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A & K B

| RIEHITESE T ER P AL, ©dksiok, stk sm, 3K
AT X AL

2, AREAF BRI RENITHRE, CATER LR £ - EW0E
S, BRI, WURGR, MR IAYEAR.

3. LA 5K A R R AT B AR X A VIR B BT R BT RS T AR
M 6 B3, S VAR B AR A 2 I L TR 60 BRAT Y A A R 3R 0 7 X,
B

4. FRIBAF)ER 3 69 v A A AT R T K AR IR AT 8 R, B L
B AR A B BT E S BT T AL AR A Ko B TR A T R ST
Pk SRk, B EMsaE, Bikbkdm, BURR, R SRAT 2
M,

5. FRABRAR) B R 1 R 2 69 vl B A RS H AT R A A A AR IR AT 6
Rk, €RFH M4 B AR,

6. HIERA) R 5 6904 H i AR AR S A AR TG K AL AR IR AT G A
w, RFAEAT, S4PAe 7 MR AA NSAID ,, SHT)p #&#, 3 €
B D, &WIERA, E ALk, b - MEH|, 4588 P A A 2EURFE R
.

7. MEAAER 6 &, AAFEAET, ZNSAID 2 FTEAREK, £
Bk, HERIMEAL,

8. RERANZK 6 9%, H4FEAET, & SHTp BE M Z4F L,
MK - 462, #hiz 23X 311C,

9 ARERAER 6 M AE, HRFELET, 8K D TERBHMA Rk
.

10, A EL 6 &, AHELAT, ZALMBILAK =&
AR A AT,

11, AERF LK 6 MAE, LEAET, b - MEHMEZCHFRZRT
BLSE,

12, AR ZK 6 9 R &, HRMEET, 450 AL A%
RFELF,



13. MERASKLO6HAE, s T, AGANARNZMMESR,
BT, THRE, A EANR SRA%R EATK FERE, AKE
B AR, CP - 122,288 & UK 116,044 ,
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A 5

RIE JIT S S
P oG A 18

AR % TR ¥ T (Epinastine) /i T34 7 AT A, LA ZRMESR
B K FNARGER, BAFR 2Bk A6 H A &,

RIERTG - £ - 9,13b - =& - 1H - =% 3[c,f]-=k=[ 1,5 -a
- .4 ¥ %8 #)d Fugner F AL # 7 47 20 (Arzneimittelforschung)38(19838):
1446 - 1453 A BLEA, %A 2B T vA VA R I 2 4RI X S T s Xk,
VIR ) B 6 3 i A st me Ak 6l R A S S AR A SRS TS, ARE T
A B R XA, Kh, AAVUFRGTHE, HEXTEMALAS
HF LTS HBRA ML, ARBFEEBAY.

F Ve BT B B AR Sk X8 A7 S 0 A % Eade . M S A EP - B
- 0035749 487 izt A AiE B Tig /7 T4 R, it st B X, e s
K, Batsih XA AE K,

kiR —Fr e A A ER, ERFHREAT, kmBAAHENRK, HH
TRBOEAEY, deAE AR ERRT TRAEIEH. IALBRAS
AJRR, 422 3 R AP AT a9 Al F. AR, A A A kR (Fe
B k)T VL FE T E5E, AL TEREL, HEAHOER AL [T EHN T
Fo)hRBF RS ABE.

A—F @, FEALRTELNSELRY AR AANGHEL BHE
Bk 22 354k kR AR - E #(Bing - Horton)#:4-45, B kAL E
.4 JUFF R AR, J.Olesen 55 R.B.Lipto, #%Z 4 44(1940)% 6 - 10 7,
], RARKFAAERAE LR EZHRARER X, —EFHFELECNRAEA
Y kIR AL 0 —%, T kb kR 186G 7 — & 606 A 4% (KL Kumar #»
T.G.Cooney : “db £ &5 E %15 sk (Medical Clinics of North America” #4%; -k
R OH 79 %, H 281995261 W E 286 W], E, BEHF S EFERESL
JRVG AT KRG SR, T ReE., —RACERBARA A
HH AR, deAPER, WLARA, AR ERF e ABBEE T LT KRAET
1% & J& VAR B A 18 M B A S 09 35 B 4% 4£[A Dray, L.Urban & A Dickenson ,
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35 38 44 3 44 # 4 (Trends in Pharmacological Sciences)15(1994): 190 - 197
R

ARG RLAHFTEOEEA LA LT, EAk ASHTpES
F, 4edf Lig(sumatriptan). &R F S RALH TREHY, =22, FEAH
RARA B, I, HF SR, WwEERALES, FABLERLRGH
MO F & AR S FoErE, B - META4e S R, R4S AT R 4= 3K
gk, ORI R TRAASG ERAGEFRANEMER, BX
o2t il R VR Sk RIE R M R M, T RAIE R e[ H.CDiener, B
M 7% 2 52 (Eur Neurol). 3438 A} 2)(1994): 18 - 25.].

B, AEIESARB—FA TSR kR g, adhRALA
%, mHLEEPRGEER. KKPey S —MEFARBE—Fx TH%m
ARSIl E, BEBAFRESERE, RCEFTHERGRA, AHE
e A UE T

SAIFRE, RIAREMITHSEEEKERFIRE, ETH TR

s b, BRI ET S SEBEEALE, EAR
BRI IR P, MBEAY S ESE PR R INE T A h AR, e AL
Ar(Evans) 5 ml, EHHWABER ) 2 A TRESHRKLROEYH. ST
B, FEEAEX T, RIEAT AT E.

s+ SOPEA AR, ;2 AR R W) B LA A S @ Randall #= Selitto(L.O.Randall ,
F2 1.7 Selitto, B B 25 4 4 I #k(Arch.Int Phrmacodyn.).  111(1957): 409 - 419)
Bk, it R R NSRRI E FRRAEMA L, AnlE K EFEAY
At A, EIEBEX P, AR AT LA AT T RAFIEA.

IR IS B iTAE A AR R 25 2 JA ket BEALAN(48] J 25 4 ) Ao 5 AR [A] 849 AR B A%
AT EERAFREK)EE, Fhwaaial, Hhh KE e
AR, AR TR KNS AR50 EM, BAHECAV ARG
()P & R PO IR AN o4 B 4 R T R A AR B F AL 1% SHT, kR —
S -RRAERELSTARMEN TR (AT 4 EFM@, R HEHF
'(Pharmacological Sciences)1994 <4 % % -F 8 & % ik W) (Receptor & Ion
Channel Nomenclature Supplement)], 4~AJF3F 892, A WARE A iT5T SHT,
FHRA RAFAEES S, REIITAAALRRAKHG KE7] TAIL.
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ik 6 Z BRI AL A H LA T ABLE. MARBE T, BEAFLHGA
MAECFELARN. LSERAMITE, X4 2 RHE, P RREA
b-L):R
EHl:
PRI AT A SHT, @4k L ey 85 8- 69315

yA CHO #mjf % ik 5 2.0nM[PH]LSD =& &, SHT; &g & AR 4 37 C
F. pH7.4. 4# 10mM MgCl, 5 0.5mM EDTA #j 50mM Tris - HCl 4 # 3%
Pl 60 54, 201 %BRLATETAMAEBFRELR L, ik A
FitE M IEIER . EXAAAEIMA 10 un MZE# 65 8 MNREZ
B R AT A TFHRAFEIME, EEREALT, METABK LML
AT, BB ERAE R, VAR R 8 fe L (cloned)#d 5 - HT, &4k &9
MR, AH S - BABEREERG - CDSATRTE - HAHLEEH.
A AR SPEAT T8 B AL B #e6h 1Cso b B skl 2, B4 % Cheng fof-&

% R (Prusoff) 7 #2 AR EAAHAEBATA B A LG, HH KA AT F

(Biochem.Pharmacol.)22.(1973): 3099 - 3108), #47 =k k. £ & KB P,
K IARVC BT B BT ¥4t 4 SHT, k. PTAR ORI AT T T35 KifE A
33nM, (+)sbekRed 35 K 4 28nM, (- )tk -F3g Ki b 189nM .
F AT R Sk T e FT B8 e T T AL AT At B K ALY 9 R 2R
H A sh o K —A2F] T A 1P

AL

AR I 37 7T (0 2% A Ao 3 Bl AR Ao J Ak 2 B4 69 35 40 5 25 (P o B B e P BF %)
x5 SHT7 2 89 455 77

o TENFLEF A Ee) Kifd, nM

RIEHT |13 - &L - 913b - —4- IH - %54 - 274130
lc.f] - wfmd[1,5a) - B ¥ - ZBRECHN)

RO A T(+) - 3 &AL 9,13b - =& - 1H - =%[45,18,22
(MWt |- [of] - sk [],5a] - Rk - hed

Ol B T(-)- 3 - &4k - 9,13b - =& - 1H - =3]155,204,207
(-)siute |of - [of] - okekll,Sal - Rk ¥ B

¥ ok R & B 406,572,331

1 2660,747,1330
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AR IE R IT A T iR = S ¥ ATiE 4
P fi B 4 o 3 Shi- 6 R ver ) B

A % % (nembutal)50 £ S5/ 7 BLEE R R AH(Lp ) ARRBREIX 175 -
190 #.84 Wistar 25, HEFHSHREALT, ABERHW. FzahdhaE
LA EARERAE P, AT ARG 30 ER LEERESILI2 ZX,
KGN RABALEIL 9.5 EX. ERHBAEZXAETH I 10 547, #HKAH
X B AL S M AR TS BT B 5T B & (S 440 2.0mA, SHz, Sms#H4H),
B AT S H4b, RAMRAUN BAEA e RE G R SMEARIT, AR
sk 515 4h, BWMAECE, S0 EFLEBREREELNY, AL hd
MegiF LK. S ERBE, AT, FHFE. TS0CT, B03EFTEEK
EIE e LR 24 I aF, A S EAE, T 620nm ok KR A
KRB, EiiABLZEAR HBEXEELELETHORLFPANESTE
. B H

B R AZR BB GF AN ES T HRARER BN EAFME
SEFRTARFNAAT. ERAFHELT. BERXFTE2 P.
&2
PRI BT AR Sk Ja eGSR A F # ROk
A1 ZH T8 09 % RALANE B AL B st pa A
(1v.)

5 | AE (SR ML F g afMAEGRE (B
2% EB-4% EB/2¥ ;8¢ EB-4% EB/EF(IELHH
[mg] [pg/ml] [pg/ml] ([mg] [ug/ml] [pg/ml] {FF&

180g| 424 | 0.85 0.060 |[558| 073 0.039 1.54
185g| 534 | 0.76 0.043 |513| 0.60 0.035 1.23
185g| 5.06 | 0.47 0.028 [4.60] 0.38 0.025 1.12

190g| 6.05 1.33 0.066 (623 1.03 0.050 1.32

185g| 422 | 0.72 0.051 |5.77| 0.67 0.035 1.46

185¢g!| 4.81 0.57 0.036 503} 0.54 0.032 1.13

o I e N R T B S N AP

185g| 7.62 | 1.35 0053 653 122 0.056 0.95

iz: EB =4 AL# ik T34 1.25
VLT AR BGEST 10ug (R I8 27T 1ml0.9 % RALAN 8 IR R A B S M4
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N5 | RE | BB R AR EZFBALE QR L]
2% EB-4% EB/E¥ |B¥ EB-4% EB/RE |24/
[mg] [ug/ml] [ug/ml] |[mg] [ug/ml] [ug/ml] |Z4)MAsHE
1 |175g]6.63| 120 | 0054 |6.01} 128 | 0.064 0.84
2 |175g|496| 074 | 0046 |4.78| 0.80 0.050 0.92
3 |170gl4.63] 053 | 0.034 |7.68]| 1.01 0.039 0.87
4 |165g{6.52| 0.54 | 0.025 |629| 0.53 0.025 1.00
5 |190g|7.97| 123 | 0046 [932| 139 0.045 1.02
6 |190g|6.24| 070 | 0.034 |6.52| 0.83 0.038 0.89
7 |190g|6.87| 0.60 | 0.026 |7.29| 048 0.020 1.30
34 0.98
22 A TFHERKRABEGFHHAER Y, BREMITHES 2EH-E T H & 5

B = LAY & T 694 LA B ST
RIEITHZ28FEFORAATYRARIBNEaHR

Randall #o Selitto #9 7 i% 2 i@ 1t 4$ JHl & % Basile &9k J8 i+ 3 471545,

VIAA0,0.3, 1.0, 3.0 3%, 10 & £/ )7 4R B AT TG s mad)ed 1 %
Natrosol 250 HX, % 100 #4&F 1 THZ o fR%% 10 R E-£ 45 Chbb :
THOM #4) 2 20(F & 110 - 140 %, SHS#). 1.8/, 0.1 EF44R
A B am e R R R R IES AN RN AE AT, BEESRiEs 3 e
B, ¥miZOERRFGRES. BB FAEMER AL, vABE IR RAL.
INEFRR M EOREATHRFOARBMA, A LRI B SN AEE
EDso. 4of 3 BT, AREATITH miZ B RRAL. & -%3 B JaTRAE 50 % &)
WER TR T RA L1 ZN/NR.

&3
R T 3 LA R BT 5 AR F e,
1 R ik RAC FEARIRARET | ARIRE | Hm%
E LA po. b, slEN

*F PB4 0.0 10 150.4 30.4
R ERTIT 0.3 10 164.8 41.8 9.6
A IE AT IT 1.0 10 235.2 51.5 56.4
P AT IT 3.0 10 259.4 60.7 72.5
- ERE) 10.0 10 272.8 60.9 814
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4% Randall Selitto #9 1k J&4F B #9385

Fhith: /R
F5: 110 £ 140 %,
AR MR
Ak 1.0 Z£%/100 5(p.o)
A 1 % Natrosol
90 5% 18
M ME | N | FHE | &E%| SD | VK %
mg/kg
gty 0/0 10 | 150 46.188 | 30.792
RIEHIT/FTEFHE | 030 | 10 | 153 | 2.00 | 20.028 | 13.090
R HIT/IFTHAREE | 0100 | 10 |202.00 | 34.67 | 29.740 | 14.723
RIEHIT/IRTHEAE | 03/0 | 10 |216.00 | 44.00 | 44.020 | 20.380
RIS ATIT/ TR @EL | 03/3.0 | 10 | 252.00 | 68.00 | 57.116 | 22.665
BRI/ T EABL | 0.3/10.0| 10 | 277.00 | 84.67 | 81.792 | 29.528
RIEHIT/HTHEAE | 1.0/0 | 10 |232.00 | 54.67 | 57.889 | 24.952
RIEAIT/ S+ TEAE | 1.0/3.0 | 10 | 295.00 | 96.67 | 70.593 | 23.930
AT/ TEFEE | 1.010.0 | 10 | 369.00 [146.00 | 107.233 | 29.060

RIC AT VTS AT B AR T A ARG R T A, BWiE L2, s AE
5 LA NGRSO T 3 4, WA AL AR, AR, Z2EBRERAMGETR, K
NI B RIEA, B NEA, s T B R,

— AR R R AER A K R EEH 5 - 200 £ AZE, Hited
FEANT 10550 20, FTFRALEBE, LARFNZTANTF 0055
2025208, MikANTO025S5S EAZE. SSTIELBGEHLSH, 2R
FEANT 01 550 520, KEMFAANT 05520 F£2 08, £H L
&, LM Tl — XL,

AR AR T R IT A S8 5 H], BlamFIATIE R, AR ER, &
3 - £ BL e A K 24 (NSAID) 4» % T % & B (ibuprofen), £ % % &
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(meloxicam), 74 ¥ Ja(indomethacin), #3-% 4 (naproxen); SHTip # 5 # ke df 5
19 (sumatriptan), MK - 462 , #4333 ¥ 39 (naratriptan)&, 311C; CP - 122,288 ;
UK 116,044 ; % @8 D, & 4335 4= R ek R (metoclopram); & A A 4 s &
Ak, 4.5 MR & A F B (metergoline); ¥ A& T (clonidine); =W & A ¥
sH(methysergide); % #uA)sk(dotarizine); & A ZMk(lisuride); "% (pizotifen);
B AL, S A 44E Z (aminotryptiline); B FEBT ) dwts 1§ 4= (propanolol) &, ¥ £,
2.+ 4= (metoprolol); 4% i@ i# 3% 4t H 4= A & 4 %% (flunarizine) X, R £ 2 F
(lomerizine), HAYZEHIKFERF], G5

VAT -8 A R 6 2 o B 4 LB
AR
RIERT 20 £
MRsERGE 1 A4
EREH 62 EL
A4 83 EL
BUWANALIR 16 E L
T iR AE R
WRIEHTT 0.3 %
g8 09 &
EH A K E 100 £ 7F
TR T VAME R AR 7 R K
LR ER ONCE LS
WIEHT 03 &
s 09 £
£ FkpE 001 £ £
A E 100 £,

BRI TS X B AR, SRS FLEAAKRR D SH A
226 RSB IERAEEAE S, AMEMELH,
RN 4 iR

VAREATE KT KADA-T 2 5 6 SR 2] M A 694R IE AT 387 ik im
A B R (e 3UE), FFENEURRARET. AR TEAN, —&
ATHRBALHGEIATUER. HMIESHA 02 520 LK
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AT, & 0L 40 F RehFLE,

BAMSER

AT 14

X EBIPHAE 0.2 45

5 pdEA SRS E 100 4y

BERAMBEIFENLA T ER G LERE S, SRk T8 T2 84

OS5 BEAME. ATFTHARZUAMEZTERAPHLECHNZUERALARKREK Y

A BB 2 LR A

®BE

10 WaM, £/100 £ 8%
1R IS 2T 2
R 2B 0.011
& B HLER 4R 0.050
FirF o S B o s R BE 6 A 20

15 & & L 5
S R A AT 0.075
EMAKE 100

VA—RR 77 B i B AR AT VAR ) B S AL
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