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RfEC, —RAUBHHRG I Wb T A T4 HRELA



4. BFEHIRBAR,

R,NHCHR,C(0)X Ih

AW,
XHh—C(O)CHR, C(O)R, Y,
Ry AP. P> RP., P Pg, Pg HK4AHKYE, BFHNB:2,
P. HEHFHo—RER, RFENAL e,
P NEXFHo—RER, RFAHLe Y,
R, JARTHo —RERNWERE, RIFHAT &,
R, HH, Ci— W&, ¥ERXTE, BEFNERFEE,
Ry HEH o —BERNEE, BRFHAL &,
Rs o —@EBRRBMEG, BFHHE,
YH#OR; BNHR, , BFHOR, .
A(Ih)Eremibsirsic, — %4, ETERTET
ASMRE, KPR, BFAREADER M AR EDIREER ., #
B FBA W — R ERCEIARAEG RENAW (1L ) EERE
AP HRTRREanSch it vt s8, XTellAGkE W
Rk, ERHANELEARAERRTER R HREEZRFHE
RRERSFERE. R —REREAHATE, TUEEHRN®E
AREUAEEETHAK0, 01 —10mg kg /K, Y&k TH
164 %

Bz-Leu-Ala-Arg[C(0)-Ala]OCH,Q,
Bz-Leu-Ala-Arg[C(0)-Ala]OH.



REREBHUANE T LM TFRARLE BRI AEHN.
BT EH R LA,

R,NHCHR,C(0)X Ii

AH,

Xkh—C(O0)CHR, C(O)R, Y

R, P, P> HP. P> Pg, Pg HEARFE, R, EFHD,
Py , B P AN, RFAHCBZ,
P, AEHCHo—REAR, RFHALaRa1Y,
Py HBH o —RER, FFHGL Y,

ANAKT Ho—~FEROGERE, RIFH AT s At — &K phe
(BI—1),

Ry AH, Ci—e BiE., ¥ERKTLE,

Ry HEHo —RAEKRWAEE, BFHAL 2,

Ry NEHo—ZERK, FFEHAL -,

Y #HOR, ®{NHR, , giFAHNEH, .
thit B R BB R TR .

H~Glu—Gly—-Arg[C(0)Ala}AlaNH,,
H-Glu-Gly-(p-gua)Phe-[C(0)Ala]AlaNH,,
(p-gua) being para-guanidino.

ool

(p—gua)Za—fl,

A(IL) ARt sialcmes, BUERTBTHARE
KR ERE, B, ERTHTRYEMFIREAESHFIRE, ERAT
BT FRBFETHAEERY, R TRA e — e REFAR

25



BEHEAAR (T ELREM T GRTHRENIT S v E
WS, AT eNAEBREARN, EROANEEEEAER
RTREFALWRE EERAPERGER ST ELE. H—HREW
FRHATE, TUFEERN BT RROHNERETITLH 0, 01
—10m9 kg /R,

REAEE QABREHENNHANR T N2 T ANLEY
REAE W, BTEFHIRG AR,

R,NHCHR,C(0)X Ij

A,
xX4Y—¢c(0)cHR, C(OCO)R, Y,
Ry #P. P> BP. P> Pg, Pg HKARFE, RFHDY S,
P, HGHo—RAER, FHFHDIFS,
P, HBHla—RER, RFHNC LU,
R: HARTHo—GEARNEE, gFHhAT edhaf—MEDp L e
(Bpg—1),
R, FH, C,— JiX, FERKREKLE,
Ry AEH o —BEBRNEE, TEHAL a,
R, JEHo—RER, RFNHALa,
YH¥OR, RNHR, , BEHFNNH, .
2% - 4%

DNS-Glu-Gly—-(p-gua)Phe-[C(0)Ala]Ala-NH,.

ACII )T HEBURT AR o EREYER, BHE



AT ey el ERE, EliztshERAT T BRERFRE
AEHPIRAE, ERATHTHFRBFETREERY, HBAEA
Sl — R ENUEFABREG R (1)) EERE AT NS
TR BNy SR e AR ESE. AT ENAEE N AR,
IRGNELE ERAERETEN#ALRRE B R WERNER
ERERE. A HWRRAFATE, TUFEFRNETHRY
FEEEFRIT4Y 0, 01 — 1 0 mg/ kg &,

RERELRE aWHA R I A2 TRANLEHEIAE
., wFERMRG AR,

R,NHCHR,C(0)X Ik

A,

x4%-Cc(0)CHR, C(O)R, Y,

Ry #P. Ps B P, Ps Pg, Pg hKARFX, BiFHBo c,
P, NEHAa —BER, RFAL e U,
Ps JEHAo —HER, REHNL e,

R, HART Hao—EERNEE, RENAT sH—MEphe
(Wy—1),

Ry, WEH o -EEXRWEE, RFHALa,

Ry HEHo—HERZTHAE, "FHAL2, YHVE, ,

il P

Boc-Leu-Leu~(p-gua)Phe-[{C(0)Ala]Al a-NH,.
ROIk)FRAASIRELREENEN, T ENEALYH
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HERFSECTENPNRYE, BEWTHAERLENN. HoET
BAm—REMUERRERHENAW (I k ) EEFRAAF W
B WA Bl & R A ST T e T RAR B SRR R
RGN BEEARERRTE RO WRERE I IRRAE
R, —REGNAFATE, TUFEHAN BT HRAFECE
Hit#hiho, 01 —10mg/kg/ K,

D —ALea—D—ALl a BMHIWRARNGAIAEHETA
WA WREAE S, BTFERBIARAR,

R,NHCHR,C(0)X Im

AE
X4—Cc(0)CHR, C(O)R, Y,
R, P, #P: Pg, Pg HKAKRFE, RiFHhAc,
P, HE, CRAH o —REBRR N —Ac —Lys, HHA
Ne —Ac —Lys B Lys,
R, D —A 1l a Wy X,
Rs HH, Ci— K&, FELELE,
R, AD—A1a WEE,
Y HOR, , RFEHOHKOCH, ,
RE WG HZ:

(Na,e)-di-Ac-Lys-D~Ala[C(0)-(D)-Ala]OH,
(Na,e)~di-Ac-Lys-D~Ala[C(0)-(D)-Ala]OMe.

R(In) irtePRSHERTIAEZ RARE NHEH.
ABEGFR A BN —BREWCESARERELEH (I n ) LR

23



RA G WB RSN EX el ¥EsE. AT ENRAKEN
BRI R, XRHFEREARERRTERALWHEREX S
ERBEREPERE, H—REWEASETI 5, A&7 RN
FEREFRTANO, 01 —10m9/ kg K,

AHEALE B BIHANR T Headh TR e HRAK

&4, BFEHYRFAR,

R,NHCHR,C(0)X In

AH,

X4¥—C(O0)CHRy C(O) R, Y,

R, #(a)p, pr, rg, £ ()P, Ps; P, P; DPg,
g WK HARPHE, #p, pgiliz, BRIFHCBZ, p. P
pg e, WA AC,

(a)p. EfRFHa—RER, ZRFHphe,
(b)p. YERFHa —EER, RiFAprhe,
P, AERMFH o —RER, REHL1 e,

R FAREH o —AARWAE, I ANERHHK OB, Thr,

BHEANAT &,

Ry NE#H o —REBRAERE, RFHL e 1,

R, HE, FRGHo—FER, RFHNGLVY,

Y A(0H,

e g MR
Ac-Leu-Leu-Arg[C(0)-Leu]Gly-OH,

CBZ-Phe-Arg{C(0)-Leu]Gly-OH,
CBZ-Phe~Thr[C(0)-Leu]G1y-OH.

OBz

2%



AR(In) RS BHaREawB, BERERATIHN
S AR ERE, wENT ST REWFIREA, WFRE, FX
BLEVAEM RS, Wb, R (In) s HE TRER RWH
BFml, EHATRAp—REDUEBERREGAZNEY
(In) LR NSY NSl RECENLESYE,
TEIWRAGENMEAX, CREFEEEORERRTEF#2
WRERBER MR RN ERE, t—RERERATE, ¥
&S R ERE R AK0, 01 ~1 0mg/ kg X,

REEEaBTHANR T e AT AT TNEHHEKEH.

TSR A A,
R,NHCHR,C(0)X
Io
R,NHCHR,CH(OH)X
AH,

XA—-C(O0)CHR, C{(O)R, Y,
R, ¥P. P> #P. P> Pg, Pg hKHFIE, ps BIFY
IVa,
P, AERFHo—FER, RFHVeal,
P; ABRFHo —EEXRIBMG, BEFHVal,
R, AERFH o —FERWRE, RFHL e,
Re HE, FPRCGAc—BERNEE, BFhc1v,
Rs JEfFHc—EER, BFHALla,
Y #NHCH, (CH, ), #NHCH, CH(CH, ), .

REWLEHE:



Iva-Val-Leu[C(0)Gly]Ala-NHCH,CH,CH(CH,),,
Iva-Val-Val-Leu[C(0)Gly]Ala-N(Me)Ala~NHCH,CH,CH(CH;),,
Iva-Val-Val-Leu[C(Q)Gly]Gly-N(Me)Ala-NHCH,CH,CH(CH;),.

A(TIo) IrthbenintEE s, FHWT R RER®
FHOR R AETRE R, EHATHA RN R AN EE K
REZFHEAAN (T o ) 75 LR R v BB 4 4l 1 B 2 5 ¢
EHhZESE, AT EIWEEENRARN, SROHNELEER
ERRTER#OWRERZR I EROER S EEE. B—HK
EWRATE, TUFETRHFERETTAL0, 01 —10mng/
kg/ XK.

REALE gl DI RFNA ThEHWAT AR HaH K
. BTEHRMEAEA L,

R,NHCHR,C(0)X Ip

A
XKF~-(0)CHR, C(O)R, Y,
R, #p, Ps BP. P DPg, Pg HK G,
P. HEHFHo—AER, RFHVal,
Py HEXTFHo -EER, RHFHVel,
R, JEKFTH o —FEAREAE, FFhphe,
R, HEHFHo - AXBWEE, BFAphe,
Ry HERKFHo—RER, RFAAL .,
Yy y"8(CH, ), CE(CH, ), , NHCH, CH

(CH3 ) 2 i’jaNHz o

31



Pk o 42 -

CBZ-Val-Val-Phe-[C(0)Phe]Ala-NH,,
CBZ-Val-Val-Phe-[C(0)Phe]Ala-NH(CH,),CH(CH3),,
CBZ-Val-Val-Phe-{C(0)Phe]Ala-NHCH,CH(CH3),-

HELEEHD AN, A(IP) IFKEHERTIA
RO EEEGHTHN (I ) HEMEWERZ S, ARER
YRR A DARY b A AR S S B BBIAGRA B — &
EPUERARBREZ R4 ( T v ) £ LR WEEH R &0
¥hEHvENESE, AT ENEEEWEREN, ZROFE
HEAREFRTENRLOWRERESSIHBROERS ™ ERE.
H—REWERARETE, TUEETRNFERERITL N 0, 01
—10mg/kg/ K.

R YERT3E BRI R R A T G WA T AT e WREAE
M. eFEHHRHAN,

R,NHCHR,C(0)X Iq

A,

x¥—C(O0O)CHR, C(O0)RgY,

Ry ¥P, Ps ®P:. Ps Pg, pg yKHARPE, R, BIFH
P, P, ,
P, #Glyvy,
Ps HFHo—FXRIBME, RENTY T,

R, H61yWHEX,

32



Ry YERTH o —EERGAE, RENDB e,
R, THMBRENERFH o —EER, HFHY e t,
Y ANH, RO0H, YR hAERM, BFNOH, LR, HM
BEr, RIFANH, .
REWLAEWZ
Tyr-Gly-Gly[C(0)Phe]MetOH.

R(I o) Artad s EmiEReg, BRTHELES. #
BAEMBRA R EDUEBRRREZREAEH (T 0 ) AER
FLF o e R 17 WA W3 5 U A e 5%, AT eI A4kE
WA R R, FREAECEARERATEN AL ARERLERY
YWEFOERESTERE. A MESEATE, UM~ ETF ZHH
BEERI4 b0, 01—10mg/kg/ K,

RAEREEEHEEE GBI HANR I e h TR R0
REAEH. RFEHYIRERLE,

R,NHCHR,C(0)X Ir
Xk—C(0)CHR, c(O0)R, VY,
Ry AP. XP. Pg, Pgc AKARIE, FFHhMeOsue,
P. NEHo —BER, ZKFHALa
R, YEXGH e —RERWEE, BRFVAle,
Re NERTFHo—FXRWAE, RFAHIL e,
R, hEfacHo—RER, RIFHALa,
Y ANH, .

ke WA 2
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MeOSuc-Alg-Ala[C(D)-Ile]Ala—NH,.

ACIT ) IRAA S BN RRARERER o, BTTA
HREH, AR TRERBRERERENTE N, FHAFRNA L
W—REMUFERESBEAEY (I ) EETHE R ¥ W
W EX VAL ESE. AT eIWEGEWERA XK, %
FHRRERE ERERRTER AL NRERE R WER RS
FPERE. #—REWEATE, TUFRETROF ERETTARA
0, 01—10mg/kg/ K,

RER 2R SKEWHAWR T hAMF TR TR HEA
A4, EFEHIRHAR,

R,NHCHR,C(0)X Is
AH
XA—C(O0)CHR, C(O)R, ¥,
Ry A H,

R, A, B, E, FRIHA o —FERNEL, RiFhrhe,
leu, Glu, ArgmJ—1,
Ry HA, B, C, D, E, F, GRIAc—RAERNEE, BF
HAla,
R, HEHo—EER, RIFHALa,
Y HNH,

R&WE HR:

H-Leu[C(0)Ala]AlaNH,.



A(Is)firtedhREMREKByHRR, BWTERT
¥ 550 O 4B S ATIHE BT R R RS, BRERGEA %
h— e UFRRREG R AW (T s ) AL RE
Bl L AN ESE, T R4k E WAL XK,
LRGN EREERERATER AL WRE BE LW RAAER
EPERE. R—RENERATE, TUFETRHNERET S
K0,01—10m9/kg/X,

WK Calvain fu i AE HH BIE A WA T UGN T AR
et

R, NHCHR, C ( 0 ) X Iu

He

Xx4-C(O0O)CHR, C(O)R, Y,

R, AP, ps HD. P> Do, P g HKARFE, RPERTH
CBZ, BZ®AC,

P, FERFHo —FE®., FiFhVal, Ile  Alazg
pro,

P, AB, ERFHa—EER, HFHME, p. RIFMER
HILe,

R, ¥H, E, F, THo—SXRNAE, £E C,_, g%
XK XZLERA—-S1IR, R¢ Ry , R, . Ry, fuR, ¥
Cy—1 oWk, K& FERKTE, ANC 1 Bk,
R, RIFAACTFE, £F FEHEE,

Ry HCi—s X, $XEXTE, BFHC. . K&

Ry H#C, EH o —RXRWEE, £4H,
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R, KM%,
YHOR, RNHR, ,

HTFA(Iw) MG W EAWH CalPain A RK HH B B
ey AT )AEATU () BB E T o% s,
FzheHELRAXRBTESS; () KHEAAFTEER (F
T AT & BB C Ao RA I B REAE X BB M (38 BB RTY
R BRaREEFE R CRAMLBTREMRRER, Alxd
X, WAK., SRAEELAHERE); (c ) AHENERANED
KRR, AXZXAER, ExhHekn  FEEARATT LR
MR, ERERNESWEERRETREMCER; fn(d) HE
THHROIARGER, ERNEGPETRKGT 5B 0GR
RIA X EMERIET BEN. REANAWHERENES
0,01 —10mg/ kg xE,/ KEE W REBZHRN BT HE.

THEAFRRT FHEREE aBTRA WX T Hh TRH
e

R, NHCHR, C(0)X Iv
Hi
XkH—-Cc(0)CHR, C(O)R, Y,
R, #P. P» Ps P, Ps Ps Dg, Pg hKAURPE, EFF
AIvVa,
P, HC E.F'Re'Ha—KER, BiFhAasn,
GlnkAla,
Ps HCLE'Re'Ho—FER, EFHAsn, c1ng

Ser,



Py HC'Ha—KBER, B—Ala, B—Val, &
%, BFASerHKThr,

R: AF' REH o —HERNEE, ZAARCFE, BFhrvr,
pPheff CHM,

Rs A Ci—s Yo, FEHETE,

Ry NB' o —RAEBRHRE, HVal,

R, B %,

Y #OR, NHR, .

REHA (I V) ewh.
Thr-Gln~Asn~-Tyr~{C(0)Phe]OCH;,
Thr~Gln—Asn~Phe~[C(0)Phe]OCH;,
Thr~Leu—-Asn~Tyr-[C(0)Phe]NH,,

Thr-Leu-Asn-Phe-[C(0)Phe]OCH,,
Iva-Ser-Asn-Phe-[C(0)Phe]OCH,,
Iva-Ser-Asn-Phe-{C(Q)Phe |NH,.

ERTERERENRERAY, R (T v) LW THY
1—100mns /kg KE REGKNELY, REFBKRNLYE,

TRAGR C AR EHEAR LS. A TR
RAER AFa BRI EF .
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KM A

le?nc(o )OH > Ezlnncrm,(o)oc(o)ocnzcn(cnsa
B @ @)
e RiNH(IHIC(O )fmcns LiCHRC(0)Y
R, CH, Bh AL
(4)

38

B4 | (LicHR COOEL)

RINH?HCH(OH)C(O)(IJHC(O)OEt RlNH(fHCH(OH)C(O)ICHC(O)Y

R, R, R, R,
(6) (12)
€ :Hid
RlNH(IIHC(O)C(O)?HC(O)Et RtNH(IZHC(O)C(O)l(!HC(O)Y
R2 R4 R2 Rq
Y
et a3
R,NHCI:Hc(o)c(o)ICHc(o)OH
R, R,
®
(LS H(NHCHC(0)), Y
R,'
(9)
Rlnnci:nc(O)c(o)lcnc(o)(Nulcnc(o))uy'
Rz R-ﬂ RS'
(10)
R J’
RlNH?HC(O)C(O)'CHC(O)(NHICHC(O)),Y
Rl Rl RS'
(11)



H
Y'HNHR,', OR, | pg, ¥ FERXLE,

Y A NHR, ®OR, , R; HN, BE FEHXLE,
Rs' b RERWAEE,

n k1—4, R, ., R, R, WEAHREX,

REA B

RINHCIIHC(O)N-DCHs + R4-(I2=C-N
R, C

4) (14)

4
RINHCH-C—I?)\

0

C-R.Y
IS

(16)




oy
Ry , R. , Ry | Rs MY WEXLRFRA.

HRTERRBEAAWGRE, ERB (2) 845K (a ) KA,
AR (EFAT XD ZZKR(TEA), —REELE
(DIEBA)REVETNR)SERAETFH. BRFETFHIE
Wik, EH—15C—10°C, RFEOCTHRHBAYPRIAE
T. MASFENETRFTEAEN—2 0 CTAY, RHLRRAL
B(3)., (WMERFEREERBRARNRERR _TE. DCC
BOp R Fl, BOP AHARHEAFRATE ) . HEHELNF FHE
(3 )PEMANEEREANN, O—_WEXER, £XX (4 )-F
EREERTEY (AN -FE-—F-FEERE ). ZBHIER
AEEARA (EAHEAR) TTAAEHTHATH.

AR (5 )R ZIBERKEXEE ( 2a1kyl 1ithio acetates)
BIRAFTEERENA (1) o —RE—7—FE - ¥ - EXB K
., B RN AR R AR THAT, AlaEsmg (4) 54
REENTEM (5 )EA—7 8 CRI%A 1 /0, E/EHKNESHE
REFE, REXZRGHIABEREUELERM, BHFERR
(6 ) whHk, fExEEEPEERHFTEMKA, AoBtRA (1)
swern 4k, ( 2) R EFRUZH WK H Tones KA1,
(3) Z8h&E—voehledy, £(4)1, 1, 1-Z7ZRE—
2, 1—benzoxidol #TRKAL.

swern S KM AW RARIFEL 2 -1 0 Y EW_W IR
(DMSO)541—cLURH=MFEXCRE ((CF, C0),0)
REBER((COC1), JREEH, LR KN HET AN L
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ZRFEE(CH, C1, ) ¥, FRRARERMRAA (MARRK
CHEBEAK) TAXSEGT, £4—8 0°CE~—5 0 CTHAT, HH
ERGme Y, BHEE AL 1 YEBHRA (6 VB, (LEWE, %
BATHERANMmCHE, C1, HAPED NS O, HRMESYN
HEH—50C(HALIO0—204%), BRRIMANA3I —10Y
ERE (=T, ¥ -FEGHKE) ERERTES. AHRKA#
116, /BB ENREE (7 ), BE#FT TP RE.

KW T on e s EHMRM—HE TRPREHAT: BIER LY
ERASTFRM A (AMBERN3 AoTFH) LEMER (6 ) BS
FHEBRURIAR M., FREMEBECROFET, THOC—50°C
(REZER ) THATHW.

BH, R1ZE5 YERAHNRHZ S04 — el a4 (B
i&ﬁ]%%sarettﬁﬁq)ﬂf‘ies er and Fieser
“Reagents for Organic Synthesis ” Vol, 1, PP, 145
faSarett&A, T, A, C, S, 25, 422, (1953) ),
EREAR (FlmCH, CL1, ) ¥, ZHERXAT, ELREHT
FEOCES 0 CHEBET, EURAYUTMANILEE (6 ), f#
REAELRRY 121 508, EHIBERAFHZH(7),

B (6 ) BRURHENE (7 ) wh— BB FEREA
periodane (Bl1, 1, 1—Z7Z8%X—2, 1—benzoxiodol
( ¥.pess Martin, J, Org_  Chem, 48, 4155,
(1983) )HELRE. BEURKEZTRSRE AT, £
H1LREH (6 ) 5RFEFEERN (AL_RFIR) FWIZES
Y@egperiodane (fFHA 1, 541 ) EWEAR (BN
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£A) 8, EXARBTROCES 0 CHEE (BRENIZE)T
tagm, ERMPMIRE 1 E4 8 /NI,

i oHE, TRAXFEC AN OUTERHER (8) R,
i R 5 B B EA B KBS BERNE R B,

TERRXABHRALRTRE T ( RECLRBHRRA ), RE
RO WRERBRTEER (8 ) SEENKRER, FEA
(9) 4. BRE, TRRAEAGR EPUEREEN R Q&R
%, FABEANR.

Bt s LRGBS EATE, THR (4) e BLH
FERE_BTEy (Hbkn=0, BRrR, #ME), 2H0EHLE
w(12)m(13),

ZH, TEARMABWREXEAEA(16) M. ZRE
ABEXPREME R, R, SchmidtfrJ, Talbiershyl
( Angen Chem Im Ed, K Engl, 1 5% ( 1976)Fo, 3, 1711 )
¥R, BBt (1) REFRTENS B —LRERET
synton HTERRR, HEFES -~ LHEREHREF(14) (A
BRTEETET— 100 CHEREAEALE B — LEER KT #
BR)EREERNTEH (4) KA, Erfeep(15), EdA=
FLRAAMFREZAENW(15), REFEFWA(16) b
4.

Wl B BE A ER B Sk R OURE AT S
R, E¥REE, SEZARPOAEREOERES L HAWREK
L, AR RRRWREHAE RER LR, AEnEE, ¥R
AN T—ARERN AP O EER 5 HREHR. EXHATE R/
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PR BRI R, BHARTTNES K. B ARE RN B BE RN
ARTARA LAY, BEZARPWEERTHRFHEAER,
EATEMRE Mk, REZER, FRORERET A ENATE
MR & 5 RGURNE AR, REWHBEIR N0, 5~93 0%=
THREEZBWBRALR, ZMECE KT ERN, AFEAR
BEEN, UREHREETHANEER B RPN SR ERB KRB
HIER L,

Bodansky&(Chem,K Ind, (#%)38,1957
—98(1966) IHRT—MHAEFEMAEHLY., Stevwart &
(“BEMKAR”, 2K, pierce Chemical Co, Rockford,
Itiinois (1984 ), 8%, 54—557 JHRATEFER
“EFEEMEWRE T, REEIRORETNATHEE. £k
BEXREFEWEE LI RPWAER T RIEATRERFL WD
sR T BB EEE R EEL, fltm, THGIsin (Helv
Chem, Acta, 56, 1976 ( 1973 ) ) Wi 8 X X 2 R %
BRELZMEL, PRFERMGEHELEIEW KT ERER W
WhE, REZIARPNEEREITHE o —BBRARELWAEELR R
WEt e EREM L., TATRREBRY E#THERK. #£ I#t
FeraE W EERT A7 L XE.

ENINEMRFFINEER LY o~ BERFPE T HEMTRAR
Bl hirE, TUSHWEERPEXTE: (1) REDRFE
WEGE, ZMCHRE, SXZFEE, TFEHRE (FXHE
X)), FomE, #EXXTHHGE, ZXFXTggE, S@EX
LB EM o — € TH; (2) FRACR R EPET EHERER
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REEF Q£ —RXF HE, o —FEEXTF E5E, 11—
WEERT EHE, H—BmXFEHE, 1 - (H—HExE) —1-F
ELRHE, o, o —ZHWE-3, 5 -ZHEEEFEHETXK
FEHE; (3) BEARAERFENRTEHZL(Boc ), =R
WEF SHE, RHEKE, CEAREMBHERE; (4) Fex
K By iR E5xE, 2R AEERARTEEE (5) ]
REEBD R R pEERAHKE; (6 ) HERBRPELZXF LA
¥#k; (7)) DA RP AL ZREAERE, R e —2E
RPEARTEHE(Boc ), Bodansky &£ “ G REEK ”
(sSpringer —Verlag, Berlin (1984 ), 207 )H
#RT Bo cYBEERY o —EERIFENA R,

EREXAZIARPWEER BRAMEREZE, TEIETE
T EADMBARAZRACR, TEFREPHZATRRT 0%
WHEWHE C LYo —GXRIPERE, ZRFPREOC-EEHEE
TH#ATH, TEATR CAAEETRECHREREBRRBRERE
W R PRir A H .

ElE PR o —BERFEIE, TN RNEARZEH AP
WELRBLEHRER. IHZRP. PRAERIBELHT, &
ERHMMBAFINE K. Wb, BHESHERMGEERF 7 BR
Z R BRI A £ EERETBE,

EENRBRANnEEMERAR AR NG EE LA R R,
L EERNCGL o, AsngAT &, RHUETHBHAY
N, N—ZRCERE_TRR1 —BEXF =k, RAZBRAT
Bk A AR AR, REEEHERAY (1) BRAO_TR (4



N, N—ZHCEBU BT ~ZE—F' —(V-_HEER
ERM TR ); (3) ZHRWER; (¢4) Roladgdh (Wy—
CE -5 —FKE—RERH—3 —#RE; (5)E£HREE1-44
RETWFE LN AL, kbl wdBrfefn1, 2,
4 —ZwB (THRRERKRAEN, N—HE-kufuy, N
HE—~——1, 2, 4—Zw); (6 )REEMTHR, DILEET
Wy (7)) B 5EEBURENKBEGH AN (RERFRIEM
ERTFBRETE ) REGRNEERWAFRHF (MBoc—Ala
—0—Ala—Boc); (8)ENTRALFETLEEEZNTA
ZIANAY (DT —-AREXG_FB IR, ¥ —EERHG IR
1—REXHA=w), KaPoor [ J, pharm Sei, 59, 1—27
(1970) ) #R T HUERRAF AL RBERE AR, —BKH,
T R BA ARk o B AR BB B R A AT FRERET R A B A
REWc1ln, AsnfuAT s BT ERMERETE R W
AR, ENENBEREGEY, N—ZHEEBUL_TIREKI—£
EEH=Zwk (121 )N, N—_HWEXFBKE(DMTF ) ¥RAE,
BRBMREMER SR MEL N EERE RN FETHTH, H
CEEBREN, TROBHEIEARFEERIARFWELER, - XN
EMBERWEEN, "R ERMC_IRE_EFIRERE, %
At R RE, REHZHHRRE TIPSR, SHERES
WEERSMNERERNE, ZEDMF, —HFHERDUTF: Z4
B (10 1) MRPHATEK. RENARADNF, HA
Keiser 4 A ( Analyt Biochem 34, 595 (197 0) )Ff

RUF EWLRESNES R HE—NEBERRERFRY, BRR
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ABBF R4, TEERTEHKEE. DRERNA TS, THEY
WERFNEEZRPOEERREUG XSS 4K, EENFRIK
RRARERFERAMREL . EHNWERF WL Y TH I LE %
w, mStewart&( “EMKER”, FM, perce
Chemieal Co, Rockforol,111(1984), £-%,73
W) B,

ERIHFENRERFIIZE, HHRAME LR, ZRIETH
AT O W AT, WK EE L WEREBER . RERAT
EARMEFW_F5H, X FH, RAFHRETRAERAZEXFE
BATRE R AR, BB R B R 4 0 "C E R IR iR B T W4T,
RBL eI R EF A 5 250 Bl 4 5 /Nt

WE MR A R AR, HEEXRBEHE FLKEF
ERyF WMEERE. ARRMNET HEEIRAESHRFER
REGBE—MBERARFTREEEN, TERATERFOWELRUR
R HFANEERPHEEREE, IHNERFEREERZRTH
W, BXAEARE QEERP P ERTE P ART RS %
%, B, YXABochao—HERIFER, TRNERPERE
Hi: AT EBHGETATRYEERLILY s frAT s MR
E AFEEXE, LHEEATFE, FERKTHEBRETA TR £E
R pEaR, HEMER, FERERAMENUELHER;
FERFCEREDTRATRFEERMAS P, 0 1 uigiEs
£ FERVATRPEERPS er KT hr RUB L EEHR;
2—-BRFEBE(2Br —z ) ZHTHATRPEERNT Y T Y
PESEELE, REAGR TR R\ fo g b ma 4



X, RERAXTFRTAXRALE (1 : 1 0) PHERREIR
g Rk, —BORH, WaRFERERPAERES R TRE R,
Bt WA v TE H e @ R ax e e R &, (A At hE b
JLIR R B ] B e X Bl R4 K

REARERRSB UM RE. FITFWEELER, LT EH
REAMETATE EGFE, ARG EAEARARTERK.

% TR BARE B R AARRALA R4, Bl awisE
ERTAIEXHLEY.

SERH 1

4 —RE—6—FKE-5—( ( (KEFELE) HE) %) -
3—8R-TCRLE

W2—8Ek—-4—-FE-3-(((FEFEE ) HE) 4%)
T —N—-WEE—-NV—-W¥WEBRKR(372mg, 1, 0mmol )Fg
B EEWARANE~78°C, WALBRERTE (7208,
3, 0mmol ), T—7 8 CHBHLEK I/, FLEREZE,
BN, REBAFHECL, ALBIE(3Xx150m1 )%
B4, INaHCO, REAHWANERE, ANVNa, 50, F
%, MERRER. AR emRoss-y.

EHH 2

3, 4—ZER—5—( ((FXEFEE)EE)EE ) —6—
FEORLE

Md—FE—6—FKE—5—( ((FEFEE) #EL) &%)
—3 —8RCKRZE (3 97mg, 1, ommol )FZH(15m1)
PR ERAMADess Martin periodinane
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(1, 27¢, 3, oumol ), MREBAHWMAZRTR ( 34218,
3, ommol ), FH# < 8 /pit. MEABRER, MATRTE
(100m1), REMAN,HCO, (0,808 )FfNg, S, 0,
(1,418 )WMAK( 250l ) EHK. 2BBANE, ALRTEER
AN, ANa. S, 0, TRAFNERME, REAREN. AHHE
B B R .

LiiH 3

3, 4——8R-5—(((FXEFEE)HE)EXE ) —6—
FECTR

W3, 4——48R—5—( ((FEFEE)HE)EE)—6
~XXTCRCE (400me, 1, 0mmol ) T H, O
(10:1) PHBARMNEEAE (7 2 g, 3, onmol ), H
FREW3 D, REXRER, HERTEEFERTLAFRA,

Lt 4

N—(3, ¢4 —Z48RK—-5—( ( (XEFEE) £ ) &%)
—6 ~FETUHE ) H AR

M3, 4—Z8R—5—( ((FEFEE)EE)REL )~
—FZXCB(370mg, 1, ommol ) FoHFW(300m1 )
WAFMAN —FELGH (0,308, 3, ommol ), HRAAH
E-15C WMAEPRARTE (13 ¢ng, 1, ommol ), F
—1 5 CHREBREM L 50%, REMAY, O—~_FELERER
#h( 194mg, 1, 0mmol ), F—1 5°CHE#RAY 1 NN, FH
BUREZR, B3I e, BRERAYBEANA(3 00m1 ),
AW (2X150nl ) EREAME, ANa, 5O, THRE
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HOANERA, KAAFREZEI 001, FRK(Z1in) kit
e RERRARN, RAMSY, FRRECERL.

FE AR T AR EE MR N RN E, USRS
ERAZAGT &, b, REFRXAGT ERAGECHW, AR
SEXMARXR NN D ECERRTELERATARALE
#.

Fldm, RARERK, ¥ —3RABEW LB F RGP A8 — A —#E
—~KWE, ¥ FEEF 0T RE W AE N 28 4 28 —x —#E—
K SEEH AT EXEEERMUEAGHREE a8, MR
H(pH=8, 0)RWEFHEL Lottenberes & ABA WAL,
BT R, EERCATE. REHRAANNS L ERETH
Dixongh&RWE, X, ZEM/ REFLECHTHAFESY
¥FEMEAFWilliaens fuMorrison K,

A, AENUES RERREGMN v E G R 6
fH: A8Ea8G; F4EZal; REOH; REOH; A4%8
WEE; C1—FEEE; REE; AEEOREREELA BRIEES;
B—MBLIE; A4 EABE; FEAR; 4ARFARDAREARA
R, WITRA AREME R A f B0 kSR R 4 7
NEBLRERFLEE o, o FRKE T H08flE kg R X
MW EAERERRER Y a n FEHIF AN Ventrex .
Laboratories, Inc T My st T WK, KA MM LEMEF
B RS, A Tack & AFFRWFT MR C, #H1E.

BASERERAEAR, RAXTCERER, WHEHRATHTE
R W B e 6 34T sk, RIEE EAH RGOABERGTEN
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FABAARBBERERY, L4, EARVLAHORANA

W, BFRXEAA RS RE ST HEF, wAT oA AL
BERS N, SATHEALGHAFAARETR. REBTH
W (BHRA) ko, 01—10mng kg tkE / RNFEBRA
ZREMNAS, R, FEHBGETRBOTELE, FENE
ERAGRHARRECEE,

— ¥ ERA HEHR TR H44 4.

Wh10—500ne —HELHAI NG LEELTER
Wi S AR P TEZWREH. H4E BEA. KeH, FEA. R
R, FRAERE, HREDLLHERA WELCNE, £RRELH
PR AR P EEYFREN A LRET R EREER.

TmE A, RN LRl AN h . HAFmEER
B, FHEEE, ERERRAK: BP0 EAER, BEADE
Xk, FRB AW En, HRE; HENMERERS; HAFpE
B, SRR BRAMEN, LAFhREk. PREANEN
BER, RebRBis, BT eREEEmREN Y. TRA S/
CHRAR, REENBGMN. flin, TRER, BRXWELA
FlaR, BENRBR TF BN, AT NER, by
BRI ERWENELXFRE. PHAERNoERIETEF
¥

THRBEAWE HLERIREEEY RETRESTRE A pE
AKX, AR{NGHeS R, BT, BEd, BTFTHER48E
BB RamR ORERNRENAARA4Y. DREE, X h
ARSHE, BRR, HEALRE,



LEEERAKMER T RAXRAHT THA, EREHNRE
RAR U~ FBEN, AERAECEELNA R R NEET
AT RS, A fBt, b AREAT A WA Tt i A H
BEat (ERE AR AAXHTORP C ol BE WERBRT
EW, RTHAMRERBE, REHHRANERGTEEZIR) .
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