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I. #IZICBid HIEEB

1. FARORE
U—=8 (4 : 7 aFT7E/RA) 1, YRR CHE SN LEZEAIT, ko~
TR RILAEM LTS LR 5T ) OT R ALAEMTH D,
AANTOHIE (HbaRRE, THRMER) (ISR 2 B RIERI NCARZE « B - D& - 819
O - MEIREE, HHEMRETECHEI DTN - HIY - BEBERIEEZWESY D, £, R
BEELTHEHNWLND,
1969 £ L 0 7 v F 7 B R ABAORIEKFHERZ B L, 0% OERKRERIC L 0 KA OH %)
P, LMW ONCAE AR S, 1978 4F 5 ALK Z UG L Y —EBFAHE (5mg -
10mg) AN Y — BRI AT DI -T2, £D%, 19884FE 5 H 31 HIZ [ HAMRELH
JE] ORNEEBINDO —HE AW AR A1), HI2 1989 4F 3 H 1 HICIXHFHmAE =2 31 I THE R
WEE N7,
1998 4 1 AIZITWEREEND 7 4 Vv b a—T 4 TEEIZIUG AR Lz U —EEE 5mg WNZ Y —
EhE 10mg OREHHHAGEZ B, 1998 427 H X 0 IRFt & Blth LBIEICE - T 5,

2. MR OBEEN - BEIFAEE
(1) UV —BIZENT=HFARLERN 2R L, IREFEN, st /EMIEsnn 2 &8RO 6Ty
Do
(2) FERIHL 14,032 1] (BEA<BE, TR 692 i (4.93%) 883 EDEIER N HE STV D,
FE2ENWEAIXIRE 390 14 (2.78%), 562X 109 7 (0.78%), #BEU& 57 F (0.41%)
HTh otz (ENSTREK ORI R FE AR (B EAPRIE) S oL — FRAx54h)
E, ERZBIERE UCQIEEME, IFRERE, SE RS S TnD,



0. £#ICEY 5EHE

I. AFICEI SEE

1. BR5E4

(1) #04a :
U —E§E 5mg
U —EHE 10mg
U —E Rk 10%

(2) *4 -
RIZE TABLETS
RIZE GRANULES 10%

(3) BFRDHE :
lyze (33 5) =A% % L%, Rise (L5) —»&rEts, RIESE () E A

2. — &4

(1) ¥4 (&aE) :
7aF7ESRA (JAN)

(2) *4 (fdik)
Clotiazepam (JAN)

(3) RTL:

3. BEXRITRER

Y FREUVDFE
5+ C,,H,;,CIN,08
4yF-& : 318.82

B
a\

5. {4 (f4iE)
5-(2-Chlorophenyl)-7-ethyl-1,3-dihydro-1-methyl-2 H-thieno- (2,3-e] —1,4-diazepin-2-

one(Chemical Abstracts name)



. AWMICEY SIER

. BRA, B4, KBS,
Y-6047 (JR%RE )

. CAS &% 5
33671-46-4



M. A5 ICEd H1EE

M. A% ICEEd 5IER

1. YELEFHTE

(1) 5188 - K -
A~ F ORI TR RME OB R T, 1B WAL, WiTbFnicEwn, Szl -
TR IZEBT D,

(2) B -
701 RV BTHRD TRITRRT LK, A% ) —N, =& ) —)L (95), Tk b, EifE (100)
SUTEFE = F IR T R T, V2T —T UTROR0RIT 0T <, KITIEE A ETRIT 20,
AdhE 0. 1mol/L H gk I 1T 5,

7 aF T BN AOKFEEE T DAY
ME R @HNZHREWHE (25°C)

TR 1g VAR 5 DT L - st JA 7 T OVERYE D F R
V=R =Ei VIO 1mL A Fiz b CERITF 90
A B )= 3mL BT
=% ) —L (95) 5mL BT
TR 2.4mL BT
KEfs (100) 1.4mL LT
Hifs— F L 4ml, bR M
JrF T —F L 17mL LR RT N
7K 10,000mL 2L E FEEAEET RN
(3) BT -
WARIEITRR D B,
ST I =
32%RH 52%RH 75%RH 90%RH
Day
21 0.1% 0.1% 0.1% 0.1%
A Ebm (RS, R, RES
Bl 106~109°C
(5) FRIGE BTSN -
pKa' = 4.11£0.05 (ERAMHB G EERIE )
(6) HECIREN -
(25°C)
pH Hexane/Buffer Chloroform/Buffer
1.7 0.53 40
2.6 4.21 332
4.8 50.0 0
6.8 118.0 co
8.8 co co
10.5 0 o




M. BT H1ER

(7) ZDMD E 7 RIEE -
BRI AR [ v
CH,OH A max244nm

A max320nm

0.1mol/L-HCl

A max262nm

A max392nm

2. AT DERERTICEITHIRELR Y

(1) [EIAARRE T oL EME

HREROFELH PRATZR1F PRAFIETE PRAFIIH b 5
EWIRAT 25°C, RY)xFL o8 (ZF) + "
iy 7"
i 60%RH | 3=77 A — k7L S mies L
s 40°C, RUzF Lo (TF) +
2l k1 754K 7
PHEE S AR | S o 61 ZfEL
ﬁE x: E s an
40°C i 90 A ki L
[UE)
e
4HEA42 5 B 2 B
60°C eI 90 H bz L
(%)
40C, e 1 25 -
iy 7"
60%RH (A 90 et
T 0C I 2,375 ]
40°C, . sy -
I f
8200RH (B 90 Efe L
S MBS T R BICHEREIC 14 F
Ty P el z z )
" . . HiodloEm L, 7THREL
S & N
"“@fifhz; )7” 91 H | Ay b (TLC) 73
mENT, £, REERICH
TG EKR T2,
x| EE A 14 HBICHEAIZERL, 21
MEAHIAT 7L o1 1 A By ARy + (TLC)
(with N,) PR SN, £, DT
REEIN T 2T,
BET TN 21 H b L
(with air)
R 1LRERIEHE - Mk, B, IR, R, Bl (e~ s 77 40— (TLC)), &8

* 2. BRI« SME
* 3. BRI« SMEL

(2) 7 v F T B LKEIROES BT TOREME

Fikwd (HE2sn~ 777 4— (TLO)), &
Wi, HEmE (7 e~ 777 40— (TLC)), &f

Pax 1) ERME (%) * TLC**
WIEE Colorless 101.6 1spot
B 7 oL Colorless 78.8 3spots
weT T Colorless 99.1 1spot

* Averages of two determinations
% % Solvent ; Toluene/Ethylacetate/Methanol/28% Ammonia Water (15/20/7/2)
Adsorbent ; Silicagel GF254, Thickness 0.25mm

Detection ; Iodine vapor




I. BT SEE

(8) VR R D2 TEME:
fafn/KEE O pH : £ 6
pH5~7 (0% =% ) —)VIRHK) CTERETHHD, MEMEH D VNIRRTV h Y M TRE
TE & 72 DEMN B BT,

FEER TR D2 EME (650%™ &/ —/VIRiK)

Residual content (%)
pH 40°C 60°C
16h 40h 72h 16h 40h 72h

1.20 99.2 97.9 96.8 97.2 89.3 79.9
3.01 101.2 99.3 100.9 98.8 94.3 86.0
5.50 102.1 99.3 99.8 101.2 99.9 100.4
7.03 101.2 101.9 100.1 100.8 99.7 99.3
9.16 94.1 89.2 80.4 87.0 76.3 61.8

< BRI R X B R >

o K5y i
cl cl
C=N\ H20 C=N—CH2CO0H
CHz2
CH3CHz” S I\f_ﬁ/ CH3CHz” 8™ “NH
CHs; O CHs
(1)

lH2O

cl i
C=0

CH3CHz” S l\llH

CH3

(1)
o ey i
cl Cl
C=N_ C=N_
CHy ———» CHz2

CH3CH2” 8" M’ CH3C” >S” N C
| I I | [l
CHs O 0 CHs O




M. BT H1ER

3 ﬁxj]ﬁk o)ﬁEmLu_\:%ﬁﬁi
HiE (7 a7 8RN0 OMERRERIC

(1) WRERTATR SRR 92 = & 12 J:%)Hl%%\é@jf
(2) SR AT AR S B R e
(3) AL D EMEROL (2) K ORREEE O EMERS (1)

4. BYRS DEEE
HE T7aF 784 OEREICE
TN AT EYE (0.1mol/L j iﬁ%ﬁé)



V. RAICEHY HIEE

V. ®HICBd 5IER

$€ 10mg : Y-RZ10
PERL 10% : 72 L

(4)pH, &EELL, #E, HLE
LR

BREDERURTER pH 5% :

1. R
M FROXA, SERRUMHEIK
U —E§E bmg Y —E#E 10mg
I A S NS
ﬁégg AR 7 aF7ERA bmg HR 7 0F7 ¥ /55 10mg
MR - A M 7 4V bha—T 4 v 7k
» [© O =] O =
[IERES B [IERES i
pszkics (mm) (mm) (mg) (mm) (mm) (mg)
6.1 2.9 86 6.1 2.9 86
U —-BPERL 10%
EEE)D %ax ..
(1g 1) HF 7nF7E/XA 100mg
MR - A M fa - kAl
(2) HE|IDYIE -
<$E>
- BHEE : %9 90N (8 5mg + & 10mg 3£)
<Yk >
< RIS  TH R OFERIA| ORI EERERIZE AT 5,
TR PERLA O R HLES SE i
10 & 4218 iR
12 5% 5%LLT 0%
42 5 iEiH 15%LL T #10%
30 HFE* - 9 1%
* 5% LA FOHGE I, wHEER, AR L,
- ZEA REMEOREL LT, 4V T 0 AREWTE
* A4V 7 ¢ A£% : 3.15mm
FEENE « BRI AR E, JhER %2 ) E
k BIRER ¢ K 28%
Q) EAa—F :
% bmg : Y-RZ5



V. X995 1EE

2. HH DR

() By (EERSD) OEE

U —EHE 5mg ) —E#E 10mg

YA

ﬁé§§ AR 7mF 785 bmg HiF 7 v 7€/ 10mg
T LAY, FUEnaLF Ty, AFARAO—R, ATT Y U SR
" L, EFEAn—X, BLFEY, AT U EY

U —B R 10%

A

(ﬁlfggfpj)j HiF 7nrF7E/"A 100mg

AL D~ =F—)l, AFLELT—R

(2) &y

ke (1) HER

(3) Z Dt :
PARPrA

3. BAK, ABNOSEMEICHNT HEFE
PN

4. HEDBFBERHTICETSREN

<#E bmg >
R O FEEE RIFSME PRIFIERE PRAF IR e
PTP 4! 34F XA
EWiRERER|  25°C, 60%RH
Hipres ’ HY TF Lo 44 k7 L
Py WA X 23T OIS T AR 5
B | 40, T5%RH PTP +#H 62 ek, ZotoREE R REls L,
HORYZF LUK 6 A7 L
25°C, 60%RH 190 B 120 77 1x - h HICHRFRmE A DT M
M e sT (% - h) HEAAIZHEO LD, F O oORERIE
(9 2,0001x) x BIEZiL,

NI A% —L
HisakER* | o |26°C, 60%RH (ﬁu%@ézvfy
IERIMREICIT | 4 L e )

(20W DEHT v~ (204(1)%&5%52112) k7L
TR F—
% 5W/m?)

* 1B E « AMBL (55, BT, K4y, HRWE B/ e~ 7574 — (TLO)), MERER, WK%, &
* 2 BT E « 4MEL BRWE EfE2 n~ 1757 — (TLO)), MR, WiHRR, &&

%3 RRIEE - 4Bl W, HRWE @R/ n~ b/ 77— (TLC)), MR, AHRR, An, &k

* 4 BRI MR, B, BERWE EE2s o~ b7 5 70— (TLC)), Ml Wik, &&




V. RAICEY HIEE

<#E 10mg >

PR DR RAFSR1E A7 TE LRAFHATH it
oy WARIZ & 53T O EINT 23380 H i
ISR 1 40°C, 75%RH PTP +ift 6% A ey, EOMMORBRIER T2k L,
HORY =T L R 6 % A b7 L
25°C, 60%RH 120 F 120 77 1x - h HICHSRRE 2 DT DM
EFEReiite) (I - ) HAGICEO LD, TOMmoRERE
(#7 2,0001x) o HIZZ {72 L,
25°C, 60%RH ZJ i x/%/ﬂ7_ g
SRR | ot |42 = DY RUtfbe =975
(20W DENT (200W - h/m?) 2k L
T X —
) 5W/m?2)

* L ABRIEH  SMBL, WIS, SRWE (B e~ b5 70— (TLC)), MEMER, WM, A, &k
k2 BRI A ¢ MR, W, EEWE B2 o< /77 0 — (TLC)), Hila, wAlnts, &%

<JEK7 10% >

B OFA PRAFSA: PRAFIERE PRAFHIH IS

R AR Etl) Gaayin 57 H A ik L
N 40°C M2 395 B 75 2 90 H ZAb7e L
- 60°C A 5,75 B 7 30 A vtz L
N 40°C, 60%RH| fE@FHIAZ M 90 H b7 L
40°C, 82%RH| MmEOFAZRE 90 H ik L

o O 7H Ec:%%ﬁﬁﬁ@fg%ﬁéa:%
- w7 7 14 A ZAb7e L

10 5 1x « h B2 DAV A @D

kT MOFEHRERS | 60 Flx h [#EOICEL, DHEAR Y b

(1,0001x) (TLC) NWeR&ni-,
BRI R 60 Flx-h ik L

*1LARBREAE (48, BERME (Er o~ T 70— (TLC)), Mgk, @i, a5
*2. BB E cAMEL PER, ERWE (2  n< h2 T 70— (TLC)), mbEaER, &fk

* 3 RABERA : AMEL, R, BBWE (EE7 e~ 777 0 — (TLC)), WAEGARR, &
k4 RABRHE c AMBL EBE (WE7 n< 7T 70— (TLC)), &

CRAEER NBMREOREMN
BEARRNA

ChF EDEEELL (MEBEENEL)

U — B R 10%0.3g LEAHEMLOFEMN 1 AR RELZRSG L, &ESRMN (30C, BE 92%),
S (20°C, IBFE T5%), =RiRME (14~23°C, 1@ 37~78%) @ 3 &M+ T 14 H MR
UAMERZAL, W 2 Mt LT,

(XT. {5 : UV —EBEA 10% A A 2L S )



V. XIICEHd H1EE

7. BHMH
<EE>

[EAMR) 7 aF T B RAEORERRIC LD, T74bb
ZHV, THR EHERBRIED S RIS LY 85 50 [\EET

1% 80%LL (8 bmg) XX 85%LLE (BE 10mg) TH 5,

<Jkr >

VRAE 7 FT7 BN LR O HRABRIC L 5, T720bb, SRER#KIZ pH4.0 ® 0.05mol/L FF

fie « FERET H U v AEEENR 900mL & AV, [HE) WHERERIED /S RV XV w845 50 [Hliix

TRBRAZ1T9 & &, 90 KB OEHERIX T0%LL FTh 5,

S (9) HEH

> = ®» ©
S S & o

o
>

40 |

() HEB

= w2 9 ® © o
S 5 3 o &5 S S

w
S

20

Y —tE§E Smg

L HBS4 7 aFTERL 20 AR ER] 3. & bmg

4. FRBRIE : pH1. 2, pH4.0, pH6.8, 7k 5. [EIEEL : 50rpm
6. FriE Al - A
,””
=
-
-
-
-
-
-
-
-
-
-
-
-
-
,
,
,
-
old
- ©ttt pHLL 2
z” - - il 0
— pH6. 8
— K
10 15 30 45 60 90 120 180 240 300 360
AR ERBURF ] (43)
) —¥HE 10mg

1. BRES 4 s e FTE s 20 KR gEAl 3. & 10mg
4. BRBRIE < pHI1. 2, pH4.0, pH6.8, K 5. [EIf%L : 50rpm
6. FLEISVEA] : AT

4 pH1
<7 == pl4.0
—
K
10 15 30 45 60 90 120 180 240 300 360

PRBRER U] (53)

PRERIR I AR BRVE O S 1 % 900mL
RERAEITH L X, 45 pREOTEHE



V. A9 5HEHE

10.

11.

12.

13.

14.

U —BHk 10%

1. HRRS4 7 aFT88A 20 FIRL: JERIAl 3. &R 100mg/g
4. FBRIK : pH1.2, pH4.0, pH6.8, /K 5. [EIf=%L : 50rpm
6. SUEIGPEA] AT

- et pHL 2

. == pHi 0
— pii6.8

e — kK

30 45 60 120 180 240 300

BRI IER IR (53)

Y F IR
Y LA

HEPOEYRS OHERHRE
<§iE >

(1) #RA% AT O B I E V5
2B~ /77 4—
<fgkL >

RO AT BRI E v

HEPOBEURST DEEE

<fE>
SN AT e BE I e
<JER >

ks~ 7o 74—

ballii]
BEARRNA

BAT DRIREMED &H 5 5RHEY
4

EBANDELGERS - NENRRERBRICHET S1ER
L

FDith
BEARRNA

360



V. BRICEI SHEE

1. DEEXITHE
O LFiE (HLERER, TRBRIER) IZBT 2 BIEFER L RNIAL - BiE - DR - oD -
I AR 5
O FTRUERBIZBITADEV - JFI Y « BRI
H AR TR
O MR

2. AERUVHAE
HEITBF OFE, ERICKVIET 525, BERAZIZZ e F 7 ENAELT1 H 15~30mg
Z1H3ECoTTRARET S,
REETR O AE, BT E X TiaNc s v F 78 )AL LT 10~15mg 2 #0595,

3. ERPRALIR

(M EBRRT—2/1\v7r—2
A% L7

(2) ERERNE -
CHEEREEERBR A T 1,393 i (BEASE, KD 12OV TCIHEE S M7 ERARRER OB EI
ROLEBY ThHD, 72k, BHEREIIREATEREDOE AT 10~15mg, ZOMoOzhEE - 2R
DOEAIE 1 H 15~30mg Th D,
BRI “FRheROLND LD LI EE4ER,)

YR ERA B
DEE (HbaEER, fRERAER) 27101 58.5% (523 /894 i)
B AR R E 1517 57.6% (83 {5l/144 i)
RO ES S 63.1% (224 #1/355 #i)
DNEE 277, BARMRRTE 19, WRECETREE ¥ (o3 L C EHE MBI L > TRAID
HHAMUENRD BN TWD,

DA EF M FEEIRET, 14, 230 (1974)
A FhE Ml B LI, 10, 2063 (1973)
4) k)1 Bofth FrEE LR, 22, 647 (1973)
5)fdE  FEPH  fth : SKEL L VA¥E, 13, 841 (1985)
6) A IEFE M ERK S #FTE, 61, 2705 (1984)
TNG B o BRI & 828, 52, 2820 (1975)
Q) #kAR IEAL i BREE, 21, 243 (1972)
9B AN il FEE L ERR, 29, 691 (1980)
10) B H  J53C : 2L FdE, 16, 1789 (1979)
1D %HE 3 M DEES:, 20, 200 (1980)
1204 B&E i BREAR, 10, 1057 (1980)
13) BH ST i : 75¥E, 62, 2045 (1980)

14) =1 AR M BER & 678, 58, 3362 (1981)
15) it RE M BREIK, 2, 1395 (1986)
16) A 32 2R LK, 23, 2559 (1986)
1T KT &— fh: FEELEK, 35, 2609 (1986)



V. AEICEY %1EH

(3) BRARZEEEHER
(1) fEEERR A ICZ v 7B S A 1A 15mg Xid= k7B /XA 10mg ## 5 L, KRR
Wk O FBIR 22 MEIR 2T 558 (BMIRIE, REERF Oy, EORE, RIEM) 28]
Bl A, 7aF 7T ERARBICLY BOREIRIENRA L, L REM HE
IROMENTEE T, BHWEH (552%F) 1347 <, REREORK TS BRAFTHhoRMRE
bFRFTHoTZ Y,

18) fifk  Fnd: il thNEE
Q) EFERAICZ BF 7 B /A 10mg, 20mg KON 7 7R %25 L, psychomotor
performance (& KX FEIZ OV THMM GIEIC L D EEEkE, ARIEOEIL T
AR A FRIE S L TRET LT 24, Z7aF 7884 20mg 5T, 77 8RR LW

DNIREDBO B, EOLEDE AL LARRNLHE TR D Z LRI Y,

19) /N1 WG fth RS SL BT JE AR R 4 46 p.163 (1972)

) AFIO AR STV Sk - B 1F 15~30mg % 1 F 3 BICAMR, MRBHITEEEO 5 it
ERITUTTNATC 10~15mg TH 5,

(4) IFRIHER

P OE -3
ABE « SR LHIE - MRIEBRE T1 61, 5 2961, %42 6, F#s 15~79 ik,
FARERII ALK (29), MEARFETE (24), 96%% - BHE (18), S (14), ik - &
B (13) Tholz,

- ik
18EH 7 v 78/ A 2mg, bmg, 10mg % & TefeAlZ HVvy, 1 H 3~4 RO #E L
7o, H5HIMH : 3~28 H,

L 2 i S
FRh ERITIFE A CTERL, BEABICKEO RV D
B JERITE TR - TODHR, HEAEFRIZIZEEAEXEDRWNED
RORAEL ERITEIR L7272y, Bk -oTRY, BRARICLRORXEOH L H O
WS JERITIFE A EARET, HEARICLXEDOH S H D
B AN AT, BRI ONC B AFOLENAE A LZH 0

© FEHE
FNERIT 30mg B GREICB W TIL 38% T, 6~1hmg HHRED 25~17%IZ L~ TE D -
7o, BETMATRETIL3HGEHBICKREIREZTRO N N7, Lo
T, useful dose range |£ 6~30mg/H C, M &EIX 15~30mg/H THDHEBEZ LI
7o BRMMEEEIT 40mg/H UL L& EZ Bz,



V. JAEICEAd HIER

BehE, BRI LR

e fi HE e H5h RRHH 5
HE 0 0 0 0
6mg S 1 2 1 0
FRIE 1 1 1 1

at 2(25%) 3(38%) 2(25%) 1(13%)
HE 3 4 2 0
~15mg S 4 13 8 6
RYE 1 4 1 0

at 8(17%) 21(46%) 11(24%) 6(13%)
HE 1 0 0 3
~30mg S 2 4 2 1
RAE 3 0 0 0

& 6(38%) 4(25%) 2(13%) 4(25%)

SMEH 0 1 B1EER <
- BIEA -

SHOXINE L 14, IR 16, 88 1B TH-oT-,
IRZE D 1 611E 15mg/ H DHEGTh o720 Z D F ikt T HRE T, WFEITHKL
f: 20)o

200 WA 1IEFE i FERhEIRESR, 13, 180 (1973)

1) AFNOEBENTWAFE - HEIZ1 B 15~30mg % 1 B 3 [EINIOAR, FERTREDO RS IImE
B XX FAETIC 10~15mg TH 5,

(5) REEAIEAER -
1) BRI ETRERGEHER -
YR L
2) LEEREAER -

DEIE (HbasEER, PRERARIEAR) 277, BAPRRICTE @, BRI S 255 L
L7 ZEHEMEEGRER I BV CARRIOF FHMERZRD S,
DA TEF M FEEIRES, 14, 230 (1974)
A FhE Ml B L HIE, 10, 2063 (1973)
4) 7K)11 B BrERE R, 22, 647 (1973)
5)FEdE  FEPH  fth : SKEEL L JA¥E, 13, 841 (1985)
eI TEF th: BEEE & AF%E, 61, 2705 (1984)
TNE E o BREE S AFgE, 52, 2820 (1975)
Q) #kAR IEAL il BREE, 21, 243 (1972)
15) faidE RE M BRIKRES, 2, 1395 (1986)

3) B PEEE -
AR L

4) B - HEHHER -
AR L



V. JAEICET 5IBH

(6) ‘AFHIEA :

1) ERARERE - BEEARERE FHRE) - RERFTRERRGAR (TIREERREER) -
A ORI

D EBEMHE L TERTFTENDHNERIEIER L -RERDHE
FM LN



VI.

RMEE(ICEJ HIEE

—_—

 REZPHICEESH S LEMX T EME
FI ) OTEBECRILAEY, N VT RECRILAEY

. EIEER

(1) EREML - 1ERAHR -
PR TER & OVKAM#% R, RO R U T B R RITER L 20, K% - 8RR
I EOHBEE 2 U6ET 5.

(2) Bz R T1T HHEBRAE -
W CcOIEM

(1) HLRZ/EM

1) PIRLER & OFEREWE VWDbILDE~Y T A, Ty NTOHRXCFLUT T
A S AN A

2) 7y hCTOar7 Uy MTE) (MRIEMITEIET V) OEMIEMITTE LXK
D R 20,

3) BigtE~ o A, MERFH T » M X 2HHEIER KR O L O TEIBLEIC BV Ty
T BRI RRHGN 2,

4) 7 v M KD invitro DERRT, MR Y T EBEUVZFERICHH LT B/RA
CIFRIERIZE O E VBRI &2 R 22,

(2) & 2 EALIEA

1) MJECx9217EH « BmMERRFIET v b (SHR) O & &5 JE A 2 I3
5 23)O

2) {BIBICR T H1EH « KRMFIEIC L D ERMA N L RIBEZT TR, 7TAEY
AR S HIH 5 20,

(3) BRHF AR AE

~ 7 A T® Photocell 152 X % HFEEIEEN, 7 ai 7 aF & ol e
K ONEAREICRIETEE T 7B 3L LD g 2y,

(4) fistszlEH

~ U AQEEES TRBK CEGHERS, $727 v FOREE ORI B T
EVERIZ Y 7B /8 A LY gy 2120

(3) #E PRI - F4ERER -
DR L



VI.L EYMBEICET SEE

VI. EYEREICEET SIER
1. MAEEOHR - AEE

BERERALZ 5mg KN 10mg U — B4 HERE NG LG, E@encRIN s, 1 KH
Them MAETIREICE L, TOWHEERMIZZNENK 6.3 FffH] L N 5.8 IF#f] Toh - 72 29,

faEER A B 34 N, 5mg MO 10mg HiA[# 5 (CE#)fE+SD)

#e b toae (h) C,.. (ng/mL) tye (h) AUC (ng-h/mL)
5mg 0.78+0.31 153.2+40.2 6.29£2.27 546.11152.0
10mg 0.85+0.54 304.5+89.4 5.824+1.48 1206.4+368.4
(ng/mL)
1000

—8— SmghE 1 FE G
—— 10mg8E 1 SE& G-I

MEEEE

0 4 8 12 16 26 §4<h)
LS|

5mg M N 0mghE B H-RED A 7T 7B R AR EOHER
B +SD, n=34

(1) B LA M PR
B L

(2) &M iRERERR
bmg : 0.78+0.31 FFfH] (fEEERK A B 34 A, “FEHfE£SD)
10mg : 0.851+0.54 IRff] (fRER B ME 34 A, FEIELESD)

(3) BREREER CRER S N1 Mok -
ERBH

(4) s
MMERR L

(5) BE - ftAEDFE
VL ettt (A EoiEEss) (CBdTSHAE —7. MAEH] OHEZZROZ L,

(6) BHEE (KE2L—33>) RISk YHB L ENANDEEHER -
AR L




VI. EYFEICEY HEE

2. EMEERM/NZ A -4

(1) BT -
HER R L

(2) WU FE FEHL 27
Ka (h™?) : 2.3545 (fEFEEAIZY 7 F 7 B34 10mg HAIRE 1 # 5-FF)

@)NAFTTFTRASEY T« :
AR L

(4) BERRETEH
PN L

BYOVIVTFTIUR:
MUER e L
<BE>HENTOT—F
257 V7T 7 A 3.59mL/min/kg (RN BV 11 4, &Mt 18 4127 v F 7 B/ XA 5bmg
HA A% 11 45 5-FF D S fiE)

OF Xt
M ER R L
<BESHFEANTOT —H 2
2.47L/kg (EEERRA B 11 4, etk 18 &1 7 v F 7 ¥ /34 bmg HEIRE O£ 51 FH511H)

(7) MBFEOEEE -
A ER R L
<HBESHEANTOT —H 29
%1 99%

3. &R
E MIBWTRZE (RO M PRI 5%K 1 R ClREEICET L 2 L b, KFIOHEE
D DOWILE, LN THDH EEZLDBND,
<BE>SE (T v ) ITBT WL
Ty MZPS-7 uF T B ARLE RO SITERENE G L7256, WG OHRRICE LR D
RO THEEBRIUIRFTHD EEZLBND 0,

4. 5%

(1) ik — AxBa P @ E T
MU EER L
<BESEYTOT—X (T v H)
NIZBATT 5 (7 v b, po),



VI.L EMBEICET SEE

(2) % — e BEEAPT R 14
U ER R L
<BESEHYTOT—H (v T R)
PEHRES 17 H B Olff~ 7 A2 3S-7 o F 7B ANLEZRAKEGT 5 &, RlEdmm L TR
BATR A LI, L LIRIEOKNEST PSS IREIL, W bxhicd o RHMAD K fgds & OF
MAFERE L VIR, 24 FERRICIRIZ & A ER SR o7,

(3) Eit~DFATH -
AR L
<EBESEWYTOT—F (T R)
HEE% 10 HH O~ 7 A2 3S-7 aF T B RAZROKSGT D L, HHtF »S BT,
~ U ADIMEF 35S FREE & R U0, R mig T S SR LAFIT AT L REREIAY
Wz RLT-,

(4) A~ DRBTHE -
AR L

(5) Z DD~ DFEITHE -
HUERR L
<BESEHYTOT—F (T v k) 0
T v MI¥S-7 v FT7ERLERAOKGT D &SP IRE IR 5% 0.5~1 B &I E
L0, I, BEROBIBICERECSMT 5, £z, 3HEMICHR 28 G T b & ik
PR IR 1 BRI HEARE LD BRI, ERMBIIERD 5 TH2RN,

5mg/kg/ H 5mg/kg/ H
Sk bme/kg p.o. 1 [l RS (1 B 2 T po.
0.5h 1 3 6 24 4 H 138 2 i 3 1 %
Ji¥ 697 | 7.75 | 6.85 | 4.97 | 1.92 | 13.76 | 13.85 | 13.95 | 12.83 0.45
= 2.83 | 3.88 | 226 | 1.48 | 052 | 5.76 | 5.59 7.42 5.97 0.17
fisd 0.54 | 0.37 | 0.19 | 0.07 | 0.10 | 0.48 | 0.35 0.36 0.33 0.00
Jii 1.09 | 0.84 | 0.57 | 0.31 | 0.03 | 1.23 | 1.36 1.17 1.02 0.08
= 402 | 329 | 1.80 | 1.14 | 0.23 | 4.19 | 3.36 3.78 3.22 0.03
it 1.07 | 092 | 0.47 | 0.32 | 0.01 | 1.27 | 0.98 1.01 0.85 0.12
S 0.53 | 0.58 | 0.46 | 0.23 | 0.00 | 0.90 | 0.79 0.08 0.58 0.00
i 1.31 | 1.14 | 0.68 | 0.37 | 0.10 | 1.38 | 1.29 1.18 1.34 0.22
it} 096 | 0.88 | 0.48 | 0.29 | 0.03 | 1.25 | 0.98 1.04 0.88 0.00
] 1.50 | 252 | 1.54 | 0.74 | 0.03 | 4.07 | 2.47 2.17 1.53 0.00
FOPR i 1.19 | 1.34 | 0.65 | 0.41 | 0.09 — — — — —
Jifa i 091 | 093 | 035 | 0.28 | 0.02 | 1.32 | 0.83 1.09 0.92 0.02

(pglg ¥4k pgequiv. ¥S-7 v F 7 E/XL/g)

5. K&

(1) REBHBL R UMEHIHRER
FRBHAL - AT
TRBHRERS - RN BRI 10mg 2R A 595 &, RPICAEMmE LT3 Mo=F vk
DIKFBILEKR OEN DD TV mF A N3RS 7z 3Y,



VI. EYBEICEY HEE

CHsCHe

AN

H o
SN
CHaCH: CH:CH CH:CH ! CHsCO
N 5——% e ,y—% TS —>
=N OH =N OH =N
M-14)

Cl Cl Cl
g M-7) (M-8)
7aF TSN
CHs
s | ¢}
CHa-CH —] IN—/§
| |
=N

OH OH
Cl

(M-11)
MZBITH7aTF 7B S AOMRHIRE

(2) KEEFA5 9 HEEHR (CYP450 %) D57 FiE -
HE R L

(3) EBBHROERR VT DHE -
MR L

(4) KEYDOFEDFERRHLE
RS2 A 508, TOPRIEMILZ v F 7 B3 A HA~ARIET 3,

(5

~

EE BN OEERN 5 A —5
KPR L

6. HEitt

(1) BEMARSL B UHRER
PR

(2) Bttt = -
R ORI B O AFHIR 5 BEOK 33%ICMN T 25 (0~60 FEfH), REMKIT, #
H&EDK 0.6%LLFTh o720,
<BEBESETOT—H (T k) 0
T v MZBS-7 aF 7 ERLEROES LA, 1 B BIZRTISK 40%, FEHIZ 30%HE
M, 3 HBICIFRPITK 50%, FEHITK 40% 038kl X5,

(3) HEttEE -
MMEER L
7. FSURR—EF—IZET BH1ER
BRI L



VI.L EYMBEICET SEE

BHEISL DREE
MR L



VI &£t (ERLDIESF) (CBYHEE

ERNREFDER
%24 L7y (BB CIXE D BTV R

&g

2. ZERAB L ENER (RAESZED)

(2] (ROBHIZIEHRELGZWI &)
(1) SMEPAZEMARKAEO EHE o U AEMICZ VIRES LA L, ERE2E s Es 2 L

N5, )
(2) ERERG I PEDRF HMAEIERIC LY, EREZELIEIB8EF001H 5, )
<R >

(1) —AIZPAZERARENIED BE CTIdHia U AMEHZ A T 2O GIC I VIRELY LA &
LHRENDD D, KFNIFHN2R L2 ) AEHZAELTNWDLZ b, Ry UTEY
VREAIREOEE & LTHRIE LT,

(2) AFNTFIN 2B Hhi=a U AEH EtiEER 2 F LTk v, &G0 LY \EEMEEDIE
WEBEBEGDLBENOH L LD, XUy OT P REH L RFEOEE & LTHEE
L7,

3. MEERIIHRICEEET S EALDITE L ETDHER
A L7 (BB TIIED b TR

4. AERVAEICEAET SEHALDOEE EZDERH
ML (B TIIED HIL TV

5 BEERERNRETNDEH

(D) LEEOCHHBEE (MEKR TR LbNEIBZEANHY, LEEDH D BE TIHERD
BALIZORNDBENRH D, )

(2) FfEFEDH 5 EE UEREBESELBEARH D, )

(3) BlEFEDH HHBE UEABNEI HobhIBENRH D, )

(4) MIZHREMREEOH 2 BH EHAPMI bbb dBENLRH D, ]

(5) #LIE - SR (VNREA~DFE ) OISR

(6) ming ([EEwE~OEE ] OESMH)

(7) =35 UEHPM bobhdBERNH 5, )

(8) HAEE N ITHE R A RO H HEH URBH AT N a— A& LT,

< i >

() MEERTAHSONIBTNRH Y, EROBE(LIZORNIBZNND HT20, N/
T U REANOFLHEIYE U CRRE LTz,

(2) AFNIIFIR TG - Pt S, IFREEO & 5 BE TIXEY ORI BIE T 2 FREMEN 5 5

(3) AFNLE MR CHEME S, BIEEO B 5 BE TR ORI BIET 5 FIREMEN & 5.,

(4) Wi &7 Py, MRS, SEERSME 72 EIMICERE IR E N & 5 BE Ik L TAAZ 5 L%
A, EHAPHRS HOEbNIBENRHD 2 Enh, XUy T ¥ E LV ROEA| O I HE
U CakiE LTz,




VI. R&M (ERALOXES) ICBY5IEE

(5) T/

(6) & TR Y U7 B U RERI O HIZ &
DFRENRDHDZ LD, A///?tt/ﬁ@iﬁ

(7) =538 CIrIngiRk e
FLEICHEL TRRE LT,

AE~OFS | OIEZ MW

, JEBE)RFANC
DE%Z ﬁ L/VC E I_/f\_o

(BT DRI 5 L

HEEVCTH A R LT W2 e h, RV T B ROIEHK D

(8) XUV UTEBE L RIEAIOREHIZL Y, MEAEEEZ URBET ATV a—v A xRz 1L

2T DIEFINME SN TNWDZ D, XU PTEE L ROER D

L/f\_.o

DOFLHEIHE T THE

IRERIT AT N3 — A%, MERAREORE AT 2 PARARER T, BRTNS, R,
FTEZDO0REE SN TWD, ERIE, WIHICEER1Z <, #Tinid, e 2E

AR, FEAPEEEL, PR,

A1 No.25)

6. EELGERMIR L ZDEARVRES E

B OWET 72 LI R 72 E DIERDE Z 5,

(= 58 i B A

(1) IRA,

HES - £ - KEHEBRENSEOR TR D Z ENRHDHDT, KEEFEGHO
BEICIIEBEDEGERREZE IBMOIBEIIEEI TRV L DI

(%@%_ib%%WT%Ebé_k#%é®f 18R & LT ike e 512 X 2 R s 458
T, KRORE AT 255
RZZEWER) OHEZBH),

, 1B LD B Z 571

EETDHZ &,

hErTs L (TH

<R >

(1) IR, 1EE - B - OhEB) R

FORTNEZDZENDHDLZ LD, XUy PT

BB RIEAIOFLEICHE LT TRE LT,
7. /HE{EAR
(1) tHZZ L ZTDER
R L7 (BB TIZED BTV
) HRFEELZTDER
ER2E SRIEIK - HEAE HF - BEREF
FR AR # AR 40 ) F MR, MR, GEBNHRZ 2 | PR am sl Al & o OFFH CHINA 72
(7= ) F Tk ZTBENRDH D, HEER B 2 5 b,
IR, 7))L — LR
HREE)
MAO FEE WP, SR, SRR, BER Y | MAO BLERINAF DI ToORH %
ERITBENND D, ML, PRYAIER L, fmAEE
RSSO ERNERIND
ZENREZHND,
7ILa—JL FERRRERE, RN - EEMEREOIK T A& | =& J —L & ARFNIARINAY 72 R
(BKIE) EoTBsEnnb s, HIEHZRTZENEZLND,
< g >

R T B REA|T
Toa—nad EOFERICL Y, A

BEAEA Y,
THEEZZET D,

S, AR R OBNHIER 2 A D AR A o,
ERIFIEH SRS D Z ENH DD

MAO
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. BlfER

() EMERDOHE :

(2

~

TIERI KL 14,032 61 ChEA<EE, FERD) H 692 il (4.93%) 883 {HDEWEM NHE v T
%, ERBMERITIRA 390 f (2.78%), 5»5H>X 109 4 (0.78%), BRI 57 1+
(0.41%) %Th o7z, (ENICHEE OIEEBIMBAFEEE (B EApRAIE) 0% —
P54

EXGEIER & MEER

DRENE (E0UT 0 0.1% K0, & 212 0.1~5%A0) : HHIC LY EICEWIKT 4
HELDHZENHDHDOT, BILE+mIATV, HEKOEAMMICER VEEICRET
HZ b, 2, HAFRIZBT A EEGEOZMREL W LESEOFRIEIZXY, FhiC
FAEIEAE, L EICHAE, B, MR, R, 4%, SREOBBER S bbb
ZEWRHLHOT, BHEERIETLEAEIL, BRAICHET SR EEEIZTI Z L,

2) FFHERERESE, |E (W LHEERH)  H#ERE (AST(GOT), ALT(GPT), -
GTP, LDH, Al-P, v U E Y ERSE), WERHLDLNLZENHLDOT, BlEs
F3ATY, BEPEO NG EICIFR G 2RI 572 R AE AT 2 L,

<fRan >

1) RNy UT B URERO KR ER MR % OB T, &G PIR% 1~3 &I
257, 1HEMHEMBICE X 2l b HE SN TS, ZWEROKE LT, 7
tF L) OTLEIC LD EAED, RN OTUEIC X0 EMIERDY, GABA O
IR KD IRERAEN R Z 2 L bl TV g 9,

2) AFIP G- & OBIEMENGE T RV EE R IFHIERE, a2k Uiz &3 2IEFI N EMHE
Iz kv, ZotogWERO T OEAZHIFR LERZ2EVEHOHIZEEE L T
W5, CERK 18 4FE T A 4 HAEA 7B B2 3K Ry 22 Aot SRR R g5 #% )

3) FDHDEIERA :
B | poupt b s i 1B 0.1~ 5% 0.1% 41t

e 0 PH AN . 0] 1Y% KR

AR A, 5box AR, SOTRT, BE, B | 50 boh
Wi - R, BEL, O L
Oh

wEEE W, MEET, 75< 5
7, HlR

Hipse oy - EE, RACRE, W
Ja, R, N

R R, DR

B S - B, RS
REIEA TR, W, B
%

Z0it TEIE




VI. R (ERALOXES) ICBY 51EE

(4) HEAEMERRBEEER VBRKRREERE K -

A O RS | R | %
IR
A 390 2.78
SHOX 109 0.78
i 42 0.30
HAT RN 10 0.07
SHJR - BHE 30 0.21
ik 6 0.04
FEO LU 5 0.04
P 4 0.03
FOHoON 6 0.04
ZF DA 22 0.16
SHAERRIEIR
HEL - IR 42 0.30
BERARIR 28 0.20
5 12 0.09
H 8 17 0.12
B 5 0.04
T 24 0.17
RISRER
S 14 0.10
EAEne 6 0.04
R B IR R
g 2 0.01
MK 3 0.02
ASEQIEPA 2 0.01
HER 2 0.01
Z Dt
G TT - BRI 57 0.41
i 29 0.21
A 4 0.03
AST(GOT), ALT(GPT)E® I-5- 7 0.05
ARG T 2 1 0.01
% 1 1 0.01
SR IR 1 0.01
M if Bk 1 0.01
s L & 1 0.01
FERBI 5K 692 4.93

MMEIRFEE 5 1F, 72 Y7, BT 4% 3fF, VKT, ENE-LT2 £ 208, FRRIRAE, L
WHE, HOREEAFELS 2D, HOLPNELWEL, “HEE, HOFAMAORS, EEHEK 4 14

(5) EREE, BOHE BEERUTHOARSHRIOMFRRTEE
LR L



VI. 2&M (FRALOFES) (CBY51EH
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11.

12.

(6) EM7 LILF—I2dd 2 FBERVERE :

Z DD EIE R <Pk >
- B | sou b s A 0.1~5%k 0.1%
R RIE, bk

SEE~NDEE

Bl T, EEIAPSEORIERNRE LT VWO T, DENOEEEZBGT 572 EEEIC
BH5THZ L,

bEim, ER RILBFAORE

(1) #hw (8 » HLUUN) SUTHEIR L TV 2 ATBEME O & D s NI2iX, 15 oA e faitt
Z EE D EHM SN DG EICOREEETH 2L, UHRFICfhOR Y TP e R
H (CTENRL) OREEZTEEOTICHRER T 5 WEORER % HPE L7-fn
STHBRE L Ll L THBICZ W L OELHERERE N H 5, )

(2) iR M O ANIZIE, 1A% EofRERfERMEZ EE S Ll S 25 A IO AE 5T
HZ L, (R UTEE SRR THAICHILNEE, g, JEEMET, SRR,
WERE, REAR, fEAR, PMERIDE] - SRR, 7 —8, SREYE, fhREe, R, K
RIR, HIRGEZEZTZENEESIN WD, B, ZnbofERiE, BEPUERS 5\
ARG E LTHRESND2HELH D, £i2, XY UT BV REATHAERIC
FUHOMRAZ R 32 EmE ST s, )

(3) ZWRANCE# ] L7, HPERF A RICBENER S S Hbild Z N, XUy orEy
VRERTHIE STV D,

(4) BFIF~DOBEITRET 5 Z ENEFE LA, R EGTRET 2HA81E, BB S
HHZ &, (B MERLHA~BITL, FrAERICEIR, RERDELEZT 08, thox
VY UTEEUREA (T ERL) TREINTEY, BB ARET 5 AIREMEN
H5b,)

INRFEADERS

R AEARER, R, R, SISO/ 2 2 MR L Th2Ruy,

PR ERRICRIFTHE
EER R L
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13. BERE

AR OB ER G N A DN HADONEE LTI~ =L (R UTEEVZE
EEEFAD) 2RETAEAI0E, EHMC 7V~ LR Foks (o, EERS,
FHAEEHASE) Zodatel &, ok, #ELEEANFEINRVWEFIC LY E=LEH
HINT2BE T, HillcARKRE TG T 556, RO - g ERNZ(, EBEd 55
TNNH D,

<BESIZOUAVTERFVR, DT ERLAOPEIERE NEFREITRDO EBY THD 32,
chlordiazepoxide 7 © /L 7 BHRF T K
(1) JiEdR
AR, SHEL, SiE, RORTHEOKT,
(2) VB
OEHIZHE,
O —MRAIHERFRETE,
O FEW, WRHA, e B,
O Kl DR,
O IR
O mEzE, /v=ex70y (AT RLFY =0T RKUF DY), AXF)
—WVBEAERKEE (773 Y) ##5,
O HARMRE R OIHNZIE, A TN T =7 — MNERE (VXU 2) HDHVFELEERT
VLR T Ay (T 71) 2,
O B N4 U841, 2L e — LR 348 AR Al
O I % G L T2 iTREMEICIEE,
diazepam 7 E/ A
(1) SiEdk
MR GRCIE, PR O, BR, S5EL, BME, SKKEMEORT, RimEEEL S,
Ny UTEECEL, EKICEHETHEAT S EE, HDHWIE, EHERIGHESOEE
AT 2 & &, EEHBBISEEL D, EHFICRD - T, BE & NERKS 5%
T 5,
(2) 1p¥%
O FrEATBIRIEIT R,
O FEWL, BRfa, OB,
O —MRAIKERFRETE,
OWRDEE, ELIZWSIEBERIZEY, BREMEHRT 2,
O IR
O KB DWetr,
OEimEizlE, /v=ex70y (AT RLFV =0T RUFDY), AXF)
—WBEABRKFER (773 Y) &##h5,
O AR PN, RE/HBT NV OLD T oAy (T T ) 2HG,
O AT OMAEIXIRE S5,
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14. ERALDEE
ERIZATHF -
PTP Gl2EDHKNL PTP > — F bV HL CIRHT A2 L H9FET 5 Z &,
(PTP v — FORAEKIZ LV, WA EEREA~TIA L, FIZIEZFEAL 2R 2 L CHERRIR
REOHEERAMWELZIFRT LA DR HREIN TS, ]
< fiEER >
Rk 8 4FE 3 H 27 AT H IS 240 Bl X, PTP EAKHED—B E LT [FEHIAf I
DEREAFLH L TV D,
15. ZTDHDEE
ML (B TIIED HIL TV
16. T Dith

BEARRNA
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X. JEERREAERICEIY HIEE

1. IR
(1) BEEHAR (VI ERHREICEHTHEE] SR -

(2) Bl R ZEIREER
EUERR L
(3) R M RIERER » -
(1) e, fEBRRICxE L CiE, 3~10mg/kg #{¥, 30~300mg/kg #% 1% 5 Tz il
TER 2T, BRETIE, 1ZEALEELZRITESRD (LX),
Q) HieRxZIy, BiTkEFral)y, i/ Lo xT7 Y ANAERAR Y
T, KB AR T HERIZS (BT Y B,
(3) JREK OVRHEMEICKRT L TIE, EEBERITIZ2W (T b)),
(4) FIRIEER X OBRERIIRD b T, MEYERIZSHW (v b, T X)),
(5) MIREERE R 72 D NTHERITITEE KF S 20 (T v b)),

%, FEAERDBN

(4) T DI DZEEER

A EE R L
AR
(1) BRI 5 H4HER
Ak 3
(LD;;mg/kg)
it I Eh ) et aen 3 g ?
g 957.2 1,011.1
dd =7 A B R 2,877.9 2,837.2
JE RN 440.2 440.2
%1 1,616.7 1,460.7
Wistar 7 v b 'y > 5,000 > 5,000
fEREN 707.7 681.8

REER S U CHISEBMK T, AMTHGH, MEEN, SEEN, PRRImE], IR T EE, WIRE, E
A, WOBRET, BEEE, RS2 & ofske, MEOREN A Sz, R E L TiX
IR R IS HE & S 7,

(2) RE‘REGHEMRER
1) BRMEHMN
MEE Wistar 7~ RIZ 5, 20, 50, 200, 800mg/kg % 5 M A#E LT,

800mg/kg 512 X VW 3 H H £ TIZEHTWETHIDERD B, EFH S =590
STz, R & HEE S vz,

50mg/kg L EHRGIC X O FEEOHEMMA A LT, FEEZEED L O DA
Y ARASAN
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2) 2SN
7w MZ1HB5, 20, 50, 100mg/kg26 I N5 L7z EHTlX, M 50mg/kg 5
BE, 1 100mg/kg BEHHETHMBRIER 232 H 7203, ZAVUTSEM G EH S OE (L
WZHASLSHDTH S,

(3) EFEFREFMHER
A E TR 1 550 50
saFTENRNLETy NEO- T A2 1 H 5, 25, 100mg/kg #% 15 L 72 &5k TIT,
100mg/kg I H-HEZ~ 7 AR DI E & BB DN I O T IOMRF I B 136
HALTUWLRUY,

(4) Z Dt DFFHREFME

IR AT 37
Z v RO X W EZBRIZB W TEMIKGER Y O T B R b EWIT L L,
FOREIZTEARLALYFH,
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2. BEAR XL EAEAR
5 HIRR
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3. BTk - REEH
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(2) EFIZAFEOERY FLNMZDONWT (BREFICEEITANESNAEASRES)

1) EEHEH
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SOz L,
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6. @%
U—¥8E bmg : 100 & (10 $£>X10), 1,000 && (10 $£X100), 1,000 && (/37)
U —¥§E 10mg : 100 & (10 #><10), 1,000 & (7))
U —E P8R 10% : 100g
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TNAI=U LR ZF LT I 32— MEHRF

[F]— Rl o0 3

7 aF T E/NAEESmg + 10mg [V A |, 7aF 7B/ A bmg + 10mg [HET ], it
[RIZhHE -

FXYVV TN, DTENRL, =mFV TN, i

9. EgEERAR
1978 £ 5 A 18 H

10. %ﬁlﬂﬁﬁﬂnlh\ﬁﬁ E&Uﬁ; %"5

KGN A KR
Y —¥§ bmg (74»Af%ﬁ?j¥§i@ﬁﬁ% 21000AMZ00129000
Y —¥§E 10mg (74”AffﬁTj¥§E@ﬁ%% 21000AMZ00128000
) VL 10% L S, 21400AMZ00171000

M. R\EEREFAB

FAMFEAEAE H A
1998427 4 10 A

Y — i bmg (7 4 N Ba— 4 TR TR H)
. 1998 47 71 10 A

J —EhE 10mg (T 4V hm—F ¢ v 7 EETOUER )
e o 200247 A 5 H

)R 0% (R4 T O )

12. SHEEX (IR EM, AZERUVAEEEENEFOFERARVZTOAE
<Y —VHEhr >
e - hFBINFEHA H - 198845 H 31 H
NE : FRlRBICBIT 20 F WV - JFZ 0 - BECRIE
B AR R
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13.

14.

15.

16.

17.

BEEHR BERBRRLAREABRUVZOARE

<Y —PHER; >

BAHiAE R AREA R 19894 3 H 1 B (5 31 ARG RA7R)

WA HKGBAE LR

BEEHM
A L

REHEFRERGICET H1FR
ARANIIEATTEE ERH 97 5 (PR 20 423 A 19 HAP) 12HS5&, 11130 Ho&2REL LT

£ SRV
&Ea—F
. . o JEL AR 5 848 S B YR L o s e
e HOT (9#71) &5 ES 0 | L7 hERa—FK
) —EHE bmg 101383202 1179012F1118 610422300
) —E#E 10mg 101385602 1179012F2033 610422299
U —EHIRL 10% 101375702 1179012D1036 610463216

RIRIET EDEE

EARRANA
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1. 5IAXHER
1) L%
AR
3) i
4) k)1
5) fime
6) i A
EN=
8) # A%
9) {8
10) & H
11) B
12) 4 )%
13) KH
14) =R
15) fEi
16) £ H
17 KTF
18) fiiAk
19) /M1
20) A

e

=
1EF%
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1EAL
/AUN

F: #

&
FE3C
AR
KE

== A . i//\
FHE W2
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G,
EF%

fth - LA & ERR, 6, 1879 (1972)
fitl : B IRES:, 14, 230 (1974)
fth . 29 & B, 10, 2063 (1973)
fitl © TR & IR, 22, 647 (1973)
fth « HKEE LR, 13, 841 (1985)
fth « BRIR & BF9E, 61, 2705 (1984)
fith « BRIR & BFSE, 52, 2820 (1975)
fith : BRI, 21, 243 (1972)

fith « BT & ERAR, 29, 691 (1980)
2 LT, 16, 1789 (1979)

fitl : DEESE, 20, 200 (1980)
ftt « ERARERAJHE, 10, 1057 (1980)
fitl : ¥A9%, 62, 2045 (1980)

fth « BRIR & BF9E, 58, 3362 (1981)
fith : FRIRIEEE, 2, 1395 (1986)
L HEk, 23, 2559 (1986)

fih - HrEE L ERIR, 35, 2609 (1986)
fhh : #LPNE R

fill, RS FREERE LA ERER 4 4 p.163 (1972)
fitl : Fth B RES:, 13, 180 (1973)

21) Nakanishi Michio et al. : Arzneim.-Forsch.(Drug Res.), 22, 1905 (1972)
22)WF Aa@sE i - AR

23) K i

&

ftl - L&

24)Haga, K. et al. : Jpn. J. Pharmacol., 34, 381 (1984)

25) 1tk
26) T
27) N

B
prd

fiti, « L& R
fit - ENE R
fi, « NS B

28)Ochs, H. R. et al. : Eur. J. Clin. Pharmacol., 26, 55 (1984)
29) Arendt, R. et al. : Arzneim.-Forsch.(Drug Res.), 32, (1), 453 (1982)
30) FHPEER K

3D ek
32) TH ik
33) 11|
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35) I &
36) ¥ H
37) ¥ H

EfE
ﬁg
e
EfE
EfE
=
{7z

fl « ERSRMERE, 93, 311 (1973)
fiL « B R

DB G REOMER EIRE B 2 IR, RIEEENE, p.380, 384 (1990)

fith « JERE & BRIR, 6, 2207 (1972)
fhh : #LPNE R
fth - LR & RR, 6, 2228 (1972)
fitl : FEHEE & RIR, 6, 2264 (1972)
fih : #HNE R

2. TOtnBE
FNM o RIS AERSE 2 R, EHEY v —F 4k, p42 (1998)
b) I EHE  AREMEOMAEER, PRATREFEE, p.23, 36, 58 (1989)

a) fifi)ll
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o) HAl Fn MEEER - ~—F UEORWER LR BRHEERLOMEER —EBX B2 W),
JE)IESE, p.122, 123 (1984)

d) R fh— : FESERIK, 48 (6), 1515 (1999)

e) HARBEEEARM R - TR BIVEFEREED 72 30 D AREEFE S AL 3, HERFHAE, p.40 (1999)
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1. EENETORTRR

=4 P h A TR FETEAEA
AL Distensan 1981 43 H 198144 A
AT Veratran 1982 4 10 H 198441 H
4207 Tienor 1984 45 H 1984 49 A
A 2T Rizen 1984 /-6 H 1984 4 10 H
AL F— Clozan 1984 42 11 A 19854 4 H
P EVE Rize 1988 4 7 /1 1990 4 1 /1

FU Rize 2002 4 10 A 2004 49 H

457

(2015 4E 5 H 31 HEIE)

SHHE - S

KL, RIRIE,
raFTERAE, BEORENEE EITEAH D WITERRARPEAE U TWEEGE
ICDOHEETH D,

Wik - HE*

JRA :

BEF : 1 1882 1 0 1~3 [mARM, ML, W 5 BE THIEMO LAICHE - TH-,
R BEEICES L bD LT OMLERSH D,

A AT 1E 12~153 4% 1 Hdbi= v 1~3 BRMT 5,

N 0.2~0.6mg/kg/H T 7B 1 HH7ZY 5~15%, 2~3[ENZHTTRAE (ZuaTF
T L 2mg =5 1),

BEDOINEITEEA. THHOT, —AOHAREITBEEOE, BEELOSEREICADED
L, mEBERB L OBIEREIL5~15mg/H 15, FVEERBLOEEOEER, &
A DHIWTIZ £ - T 5~30mg/H & T 25, NFlE K OB spkrehs =3 iz nE L 7 5,
IEARSE AR & LTI 5 OsERIC 10 £7213 20mg OIRA #5425,

EEBE OIRE M &I, BRI X > T L 5 E80REZ RET LIEEICRET D Z &,

TBFRIL T DR EH Tl IEZ VAt 2 &

NS
BEILESRNCTHRAET 5 2 &, AIRERLENE 5L, & ACHRBITER ARV
BITITEEICHRT S 2 &, RIGEMIEE, Wi 425 o Gl 8~12 Bl 2B x
T2 B0,

FeE OFERICIY, BRKIGFEIZ B2 THRAZERTOMLER S VED, 20X ) REf
T, BEOREO I LIIER 2 5 L2 &,

HRAE

5L, EmEIEEAE D 2 B CTRR4EMETLEEY TH D,

ReE ORERICIY, BRI GHIMZ B2 THRZERT20ERS L0 Litk, bLE
DX S A, BEOREOEFHGR UICTEFRIRITER 2 5 L a2 &

TR T HESE B CRAMA T2 2 &,

BREEEEBZ TITR 720,
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e - I

CLOZAN Ot
- R
- ANLH B HMERIEE  (RIRIE)

I - AR

MEFLLUFIZRT,

: - (N
A e s 24 Wi 8571 0
mg/24 FE mg/24 FEff (m%%ﬁﬁﬁ) e a-ACIE~
— xR 10~15 7.5~10 0.1~0.2 2~3
MER pr 2 10 0.1 1
TEARR 15~30 0.25~0.5 3

AR RERHMIZICTEX 2R EN L T2 2 &, BEDOIRIEITEWANCHM L, & <ICh
FrNSEIR DOBA VTR O LIV 2 et 5 2 &, iR 5 mR R &
EbC 8~12 WM A A Tl 72 B 7\, KEEDIERTIL, R RKIBEWIN 2 2 CDIGHEIE
ERLELE D00 LRV, b LEDOX ) RGE, BEOREBIZOWTEHMEICL S H
Mz AL,

TEREE : IBREMIRIL CE ARV E T2 2 &, W OEEHMIZE N ~2 BE], KT
4 M ET UNEEEYEZE0) SHae ThD, BrEOIEFTIE, KIIBRYIMZ# 2
TIREZIEET 20BN S L0 LRV, ZO L9 RIGAR, BEORELZ M5
Z &,

BHERSTOFER  BERECTE, /7aFT7ERLAOHARRBETANERL D,
FFHEERETOER : XV V7 V&L EEOFHERE RIS TIZ 2, B D
AR DITFHESEER 2T, 7 uF 7 ER20HERHETINERH S,

EhEE - BREUKETES - FIRFEEETOMER  BAFIIHEL-AEE RS
THZ L, PVEMEMNIES, FEORAE 22 E R CIE T A E AR S D,
INEBTOER 6mUL) 6 mAMO/NETOR Y TP AL, BREE=F—
LHARZBE ZLICRET 2HME BErvhERE, BRE) 128> ToRRE LE
5, BRI TE 27208 &5 2 L, CLOZAN O/NE~DEEITIE L A CHERE
T, EROEROAIRD, I o/NERZE T, CLOZAN (ZEZEOEELIZLY
KE 25kg IZXF LT bmg $ED D&% 1 H 1 FE7213 1 H 2FEGARETH D,
FEAPEE LRI GE T, ZHOOHRIL2MEICT DI ENTE D, NROMERREEE IO
TIE, 5mg SED Y r~1 sEx st ERICRA L TH L,

BT MESRRAETIBL, W EE CORAMBHAEZBL Vv &,

WAED A2 Zl/NRICT 572012, BEIETE 50 EY S LEMRIC AT > 2
L. EREOREME 5% I3 &0 A HESE 5,

KAFLTORGBIIRE - 2028, ML - HEL R,

ARINCB T D2hRE « ZIERMOME - HREBUTOLEY TH D,

O LHE GHEaRE, BRI ISR 2 HIIERR O NI « Bk « L5 - 1
9 - AR R

ZhEE - ZhE O FRUERIZBIT2ODEWN - J§Z Y « BECKIE
B AR S FRE
O IRERERT P 3
FEITHRE OFER, JERICIVIRET HH, BEEAIEZZ7eFT7ELELT1IHI5
Mk . e | 30me & 1 H 3ENCAT TR NGS5,

IR OIGAIE, BERTE ZIXFMENC 7 0 F 730 L LT 10~15mg & 0% 5
T 5,

BB T DERRIEER

AR L
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