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R K-8 B
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4 . AVFT A (JAN)
4 : Sultiame (JAN., INN)

REIREAGEEH B
FARE v E 50mg 2001 4E 9 F 28 H
A AR\ > FEE 200mg : 2001 49 H 28 H
RERFTERBERD - | EMAMEIGHAER A
A LIRS - F AR FEEBOmg ;2001 4E 9 H 26 H
BREEStaE B A A AR\ ME 200mg : 2001 49 A 26 H
B aE A B
FART v MEBSO0mg 2001412 A 1 H
F AR\ v M EE 200mg : 2001 4512 H 1 H
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I BMEICEAT HIER

1. ARORRE
1912 4F KA « NA =/LAEIZ K U Luminal (514 phenobarbital) 2388 X 4v, TAMATR
FECEA ST Z OB OFTAPAFIEOFR S ZOHiETIC. ~-CO-NH-CO-CR,R,-
AT b EMTh o7,
1950 A, KA - AR ® Helferich 513, & HIZEN I TADAER 2R D2 H
LV MEA# N-aryl-butanesultam Z A&k L72 Y,
Z OIS DL EMREDOMIFERFRICFE S &, KA Y« A bt R 3EMFEET O Wirth 6
VIR v K & WHIRAFZE 2 R fE %, N-(4'-sulfamylphenyl)-1,4-butansultam 3725
sultiame(A /LT 7 DNZFFICENT-FICTADAERZH A LY,
Z D% MRS E OWFFEFE T L 0 ARFNOEEIR DR DG S 20 AW TIEIRFD 38 4FIZ A
AR B > N OPEmA THIE S, IBF 50 4 6 A IS IR RS AR &,
A TEMRASHIT. U = v 7 7 4 PR (Bl B = 280K BN A KGR 23217 T
A VR RS AL RS L T2 iie 4 T4 AR m y M E (50mg. 200mg) | D AR & 7K
ik LB TORGEAGRICEI D #ax PRk 18 4 12 H X0 T4 2R m v ME(50mg, 200mg) |
MH A ART v MEE 50mg. $E 200mg | (24 a2 ZFH L ClRGETHZ & Lt roiz,

2. WRDAMEMFI
() AAHKE A & G0 LC A RO G O HERT N 5 2 L B TE 5 9,
(2) Bt - HIRMEI AT C HHRIECTTBIRE /1~ DB 7210 9,
(8) /2RI I, A5 By PR AT IR - MBI SE A B IR % T B,
@ FRARRER & LT BR2 D 6bNE = L ibh 5, (VLAIER | OHEBHE)

3. AFDOHEE|FREE
W2FERHY HEFH N TX D,

4. BIEGERAICEAL TAMY NESHTE

WIEE BT 2 &M REERHEE T A N T A 5 A
RMP #
BIOY A7 f/MEEE E L TER STV 5 &R i
W FAHEET A KT A v Fis
1B b o> B 7 I S "

5. AREZHRVIE - FALOFIREIR

(1) EBEH
L



(2) i@ - EALOFIRER
Y LA

6. RMPDIE
LR



I.&#ICEA9 HIER

1. R34

(1) #1044
F AR v F®5E 50mg
F AR v FEE 200mg

(2) *4
Ospolot® Tablets

(3) BFRDHEAX
Friz7e L

2. —ik4

(1) M4 (F%E)
Z)LF T L(JAN)

(2) *4 (fR%iE)
Sultiame(JAN,INN)

B)RARTL(s t em)
B

3. BEXRIFRMER

4 HFRRUHTE
o C,oH,,N;0,S,
& 290.36

5. {24 (&) XITAKRE
4-(3,4,5,6-Tetrahydro-2 H-1,2-thiazin-2-yl) benzenesulfonamide S, S-dioxide (IUPAC)
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1. MELEZHMTE

(1) 5948 - 1K
F A O i SUTHRE S PEDORIR T ATV MEZR < (BRIT DT 0ITHE Y,

(2) At

o ENSEZ)
N, N-DAFILHRLLT IR FR D TEITF T
n7FNT I 90
A i<y
Vi fid T I W
VI E—T )b F e AT

Z N RN ol SR N AN D s

(3) 2%
PA- L 2

(4) R (R m) e RS
fhs 185 ~ 188°C
(5) BRI R ARBETE 2
pKa : 9.7 (AR 7 2 FEEEE)

(6) HERFM
MR L

(7) Z DIDE LRI
MR L



2. AT DERERTICE TSR ENM
(N EBEHTICETOREMN

DEXRTOLREME
R AR AR (%) PPk« TLC*
S - IZBWICE IR A B
2 100°C 5 B[ InER 100.1 TR TS AR v b
ITRD BN o T,
AL - BV IR A B
B 7 B 99.7 PRI EE S AR v b
e TR BT,
AL - 1B WDICEIZ A B
Xt T 7 100 B 99.9 PRI LS AR v b
TR N7,
XTLC : @@ raua~ 7o 7 41—
2) BIAIRREETHOREM
PR ERAER (%) TLC*!
[ enradiia
[pH 0.4 99.8
) . N FES < AR » M EER
1 FREFETSE e N2 ¥ 57 o T
TV U PRI 99.6 -
[pH ) 13.4] ’

¥1.TLC : Egru~ 757 4 —
M2 AT T MIKICHIE TH D120 FlElE « A X ) — VIRIRB L OKER LT FY UL A X )
— VIR & T,

(2) B BRIZ & B2 F
R L

3. B ORERHRE. EEE
HINAR S ORERRERE - AARER G TANLVTF T LIZE D
(D7 mraRV A E D206 (AT 7 =0T I REOHEE)
(2) R K QAL N U 7 ZRRIRIC & D IR SO (A A 7 TR DO ReR)
(3) ZRAN TR I FE I 7 1
BNy D E Bk C AARER I ALVFT AL D
B 15



IV. &IIZB§d HIEH

1. &
(1) FRz DX A
BEAI(Z 4 v ba—T ¢ T HE)
(2) HENDNE R UMK
mre | AR | @ s kx| BH
WRDOH D @ @
FARay b T 4z
20 ae KW002
§E 50mg ;74 “7 EHf :H  6.1lmm
e =X :‘f*’] 2.95mm
B A 97mg
GNE =
FARBY M 7 42
b 200mg | —7 (v | FE KW003
e B/ 10.1mm
JFEx 1"] 4.95mm
E K 385mg
k%=l
IV.1.(2) &/
BEARIAIRIZ IR,
(4) HEIDYIE
P - LA
(5) T Dt
BA=)-v 29
2. BEIDOMERK
M) B GEERSY) DEER UV HMA
WR5E4 FARmy ME 50mg A AR ME 200mg
R 18P HRALVF T A 50mg #5H | 18T, HRALFT A 200 mg #5H
T 5, I 5,
A JUEOKFI, bt uay T o BT TF U ANV T AT T VRN TR T
” AT A BT 1 A —R <7 o I—/ 4000, FE{LF & >
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(2

~

EREFORE
Y LA

(3) B8
PAL- L 2

 RMTBRBROEBRRUVUEE
BARAA

ki
RN

CRAT BT 5 BIHY
LR L

 BHOEBELETICET5REN
M EHREABRTORENE

A ZH2 b 50mg, §E 200m

RAFM RAF IS R HEREH R
SR TE | a 36 A PESR EFRRBR T R | BRI
5T | BT T AR

QEAETTOREM?

F AR v bEE 200mg

RAFLI RAFIIE R RERTE BT
25+1°C,
75+5%RH 77 MG E | 80 HIF PEAR IR 5y B Bk Btk
()




(3) Z DD EEM (FTEEEAER) 7
Z AR v k& 50mg. $& 200m

PRATIRAE RAFERE | SABRIYITE FUBRIE H B R
mpoe | FOER oy | KBRS | g,

CRRER NABBOREN
BARRAR

- fuFl & DEE L (MEILFIEL)
A2 L7a0

CBHMEY

(1) B HZEE)
ZRAAa v k& 50m
I 9 ) [ 3R 50 D SV VAR % PR 0D 2S5 12> T CERK 10 48 7 H 15 B A [ESRIE R
634 5) ICEESE  ANTF T AREKITH DA AR v ME B0mg DR HZEE) % 77 L 7=,
B AART v b EE 50mg [THEYERIAI T H 5 72D IR HIZEE) O RS VEILEHE L TZe

BRI 1k HASER T IP13)  —akiis W HRRBRE < Bk

RS BRI E © 900 mL. i : 37+0.5C

[EIRETR 4 50 [Alfis

pH1.2 HASER 5 (IP13)  Aiakincs 11k
pH4.0 FERS - WElES N U o AR (0.05 mol/L)
R B O
pH6.8 AARSKRE K - IR U CBREREFERIR(1—2)
7K AARIKR ST K

WHEEILLIFIORT LB THho T,
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FBRI R T DI BT T O®Y Th D,

. i H IR (n=6 ; mean=*S.D.)

50 [a]ii5[pH4.0]

50 [a]ifiz[pH1.2]

120 120
100 100
s g0 R
fas} fas}
f 60 i: 60
% %
— 40 — 40
= —— 7 2R0 » F§E50me 20 —— o 2770 » F§E50me
1] ! 0 !
0 15 30 45 60 0 15 30 45 60
7B HEERT () B HEER ()
50 [Al44[pH6.8] 50 [Al#R[7K ]
1200 120
100 100
5 e L
] ]
f 60 f 80
% %
— 40 — 40
0 —— 7 20 v F§E50me 20 —— o 270w FEE50me
0 ‘ ‘ 0 ‘ ‘
0 16 30 45 60 0 16 30 45 60
BRI () AR ()
7. IR
R[] 4 D PP HA 3R (%)
BRI
557 10 %y 15 4y 30 4y 45 4y 60 4y
pH1.2 34.6 51.7 59.1 70.1 77.2 82.0
pH4.0 30.4 51.1 61.2 73.8 80.0 84.7
pH6.8 29.4 47.9 56.5 69.1 77.6 82.4
K 39.8 56.3 65.8 78.2 84.2 88.2
(n=6)




A AAa v b 200mg

I [ 9 FH 25 346 0 0D SVER VAR B B ETAT 0D FE M2 12 > W T CERE 10 48 7 A 15 AT [ESRHEE
634 5) JIZHSE ANTF T ARAITH DA AR T » ME 200mg O HZEE 2 FH L 7=,
B AART v ME 200mg [IEERIFITH B 72D EHZEE O RSMEFEHE L T2,

BT 1A AASKRRE 7 (JP13)  —fakBRis i HRBR Tk /S Rovik
RS BRI © 900 mL. IR : 37+0.5C
[\ #5 % 50 [aliin
pH1.2 HASKE 5 (JP13)  AissdBass 11
pH4.0 Wz - BEEA T b U U ARETEHR (0.05 mol/L)
OB
pH6.8 HAH R B3 oV U eiEEEx (1 —2)
7K HARZERF KK

EHFENILLTIORT EBY THHo 7=,
B RBRIR BT DI ZEERNI TRO®EY Th 5,
. I H IR (n=6 ; mean=*S.D.)

50 Az [pH1.2]

50 A5 [pH4.0]

120 120
o0 100
E ogn B gy L
st st
ip 80 f G
% %
— 40 F — 40
20 a 20 . .
—— o 25RO v k$E200mg —— o 25K 0 v +EE200me
0 . . 0 .
0 15 30 45 50 0 15 30 45 50
BRI () BHEERE (5)
50 [Hlfix[pH6.8] 50 B[ K]
120 ¢ 120 ¢
o0 100
& ogg L B gy L
sl sl
f B0t f 80
% %
— 40 F — 40 F
0 . o 20 N -
—e— o 2780 o +§E200mg — 2780 v FEE200mg
0 0
0 15 30 45 60 0 15 30 45 60
B e (5) BRI ()




K.IEHR

IRE [ 1 D SV 2R (%)

BRI
0 547 10 43 1543 30 77 45 457 60 47
pH1.2 0 37.4 55.7 63.8 75.2 81.6 85.6
pH4.0 0 46.3 60.6 66.8 75.9 81.3 85.4
pH6.8 0 30.1 54.1 63.1 74.6 82.7 87.2
K 0 35.0 55.3 63.2 74.2 81.0 85.1

(n=6)
(2) B

ZF AR v b§E 50mg

H ARG T7 A EFE AL BUAS 5 =8B E D B2 AV F 7 L 50mg $E DU U IS L T

WD T EBHER SN TV D,

FoE EIL5 BRI i ke R
50 mg 50 rpm 7K 45 4y 70%LL |

F AR v b 200mg

H AR 5 5 A R S BRS 3E =38IC ED Bz AL F 7 A 200mg FEDEH K ICES L

TWAZ ENHERIILTWA,

FE [EILaay BRI e ke TR
200 mg 50 rpm 7K 45 4y 70%LA I

10.8%% - 2%

(1) FENDELES - QENEIRFHLGRSR - TEICHT H1ER
LR

(2) a%
(FRAKROw +EE 50mg)
50 HELR, X7 ]
500 BELJR, /N7 ]
(FRKRB v kg 200mg)
50 #E R, /X7 ]
250 #ELH, N7 ]

(3) PREE
L
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1 to 7 7 A

M ARREB SN L EME
L7

12. Z Dt
BAROANA



V. amkIcBY HIEB

I ESYIE S

FEHIEE R AE
. ShRERIESRICEEET 55
BRE I TV
. BERUVHE=E

(1) BZERUAZEDOMRESR

ANFT HE LT OEFHRA 1 H 200 ~ 600mg % 2 ~ 3 [EIZ/5 1 CTEBICROEEGT
%o
72F AN JEIRIC L 0 s E RS S,

(2) BHERUREORERM - REL
R L

BAZERUVHEEICEHET 5FE
REINTWRWD

. ERERAAE

M EEERT—2 /15—
BEARRNA

(2) BRRFIEAER
PA)- L e

) A= RIFERAER
BA=)-v 29

(4) REFAVEAER

1) BRI ER
mMER L
LR
HAER L

2

~



(5) B - HAEDHER
MR L

(6) afRr &

1) ERARAERE (— R EARERE S EERRRAE AR EAE) ( RERT
BT I N—ARE.BERTRERABROAE
L

2) RBEME LTREFPEDRABRIFER L 1-RE - HBROME
A% L0

(7) 2Dt
E N — AR ER REXBR
TR 123 B DWW T S N7Z R RBROME IR DO LBV TH D 2, FtEE)#/F 66
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