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W P TF VT LEE0.25mg [NP] | [RIEE 0. 5mg NP | [Al$E Img NP
18 AARKES =—F 72 0.25mg, 0.5mg, lmg
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I. BiZICBEAT HIER

1. AREOERE
TFY T LI, F2 ) VTR ROBMEZEA TH Y | AFHTIL 1984 FIZ ki s
hTna,
LRI T T2 E5ZNEN0.5mg KN Img R T HF > 7 L8 0.5mg [NP) K&
CTF Y T L8 Img NP 1F, =7 v 7 7 —~vWABBEEL L L THIEALME L
FEIEH 698 B K OFKFEEE 718 5 (WA 55 45 5 H 30 H) (ZH-3 & Bk L OB )7 ik
ZERE . MR, AR SRR A 34 L, 2011 4F 7 HIZAGR 2 fS, 2011
11 ARG ERB LTz, £, 18ERICZTF Y T 4% 0.2mg 5HTH=F VT
LEE0.26mg INP) 1X, =707 7y —~WPHRBEREMLE L THBEL AL, EE¥E
%5 0331015 5 (g% 17 43 A 31 H) (T3 & B & OFBER 515 & 58 E IR
W R PR ER A2 JEM L, 2012 4F 2 A SRR A U, 2013 4F 6 A TR 5E 4 B 4h
L7,
2014 4F 2 Hi2iE, WEREARE =7 o (9203 Ak L7z,
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REE S, SHMERE . BEJRIE. AHUNGHEPEBRIR 1S3 1T DAL « B8R - M1 ) DB L O &
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. BAWMICET HEAB

. BR5EA

(1) %1 £ =F V7 LEEO0. 25mg NP
T F V7 LEE 0. 5mg NP
TF T LEE Img NP

(2) #* % : ETIZOLAM TABLETS

(3) BMDAE : AN THDHZF VT LA L OERZZTH L. NIPRO
5 INPJ & LT,

. — kB

(1) 1 & (&§%&E) . =F V72 (JAN)
(2) ¥ % (8848i%K) : Etizolam (JAN)
(3) RT LA T B NAFEEK - —azepan

C BERAXETRER

H,C

H3C N
\f )N
S N

\K

=N

Cl

- DFLRUSFE

éj\%it . C17H15C1N4S
4y - 342. 85

- EFEB (@RIER)

4-(2-Chlorophenyl)—2-ethyl-9-methyl-64-thieno[3, 2-£][1, 2, 4] triazolo[4, 3-]

[1,4]diazepine

. BR%, il4, BES, KE5ES

U EE e L

. CAS BERES

40054-69-1



M. 58519 51EE

1. MELEFHEE
(1) 48 - R
AE~MEARORAEOM K TH 2,
(2) BfE%
TH =) (99.5) IZRREITLTL . T M= R ULV EKEEREIZOS
BIHT <, KITIEE A EET RV,
(3) HmimtE?
EAL oY (WA
(4) MR (DR, B, HRER
Al 0 147~151C
(5) HIGEMBEHR
pKa=2.6 (F= /T ¥ B, WLEE)
(6) NEEFRE
M ER R L
(7) ZTOMDF i RERE "
HLJREE 0 0.5% LA T (1g, 105°C, 3 M),
BREVFESY 1 0. 1% LA T (lg),

2. EHAHOEBERTICHTZREN
AR L

3. A DORERAEE Y
AAERRBFOERLESD (2F YT L) HRRARIEICL D,

4. ANMHESDERE"
BARRB T OERLEGD [2F VT 5 ERIEICLD,



V. &HK|ICEAY HIEB

1. Flfz

(1) FRORA, SNERVER

1) XA

BEAl (74N ba—TF 4 T EE)

2) S B OPEIR « FRERICRE#

L TF T LG T F VT LEE TF VT LEE

LI 0.25mg NP 0.5mg NP Img NP
s i

{3 E7N wﬁé?74?f HEDT7 4V ha—T v Tk

a—7 4 T
s B (mm) 6.6 6.6 6.6
T | ES (mm) 3.4 3.7 3.8
S HE (mg) 112 112.5 124
= — N NP-547 NP-557 NP-577
(2) HEOYWME - ZHERR L

(3) #Ala—F : EREFICHH
(4) pH, BEEL, #E, HLE BEEOERUVREL pHEF L4 EE 2L

2. RE DA

(1) AsEs CEHERS) OEE

TF T AEE0.25mg NP
TF ' Z AHE 0. bmg NP
TF T LEE Img NP

18EH HAHKES =FV7 25 0.26mg
L8 HAFREFH =FY 72 0.5mg
18 BAEKRFSHF =FV 7L Img




BAA,

(2) &Hmy

TF VT LEE 0. 25mg NP

cyEwmayvTFo7y MKy, e rae—X, X7

==y

H—A, BRIEFHZ L w7 Aa—)L 6000, AME, = ER{LER, BTN

=0y

TF VT AEEO0.5mg NP, [FI&E Img [NP|
MNoEmavTr Ty HAPOKTIY., Mt rae—X 2L

==

o—A, BEFEL, ERex> et ilblo—R JuAHNL AT —
2F NI, ATT VU VTR T A

(3) £t

4L

ML

4. HEOEEEHTIZETSREN

JI[IBEEEN
SHERSAE - 4021°C. 75+5%RH
O=x=F 7 LEE 0. 25mg NP &

ALFDOAHMEICHT TR

BTG (R RV ML= - 7S . AR )

THH K OB RS AR AR | 1 W H% | 3 A% | 6 1 H#
ﬁfﬁ%f@®74”Aj_T WA | m e |ma | oo
TR AT @ & | @ & | & | @ A
PP IR W & | B 4 | m A | A
R W & | B4 | m A | E A
é\% (93. 0~107. 0%) 99. 4~ 98. 9~ 99, 2~ 98. 2~

99. 6 99.9 99.7 99. 3
(n=3)

@=xF VT LEE 0. 5mg NP ¥

RgaEpE (NadE . R FeeLry - 70

STV RER) | A EEE )

IHH K O PRERBALAEF | 1 WAL | 3 H% | 6 0 A#
PELR DT 4L Ta—F
IRRBOZ Vb3 =T 1w o | & | @ & | & &
N D)
100. 2~ 99, T~ 99. 3~ 99. 5~
4 & (93.0~107.0%)
100. 7 100. 4 99. 9 100. 2
(n=3)



@=F VT LEE Img NP P
AT RE (WA - AU Fab Ly - 7 (70 848 AadE - |5E)

THH & OV HRERBHLGHEE | LDV A% | 3 W HE 6 41 A #
MW (ARD T 43— . . . .
yﬁ;%) 1 T wm s e | Eoa | @ oA
99. 6~ 100. 1~ | 100.0~ 99. 5~
4 & (93.0~107.0%)
100.5 100.5 101.2 100. 6
(n=3)
EHRFERAR
KBRS - 25°C. 60%RH
(D:n%‘/“?bﬁ% 0.5mg NP| ©
Bk ALIETZRE (N/AEE - RY Fa Ly « TAIE (70 I 84y | AasE - #1458
H B K O PREBRBHAARE |12 W A% |24 W AR | 36 1 H #
PR (A7 4 v bha—T 4 . .
) WA WA WA WA
e 8 T BR WA — — WA
TUHN B — M B WA — — WA
B WA WA WA WA
99. 2~ 99. 7T~ 98. 4~
4 & (93.0~107.0%) 98. 7
102.2 101.9 101. 8
(n=2)
Q= F T LEE Img NPJ 7
BaEERE (NAE - RY ety - 7UI8E (7L 84 AadE )
IH B K OV REBRBHAARE |12 W A% |24 W AR | 36 1 H#
MR ) LA —F
HR(AEDTAVLI=TA o a | w & | @ & | 8 2
v 7 BE)
e 28 7 BR WA — — WA
TUHN B — M B WA — — WA
T A BR WA WA WA WA
102. 4~ 101.6~ | 101.6~
A (93.0~107.0%) 102. 7
103. 1 102. 1 103.0
(n=2)

R A W2 NEGER (40°C, FHXHREE 75%., 6 W A) DR, =F V7
A$E0.25mngPHi%.%0)m%{}lL TICBWT3FEMLETH D Z EBHER ST,
R ERL A D e BRI RBR (25°C, MXHEE 60%., 36 7 ) OfER, 48
FOEGBESIIHEBOFBEENTH Y, =F V7 L8 0.5mg NP L OVAEE Img NP (X
WEOTHIE FICEBWT 3FEMEZETH D Z LRI NI,



AR RE T O L E N

REBRIEE - AMEL, R, B W AR

FEEA] - 7 7 EAROEOEERIE CORERRRAGIECONT (FH) ] ickiFd
FEAM L F K OGFAI B HE IS IE WVERATT L 72 K5 R IZLL T 0@ Y Th 5,

(k:=F > 7 LEE0.bmg NP | [Al8E1mg [NP| o Z 3k ER 3 i)

DO=x=F > F AEE0. 25mg [NP) ®

RAF AT RAFIE HE P A7 91 1] i R
R 40+2°C L - KB Ras | 3 WA ZEAb7e L
ik &
T R 75+5%RH,/30+2°C W - BH Ak 371 H 64N— 44N IR T
(Bl N)
St 120 /7 1x * hr KBRS A7 L

@=x=F > F AEE 0. 5bmg NP] @

R AF AT RAFIE BB P A7 91 ] i R
I E 40°C W - [REBAESE | 3 WA il L
ik &
T 75%RH,/30°C O - B 3#HH 58. TN—33. 2N |Z
KT (BiN)
" P S8l
3t 120 5 1x * hr X R Ay T R

@ F T LEE Img NPJ 1O

RAF AT RAFIE BE P A7 91 1] i R
il
I 40°C W - XJERas | 3 WA 79. 5N—52. ON |2
BT (BN)
il A2
T 75%RH,/30°C O - B 3#HH 79. 5N—54. 8N |Z
KT (BMN)
3¢ 120 77 1x * hr RN MR
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7.

e yark i
WHZEBEICET S

FRELE

TF VT AEE 0. 25mg NP 'V
(T FE EI S DA AR EERR T A R 74 > B 94 12 H 22 A EHRESR
A87 7 VK 1342 5 A 31 A —¥#PLIE EARFFEIEH 786 5 K UVFRK 18 4F 11 A 24 H

— ek IE A

TIE 1124004 5 KO [FIENE L 28ANOBIMO -0 LY

FHREMERBR T A NI 42 ERE 1345 A 31 B [EIRERE 783 B )

AR 7 5
AR A

FRBRIR DI

BRI D &
AR T

AR o FE A

D BASRKSR G — A BRERERRE (N FVE)

37+0.5C
: 900mL
:pHL. 2= A KRIE/ s MR A 1K
pH5. 0= ® 7= McIlvaine D FEE K
pH6. 8= H AHE &) J5 ¥ HI B BR 57 2 K
7K
: IR % 50rpm D %5E pH1. 2, 5.0, 6.8 MUK
[Bl#5 % 100rpm DA pH5. 0

T RTOBHRREMEICB T, UFOREICHEAT S L&, &

HEEPREE LD &5,

FRUERLFI 7S 15 5y LINIZEE) 85% U B¥E 3 254 -

FRBR AN 15 23 AWIC ) 85% LA RIEH 42 v, XX 16 /3128
(T 2 RRBR B 0D S YA H R 3 R Y B 0D S R4 HY R 15 % oD i
W5,

SRR T A R TIA It TxF ) T L8E 0. 25mg [NP] & 4%

BERANOWHEB 2 LR LT, TORR., ETOREITBNTHE
HIZE B ORI M O E 272 LT ez m A o v 28
L LTV D LI LT,



BRI pHL. 21281 5 ¥R AR (mean*S.D. . n=12)

100
& go
= 60
?;,ﬁ 40 —— IFV/SLEED25mal NP
20 ---0--- WEENA (EFA. 05mg)
0o : .
0 10 20 30 40 50 60

FBER (9)
BRI pHS. 0123 1T 2 FH R H i #R (mean=®S.D. . n=12)

100 |
& g
H
%= 60
% 4{] —— I FJI L0 25mgl NP
= ---OF-- S (G, 05mg)
20
U L 1 1 1
0 10 20 30 40 50 60
HERERE(S)
BRI pH6. 812K 1T B FH R H A #R (mean®S.D. . n=12)
100 F - g ——————— -_Q
=80 -
H
EEGG
j;& 40 —e— IFVILE025mel NP
~ 20 - -- P (G, 0.5me)
0 L[ 1 1
0 10 20 30 40 50 60

AR (5)
BRI KB 5 FHE AR (mean®S.D. | n=12)

100 ¢
ﬁ S.D L
tH
= 60
— —— IFYSLERD25melNP]
o4 40 )
= ---OF-- SENH (@A 0.5mg)

20
0 L 1 1
0 10 20 30 40 50 60

R (73)

igi



BRI PpHS. 0 (100rpm) (2R 2 LB H HhFR (mean*S.D., n=12)

100
EBG -
fast
= 60
% 40 —8— TFJS L0 25mel NP
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