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TrT I A, A ARy MNgpzF )L, XTI TR F R T

2. SERIEF
(1) fEREM - (RIS
AR LT — MRMME L S TFRGO 5-HT AR T, 2 a b= oA 5,
ZOF, MUMROESE, MO R O ORI S 5,
(2) EREES 5 HBAME
WAL L
(3) fEFASTRRSRT - FEARES R
WAL L

13



VI. FEYENEEICRE 9 HIEH
1.MFREDHR - BIEE
(1) ABELEEVNGOLPRE

YU ERR L
(2) HEEMFREDERR

(THEAR AR CHER S L= M PR | DIESR)
(3) ERRRABRCHREIN-IFEE Y
EYFHEF S
YR T VT — MNERRESE 50mg [TSU :
PR VT — NEEESES0mg [TSU X [ &N R 28 0 ERRA O LY FNRSEET A FZ 1)
(ZR 0 BRI LT — NMERRESE 100mg [TSU) (b F&XtG e LA PR RERIC LY |
HERIK & ORSMEDSTEFA SN TV D,) ZEEREI L Lo iw BRI B W Cl AN A IR % T
bDHENRINTNAS,

FEAERLA « LR 7 L T — MR SE 100mg [TSUJ
FREBRBUA - Y LIR 7 LT — NEERYESE 50mg [TSUJ

(EES

FRERIE : pHL. 2 (BT, FEHERIKIAS 15 2 LAPNIC ) 85%1AH L7z, sBREAI Y 15 4y LAINIC A
3 85% LA EA /R LT

FRERIK : pH5. 0 1TV TI, ARHERLAIZY 15 43 DAPNIZ FH 85% A M L7, #ERIUAI S 15 43 LANIZ %
H=R85%LL Lar LT

FRERIK : pHE. 8 1TV T, ARHERLAIZY 15 43 DAPNIZ FEH 85% A L7, #ERIUAI 15 23 LANIZ %
H=R85%LL Lar LT

FRBRIK - KIZIRWN TR, BEYERGRIZS 16 43 INIZ AR 85% DL RIS U7z, BUBRELAI & 15 23 LA 4%
HER85%LL Lar LT

FRERIK « pHL. 2 [AIHA%K ¢ 100 BRI 30U TIIARHERLFI AN 15 43 AT B 2R 85% LA Bt U7z, 3Bk
SIS 16 S LAPNIZ R = 85% L EAa R LT

LUEDRERN G ETORMEIZIBN T, FEERG & SRBRRUA I8 F%E TH 5 L TE 7,

14



FABRIE - pHL. 2, [AEE%L @ 50 [AldE > (2D T
FEAERIA e OFRBR A DO S = A2 IRF R LT,

i EEEEHE (%)
W E R (57)
04y 54y 10 4y 15 4y 30 4y
PIVR T VT — NEREYERE 100mg [ TSU| 0.0 64. 2 82.4 87.1 92.4
PR T VT — NEEEESE 50mg TTSUJ 0.0 63. 8 88.3 97.3 100. 3
SERR . pH1.2, EIB5%K:50[E R
120
100 —9

) g
N

L/

1/
v

0 5 10 15 20 25 30
e (53)

B (%)

—O— Y LIRS LS —MEEEIE §£100mg TSU |
—8— Y LIRS LS—MEESE §E50me TSU |

LI bk B HEUERLAI AN 15 43 LIPS VAR 85% LI B &2 R L, RBREAI G 15 43 INIC IR R
85% LA L2 s L7z, HIEHRE TEEVERGAIAS 15 43 LINIZ Y 85% DL RIS T 2356 « RUBRELAI2Y 15 7
LIPNIZ ) 85% LA FIR T 205, U 15 43128 1) 2 s BRIA] 0 SE35 75 H SR AME HERLE O S PR HH 3 £
10% DHEIFAIZH D, ) 1THE LTS &l Lz,

F 7l 2 DRI T, RBRA O FEEEHFED £15% K NE25% DOHEPHZHE X 5 b DIE/e <,
HIE FEHE Ta, FFEYERIAI O IPR D 85% LA RITEET 2 & & | BBREAI O EE 3+ 15% O i % 8
25 b0 12 F 1ELULT T, £25% D&M ZE R 56 DA 7R IZHEA L TWD &l L7,

o T, FRBRIE : pHL. 2 ([E1Es%K < 50 [F18R) (Z3W CAEVERLA) & SRBRBAN I A B RS CTh D &
HWr L7,
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LFABRIE - pH5. 0, [Al#E%L © 50 [Al#E > (22T
FEAERIA e OGRBR A DO P = A2 IRF R LT,

HITERER (5) P (%)
0% o 105 | 154y | 304
PRI LT — MEFEESE 100mg [TSUJ 0.0 65. 0 86. 4 91.8 96. 8
YR LT — NEREESE 50mg [TSUJ 0.0 66. 0 93.8 98.6 99. 7

FABRi% - pH5.0. [E1E5%K: 50E1ER

120

R

# 60
A //
5
40
/ —O— Y JLIRT LS —MEEEIESE100mg TSU |
20 e
/ —8— H LIRS LS5—MEEEE ££50mg TSU |
0
0 5 10 15 20 25 30
B (5)

LI bk B HEUERLAI AN 15 43 LIPS VAR 85% LI B &2 R L, RBREAI G 15 43 INIC IR R
85% LA L2 s L7z, HIEHRE TEEVERGAIAS 15 43 LINIZ Y 85% DL RIS T 2356 « RUBRELAI2Y 15 7
LIPNIZ ) 85% LA FEE T~ 20>, XU 15 431238 1) 2 BRI 0 SRV H SR AN HERL A 0 SRR PR HH e
10% DHEIFAIZH D, ) 1THE LTS &l Lz,

F 7l 2 DRI T, RBRA OFEEE D £15% K N E25% DOFEPHZHE X 5 b DIE/e< |
HIE FEHE Ta, FEYERIAI O IPR D 85% LA RICEET 2 & & | BBRERAI O EEE 5 + 15% O FipH % 8
25 b0 12 F 1ELULT T, £25% D&M ZE R 56 DA 7R IZHEA L TWD &l L7,

o T, FRERIE : pHE. 0 ([E1H5%K : 50 [FI#R) (ZIWCAEMERLA) & BB RAN I A B RS CTh D &
HWr L7,
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L FABRIE - pH6. 8, [AlE%L « 50 [Al#E > (2D T
FEAERIA e OGRBR A DO P = A2 IRF R LT,

\ TR (%)
HERFH] (53)
0%y 5%y 104 | 154 | 30%
YRS LT — NMEREESE 100mg TSUJ | 0.0 62. 2 90. 0 92.6 96.0
PR T LT — R SE 50mg [TSU] 0.0 69. 1 95.0 | 100.0 | 101.2

SER% pH6.8. EE5 %L : 50[E R

N
N7
NV

/ —O— H LIRS LS —MEEEE §2100mg TSU |

o

BHE (%)

20 .
—0— Y LIRS LS —MEEEE §250mel TSU
0
0 5 10 15 20 25 30
BERE (93)

LI bk B HEUERLAI AN 15 43 LIPS VAR 85% LI B &2 R L, RBREAI G 15 43 INIC IR R
85% LA L2 s L7z, HIEHRE TEEVERGAIAS 15 43 LINIZ Y 85% DL RIS T 2356 « RUBRELAI2Y 15 7
LIPNIZ ) 85% LA FIR T 205, U 15 43128 1) 2 s BRIA] 0 SE35 75 H SR AME HERLE O S PR HH 3 £
10% DHEIFAIZH D, ) 1THE LTV &l Lz,

F 7l 2 DRI T, RBRA O FEEEHFED £15% K NE25% DOHEPHZHE X 5 b DIE/e <,
HIE FEHE Ta, FEYERIAI O IPR D 85% LA RICEET 2 & & | BBRERAI O EEE 5 + 15% O FipH % 8
25 b0 12 F 1ELULT T, £25% D&M ZE R 56 DA 7R IZHEA L TWD &l L7,

o, RERIK : pHE. 8 ([HIHs%K : 50 [FI#R) (ZISW N CAEMERLA) & BB RAN IR B R RS TH D &
HWr L7,
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FABRIE - K. [BIERER @ 50 [Bl#E > (2D T
FEAERIA K OFRBR A DO s = A2 IRF R LT,

\ TR (%)
HERFH] (53)
0%y 5%y 104 | 154 | 30%
YRS LT — NEREEEE 100mg [TSUJ 0.0 61.7 86. 7 92. 5 97.2
VLR LT — MR SE 50mg [TSUJ 0.0 1.4 98.0 | 101.6 | 102.6

FER& K. BI¥E#L: 50[E1 %R

120

e
N

L/

0 5 10 15 20 25 30
B (93)

BHE (%)

—O— H LIRS LS —MEEEE §2100mg TSU |
—8— S LIRS LS5—MEEE ££50mg TSU |

LI bk B HEUERLAI AN 15 43 LIPS VAR 85% LI B &2 R L, RBREAI G 15 43 INIC IR R
85% LA L2 s L7z, HIEHRE TEEVERGAIAS 15 43 LINIZ Y 85% DL RIS T 2356 « RUBRELAI2Y 15 7
LI EY) 85% LA FEE T2 0>, XU 15 431238 1F 2 sRERELA) 0 SRV HI SR AN HERL A 0 SRR P HH e
10% DHEIFAIZH D, ) 1THH LTV &l L7z,

F 7l 2 DRI T, RBRA OFEEE D £15% K VL 25% DOFEPHZHE X 5 b DIE/e <,
HIE FEHE Ta, FEYERIAI O IPR D 85% LA RICEET 2 & & | BBRERAI O EEE 5 + 15% O FipH % 8
25O 12 R 1ELLT T, £25%DHFAEZ X 5 DR ITHEA L TWD &l L7z,

P> To BB - K ([BIHE%L « 50 [EHR) (Zdeu THEERLA) & BB BRAN IS 258 3 % CTh 5 & fIbT
L7z,
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KFABRIE : pHI. 2, [AIHEEL : 100 [BIHE> (2DOW T

PR YRR K O UBRIA D PP SR 2 IREI R LT,

. SR (%)
HIE R (47)
04y 5 4y 10 45 15 45 30 4y
YILR T LT — MERERYESE 100mg [TSUJ 0.0 79. 2 93.4 100. 6 101. 2
YILIR T VT — NEERYEEE 50mg [TSU| 0.0 81.0 93.0 100. 1 101. 3
SAER&R pH1.2, [EIER%K: 100[EER
120
100 and
80
s
# 60
2/
K
40
/ —O— IR LS —MEEEE §£100mg TSU
ZOJ/ _o— HILKS LS — M EEE 5250me TSU)
0
0 5 10 15 20 30

il (9)

LGS BEYERGRIAN 15 23 LI R R 85% LA E& R L,
85% UL & R Lic 2y, HIERE TEEHERLAIAS 15 /3 LAWIZ ) 85% LA AT 2354 ¢
DINIZ -85 85% LA EYAEH T 22>, X% 15 /3012381 2 akBR LA 0 SRV H SR 3 R 00 SRR HH =R =+
10% DHEIFAIZH D, ) 1THE LTS &l Lz,

F Tl 2 DEEHFRITIBW T, RBRRA O EES R D + 1569
HIEFEHE Ta, FEYERAI OIS H =3 85% LA RITET 2 & &
25 b0 12 F 1ELULT T, £25% D&M ZE R 56 DA 7R IZHEA L TWD &l L7,

o, FRERIE : pHL. 2 (BIEL - 100 [F1#R) (23U CREMERLE) & SRBRRLAN A B A FA%E CTh 5 &

I L 7=,

VLB &0 gl & SRR I ARICRE TH L L HIl T & 1,
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BRI G 16 73 LANIC PR Hi
AABRELA S 15 7

o M DN E25% DFIFH A Z 5 H DIE7 <
TR LA O SRR HH 3R £ 15% OB %




PRI VT — NEEEESE 100mg [TSU :
PR T VT — MEREESE 100mg [TSU| & AZAERLA] & o fn R B i & 5 MGt
1. HE
PR T VT — MMEReESE 100mg [TSU) & ARHERA & DY PRS2 BRET 5 720 A
g o VR 7 v T — MRS & g LT,
FEEITIE
@O fs A
PRI VT — MNEFEESE 100mg [TSUJ
FEERLF|

&

@ x5

HONUDEFEZMZEZ ML, REORDONRNSTC AT F1 04
@ KL=

FUFEBRIZ L 0 [ LB DL mAl 1 g8 (AR 7 LT — MERHE & LT 100mg) 2% #&0

Beh L7z,
@ HG5IE

TR T F SRS CHANCCEFEICLIDREZHEONTL 1 04 % 2HEC T, ERMOBMZO%, 1

RECIZ D VR 7 VT — NMEERHEEE 100mg [TSU), MEEIC I3 ERIA 2 22 JERERE O & 5 L 7=,
® FRinFFH

FeHR, 0.5 MR, 1 BRI, 1.5 WM. 2 MR 3 R, 4 BRRE. 6 HER.

8 MHE[E. 10 FERE. 24 KrfE
3. AEE

MAELEID AU Co*, Cmax OXBAEDFEEMEDZED 90%FHXMIXA U C® Tl 1og(0.8401) ~
log(1.2133), Cmax Tl log(0.8566) ~1og(1.1586) & 7210 . W4 b log(0.8) ~log(l.25) DEFANIZ
o7,

PLEORER L 0 VR 7 VT — MMERRESE 100mg [TSU M OMEHERIFN I AW L RS2 445
HITHD EHERI S D,
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o
(ee]
1

—— Y LRI L S—MEEEE §2100mgl TSU
—o— 1R

o
(o))
I

N:::]|

<
4

migd4 LRI L S5—MEESE
E(ueg/mL)

0 &5 1 e o o)
0 2 R 8 ( hour ) 4 6
HIE AT A—H BHENT AN
AUCo-6 Cmax Tmax tie
(1 g+ hr/mL) (1 g/mL) (hr) (hr)

HYILRT LS5— MERE

=+ -+ —+ %
{5 100mg [TSU | 044F0.17 0.59£0.19 0.57+0.18 0.8
i YA iR X
BRIRBGA 0.440.17 0.60-0.22 0.55-0.14 0.9

(100mg,. HEAI)

(mean=*8S.D.. n=20)

(4) i

MY ERe L
(5) BE - tREDEE

(Tvi. Zet (A EorES) (BT 2HE THAEERH] oEESHRoOZ L)
(6) BEH (REaL—Yay) @ISk YHBELE-EMEARNBELTHER

MY ERe L

2. EMRER/NSA—F—
(1) A=AV RETIL
ZEEE R L

(2) RIGREEH
ZEEE R L

(3) "AFTRASEY T«
ZEEE R L

(4) HRREEH
ZEEE R L

(5) PUF7Z2R
ZHEE R L

(6) PTMEIE
MEE R L

21




(7) MFEEHFER

3. IRIN
MR L

4.

(1) Mik-AxBErTEdE
MR L

(2) Mmik-RaEERAFTEE M
MR L

(3) BithADBTH
WAL L

(4) BEERAOBE
WAL L

(5) ZOHOBEBADBTE
WAL L

5. X

(1) REESELRURBRER
M EE R L

(2) RBI<E5 T 5825 (CYPAS0%E) D Fig
M EE R L

(3) VIEEBANROEERUVZDEE
M EE R L

(4) KEYMDEEORERULLE
M EE R L

(5) FEHERBMOEERI/SS A—4
M EE R L

6. HEMH

(1) HERERGLR DR
ZHEE R L

(2) Hetse
ZEEE R L

(3) HEtthiRE
ZEEE R L

T BHEIC & BREE
MR L
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I. &M (FEALDEESF) ICEHI SHIER

1 Z2ERNREETDER
L2

2 EBRELEDER
[(#£5 ROBEITIFEREG LRV )]

(1) Hif L T2 8E (IAdE, EMleE N EssiE, LRSS, RESHIM, Wi, 77 i %)
(i 2 B 385092 ATREMED & 5, ]

(2) R SOTHEIR LTS ATREE D o o im N (Tia, Elm, RILEF~O&K G OHEM)

3 MEERIFMRICEET SHERALDIE L T DEH
Y LA

4 RERUVAEICEHES AHERALDOZERE L TOEA
Y LA

5. BEERSAREETNER
HERS ROBEIIFHBEICKREGTL2L)
1) ARGHTo8E (HilzHRTsktnnrd 5, )
2) HMEEIENNCE DFEROH 588 (HIER 2R o 8ThrH 5, )
3) PUBEEA (U7 7 U %) &5V MREEEIGIER 2 A4 5384 (T2 Frnm
Y URRRE, vr ALY — V) RGHORE (HILER RS 28EhnH 5, )
4) EERBEEOH DSBS WHHIEETIBThRH 5, ]

6. EELEARWIRE ZOEHRVLES
H R AR
AP G HITEPRICMIEREZAT ) 2 EBRE LV,

1. HEEH

(1) GiREREZTDEH
FLEEFIH L

(2) BftREE LT DER
OEREE (BFRCEETDZ L)

A4 55 BRPRIEAR - HEIE T 1A B&FF - faBRIA¥
LAl (V77 U %) A A 2 B R 9 D B T | MAICER 2858 5.

/BRI EIE 2 3 2 3H5) | B3 H D,
(TAEY >, Frurd ok
W, vaAE Y — L)
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8. Bl1EH

(1) BEROBME

ARHN A P AR A A 45 O BILVE F S8 BUSEEE 03 R & 72 2 FA & S L Cuh/e Ly,
(2) EXGEIMERA & WMEAERK

BEXRGEMER (BEETH)

1. M, AR I I, Hai e F iSO WS IS s 5bhd Z L8 H 50T, BlEkE
F53I2ATV, BENRBO OGNS EITIL, &5 2RIk L, BURAEZITO Z L,

2. M/ - /MDD B d Z ENRHDH DT, BlEE 7TV, BEPRD NS
Al BEERIEL, BURLEEZITO 2 &,

3. JFHEREREE, #YE : AST (GOT). ALT (GPT). Al-P. v-GTP. LDH o bF%:% % 5 fTHkhe
EESHERN D LDONDLZ ENHDHDT, BlEL STV, BEPRO NTGEITIE, &5
L, @URAELEITO Z &,

4. FERERIERIE | SEHEREREN D Db Z ERH DO T, BERE ATV, BRESRD LGS
WZiE G a2k U, UL EEITS 2 L,

(3) ZDthDEIERA

WK &~ W
B EUE™ WIB, FAR BB, FREE, AL, SRS

IFHgREREE (LU vy LA, AST(GOT) B, ALT(GPT) 15, AP 5.
y-GTP L5, LDH k)

g™ i (R, Bz i)
W, Mo r . HER . (ERE, SR (RE) . BACRIR, MERRIEARE. T,

PR 2

s WER, A%

(s DEETUE, B, M, 1ETY

Rt et R SR, MRS BRERE. o FV

N HAK, REM, BUN ER., 7 v7F=v L5

i A, R A e
MEFEREF O S, iE=a L AT e — 0 R MiE7 VT I ORD, R

< DAl B PRICHE, (REOHN, L, B, MigD 1> AORD, LUK,
FEEN, WHEHSR . WHERASPLE, BRI B

H1) ZOXoIRIERN™D S bNTSEAICIE, BE5A2PIET52 8,
H2) BEAE 01470, BENEO bNEBRAICIE, &5 42 MIE+ 57 V@ lEa2475 2 Ly
(4) HEMNEVEERBRHEERVERREERE—E

AR L

(5) £RES, AHHE BEERUTHOAREERIOMEARTEE
AR L

(6) EMT LALF—I=HT B EBRURBE
KPR L
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9. BEEA~DIRES
mlnE IR E (BI2E 150mg/H) L0V HFGZBMT 57m L, BADIREBZBIE LR GEEIC
BhHT 2L, (—RICERE TIETE., FEOAMBENETL TV ZENE <, iR,
Fifi T o2 dH 5, )

10. 134, 4R, RIBFADORS
1) @ SUOIHEIR L CW S AREMED & S im NICi3xR G- L2 &, [EWER (7 > ) TIRKBIEE
RN L O AR A RIRTF 2 i Sh T %, ]
2) HAPDOmANITRKEG LW Z EREE LWR, RO z2BGTHRET 258 IR 2T ST
Z&, @WER (T ) THAHFA~OBITARESNLTND,)

1M.IMNREADKRE
SNV T R A ZE A VEITHEST LU U, (fE FRRER Y 2 0,)

12 R R AR R RITT B
MR L

13 BERS
MR L

4. BRLEDEE
SEAIZSH S : PTP @380 PTP — b 2rHIRY L CIRAHT 2 & 540845 2 L. (PTP v —
R ORI L0 | B R~ TIA U, TSI = U CHERIRZE SO B 2 A DHiE
EOFET B L BB STV ,)

15. ZDHMDEE
AR L

16. T Dfis
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X. FFERRREAERICEE 9 HIHE

1. EEHER
(1) EHEEHER
(VI SERFIMBIT A ) BH8)
(2) BIRIOEDHER
AR L
(3) BREMEEHE
AR L
(4) ZOMOEERE
AR L

2. BHtHER

(1) BEBSEERR
MR L

(2) REHSHERR
MR L

(3) £MEEBMRR
MR L

(4) ZOMOBHEN
MR L
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X. BEEMEIEICEYT 51EE

1. 3RHR 5
D "®HF YL
2) BMES L LAV

2. BREARI R ILfE AR
IR © 34 (ZEMERERIZHES )

3. BTiE - REEEH
FEIRLRAF

4. EFEFODLEDOFES
(1) ERTOERYHZWLIZDNT

(TS RO THFE - PRAESRIE) OBEESZROZ L)
(2) ERRXFEHDOIE (BEFICEEIAAETNASIESE)

(v, Zep: (A EoFEES) (B4 58 4068 EoESE)] oEEAZBoZ L)

5 EKRBEKMF
Y LA

6. @I
50mg #E : (PTP) 100 #&. 500 #&

100mg #% : (PTP) 100 &, 500 &

1. REBDMHE
PTP : RV e =/, TAI=0U L

8. R—RL5Y - FIMNEE
T 77— 7€ 50mg,/ T v 7T — 7§k 100mg (30 =)

9. EffREESFAR
1993 47 H 2 H

10. HERFGERZFABRVEARES

B RAEMR e AKERAEH B K&
PILR T VT — NEEEESE 50mg [TSU| 200947 H 13 H 22100AMX02210000
PR T VT — NEEEERE 100mg [TSU | 200947 H 13 H 22100AMX02209000
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1. REELRHFEA B
20094 11 A 13 H

12. 308k - ZIFREM, A% - ABEEEEMFOFABRUVEDAR

L2

13. BEERE BIMEHERARFABRUVENOAE

LR

14. BEEHME
Y LA

15. 5 HHFIREERICET 517
Y LA

16. £3a—F
ey HOT (9#7) TR 5 AT S L7 N
i &5 IHRIE IS = — e e
LR LT — Rt
ki f;;)m;rTS]\UJ W 119612201 3399006F1018 621961201
LR L5 — NERREE
%/ﬁi(me; FTgUFk 119619101 3399006F2014 621961901

17. RER#aft LDERE
AANIORBREZIR EOBRFEEHKLTH D,
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X1. X @k

1. 51 RACHK
1) RSt R
2) AR AR R
3) ARt AR E R

2. Z D DS E
L

XI.328H

1. EGSETORFTRR
L

2. B BT DEERIRFR
L

1. Z DRI EE
L
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