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Fig 1. Scatchard analysis of [3HJetorphine binding
to golden hamster brain in the absence (@) or
presence ( 0) of morphine 30 nmol/L and DADLE
100 nmol/L,

(E1, £1).
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Tab 1. Binding characteristics of [3HJetorphine in homogenates of golden hamster brain, X+-SD
specific binding K B
at 0.5 nmol/L a max
(cpm) (nmol/L) (pmol/g protein)
[3HJetorphine 2038+254(6) 0.58+0,16(6) 651+ 14(6)
[NSB 278+ 25(6)]
[3H]Jetorphine + e te as
DADLE 5 umol/L loss of specific binding
[3HJetorphine -+
morphine 30 nmol/L + 1331:+23(5) 0.520.17(5) 34+7(5)

DADLE 100 nmol/L  LNSB 27115(5)]

The values were calculated from Scatchard plots,
NSB. non-specific binding,

The number of experiments is given in parentheses,



Tab 2. Aftinity of various opiates and opioid
peptides for [3HJetorphine binding sites measured
in the presence of 20 nmol/L morphine and 100
nmol/L DADLE on membranes from golden hamster
brain, n=3, xX+SD

Substances 1C;,(nmol/L) Ki(nmol/L)
Bremazocine 0.744:0.05 0,42+0.,03
Ethylketocyclazocine 16.5+0.7 9.44+0.4
Ketocyclazocine 60.712.5 35.0%+1.5
Mr 2266 11.,540.7 6.5+£0.5
Etorphine 1.5+0.4 0.88+0.24
Diprenorphine 0.31+0.06 0.1840.04
Naltrexone 8,240.5 4,7+0,3
Naloxone 2746 16+4
U-50488 H 5.640.3 3.204£0,14
Dynorphin A (1-13) 220+80 12744
Morphine 20346 134423
Ohmefentanyl 2.,30+0.14 1.3240.08
DALDE 260041000 900+ 300
DSTLE 1740041800 94004900
K; values were obtained from the equation

1= —1—+§—%)°——/Kd where K, is the dissociation con-

stant and (L) the concentration of[3H letorphine,
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Binding characteristics of [3H]letorphine with kappa receptors in

golden hamster brain

WU Shi-Wei!, JIN Wen-Qiao?, CHI Zhi-Qiang

(Shanghai Institute of Materia Medica, Chinese Academy of Sclences, Shanghal 200031)

ABSTRACT In previous work, we have
reported that the predominent kappa opioid
receptor subtype existed in the golden
hamster brain, Some more properties of
[®Hletorphine binding to kappa sites in the
hamster brain have been examined in this
paper. After blockade of mu and delta sites
by unlabelled 30 nmol/L morphine and 100
nmol /L (D-Ala*?, D-Leu®) enkephalin (DA-
DLE), [*HJetorphine was still able to bind
to residual sites with high affinity (K, =
0.524+0.17 nmol/L, B,,,=34+7 pmol/g
protein). The specific binding was com-
pletely abolished by 5 pmol/L DADLE,
suggesting that [ *HJetorphine didn’t bind to
DADLE insensitive sites which correspond
to the kappa, sites. Competition binding
studies indicated that benzomorphan and

oripavine drugs showed high affinity to the
kappa sites whereas dynorphin A (1-13) did
not. Morphine displayed a lower affinity
and DADLE had a K; value of 940 nmol/L.
On the other hand, delta ligand, (D-
Ser®, L-Leu®) enkephalyl-Thr® weakly com-
peted for the binding sites. These results
suggest that the kappa sites which interacted
with [*HJetorphine differ from the classical
kappa sites, and the former sites may be
the representatives of kappa, sites.

KEY WORDS Mesocricetus; brain; kappa
opioid receptors; radioligand assay;,
[®HJetorphine
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