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EERMAVAEL—T+—LA
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RFHY2:i0.5ng TNP]

REYID iz Tmg [NP.
RFYUD 2 2mg [NP.
RFEHYYII 5 Ang TNP.
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PSS G w18 BARERF XY U RA VU (ReHhy ook
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I. BiZICEAYT HIER

1. AEOERE

REV U AV UBEIZT R U v o, ZBKROBRBIRNGIER K CTH Y | ME G

D o ZREEMER L CRIEERZ AT, RTIE 1990 £l EishTng

REHFY o aZnZing KO 2mg BEAHT D770y 5 E Ing KOV V7 |y

OBE omg X, PTEBUEM SROEEE SR & U CRBI Al L, IR 481 B (1999

408 H) ITEDE B R ORI IEZ 3 E., INERER, AW R SRR &

FEfE L. 2004 4 2 I KRS &2 ks, 2004 4F 7 A ICHRE & B dG L7z,

Fh. RFH Y E2ENEN0.5mg KW dng EHT D707 v v 8 0. 5mg K

TNT7uy o dng 1 E, TRBIEMRAREEERS E LT EER L, EERE

0331015 & (Fpk 1745 3 A 31 H) ICESEHBLORER HiEZ2 e, s,

AW ERO TR SRR & S U, 2011 4R 7 HIC/RGR &2 B, 2011 4F 11 HIZHR5E & [

LTz, 2012 4F 8 HIZiE, WERFZ AR E =7 107 7 —< W2 &K LT,

Z D%, 2013 4 6 AICiX, W54 & KXY 2 8 0.5mg NP, [AISE Img TNPJ,

[FI#E 2mg [NP| M OVAIEE 4mg NP & 7T 0 RADNDL —KANTERE L, 2013 4 11
Az, BERTE KR 2 = 7u%ﬁ ML 7=,

s T ] % 58 2 35 0 D KGR Lhleco TORFALDMAICHT HEEFHICON
TJ CFR 1T 9 A 22 A EAHEERE 0922001 5) 12&5<

2. HanBRFH - REFHERE
OFFRBYIZIZ & I ERE e O8I (- & 2 @l EEIC A AERRO LA TEY
LR 1REIOKREGICEY BEFREEDRPEONL D,
OFEANT 4 Z BB EZME L., GEAFHITHINTE, 2FHRNTIEBE LR

L L7z,
OBEKZEMERE LCiX, Kt - BiklEk, Ziﬁkw? Jibd i A7 PR B E ., AR
ZE. MENERTEROE . B ERA . R IR, IFREREREE . SHIEN S Db

HTERHD HEAH),



0. &#ICEAT SHIEE

1. BR5E4

(1) #0 % K% 28 0.5mg NP
R4 2 8 Img NP
K4 v 8E 2mg NP
R4 2 8 4mg NP

(2) #* % : DOXAZOSIN TABLETS

(3) BMODHEX : AN THDL RF¥H Y v ZHIB LA NG &L L, NIPRO
Mo NP &fF L7z,

2. — &4
(1) f & (WMALE): NV AV EE (JAN)
(2) % % (@4%) : Doxazosin Mesilate (JAN)
(8) RT LA IV RPLEMEME - —azosin

R VFFY R : ~oxan
3. BEAXIITEHER

(8] 0
Nk\bf\u
S

O N
Ha(l/ | Y
» H.C-S0:H
H:e('\() =N

NH: T UVEE (G B4

4. DFRARUHLF=E
55 T3 1 CyyHysNs05 ¢ CH,0,S
4y : 547.58

5. Ibx4 (@fik)
1- (4-Amino-6, 7-dimethoxyquinazolin-2-y1) -4-{[ (2RS) -2, 3-dihydro-1, 4-

benzodioxin—-2-yl]carbonyl}piperazine monomethansulfonate (IUPAC)

6. BER%A, 4, KBS, ZLEES
W& AV RS v

7. CAS &5 &ES
R4 v v A VR - 77883-43-3
N A : 74191-85-8

izi



M. A3ESICET HEE

1. HELENEE

(1) 58 - R
A~ HAGORBEOHM R TH D,

(2) BfEM%
VAFNANKRF Y FIZETRT ) KXIEAZ ) —=iZETIic< <, =4
J = (99.5) ([ZHR TEIFIZ VY,

(3) WE™
U ERR L

(4) Bim (DR, BR HRER
Al K 272°C (5 fiR)

(5) HIGEMBEEHR
pKa : 6.9 (F3JCCEE, BALATE L)

(6) DEFRE
MR L

(7) ZDHDEGRIEE
VAFIOVANEF Y REIR (1-20) ITFEREZ R E 220,
BER o 2 EiZﬁ (246nm) : 995, EiZﬁ (330nm) : 205, EiZﬁ (343nm) : 190
RLMRE R Y 1. 0% EL T (1g, 105°C. 4 F§[H)
BRENFESY P 0 0.2%LL T (1g)

2. EHAHOEBERTICHTZREN
AR L

3. AV DOHRREE Y
HAMBFHFOERMESED [ R A VR ERARIEICL S,

4. AHESDEEE Y
HAKBHFOEERLESDO [ RV o A Vigh) E&EICL 5,



V. &H|ICEAY HIEB

1. HlIf
(1) FBORXRA, HERRUMHER
1) XA BEAl (FRE)
2) SN K OV - FREFRIC e
K&y | K%Yy | FxHy v | R4
W 78 4 > $E 0. bmg > BE Img > BE 2mg > BE dmg
NP NP NP NP
259
A iz i‘E’
-
FEa~HWoE | W Eny2 )
B % | aeoi | GoB@A | »EaoHE Eff;gf
VES S WNVES
Jo [EAE (mm) 6.1 6.5 6.5 8.1
§ JE & (mm) 2.7 2.7 2.7 3.1
He (mg) 90 120 120 200
ikl — K NT-259 TP-222 TP-223 NT-260
(2) HEOYME : L9 ER 2 L
(3) #AMa—F : &Iz
(4) pH, BBEEL, #E, LE BEROSERUVREL pHIEE 4 ERZ2 L
2. HAOMEK

(1) B S GEMERS) OEE
K34 o 88 0. 5mg NP
1 g BARIEFH

K& oo XA VR 0.607mg
(K¥H#>v &L T 0.5mg)
R4 o 8 Img NP
LR BARIERS KRV oo ATV 1.213mg
(FEH oo LT Img)
R4 2 U 8E 2mg TNP
L BARERH RIH Vv 2 V@i 2. 426mg

(FxH¥vy>o LT 2mg)



K4 v U 8E 4mg NP
LEER BAEKRFH RIFH Vv A LfgtE  4.852mg
(K2 LT  4mg)

(2) &MY
HBEARFIY, LR —2 B Ry Taeikiliao—2A 77U L
F hY A, KEHRELE FoxsFoblbin—2 FrFrr ) a—
WEET NV A, GKRZBILTAF, ATT IV VB~ T XU A, HE 5T
(FFH Y v U §E 2mg NP DF)

(3) £Ditk
YL

3. BAA, AAOSHEICHT HFE
LR

4. HEDBEEFHTICETI2REM
s # R
HBRSME 0 4021°C. 7T5+5%RH
O RFH Y v 8 0. 5mg NP ¥

PTP a3k : A3 Iphe (R YU ke =1 7L 3IE (RY XYoL oy o —aik))
HH K O PBRBHIAEE | 1 DA% | SHA% | 6 4 A
Ptk (AEORETHD) WA WA WA WA
il R Br WA WA WA WA
iR 2 5 R WA WA WA WA
99. 8~ 99. 8~ 99. 4~ 99. 5~
4 & (95.0~105.0%)
100. 3 99.9 99. 8 99.9
(n=3)

@ Rx%V 8 Ilmg NP ¥

PTP Al : AldETERE (RU b =1 - T3 (RY Frb’ L o8y o —4a4E))

HH KO AERBHAAIF | 1 W AR | S H% | 6 W A#
TR @%I/\,y ?%"rh N
E?;H@ S YNUVET 6 & o & o N N
fife 28 3 BR WA WA WA WA
R 1 5 B WA WA WA WA
99. 6~ 98. 9~ 98. 5~ 99. 4~
4 & (95.0~105.0%)
100. 5 100. 6 101. 1 100. 3
(n=3)



@ KX v 8 2mg TNPJ ¥

PTP A1k : AdEigie (RU =L -7 AL3IE (RY Yo' oo —4aLkE))
HH KO PBRBHIAEE | 1 DA% | SHA% | 6 4 A
MR (W TE WP oo E
f% PAN f% AN ‘% AN ‘% AN
ADEETHD) o o s
e R Br WA WA WA WA
R 1 5 B WA WA WA WA
99. 9~ 100. 0~ 99. 3~ 99. 7T~
S8 (95.0~105.0%)
101. 1 100. 4 99.5 100. 9
(n=3)
@ Rx4 2 8 4amg NP ¥
PTP A1 : AT RE (R Ukt =1 - T 3IE (RY P L oy o —4a4E))
HH KO PERBHAARE | 1B A% | ST HA% | 6 WA
PR (RO ERRAY FEET . . . .
%g) R A | @ o | #®a | E A
e R Br WA WA WA WA
iR 2 5 R WA WA WA WA
B (950105, 0%) 100. 0~ 100. 1~ 98. 6~ 99. 7T~
100. 7 100. 8 100.5 100. 8
(n=3)
R m e 2 D72 IR B (40°C. MHAHEZE 75%. 6 W H) OfER., @ o
LiilE FICBWT3EMEZETH L Z EARHHI SN,

CARERUVBBROREN.

AR

M OREEL (MELZOEL)
AR L

R
BT 35 5 A

@ R4 2 0. 5mg NP) P

(I&

BN 28 0 8 8A o AW S R 45
14 H EHEEF 645, Pk 1345 A 31 H—HIkiE EEHESE 786 5 )

B 1k c BARHE)R e BRIE A AR BRE (% RoLik)
B S

ARBR OIRE © 3710.5C

REBIEOE  : 900mL

YRR AT A T A > PR 12 42 2 A




BRI :pH1. 2= A ARG A EERBR O 5 1 K
pH5. 0= 7= McIlvaine OFEE IR
pH6. 8= H A5 5 fAEEABR D 5 2 IR
K
BRI OFEHR - [R5 50rpm D H pH1.2, 5.0, 6.8 K UVK
[#5%% 100rpm D54 pH5. 0
I FL CEHERBREEERTRIC OV T, UTIICRT (), (2) ok
il L&, WHBEHRRFELHET D,
(1) FEJos

OFEHERIFI A 15 43 AN 85% UL BT 2456
FRBR LAY 15 43 AT ) 85% LA LiEH 32 2. XX
15 53123 1T 2 R LA 0D S 24 ¥ 1 =R A3 E LI oD S )
R 10% OFPHICH D,

O HERLFI AN 15~30 /3124 85% UL R T 554 -
T2 U B O PR H R AR 60% M Y 85% & 72 % i 24 73
2 B SIS B W T L R BRELH] 0 2 v 3R 3 U A o0
IR = £ 10% OFHAICH 5,

OFEHERIFN A 30 43 LNIZ F 1) 85% LA LI H L 7R WG4
UTFOWFNhOEEICHEET D,

a. EEYERIF| O SRR HI RS 50% 125 L 72V & & B
R D S 251 R 73 R UE B D 2 B ¥ HH R 6% oD i
2o %,

b. R HERLF D WP H 3R 3 50% LA 1 85% 2= L &
& BB oD SRRV L R S AT R 0D S I H R
8% DHEIPAIZH 5,

o BEUERIF| D SRR 85% LU EE D L&, B
BRLFH D P s AR DS AR HE LA D SIS R £10% D
#HHHICH D,

(2) 18 % D =R

UTFToWFnrokHETEE T 5,

a. EMERLF O S TE R B0%ITIE L2V & & BT
I OSVHE R 9% OFHAZ B Z 52 DM 12 fHh 1
HLLTE T, £15%DHHAZBZ 2 H DR,

b. FEAERLEN D P US HI =R DY 50% LA BIZEL 85%IZE L7
W E HRBRRA O EE R 12% 0AEEZ Db
OMN 12 EF LELLF T, £20%DO&FHEB 2 5 H O
AN

g



c. BEHERAN O H RS 85% L LITES S L &,

Hﬁ;{,\

HHN O R T 15% OFH 2B 2 2 & D3 12 i f
LML T, £25% O&HAZE 2 5 6 DR,

P B RBREMIC BT R Y 2 8 0. bmg [NP) & FEHEHRIE| D

HIRRBR 2 Fohts U7 i R A o i a3 el Th 5 &

Wr iz,

FABR IR pHI. 2 1

1000 1
900

800

FEHEE (%)

300
200
100

00

100 r
600
500 r
400 r

B 5 L EH AR (mean®=S.D. . n=6)

FRERIE pH5. 0 |

1000 r
900
800 r
700
600

500

SR TR (9b)

300
200 T,

100
0.0

400 ¢

BRI pH6. 8 |
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