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& 1. _,Elution pattern of pig brain extract
through Sephadex LH-20 column (2x20 cm).
Aliquots of 4 m] were collected in each tube,
Arrows indicate fraction in which successive
eluting mixtures first emerge. Cerebroside was
determined by phenol-sulfuric acid method at
425 nm, CS was determined by azure I method
at 645 nm, (C=CHCL,; M=MeOH)
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7 2, Thin-layer chromatograms of CS on
silica gel plate, Solvent systems=CHCL;:
MeOH:25% NH,OH (65:25:5), CS spots were
visualized with iodine vapor,

A) Standard CS; B) Preparation CS

BHEahnRY, BERERRIE: S0:H
F(50:10:5) H1, # 2B6°CELHBEIELZIERN,
R EBIRE R, BERGHEHEREN, &
B CS S5#ruEng CS £ 2 MBEA, RefE s
S8 0.28 1 0.24 (& 2). {HHIER CS ,
Re 5 0.24 4 SREM. BWKRE > CS
REEMCS 5ERER CSHEESY, Bt
BoRE Ry BRBHEOHEN L. TW A3y
Bt CS B¥E#R CS HALH, Bl &A14
%H CS, R4AEFREERBEERCS,
Z. CHIgEEMSH#&E CS &t
IR CS Mind: CS e R4 IEHNLL
5%, IR ERAET, 5&H CS 5N
CS #4354 B2 2200 dpm/iig CS 70 2260
dpm/pg CS, W% &EHEAMER.,
MEERS CS WE SR WIBTNK, HJHE
M JER NS 2.6 x107" M ik Bltam, M
45 & 2 (B 8), F BB A Scatchard
AR EH Ka=8.8x10"8 M (20C),
XEZEERENEERCS 5 [°H]levor-

5 —
g . ./ . Eo.s
~
‘?g 3 ./ §0.4
'g.z / 20,2
Q
4 1f 2 4 6
- . bouna (1078 )
1 2 3 4

Naloxone free in n-heptane(10~7 M)
Bl 3. Bindiog curve .and Scatchard plot of
naloxone to CS in n-heptane,

phanol Z&MYEEEH Ka=9.1x10"* M I}
BT, 1R Scatchard (R, ZEXHERIE
THEPES CS 4B 8571 Bmx =12 01M /g
CS.

WER 10 mM g Na* 3¢ CHI % B 5
CS £&mEMAR, HEESS Na* &3t
57810 295891516 dpm F1 805241419 dpm,
{H7E 100 mM RXRES S Na* 3o 5
3 29689+ 516 dpm 1 36960 +1116 dpm, .
K BEMINME S, X5 Na* 3 nk 5 85
52N AR50,

=. REIXICHIDHM 5 CS &4 &30
BER TWNHXRE IEHESTESHIRNE
CS, M2RBEIX[FHIDHM 5 CS 4 &
RESTFHERESENMEIER RITHEHGR
BEeWESFERRERKEME, £ *HIDHM
FIKARIRE D 1x107"M, RE I 8/KHERE
A Bx107° M B, ML AX 58%. RiE I A
BHEEHRER BRESTEWNhEERSE
sy, WEER CS WMo FhBABEF(SONHE
SRS, WX *HI1DHM 5 4 5%
EEMEIER. Law FOHMRIVRIEEACR
MNH_HERE, MHETFHADRER)4.4
mg/kg, HAGHMEHRIRE, £R%E2b K
FEGHE ADgs 30 /NI ADs, 12 % 2%
TATR LI 45 T 5 R A X HE A 42/ 1 F
B, WHATRASHPK CS AR RER
fERhREEEENAE,

M, -FEFXBETILEDICS B
FRUHNSABWETEZHHXR -FEIFLRRE
7ML EWMUIRIFKEB. Levorphano! #i
WHEXS L HI BB 5 CS 44 R a1 Raydm &l
fEf. B4 XRATEMNMFHICHIAKEES CS
HERIIMBHIRE Z M FRFVEERER.

-RIEFRBERT MLEHUKFRER
CS w3 1Cs, 5 HUMREED UNRIP,
PARE) O Z AR GR1), B
RHAEER BRI A S CS Zef b 3,
BUREM BN S WS CS W3 I g 5.



o«
(=]
T

601

Inhibition %
£
[=]

20¢

100 108 1077 106 105 4074
Concentration (M)

B 4. Dose-response curves depicting inhi-
bition of [*H] naloxone binding for seven 3-
methyl fentanyl compounds,
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# 1. Comparison of analgesic activity
(EDg,) and CS affinity (IC;,)of seven 8—methyl

fentanyl compounds
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& 5. Correlation between analgesic potencies
in mice and CS affinity for 3- methyl fentanyl
derivatives,
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INTERACTION OF SEVEN 3-METHYL FENTANYL COMPOUNDS

WITH CEREBROSIDE SULFATE

ZHOU De-he, L1 Zhi-yi, NI Chong-hu, CHI Zhi-qiang
(Shanghai Institute of Materia Medica, Chinese Academy of Sciences, Shanghai 200031)

ABSTRACT Cerebroside sulfate (CS) was
isolated and identified from pig brain. It
was bound to [®HJnaloxone with high af-
finity. The dissociation constant was 8.5 X
1078 M (20°C). Displacement potencies of
[®H] naloxone binding to CS by 8-methyl
fentanyl compounds, synthesized in our
Institute, correlated significantly with
their analgesic potencies. The CS may be

an important component of receptor of 8-
methyl fentanyl compounds. The results
supported the hypothesis that CS may be a
component of the opiate receptor.

KEY WORDS cerebroside sulfate; opiate
receptor; [*HJ] naloxone; 8-methyl fen-
tanyl compounds; azure 1



