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I. BZE(ICEAJ 5IER

. ARORE

VAT 2 CEETIHILE N ABERAITH 0 . AT 1965 I BT STV 5D, BRI
DA, AP — VORISR L, L ORBRGIEERE, EWFEmR SR BR T 510
AR &S NE L, 1966 4 11 HIZA&KGRA S, 1969 4F 1 AITH85¢E LT,

D%, FEFRFEHBG DT, 2006 4 6 HIZH AV —/LEE 40mg & R7E4 DEH 24TV, BlfE
225,

. BROAERER - BEIFMEE

B PR A4 1%

ERM . AV —/LEE 40mg 1. BIFEENO N RN T 5 EERER O SE I L TiE, P4
FARY vaxP & LT OEERALH 120~240mg 2 &% TR O 3 [N yER A # 5
NS RRC 1T 5 B NATEMERE O 221056 LT, A 15~40 RN A F LR Y &
gl LT, @A 40~80mg &) 10mL Ok & & ISR AL, B X BRI E
T BIGN AT ADERERIZK LTI, A 3~4 HRTL D P AF AR vaxtho & LT, @A
1 A 120~240mg Z &% IFRM O 3 HICHERARET 22 Ik b AAERHEO T
W5,

M - AFNIAE A AT O BIE AR B SN & 72 DA 2 32456 L Ty,
BIER & LT, HEAPE, TR, B, I, R, B EER, SRR IRSENHRE ST
W5, (V. 8. (3) ZDthdREIWERDIAEE S M)




I. &#MICEAY SHIEHE

1. BR 58 £

(1) #0 £
T AP — L5E 40 mg

@ * 4
GASSAAL TABLETS 40 mg

() &HMDHE
HAZY—IU(ED, )

2. — & 4
(M &@&RE

P AFar (JAN)

(2) #* e AGES )
Dimethicone (JAN, INN)

3) AT L
A~

3. BERAXIETER
(‘3H3 (‘31'13 ?Hs
CH;— 510%51 0% Si— CH;
\ \ \
CH3 CH3 CHS
4. BFRRUSTE

45+ 2[(CH3)3Si] O [(CH3)2Si0]n

5. t%4% (&%)
Dimethylpolysiloxane

6. ER4. 4. BE. 88ES
B4 AFARY aH




7. CASEEBES
9006-65-9




M. A3 AT 45ER

1. YELEZHMTE
(1) 48 - 5K
BABHOWE T, ITBWLURIZZRN,

()& f& ©#

o 1g ZIRDT DIZE T 5 Al & wfR M
PIFLT—TF )L 1mL K | 2D THEITRT W
~F ImL A | fBeD TE TR0
K 10000mL 2L | T & A LET R

@ ® &
AR L

4) Bm (DER) - HR - BER
A ER R L

(5) BUEEMEER
R L

(6) HEFY
BB L

(1) ZDHD LA RILSE
DR L

2. MRS OEBEHTISHIT 2REN
DR L

3. AW DORERHRE
TRAMPL A7 s U TE v (REE)

4. BMRADEE:
TRIMBUL A7 s )V E v (B IR 1)




V. RAICEEI HEHE

1. #l i
(1) FRORXA, HEEROHIK
A D X B e
N 8 O EEH
s | AR TwGST
IR sk Tw. GST
*® =H 8l
O | =
FEPE(mm) 8.5
JZ & (mm) 4.7
% E(mg) 300
(2) HEEDOYHE
g 3.3kg H

(3) #AMa—F
(1) BEOXHI, S8 L OWER O TE % 2/

(4) pH, RBEL. #E. LE. BEREOERURES pHE%E
L

2. HEIOHRK
(1) B (BHERD) DEE
158 DAFARY v aXH e 40mg 2 ah6T 5,

@ %& m ¢
MoK ) RS Ca, HIKEET VI =T L7 fimteran—R, 7 Uk Ca, 70 Ah
A —A Na, A7 7 U Mg

(3) Zmit
MR L

3. BAF. HFAOLEEICHT HFE
BA=R/4A




4. HWHOEEEHTICETHREN
(1) hOEEAER vV
BEETERE - PTP w2k L 7= i,

(2)

SRERSAT: - 40°C, 75%RH. 3 =2 v k(n=3)

ABRIEE B hAIF 6 & H
PR H D HEH [l
TRt ek iR i £ [l
UL — Sliiey E
AR (4) 1.2~2.0 2.5~3.6
& (%) 99.1~101.6 99.2~101.7
TEEERE - AU = F L AR AT B,
BRGS0 40°C, 75%RH, 3 17 v h(n=3)
BRI H BH 4 IRE 6 & H
PR H A D FEA [ /¢
fife R G [Al /e
BUHIE)— 1% ey A2
AR BRI (4) 1.2~2.0 2.0~3.9
& (%) 99.1~101.6 98.6~102.2
BB R, & O 72 IR BR(40°C . FEXHEE 75%. 6 # A)DFER., A —/LEE 40mg 1T
W O E FZBWT 3EMELETH L Z LA HERI S Lz,
RAREHER 2

AIETZRE - PTP A3 L7~ S b,
BRI, 3 2y h=1)

FBRIE H BHAA s 34
PEIR [0 F#bE A2
RRSERERI () 1.1 1.1~1.2
7 5(%) 97.9~101.6 96.3~98.0

BRI (EIRRE, 3 F)ORER, H AV —/LE 40mg (338

MZETH DI LRSI,

F




Q) BELRKEITETLIREN?

RBRIEH S =) i i AR
R
(40°C. 35 H) X (REQD A7 L Ak L oAb L
N [&5]
1 B 0
5 . b7z L , ez L B2 L
(25°C. 75%RH. 3 f& A *1) CHAg ) *2
P ZibdH
(60 F Ix - ho) ZAbrs L o) L L ZEfLa L
X * hr, 5 :

*1: WEDH 1HEH

*2: 49 3% EH). K 3%(3 KT

*3: 4 1%(30 /7 1x + hr), #J4%(60 77 Ix « hoMX

) TG B AYHBTIRAIGS © 55 - 5 72 A A O BEERAE COZREMERBRIEIC OV CUEH), TR 11484 20 ) &%
BITFHM L 7=,

<BE > IEE

[shi]

7L SR, 138 A VR
T G GRC )5 2 B 5 75, I L IALE 72 6 R R
7R
KiewY B | mpecny sz L5

EledH v (HkES) TERZALRHE LB S 2580 H 2@ L T D
[&#]
b L EEIRTA 3%
EedH v HHEN) EEIKT N 3%LL LT, BEN
EledH v Bk MRS
[ffE]
b7z L RHEEZALAS 30%ATH
ZEedH v FHIE ALY 30%LA 1

M 2.0kg EZ THIZ L, Flh - RUMEI VLT <RY BHRWICERPLEICRD EE 2 NS,

Uiigett] ~ [EEHirE]
2t L BUSAEN
ZedH v Bk Py eds

REER VBBREBEOREMN
PARPANA

thEl & DEREZEIL(MBILFERZEL)
BN




10.

11.

12.

13.

14.

. RH

BA=RPAA

. EYMFHEERE

A L7

. RAIPOFEMS OMHERHARE

PRI A7 s AR REE (R IEE)

HEDPDBEMRSTDEE!
PRI AT s AR TEVE (B IE)

palii
%Y L7

BAT BARIED 5 556
R L

TAENDELRR - NENRRLCERICET HFER
LR

Z Ot
Y L7




V. JREICE9T HIEH

1. $heE - R
- HNRSEM AR 1T 5 B A TAMER IR DR Z
BHIHE N O H AR T 5 EEER OUE, MEH XA RIS 2 BN T A OBREER

2. BE-H=E

- BIFENO T AR T 5 BEER OSEICHEH T 2546 ¢
UAFNRY vaFP oL LT, @EMA L H 120~240 mg & &% ST AR O 3 [BIZ 43 EIR
A& 542,
7ok, AR, ERIC LV EE T D,

- HHERAERCB T 2 B NATEMMSROREIHERT 254 ¢
AT 16~40 23RN AF LR Y o b LT, @A 40~80 mgZ ) 10mL DK & &
HITROKET 5,
7ok, i, ERICE Y E TS,

- JEER X MR AR IS BIT DB A OBRBRICH T 554 -
A 3~4 ALV AFARY vt b LT, @HEMAALH 120~240 me 2 &% XiT
B O 3ENZHEROEET 5,
Rk, R, ERIC X 0 EEERT S,

3. ERERALEE
(1) BERT—2/\vHr—2
BN AP

2) BERHE
R L

(3) ERERFEERER
AR L

() BRMHBR
B L

(5) RAMHB
D EEBILLTRERGHS
LR L

2) HEEER
R L




) REMHB
DR L

N BE - HEANHS

MR L

ol

(6) A
1) EFRERE - BEEARERE BHED - WERSRERRR (MRERRRR)
LR L

2) RRBEFHLLTERFEONBERIIERL -HBOME
BARSAN
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VI. ExhEE(CEH 3 SIEH

1. EEZPMICEAESHSILEYMRITLEYE
Briz7p L

2. ZEIBEER
(1) YEREML - 1ERBERF
BRI L

(2) EMEEFTZHEBERE
ENFHHER
I.E—JLRERNFEHEMERETIVICRT SR
B — 7 VR E NAE TR E T V(1 B 10 TEO 2 BEIZ BV TH AP —/LEE 40mg & FE R
&, 7B A4 — "B CENEN 1R 1 AT VRY vaxH L LT 40mg), #
5Bt 3 HIfIZ 1 H 3, 4 HHGREEGANT 1 H 2 EHEE L, & HICEEE GRS
TR Z AR 532 2 LIk 0, #EBRMATH & Sk 5% O B WA Ta MRS IR O THTE %)

KA RRE LTz,
A E WA TAPERSE L OV L o RS A IR BE DBIZERE R0 6. LT OHEHRAEZ H
TITo7,

A AY—/VEE 40mg M OFEERGANL, Wb B A TAMERGIE M OV L o KRG IR 75 &
AR GANCHEAF RIS S8, FEmARICBWTHERITRO b RhoTz, ko
il e b WA ORI RIT, A FRICRIETH 5 LI S v,

H A TAMERS IR O] E H e
e R A T i Zay
- 7L 0
®OE B B 1
wEE RRELTDE 2
B OE RRELTEE, E0I3 A & 3
KEE RHEICZE 4
L o R A 7 O] e
BOE Ly RS A=Ay
— 7L 0
B LU RO 1~2 BN 1
PEE L AEOKES TR E 2
B OE LU REO T~8 BN S 3
REE L2 AR 4
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(1) BREBMEMRE

co - NS.
= % l Oz 55
E‘ 40 | B EHmsE
fal Mean+5.D., n=20
o0t
s
i
i 1l 20 L
=,
= 1.0t
T

00 1 ]

HA Y= L $840me E R A

*p<0.05, FERTBMEICK L THEXED Y IS0 &H % Wilcoxon #iiE)
N.S. : Not significant

BRABMERRTHRDT

77 A — LEE 40mg HE Ve A
Beh5miH 2.84+1.0 3.1+1.0
&P G-1% 1.5+0.9 1.84+0.6
(Mean=*=S.D., n=20)
Q) L XmEtEi&+E
50 -~ N.S.
* *
v — O#5H
Z 40 B S5
il Jean*+S5D., n=2
fg 20 L M +5D 20
T 20 F
#
210
T
0 1 1
H A — L §F40me {2 HE BT

*<0.05 , HLHATAEICH L TAEZED Y GHEDH 5 Wilcoxon M)
N.S. : Not significant

Ly AmERABEFERaT

77 A — LEE 40mg HE Ve AR
BehHmiH 2.9+1.4 3.1+1.1
&P G-1% 0.8+0.7 0.8+0.6

(Mean=*S.D., n=20)
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I. v rOBRRUBRICEITDHEEHMRD

Exo-vivo iR & in vitro RBR 1TV T, AR N OERNHK &R, B A —/LEE

40mg L AZMERANIA BICTHE R A RIBL Lz, S HICH A —)LEE 40mg & FZEAERLAI R

A BEALGRS b T, WANIEDFCFAETH D Ll Sz,

1. Exo-vivo ik
Wistar #EPEZ »~ b1 BE 10 VD)3 BEIC, AEPEAMK Sml/kg . H AV —/LEE 40mg KO
MEAERIA] 1 gE(P A F LR Y v a %P b LT 40mg)/bml/kg % 1 [M#G5EL LT, #
HBAtE 3 AL 1 H 3, 4 HHURKEG- AT 1 A 1B L, DRk, H
T ORI A BR B L, G e O iR ek 217 - 7,

(1) &aER
D B&
BRIZIB VT, T A —/LEE 40mg K OEAERANL . ZhEfalss p<0.01,
p<0.05 THEHEMIRIZILAERBD RO b, FEmARICAERAEITRD 5

niginoil,
(mm)
el | ok £
‘ Mean+S.E., n=10
. NS,
i I
B
a4
"%
&
2
0

EEEER H AT =L §id0me TRHERIT

*p<0.01t RE)  *p<0.05(t FRE)
N.S.:Not significant
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2) Bk
JHIRIZFBNT, A AT —)LEE 40mg K OMEHERIANL, T ENfERE p<0.10,
p<0.05 CHEIRIRICIENEE 2B RO i, EF-mAIRICAEERZEITRRD S
L7277,

(mm) *
2 =

10 r

Mean=*S.E., n=10

0t S i
In [a} Les]

e

]

EIBEIER HA - #E40mg A

' p<0.10(t K ) *p<0.05(t #E)
N.S. : Not significant

FARRICE T HABDTHDE S

Bk AR
JE OB S (mm) | A FE%) JE OB S (mm) | A FE%)
AR 6.32+0.42 9.29+1.12
7 A — LEE 40mg 3.78+0.56 40.2 6.72+0.73 27.7
LA 4.54%+0.52 28.2 6.31+0.65 32.1

(Mean=*S.E., n=10)
(2) REKRAHER
D B&
BIRIZEB T, A —/LEE 40mg K OBEERFNL, WP b AR p<0.05 THEHA
WIRIZHAFEERBD RO 6L, E-mAIMICABEREZITRD bR Tz,

(dyne/cm)

43 r "

Mean*S.E., n=10

546

42

FHEBER H 2 — L §E40me RHERIE]

*p<0.05 (t #2E) N.S. : Not significant
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2) ik

BRI T, AT — LEE 40mg e OFEHERIANL, Wb fER=E p<0.01 THER
WIRIZEEA_BE RO NRO b, £-mAIRICEERETZRD o T,

{ g yne fem) -
‘ ook
[
= Mean=*=S.E., n=10
i)
5"532
1
31
HIB IR H L ER40me sy
**p<0.01¢ #7E)  N.S.: Not significant
FEHREEAN
H K Wik
Fe1Hi9E 71 (dyne/cm) | B (%) | #HiTE /1 (dyne/cm) Tk 2(%)
A PR AR 46.5+0.3 32.6+0.1
H A — )V EE 40mg 44.7+0.7 3.9 31.9+0.2 2.1
1 UHERLA 44.91+0.6 3.4 31.8+0.2 2.5

(Mean=*=S.E., n=10)
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2. In vitro ARG THAER)
Wistar #E4:7 »~ ~ 10 PLic, EPREER % 1 H 30, 3 HREGR G L, LFIEIE7-
%, BIRE ORI LT, IR ORI O FRHR I BT R GRS 0500 1 L,
A —)LEE 40mg M OEAERLAORER (1 $8/10 m L, YA F AR vadih & LT
4mg/mL)%Z N 0.5, 1. 5, 50 LT 500 u L ZUSh L, LiailBric ¥ U CHEE L 7=,

1) B%&
NFEL-DIESE
N'_ql O 2t — N i540mg
I\'I_";'} NS, WAZHER R
L
N.S.
|_| —
] Mean=S.E., n=10
N.S.
1
0 0.b 1 b a0 BO0 (L)

7 A Y —/VEE 40mg M OFEMERLFNIVES KR L C 1 L Tld p<0.01 X p<0.05 THE
FENHED S, 5u L, 50u L KON 500 u LB W TIEmA L & p<0.01 THEENZED L
Too A3 RIE CIEmAIRICA B R ZITRD bR o T,

N.S.:Not significant

2) ik
(mm)
YT S F 51K
O 2+ — L §E40me

\ES I\ll_T'} - m EERE
= ’—‘ N.S. 4 _
o 2 N - Mean=*S.E., n=10
= i
X NLS.

| ’l[

O 1 1 1

0 05 1 5

20 200 (L)

T A — /U8 40mg M OEAERLAN TR KIS LT 0.5 L Tl p<0.05 X p<0.10 TH
BENRD LN, 1L TlE p<0.05 XX p<0.01 THAEZENRD SN, 5uL, 501 L KT 500
pLIZBWTIEmEA & b p<0.01 THEZEDRD bz, [F—EYisnE ClimAlfIca B2z
IO o7z,

N.S.:Not significant
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HEHRICE T LBROTEYDE S RUEDE

ST & GRS AR
(z L) Jajg O S (mm) | HDHEG%) | aE0E S (mm) | %)
5K 0 5.55+0.29 3.24+0.28
0.5 5.19+0.19 6.5 2.24+0.35 30.9
1 4.53+0.13 18.4 2.10+0.34 35.2
I A — L EE 40mg 5 4.28+0.12 22.9 1.61+0.29 50.3
50 3.43+0.16 38.2 1.33+0.21 59.0
500 1.78+0.07 67.9 0.80+0.09 75.3
0.5 5.07+0.20 8.6 2.40+0.33 25.9
1 4.55+0.29 18.0 1.75+0.26 46.0
TR AR 5 4.15+0.26 25.2 1.45+0.25 55.2
50 3.15+0.23 43.2 1.27+0.27 60.8
500 1.67+0.13 69.9 0.90+0.23 72.2

Q) YEREIRERRE - Bk

LR L

(Mean*=S.E., n=10)
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5.
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MiFEOFEER
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AR L

_/\ *ﬁ

7]

(2)

©)

(4)

(®)
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(5) EMERBMDEERI/NS A —4

6.
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oot

(1) BEMERAL B VMR R
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LR L
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16.
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