230mg(52.5%) REXERBKIS,7—=
CEE-I10—CAE—6—((N—RTEX-FHRAX PH) —
10H — = X34 (b,ed (1,4 5% —4—RIUB FBE, 8 124—

126°,



%A 3. 2. 1.

a)f 15. 838 1— X F=vk—1— % —N,N, NN —@ ¥ LK
BB Ao Ol N — P R Dol h %] 13. 65¢ Z—Asp( OBut) —
OH - H,O #» 15. 9 Val—OB, » TosOH 7 250ml DMF 2 657% %
F,RWHE2NRIE, REAERGWATER, REAWATUBKT
BE AR R BT 8L . A A Al 5% KHSO,/10% K.SO, i3 , K,
Yo 42 NaHCO; 5 ik, KAet e NaCl iE ik 5%, A Na,SO; T3,
HRPER. RAWRALR/TRER, #1415 17.,5¢8 Z— Asp
(OBut) —Val—OBzl, 1.8 99°; (a)?°—27. 7°(C=1, MeOH),

b) ¥ 10. 26g Z— Asp ( OBut) —Val—OBzl & 150ml ¥ 8 ¥ &4
B AR 10%Pd—C &L T AT &40, BB BIR, 2REER.
EA Y M = 30ml DMF ¥, B G 6. 12¢ Z—Gly—OSu, A
N— P &eHhiE Y pH 2| 8.5, L HiR &4 & 200 FH 4 18 1K,
KRB R EMT LIBEE o) $F kT mmL, KT GRS #
ATE/KE, A 10%Pd—C #7540, MERMBARRYE. %
RAERER, REWATE/ _T8RER, AR$I4F 5. 52¢ Gly—Asp
(OBut) —Val; MS 346 MH™,

¢) ¥ 3¢ Gly— Asp(OBut) —Val #= 5. 86g Zs— Arg—OSu & 50ml
DMF 4 &5 4 pH B} N— 7 A"Dok A 2 8.5, &k 20°
TFHE 20 W, EEMAH KHSO,/KSO, ¥, fe#rd 65 = ik

b, MUBRLUE T4 &, AdH 1§ 5. 32 Z;— Arg—Gly — Asp(



OBut) —Val—OH; MS; 904MH™",

d) ¥ 130mg(3,7— LA A 10— LA —6—((U—&RTHET
BLAA) PR —10H— =X #(6,ed (1,4 B% —4— RIUBFE
B 3ml Z B OBV a9k A 200TME 16 547, REATRE. &
R Y5 M & 3ml DMF ¥, MG R — R ®H L Ulkde pH 1A 2] 8. 5,
KB A& 0T HMm207. 9mg Z;— Arg—Gly— Asp— (OBut) —Val —
OH, 34mg 1— %% — ¥4 =v& « H,O # 74. 3mg O— (1,2— — %,
—2—§ AR —1—vkez)—N,N,N' N —m P £ R e9w R MEL L . A
ZHRRH AU pH R E) 8.5, BB R LR E 20T HH 2 0
B, HH BB NaHCO; 5 ® ¥ i Z BB ABAR Y, RE
AUBLER, AdH F 207mg(6— (N°N°NEF— = X8/ )—L—#
AB—HHAB—4—O0—RTEA-L-RALB—L—SAB) AT
)3, 7T——CEEA-10—L X —10H—— X #(b,e](1,4) 5%
—4— R I B ¥ 85; MS. 1362. SMH™,

e)H 190. 5mg AT iF MMk 256ml =R CBY, RBEAEH 10%
Pd—c $9HF LT &4k, e RB Y, BRRLTRE. RRSWEM
f 20ml DMF %, A 18.9mg 1—% 4 X3 == » H,O &322, i}
ik AR, & 20 547 X 1] 3 e B) 208mg O—(1,2— = 4,
—2— &R —1—mwz k) —N, N, N, N —w9 ¥ % & &) v & M8g
HA40.12ml —HBH R I A 50ml DMF 285 % ¥, ME RN

S 20T HBEH 1 8, KB F MBI NaHCO; BRER ¥, it



W B g, AAKRE, REEMA I0ml ZRLBRT. 10K
ERBEAELTER, BAWR UBMA K TR, AX#AH2. 2. 1. AT
R 49 HPLC R 4% TR A FA% K TR B Bk, AdH
F99megd ,6— R (— LB —L— A B—H A8 L XAZ{B—L
—HEBMATRA ) —3,T——CLARA-10—CLA-10H——X#
(b,ed(1,4) &%= R LEBE; MS 796MH™,
S 4.1.1.a
¥ 40. 0 0. 174mol) 4,4"— —_ F R & = X & A 11. 0g (0.
341mol) B 49 AW B A taky, &— AN A WRBEH B 69 B
F A 0. 2g(0. 78mmol) BhLLIE , de B h 7 & 4 o BEH 49 B K 2o 4 2
185°, 4 FTIF a9tk E4F 1 i, MU e930h 2R G mh 2] 195°
ik 5 o4 KRB 44, ik B AL B ks A e RS L 49 600mI T
By, RE4HER & YARLR, MERARARACTHERLHE
WL T, K $lF 35. 28(78%) ZB/ &
i 3, T - FRA—wER, B2 1931947,
FAaH4.1.1.06
3% 2 1.758( 83. 9mmol) 3, 7T— = P & % —wpKvk, 43. 36¢
(0. 34mmol) FIE 981K BL 47, 25. 22¢( 0. 20mol) FAEE = T B Ao
1. 35g(4. 19mmol) = 2— C—FE A CH L LA Iz & 300mi ¥
AP 8B A 110HH 100, KB4 HHMA 1 Fk—KkF,
WIRSWH 2N BB, REMUBUEBRR, &H4FMN



A8 Fl ko fe NaCl i R, Fl MgSO, T3, REER. RR{RHAL
B/ RE% &, AhATERIE T 18. 4g(80.2%) 0 & B 144 3,7
— P EE 10— PR KE, 5.5 166—167°,
KHAH 4.1 1.c

5 16. 25mi £ T 4 (1. 6M, SIP) A — 78 R AL
Fi#imE] 5. 46g( 10. Ommol)3,7— — P A & —10— P A Kk A
100ml LBk /v Eokrb (4: D T8 mF, RERSWE—TOTH
15548, #BEE8 2 0°, BH 2.0, KB4 0°R 3.39%
(30. 0mmoD N — PEL & Jkez &b 22, & OCTHHE 2 M HI BiER
SN 500ml K —K, BEM 0.5N LB MERILHF LB
UBER I, & 45H Mda M tafe NaCl 5% 2 3, Fl MgSO, T,
RERR., RAWRRWES, AdmATHERZEHF 5. 428(90%)
LERWKI, T FEE 10— TR —wpEp—4—8, &2 150°,

4] 4. 1. 1. da

3% 20. 0ml M ALLEE R (M, DEFFHP)ARAR TR
R A2p Y B B 48 48 F e B) 5. 42¢(18. Ommol)3,7T— —F & X —10
— PR —wyEE 4B A IOl WE KB ENRAET. A BRE
B CTHHF 15504, RRELEFEER, A 1K, KB
BN —KF, ZRESHA 0. 5N L EABEILE pH=4, # A LKL
BERB =K, &H S H A Ates NaCliE &k &, A MgSO, F
¥, REER., EAWHAELE TR,



KA Re s, T——PRA 10— F Ay ERE—4—TH
BT 100mIN, N—_F A FERERT, & &R KA 2069 Bl &
R 2. 458(36. Ommol) 2k vk fo 3. 268(21. 6mmol) R T A = F X &
YA 10ml N, N— = 3k PELIG P 698 40 2, 18 KBRS 9
BAFEER, B 4O, REHANK—RT, HERTLAOY
RUBUBRR =K, &4 A NA KT NaCl 5 & R,
Fl MgSO, T3, REZR. RAWHALE TR NI ELAIE
$13 5. 08(66. 2% ) 1 f A—(RT A ——FE—BRELT
)3, 7T——FEE 10— F % —wEKoE, & 110—111°,

K] 4. 1. 1. db

3 1. 90g(6. 32mmol)3,7— — P H AL —10— P 4 —wyEkek —4
— B A Iml WAk T ER A 7. 6ml MHEER(IM, W
Fokwhd) BmEMT LA 4 1. 1.da FEWRITER, TFE5 3,
T——PERA 10— F A EE—4— FEEM A 20ml @K% %
P, BB A—T8 FTfMmN 4.36ml ET ek (1. 6M, Tl P).
RMRCWREELELETEL, KB 1. 02¢( 8. 1I9mmol)2— F
AA—CEREA—TRAELE, LEEBTHH2 I, REMANK—
HK/tafe NaHCOs B ¥, ERUREZKRRBZE, B NaCl %%
AESH AN, A MgSO, T, REER. ZAHRALR/T
#(3:2) ik LE &, ATHF 2. 09¢( 84. 67,) L& R4y
3 T——FHRE—4—QC—FPEA-CEATEEXTE) —10—-7F



—wywK %k MS; 391( M*,100), 376(40), 288(12), 272(17),
256(13), 242(13), 128(10),
k4l 4. 1. 1. ea
¥ 4.56¢(10. 9mmoD4— (BT A P A AR AKX T X)) 3,7
——PEA 10— TR KA 50m LR/ ExH(4:DF
WmE A EMTEHANL L L. ctFkE7.m ET £ 5% (
1. 6M, iz F) 4 1. 89g( 16. 84mmo)N — P&t sk ket B B, e Bf
a3, T——FREA—(RTE-FEARXTLE) —10—7F
Aoy ER—4—RBEMAESOMIWE kT, HEEMT RKAH 4
1. 8. b 497 kA 12. Oml M A AL 4275 % ( IM, Wk PORITE
B, RERSMWBNK/IMNaH, PO, i5 & +F, MEHREHWAT
BRLESRILE R, & F A PR faA NaClig ik sk, A MgSO,
T, KER%E., BAHALKRUBE/CR(L.DAER LEES
B, A ARCKRURE/CRA.DEELTRZE, 41147 3. 308
(67.67) B EB6—(RTE - FE—ARARXTE)—3,7—
—FPEE 10— PR XK —4—RIFTH, &4 46—47°,
F 4] 4. 1. 1. ea
# 8.31g(21. 73mmol)3,7T— P E L —4—C—FPHEE—T
FETR)-10—FHE—E%E 100m LR/ E%H4: DT
R A EMTFEAFL L LctFk, 517.6ml £ET X450

( 1.6M, I P )4 3. 682(32. 6mmol)N — PE: L wker B B . FPr



B3, T——FPHERE—6—C—TFTEEA-CRATREATHE —10
— PR Rk — 4B A 100ml wH kP B EMT Lk
#]4.1.8. b 49753k, A 22ml M A 2EER (M, WE kIR
TR, LA CBRUE/CR0:DAZR LEES B, A AES
e T2 5, 4173 6.448(70. 3%) R E &K ( 3,7— = F 4,
E—6—Q-FPRA-CHAAPREATR) 10— F R —pFof—4
—{IPH,
MS: 421(M™*, 100), 406(24), 316(10),
E#4H 4.1. 1. fa

4% 1. 448 2lmmo) (6—(RT A — PR —aR AL TH)
—3, T~ FPAE~10—-F R —wpEE—4—KITH, 0. 708(4.
75mmol) X A8 — Pt fe 0. 92g(3. bmmol) = X £ % & 15ml v
Bk PR AR MTEHARP 4. 1.1 o éh5 k5 0.67g( 3.
B4mmol) 1SR —HEE — FES A Sml v A vk wh PRRR RN, B4
REMTRAMLLLFOGTERTARIEESE, ERAL
B/ PEXELERZE, 4145 0.608(32.3%) 0 & B4k 2—(6— (&R T
Ao PR -—aBREERATE 3,7 FRE-10-F X —wm &
R—4— R FH) -2, 3——K—1H— %% —1,3— 8,
MS; 576( M+, 100), 561(12), 505(19), 504(57), 489(19), 444
(9), 298(14), 160(9), 75(13),

£ H#4) 4. 1. 1. fo
— 100 —



F 3. 192(18. 32mmol) 1B F — R EL = T B & 10ml v F ok of F
G AR R A A AR A 8 B B 4R ELR e 2] 6.
49g(15. 24mmol) (3,7 ——_FHEE—6—QC—FPEE—CLHAETEH
A—-—FE)-10—FPH—wpEE—4— K] 78, 2. 68g(18.
11mmol) X 4% — P BL I I f= 4. 40g(16. 77mmol) = X L B & 75ml
W H ek ZAERT  REREWAEOCTEREHR2 M, $BEE
BHEER, REFNK—KPUBRUBT ., RIZROHWA i
CB A, MEBRIZA KK, A s &, Atef NaCO; i3k f
Yo fr NaCl 5k ek, F) MgSO, TRABEBER, RR{/MWA LKL
B/OR(LDARRLEESB., ATHELR[ZE, $1#F6.83
(81.2%) @ . Bk 2—(3,7T—_FRA—6—(2—FPRE-CTHL
FRAEFPE) 10— PR —wpEp—4—KFHA)—-2,3——4—1H
— 5% —1,3— — 89, k% 135—137°,

L4 4. 1. 1. ga

B RMT M 4.1.8. F 697k, ¥ 500meg( 0. 77mmol)2—
B—(RTEA - _FR-ARAXFTE) -3, 7T—_FPHL—-10—7F
h—wyEeE—4—F PR —2,3— K —1H—H%|%—1,3—=
A —ETRFOERS ZIRLMER(IM, —&FRP)AL,
PigFHE NN—Z PR PRIR P R ALSRR B, MAdH R
317mg(92%) K & B (6 — (1,3 ——& K —~2, 3——&F —1H—%
A2~ ATEI-3, 7T FPEE 10— FH —wpEek—4— 3]
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A M8 169—160°,
RHAF) 4. 1. 1. gb

¥ 12. 5ml iR B (33%, KEFBR ¥ ) & & AR A R ok 4Fp 65 ]
Bt 4% 42 F M B 6. 81g(12. 36mmol)2— (3,7 — P& AL —6— (02—
PEA —CEEATERATR)— 10— PR —wpEgE 4R THI—
2,3—— & IH— R34 —1,3— 84 80ml — R PR ILHYER
¥, RAERGWOBAENEEZR, B 10K, A 6ml £28
(33%, KESBE P&, HHHA 108, KESMN 300mt ] KA
69404 NaCHO; & ¥, BRAWA R PRRBZK, 4H#4
A AR A fafe NaCl g sk ik, B MgSO, T3, REWRSE .. AR
AT FHRINE, REEMAESIMIN N—— PR PEIET, B
J& i A 5. 8g(120mmol) RALHE, KRR & #r v 60°F BEH 30 24,
A M 350ml R — K F, i B e R gy, AR, A
PO; %, KENTH/RAELR., TBRIE, #17F 4.928(84.
5%)% & B4k (6—(1,3——HKX—2,3——& —1H— H%5|%—2—
APE) 3, 7T—FHE-I0—FE iy EE—4—KIUH, &
&, 159—160°,

£ 4.1.1.h

% 8.0ml KL HEER(IM, LHY) AEZBRTHR~E 1. 0g
(2. 12mmol) (6—(1,3— = H AR —2,3—— & —1H—F 93| —2—
APHE)-3,7—=F £ £ —10—FPH—wrEk 4RI LKA
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10ml — B3R 26 F . RARAME 80T & 3 e, A4,
A 200ml 107 Na,CO; 35k F A HBH. HRASHA & T
R ZK, & HMNAM MeSO, T8, RER%E. Re¥h s
AEETREBEMEI M B3z F, MEH230ml kL st R AR
St —AHEF B 10005 2 0, A FERET, B
GHETTREEME10m Z85%/A(2: D%, @L#ir 1IN
NaOH 7Kk deis & 4 pH B E 8, A KA 24 Bl 600mg
(2. T4mmol) — 5K B — A TEE & Sml — B P eyim L&, £RH
B0, REMAK—KY, ®EEAHWA 0.5N Ligs M
, REAZRFRRIZK, &+ GA AR NaCl 25 & 3%
R MgSO, T3, RERE. RAWATE/&H5 (9. DGR LE
s B, A T3R5 H 1% 580mg(59. 5%) kA F B A ( 6—dx
TEHA-AFPE -3, 7T—ZFPRE-10—F R - % —4—KL
B, MS. 460(MT, 65), 404(36), 386(100), 341(68), 360(17) ,
284(32), 269(12), 256(20), 149(12), 59(42), 57(30), 41(50),
%A 4. 1. 2.

¥ 510mg(1l. 081mmol) (6—(1,3——& K —2,3— =& —1H
—FHR—2—RFR) 3,7 TFTEE 10— PR —rEek—4
—XICHKH A 20ml Bt fe 20ml RIW A B PR E—PNHE
F e 2] 100°3K 1 DB, 4R B S HA-Hp A BN 250ml sk — K
T RBEARL, FAKERF, B P0s T8, Ad$lF 400mg(75.
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1) K EBH6—(1,3—=fRK—2,3— =& —1H—F"|%,—2—
APR)—3,7T——FHRE 10— P R>EE—4—LIUH,

IR( KBr) ; 3357w (br.), 3092w, 2938w, 2834w, 1772w,
1715w, 1584w, 1463w, 1436w, 1391w, 1346w, 125%w, 1181w,
1048m, 801w, 719m,

54 4. 1. 3.

¥ 158mg( 0. 77mmol) N, N— S .k i — e b — & F
% P 49 0% ik R A K m B 3. 20mg( 0. 695mmol) (6 —R TS £ £ 7
23, 7——FPHRE-10—F AR - ER—4— L LE, 90. 2mg
(0. 84mmol) ¥ B fe 20mg N, N— —_ P X f Kvibvz £ 2. bml — &,
Pt LAY A kA HEGER T AERSWTES TRHALE ARG
By RER R TPk, 65698 % A et NaHCO; Bk ik
F] MgSO, T3, REWR%E., EAMWRACLBKRUERE/TKRQ.DEER
LEESB, A ERALBE SR THRIE, $15 280mg(73.
37) G e ERG—RTEHEAFTA -3, 7T——FHARA 10— FH—
kg —4— R UBFES, B8 131—-132°,

A4 4. 1. 4.

K dml = B UBR & KA 2p by B B A0 2] 2756mg (0. 5mmeol)
(6—RTEEAAFTE-3, T—FHRE 10— F R —wrEE—4—
E) CBAFEA LM PR EZGEET . RERSHA OCTH
#3054, REXRET, RAWEFLLR/TRY, REEF
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W, RESALTTH, AR [ 260meg(92%) & & B4 (6—
RPE-3,7——FPHEA 10— PR EE4—BLH=RT
BRFEE(1:1), 4.8 196°,

MS, 450(M+—CF;COOH, 100), 435(50), 91(24),
% 4.1.5.a

¥ 15. 0g ( 57. 8mmeol) 3,7 — = ¥ £, & % €%, 31. 9 (0.
231mmol) ¥y Ik 2 B 47, 61. 292 (0. 289mol) 1 — &k T 4% A= 1. 68 (5.
Ommol) = 2— (22— P HA T AKX CHRIfEmM 2] 110°% 64
B, MEMTRAFALLOGFTEIANRLT, AALRUE/T

(L OEEREEESBZE, $14318.33891. 8% )4 &. ik
10— X —3,7— = FEX —9E%,
MS.371(M*, 39), 300(11), 286(100), 243(7),
K#AF 4.1.5. 6

¥ 3.426(10. Ommol) 10— £ —3,7T——_FE X —wrXE i
50ml UER/v9 & sk (4: 1) Fe9BERAEMTEHRF 4 1. 1.c 8
ik, B 8. 12ml ET X425k (1. 6M, Tk F) 4 3. 35¢(29.
bmmoDN—VEL R %k TR E, S A CBUBRE/ TR (1:4)
ARER LS ESE, K FIF 2. 394(64. 4 &x ik 10— 2
A3, 7T——FRE—wirEg—4—8,

MS: 371(M™*, 39), 300(11), 286(100), 243(7),
S H#4R 4.1.5. ¢
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35 2. 39g(6. 43mmol) 10— T —3,7— — T R Ay Ek —4—
B 30ml v ek P AGIE R B L MT KAAP 4. 1. 1. da 8975 ik,
R 7. 0ml ME AR (IM, O Kok AFIRTER, Frifey 10—
ARE—3,7T——FTHEADE % —4—FPHALHRF 41 1.db &5
5 4. 0ml BT 4Rk (1. 6M, 23+ )4 1. 0g(8. 0mmol)2—
TEALEATEERAE ALUER/CHRGDAZRLEESBZ
J, #1143 2.338(78.57) R K ek 10— X —3,7T——PRE
—4—-Q—FREA-CELAFTRATIL —rE%.,

MS.461(M*, 83), 376(100), 356(16), 256(23), 242(27), 241
(13), 228(9), 59(15), 45(17), 43(26),
L4 4.1.5.d

3 8.0g(17. 33mmo) 10— £ —3,7— PR L —4—(2—7F
A E-—CRAFTARATR —wr i 100ml LR/ w9 H ok (4,
D gk A R MTFEaP 4.1 1.cdiikh 12. 0oml ET AR
& (1.6M, 2% %) 2.94g(26. OmmoDN — P L Lok R B, 2
Pridey 3, 7T——PHRAE—10—THE—6—(2—FREA-CLAXTHR
EFROGER—4—BEME 100ml wH k¥, F&EEMTR
#4) 4.1.8.6 697k, F 22ml ME 4 (M, @ Sk sh P RFE
B, REMALBUR/ R0 DERRLEESB, ADESL
TFR)E, 4115 4. 412061 7)) R F EHRH 10— X —3,7—
FERA 6 C—FPRE-CAETARELATHR) — kg —4—
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EKITE,
MS. 491(M~*, 100), 407(24), 406(90), 386(9),
549 4. 1. 5. e

¥ 11.38g(24. 65mmol) (10— & —3,7T——_FHE —6—(2
—VEE-CELTEATR) S EE—4—-£IFH, 5. 44¢
(37. 0mmol) ¥ 4F — P ® B o 7. 112(27. lmmol) Z X X % A&
100ml v Kokl P AR m M EMTReH 4. 1.1 fo 5%, §5.
15g(29. 6mmol) G|, —HRE —FEEA M., LA EMTE#AP 4. 1.
Lfodg7ik TAmrfoed BoE, AUEELERZE, #F 14
138(92.3%) g g B4k 2— (10— 2 £ —3, 7T——FPHE AL —6—(2—
PEE—CRRAPEEFTR) — o ERE—4—RAFHI-2,3—=4
—1H—%%|%—1,3——8), & 8 86—87°,

w# 4.1.5. f

R E T K74 4. 1. 1. gb 49751k, % 13. 32¢( 21. 24mmeol) 2
—(10—2Z£—3, T——_FPHEEL—6—QC-FPARE-CEAXTEE
PR - EER—4— R PR —2,3— K —1H—FF%—1,3—
ZEAE TO0ml @ PR P Rk A & F A 30ml 49 £ LB ( 33%,
KESERFIAIE, T W5 10. 4g(0. 212mol) RAL44 A& 70ml N,
N—ZFPRAPBBEPHERALE, AUE/RTEATEARELLEZ
J, #14% 9. 45g(81. 37 K & B (6—(1,3——& K —2,3— =4
—1H— 3% % —2— R FH)—10— % —3,7—=—FEEL —r &
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k—4—RIUHE, 155 186—187°,
554 4.1.5. 8

A EMmTEEP 41 1L REGFE, K 2. 168(4. Ommol) (6—
(1,3——&HKR—2, 3S—— & —1H—F5|%—2—- £ FH)—10—-T
E—-3,7——FPRE—EE—4—KRICH A& 20ml Z BT éhix
WIAE, R 8. 0ml KA BER (M, LET), 40ml R84 1.
09g(5. Ommol) — Bt — R TE £ — B P 4R L B, ##F 1.
25¢(58. 97 kB H B (6—RTEHEEAHLFTEA 10— X —-3,7—
PR A —wER —4-RLE,
MS; 531(M*+1, 38), 530(M*, 100), 475(10), 474(10), 429
(15), 414(55), 389(75), 345(12),

% #44) 4. 1. 6.

¥ 610mg( 1. 15mmol) (6— TES A R P X —10— 2 % —3,7
——VELA - ERE—4—H) L%, 150mg (1. 38mmol) F B f=
30mg N,N— = F Z Awtr & bml R PP asm A EMm TR
5] 4. 1. 3. 8975k, 5 261mg( 1. 26mmol)N,N — =3 & % 4L
B AE R TR SR AL, FIHEREMTEKAP 4. 1. 3. 4
TR TmmIlEESEBE, AULBELLALTRIE, #F
370mg(51.87) G & B A (6 —R TEHARAFPEA 10— 43,7
—ZFPERE k4R UBRFE.

MS. (FAB). 620(M™*, 100), 564(16), 521(12), 479(22),
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e 4.1.7.

AEMTERS 414 8§76 —RTEHEARFTE 10—
A3, T—ZFEEA—ERE A UBFEHELRG—
PR3, 7T FEA-10—TE—pEEA— BB =ZALK
FEE(L:1),

527645 4. 1. 8. a

3 10. 0g(38. 56mmol) 3,7 — = ¥ & & —wr-Kvk, 21. 3g(0.
154mol) ¥y 4K 2 B 47, 33. 0g(0. 193mol) 5 338 #= 1. 3¢(4. Ommol)
ZR—-C—FEAECEAL UE) Bw# s 110°0K 2 M, AEM
FRAFLL LG TRIRML, ALBRUE/TR (14 A4
BREEEH,ERAUE/RO.DELERHZE, 47 12. 068(89.
57)8 &4 10—F £ —3,7T—— P AL —wrEE, &% 110°,

5440 4.1.8.b

¥ 10. 0g(28. 6mmol) 1 —F £ —3,7— P REA - X% £
150ml LBk /e & vkap(4: 1) PEBRRAEMTREAF 4 1. 1. c
¢ F ik, 5 21.5ml ET R 4ink (1. 6N, LI ¥) 4 4. 9g(42.
I9mmol) N — F Bt X ket B K,

IR R 10— F K3, T—ZF ARG ER—4—BE
M 7 150ml ke ok ¥, BB WIS & 0°F A 31. Sml 20 4L
2% (M, WEkHPOLE, RANRCHYRELLEITER

&, BH 1D, RAEMANK—KRF, A 0.5N L8t pH 5| 3
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— 4, EREW A CBRUBRR, &AM A ief NaCl g,
e, ) MgSO, THREEAR. ARLBUERE/IR1:DEERLE
B2, $138.08(73.7%) &R HEMKRA0—F £ —3,7
—ZFEA - ER 4D TH,
MS. 379(M*, 8), 289(19), 288(100), 91(27), 65(11),
S 4. 1. 8. ¢

3% 21.9g( 57. Tmmol) (10— F £ —3,7— =P & X —~r Kok —
4— %) P A 8. 57g(0. 126mol) k"% & 300mIN, N— =7 £ P %
B g ag ik ) X M T 52440 4. 1. 1. da 95 &, b5 10. 47g(69.
dmmol) R T A Z TR F AR A& 26mI N,N— P} TR+ 400
BAE, R/ RTATEARELERZE, $1722.2¢(77.9%) 4
EEKI0-FRE—d—(RTREA - FPE—BRATELI-3,7—
ZPRE—rE%, B3 55,

A& 4.1.8.d

4 4.93g( 10. Ommol) 10— F £ —4—(RT A —-—=_Fk—a
RERTHE) =3, 7 FRE—ESR AL 50ml LERR/wI S %
(4:DFPHEBEAEMTEARFAL L L.céFik, 5 7.6ml ETH
ik (1. 6M, T3 F) A 1. 47(13. Ommol) N — ¥ 8t £ 9%k &
R, PTi3es 10—F £ —3,7—= PERL—6—(RTEA-—-FH
ARREATR XS —4-—BEME M B Ekh T, FHE

T EHF 4.1.8. 6 497k, B 10. Omi 0 40425 (1M, W&,
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ke PIER, AEMFEAN L 1L l.eca 5B HEALREWE
omrted En®, BHEATTRIE, 4145 3.72¢(71.9%) 4k &
HasBh10—Fh—-6—(RTE - —_FERERALTH)-3,7
——FPRE—ER 4L TH,
MS. 523(M*, 8), 434(14), 433(33), 432(100), 360(11), 91
(22), 75(7),
L 4. 1.8 ¢

# 3.19¢(6. 09mmol) 10— F X —6—~(RTA - F R AKX &
APE) -3, T—FPRA—EE—4-XTFTH, 1. 34809
10mmeol) ¥ 48 = P Bt B 4= 1. 758( 6. 67mmol) = % % B & 30mi
A vk P edEk A B M T EAH 4. 1.1 fo 853k, 5 1.278(7.
29mmol) G F —HREL = FEERIR IR R B . FIAER £ MTF K44 4.
L1.fody7ik Zmmrfe g Bo®k, AULBEELHXE, 41/F 3.
276(82. 27) R F & B 2— (10— F £ —6—RTEX—=—FHh—42
REXFTR -3, 7T—=FAA—EE 44— £ FH)-2,3—=
£ —1H— 5% —1,3— =8,
MS. 652(M*, 8), 563(26), 562(56), 561(100), 490(18), 489
(10), 91(16),

A 4.1.8. f
¥ 5. 0ml =R ( 1M, & FIe ) ARk E

B AZAFTEYE BneE 3. 256 4. 97mmo)2— (10— F X —6—
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(RTE-ZFE—BRAEXTE 3,7 ZFEE— &g~
4—RFHI—2,3—— & —1H—F9)%—1, 3— —_8 & 25ml — &,
PRIGERT., RERSMHAOCT R H 1554, ATRTH
H20, AEMFEANLLLeb ST EEARIIEEHE
3. 25¢( 50. Ommol) RALSAR M, M CBRUBERZ G, 4145 2.718
(99%) %k & B (10— F £ —6—(1,3——HRK—2,3——& —1H
—HwE—2— A PR3, 7T— PR A EE—4— RICH,
Y 8, 230°,

LA 4.1.8. 8

¥# 1.09g(2. ommo) (10— X —6—(1,3— & HKX—2,3— =
A—1H—FB%—2—R£TR) —3,7T—_FEL—wrEE—4—
BRIUHE 10ml — B3+ oy M BMTHRAEP 4. 1. 1.k 85
%, 5 10. omi KRS HEE (M, CEY) LB, T3S >HER
A 20ml TB ¥ # A 20mI6N NaOH K E% A2, MERREWEA
HOTFHHAH 200, RERRET., ReH A 2N ¥4, KB
RIBBRIRIE, RAVWSH LT T, BH 5 654mg(3. Ommeol) — 385
IRTEAZERPAEEAEMTERAEN 4L LS TERE,
AEMTEAS 4L LT EERRIEESE, FHEUE,
%1% 650mg(60. 57) E BB AR (I0—F A —6—RTEELAL TR

=3, T~ FER&EA—ER—4— B TH,
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MS; 536 ( M*, 5), 445(27), 389(42), 371(33), 345(71), 97
(29), 83(34), 71(45), 69(65), 57(82), 41(100),

%k 4.1.9.

¥ 776mg( 1. 44mmol) (10— F X —6— R TES R T X 3,7
—ZPEE— K% —4— KB 100mg e/ EHRE 4ml T
By EFam 0.5m CBRAE, #ARRBATLIEAAT
BAFEM, LR SHTR, RBRE, RAVIALET TR, ALK
G/ FPHO:DEGR LELI>B A THRIE, 4145 585mg(91%)
RBEIERTERKE—Q—RTEHELATA)-3,7T——F&E
wekek—4— R IB, FAB(MS): 446(M*, 20)

¥ 0. 34g( 1. 97mmol) ¥ & 3% 33 22 2| 585mg(1. 31mmol) L &
FIF4G 4o E 1I0mIN, N— P L T8RP 69 R A Zpd9 ik
¥, KE&ELDEEEF R0 50mi(1l. 97mmeol) — § R =_F-+—¥%
(DMU), R HRE4H A CTHEHAIO S, RELETEER,
FHH 200, BEMAKRY, BERAREGWNCBUBRR, A
pAa F K Fe R 0. 6N BRI K, Al MgSO, T3, REXR,
EABRALBRUE/IR(L:DEERLEELSE, AR4F
532mg(75 7)) K. B (6—R THRAH TP -3, 7T—_FTHEL -
ke —4—2) LEBFE, FAB(MS): 536(M*, 100), 480(20),

390(65),
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FEH#H 4. 1. 10.

¥ 360mg(0. 67mmol) (6— R TEEA A P A —3,7——F &AL
—uyuK ok —4— %) LB ¥ 8%, 91. 7mg (0. 80mmeol) )X, — B4 BF 4= 63.
7mg(0. 80mmol)wtteg & bml P X F 49 R &% F) 10mg N,N—_F
A LR, RREHLER LR T RR 2] 110°% 48 /18, K5
MANK—KF, BEBRREGWH IN $BBALAN KT RLS
R, HWAaR MgSO, T3, REBWR%E, R&WR &/ T8RO,
DAgREEES>E, Adm$IF 310me( 71%) g & B % 5—(4—
FEEATRA 6 RTBAAFTA 3,7 FRALSEE 10—
) —5—RR—XH, &5 65-68°,
MS: (FAB): 651(M*+H, 20), 595(20), 536(20), 389(25),
217(80), 91(100),

%64 4. 2. 1.

¥ 364mg(0. 7T4mmol) (6—(1,3— —f R —2,3— =& —1H—
FRR—2— R FR) -3, T—FPARA 10— FE = Eefg—4
— &) UER, 309mg(0. 815mmol) 1— X #H =" —1—%X —N, N,
N N"—w ¥ & Ik 45 R BB i3 (HBTU) # 253. 2mg (0.
815mmol)Gly—Gly— Ala—Gly PES K AW A 3mIN,N—_F
A P BLRE P 8905 ik 2 R k%4 by B KA 187. 3mg(1. 85mmol) N —
FTEDRLEE, RERGHTEERHR 3054, REARm,
REHER, BAMWRAKRGE, AP0 T, XELTPHTEHLH
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B, BRI R KRG TR, Kb #F 4560mg(8l.5%) XA E B %
(3,7 ——FHEA—-10—FPX—6—(1,3——AHK—2,3—=#,—1H
—RER—2— R TR — S ER 4R - LB —HABR—H &
B—1D—RAB—H AR TE, #&5>210°, MS(FAB);
747( M*, 10) , 367(19), 318(10), 223(20), 185(45), 156(60),
119¢100),

A 4. 2. 2.

42 390mg(0. 522mmol) K744 4. 2. 1. FH /& 10ml VB 2 44
P B Iml KB, R ERA WA BT HHA 6 I, RE%
AR, REAFTHRE, TERABZHAMN N-—Z_FEYT
BEIE T, WRRAHE 0, MER M Iml AW BE, KEHEmO.
5ml 147, NaNO; 5% . B AG WA —10CTHF 45 04, REN
Iml N— PR DR RHLE, RERSHWHEHR 110, REERE
Fo. BAWRAES/PHUDEBR LELSE, Ao F 7omg
(24.6) & B4 3, 7T——FHRX—10—FE—4,6— 3 (— LBk
—HAB—H AR —L—HAB—HAB—RFTE) ek, BE
>>260°, MS(FAB).585(M*+H, 60), 318(10), 253(10), 200
(10), 136(25), 110(25), 87(100),

%Ak 4. 3. 1.
¥ 25mg T ¥ 69 NaHCOs;, i % & & 0°TF 49 238. 2mg (0.

3ommol) ZFEE X — WA BMBRA T — B LIRERH M, F| 150mg (0.
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265mmol) (6— H F A —3, T——_FEAL 10— P X —wyrkvg—4
— %) CHERUBYEEASIMI LHEZMEART., RERSHEA
CTHHAEI S, AESTHHALER, KEMAK Kb QT
¥, MG A VAR NaClig gk ik, Bl MgSO, THREXERE. &
LA BEZETTR, BMA20mL 2,2,2— R CEHY, REALF
JET R 150mg 42/ X (10%) 4L 2 1B, REBALK, #RRK
RaE., RUREEAWITRE, 24, AGELT T®], #5MT
SmIN,N— =P X PELIRF . KixRS WA 136. 4mg(0. 36mmol)
1— %A H# =k —1—%X—N,N,N N —w P LR RAHRL
(HBTU) & &, K5 & 0°F A 91. 0mg(0. 9mmol) N — % k B 4k
2, AERGHTESHALE, HEXBEN. AAHEF ALK
fe @ A5, REASELE TR, AR HAF 80mg(50%) X & B 4%
() —4, 12— —FPHRLE—8—(3—MARHL)—17T—F % —1,15—
T H % —6,7.8.9.10. 11— < & —5H— = X # (6,6 (1,5,8) i e
SR RFF o —T7,10— —BR = R UBES(1: 1),
MS(FAB) : 499(M* (¥ &%) +H, 35), 431(10), 239(20), 217
(100), 131¢65), 126(50), 109(95),
%4 4. 3. 2.

g 112mg(6—RFPEX—3,7—=—FHL 10— 7R —wprXk

—4— RV UBE R OB X854 270mg Z— Arg( Pmc) —Gly— Asp

(OBut) —Val—OH R £ M-F L4 2. 2. 2. 8975 k4113 24mg 3, 7
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—ZFPERE-10—FPR—4, 6—FR(LB—L—HAB—H A B—
L-—XAfB—L—HAB—2 PR »ER=RUHKE: L),
MS; 770M™,
R 4. 4. 1.

¥ 82. 5mg( 0.82mmol) 4— F k0o /& 0°F K mF) 150mg
(0. 33mmol) (6—R TER AR FTE 3,7 - FRAEA-10—F £ —
Kk —4—R) L B, 65. 02mg( 0. 36mmol) L— R A BR T X
BE & & 140 = 135. 8mg(0. 36mmol)1 — %k 34 =4 —1— %X —N,N,
N° N—e P £ kb6 55 R A4 ( HBTU) & 5mIN ,N——F £ ¥
BRI ZEEY., RAERSCHYBELETEES, H£H 1
i, KEBMANKR—KP, et hahitici® s, ARKEk%E, A POs T
B, AL OCTTFmIAZRLRTHEHA 1 IH, HERRESH A
SESPERET, kEGWEAWEZATTH, RBET 10ml
N,N—ZFAFPBIEET, mIEERERN KSR G B & oz
152mgNaHCO; ( #y 3% T3 49) Fo 142. 8mg(0. 537mmol) — ¥ 3 5%
A R (DPPAYY , R ERSHE CBEH 1.6, REEXRE
Fo BABEMT RIS T, A5 B, K fFRR,
A MA A MgSOs T3, REER . RAMWATE/SEFR
BRaEd, RETH, AR4F 110mg(74.6%) § & B4k ( S) —4,
12— FHA—8,17— 9P % —1,15—F £ %—6,7,8,9,10, 11
— N8 —5H— =K 3#(b,k)(1,5,8) B R AH+ —H—7,10—
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—HR,
MS( FAB) ; 414( M*+H, 33) , 413(M*, 20), 325(33), 217
(100), 126(75), 109(90),

Kb 4. 4. 2.
a) ¥ 184mg 6 — R TERARL PR -3, 7T——FHEX 10— F X —
kg —4—R£)UBE A 3 m ! DMF ¥ 69355k i% — R 236. 7mg Gly
—Gly— OBzl » ToSOH, 379mg HBTU #= 0. 34ml DIPEA #: 22,
te R BIR A YN NaHCO: K3 F, fetr b 69t E, AR
% LA KHSO,/K,SO, i5 ikt %, REGHEME 10ml N HCl/UB
F .10 S4B RMNTE, Adird—F4, 750 & HERE
5mIDMF ¥, %% % M 175mg Boc—Gly—OH, 379mg HBTU #a
0. 34ml DIPEA 432, ¥ 5 R KRG HMN# NaHCO; i5% ¥ . fe,
b A9 R, MUBESR, AR $IF 195mgl 6— (I TR A H
ABOAFTE) -3, 7T——FPEE 10— FH—opEE 14—
B—H 2% —H 2.8 R8s
MS, 722MH*,
b) P HE M A 10ml INHCY/ LB F, 10 548 B HMmAT
8L, AT 4R Y, M A 10ml DMF ¥, WG &5 & A
210mg Z— Asp(OBut) —O0Su #= 0. 17ml DIPEA &2, $#4 18 /)
B2 ¥ R RS MMM NaHCO; ix& ¥, et i esiie iR g,

A KHSO,/K:SO, 5k fe K, RERT TR, AdH1F 202mg
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(6—(N—FBEX —O—RTHE-L-XALBRK) —HABR—KYT
B)—3,7T——FREA 10— F R —pER 4K —LEB—HA
Bt—H 8B FBS; MS: 927 MH™,

c) ¥ 190mg i L& A EMT EKHAH) 2. 2. 1. 697 kAT & Ao
Ak, B INHCU UBR IR Lotk F R E 7, T =4 R
LB AT, Ad#F 78mg 3,7T— P H L —10—F K —4,6
—F(— LB —HAB—L-RAAR—H AR —HAR—ATE
—) wyekok; MS; 629 MH™,

%464 4. 5. 1.

1 160mg(6—RTEHELARFE 10— X —3,7— = FHRE
—wr R —4— ) UBi A Sml ZRUB YRR AE20THE 1
N, REETER., RAVIEM A 5ml DMF ¥, B )5 R DIPEA
Je. pH B %] 8.5, KEA 0CTRMmAN 269mg Z;—Arg—OSu, R M
RAME 20T HHAE 11, BEMN KHSO0:/10%K:S0, & ¥ .
M BHERRBREARNCESS., G EREHAL 20m Z/CHEF
HEFH 10%Pd—C AT H4b., AEMTRAH 2.2.1. ¢h75 %
F—Fer, AimdlF 9lmg (8)—8—C—MMERL)-17T—8 %
—4,12— PR L —1,15— L £ % —6,7,8,9,10, 11—x & —5H
— Z X Hb,k1(1,5,8, I8 A R AF+ M —7, 10— B =KL
BAES(1:1), MS; 569MH™,

527649 4. 5. 2.
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a) A EMFRAF 4 8.3 6%k 700mg(1. 31mmeol) (6 —4x
TEHEEAATEA 10— 2R -3,7T-—_FAEA —EE 4K
BX, 547mg(l. 44mmol) 1— X} =% —1—%—N, N, N',N"—
v P &R 64 55 B AL 3 (HBTU) e 488. 1mg (1. 44mmol) Gly —
Gly— Ala—Gly P B £ & L4 /& 5ml DMF F 693% & , AR &
/PR DEERLEESBXGE, 4145 800mg(77. 6%) 4k &
TR C—RTHEAAPE 10— £ —3,7— —PH A K%
—4—%) —UB—HHB—HAB—L— % A B —H {8 TS,
MS (FAB); 786(Mt, 85), 687(100),
IR( KBr): 3298m, 2932w, 1740w, 1700s, 1656s, 1634s, 1518s,
1462s, 1365m, 1256s, 1166m, 1049m,
b) ¥ 58. 5mg(0. 07 4mmol) LR 4t & M 675 o F) 4R F 5 744 4.
8.3. 897 ik, M 2ml 2NNaOH KX &, & % B 27. 5mg (0.
1mmeol) — % X # &2 §. it F 31mg(0. 37mmol) NaHCO; fi 5ml
N,N—-_FPEAPBREPTLE, ZERAWAHNENES Rk & #(
RP18, UH/K/0. 047 Z R UBR) R4, Af Ak -FHRZE, 4
H 20mg (41. 2% ) 3E b Bk 10— 2 —3, T——F & £ —4,6
—F(— LB —H AR —HR%—L-RHABR—AFTE %%,
MS(FAB); 655(M*-+H, 100), 654(M™*, 69),

527645 4. 6. 1.
a) A EMTEAEHF 2.2. 2. 975 kil BAnd Ak 4 & Z—Cly—
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Arg(Pmc) —Gly—OH; MS; 689MH,
6) ¥ 217mg (6— R TEEARTA 10— X -3, 7T——FHEL—
yERE—4— R U FEA 10ml Z RO 9B A 20T ME
1E, REESRE . RRMWETRAF 2.2. 1. 6975 % 276mg
Z—Gly—Arg(Pmc) —Gly—OH #— % o 1., $|#F 40mg 10— X
—3,7T——_FPHEAE—4,6—F(—LB—HAB—L—H AR —H L
B FA—) rEek = RUBEE(1:1); MS:683MH",

Lt 4.7. 1.
a) 4 285. Tmg(6—H, P A —3,7T——FHE—10— T £ —wp Kok
—4—RICBR = R UBL F B fo 298mg Pmoc— Arg(Pmc) —OH (j&
5ml DMF %) & 0°F A 160. 6mg TBTU #= 0. 17ml DIPEA %52,
RERA M 2008 H 30 54, KRB MAHH NaHCO; i5R T . 2
ik 49 B iRk, A KHSO./KSO, iRk Av ik, REEEF
¥, 4113 460mg(6—(((N*(OH— % —9— X FPEEX)—N°*—(2,2,
5,7,8— 2 FARH —Fbh—6— BB L) —L— I RB) — A 7
2)—10— A —3,7——FE L —wprEk—4— XU B F8;
MS:1165MH™,
b) H§ 232mg FriF &4 & 2ml 9kok Ao 8mIDMF F 4975 3% & 20°F
WMELINE, BHEATEXR . XAWA TLRZ WK, BM A Sml DMF
% 3 B 95. 5mg Z—Gu( OBut) —OSu 432, R R A WHEH 2
i, REALZTER, MERERWANLUBMLE/TRER. 317
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165mg (6 — (((N*— ¥ B4 —O—RTH —L—5#8)—(N°—
(2,2,5,7,8— 2 F X R} At —6— B &) —L—H &BL) —
ATPH) 10— % —3,7— = FPEAL —EE—4—RICBETHEE;
MS; 1262. 5SMH™,
o) ¥ 139mg FriFey &4 A Rkt 2. 2. 1. By 7 ikt —F e, A
ARZRUB/KRREFTE L BRE, 4145 2.56mg 3,7T—-FHRA
—10— % —4,6— R (— LB —L—a— 5 R B—-L—HAB— &
Ak = A UBAES(1:1); MS: 698. SMH™,

K 4.7. 2.
a) ¥ 280mg(6— ((N°—(OH— % —9— X ¥EE X)) —N°—(2,2,5,
7,8— A F XK} K —6— st A) —L—H A8 — R FH)
—10— 2R3, 7T FEEA—ER—4— L) LBRFTEEML
2ml Jkog o 8ml DMF ¥, W A& 20°FTWE 10K, RERATHR
%, RRAMWALRZNHAEMESmIDMF ¥, HER EMTE#
#)4.7. 1. 5% b) #9553k, A 157mg Z—Gin( Trt) —OH, 97mg
TBTU %2 0. 1lml DIPEA %, 5 e X, 4]1F 280mg( 6 —( ((N*— ¥ 55
AN —=ZXPH)—L—5HB)—(N*—(2,2,5,7,8— 2 F KX
o Fmth—6— B —L— M A8 — A FHE 10— & —
3, 7T——FHRA—ER—4—RICBFE; MS: 1447.6MH,
b) A 275mg PrAF L4 M 54442.2. 1. 95 ikt —F mx, B
RRAZRCE/ K fFT& B BR&, $1/F 46mg 10— & —3,7—
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FEE—4, 6—F(—LB—L— 5B —L—HARATL)

wyrekek = BLLBRRE; MS: 697. 2MH,
5244 4.7. 3.

a) A BT A 2. 2. 2. 697 ik, it Bl ARG Ak ik & A AP e ik
Z—Val— Arg(Pmc) — Lys(Boc) — Lys(Boc) —OH. MS. 1130.
6MH™,
b) 4% 260mg (6—HFR—3,7—_FHRA 10— X —rKok—
4— %) UBE FBE #2 572mg Z—Val— Arg( Pmc) — Lys(Boc) —Lys
(Boc) —OH #e X M -F 5244 2. 2. 2. 8975k, Al TBTU 42, $14%
735mg(6— (((((N—F B A —L— S8 8 — (N°*—(2,2,5,7,8— &
PEEXA S —6—BA)—L—HEB— (N —(RTHE
) —L—HAB—(N*(RTEE) —L—HEB —AFX) —10
— A3, T FRE—ER—4— R LB FEE; MS:
1334MHT,
o) ¥ 650mg FTiF 944 A B M T ELAH] 2.2. 1. 6975 ik —F Mo
I, B —A Dowexd4 A2 (CEEL B P B #14F 20mg 10—
-3, 7T——FPEE—4,6—F(—LB—L—HAB—L—HEL
B—L— M RAB—L— A — R P E I EETHIKEA:3);
MS, 924. 8MH*,
xR 4.7. 4.

A EMT 2442228975k, &1 222mg (6—H T £ —3,7
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—ZPEE 10— X —wpr@ok—4— %) LB FE A 362mg Z,
— Arg—Gly— Asp(OBut) —Val—OH 4| 3 28mg 10— & % —3,7
—PEE 4,6 (—LB—L—HEB—HHEBK—L— X XL
B—L— S — K PA I EE=ZRLBKEE(:1); MS.:
840MH™,

%647 4. 7. 5.
a) ¥ 280mg 6 — (Fmoc— Arg(Pmc) — & T £)—3,7T— 7 & &
—10— TR EE—4— R CHFHEAEMTRAML7. 1. &%
b) 657 ik, Ak E, MEREMTE#AP 4.7. 1. BE b)bh7
%, A 89mg Z—Ser(But) —OH, 97mg TBTU #= 0. lml DIPEA
#—Fmr, #4F 240mgl6—((N—&TEL—O—&TH)—L
— 4 5/ — (N*—(2,2,5,7,8— 2 F & ¥ # = & twh—6— 5%k
A) —L—#E8)—RAFA) 10— X —3,7T——FR L —wrE
ok —4— R I EEF8%; MS, 1220. 6MH*,
) 1§ 220mg PTR 49 S M 57641 2. 2. 1 &9 sk —F e r, M
o #l4F 57mg 10— T X —3, T— P RE—4,6— ZF(—LB—L—
“ BB L—#HAB—RTE I ER=RACHEEA.1; MS,
656. 6MH™,

Ll 4.7. 6.
a) ¥ 250mg (6— H PR —3,7— = FPHA 10— & —wr ok —4

— VLB =ZRUBFE5( 1, 1) 5 153mg Fmoc—Ser( But) —
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OH, 141mg TBTU #= 0. 156ml D IPEA B £ -T 444 4. 7. 1. 4
FiERAERE, #F 20mgl6—(N—(OH— % —9— A PEGL) —
O—RTHEL—ZAB—HAFH)—10—2X-3,7T—=—FREX—
vk —4— £ I B FEE; MS, 886. 6MH™,
b) ¥ 195mg T F oW A EMTRAML 7. 1L 7%k
126mg Z— Arg(Pmoc) —OH, 80mg TBTU #= 0. 087mIDIPEA R
B, 4145 16Tmg 10— 2 £ —3, 7— =P H £ —4,6— 3R (—LB—L
— MR~ L— 288 — 8 FE I ER=Z RUBKRE:D; MS;
1220. 5SMH*,
KA 4.7.7.

¥ 250mg ( 6— R PH—3,7——FPHEA 10— & —wpfvk
—4— BB EZRCUBTEAEMT AP 47 1. 85, 5
244mg Fmoc—Gn(Trt) —OH, 141mg TBTU #» 0. 152mi DIPEA
BE, Priges6—((N*OH—# —9— R PER) N —=ZRTP L
—L— 588 —HFTR)—10—2 43, T—FHE—rEE—
4A—HICBFEmEEMTEAF 47 1. 7 AR ERE
184mg Z— Arg(Pmc) —OH, 113mg TBTU #= 0. 121m! DIPEA A
M, A HF 22mgl0— X —3,7T——FH KX —4,6—3R(— LB
—L—#&B—L—58B%—RATA I XL =RCHEEAQ.D;
MS. 697.2 MH*,

52 #6,19) 4. 7. 8.
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$72.8mg( 6—RFPX—3,7T——FHRALE 10— X —wpKek
—4—BOCBFE A EMTRAF 47 1. 875k, 5 39.7Tmg
Boc—Phe—OH R}, Fifd4fm6—((N—&RTEEA-L-XHE
B—HF—-10— X -3, 7= FEEA—EE—4—RILE
FEEMAZRCEYT, MBUHR&RAE20°TME 10 547, REE
EWRIE . HARAMIEM £ 3ml DMF ¥, B )5 &M 84. 3mg Z—Tyr(
Bzl) —ON,, Al DIPEA #= pH {518 %] 8.5, 3 /i B R B &k
L) 4.7. 1. 5k TR L, FIF%RG6—(N,O—ZFAEk—
L—B &8 —L—XA{BR—HFEA 10— X -3,7—=FHE
—wrEok —4— HICBFEE A EMTEAF 2. 2. 1. 895 %k —F
r, MERHLENCHER, 417 21.3mg 10— % —3,7— =
FPERLE—4, 6—F( —LB—L-BAB”—L-XHEAB—AFTH
—Juyekek; MS: 723.5MH*,

%44 4. 8. 1.

3% 170. 6mg(0. 45mmol)1— %k # =vk—1— % N,N,N",N"—
v9 P 2R 64 55 AR ES 3t ( HBTU) 0 103. 4mg(1. 02mmol) N — ¥
Tk A R Ak -Fp 69 B) B3 e 2] 220mg (0. 409mmol) (10— 3 3 —
b—RTEAAFTA 3,7 FPAE—EE—4—L) LB
94. 5g(0. 45mmol) R B — B LB TER 4 £ & 10ml N,N—
P RTEBIR AR Y. RERSHERHH 1 I, REMA
F—AKfe QP . RANASE, Atet NaClEaRRR,
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MgSO, T3, RERE. BAHEGLE TR, REEME 10m!
v Aokah/TB/KG: 1. DY, BERERACT A 50mg £ A
EA4RATEIHAE LI, RRRAHMAANKR—KYT, MERAL
BRER L A — R PR R, A A A48 fe NaCl 35 %%, H
MgSO, T3, RERE . ARV EZLE TR, REEME2ml =
E9RY, MEBEERAE OCTA 2ml A ZRUBKRLE, #4305
HREEEET. BAHTHREEME 20mIN, N——_F L P&
B, KB R A& 0°F A 132. 5mg(0. 48mmol) — X S48 K &
F A (DPPA) #» 134. 4mg(1. 60mmol) NaHCO; 4232, R R4
i OOFTHHE LI, BRENZE, MAKESF . A
5%, A MgSO, T3, RERE . EAHWRNEL/FTHO: 1) et
L& EHSE, ARSI 180meg(T8) A E B 10— F £ —3,7T—=
PELE—4,6—F(— LB —L—RAB—L— R KABE T HIE
%o
MS; (FAB). 561 (M*+H, 20), 560 (M™*, 8), 469(30), 327
(30), 276(30), 365(30), 250(100), 221(20), 197(20), 181
(20), 149(20),
RAAH 4. 8. 2.

RAEMTFER22.2. 8972 4—(4—BFPEA-3—F L

ARXELRA) —THA-AFE-—ERXCHEMIE L¥ & H—Leu—

DTrp—DAsp{ OB.l) &) Bk Rs47 42 4. F§ 250mg A A A
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96mg TBTU #= 0. lmi DIPEA ¢4 AT 5 80mg(10—F X —6—
RTEEHATE 3,7 FHREA—9EE—4—L) LHBE.
P13 69 SO B BE B E A 8ml UBR/2ml K, BB K& Hak & 60°
THE 3K, RELR, BEALETER, KAF 5w 49Omis
Bebml ZRCUB/0.5mlAKY, MEBHRERAE20TME 16 5
%, RERER. BRAWEEMTELAH 2.2.1. 895 %A HBTU 4o
DIPEA /= N,N—=_F X PBuhx ¥ IRk, = WE M A 4ml v £ ok
/PR DY BBEEA 0. 4mllN LiOH & R{E 240, K5
RHAERBL, REACBRUBRR, AR R, E{MHA
HPLC ®%k, %14% 8mg 10—F % —3,7— —F & & —4,6— 3 (—
LB —L—E8®B— D2 8% —D—XARBR—RFPE ) ok
ok ; MS. 833. 2MH™,
%44 4. 8. 3.

a) ¥ 306mg (3. 02mmol) 4 — P £ Dok A 0°F iF 2 2] 660mg (1.
2lmmol) (10— F K —6—RTEEAAFTE -3, 7T—FEEA—%
ek —4— ) B, 413. 5mg( 1. 37mmol) Gly—Gly— Ala—Gly
— P 85 £, 8 A2 504. 5mg(1. 33mmwol) 1— R H = vk —1— % —
N, N,N°,N"—e3 ¥ 1L Ik &9 755 R 58 it (HBTU) /& 12mIN ,N — —.
FTEPBRIEZAERT. RERSHTEERA 1 IH, MELZT
ABEEH, ARAWEMRAEZK T RAlus NaHCO; i5%& F. /KA
AZRPRRBEL; A GHA A MgSO, T3, REZE K
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KM A&/ PHO.DEER LEZSH, $F 790mg( 82.9%)
R EEARAO—F R —6—RTEE-AFTE-3,7T—_F&EL
— R —4—R)—UB—H A B —H A B —L— R &AB—H &
Bf Y BE,

MS( FAB) ; 792( M*+H, 20), 791 (M*, 20), 701(25), 692
(100),

IR ( KBr): 3294m, 3086w, 3084w, 2975w, 1742w, 1698m,
1664s, 1632s, 1519s, 1463s, 1366m, 1259s, 1166m, 1049m,
801w,

b) ¥ 2 0 m 1 2NNaOH /K% i & B K A #p 69 B 0 i& i & Je 3|
710mg(0. 895mmol) LR S 20ml TEH ZMERT . R ER
S TEIHEEL I, REMANR—KY, BEZRESH A LB
Bt % pH=3, REA &K FPRASRRE, & H G AMNAR
MgSO, T3, REZR. RAHEJ[ LT THR, REBEM & 8ml
AZRURY, MERERAOCTHRAI 4, REHLTRE.
REBWBEFLALRYT, RUEFARAIR, ZAW THREEMRA
100mi N, N— P X PBIEF . K& 2905mg (3. bmmol) T 5
& 8K NaHCO; 4032, K5 & 0°F A 212mg(0. 77mmol) = X }
HE B F i (DPPAYLE, RERAME CTHRALE, N,
N—=FPRPEIEE L, BRAWEME 26m PEY, B HAE
Ae 160ml /KB &, I EB E H T, AR 45 380me (81.
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AT K BB 10—FH —3,7— PR X —4,6—F(—L®—¥
AB—HAB—L-RABR—HABR—KTPL—IoEE,
MS ( FAB) ; 661(M*+H, 12), 569(20), 251(45), 197(90),
181(70), 165(55), 147(70), 105(100),

K4 4.9. 1.
a) ¥ 103mg(0,726mmol) P At f» 110mg(0. 726mmol)1,8— = §,
7 305, 4. 0. I+ ——7— 4% & F 7K 420 44 B] i 1 2] 430mg (0.
66mmoD)5— (4—FEERA T —6—RTEEL—RFEX-3,7—=7
B EE—10—R)—5—FR—KBAISmI N, N——F %
TPELIRZHERY . RERGHWELERTHS, AL LCTHH,
REARH, REMARXPRUBUEY., AigAKREREHL, F
MgSO; T3, REWR% ., BRAVACUKLE/THR QD ALR L
BN, AfTFRZE, H1F 390mg(88%) & & 3k f& Lk 4k 5
—(A—FBEEAFTRA 6 RTEEAATEA -3, 7T—ZFHRE %
%—10— %) —5—HAR— KRBT,
MS(FAB): 664(M%),
b) 4§ 310mg(0. 466mmol) P F 49 Hin M /& bml — K TR F.
WIEE A OCTR bml ZRACBRAEARF 3054, MEEXBE
A BRAWEZHELE TR, REEME 10mIN,N— 7 X P
¥, BEEE A 256. 1mg( 0, 699mmol) N —a— F B/ —N—6

— R TERA—L—5 28, 125. 9mg(0. 932mmo)N— 2 £ ¥ # =
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vk fo 185mg(0. 652mmoD)N— — P H & & £ — N — L %L —
Tk fithabE, RERASHM 0.368(1. 78mmoN— L Kk =
F R R KA AR A2, F A CTHHS 18, HEHL
FTEBENN—_FPEATPEIR, RAVWEMA_R TRPARY.
AiAas &, Al MgSO, %, REXZR. RAMWEZALTTH, K
B ME 15ml ZRUB T, BEHw 200mg 42/ K X (10%),
RERSWEL S EEAETAMLI I, BF&A Celite it 3%, 42
REER, BAWTREZMA 180mMI N N——FEFBIRT,
¥k A R AT A 353mg0. 932mmo) 1 — R = —1 —
£ —N, N, NN — @@ ¥ KMy >x RABE L A 196ml( 2.
33mmol) NaHCOs( T8 fekyike)) &2, REREGHTERHEH
2.5 0, BELATEBEN, N— 7L Polk, ZAWEMAK/
ZRPRT. AL B, A MgSO, T3], REER, RAWA
A5/ PRAS8: 1) AR LEES B, A HF 234mg(75%) 4k
A S —((S)—8—CB—RTEE KAL) —4,12—=7F
A —7.10——&K—1,15— £ %—6,7,8,9,10,11 — 55 &, —
5H— =~ % #(b,e)(1,5,8) e R AR H—17— X)) —5— &R
— Bk T 85,

MS(FAB): 671(M*+H,70), 571(100),
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