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R, R, Ry X R @

x9,

RAFTH, A RALAFTEISAHEL,

R, & A& 72X

R, 2 A, BERXTFAL;

RAAFRBEABINAELA. FEARTU—RME—AEE (-0-);

Re %M C(Z)R,. FPZREAR.ATHARNRR, £ TR,
F R, THRMEAXRE, EMNELEA, A/ L& C . HE. FE, X
E T VA — R R — AT L BR T B R C A B

R 2 F 2&;

n % 0;

X # NH, #=;

Y R —A RIS &RET,
Vi B At 5 3 [8R—(4bS*, 8a, 8ap, 12bB) ]-11-3-—Z A A HA) R K
BE-T,10-—FE-1-FEL 5,6,7,8,12,12b XA — (9H) -4, 8-
FREEF I3, 2] B (2, 3¢l ek —HmE.

2MMERANEL 1 HLSY, B P R Z CO0- F A, CON(CH).,
CONH-5+ & 4, CON(H & %),, CONHCH, X%, CON(-CH,-)., CON(-
C.H,0C.,H,~), CON(JF+ T &) ..

.HRERA LR 1 s, %A

[8R-(4bS", 8a, 8aB, 12bB) 1-11-— L AL HE K -7, 10- —F 4
-5, 6, 7, 8 12, 12b-5v& 4, 8 EFE X H =i ([3, 2-el®t
w8 3 (2, 3-glfEak 1,8a(9H) —BF & 3,
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[8R-(4bS", 8a, 8aP, 12bp) ]-11-—Z AKX E X -10- A -7-
(2-#HL)-5, 6, 7, 8 12, 12b-~ 4 4, 8 T FHRh X F%whif
[3,2-elwto& 3 [2, 3-glt"5%k - 1,8a(9H) - — 83 3 &% 3

[8R-(4bS", 8at, 8aP, 12bB) 1-7T-3F A VA - 11 - — L RIAEKE
-10- Pk -5 6, 7, 8 12, 12b-~ & - 4, 8- EF ¥ jfF=kwhif
[3, 2-elwtv&3F[2, 3—glJ+"Ewk - 1,8a(9H) — B #H & i

[8R- (4bS", 8ax, 8aP, 12bP) 1-11-—Z R AEHFE K - 10- ¥ —7-
Bk -5 6, 7, 8 12, 12b-& -4, 8- TR X Fkwbi [3, 2-
el 5 [2, 3—gl f7Ewk - 1,8a(9H) — & 3 mk 3

[8R- (4bS*, 8a, 8aP, 12bB) I-11-—FAERKEE L 7, 10- =
PHR-5 6, 7, 8 12, 12b-~4& 4, 8- YA X kit [3,2-
elwtek I (2, 3—gl "ok - 1,8a(9H) — 85 i & 4 ;

[8R-(4bS", 8ax, 8aB, 12bP) 1-11-F AL BEHX -7, 10- —F& -
5, 6, 7, 8, 12, 12b-~& 4, 8- =V ¥ kit [3, 2-elnt%
3£ (2, 3-glst"Eok — 1,8a(9H) — A s a4 ;

[8R-(4bS", 8a, 8aP, 12bB) 1-11-—ZRAEE KX -7, 10- —F K
~1-9WHRHL-5 6, 7, 8 12, 12b-4  (9H) 41, 8- £¥ %
¥ ek wh it (3, 2-el % 5 [2, 3-gl Bk AR &

[8R- (4bS", 8a, 8af, 12bp)1-7, 10-=F i — 11 & A KA
~5, 6, 7, 8 12, 12b— <4 - 4, 8- EY¥ A X F=kwhit[3, 2-e]
bk 5 [2, 3—gl FEak - 1,8a(9l) - — B HE & &,

[8R- (4bS", 8a, 8aP, 12bB) 1-11-—Z RKAHEK -7, 10- =F 4
-5, 6, 7, 8, 12, 12b-~4 -4, 8- £ PR X H%=hif[3, 2-c]k
%2, 3-gl SFoEak - 1 (9H) - B3 e 34

[8R- (4bS", 8a, 8aP, 12bp) 1-7, 10-=F 2k - 11 - Hak K E K -
5, 6, 7, 8, 12, 12b-~4a, 4, 8 ZF AKX %hif[3, 2l
32, 3-gl ok - 1,8a(9H) — B m

[10R, 4bS- (4bB-9aP)]-7T-=F RAEEE -8, 14- —WE -
4- % -3-9aA K -4b, 5,9, 9a, 10, 11 - A - (6H) - [2, 3-h]
dhek 5f (10, 4b] & RAEHFE LA E ()

[8R- (4bS*, 8a, 8ap, 12bp) 1-11-—F A A REAEKIKL -7, 10- =
WHE 1-FHKE-5 6, 7, 8 12, 12b-~& - (9H) -4, 8- &
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Wk ¥ bekwh (3, 2-el B I (2, 3-gl sk B R B

[8R- (4bS", 8ax, 8aB, 12bB) 1-11-—Z R AE K. -7, 10- = F &k
-1-W&HAL 5, 6, 7, 8 12, 12b-—<5A -4, 8- EFEXH %"
# (3, 2-elnbet 5F (2, 3-gl S+ ok - 8a(9H) — A M &

[10R, 4bS- (8bB-9ap)l-7T-—CZ REEHKL -8, 14- —Fi& - 4-
R -3- 9484 -4b, 5, 9,9a, 10, 11-554 - (6H)-[2, 3-h]wb%
10, 4b]l R BEHECHETE () ;

[8R- (4bS", 8a., 8aB, 12bB) 1-11-—CREEE -7, 10- =F %
-5, 6, 7, 8, 12, 12b-3v% - (OH) — 4, 8- F X X jfFokwp it [3, 2-
e]wteé 3 [2, 3—gl stk ();

[8R—(4bS", 8a, 8aB, 12bp)1-7, 10 =¥ A - 1-F R K& - 11 -
(o-FREBHEEEAL -5, 6, 7, 8 12, 12b-5% &~ (9H) - 4,8-£F
R R eyt [3, 2-el B (2, 3-gl 7ok gk i,

[8R-(4bS", 8a, 8aPB, 12bB) 1-11-=F T REHZEX -7, 10- =¥
A -1-F&A -5 6, 7, 8 12, 12b-< & - (9H) —4,8-FFEX
Jf ek w3 (3, 2-e 1wk o& 5F (2, 3-gl 2ok ()

[8R- (4bS', 8, 8ap, 12bB)1-7, 10- ZWH& -~ 11 - FRAKFEE
-1-WHRL 5 6, 7, 8 12, 12b-F&A - (9H) - 4, 8- FA X5
ok v 3F [3, 2-elwbeg 3 [2, 3-gl ek i &,

[8R- (4bS", 8, 8ap, 12bB) 1-11-(3-—~Z & A R A) RA K & -
7,10-—F A -1-FRE-5,6,7,8,12,12b-5x & -(9H) -4, 8- L F ¥
ekt [3, 2-elb B (2, 3¢l bk —E &,

LA EX 1S BAERNEERATRENHH THRERA: L
AH, GLEEHAMPEATHFALOLARHN, RIHFHX
F, WEEEPHN, RV Bo, BRARRBRPHBE, BAKRS,
& ek B R, SRR, HARR BRARCHE
Fa B
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L% PRUEL L SR VY A

A KB R A e ohek e A, EAIMHEFTERALEELTHR
.

METARLIHAGLREHEETEVBLEZLEBATH (1. B
Fox ), A OIEAL NGRS WA PRI AN E AR TARAL
FrATiE = Ak &4k [Lord. J. AL H%, & % %& &(Nature), 1977, 267, 495],

FrA X A LS A SR RA GMEHEEDMEE T RAH T
. AR, ATHRASEFMNGFRLERY, & SR E RS
AR kAT FARGERSL, FREFLAAHGERALELXD. E
Moulin %, #& & 2= &(Pain),1985, 23, 213]. AikEESH, Sufifox i@
ik g i B VE B AR Y, O KB ey AR @ 4% [Galligan ¥, HERE
¥4 5 Ze & (] Pharm. Exp. Ther)1984, 229, 641]. '

£ B+ #A] 5,223,507 #= 5,225,417(G. D. Searle & Co. )7 T #EH 4
R 3 BB A 6 SRR A e RoBuk LA TR AR B A T,

WO 94/07896 ( Toray Tibs3] ) AF T THA L& H A, Hid
) Al K AR R 64 v AR A0 ekl a Al

FATI O K — £ e BUR 5 X s A0 5k bT A4, AL
A H g Ao b es B E M K M R AERA, BT AR AT THEH
e M ERA, BEREAHEAMA T HFI R SRR,
FAeh LA, WmBERFH, SBAERARBELMBE. FX, KE,
W dn S For b R . wo. AP RRRABA SN, AR—ARHE, A
Fia HAE AR A LB A SRR M FedE NG 5T R AR,

IEAE, BET X (1) SR ALEMNCHRE:

VA
N

R,

Y_R,
@}n
R, R,R, X— R

¢ (D
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EERIAL. HER T840 CletE. CoitiA., CieRbtili,
Cos . FA FrAHkwm- 2 kwp- 3 AE, AR
(CH)mCOR, £ m#A 1 -5, REREAEE. CsRAK OC &M
AR FE, RFRAXHAB, £ ¥ A‘ﬁicl-loﬂ%:%\ B KA
R AT 69 5 R R FF X,

RoR &, 23 C - sHELA(KRFTHEE), BF&, X, NRsRy,
SRg, £ ¥ Re# Ry TAARIARE, & BAREEL. C -k, COR
(it B ;

RiZ&. £X. C -s®RaX (e PHE), BF, SRs, &
A 4&. A, NHRy. NRyR; . NHCORj. NHSO;Ry, ¥ ¥ Riofe
Ri1 7T ¥AAB B & R B, @-ﬁi@ﬁﬁ&-s%ﬁ» 3% ¥ K |

Refe Rs TUABRI A RFE, & ikpE. £4. C - sHEAL(K
MPEL), RFRBR—BRTUHEA—NMERE (-0-);

Re ZALF X 4o T 695 H:

o

EFPR:4ELAL, XFFRETAZA R, 3# R ZAH CZ)R)2,
AP ZREIH, RoAC-sRE. C-sHAEXSRNRR,, £F6)
Riz# Ruy TAMEAHALRFR, CMNEL. BHEAXI#GC -k C -y
. Co-oFBRARE. G- -8FE FE FRASEEERNRGY
3, XFE RFRUuTA—REBR A Cs- s RAR, ZHXRTAH—A
£ 8B F ) B

RiZ&. G-l C-uBHE AFRLFAoTHLAR:

7"
AP R#ELAL ;

ns% 0 1;
=08, M XA YIikisZ NH. f,. #% CH. ﬁsL%Rsss;m

BARGEET;

En=10, MXFAYHIXN, XRENHCH.
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L R, AL, RkZFEL LZTEEFRAN, KREZEE Cu
RW‘JJ—MK‘?}E"& L. AR HaAFRAEATE,
"Ryt EP R EAEE.

Ritg £Hi 2 4. pEAFTHE.

RAs Rsty £H 2 4. 4. AL RF AR -ARE

Re 85 £ 145 2 COO-F & E. CON(C.Hs)a. CONH-F#&#%. CON( F
%£),. CONHCHPh. CON(-CHy)s. CON(-C:H:OC;Hi). CON(#
T 35), ## CONH(CH,);N(CoHs) .

R, 85— A~ %4 2 7.

kX (1) b2 E+Fn=0, XZNH, Y £CHSIH—
A Re 3 Ry BRI BT, P Re R AB-C(Z)R12, Riz & Credth, Cia
% E A H NRRye, AP Ry ReENLwE, ZRE; R/ATE

H gkt ed X, (1) s 2 5 F# Re 2 CON(CoHs), #2 CON(G+A
), i,

X (1) X EERERN I ZFATHERAGRIEK LT
X, THAGHBISNZRGF ETHECHRERT, REEHwHfE
MAHAREBES LM BEmA, FELROHEEEFTHNEARFLHBAAA
ENRLE Y

EA L HBE—BEHEY S0 % (RFRBFAHHHRImA)
Hik TS5 % . BALIE O %. JIFZL IS 6HX (1) SR AENE
iy,

—ARAN T ARXA LB, GEUXHBeShasy
b ERFEANHGET, Mt EFHRSFEMNFSLAELRLEF
9.

X (1) 4ebdmesaTeh A hed 6] G385 F A eh 2 A BETY AR 49 8w
M, Bl kB, HE. £ORBE. MR LE. TR KBE AR
B, SLEE. BB, BEM. T 8., XAV, RINa8FAREE.

X (1) AHTASHIhFHHIALE ARBY K AH
K B M A A B EAHIRAY, ISR,

X (1) ARt ESEAN T AR AT BB B S R T HLA

N

W\
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B EREEH 4L, ZALHBAGRES. AMNFFROEART
B, wRBAEBHZALPLOWEB T HSRFHE, WTUAHEEY
& B ey st B AR T AR, @ AR BT P RF RSN REAR, K
Fa i FRARAE, JAELE—FF R NG AER, F
FH R Ao R H s B A AMARH B A, KM 2 AT B4 shst
mEME, REL ASFFA4H—FHRETHEE (RA) RBRET
el (@t 2) B, A5 A5 60 4% b B R AR T AR AE sT e A 6h 3
BEF B Hu st G e st uk o 6 S AT AR, REEP Sl S0 60 xR AR,

Fdehn=0. X=NH. YRR RBRKHBERTeHLEH (1), T
AdmiE 1 PR, EHEAEMG CHsCOOH ¥4 Zn #» CH;COONa #
ETwA () ¢98FX (1) AR L A2 [HRLEHLTF (4K)
(Khimiya Geterot Soed.)1972,342]4% %: '

CFE1

O~ Ry
i X

N™ "Ry Zn. AcOH. AcONa

YN

(In (11D

Ebehn=0. X=NH. Y% ReBRMBETHLAY (1) T
BHE2PHE, #3X (V) 4ARESX (V) 8 E NHOH A
LA TFTEHAED (g RALFELE ( Can ] Chem.) 1970, 48, 1689):

7R 2
SR Ry '
N N
R, R,
CUBI’Z H' ]
a —— 81+J/: + NH OH ———p & y
0” "R,
R, RR © | R, R, R _H R,

aw) ™"

£ n=0. X=f.. YRR BRABEETFHLEH (1), T

4



doy k3 Ppk, AKX () 85X (VD) do - BRE ( ik
- §8) AT AR 1% 5| (A ML & &(J. Org. Chem)., 1984, 49,
2317]:

7R3
5 R, -
: S /!
} _ : N
R R
oM ' Ry
an + ¢ 7\
5‘ R, RR O R
10 D

Adegn=0, X =&, Y 2 Re BB Toibédn (1) T VA
JoiE 4 bk, B (V) 8 (V) £ (42 LBEM) A
AT FLEFFRABE(LESLE, PerkiniLF I ( J. Chem. Soc.Perkin

1) ,1972,2372 ) :

15 5% 4
/R‘

N

EION2/EIOH G
w o+ e (X
R, RR O

20

g0, X=S. YREARBRRGFRTFHLEH (1), T
PdeFE 5 Pk, B@X ( VI) ép-—@M[a@BI)FLFXN R
COOEt 585k %, Zit LA AR B4 & EBAFLE(] Am: Chem.

25 Soc.) 1945, 67, 151014= X, ( VIII ) eh3ikst4 4 HCl A THF (&

& #) 1,088,507, £ E4LFH 1962, 56, 456) ¢

30
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ZES

== Qtéiw o n—+£§t§:>x
RyCOOE!
‘

(Vi)

KFP#hn=0. Y =S, XERIERNHBERF LMW (1 ), 7T ¥A
A RO PATE, Bito-sAM (IX ) (TR g8 ( IV )5 H,SKOH
BEHE, LEFLE, 1985, 107, 4175) 5—#X ( X ) 94
AT BB I = F R T RE R F Tk ( Bliedl TBAY) HATREE
R 2|1 F# 4 ( Chem. Ber.), 1964, 97, 2109]:

e
S
N
R, R,
H5S, KOH 1-BuOK
1) —— sHo+ ||
p, —FHRIER

R, R,R, O .
(%) (X

EFehn=0, XFfoYHENGLEH (1) Tldi %7 AT,
BEX (XV) 9B RITEDF X ( XVI) 8§ Re-Ro-FUK # T & 81
BT TR, MEESANHFTES A H' 4 5 B & [8) 448 3] [A A
&% % &(J. Org. Chem.), 1993, 58, 7092]:

ZET
HI
NI N/Ri
NHZOH i ct HERS i
m) _—— + 3 'H, — N‘R’
J L 7
R Neon )% T EA, TE » N”Ln,
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Edegn=l. X=N. Y=CH&s% (1), TildF & 8 FAE,
Wito - BEFER ( XI) (ETiw&®(DE5 HCOOCHs £ AL T
WA % [As A EwE ( Org Synth. Coll.) , 1963, 4, 536)

ik ( XI1) L35 EiadFsE (] Ind Chem. Soc.) ,1935,12,
289]: :

7 .

HCOOE!
an —————r

Edagn=l, X=Y=N&jiks¥ (1), T&FE9I FAHE, Ha
- (XID) (ETARRINE FRB/RTESRESLFRE (]
Med. Chem.) 1991, 34, 1715 #id4)&) o —f ( XIV ) B X,
MELBRMENR PR FRARFAFILMTFR (ALSFH/E( Chem. Ber
),1967, 100, 555]: |

FE9
,,R. ' -
N
':‘2
(1) P Q". I _MeOH -
Rs R, R, R N‘:‘z- ’
o X &

X(D) AEHTUBLEE LG AMIAALNEBEE, HURTEH
Rt &,

KX (D) bsheEMibh T ARTHESIHENTERINEL S
R, Blde, BLOKERRESKANEMN PHERTLERINES

&, AR R A A,

RTHAGR (1) Ha ey 3 AW LT RS + AER T

7
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FETHMG LR ENLH. B, ﬂﬁﬁi@ﬂ%%&%&$ﬁ%%
—H 5.

— R R, HHAFMNS ARG ARERAGX (1) TUR
TATHRA®E: kMmN, EREBHAHATH LHFHLATHA, K
A Al K, BEERPMN, BTFLAESARAPRE, AV EH
Bh, BHBE., ShFfert Bl AR, R A PR Ivg]. B ER. &
WAL CHEER (REHKA “Bi”) . #H72, X (1) itk
BRI TAEAHS MM EMRD, TMNATRESLF L4EH LA A
TR AR,

Et, AZRALERBTHAFTRHLTHRERSX (1) oW
KT 25 B o 3 3 A4,

AERERBT —HHdhaddh, AF2HX (1) bR itT
35 aG 3 B E R, VAR —# T3 B 69 Sk,

AEPERBTX (1) SR AETH AR EMNLH AR
BTk g5 bk ke 4 e 5 A,

A B e R LIRS T LRI A LA i % e &
RS RME. ETREFTAFTXSHHEMN. 4K, . BEAMN.
Hep M. BEH. HEMNKG B A,

ﬁ%%ﬂﬁRﬁMTm§W#ﬁﬂ%m%%ﬁiﬁ%ﬁﬁ&%%ﬂ
8940 et Bf —AE g A,

$K%MW%QA%£ﬁE$h%zW&M&k Emiﬁﬁm%
B, #lde, LAEBHNTUAROEFEHX, FWMALES R PG HEH
i I7 T i R 5E 25 A 6948 e

SHTFRAZPESY, GEANFRBERETHAGLSAEEY
KL, CENFNEBRRRIFASEHEREZZAGLETL,

AL RO EM B BT RS R BIETEZRLEY, Kithis
MEHXAFALEBETUALANEN TR HBX, RFL, HLH
BaviR., A, AF. EmE. HRIAA RS, Tl MR A
S 1% AR E MR S,

Blde, BEHTARERM, K. . MLA. BHEA TH. &

R TEAGHAERR, SATRAHN, PR EEE, SR

F,
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AEPEEH, FlirE S 0 RABEY, TUEAERGRTN,
Pl oM, R, Fifari. k. LEH, FFRIELER
BRE; MM, Sl ZORREH. BEsS. LAMHIHE; HAER
M, iS4, HMA, Eh RUHAREER. 2L 08ITHH
SBB G RE BATHAGESH, Mot R,

@%ﬁ%%?ﬂﬁﬁ%%\ﬁi\&H%*%ﬁ%ﬁﬁ.Wﬂ%ﬁ
B A RBAE ARBTG5 95 FAERR X FHHHmIHh b,
BB BN A F. BAREME, TR ETiE A B RS
MBEWA R, REPI ARG, H. HHH. LB EH. X
Aerfra 2, AMNTARBETEFRETRb 0T E2HIT760E, 45
ARABEEOR. BEMELTARTRNGREGHBX, HleBlR T LA
B4 A B sl B8 BB TR A,

HARKORAGHBEMA X TIAE L RE, BRXE
M, RATUREFATH, AREEANERIAATLOENE AT &
. REREKELMTALH FRARIN, W BiEM, 4ol 58,
HR, FRARLE. VIR, RLAAG¥. STAY% T, BEBEER
B SRR, SLILH, FlioiP B0, &AL A B S ha RN
ARG KESEKEBK, LaBLAS (Pliodid. S8BT
Hi) . HEABE (Flletibig) XG_8B, L8 Hd k34w
BAR, RN, Sl AR TR TESSE, 3058 LRLEH

R AR R &

AX PR eWETABTE O RBZAL., RBEEANEFH 5,
TANEAWEH SAHZ A A Y. T BT 185 R AT 8 44
B (Bl dm i 6 BB AR R T 2L 3k B i 48 B 69 b SRR A M ) &
KRR RER, BFRINREF TERBX, B E TS H W
B, RAAARECH AN, SFH 325 0s bmLhdE0GER.
HAN, BEHNIATHASGRMM, ZEBX B ALEHNEBXEAE,
Bldo LMK A — R EHEE, AERSMNEHX, Pl Tt
BUE S M BeyMmA, AR T AR KBS TiRM4 A6 BARB AR RS
W,

AERHEHELTURENFB LR ER OB, IAREF

CBTARA R EAT, TR P AL P o i 6B

9
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K, CNITHREE LS R LR HH &

REGEFHMN AR EWETF Aol 2 R854 & 510
ﬂ\%miﬁmﬁﬁﬁ%%%ﬁ%ﬁmom%%%ﬁ&%ﬁ%%Z—lo

AXANGHG S RSB RN ORFAPARBNERLE, £k
HIRIN S H S MAE BRI T R E B, FAAESE AR M
RACECHEART TR R ELEE, ARBELAKGEF T
TVAMER LE b Cdebh S, Bldon R KN R B2 §5%.

I LATR, LA 6 A MM FECR B A 4 L RAL Ot & ek
AAREMERRE, FEHNEF A4S 20 - 1000mg . 424 30
- 500mg, 45512 50. 100. 150, 200, 250. 300. 350. 400.
M&im%m.ﬁéﬁﬁm~k&m”&ﬁ§&,M#&kz\3ﬁ4
Ko 55T T0kg 69 BFA, BB MNEFEES 100 - 3000mg . HAH R, 4o
AEER, PLANETESA 2-20mg EWMHHE £ kA% AL Lk
B A%

K E YA Ath 3 B A K B R A B, TARLA TS e 4k
A. :
AEPERBET — 87 5B E L (4FFRA) ¥ Lk g
ﬁ%ﬁ%gﬁﬁ&@%ﬁﬁ%iﬁ%ﬁ%ﬁﬁ%%ﬁﬂ%%&mﬁﬁ&
FOHX (1) e HRETHER LS BN,

iiwwé%%ﬁﬁﬁﬁamﬁ%%%&mTﬁﬁﬁ%&mﬁﬁé
MR B R

# Kosterlitz Fi# [R B B % 540 %45 & & ( Brit. J. Pharmacol ) ,
1981, 73. 939 %4« FJsi W - 4.4, %98 Bie ik [°H)-[D-Ala’, D-Leu’] - Fak
Hﬂ[MME)%%%&EEXﬁME(LhM)f%%Miﬁ%%pR
wmAWJmm&Gmm%ﬁ#&(Dmmm)ﬁﬁTﬁﬁﬁm.um
R ’H)}-DAMGO 4 £ 2~} { BRI B ®F & & ( Eur J. Pharmacol.) |
1989, 166 , 213 ) Aox ®AK[H]-U69593 (&% 34 ( Excerpta
Medica ) , 1990, 211 ) 924K A 0.50M F #4704, 4Rk
@ﬁ%%ﬁ%%ﬁ%%ﬁé%%ﬁ(1%M)ﬁ£?%i.%%&&ﬁ
BRI 8 5 REF, CHEUTAX: f{x)= 100-X/ICs+X), £ & X 2
RATIC Y 35 Y138 BAR, P18 3] 69 1Cso J R AR 3B Cheng #= Prusoff # % X, [4
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ik 25 % ( Biochem. Pharmacol. ), 1973, 22, 3099)i#t E# 4%
# (%) . ' | ‘ :
AEALGHHd RN/ BRHMNAERERBRTEG AR HE
( MVD ) &R £ EME.

WHERE CD - 1 &, 4 &:%4E 37 C#E Mg ¢ Krebs 4 7
BY. MERULT ARG FFI oA g #H T8 F7F8M0E
50ms, H|MAEFSEeE 2ms, #MME SOHZ, F XKL A 60-70V, F 7
R 0.1HZ . sT84 406 by bty AR B e B2 W &%, AR 4% Tallarida #»
Murray ( 22+ ¥ F # ( Manual of Pharmacological Calculations ) ,
Springer Verlag, NY,1981 ) i#47 %M 1 J3 547 & ICso K K 6431 K.

AER TG BA A GAWAE 0.5-200nM B 27245 &
W FEH, SAFHANLCEB RS £Ke) 20 - 1500 45, Xk
EHEEMVD RIHMFRFTEEBAR G A MRBBRAEA. AFHS
M A (AitIEMS A naltrindole 33 ) ¢91Cso 4 1 - 500nM . 4
4o, 3] 7 6910448y Kis=1.59nM, Kip/Kid=2.18, Kix /Kis=2259,
JE MVD {36 &, it e) 1ICs5o=25nM, 4% 30nM 6§ NTI B3 47
(HZ-rm ¥ K453 104%) |

FBDREHREEMAC) (284 HFEEF 5423 ( Proc.Soc.
Exp. Biol. Med.) 1957,95,729]. J & ARAMZ ( MTF) (H2F 5%
By E, 1941,72,74 Y R A RHZEAK ( MTF - WW) [A 4
# ( Life Science ) , 1986, 39, 1795]i%% % i:M A % 9940 L% 4
Y ERTRS.

AT egE#aS 1 £24-7ERBTERALREX (1) Lathedl 4.
Ekp 1-19 EEARF AT, k45 - 19 ZHRIEEHES 1 - 3 PHF
FURHGERATE, GHALGEX ( 11 ) #SoiRlflesed X
(1) #hesmli ik X 13549,

LA 1

[8R-(4bS*, 8at, 8aP, 12bB)]-11-—Z £ A # X -710-—F 1.5 6,7, 8,
12, 12b-5< -4, 8- F A Ktk (3, 2-e]m8 12, 3-g]F"&nk-1,8a-
(OH)-—Bg $h ag 3 |

F09g ( 2.7mmol YE"Led s . 2.09g(8.1mmol )NN - =2
A- 2 - ¥R pit- 3 -RARTE®RESEE Sml kL&A
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0.64g(8. 1mmol) Z. B 4489 A ¥, HER MK E 60 C, REALAR
FoftAm 1.06g(16.2mmol)E#r. H A A RAH A2 D E, B&
B Tie. WA ERAWEAKT, A25%e NLOH A pHAE S, A
R L8 LEEER, AWEL NaSO, LT, RELHREMN. Beh A
Yeik &5 ok AL ( L8 LB/ T EAREK, 802005), BMETEHT,
AHCY B EaAY 2o pH. BB RS, ACHBTELAAK
23] 0.38g 4 iLa.
%345 2

[8R-(4bS*, 8, 8aP, 12bp)]-11-= LA A %-10-F K -7-2-AH &)
56,7, 8,12, 12b-7 &.-4, 8- .Il?.?")_'itﬁ.ff-"k"mff-[a 2-e]tes 2, 3-g] &
-1, 8a-(9H)-—BL i st &

¥ 1.0g ( 2.75mmol ) #ismE s, 2.15g(8.25mmol )N,N -

h- 2 -EADME- 3 - BARTHEE. 0.68g8. 25mmol)m§4ﬂa

1.06g(16.2mmol) &4 A= 15ml vk T84 523641 | oA AL, 5R A0 R B
i 63Ek MAL ( LB LES/F B A, 8020005 ), BAETEHY, A
HCY LB anAEsy pH . BE xS, ALHPELEAL #
%) 0.95g ARM LA, '
%3P 3

[8R-(4bS*, 8a, 8aP, 12bB)]-7- ﬂ:ﬁ{uﬁk 11-—EAEA-10-FX
5.6, 7, 8,12, 12b-7< £.-4, 8-3 ¥ 2k 5ok v 4 [3, 2-e]itos (2, 3+ %
oh-1,8a-(9H)-— 85 b 6 &

¥ 05g ( 1.33mmol ) i@ s #E. 1.04g (4mmol )N,N - LR
-2 -FA T HE- 3 - AR TEE. 033g@mmol) L EMA.
0.783g(12mmol V&4 F= 10ml vk T B 4 BB 53641 | F AR AL, H AR
Heik 6,58 ik AL ( 86 B8/ PR/ AAK, 802005 ), BATEHY,
A HCU B ¥ 5 %A Y 28 M pH EHRY, aFEBRTELN, F
5 0.15g #7444,
x4 4

[8R-(4bS*, 8at, 8ap, 12bP))-11-= Z AL HE K -10-F %-7-HK-5,6,7,
8. 12, 12b-7< &.-4, 8- F 2 ¥ 3k 3 [3, 2-e]wtwk3F (2, 3-g]St"2k-1,8a-
(OH)-— B3 sh &k 3

$# 0.57g(1.2mmol)# [8R- -(4bS*, 8a, 8aP, 12bP)]- 11-_.55L}£ﬁ%

12



10-9 A -7-(2-F )-S5, 6, 7, 8, 12, 12b-5% £-4, 8- W A F It =kmit[3,

2-e]wE-5f[2, 3-glfrdok-1,8a-(OH)-—MAMBE A 120ml &K LB,

A E iR % 30p.siFF PAIC (10%) L&A 2 JoEb, RRARALR, RER

FEMN., BAeWELETPE/LEG 1] RoME, RHCUZBKERAE
s mppH. RERE, ALBHTESSR, %3] 0.28g #7HMALS-H.
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