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8 1,4~ ZREZIR[222]FHK -2- £8 8 (#E T Helv. Chimica
Acta (1962) Vol XLV Fasc. VII No. 273 2383) , R G486 &4
HEFRMFOBRERMRN (1IV) 8 1,4- R L& Z3R[222] Fkx-2-
T B (4% F Khim Farm. Zh. (1989)23 30 - 35 # Khim. Geterosikl.
Soedin. (1980)10 1404-1407) , RGBT Uit BiiLy ik, #4oth
By R BR EAL, AR Z A GBI 0 4o T RALH T REBADGE
WA 7 &, BAAFOX (V) BRAK (V) X FERITEH AT
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£, AP R, X, X, X, TLH L,

W fe 23 - ZERBMLEATE., LHdEX (V) HEFTEHFAE
WA TR, 46 TH ] Med. Chem. (1993)36 4121-4123, %4 &%
EP - 0234872, WO - 9305038 #= ES - 2019042 At 3 ik, R #H@id
#l 4% ] DE - 3001328 & DE - 36433103 AT 383K &) 48 5 85 2L 4]
pe

THRZAAGFWLA T ALAG I OHEF k. AT E
2. IR A NMR #iE % T A3 mea &4,

5 36451
8- AKX -T7-R-23-_&4-14-FKHf_BF-5-#8Key (1 4-=
RAR[222]F -2 A) 7 HAEs

1.1,4- Z8%& =3%[222] ¥l -2- L8 T B

RAEBEAFT RN 169 EF (116 EER) 23 - —ERBELEL
250 EFFFEFMER. 104 (16 EER) %E. 49Z7 (348 £
R) ZTEAEISOEAFTEPGER, R4k E 80C, MMILH
— . BReMAH, TESE R ZLEMEREE, B LR T B KK,
BIEARMEERFPHEN, REEATARBHR A, 128 691 L4
Y, ABERERTTaGT K.
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©) A =BT A 043 L(3.02 EE R 1,4- = REH[2.2.2]
FR-2-FEBAE20THAWEAH PHETR, AALRFLERET,
5 RN 121 2 (3.02EBR) H2SMETARAT K P&,
4k B 1 DB,
MG iR M BRI RAFAMEFOET R425%, FRTH
S 1 e 10 4.
BETARER, BELHELETLRLERKY, 5BHAR
10 A8, RMAKmEkLk, TREAL BEAMEELALBRE Y, ALEP
Tédh, 7 EMFR03ISAGERK. BE: 217C.
TREETRAELBILAILASY G PSR IL T,

E 4
0
X, o/\[N
S
Xl

No. OR, X, X, X, & F(TC)
1 | - OCH, H H Cl - 121 - 124
2 | - OCH, H - NH, Cl - 168 - 171
3 - O(CH,), - H Cl |HCI(2: 1)| 247 - 250
4 - O(CH,),0 - - NH, Cl - 217
5 - O(CH,);0 - - NH, Cl  |HCI(2: 1) 191 - 198
B CHEY —F, - AFBRBANSY, @ 2HC A%
15 —#hegdh,

SAZRGNSHBITT R, NESHEAFTHRERHRNE
L.
B a8 id F 47 sk ARITECAR[PH] - (S) - zacopride #9454, ik
THALGHE 5- REKBETKRSHT, M E4 7.
20 SRR E S - HT, & 4847 7 4k shiX %, 3K L3 % Barnes
N.M.Z 3 F| ¥ 4£ J.Pharm. Pharmacol. ( 1988) 40 548 - 551 ##:k 495
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AT, R E 200 250 a9 Mt Sprague-Dawley X & ( OFA, Iffa
Credo, 25, FE ILMmFL, ML K. RE3 T L E, #48) Polytron™
AP (720 #42 E ) /£ 20 4KAREY) Tris & F & (25mM, 22°C B pH=
7.4) 4K, QREHESL T SS34 #F 4 Sorvall™ & M 4,5000¢
B, WEMAE 10RRY Tris B R PEHBREFE, BHETEI7
CRF 10 54,

BFEA Tris B A MZELZ 204K, RAEMRAEHTECLE.
WEME S AR Tris BH R T EHREFR TRSEAGEFS,
AE-80°C T ok k3 4,

ERAEEHEGEA, FANAEACHE, KERAREEFR Tris-
NaCl ( Tris 25mM, NaCl 150mM, 22°CF pH=7.4) ## 1.2 4%.

JEEF&(100 9T, | £4A£%F 4% )E 0.50M [*H] - (S) - Zacopride

(&M A 75 - 85 Ci/mmol, Amersham, Little Chalfont, ®H ) Tx&
HARAR 500 MAT 89 Tris - NaCHl A AR R A EEMNLESHEHT ) T 6
BikEL, 25CTFiRE 25 24,

B 0.1%% LM 244 R e Whatman GF/B 4, +
WLRE. B—REER4EH, Tris- NaCl B m A, KEM 45
Z FF Tris - NaCl £ 4 & 3%k 3 &,

SREESAWE, REEFPATHR (120C, S44. BREIKEY
A AR R AR AR B (scintigraphie  liquide) # 47 £ €. £ 10um
61 MDL 72222 ( T3 Red L F P Rhif T eilieik) AT E T EHF
PhIE A4,

st TR ALS W B — R B, AE T A5 F0iE4PH] - (S)
- Zacopride #9374 8 404, KEME T IC, R A, BFipH] 50% &% 4%
T AL SR E, KA P ESHE IC, 184 0.1-0.5um 2
/4] .

RARTALPIESHSTHALIKET S-HT, 2R E£4H, £
HF R 7 i ¥ Grossman A £ Bl F & Br. J. Pharmacol. (1993) 109 618 - 624
PO R 8 kAT

# 300 - 400 & &9 A ( Hartley, Charles River, & H ) L& %,
BOE R R, T S8CRAK, T 80CA4KEE,

T34 8, HEga+4C. 33 HF24) HEPES - NaOH ( 50mM, pH
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=7.4,20C ) ¥4, 1580 Polytron™ #2444, ¥4 % £ 48000g F
HU 10 44, MERLE, BHAREFR, BRAEFHTHEES, ¥BRYE
WL ¥ B 42 HEPES - NaOH & 4 R FHI AR A &k, HLR2AHZH 30
Z AR, £R% 1 E HEPES - NaOH ( 50mM, pH=7.4) & &% F
A A[PHIGR 113808 ( &3] Ay L F L g Bk, HEMA 80~
85Ci/mmol) , AEXRRAEFHAMNLS WG EMHT, TOCET 100 #
e AR, BEFAR 0.1%% LM L 4 i3 4 Whatman
GF/BEHKILRE, P2 F, 0OCTA 4ml L4 @kcAH—%F, BK
i, AR ERE R A A,

E30uM S - e AL T M EEFFHERE, FRrERESER
AR B 6 & A 90% .

s FAAF LA W A — R B, @ F T T [PH]GR 113808 4 %
B a8, REH TR Y IC, 1, B LapH| 50% 4%
3 0 R

AR PAHe IC,, 484 0.015 - SuM.

# $b, # B Baxter & 3t Bl £ /£ Naunyn Schmied. Arch. Pharmacol.
(1991)343 439 P Rk o5k, ME T RKAPISH st KA £E 5- HT,
TR IR LR,

A A E 300- 450 . # Sprague - Dawley At X 8. £ £ K33
iR AR 1S BRH A, ZHNAE, REOITFAENAHLE,
BEET—3EA, Z2ERET Al HPERA-AH
RAREGH (05% 0O,K 5% CO,) LA 32C  Krebs-Henseleit &
%, ¥ 5 K &% S (tension basale)0.5 % 69 % 53 4 & ( transducteur
isometrique ) ABi%4E. @ik AN 0.5M EBLIZ AR FFALKE. F14%
EMBAE (1504), REHFEZHEDWEETFALAZERE (1lum) W
st KAk (relaxation maximale) #AT R E. HEFIZHEE, 20 4547
Z )5, BRMAO0Sum HEBEIER, WEH SO RETHARLILEDY,
EEKAEMNO0Ium £ lum #32,

BeiF AL A T BA S- HT, A 45 4.

ST RFFRRGSY, BHEWRETEZER (LREM
0.InM 2F F R KM, ), BHAESMALEH THERE
BB iitmE, 5XGEZNGHAR G RBE ERTT, e RZA
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S FEREEE L WHAE, NESMTSWHEIAN LA S-HT, &
A 4% £E.

% J5, #: B Grossman & £ F ¥4 Br.J. Pharmacol. (1989)97 451
R ey ik, AR T KA ABER S BHEEG- RS-
HT, ¢ o9 F 77 2R,

FETLWT 5~ HT, #= 5- HT, %4 (0.1uM Methysergide) &4 5
- HT, & AR RH B (10uM 5 - ¥ &K tryptamine) &, #id 4)# 5 - HT,
W, RERERE, FEREIAGLH TR SKE. KEEMFK
AL (isometrie ) %K.

B MEAa FTAAEKRRE - KEMRR CREZLEN, £ X
RIBEGRBE, YL TGP ELEKRETHRERANBERETT
¥, WEUERAEZL InM £ 0.1uM, RF 30 54

SHAZ RS EMFRBELERANA, ENAS-HT, /R 5-
HT, £ LR &R HRABRAK, ©MNES-HT, RS A RERN, F/
HAZ 5-HT, #9317,

A ik b o dh =T Al T F f2/ s 5 5- HT, #/& 5 - HT, A8 X 4
hm, XLERINEFLEPHRAZE5MME REE5EHEALAEE, 4
B F R bR RGA K.

ETFHNEZEA%, TRRRBALLOIENZHARER, #Hloik
o 5F. psychose. B ER, WA ER BEE. AEROEH il
AR E G, SR E (EFHERE, v Alzheimer E R 5 F AL
FX), BETERB MEAKE. HAROLUEMNRBIIE, FA5R
A, REEBBE. BAEALRAIEREERARFRRLES.
AREAe BB E LIEP w7 BAE B R (HHFRIT, THEHFTEF) ., &
T 24 I8 A R R T R R AR AR RBE S R EE, REE, F
THAE. BEA. BOF,

ETHB A%, LARPFTIALLOIERBZE T IR, §
e i B PRI AW ARREZEE, LARAFWEHRR
. HBH., RHBK, KA. SmpMisid, HAESRARE. BB,
Bl EEALREBESIEFHNBIE.

ETohE dé, AERPEFILLOCHESCHERFTAERNEHE
ER SRR
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ETuRER, RERPEFILLLERETEN G LE, BLR
HAXER, #liorfE. BEEXTTH.

AEPHNESY TEERN THEL S R EMEL D GETHL Y
HA, Fliehfl, ERA. SHEAN, KEAN. B c3HEeT
KAXTEASAEFRIBR, N5 ERABRYAIMELS, F5 B4R
T4 H 425 0.005 - 20mg/kg.
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