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The methanol (MeOH) extracts from 36 crude drugs or medicinal plants were investi-
gated for their effects on [*H]spiperone-binding to membrane preparation from rat brain.

The MeOH extracts of Amsonia elliptica or Corydalis Tubur or Evodia Fructus
showed a strong inhibitory effect of [*H]spiperone-binding to D-2 receptors of membrane
fraction from rat brain. The activity of MeOH extracts of these drugs transferred to the
alkaloid fraction, while main alkaloids of each medicinal plant or crude drug, for example,
B-yohimbine, corydaline, evodiamine, synephrine, could not show high activity, respec-
tively. Thus, these results suggest that inhibition by these medicinal plants may be due
to another components in the alkaloid fraction.
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1R) IEFD 61 4E, hEEEATENYREREATETIRE B RE4E X DO, Anthocepharus chinensis
VELIEFN 60 4E S 7 o = o —F =7 X DA, Coleus forskohlii 1%, BEEN 59 451 v F Hoechst Pharmaceuticals
Ltd. » Dr. N. J. de Souza X h /v, = OfixHEEESEHTSG (B 61 FIEA) KON BRFEFH
B REC CRE LI Th B, &Y, EEEB A 2 7 — 4 (MeOH) fifi 47\, BEREERT » £ 1
LT,

I [sH]Spiperone ([phenyl-4-*Hlspiperone, 16.2 Ci/mmol Radiochemical Center Amersham), spipe-
rone (Janssen Pharmaceuticals, Beerse, Belgium), d-butaclamol (d-butaclamol HCIl, Mckenna & Harrison
Limited), =D o IITT X ChBfRa A L.

(RS ——WRR v F - a VI TV R Packard TRI-CARBO Liquid Scintillation Spectrometer
model 3320. %05 ; Kubota KR-200008S.
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[®H]Spiperone Binding Assay A% Bt~ 7 AEE % 50 mm Tris-HCI buffer (pH 7.1, 0.1% 7 # =
A EVEREE) 0.7ml g vt 7B 0.4—0.5mg/tube i hH X5 Wb X2 %%, [*Hlspiperone (X
1 nM Kp=0.104--0.004 nm) 0.1 ml, /3= % A (FHKEE 0.2 mg/ml) 0.1 ml % jnz, 37°C T 15 7)fH incubate
L. chastEai s L. —7F, JEkSHE spiperone (eSS 1.0 pm) % %\ 1%, d-butaclamol U EE 1.0
aM) 0.1 ml FHE F O & RAIHERINEAR L L, 2faR»bELIC L L), BRNEAELHT L.
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MeOH extract
l 29 H,S0,, CH:Cl,
aq. layer CH.Cl; layer (F-1)

l pH adjusted to 10
|
‘ CH:Cl,
L ' ]
aq. layer CH.Cl; layer (F-2)

L n-BuOH saturated with H.O

1 |
aq. layer (F-4) n-BuOH layer (F-3)

Fig. 1. Fractionation Procedure of MeOH Extract of Active Crude Drug
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daline, dehydrocorydaline, H.4£#i—evodiamine,
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TaBLg 1. Inhibitory Effect of Crude Drugs and
Medicinal Plants on [*H]Spiperone Binding

Above 70%

Amsonia elliptica T 92,6
Corydalis Tuber EAE 76.9

Evodia Fructus HZEE 73.8

Above 50%

Ipecacuanhae Radix H B 60.6
Above 30%
Magnoliae Cortex JEL &b 48.0
Rhei Rhizoma KO 41.8
Coptis Rhizoma o 39.7
Arecae Semen BT 39.1
Sinomeni Caulis et Rhizoma B = 38.7
Anthocephalus chinensis (leaf) 35.1
Cinchonae Cortex I 32.5
Phellodendri Cortex oM 30.5

0—30%

Aconiti Radix, Alangium chinensis (root), A.
Dlataenaefolium (root), Anthocephalus chinensis
(bark), Arisaematis Rhizoma, Aristorochiae
Fructus, Aristorochiae Radix, Armeniacae
Semen, Aurantii Fructus Immaturus, Aurantii
Nobilis Pericarpium, Coleus forskohlii (root),
Columbae Radix, Curculiginis Rhizoma,
Ephedrae Herba, Fritillariae Tuber, Gambir,
Ginseng Radix, Nupharis Rhizoma, Picrorhizae
Rhizoma, Scopoliae Rhizoma, Uncariae Ramu-
lus er Uncus, Zanthoxyli Pericarpium, Zingi-
beris Rhizoma, Ziziphus Semen

TasLE II. Inhibitory Effect of Each Fractions of Active Crude Drugs on
[*HISpiperone Binding

MeOH ext, F-1 F-2 F-3 F-4
(%) (%) (%) (%) (%)
Evodia Fructus 73.8 — 87.8 0 0
Corydalis Tuber 76.9 57.1 91.6 12.7 0
Ipecacuanhae Radix 60.6 60.7 83.3 8.4 14.0
Phellodendri Cortex 30.5 60.0 78.3 6.8 2.1

F-1 to 4 corresponds to those in Fig. 1.

TaBLE III.  Inhibitory Effect of Main Alkaloids of Active Crude Drugs on
{*H]Spiperone Binding

Alkaloids Inhibition (%) j Alkaloids Inhibition (%)
Chlorpromazine 68.1 (107%m) ’ Emetine 38.2
Chlorpromazine 94.5 (1077 M) B-Yohimbine 34.3
Corydaline 21.4 ‘ Dehydrocorydaline 9.5
Berberine 7.7 Evodiamine 0
Synephrine 0 l

10—4 M final conc.
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