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Phencyclidine receptors in porcine coronary artery'

SHI Gang—Gang, XU Shao—Fen (Department of
Neurobiology, Shanghai  Medical  University,
Shanghat 200032, China)

ABSTRACT By using radicoligand assay, there was
a phencyclidine (Phe) binding site in porcine coronary
artery. This binding was specific. reversible
saturable, and stereosclective. The Scatchard analy-
sis showed that the binding site was a single class,
with dissociation constant (KX;) and maximum binding
(B.,) of 277 69 nmol» L™ and 082+ 0.15
pmol / mg protein, respectively, The displacement
experiments revealed that the [PH]Phe binding was
displaced by nonradicactive Phe, TCP (Phe receptor
agonists), and dextrophan (its antagonist),

d—INN. a ligand of sigma receptor, had a weaker
activity of displacement. These showed a dose—de-
pendent manner. Both ctorphine, an agonist of
opioid receptor, and N-methyl-D—aspartic acid
{NMDA), an excitatory amino acid, failed to dis-
place the binding, These resulis suggest that the Phe
receptors exist in the porcine coronary artery,
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MATERIALS AND METHODS

[’H]Phencyclidine (0.91 TBq+ mmol™). ¥ 5} 8
BE >95%, LEEMACERSAGFHTFERM
Phe,, etorphine f1 + ¥ & £ X % 25 % Bz & AL
N—{12—thienyt cyclohexyl)—3.4—piperidine (TCP)
EHE%R ¥ EEMN; N-allylnormetazocine (INN) i
% E NIDA f Dr Richard L HANKS # .
dextrophan, 3 E Prof Avram GOLDSTEIN M,
N—methyl-D—aspartic acid (NMDA), 2%{E Du Pont
£ A .

FENEERHNE G LR ERKIIT)
XHF-] R B8 ch Lo e 0S8N .

ERBAREAMSE Tris5 mmol+ L™ 4
HB(pH 7.4, 4T )b 5SS TR B Bk BB SE 6.5 cm.
EXE N TEFEE S om, EHMEEES A
ME RN, PeAMLP. WHEE EHBMOKBATES
min. 85 7E B 2 88 L #95E 10 000 rpm | min. 5]
FAML30000x g RE 3K BMERREEASTR

AREANMBDSHRE Scatchard® S 47 H
['HPhe FEAR S0 0k TR BT LR, BB 4h B 2%
£ TBYH k4% 544 4 H(NSB), TB %1 AH|Phe,
SR EE, NSB 4 EHim A 100 gmol L™ ¥ t71i0
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Phe. BN EFREY 0S5 ml BrREREPH#ET KW
BIEACH Lh. Al GF/ C BB efsis g ik /7 ¥
W HEKRBrHBRE RS 3 . kS ml
GF/C BB R W R A S 0.01% polyethyleni—
mine SHEA 2he BIWEAIER G G RE. BEREAL
FAEBT, TEMEREI T IULKD 2 847 EiH
RIELRER. SREOFCHPhe BT

EHS%®HEMG 005 0.15. 025 035 045,
0.6 mg 5H]Phe 20 nmo}» L™ #4575 ¥,

FH 025 mg MR EN SCHPhe 3. 6, 19,
38, 51, 76, 126, 152 mmol- L™ #4T K iv.

PHIPhe 3R SMHMHESE FH025 mgs
¥ E 3 WCHPhe 20 nmol- L7 #F B A K&, A
001 01 05 L 5 10, 100 ymols L' iy Phe,
TCP. dextrophan, d—. /—INN etorphinc 1 NMDA
BRAXAES THSHHAME % KBS
Hi5ik S0%E BT (1C,).

RESULTS

SEBAMMSHT A [HPhe 20
nmol- L™ S5 @ R R K B A EERLE
& LI 0AmgWHEN, ZAREQRE
Winmiin, 505 mg HEMMRE. 7
025 mg EXAHE LK SB/NSB
(2.2 : 1), ¥FEA X Scatchard 43§ BB LR
REI R A 0.25 mg 5 EH.

Scatchard 487 435 454 Ri['H[Phe &
BEW T80, Rik 150 nmole L', 24
Mk 3(n=3) (Fig 1). HMHPH[Phe 547K
AWM. B8 Scatchard 447, ['HlPhe
MR BAOMHREARE M8 HHEML
HMEHE REBAFEEIMBRXESH
(B )r M 277+ 69 nmols L™ (n=3)
0.82+ 0,15 pmol / mg protein (n=3).

PHIPhe SEHEASHERENH LA
Bl AT B[ HPhe B4F REE S MR
EEH, [l Phe i Phe. TCP. dextrophan
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Fig L. Saturstion of the specific binding of [*HJPhe to
porcine coronary artery. (Inset) Scatchard amalysis.

$aR, W sigma 3 {RELE INN 855, Hbg
REE BB 1 SR T 22060k, ZE e BffE R
5. NMDA 1 etorphine JL X B fE Al
(Tab 1),

Tab 1. Potencies of unlabeled ligands in inhibition of
’HIPhencyclidine binding.

ICy, ~ Relative

Drugs pmol= L™ potency
Phencyclidine 3 0.341 0.20 1.00
TCP 3 0,56+ 0.43 0.61
Dextrorphan 3 4.03+ 1.05 0.08
d—INN 3 578+ 2,71 0.06
I-INH 3 15,99+ 554 0.02
Etorphine 3 > 100 -
NMDA 3 > 100 -
DISCUSSION

B PPHPhe SER DK STEBELH
FHERFMAE. —RAZEEETRBAL
REHX—-FHHREFRM, a3, INN#
BAERRHTEE S kT —#. dilk
IENZES SRR ZHS SN DERtE.
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I, wNHERSI RS . RaREdEREh
bk b 7F7ERY Phe 454 i 539 Phe 24k,

H BTtA % Phe 1 sigma Z KRB R —32
., BAFHCNERESAMY. BALE
th 23 Phe 5% {K%F 5 BB sigma 3% (4 B
WA AR Phe M55 4. #&75 Phe # sigma
ZEFRARIES. ZSHERCLMEH
BB INN FRESEM AKX FERE. X
—F N Phe BT REGREH. HnELE
nARETER.

HIREIN D NMDA 25 Phe Z{k%
%, 7E NMDA Z#4 8 4WHeE FiEH
£ Phe RJa25sM45 &1, Phe &t NMDA %
e TS ET A Xf 5 NMDA %
HESYRENY Phe, 2k EEBRXAEY
3% Phe, 24UV AL me s NMDA A gEH Y
Phe 554, WARTERE SRS LAY Phe 24k
T]BE A2 Phe, ik

Phe # BURRASE BN, @40 KRS
Ca”' it in. #7% Phe nl ge i AT R A
WEER. FACHHERED T2 4R
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