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1. BR5E4

(1) 04 F7 N UILEE 265me [ A
F 7 F B LEE 50mg [ AF K
F7 NV LEE Tomg [ Ak

2) #% NAFTOPIDIL Tablets 25mg “KYORIN”
NAFTOPIDIL Tablets 50mg “KYORIN”
NAFTOPIDIL Tablets 75mg “KYORIN”

(3) &AFFDHERK %5 D— A kT B,

2. —fE4&

(1) ¥4 (apdiE) F7 R (JAN)

(2) *4 (4% Naftopidil (JAN, INN)

Q) AT L A PR - —dil

3. BEAXIITHERX 0

‘ RUSGRLL
4. RFRARUNDFE 4512 ¢ CyHogN,0y
& ;392,49
5. =4 (difik) (2£S)-1-[4-(2-Methoxyphenyl) piperazin—-1-y1]-3- (naphthalen—-1-yloxy)

propan-2-ol (IUPAC)

6. ARG, A&, S, | FFiCL

REES

7. CAS &&= 57149-07-2
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V. ®AIICEHT HIEH

1. #IR
(1) FIRORA. SRR . +7 hEVILEE > 7 hEVILEE + 7 FEVILEE
UK 25mg [ 5 4K 50mg [ 754K | 75mg [ A5 K
il FIBRA D FE FIRA D FE FIRRA D FEEE
i SR SRE) A
4181 G (68 == | (85 (%) oo (%) (e o
RGN N N N,

B (mm) 8.0 9.5 9.5
JE E (mm) 3.0 4.2 4.6
& (mg) 140 280 305

(2) "WHEDOYHE M ERR L

3) #EAa—F T 7 FEVVEE 25mg [ AK) - ST REDL 25 Ak

F7 FEUVEE SOmg [ AR - 7 FE UL 50 Bk
F7 FEUVEE Thmg [ 54k - 7 FEUL 15 Bk

(4) pHRBELHE., | ZEERRL
LE. EEOERV
RE pH EEF

2. HFIDOHERL
(1) B#ES GEMR | 77 FEEE 26mg [ 54K 1EER, BT 7 RED L 26mg 25 FH
”) DEE F7 FEULEE 5Omg TV AR ¢ 1 BEH, BT ME UL B0mg EE A
F 7 B DVEE Tomg[54K) - 1 8EF, ARTZ FED L Tomg 25 H
(2) &y T+ 7 hEUVEE 25mg [ AR
e Lo —Z WK, TS a—uigr b A, RE R
v, BREEOKTSAW, ATT Y B IR T A
F7 hETLEE 50mg TV AR
e o—Z WK, TS a—Ligr b oA, RE R
v, BREEKTSAW, ATT YUY IR T A
F7 hETLEE Thmg TV AR
Lo —x LK, TS ) a— gl b A RE R
V. BREEKT AR, ATT V) By IRy L WA = SR gk
Q) £t oL




V. ®AIICEHT HIEH

3. BAEAE|. B DHE
HIIxd 5FE

4. BAOEEEMTIS
BT BREM

PR

(hns&EELER )

<PRAFSRAM>

40£2°C, 75+5%RH

<GB >
PTP &%

PTP A3 (R VAL E =L 7 4 L AR OT V2 =7 L§E)

<FABRTEH B e OiAE >

AR E B
(25mg §&) A EADEIFRA D OFEGE

PR (50mg &) HEEDOEIFEA D OEEE
(75mg §8) H HAOEIREA D OEEE

- SROL AR B I ETS « R 281~285nm K& T8 318~322nm
I DR K & 79,

RUF ) —E | HIEME - 15. 0% LA T
(25mg $€) pH4.0 @ 0.05mol/L FElE « HEfE T b U © LM
{%/900mL/ 7% R Vik/ 84y 50 [El#5/15 43/ 75% LA E

— (50mg $E) pH4.0 @ 0.05mol/L HElE « FEEET b U 7 LFEfE
{%/900mL/ 7% R Vik/ 845y 50 [El#5/15 43/ 75% LA E
(75mg $€) pH4.0 @ 0.05mol/L FElE « HEiET N U 7 LfEfE
{%/900mL/ 7% R Vik/ 845y 50 [El#5/30 43/ 75% LA E

TE & G 1 95.0~105.0%

<R >

(F7 P ETILEE 25mg [ E5HK] )

R E H EERGEl 1 A# 3 Atk 6 » H#
PEAR 1 1 1 ]
file 7RI 1 1 1 i
RN —PE 1 ]

T M 1 1 1 ]

R (E ) 100. 1% 101. 0% 100. 9% 101. 2%

(lzy Fn=3®3avy kDELHE)




V. ®AIICEHT HIEH

(F7 b ¥ PLEE 50mg 254K )

BRI H LGS 1 A # 30 A% 6 » H%
EE7N i ] ] ;]
Tl 7R IER 1 ] 1 ]
R — 1 ]
B 1 1 1 ]
(A 100. 1% 101. 6% 101. 2% 101. 3%

(1w hn=3 D32y hDOEHHE)

(F7 FEDIVEE Tomg I35k )

AR E B B 4k iRs 1 A # 3 Atk 6 » H#
EE7N 1 1 1 ]
TR 1 1 1 i}
RN —PE 1 ]
B i i 1 ;]
T (E ) 100. 2% 100. 2% 99. 5% 100. 5%

(1w Fn=3®3 oy hOYELHE)

(EaERETORERE] ¥

TRAESRAE - IR R ONBERL VAT &, ST (120 77 1x+hr/3 % )
RIFIVHE © ¥ v — LBk

RAFHIE 3 » H

# R
i k| e | G| mE
vt " mien L | el | senl | EEaL
taw R mienL | meny | EEsL | Zewy
i Pes MO e | menL | menL | el
(KR ]

(25mg) MEAR : AEOBIBRA D OFHE, EHIME 15 43R0 75%LL k., & & 95. 0~105. 0%,
THE . BEE

(50mg) MK : AEOFFRA Y OFREE, IHME 15 43 75%LL L, & & : 95. 0~105. 0%,
WEEE . BB

(75mg) IR : B AOFEREA U OFEE, FEHIM: 30 /3 75%LL . & & :95. 0~105. 0%,
TR . BB
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< B> I LYE
SR FEHE (418) VEIME | R (G R dis
sl |MRECEEE EE [ BN | AR [EEL
h ERDINEE OBE | 3%RBOBE [30% KO
PP aREl GB
ae) a5 I8, s | PRI
ZAED Y | pEr 1 BEEE 72 D 2 ;iﬁﬂ? 30%BL T,
(BUHEN) | WEREEDELTHY | st o |PER 2. Okg T
B AT LT B 8 BREEZE g Lowa
I\
4 BEZEAK7R 30%
iy [PRELCELVER | oo | s e
(1) ggff??&fﬁ% DA DL FEE 2. Okg T
" ESITAY T

AL, [(h) BARBEERAIRS « 524 - 7 7B LA BABRIREE T O R EMRER
EIZDOWT (BH), Rk 11 48 8 B 20 H) 22BIZFELE Lz, AEERHIAR
FORZEMICETHERTH Y, MEIETRTFELAFZEHE L-HE0F M -
LEMIZOWTOFMITERL TR £HA,

5. ABERWIRMRERD | X4 L0
REMS

6. Al & DEEA L | %L LRV

(MBI ENZEIE)
7. BHM® (F7 FEDEE 25mg T HK) )

GAHESICH 1T 5 EZE ]
T 7 FEUVEE Tomg I AR AR YERGAI & U T @R 5% 0 I RA
DEDFHIRFEMRBR T A BT A CEEHRASE 0229 5 10 576K 24 4F 2
H 29 H)J @ CAKRETHE, FEHERIAI & DU HZEB O 21T - 72,
<FRBRITIE >

BBk AARSERS —EERE EHERERE O KAL)

OB R LU oRERIK 900mL

BRI DI : 37+0.5C

FRERIR B[
pHI. 2 F R 1R 50 [/ 4y
pH4. 0 W7 Mellvaine DFEMER 50 [al#xs/ 5y
pH6. 8 T R AR 2 R 50 [/ 4y

K K 50 [ElH5/ 5y
pHI. 2 BEHEREREE 1R 100 [B]45/ 53




V. ®AIICEHT HIEH

(1) ‘PR
<HE >
OFFEHERLIFN AN 15 4y ANIZ T4 85% LA LS4 256
BRI D3 16 53 LIS 1Y 85% Lh BISHI T2 200, U 15 73128 %
AR A oD SR HE SR DS AR YRR O SERA S R £ 10% OFEPAIC H 2 .
(pH4. 0/501pm)
OFEHERLAIAN 15~30 7312 ¥ 85% LA LIS T 256 ¢
FEVERIF OSSR A 60% KT 85% & 72 D1 M 70 2 Rz
T, ARERELA D SR8 2R DR HE R oD SR ¥ HH 2R £ 10 % O FiPHIZ &
D0 X% £2 B O 50 LLETH D,
(pH1. 2/100rpm)
OFFEHERLFN AN 30 4y ANIZ 1 85% LA EESHH L2 WG -
- HE S 7RI N B U THREHERIA O SEE B 3RS 85% LA | & 72
% & & RIS IER R DY 40% MUY 85 % T 0D 24 7 2 IRf A
(BT, BRI O 2 PA H SR DS R VE R O SERER R £ 10% D
H#PHIZ D 270, ST F2 B OEIE 50 L ETH 5,
(pHL1. 2/501pm)
< HE S 7B N B THRE KRR O SEE B R 28 50% 2 L 72
V& X OEETERLA DS HLE SR BRIF I B 1T SRR R O 1/2
DRSS ANIE S N T RAN S SN O TR Wit UG T | b STANEN
SRR B D AR5 s HH SR S AR VE L D SRS SR £ 6% D HIPHIZ & D
2>, 3L 2 BIEOMEN 61 L ETH D, 72720, BlE S -l
3 W TREEYERLA O SERER R DY 10% L T DA HUE Scik
BRI COZ3H L, BRER A oD S H 2R S EE YR o0 S P
6% DHEMIZDH D,
(pH6. 8/501pm, 7K/50rpm)

<fi B>
o 12 BV OIEEIEE (%)
o I
Wt s | o peoa | FERGE
G | g osmalaskky |7 hEVME ) E
- T5mg [ 54K ))
5 59.2 54.9 +4. 3
pH1. 2/50rpm
60 87.6 83.1 +4.5
pH4. 0/50rpm 15 95.3 90. 3 +5.0
pH6. 8/50rpm 360 4.7 2.0 +2.7
7K /50rpm 360 7.9 2.1 +5. 8
5 77.9 69. 2 +8. 7
pH1. 2/100rpm
30 94. 4 87.0 +7. 4




V. ®AIICEHT HIEH

OpH1. 2/50rpm
PR BT OO SEIPEA AR DY 40 % Mo O 85% AU D 24 7 2 B RUIC BV T
AR U 0D SER A HH SR AR YRR O S R R O £ 10% DO FEPHIZ & -
7o

OpH4. 0/50rpm
AN L 15 73 AP 8 85% LA B L7z,

OpH6. 8/50rpm, 7K/50rpm
FUE S AT BRI 2 do W TRE YRR DS R DY 10% LU R Th -
7o AR LA 0D R HH SR ITAT Y G D PR R+ 6% D FEPHIC & -
7

OpHL. 2/100rpm
FEHERLA D SR 2R 73 16~30 43 AT 85% LA RIT 78 o 7o AR YR
DFIJE AT 60% J VN 85% & 72 5324 72 2 B 512U VT, AR
O S H SR AR R D S R £ 10% OFIPHIZ & - 72,

(2) i # DFSHIR

< FEYE >

OFEHERIF OV RS 85% LA HIZEET 5 & & RERELA| o v
REI5%OFHEZEZ D B O 12 fHH 1 HLLT T, £25% ORI 2 &
22 HDIRIRN,

(pHL1. 2/50rpm, pH4.0/50rpm. pH1.2/100rpm)

OFFEHERF DRI RS 50% T L2y & & GBI 0 P2 H =R

9% DHiIPHZE A D b DA 12 fEF 1 LT T, £15%D#iPH 2 X

DHDDIRN,
(pH6. 8/501pm, 7K/50rpm)
< H>

. 4 P I 12 Ny B OB R (%)

FRIHIRA (7) R | P (M~ )
pH1. 2/50rpm 60 87.6 80. 4~97. 8
pH4. 0/50rpm 15 95. 3 90. 5~96. 4
pH6. 8/50rpm 360 4.7 4.6~4.8
7K/50rpm 360 7.9 7.5~8.2
pH1. 2/100rpm 30 94. 4 92. 8~96. 3

OpH1. 2/50rpm, pH4.0/50rpm, pH1.2/100rpm

A& LIRS 2 36 1T 2 SRR LA D ) 2 DS R AR H R £ 15% D

FAEZHEZ 5D o7,
OpH6. 8/50rpm, 7K/50rpm

A& LEHRIRE 2 38 1T 2 SR A D & DY RS SR 2 9% D

HPHZHEZ 2D R T,




V. ®AIICEHT HIEH

LR, PR, lx O RS G ICE 2B O RSO E 5
EICHET D2 LD, 77 FEDILEE 25mgl AFbk ) 1T HERLE L PR H 28
3 A LHE STz,

120 pH1.2/50rpm 120 pH4.0/50rpm
100 100 |
T —— ——____-.
= — =0 L___ _— T
I N e
- ) 5 8 =
x ® 60
% %
—e— F IR UL GR25mel # 40 —8— I ER25mel T
—o-- AR (A, 75mg) 20 | —O— {ERHE (. 75mg)
= L L 0 1 1
60 90 120 0 5 ) 10 15
(%) RO
120 pH6.8/50rpm 120 2K/50rpm
100 | 100
80 g0 |
= =
H 60 2 6o |
% — F RS L2 5mel T 1 —e— F+IRE L2 Smel HE]
%40 —O— HENH (@A, 75me) % 40 | -O— WAERF (8F. 75me)
20 20
0 60 120 180 240 300 360 60 120 180 240 300 360
e A BFE )
120 pH1.2/100rpm
100 | - ?_ —
e I, -
80 "OO
B -
Hoeo [
%
% 40 | f
ke | —— 7R ULk 5mel
}
20 | O RS (827 T5me)
0 . . )
0 15 30 45
Eef (53)

(7 FEULEE 50mg I K] )
(i@ﬁé@u:ﬁﬁélﬁl%’rﬂ
T 7 FEUVEE Tomg [ AK) ZAEMERIF & L. TEEDS R 58 0 BT RA
DAY FHIFREHERBR T A R T A GERFAIE 0229 55 10 5 AL 24 4F 2
H 29 H)J ®CKEITHE, FEHERIFI & OUSHZEB) O i 21T - 72,
<FRBRITIE >
BB B ARERS —RERBRIE BRHEERE (O3 RAUR)
OB K DL oRBRIK 900mL
FRBRIE OIREE © 37+0.5C

10



V. ®AIICEHT HIEH

FRER I EIf %
pHI. 2 TR AR 1K 50 A5/ 4y
pH4. 0 7= MeIlvaine DREMEE 50 [Al#R/ 5y
pHeé. 8 BB 2 1] 50 [alfs/ 4y

K 7K 50 [ElHi5/ 5y

pHI1. 2 T R 1] 100 [R#5/ 4y
(1) FBJEs =R
< HJE FHETE >

OREHERLAIAS 15 43 LI ) 85% UL IR T~ 23546
AERRLAIDS 15 73 LANIC Y 85% LA BT~ 22>, XX 16 312 B1F 5
FRIR LA O SRV H S SR VERLE O SR R = 10% OFEFAIC H 5,
(pH4. 0/50rpm)
OREHERLF) 23 15~30 /3012 V-4 85% LU IR T 2854 ¢
FEHERLAI O SV 3K 60% K TV 85% & 72 21 X 7 2 REAUZ R\
T, BRI 0D LA SR AN AR HE R O S EA Y 2 £ 10% O #i PRI &
B, AT £2 B OfEN 50 LA ETH D,
(pH1. 2/100rpm)
OREHERLAIAY 30 53 AT 1 85% LA EESHH L 722V 56
< HE SN RBR IR N F U TR HERIA O SR EA 2728 85% LA | & 72
D & & | FEAERE O SR HER DS 40% KON 85% AL D 2 72 2 WA
2B T, BB A O SR R R ERIA O A H R £ 10% D
HFHIZH D0, XL 2 B OEIL 50 UL ETH 5,
(pH1. 2/50rpm)
- HE S N7 RBR IR RN U TR HERIA O SEEER H 228 50% 2 L 72
W& & EERIFINHUE S - R BRI T B ERE RO 1/2
D5 =R e TR0 2 7 Ry L e OSBUE S L7z RABRIRFRRTIC 5  C
FRIER LA O SV HH SR SR ERLE O PR =R 6% OFPHIZ & 5
Dy, X% 2 BEOMENR 61 LLETH D, 7272 L, HE S - ikBRng
T 3 TREVERGA D ST RS 10% L T D56, BlE Szl
BRI C O ARl L, 5RBR R 0 - 47 HH SR AN HERLE 00 S VA HY
6% DOFFAIZH D,
(pH6. 8/50rpm, 7K /50rpm)

11



V. ®AIICEHT HIEH

<fE B>
- 12 A L DA R (%)
e = L]
WHIEM ks | 7 revn b £2
U9 | g somgr sy | 7 PEZ] R ;
& n &% T5me [ 754K)) BI%
5 06. 1 54.9 +11.2
pHl1. 2/50rpm 58.3
60 85.8 83.1 +2.7
pH4. 0/50rpm 15 95.9 90. 3 +5.6
pH6. 8/50rpm 360 2.5 2.0 +0. 5
7k/50rpm 360 2.6 2.1 +0. 5
5 84.5 69. 2 +15. 3
pH1. 2/100rpm 50. 4
30 96. 2 87.0 +9. 2

OpH1. 2/50rpm
FEAERLH O SRR DK 85% & 725 60 3% Ta &35 L & Ta/4,
2Ta/4, 3Ta/4. Ta @ 15 4y, 30 43, 45 43 L TN 60 Z32 3T £2 S sk
Wik ZA58.3 L7V BIMD 50 LLETH T,
OpH4. 0/50rpm
WEIFNT 15 47 LANIC 85% LA Biat L7z,
OpH6. 8/50rpm, 7K/50rpm
FUE S AT BRI L2 d0 W TRE YRR DS R DY 10% LU R Th -
T2 FRBRELA 0D 50 AR ITAR HE R O PR =R 6% OFIHIZ & -
77
OpHL. 2/100rpm
FEVERLF OO SR =R D3 16~30 43 LAIZ 85% A | & 72 o 7o Y EL i
e CTd D 1543, 30 43, 45 3B\ T 2 Bisa Rdiz & 2 A 50. 4
ERVHEKO S0 L ETH T,
(2) il % OV
<A >
OREYERLA DT HRA 85% LA FITEET 5 & & | s BRIH] o0 11 H
RE15% OHEPHZBE 25 b O 12 fHF 1 BELLT T, £25%D#iH %
BZDHDONRN,
(pH1. 2/50rpm, pH4.0/50rpm, pHI1.2/100rpm)
OREHERIA O SFEJE D 50% I L & & | BREA| O v
HKEI%OFPHEEZ HH DN 12 i LHLLT T, £15% OHiH 4 #
2D H DRI,
(pH6. 8/501pm, 7K/50rpm)

12



V. ®AIICEHT HIEH

<k B>

) LA LB 5 12 Ry B OB (%)
L (47) TG | P (e IMiE ~ SR )

pH1. 2/50rpm 60 85. 8 75.1~90. 4

pH4. 0/50rpm 15 95.9 94.8~96.9

pH6. 8/50rpm 360 2.5 2.2~3.8

7K/50rpm 360 2.6 2.4~2.7

pH1. 2/100rpm 30 96. 2 95.5~97. 1

OpH1. 2/50rpm, pH4.0/50rpm, pH1.2/100rpm
& HE e U2 38 1T 2 BRBR LA Ol 2 DYR DR = 15% O

FHHEHEZEZD DT o7,
OpH6. 8/50rpm, 7K/50rpm

A& FLH R AU F 1) % BRI O 2 DFE H =R DR E9% D

HHZEZ L b DIERo T,

VLELD | PR le OFEHIER & B IS B O RIS E O E &
BECHEEGT DT b, 77 FEULEE 50mg [ Ak ITAEAERLA & Fa H %

BN F S &HE ST,

120 pH1.2/50rpm 120 r pH4.0,/50rpm
100 100 | e
N S o O
L B s L S
5 80 -— ot s e
gan E: g 60 |
éj 40 -L‘i ;gj; 40
i —8— FORE S LS 0mel FH & TR G 0mel F
20 f ----- O— BEHF (@F. 75me) 2 | - WA (A, 75me)
0 b . . . . 0 .
0 30 60 90 120 0 10 i5
BR () R
120 £H6.8/50rpm 120 2K/50rpm
100 100 |
80 80
= B
H 6 H 6o
E - =3 -
- —— FORE DL RS 0mel #H ] —— FORE DL RS 0mel #H
%40t —om A (821, T5mg) % 49 e SRS (ARF, T5me)
20 20 |
0 OO e (e & R e e s T S 1 'tTj
0 60 120 180 240 300 360 0 60 120 180 240 300 360
il d] LLd il g

13



V. ®AIICEHT HIEH

- H1.2/100rpm
100 T
D % E—
,’7' ,_,._,_,,._,,_,_
80 e
& Lo
% g /L
% “.":-“
< a0 | —&— FThE DI G5 0me B
20 o A (SR, T5me)
/
0 &
U i % 45
B (43)

(77 FEUIVEE Tomg I K] )

GAEZEEIZH 1T 55 L]

BIEIR S O EMFN RSB A BT A CRAFAR 0229 55 10 57

AR 24 4 2 J1 29 RV, FRHERIA & O 2B O ik 217 - 72,

<R >
OBk BRI BEEBRE W HEREBRE O Fvik)
OB R LUT o BRI 900mL
ABRIE DIREE : 37+0.5C

FRERIK EIEEx e
pHI. 2 TR ARBRER 1R 50 [ali5/ 4y
pH4. 0 7= McIlvaine OFEEL 50 [E]Hi5/ 5
pH6. 8 Ta R R 2 WK 50 [E]Hi5/ 5

K 7K 50 [alis/ 4y

< HJE FHETE >
OREHERLAFN Y 15 43 AWIZ Y 85% L I 2354 ¢

ARERBLAID 15 70 AT -2 85% LA E¥AH T 220>, % 16 iz 23

B U O SR HH SR MR HERIAN O SRV R = 15% O#FFHICH 5,

(pH4. 0/50rpm)
OREHERLAIAY 30 53 AT 85% LA EESHH L 722V 56

- BUE ST BRIRFIEZ 3o TR MRS o0 S5 3% 50% L) | 85%
IZEE L7 & & EERIRI SR E S-S T B IR R
D 1/2 ORI A R Y 2R, K OBUE S 7o sRBREEHRIC 3
N CRRBR A 0D S 2415 2R DS A ME R 0D SPERE A HH 3R - 12 % D # R I
BDHH XX 2 BN 46 UL ETH S,

(pH1. 2/50rpm)

- BUE S AV I 30U T AR VERLH O SER S AR DY 50% 1272 L 72
W& & ERERIFI S ELE SR BREERIC B 1T B EBIR D 1/2 O
R R 2 R Y 2R R OHE SRz s v T, R
B L) D SRR HH SR S AR 0D SRS SR 2 9% D FEFR I 8 2 7>,
A% f2 BEEN 53 L ETH D, 72721, BUE S i BRRERIIC F

14



V. ®AIICEHT HIEH

W RS DR HER DS 10% LT D6 BUE & 7o ilBR IR T
DAl L, FEREA O P H =R DME YA O IR HER £ 9% D

#HPHICH D,
(pH6. 8/50rpm, 7K/50rpm)
<%k B>
HIE 12 =X BV O (%)
WHIZRME s | 7 revn A AR e
() | &E Tomgl #54K) (BEA, 75mg) -
5 54.9 54. 6 +0. 3
pH1. 2/50rpm
120 90.1 79. 2 +10.9
pH4. 0/50rpm 15 90. 3 90. 5 -0.2
pH6. 8/50rpm 360 2.0 2.0 0.0
7K /50rpm 360 2.1 3.1 -1.0

OpH1. 2/50rpm
FE S a7 aBR IR ) PO LA YR A 0 SR8 HH 2R 78 50% LA | 85% 1T L
7o lo, FEYERIFIAHIE S RBRIF R 31T 2 EEE RO 1/2 O
SRR R A R 90 2 R RE AL, R OBUE S A7 s BRI L2 do W TR
Fll 0D - 24) s HH =R AR HE R D SR R+ 12% DOFPHIZ & o T,

OpH4. 0/50rpm
AL 156 3 LANIC ) 85% LA FisH L7,

OpH6. 8/50rpm, 7K/50rpm
HE S U7 BRI ] C OAEYERIF O HH=R1T 10% L F Th o7z, H
TE S AT RBRIRFRI do TR A o SR8 HH 2R R Y B 0D S 240
FEI%DOHIPAICH > T,
UL EDFER, T X TOEHSEMIZ IV TH 2B O FLUE ) & FLE I
BTDHI b, 77 FEUIVEE Tomg AR I IARHERA & v H 288 23 KA1
LCW5 EHE S LTz,

15



V. ®AIICEHT HIEH

8. AW FrEERE

120 ¢ 120 r pH4.0/50rpm

(& ) EE
5 2
(&) EE i

j —— IS LARTSmel F ) —— FIRE LT 5mel FHE
2 —o— FENF (EAH. T5me) 2 —o— WEWH (8F. T5mg)
0 o . . . . 0 . . .
0 30 60 90 120 0 5 10 15
B (5) B ()
_ 120
120 H5.8/50rpm 7K/50rpm
100 F 100
80
w 80 =
far} i
= 60 | PRI — & 60 —8— F IR LA T 5me B
% 0 - R (BRI, 75mg) % 40 —O— RERH (§F. 75mg)
0 20
1] ow""_‘ :[| 0 o_nﬂ-n(\—-_(‘ foll prseaaly :_[)
0 60 120 180 240 300 360 0 60 120 180 240 300 360
EEE(5) FefEl(5)

(AHBHBRBADOBESE]
7 R EPIVEE 26mg [ A AK) L T 7 R BV LEE S0mg (AR KOV T R E DL
BE Tomg T AR 1L, AAER T EEMSRIZED bNTZT T FEDIVEDOR
HBBICHES L TN D 2 ERER SN TV D,
(77 FEDIVEE 25mg T 54K )
RERZAE - pH4. 0 @ 0. 05mol /L [HERR - BElET N U ¥ LFRME L, 900mL,
X RIVIE, 353 50 [ElHR
FRHBIRE © 15 43, 75%LL 1
15 3RO (3 vy b Of/IME~RKAE) @ 91. 0~96. 7%
(77 b ETIVEE 50mg I K] )
RERZAE : pH4. 0 D 0. 05mol/L FERR - WElET N U ¥ LFRMEHL, 900mL,
X RIVIE, 353 50 [ElHR
B © 15 43f], 75%LL 1
15 3RO (3 vy b Of/IME~HKAE) @ 93.3~98.4%
(77 FEDIVEE Tomg I K] )
ARERZAE - pH4. 0 D 0. 05mol /L [ERR - WElET N U ¥ LFRME L, 900mL,
X RIVIE, 353 50 [ElER
B - 30 43fE]. 75%LL 1
30 OB 3 vy FOf/IME~FKIE) : 92.9~97.5%

LR

16



V. ®AIICEHT HIEH

10.

11.

12.

13.

14.

IR DEHAS D
RRRBE

HEIPOEMES D

EEE

kil

BEATDAIEEEDH
2 Y

ARNRELRS -
NED RGBS
EY 5158

Z DAt

HARMEF 7 FEAEE] OfEREARICE S,
RO AT S FE T E A

AASRR (7 eV OFERIECL S,
Rk~ 777 4—

BEARANA

Y E R L

Eiz L

Hrlze L

17



V. AEICEEYT HI1EH

1. MEXRIIHE AT SEIRAEIIE L LE 9 HER

2. BERUVAE WHE L. RAICIZF 7 FED AL LT H1FE 25mg £ V#5200, %8N
AR5 E13 1 ~ 2 B OMEZ BT 50~T75mg ([Z#iE L, 1 H 1B/
#BROkEG+5,

R, JEIRICE D EEMEET 58, 1 Hikm& 58X 75ng £ TET 5,

3. ERFRAEUAR
() BBERT—2 /Ny~ | 4 &kn L

>

-
(2) ERERZNE Y E R L
(3) ERPREIEFER EEE R L
4) EReIHER EEE R L

() RELAER
) BELALLEITRE | AEHRL

RIS EHER
2) HeEEAER EER e L
3) REMHER Y E R L

4) BE - REANHER | RUERLL

(6) amrfER

1) FERABERE -BE | ZS8HRL
ERRAEHE (Bl
RAE) - BLERTR
FRERERER (TTARIRER
FRELER)

2) ABEHLELTE | ZEELRY
BEFEDANRXI(E
ElL-HABRO
C:3

18



VI. ENEE(ICEEI HIEE

1. REZPHCEESHD | o7 NI U AR .
LEMRITLEMEE | ¥ LAn T ARRRIE, Su Ry v, 77V URRRIEKR, v T VL,

VA AIG Y.

2. REMER
(1) 1EREML - 1ERHRF

1

a | ZARRRERISHRERTT 225, JRIEVFRGHO o | ZARERERIC L DR
T BRRAR AN HE S < PRI NS E I S BRIR IR S %

() EIHEEH T HE | LA L
B

Q) VERRBRR - £ | LA ERR L
BeF ]

19



VI. EYEhReIcBHd HIEH

1. mPREDHT - A
&
() BERLAMGMA

RE

(2) EEmdREIE
B ]

Q) FRIRABR THER S
nr-meiRE "

TR L

VIL M EREICBT 2, 1. MREOHER - HIEE (3) BRI THER
STz R DIE % 2 M

(EMZHREFEHER]
(7 P VIVEE 26mg [ AR )
7 MEUVEE 25mg AR 1L, TH &R A% 0 BRI 0 £ YR
SEMEERBR T A BT A CREEATE 0229 55 10 5L 24 4E 2 H 29 H) | IZ
HEo&, 7 FEUVEE Tomg (AR AAEHERANC Lo & & WIS
U<, EWFHIICRI%E L Bl Sz,
(V. ®ANBIT2HE, 7. EWHEOHEZ SR

(7 P VIVEE 50mg [ AR )
F7 MEUVEE S0mg AR 1L, [ &2 F 72 A% 0 B 0 £ R
SEPEERBR T A BT A CREEATE 0229 55 10 5L 24 4E 2 H 29 H) | IZ
HEo&, 7 FEUVEE Tomg (AR AAEHERANC Lo & & WIS E
U<, TR RI%E & Bl Sz,
(V. ®ANBIT2HE, 7. EWHEOHEZ SR

(57 FETEE Tomg [ BHK))

F7 FEUVEE Tomg AR IE, TR EI S O AW P[RSR T A R
T A v CERFAIE 0229 5 10 5L 24 42 A 29 H) J eV, fERERA
BT % WG E N R SRR A e LT,

F7 N EUVEE Tomg [k LAFHERIA 2 7 v A4 — N —IEIZ LY ZhEh
1§ (7 e L e LT 7omg) MRS IR B A5 L T
HERRZUIRIREE 2 E L, B o= Ehie X F 2 — & (AUC, Cmax) (2D
UWNTHEFHIBRIT 24T o 7o R . SHEIUE O SEEIE D773 Log (0. 90) ~1log (1. 11)
THY., Ho, WHRBR CIEHEBNEEIL TV D Z &S mAloAYT
AR SEPED MR S LT,

20



VIL EYE

REICE9 5IEH

P X T A —& BEINT A—H
AUC, 46 Cmax Tmax ti/9
(ng+hr/mL) (ng/mL) (hr) (hr)
F7 BV
" 261.4+£112.5|115.6%£78.2 0.7%0.4 8.81+4.1
FE T5mg [ Ak
FEEHERL |
274.61£126.7| 125.6£75.1 0.8%0.8 10.9+12.0
(BEA. 75mg)

4) i

0 BE-HRAXOZE
BEM (REaL—
vay) @&y
HIALEEMHERR

(6)

(1) FRHTE

(2) WRUEETER

@) RAFTRAFE
U7 4

(Mean=S. D., n=36)

{ng/mL)
200
@ FIRE S LR T5mel E K]
. O HMAESRIERR, T5mg)
¥ 150 Mean=5.D., n=36
o
+
£ 100
g
i
= 50
B
T -
o D S P o
o 2 4 6 8 10 12 ''24 3
5 DS (hr)

IMAEF RN ONT AUC, Cmax FED/8T A —2 (3, #ERE OBHR, (KK DLk
H el - B2 ORBRSIFIC L > TR D AR H 5,

AR L

VII.

TR L

EEE R L

AR L

AR L

et (A EoOEFES) ICET LA, 7. HAEHOHEZ SR

21



VI. EYEhReIcBHd HIEH

(4) HREEEH REER e L
® 275 2R EEE R L
6) HMER Y E R L

() mEEEHEEED [98.5%

3. BN EER R L

4. 7

(1) &k —BEIFEE | XS Erae L
i3

(2) mi&k—RBERAFIAE | XSGR L
Pzl

@) Eit~DFBITIE EER e L

(4) BERA~DFHATIE Y E R L

(5) Z D OMEBAD | L TTRA L
BiTHE

5.
(1) REBERUVRSE | E=2RI5T. REMEO T V7 v UG R NA X7 ==L ED
®gy KL TH -T2,

(2 KHICEAE5Y 58 | LLEraL
% (CYP450 %) o
aFiE

Q) FEBBMRDE | ZLHERRL
BRUZTDEE

4) KEYMOFEREDRE | ZLERRL
BERULER

22



VI. EYEhReIcBHd HIEH

(6) ERABMORE | BRI L
B/ (5 A—

6. HEft

(1) HEEGI R R | iU EE2 L

(2) HEstsR Y fEEERR AIC T 7 R E UL 25, 50 O8N 100mg % Ze g e B AR e - L 7= e, %
H.1% 24 Rl E TS 7 S ED VDO RFHRERIIWNTOEREGEETEH 0.01%
UTThHoT,

(3) HEititEE A ER R L

1. FSURR—A—[Z |4 ER L
B9 5 1EHR

8. BFICKIDRER | LUEHRL
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I. 2t (FALDOIESF) ICET HIEE

[

HERABREZOER | 2L LAV

2. RENBLTOER || (#3 (ROBEICEF/ELAEVIEL)]
(RARBEED) || KAk LIBEE OBEEED & 5

3. FHEENIZZIRIZERE | 5224 L2
THERLDIEL
FNDHERA

4, FERUVASICEE |24 LN
THERLDIEL
ZNDHER

S RERSABRETO | |mags (ROBECHEECHEET L)
H el (1) FFHEREREE D 5 BF [l AT Uy S M A0 2 . 1
SEET R T RN 4 I B0 L7z & OB 53 d B, ]

Q) EEALHERODHBE [ RBR2, ]

(3) EELMINEFEEDH L BE AN 2, ]

@) KARYTATT— 5 MEEAZAT LA ZME LTV 5RE
(HEEHER) DESHR)

6. ERGERNIEL || gEaEAmTE

TOEARVRER || (1) RIMIEMENRDH HbiLs = ERH5HOT, (KEAHIC & 5 MELEL

& BT L,

@) AFAN DG HIN LR D ARSI AR IT S < HEL,
UEL SHERDHLPILLZ ENHLDT, EFEL. BBEOES
EEREESELICRETIACEIBEEERH2L,

(3) A 5B AIE I BERIR S QBRI OV TR AT, MIEAI
BENTVABAICIRMEZLICEZ L, WEE FAR bRz L (T
. WU IR B 7 S R E AT T L,

4) AFNC L2 mAIEERE T < . RHERECH S = L IO L,
KA ST L0 BT 2 EAE BAR VA I FARIESE . (o
)AL B BT S T L,
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I. 2t (FALDOIESF) ICET HIEE

1. tHHE%FHA

(1) GtREZLETDE
==

2) HAZXTELEDHE
==

BN

[BtREE] (BFRICEET S L)

P SHIEE

HRARIEAR - H5E T TA

PR - fEbRIN T

HIpRFA
W A

MEER N4 5 3
FNNHHDOT, HET
LI EEFEETAHI L,

AF K OV 38 0 [ R
TER 28 B iz iy 1R
TEM4 %,

RARYS AT T —F

OFRZ L0 | SEGEPE K

S T M bR AR E A

5 THEEHZETAIERIERGLDODNDIBEN L DBEEERAZH T
il N5, D12, PRI X 0 EE
UNTF T 4T TERZE®T HsEBZEN
VEEEE SNLVF T 4 N5,
IV R K Fni 2
8. BI{EHA
(1) BMEROBE

ARHN A FH B AR A 55 O B E AR EE A3 AR & 722 % A & S0 L T
Wy,

(2 EXGEIERED

HASER

EXGEVER (BEETH)
1) RTHEEERESE. ¥|JE : AST(GOT). ALT(GPT), vy -GTP %0 5%k 5 I
HEREREE . A H DN I ENH DD T, BEE+HITITV,
FEBEOONGA I E P L, BURAEEZITI L,

2) K, BEEREL . MEERTICHE —BEOERERENH DD
ZENRBDLOT, BIBETHITITV, BEPEO NG EITITH
Hadi L, @UR0RELITO Z &,
Q) ZntoEIER FOMDEIEF
GaE| RIVER (BHEEAH)
BEUELY B, R, B, 2B
BamER (OEV - 5560 BW - BHE, BOE R, B LD
MU, R, WRERE, HAR—v T2
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I. 2t (FALDOIESF) ICET HIEE

(4) HERBIERER
BERVEBRRE
BEE-E

(0) EWEKREB. SHHE.
BEREERUFHD
FESFERMNOE
ERRIRIARE

6) EHMT7 LILF—IC

T HEERUVR
ERik

9. BEME~NDRS

EIRes B A ARME, B 1ZTY . AR SN, O
FElEhE) . AR

HiEER HEADRER, TR RS, e, RS, MR, R, R

FrF Figk AST(GOT) b4, ALT(GPT) k&, LDH k&, Al-P E&H-

% IRAN/ S el5 2

AR Tt N PR BRI T EGAE (TFIS) | GRE

Z DAt FRRE, ROGEE, EZE. IRMVEIE, JHZ 0. SPA. BhlRETE,
AL, g

E1) BHELEZEAICE, 52T+ HZ L,
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