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O Ciq LZOILE G, ZBA OB(E)22 XSHHE = U= A0IH RIIRZE slus sl==a 1
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S)Z AT BISAIH & EIIYS UD/Ee HOoRA 22 ALKAI(])9 SHSS(GIIINA R R, R,
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BISSEH22| HIEAOIMA AAIE 2= YD =S HIOIg = QUU. HEE =WHREsE LIt2 2=
QRIESIE FOICH. ES4AIA OIEHIH AL Ol226H0 2HE ot= 0| HIZZRIGHCEH.
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A A" £ L. Est HHE Z2MS2= HIEES, HE=S, T2oS0IL 2Es) 22 XY
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S RTHE 2SAAAM/EE OSSO0 Houben-Weyl : KIIS&EEHE, VII/2A&, 826 LAl 835%
(1973) /& BerAl(V])e XNAES 4-HEa-2-=24-1,3-CIS2A-8-0LXALIZ2[4,5]02F |SEHo &
Jteldelofl oot E8AI2 += RUCH
agkAl(IX)el S22, WEsSH gitel Sdl E‘éﬂH M166,769& L+  Farmaco(Pavia) 1tsHEH, 12,
34(1957)01 &Y= HIQH 22 S XS 4-TH2=E SEMS OEIYs 220 26t HMXgE
= UACH
2 2o M2 LetAl(])9 AR el O 22 |t AdelsE HES JHIH DAS2 5=
MEAHNA o0, HdEHFol CHioly gMAgs U350 8 HAMAS, & MES, & MLZEE
s 2 & AHAUS EH= LIEMYO. OHEQ oM ZMSIE 26 1 seg=Ese 1E4 ¢
SHEY O ZH0A == (0IF= DAZH &) ==Z2iMS=S dMsEC. O S22 Uid &
ZES0IL} HEZS2z QoM M2l 2dXE g0, HESH UHUEREZE MLAZES2Z 2I6t A 21
JIAAAN OIS BESE & £ AL, =S AMAZE AEol JUs SS9 M=sS HEE %
QLCH. LBHAI(])9 SIEIE22 XY (IgfF), HIIXl IS &8, HASESO 20 USRS
(hyperkinesia), w=0ol4 XIOH &L CI=EM, 2X50IH 2Y, 2AI|Is2 Holl, MEXN 24
(ischaemic injuries) ¥ 0l2F |AIS ASW 22 AKX E2Yo o & X220 €2l olsgE %=
QULCH.

21, 82 AB,EQ LDy 2

= 20 OE AAsegsEl Sdsdags o FHoA I2F0He
2000mg/kg Ol &0IA2MH, D 3

2 2 mE LeAl(1)Y M SEES2 AMEA SUE FuM 2g& 2y
Ot RALE.

o

0I185t0I o1 7
SE 259 JSYAIDL ASE oA

&0l O THMOA UEtUE FEN KK s=2 S
P/ERMISEA ofe|sh 19 627(1957) ; &1F |[AEHEIX 40,
o1 =

=

=
FS0AM SEHQ S=ZE REEH
S 1

97(1977) ; HaE AR

St Xl 1 (1974) ; <&M <fe|sts| Xl 25, 1003(1973) ; & X 263,
338(1976)/ .
160g LH Xl 180g< DHIE N =52 ot=BE-2AEHHannover-Wistar)FH =2 0l AEO
MERCH. O A8 S22 2% ES 8020 SHEAIIND SELE EIoH ZRF Z2CNHA A
ANZCH. &AScle S0 bml/kgl SHCZ FEMHH EAC. HEIDSS ME=2ZsS ZLEGH
3

®e &) EH2Z Ml

I8 stgt2o 27 S0 2.5mg/kg2=2 HMels Chg & A2l O FSS 1mg/kge OtEZR=2
A 2OIHO 2 TIGH HMeldhCh.

= 15220 O S=SS 001322 =ZZANAMU 2ot ZEBH= 5-XE s

o €D 10 =S92 SHE ds2ss bt IO, S2XNE (A= g-2=22-11-

S-1-T MK L )-5H-CIgE[b,e] [1,4]CIOIMIE) S JIE A22A  2.5mg/kg2l SFOHE2Z A
0 Z2UE FOHK 2SEENOl st &%= EAIRCEH

-

Il 1O SS9 JtEFEAl 24 (5t }a“/\l S24) S0l 26t G. Stille ¥ H. Launer(0t2
RLt-Forsch) 21, 252(1971)2 ZES A6t ZAL HASHACE. 0 AIEOA, /\I%*%’éol e
I EHELZ FAFHE =59 90 WAl 110gMel fAAEH FES AMEJUC. JHEHEAS S=2

o =5 Xl = 6AIZ=S O AIZOCH JISUCH. O =201 8m =012 FEXIE *““EOH o=
clE Sd =22=2AM M2 FEE MPAE 30x= OILH0 wAHGHK ASHe 3 %%2 JtELEAIS

Ol Zel RS2 2L JIEH-AIS S22 %2 FH Dy 22 HAIACH O 2t H 10l 2
01 AL

H 0 AI=2"E 2Xe oS0 2L
VA @ 2SEE
n=s29 =+
0 2AHEN
E. : Hogte E& 24
A D 8-[4,4-HIA(4-ERZHY )-3-2HYEY]-3,4-CIHE-4-5| =EE AN -2-SA-1-=S AI-3,8-CI Ot Ak A IO
[4,5]012F & 21
B 3-BIZ-8-[4,4-HIA(4-BE222HY)-3-2H L ]-4-0| SZA-4-U 2-2-S A-1-S AH-3,8-CI 0L Kt 2
oZ[4, S]HIEF Hab 201
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[E 1]
olz g 2dlo} oslo] sl LMA | 7telsi4] E35 Jehys
ik AEZ AA(zHy2 HA) EDs,mg/kg n
LMA AEF p.o.
A —40 0 300 5
B —25 +15 300 1
223 —25 +11 31.9 5

& I LMA : 100%(438.9+54 .72 +S E.)
AAE2 0 100% (105.0+13.72+S.E.)

2 2ol mE deal(1)e S0l 2.5mg/kg BRFOUHE2 OIZRET-RYE 2SIIsEIsSs 2
AAIIH, JIESEl SLE asS ZAU JIEA=S2E0 Mol O =2 as& s g4,
Ol SAtGHH 22T 2ot dRS0l 4S5S Motk Zotlts A0l = 10lA S5t
Ct. 1 =S92 JIedA sitse JIE=d2e 2Z2AEe JR20 100U =2 SE0AOF bl
N UERRICH JeiAd, = 280l OE Btal(1)e A steEel =M eZ(extrapyramidal)el S
g2 2 BlHotHLE gls X2=Z Jlta = ULt

2. X AASO0l 2t JdEM(FaFE F0H)el oAH

A 210 WA 2309 == =

=0 NQINOI(RAMSIMOR) NS FSS 0l ABN ASUC. FSS
IIIISHE MRS 3YSQO 0FI2 PHEE 5

#OH SAFIHNA FOX =2AS H2o=2A 15250 1o

XX e ZAOZAM 10250 0.8mA2 MIIX I3 1

AUT EIEY, AIEEI B AIZFN O S2ES 3
SHACH SIHOl HZETE 0l AEOIM AI85tD 13 StUE
glotoz Melstn M AAS0l =SAIZCH

S3UCH

0 S22 SHS 0 YA 6% S AAQ 94% 2o HAE Rot= JtA EEER
200ml/min/box2l HIE2 sSdEUHE ZEZ XN &AZ XZAGHHAM AIESHACH Z201 Holal D
Ogr8el ~(M2uA2S2 0|F2He= : CAROIZtD 8)E AHAHCH XM &AT J(dZ40 s 1 &
S22 ES551UE USAS AMECH AH&GHATH

(H=19 CAR X) — (A%k+ H4t+F CAR X)
(#leF CAR X)— (slek+ 2 4t£F CAR X)

rr

=0

2SEM/E T BAIE HAAS J|o=aAS oARets aBE 20lstD CAR X
| =018 EtS+2 Edgts Q0|8
[AE=&01 st O ste20 BESE&MUE H 200 LIEHRICH

J &
. X &4 (hypobaric) M AtAZOl AR

2H 200 WX 22008 ==2 XHYM(SESHROZ)NQ NEY FHS2 0 HAZ0HAH ALSHEC. 2

2t Ml Ofel SS282 24dE 8= 112 Al AHolgH €10 2= 20 OILHO

170Hgmm(22.66kPa) DtXI £0110, H=ZGHH 22 = A2 Aol O SESS
=] 2

A =22 eItk 27 Fogez Xel =]
St 50%MHKl AIE S22 MEALS HAEGtE F0HE)S FIHOHH H 301 QA/CH 2 2 ¢ H
ol A= &0l TSt 20.

b © 3-RIIE-8-[4,4-HIA(4-ER2Z2HE )-3-RHE |-4-53| =S A-4-0E-2-F A-1-S At-3,8-CI Ot Kk A&
ol2[4,5]t12F 4k 2t
PIR : LctAIE

OHE : ClslE=2HZEDS4
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[ 2]
3} 7% mg/kg p.o. AdFol g 235, % n

b 10 64 6

PIR 500 85 6
' DHE 10 63 6
[E 3]

o HFA AHaaFol R B3,
333 n
ED.mg/kg p.o.

b 23.7 10

PIR 293.0 10

DHE 50.0% 10
X - 40%0te] MEQ] AD| =2 S0 DHENl 25ty A EIRUCE.
4. (L) 2859 AH
J SIE=2E9 UL 25 dHalsE US Y-/E24X oFHIs FR. 42, 431(1984)/01 2ot A6t
L

180 LHXI 200g2l =2HICl 70i2le == StB-fIAE Fz PHE E=2 522t EZ|E EeFA
(Or2HOI A= TET2H &) 2.5mg/kg2 2 OHY X2lotd el 252 SLAIZCH. /TET(Merck-
Schuchardt, Darmstadt, FRG)ES wWEIGIHAM SFF0 =010 1 S22 22& 7A0 MY neeE 8
HoZ HF Xe2lFMCH/

JIE SIS2 AE Ss22 SE2t E2A NEHIIE AR50 0.5%= 22 II=ANE HERX 2
MM ZESHH & US E0olse sSo: Al nEtE HSIC. 0l SEES SO E=240
0.5ml/M= 100g2 =222 TET ™2l & SHX= 1AIZ2tBHN, CI=20ll= 6AI2HSH0 272 EW/UCH. O
TFE QUM 22 P24 SEe=Z TETS EM(=, &F=)2 1 =2 (=, 05%2 =
2O JI=2AMHEY AR2RX 22 SN FUCH.
M2l = 520l AIE SIet29 DX E0 & 2A12t8H0 O S22 =012 1O YHE AIS6HH A
LHOT 0.9%= &2 ZSILIEEEUCZ XIH AHAHGID =22 HUXZ HMAHICH. 1 <o ®e 2
E HEGIAH 10mg Z0tA Olel =2 =3s L2R0Is A0 sJgCH. A0, 1O HE RAIZY S
oF Q0TCUHA ZHEAIZI S, S(ZENX &) (S, LR0IsY =2 & 2AZLH )2
SXH/}CH. O Ho sE2 0219 Has 22 s H S S XI0IuA HARCH. O "HEsE o
S 20| ES%=2 EAIMCH.

°" (TET—Ko) — (Veh—Ko)

Al ANOAM,
(TET-Ko)= TETSH EHMZ HMelst SSE9 Lol B2 =282 (%) 20| .
(TET-V) = TETS AlE S22 XHelst SE2E0| U9 B2 =22 (%)S 20Isttt
(Veh-Ko)E EF22 Sz Xelgt SS9 s 3 =22 (%)= 2 0IstCt.

H B 2N AZTEEO HFO HIE ARKXS “‘t7 AMES AIEo0 HIwCE. £8 oD
OlA, TtAED CISISZ2HZENSAZS IIELME AFZRCH. 1 ZUE H 401 QL.
2 40M AESH 20EeE CiS &0
TET : EZINE E& =4
dw @ BEF=>
Veh : 2EH(0.5%Z &2 JII2ANHELEZX SNH)

D : 8- [4,4-HA4-ZE2L2L2HY)-3-FHE]-3-[2-(3,4-CIHSAHL)-0E [-4-HE-2-5SL-1-S A}
-3,8-CIOtAtA T 2-[4,5]012F Leflolard

E D 8-[4,4-HIA(4-ERL2HY)-3-2HY ]-4-0l EEA-4-HE-2-2 A-1-= A-3,8-CI Ot AL 2-

[4,5]412t ot 201
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[E 4]
A g Fof g/umol/kg 2E 9%
dw+Veh - -
TET+Veh - -
TET+33EB 25 97.9
TET+&83%B 50 102.0
TET+ 3¢ EB 100 88.1
TET +3t4ED 100 102.2
TET + 3%£E 100 114.3
TET+PIR 100 16.7
TET +DHE 30x 25.6
x ! DHEE &0 &AM 30mg/kgll SHE2Z SOHIUCH
&I ZAA0 2ote, 2 ZHol Qs sEEe2 M MAASCZ QoW MOlE HYSH Il
£ 228 522 BSE = UL HYSH HUATOZ NSEsE Y= S22 MEAUS M EOHE
SF AZAZ = UL
FHUBAHUMS Z2E8E 2F 2 H =22 Sit= 22 o AIUAE HENM SMHst &40
2o, NESS 38 A 2 SRIAS LS 012

, Aetd ZAZEHS SITEQIMYE, SEME
XS0l EclOE Sat=40 25t AMECH. 015 AL Bals Haas 1°“"01|A-I‘:
OlE2 =2 UHRSe dier oA JISEI goll, X

M
=}
0
E

Mo & 30 30 of
ey

Zo24 UEUD, = 2oy 02 822 fuUsEo )

mEETREETE

22 St BHE JIEAH0 QAGHAE OIRE 2PSEBUE LEUX FUCH

= @y of SEE22 ANEN ZHS2 MBAZL & UG /S FTHBS AP, IF Y/E=
BIZP2 012 4 UL PP SOHPORS 1 ZHSS KA, I, LOANOIL Hz2 MM
4 QU0 ZPZHSS MEGD| AMAE OI2AC, AEALL ME2S SHZN ABE 2= UCH X
2El, UESSIZANLLE2X, HYLE2X, ZoH2ISeS0lLt M220 HEs ZeHU
DMOICH, SHHBHE F=2 ZRNF=20U OMZZE A22xs H)IE & AXY SEoi2e

ﬂ“EIOIL} ZSZOOIE-IMeID 1 FAEE "36t0. 24, WHO A, AHOE, AHIOH2!&

20U DIIUIEY 1 SAS0 NEE SEIH U SBHOT. %M ZT TS oAW He
HOILE AIE, d2AAZM MHE == JA2M, 1 dAANA= 2, 2228, 2, 22 =2 A
Meb gelheE ase =5 UCH

HHeE &8 WES = AUZAIHAM M £ QL. ZHA HdeiNoz= 282 =254 HILH &M
S84 20 =82 HES XA ZEMo =4, 24, L= 4-224 SHo=Z WS
ChS, 1 g8 AXZAC. Aol £ U2 Soid, M & & = HINME 1 AXA2 o
2ol &8 & 1 SEE2E UYEAIHA HMZ CL=ECH. ZR0HH, O FHMSH 2 UHS0HA S0t
20|5t==2 &tCt. ’SHI%% Tst g4420 HEs HIME ggolse 282z AE Mg =%
UL, O HMESE BE A2D=E 2AHESE HIIME 02510, HESH, SHOIMLE ZAF OIZH
o Mg ngix SEH(HE-C= HEMEZX, LIEE IJIZ2ANELEZX L 0% SAIZE),
EalljluulﬁalE Olatzts, EtM2EE, AZ2E =ME, GME3p, gisky, AstE, o2 2 0% §
MNSES 085l Yodoz HEMOZ HMBAZ = UL, V&N L2 422 4420
HIIMC sg=22 =0 MAM MESHCH

AN EHECZE, 2 2HO XAHASS A 022 sgRols U2 A, AR “X(E) e =
°k(adeps pro suppositorio)” & EAHAHEQN ERolse TASZAH HHE % %lli} SHEZ M OF
IMXIE, OIEHEE F3AIZI OFHRY £E= C g XgASl E2|IZ2/M0IE(HIZRGHIZE &AX
Witepsol & 2= EH)S0l AI2E £ UCH. 1O 48422 289Hd o2l ZLotH 2XEAI2
OUsS MAES H8€6t MXstCh

H AIEORE, 2 YHO XH2ES FAME2UOZ IHECH. 0lE FARHUS XM fdAde,
BEHHEE BSF34 Y/Es 2K KIS0, oz Sc=20e ZotH %EIQ/\IOHE'EH *EHI
B RL22IH01E = EAHIOHYIOIE(ER 20, ER 600ILF E2 80) 220 22 EaoHXﬂOI
THOHO SoHAIZICH. &S 1O FAISHU2 HHIIA EXH WHESH ALEL € CIOH2IY 22 _‘?‘_
ZHE S22 pH-HESR) A=2F = ZRGIH 2S00 22 Z2ANFME 888 =2 QU
Ch. dZ0 Sdol)| &0l 2 ¢y 22 /6l TASUS O4_J_l|'0|'0:1 We = &ZAI2IC0H

2 242 OS2 Hl HeEC AAMES ES2Z AAMGHH RHESCEZ HHECY.

8-[3,3-HIA(4-ER22HY )-2-Z2HE ]| -4-5|EEA-4-HE-2-]4-3-n-Z2Z-1-S At-3,8-C| Ot
AAmlz(4,5]-02te M=
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9.3g% 3,3—HI£(4—%—?—9§E{|"')Z—HETHI‘" SZ001E %% 5m|9| OtMIE0 =01 esml2 2

—'—O

A
HIEN 6.8502 4-GIESA-4-HIE-2-S4-3n-Z2EZ-1-SA-3,8-CIOIXHATIZ[4,5]-CI2t D 4.299
SEMZESE FRotD As S 20 SJ Aljd%@ Dl_Eﬁf -I A20AM ZOtet O48 1 BtE =
=22 ChAl 8 AlZtS0ot A20AM wBHstCH 2I182 st 2ot SMHE LA = 1
SAIS S BIEN FHotM =2 MECLD REMUESSZ AXAZ Os 1 SHsS 2ot 52
A2A 1/10 BH2Z Gt %%&AF%OH n-sias FHOolW 1 d8=s FIANZOG. Z2E= O
Y AXAA EF 128 WA 129TC2 =EH AE=SS 86% =22 LACH

CZGHSOFZNZOBO“ I:H é

HAEXI (%) : C; 68.40, H ; 6.62, F ; 8.32, N ; 6.14
AZXI(%) : C; 68.44, H: 6.79, F : 8.50, N ; 6.12

Mgy Hsths SUS LS HIISUN HIISHO Sar 2ItAS HTAICH

SF : 233-235C

0S sig2se NEs ESWESISS 018010] SYS YYoE NEY 4 UC
8-(3,3-CIHL-2-T2H L )-4-3 S=A-3-0| AT RE-4-H 2 -2-= A -1-2A-3,8-CIOI X AT 2 [4,5]

G2t Zar 2Ite, 8 : 219-221C ;
8-[2,3-HIA(4-B2Q2HY)-2-T2H L ]-4-5| SSA-3-0| AT 2B -4-H 2 -2-S A~ 1-SA-3,8-C
OIRIATIZ[4,5]CI3 & 2ot & : 255-260C

[& A0 2]

3-n-22-8-(3,3-CIH L -2-Z 2 HY ) -4-5| SZAl-4-H 2 -2-S £ -1-= A-3,8-CIOL AT 2 [4,5] O 2

EPNIE BI=TIIPIES

onlol P& BUS = 3nol/L 2 G101 210.4mlS] 9% OHOIAHOI 5.209] 3-n-2E-8-(3,3-CIH &-
-T2 HE)-4-HL-2-SA-1-SA-3,8-CIOIR AT 2[4,5]012H8 =0 So40l  WPHatol  SOIstCh
0%, 92 822 0 LK 5CHA 3022 s o) =, 2/E WSS 22 M=ot A
X0l o7%0) BN M&SS A=l

SF : 104~106C

el|o 24

Cg7H34N2030“ Chst

HAXI(%) 5 C 5 74.62, H; 7.89, N ; 6.45
A=EXI(%) : C; 74.55, H; 8.01, N ; 6.56

8-14,4-HIA(4-ERL22HE)-3-FHYE |-4-01ESAI-3-0| A Z2Z-4-H E-2-=2 A -1-S At-3,8-CI Ot
Xt H|§[4 5]-0I2h G4t 2Itd el M=

11.302 8-[4,4-HIA(4-ER2HY)- 3——?’—E1|"'] -0l 2 A0 EEll-2-S A-1-S A-3,8-CI Ot At
ALZ[4,5]012t2 18AIZtSeH A201A 1mol /S 4t £°| 100m | 2+ °'J)1| werst O 28e &=
S UGt 22 MIEGID 5THA H2AAIH 226t HEAIH 88 @ 252~255C(ZHE
A

HIGHH)Ql 96% =82 HAME s Fags 2y

1 FIIE HoteEl dEM=AUEE NS FItolo SME2Z 2H RelAIILD SEIESLE
FEEL. O RIISE 2 HEGHD 2HFM0OAUS2Z HX6HH 1 E0ME Yot SJFAIA

HI&EXI(%) 5 C 5 68.91, H; 6.86, F; 8.08, N ; 5.95

AEXI(%) : C: 69.12, H; 6.94, F; 8.13, N ; 6.10

[&AlGH 4]

8-(3,3-CIHE-2-Z2H L )-4-5| EEAN-4-HE-2-2AL-3-T2Z-1-SAt-3,8-CIOt Xt A T 2[4, 5] ClI 2t
gab 2Itg el M

goml 2l O

[EtS0l  12.6021 4-OtMIE-1-(3,3-CIHE-2-Z2HYE )4-Z2Z IiHt22 SAl TlHea =5t
=3 LHAI 5AIZE =S¢t 0 2! t
.Omol/&&H 142 & 1522¢

Ot = 23g =SS €8 Y22 AMNEGHD AXZAIA 88 : 182~134TQ ZNSEES ot 7
A
e
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a go19 24

C26H32N2030“ Ch et

HEEXI(%) 5 C 5 74.25, H; 7.67, N ; 6.66

AMEXI(%) : C; 74.40, H; 7.65, N ; 6.53

[&Al0H 5]

?—[g],é—ljl (4- QEIHI"') -RHE]-3-ME-4-5|ESA-4-HE-2-2A-1-SA-3,8-CIOt XA T 2

-[4,4- HIA( -2 22 HY)-3-RH L ]-3-02-4-01
Al 2

9

7.0g2
[4,5]012t2

>O—

mol/&4& 122 320ml 2 M |OI= &HE & AtSQ =l 28
5CJJPII WAIID NS GLE = ZEY HNDZS 22 NHOID AXZAH EHSEES o
S 92.0% =82 2AUACH.

ST : 238-240C(2aHE = )

0 9IIZ JIEALH 2BHS HIIGIK 1 Q& 2I1HO2 26 R2(A2I0H
0 ol 24

CaHaoN20501l CH &t

HAXI(%) : C 5 68.40, H : 6.62, F ; 8.32, N ; 6.14

AI=X|(%) : C: 68.36, H: 6.68, F ; 8.50, N ; 6.25

[& A0 6]
8-[4,4-HIA(4-E22Z2HE)-3-2H L |-3-UA-4-5| =SS Al-4-HE-2-SL-1-SA-3,8-CI Ot Kt A T &2
[4,5]-0I2t G&k 2I1Hol M=
5.6mle  Ol& ot2lg 20mlel AW 10.3g2  8-[4,4-HIA(4-EFLZHYE)-3-2HE]-4-0IE -
2-2A-1-2At-3,8-CIOtRNHAIIZ2[4,5]HI2tES =0 M) WEHSIHA 182% HDIISHC, g2
st 2gus0ln O Bs 2822 %= 4 WX 45THR SISttt EIt & UISEEES
A20AM 18~20AI2tSet wEHEHCH, 2EFE HMEES Oltol Held AMC=Z MEGHH DJEF_@EP. )
ZINE s A SHUES FOGHH 1219 Fagoz HEAIIIM  HEHSE=2 FRIIES
78.60% =82 AULCH.
& 140~1417TC
1 g1 24
C34H46F2030“ Ch et
HAXI(%) 5 C; 71.80, H; 8.15, F ; 6.68, N ; 4.93
A=X(%) : C; 71.88, H; 8.33, F; 6.61, N ; 5.11
2 SIEESSs s2s YHeZ HEE SYSES MESH Mg = Ut
1) 8-[4,4-HIA(4-EZ2222H Y )-3-2H L ]-3-[2-(3,4- [ZI[HIEAI HY)0E]-4-3lEEA-4-0E-2-=
A-1-=A-3,8-CIOt XA T 2 [4,5]-0I12t, 8& 143~144°C =42 ZeleldE=2 129~132TCTUH M =l
StCt
2) 8-[4,4-BIA(4-E222H ') -3-RHY]-4-0 EZA4-HE-2-SL-3-Z 2 Z-1-FA-3,8-C| Ot At
ALIZ2([4,5]-012F &k 21, & 247~250C(2HE =EH6H0)
3) 8-[4,4-HIA(4-ERZ2HYE )-3-2HYE]-3-A0| 22 & -4-5| S S A4-HE-2-S A2-1-SAl-
3,8-CIOtAHATIZ[4,5]-0I2F d& 201", & @ 256~258C (2 E =B6t0)
4) 8-[3,3-HIA(4-EZ2L2HY )-2-Z2H Y |-3-2E-4-5| EFZAl-4-HE-2-= 4 -1-S At-3,8-C| Ot Xt
ALIZ2([4,5]-012F &k 21, & 0 228~230C(2HE =EH6tH)
5) 3-B#IZ-8-[4,4-HIA(4-ER22H Y )-3-RH L ]-4-5| ESA-4-HE-2-S2-1-] AF-3,8-CI Ot At &
O2[4,5]02 S& 2319, 8& @ 179~181C(2HE +=BtotH)
6) 8-[4,4-HI1A(4-ERLZH Y )-3-FHE |40 E=EA4-HE-2-=2-1-5A-3,8-CI Ot Kt A T 2
[4,5]012F S4& 2otE, 88 © 1556~ 157C(—‘i’—8H§ +=8totH)
7) 8-[4,4-BIA(4-ERZHY)-3-FHYE]-4-0 ESA4-HE-3-(1-LIZE) -2- =2 A-3,8-Cl
OLRtATIZ [4,5]0I2F G& 21, & : 230~233C(2HE #=L+6t0)
8) 3,4-CIHE-8-(3,3-CIHLE-2-Z2H Y )-4-0| =S Al-2-5 S A-3,8-CIOHAHA T 2 [4,5]012F &
ARIIE, & 0 211~213C(2HE *EtotH)
9) 8-[4,4-HIA(4-E2LEHY)-3-FHYE |-3-tert-2E-5| ESZAl-4-HE-2-= 2 -1-S At-3,8-CI Ot Xt
ATIZ[4,5]012F S& 2318, & 1 220~224C(Z2HE +totHH)
10) 8-[3,3-HIA(4-ERL2HY)-2-Z2H L ]-3,4-CIHE-4-0SEAN-2-SL t-3,8-Cl OF Kt A



£1994-0000830

OI2[4,5]012F & £ItE, 8F : 238~240C(ZHE +=BtotH)
1) 8-[4,4-H1A& L ]-4-3 ESEA-4-HE-2-SL-3-HE-1-S A 3.8-CI0tAtA
oz[4,5102, 8& : 1779~181C(2HE =E6tH)

12) 8-[4,4- HI*(4—%—?—9ETH
2[4,5]02,

3,4-CIHE-4-3IESA-2-22-1-=2 At-3,8-C| Ot Xt A T

=3 20

13) 8-[3,3-HIA( —EEEELHI'—') -Z2H Y-
oA

3~ 204COIA =SolietCh.
JA-CIHE-4-3l EEAI-2-22-1-2 A-3,8-CIOLAtA
=]

OI2[4,5]012F S& £ItE, 8F @ 241~244CT(2HE +=Bt6tH)

14) 8-[4,4-HIA( —EEEEHI“') -3-RHE]-3-FE-4-3 ESA-4-HE-2-2A-1-=S A-3,8-CI O A A
O2[4,5]02 S& 2019, 8& @ 229-231 C(EHE =85tH)
[&AIOH 7]

3-(4-22=2HEY)-8(3,3-LIHE-2-Z2HYE )-4-5| ESA-4-HE-2-SA-1-SAt-3,8-CIOt AT 2 [4,
5142t g4t 2ItE 9 ME

30mlel EclZ=2Z  Otelol  6.4g2 4-OtMIE

-1- ATIH eI e 2 3.4g
o 4-E2Z2MHE OILAIOIUIOIEE ERE WS

(3,3-LIHL-2-Z2HYE)

-4-5l==

MZ 0220 BAIZFEOr MUSIEA S=otH B

A2l CHS, 202 250l SRAIZC0. 0 =2 IR #WMes =2 =, =284 222 0y

S HI2D MEMBMS MRIHHEZ S50] 0Nt 1 BUS SIS0 SLAZIC OESD

Mo BEE22 PE ZHEO2 IHGIHA ZMA22 WZEA =, 20A HIE +49 [0

AD2E LSH2 ZHIISIH 1O Sa 2IEOZ MBAZIL, 1 HAl SANAS 47.3% +8E2
o1 4T}

HAXI(%) 5 C; 71.22, H; 5.98, Cl ; 7.25, N ; 5.73
AZ=EX(%) : C; 71.29, H; 6.14, Cl : 7.40, N ; 5.60

(
8-[4,4-HIA(4-222HYE )-3-RHE]-3-RE-4-5|ESA-4-HE-2-]L-1-SA-3,8-CI Ot KA T 2
[4,5]012F St 28l M=

73mlel HE 0IARE  HE0 7.27¢9 3-2E-4-5|SZA-4-HE-2-SA-1-SA-3,8-CIOHNGATIE
[4,5]012¢, 12.89g°] 4,4-HIA(4-222HL)-3-2HY E=2010/S, 4.9802 PAEBMZE 2 0.60
o 2RC3 LAS BRGL Y= EHBS 6ATS WEIGHA 023 RSN RS
Y2ARl =, RIIUES 0BGl HE = 0AREIECZ HEGIL OBUS B2 MK B4
OZ 5, P4 IIUSOZ AXE 1S SMHE 26 SFZAZLL. NESE =% u=2
S MZFE =, 20id MH2S WU BHHD I MR HLY BeLABAS HIISHO I
TAHA 793460 ERSA 2GS AT
S& : 230~233C(2HE +E5H0)
J|o 24
CashaeC 1 N0s Ol CH B
HAEXI (%) 5 C; 64.89, H ; 8.62, CI ; 13.70, N ; 5.41

AZXI(%) : C; 65.04, H; 6.60, Cl : 13.62, N ; 5.48
[& A0 9]
8-[3,3-HIA (4-B2Q2HY)-2-T2H L |-4-5| SZA-4-H2-2-SA-3-T2H-1-S At-3,8-CIOF Xt
AT|2[4,5]62-8-018 R2Es2 ME

400me  HELOIASLHNEN 4199 8-[3,3-HIA(4-B222HE)-2-TZ2H ]-4-5 S = Al-4-H -
p-SA-T2L-1-2A-3,8-CIORALIZ[4,5]012t3 0.7ml°] 22CEs HES =22 =82S 2M2
Sob HEsICH WAN B, ZHH NS

m
Oiototy] CIOIAZZEOMEZ MAGSHH, 0CTHHA ¢
A

23
25 ULCH.

2EAI211) AXRGH0 HES H4sS &
& 1 232~233C

©
0x
=
10
=

gl

50.0g2 3“8/\*‘:2 92g°| SHEA, 4002 Z2XNAE, 492 2cldHlE mScld, 6g2 &4, 1g2 A
= Olatat#a(0iolZ24 )2 692l = E2tot

X
%"—‘\/\Iﬁ 212t 50ml 2l #4422 gRote ENE e
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UM &Yst H Z201 MZEE FME SKE YHPHoz LHEIN 42 ZEgote &2z I=sst
=, 0 90& o2 ¢€E 2A% JIE2URH 2AQ =22 HOtotW 22 250mg 2H Ll €2
d2 =0
c) WEO M=
10002l EHHES 3002 c2H=2E EAMLIES, 28092 =%, 28092 =EA, 492 W& 0|AtgH al2|
Z(HZ4a) 6g2l AHOEIAN OFOUSEW W &2 E&Es U8, 1 Eg=2s M2 HM ZE
B2LEl &0 SHES 22 10092 24844822 &Rote HE2 d=0C.

Zrerol ME

)
=0 2E 22 I 100 CHGHO AHI&HEE 240ICH
(]

100.0mgS EHHES 200.0mge EAQ M5 E@otD, 1700.0mg2 A I (0, Witepsol
4)2 E8AMHA 0THA YW2AAIILD L4z SEAS ZFESS ZESIIE MESIH AHIH &
Sotlt, 20l de=s d2A2 2FE S0 U, 222 A2 2 2000mgOl L.

S84 1.00g
SAMSHUEE 0.269g
S H A 0.30g
LHIF2I(DIE 4-BIEZ Al BHIZNO0IE LLIEEY) 0.10g
ItHFE (Carbapol) 940(Z2|0t3 AtH) 0.30g
96% Ol Et= 1.00g
gAHZ &= 0.60g
SHIE(70% =2 H) 71.00g
EE= 100.00m| kX
HESHH WetolHA 20mlel ESF40 LI A0 S0HUE SHH OFF AHOZ IHIES
HIIE, 20E 2HUS 10 LUK 12AI2+S0F 2EXISHCH. HIS0HH RA0MAM FOE 29 FASHILIEES
mle EF40 SoHAIIID EHHIE >=8HY XSHCZ gAdlel =2 HES SHH nEGIHA
HAMSEICH., 0| =820 SHANES A2 HIIGHD 20 2 REIJIZE AMESIH SEAD. S
Moz, 1) SHEHZ2 S0 HIot 100mI DA ESot] AgE SEHZE pd 2MIIE Sot
g=0
(57) 79 g4
A7E 1
QUBLAI(])O] 2-=24A-3,8-CIOIXATIZ[4,5]012F |SEHM, AD| 29 ARIIE L Hiz 24259
R.‘

O P

C = Cll — (CHp), — N
R . .
N—R
O o Ve
(1)

AIIAUA, RS 44, Crp L2, Css AIZ2LZ, IIHBAZSE Coq OFR E= IIEAZE, Coq OFE-
Cy &2 O0F=2 20lot=dl, &J1 IIEAZES Ceq OFEOIL IHEAIZE Coqo OIE-C, 22AES 1
gtsrE 220| il = 1 0lae, sS2otHL &olst g=z2A(5)2 XL otk L= 1 0l
A9 Cy ZZOILI Cy EBAl OE(S)2 XNEHNE 2= Us H0I0 R RE sl slc=a
82 UEHWHD COE ot HE1&82 LIEHWUH §RSEP R4E 2L 21, =4, oL = 1
Olate] E=22(E), Gy L2, Ciy L2A, ECIEZ2UENE L= Ciy LIH=AH0 2ot HdeiNo=Z2
HAESIE SIEEA IS LIEIHLHO ; n2 10124LF 20ICFH.
8 2
AJl HIEgH UM, & 2IIH0| 8-[4,4-HIA(4-EFRLZHY)-3-2HYEY |-4-5|=2A-4-HE-2-5
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=3
=/

=22 H
OIES
150 RS

(4-

ES

o2 (4,5]c2t

|E=A-4-0l 2 -2-S A-1-S A
)-3-S e ]-4-
O

A

(6]

=
ST
=

, 8-[4,4-HI
[4,5]012F S=H.

QZH
all

&
At-3,8-CIOt Xt

— 4_

(4-E222HY)-3-FHE]-3,4-0
It

¢}
=2
=T

E
%_l_
%
(4~

S SO0lA

£t
o214,
IEZAl-
QZH
&
4
e

\él
, 3
G

=Wy,
A
ot
o2
(nel 2-=

-0
==
=T

=

-

A (4-
of A
A

,8-CIOFAt
Al

112 [4,5] 62!
|ESA-2-=224-1-= AF-3,8-CIOFAt
-3,8

ol ot

A
5t

A
=2
=

ot 8-[4,4-4l
t= &1 Jit

ol2[4,5]c2t

=
s
= =

A
o 2 A
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