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1. 2-[ (5-8-2-FEAXL) BA)-1H-k2 4 A T /EAH K
KRBEANBHTHER.



02812968. 7 iﬁ', HA :F'; /60

AT R RKEL TS A E-RRGRE

£ 9 4R %,

AEXRF R —FHC ooy HagLm.

AMEXE

R E-BRAGERE R Q. Hlde, US-A-4315003 27T F
Xy 2-[ (2-FAREER) % K]-1H-%%

OCH;

A X ZHIEFE, RENEKN, Kok SHEREFER
hypermia ¥ # % 57 B J . Ohnishi et al,Arzneim. Forsch/Drug
Research 31(ii):1425-1429,A 7 7 X # — #6441, B, 2-[(5-8-2 F
EAXA)BE]-1H kv, CHPBREA—FFEARGELRE o #)
MM XBAAWEZY, H Ohnishiet al LT EAN KL ELRRBA R LA
KRR

2-[(5-8-2 PAEXEA)BA]-1H A2 HERAAR—FF B
HmERG a1l FERERSEREHHN(EHK o« BFHH T &R Tocris
catalogue 2001 of Tocris Cookson Ltd., Bristol, UK, Table 1, page 20 ).
EZBET, b hafFA -G arsd (243 1), BAEH—F5
% L ATM Tocris MiF. £ TFHADHAFHGLEIETLAR G
R REFHHOHER.

al HHHMNEFINRFFIMRGF BB W FFNEKRME, 4o,
EREFPRTREEP. ol ZEBFLSHA 4ARE, EMNR alA.
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a 1L (TR —FHA £ Z24k). a1BFalD. EA—ABHHP, REH
BETARA—FHNGal SABERGEY. Zold, 2R LRE
ety ol BRGBRLH T A —F 2 F 6 FH R,

N TEREBREEGGREST, TZAXGHY, CNEMT
B REMAGEREARER, AN hFREEXAMEAER. £H
HEFARE, TZABATER, —HUEWEENELETTRE
# (LUT) 5 a1A (FX 1L) $AhGGERELE S a1B £4& (F £
FTAGLET) ik, EAFUGEDINCASERN (FHZ
EN), BT alB SHROHE, FREFTERBAEmFRAFZEA
8 R 6938 .

BALBRXBGHELR, EREFEAALELGHEIANE—
HUGHRAERAKLGFHRALUT FHEMBEREA T, EHAHLE
AR, REARENR. NCHFIARERSR B ZF LG4
TR KK, 2-[ (5-R-2 FPAEAXLE) /K] -1H%45A LUT
WEGETARE L —FRA LA 6 o EF 48 XK,

A XA o

AW, RELXR 2-[ (5-8-2 PAEAXL) 1B&] -1H-s%k =%
BAAMERGHBERETN, BACEENMA LUT ERBFEGRERK
6, FIRAEEMAGDKRLEGEREFGEFTRERK. IBRIERKE
BREV SN ALEARREIBGR AR, ZEBH, REL
AW, BARFLERER o RBERGFES R EL R
REHEF T RAEF B,

&)Lk R

AT —FHFEBR-BRO%RLTATALA T, BrreRLAETE

MER., EELRFRoMNBERTUARA LT AT, Lk,
EFYVEREREATETPTR LR ES. ERKLEEZ 2-[(5-8-2 FAL
¥ E) BR]-IHHREFERGE Y 50%.

AEXRATEAARLEDEALBHFFXG—ARSME. B

Pk, ZHEMR 2-[(5-R-2-F AL XL 1B &) -1H-k 4 ( X=CI).
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WREALRA, ANGEAHREEXZRBEEST, Fli, REHK
Brab. AXBH, BERLED TURNEREMESEGHR (5F
M HBENREEK—R), Fldo, AAMNIKE, XEHFEHFZH
B, BERELEGYTABLEMEENERLY, vlrRdAGLE
(A, THAPEAGAIARKREE), BARBLI o REH.

ELSTuolmasBHatER RN, &, B, kbR ER.
THRKAEFANXBEN. LA, 2REKE BRAIFPRN. SEY
Fhdp i@k H, BAN. FEMNFHHEN. AL ZERAS
FoRHFNEFTRIHKEN, Hlie, BEOHBHNLERS, &8
B, LB BREIAFRA; BELPREN, Sl E2RERABHER;
BoeMp eiEtr. ARATEMANK, PEHEAMNAEREERSE,. 2K
BRAFE. ARNTURREEY, RTARARALEBERAEHGRE
REFHEANG BRI, BAHAREZHFEKERGFESHEA.
Blde, HRAERY R B BRE BB _RRRETHER. €
METARZEEN, AWARATEHNBRGEERGET AN, 28
PR ET O —FHEEERBEN, HloB8d. HFREXGEL;
BORAREETOERI—FBBENR, HlomFo., RKGHERM
.

BAARREGRAHAEZFEEZLTHERNGE, AERBTEATY
BE, 248 F. BXOFBPRE. THORARPEE. £84%
B, BEMHGF. #£BH B HETAZ 0.1-1000, #]40 1-100mg.

AR 5488 A W AT 4K AE 69 T

SRS

MEHNFALUT o T FHNGEDANKE AR, BELR: &
ATRHENINBEXGHINRTFASZEEAIRR, KRELFAY
ATaREFHENLE (WIBRG/REY). NEETHHE ARG ES
FEGAHEZRDKAFRARZ 500-700 nm). AL 4% A4 T 4C Kerbs-
BBRALERT, OFARMNEATHEETERADL 24 b H.

2 3
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M ERHRABE(KSmm) ERBERBREIRFNABRERYE
MEZ 6. WIREG/KREGTFFNSE (3 x10 mm) 8 2B RE
lg #ibE AT RRASASY (mM) (NaCl 118.4; KCl1 4.7; CaCl, 1.9;
NaHCOs; 25.0; MgSO, 1.2; KH2PO, 1.2; % & # 11.7)8 Krebs & & F,
BAE 5%C0, 8 0,, HEITCHE. FARBEAAGEAMNRNES
& 71 4% B B ( Lectromed UF1 57G sensitivity ) k. #] &, i it Cambridge
Electronic Design 1401 BHl-# F# % E M CHART %42 & T ¥
. EFELEN, AERERIVKEENRL TR 6054, iR
BAETFRE (100M) #HERSE (100M) HETFTHEAE ABILE
YA B Fe At UL RIR, 5% A propanolol (1 p M) #5 5 £,
VAR BT B B LM F T K.

¥ MR E

FFEA 2-[ (5-8-2-FEREXEE) BE]-1HKS EREE-R B &
BAEAF G ETEELRFOERKRE-R A B K.

STieEStEPEERER 2-[ (5-£-2-FPEAXL) BK] -1H-
Kbk RAGPREE N LUT A%, A 100 MKCI X B FHALR
A SR B |

sFFILF A 2 (5-R-2-FEREEXL) BK] -1Hk2 oy RL& %Y
BREGHEBIREE., MARBKGREGETELREH4AA
LB HAERS—F alK.

&P

HERE(BEAGE T EHMNLE, LR LG EC50 6544,
MIX B H Y, HHEANEBHZ pECS0 (EC50 # A 2T3) 14, HFMF
HHELE LA X L RAAT iR £ 0 4.

2-1 (5-2-2-FAREREE) BA] -1H-k23 LUT (5 X P 5 L
FHREALZTAHOEFIER) A A ERPT % (5295 LK
FHWEAREFSGEFER) D EH,

S LUT, BHSARTERE-MAGEHHE M, APBLHKE.
=TV HELBREE pECS0 # 5.4 £0.39, XA %F T4 100mM &4
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AR R 63.7+4.8%MBE XK E (n=3). 2-[ (5-F-2-FTAAXL)
1% %] -1H-%k=6 pEC50 % 5.7, A F T2 100mM RACAFE R A&
62.5%M K KA B, XEHEFEHLPHNTALUT, 2-[ (5-R-2-FHREX
A)BA]-1HAKLEVARE X TR LRA-HOAK HREAEME
RKHER.

NTHABRDIR, BAMTARE-MXAGENE N, KANEAY
K. 7B EKRE6 pEC50 4 6.18 $0.32, - FHRRKEH 4.22
+2.21g (n=10). 2-[ (5-&-2-FAAXHL) 1B K] -1H-=k* 8 pEC50
H53 0.1, HFHRAKE(KET20HER)H 1.1 +0.7g( n=3).
BAREGRE2-[ (5-f-2-FALXX) BR] -1H-%4HE AL —F 8
FHEIAEMEE, XEREIT 2-[ (5-8-2-FTAEXL) B8]
H-k B TEFE LR FSEGER, AAREFRORXAKEE,
52 [ (5-§-2-FTEEXKL) BE) -1H-sk2EH i B g6 3 5 8 3h A
—%. # -V /AL EFRFLREMAL 2-[(5-R-2-FRAEXL) B K]
H-K R —F R SR ANGIERE, — LT TEEHEREN 2-[ (5-8
2-FERAXRE) BE] -IHARFEXLTRAEE, OB FEPMm
AL FERKRAEG —ZTREHSIFTELRFE (160-210 0 M).
AeFEBRHF, APEFLBREFFAE IGF G XRAGEM, 4T3
F-3g e 2.7 40.9g (n=3).
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