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1.

. BEICBEI HIER

AR DZE

TARYy b ZARZ R =X CKE) 1E, 1975 FIx TV U RIEEMOH NG, 2 (O EHIE
I24-7 F b Fr7aAL-1-v°X7 2=/l (4-tetrahydrofuroyl-1-piperazinyl) & A7
DT Ty IR, EWRBEEER A AT 5 2 L 2N Lz, T O%O IR
Mo, RENOBETEERD o WEIERIZE S 2L E2/MER L, BEFD o, HEE 77 v
BRI e~ M TP S R N = <, BRIEER ISRt Ik 5 2 L 2 R L 7.
1983 422 FDA CKE) IZHFEZITVY, 1987 IR E 157

AFRIZERNTIX 1977 - X 0 piRRRBR Z Bt L, ZaM2 MR T 5 L & big, ARFD KM
BEPABD SELZ L1280, 1B 2 EESICTRHEMO L E L BEERMS D 2
R P EBRBI L. & U CED S BE £ COARREN: & M EAE Ofth, B EaMiniEc X 5 & ifE
JiE, RS MR 3V T2 A FMED RS S 4, 1989 4F 3 HIZARE 1372,

FTo, AFNIEBEARRF CTRNZMAERIEIZfE O PRIRFESR 2 dE T 5 2 L 0VRMI S 4L, 1989 4
LV EERRRBRZ B L7, 2 ORER, BZME, FRER ORI O o, SZARREZ BRI
Wr U CRNZARTIRIE OBRIEZ AR L, JRIGEREO S, ARER (PEREEE, &R, %R
e L) OENPMERR S, 1994 4F 10 HIZIREB MM AGR S Tz,

AROEFHRUVERM
AEMENEE, BHEahTE BEMBEICKSS0EE
CBEERE, T 7T ARD o ZREOBREBENNIC X 2 2R E RO L 5.
VERZHIL, BRTHY, BE LR OBESRNELND.
- REEMERIMEAEDIE A, BHERMITEE, BEMREEC L2 @mmEEC bEHATE 5.
AL, DA E, L= TR RIE TR 2 IR AL D v,
BISLARRAEKIE (Z 4 S HERIESE
< RBISEAR, PRER OMEEFER D o, A2 BRIRAICHER L, JRIENEZIK T & CHERES
(RIENRE) 2T 5.
- PRUGENEE 2 30T, FHHICIET 5.
- PEIRINEE,  RBEIR, IR EOBRIERZSETS.
BlERA
< ARREME IR, B EE, SIS X D iR
FAER] 10, 626 filH, 292 B (2. 75%) ICRWERERD b, ERBREHIEZOH W (b0
BEEAETe) 581 (0.55%) , B HA 41 fF (0.39%) , #E (LEITHEAEETe) 35 1
(0.33%) , FEJF (BHEIEEZETe) 35144 (0.33%) Thotz. (FHEAK TR
« FISZARAESIEZPE 5 HER B
KEB 5, 761 FilH, 336 B (5.83%) ICEIWEAZZRD b, EREWERIZDE W (552K
ZETe) 138 (2.40%) , B B4 111 (1.93%) , &l GRifEkBD %% ETe) 25
7 (0.43%) , RME (MERKEFE2ETe) 2148 (0.36%) Thorz.  (FHHAK TH)
- BRZEIWEHE LT
BEHseL (BEARY]) , FEEeEE (0. 1%KH) , #BE WEARH) 2bobhbdZend
%.



I. LI HIEH

1. BR3E4

(1) M4
A NT U UBE 0,25 mg
NA RNT T UEE 0.5 mg
NA STV 1mg
A NTUUBE 2mg

(2) *4
Hytracin Tablets 0. 25 mg
Hytracin Tablets 0.5 mg
Hytracin Tablets 1 mg
Hytracin Tablets 2 mg

(3) BKFFDHEXK
ARFNZIEDT TR I N TN\, WA TORRES Hytrin (N1 U V) ITB 7 ¢e.

2. —fk4
(1) ™M& (%%
T 7Y IR KR [JAN]
(2) *& (d%i%)
Terazosin Hydrochloride Hydrate [JAN]
Terazosin (INN)

3. BEAXIE TR

N N c—4<fi> "HCI * 2H,0
CH:O NQT/‘ s Yo ?
=N ©

NHz
4 DFRARUHFE
4T3 CloHyeNs0, + HCL + 2H,0
458 459.93

5. {tZE4
(£) —4-amino—2- (4- (tetrahydro—2-furoyl) —1-piperazinyl) -6, 7T-dimethoxyquinazoline

hydrochloride dihydrate

6. ER%A, A4, KBS iE5ES
A-45975, MY -208 (J58az&=)

1. CAS Bi&E=
70024—40—7



M. A3 ICBEY 5EE

. BMRSORFR S

TR EIR S (R & & A3 % 555)

. YEFHEE
(1) &R - IR

AbnIE H B~ A AORRIEDO AR T,

KIEW (1—100) @ pHIX 3.5~4.5 Th 5.

NabSIAYESAJAN

%1 1 B 8001ux,

X2 A AT OUTHERST (60001ux,

7 WE R B

J#E PNIRJE 33~36°C)

(2) AR
K SUNTKFERR I RoRREITIZ K, A X ) — )b, =& ) — )L X T 7 aa )L AZEEITIZL L,
HEKFERRICAD T2 L, 7T Mo Iz —F WiF & A EBEIT 720,
(3) T
IR, AHRHEEE 0 ~93% T 16 HMAE L7223, WRIRAE K O da /K O BEIZER D & 1u7e )
>77.
(4) Bhin (SRR |, #hE, BRES
BS99 260°C  (5fiF)
(5) ERIEEMRBETER
pka=7.05
6) HECRER
pH 2.0 4.0 6.0 8.0 10.0
57\@64— [7 | i “I‘/I/.b]
T EEn 5,95 35,765 97,3 98,2 97,73
(1) #DMDELREE
FESEME « AR OKEER (1—100) TFFELEPED 7200,
AR DREEEHETICEITAREN
(1) BEEFHETIZB+2LEN
R D FE A RAFRAIE RAFIERE PRAFHAR iR
EHRATHER =R ERER ::% v/iﬂi 36 4 H | Bl L
s 40°C, a7 7 A Eieie L
o (D] T A 2l L
m|  50C () 618 |~
i3 Tl 7] 5 A ) 7=
B 10°C "“%%%@Xﬁ 6 5 A Bk L
. o S . b7z L
. S 25°C, A v — 1 >
IR B | 909%RH (BI#0 627
- s H T AR vy — 1 OISR
" =puioe (B 67 T pan) 2z b
sl » oA v — 1 12075 | DTN Y
HOLAT IR (A lux - hr | (PAD) 393 BiLF
ABRIEH - AME, R, fEREER, MERER IR, WEZ/ o~ T T 0—) , GE




(2) S&HINRIZE DERY
O, BRIUIT AT Y /AT TR R E NG 7 v~ b 7T MRV THEY) (PAD) 73

b b,
N\
NN Mm—(s H30 NH
CH;0 NS C o CH3 Nny
CH50 =N o) CH,0O =N
NH, NH,
(T vr) (PAD)

4. BRALS DOHERERE
() H=7 I > OREREERIE
(2) HEMRYE O ReR R BRIE
(3) FA AT B v
(4) TRAMBIL A2 b Vik

5. ARG DEERE
k7 n< s 777 4—



V. &AIZEHT SIEH

1. #if
(1) FFORXB KR UK
OFIE : bt (EHE)
@R -
P 44 - HiEm | A mwo| S4B R | B ER HE
A NTFUBEO. 25 mg = H
NARNTIUBE 0.5 mg —
7.0mm | 3.0mm | 0.15¢g
NNy I EI @4
N ETvoEE g = | =AY
NARNTUUBE 2mg =
(2) HE DT
FER e L
Q) #HAa—FK
M TR0 Bme s AT T, b9 HOREIC 201 BAFSHh TV 5.
M TR0 B - FEIC ), b9 —HOFHEIC 202 BREFIEh TS,
M BTUVUAE Img c FECE) , b )~ HORHEIZ 203 A ST D,
M ETUVUEE 2mg  FmEE S, b O HORmIZ 204 BAFIS N TN,

4

®)

2. BF

pH, 2BEL, #E,
LR

B, AVRMEEH
LR

DA

HE, BEROERUVREL pHE%H

(1) S GEMERS) DEE
INARNTUUEE0.25mg s 1EEFRFT TV ELTO0.25meg AT 5.

(2)

%

NA T UBE0. b mg

AT

NANTUUEE 2mg

kY]

1 mg

1R T T LT

1R T IV LT b AT 5.

ImgEBHT 5.
C1EERTIVV L LT 2meEATS.

RE Ry, L7, AT TV VB~ T 2L, buERasF 7y, BRI

L7z

BAH, AFOSEHEICHT HER




10.

11.

12.

13.

14.

HEDEBEHETIZETEPLENE
BN Y RIS AT RE PRATHAR AER
s ER 40°C, 75%RH PTP A%, % 6 % H k7 L

il
ARBRIEH - MR, WERERUER, BURIE) L, W,

REER VBB EOREN
BEARRNA

th#F & DEAEEL MEILFHEL)
A% L0

BAT BRIREED &H 5D

=
==X

ZE MR CINERER) 2\ T DERMITRD b7,

B R

JAAVR T T Z > v BRI KR EE ) OWHIERBRIC L 5. T720b b, sBRIZIZ/K 900mL & VY,
TR HERBRE /X ROVEIZ LY 34y 50 [alE CRBR 217 9 & &, 15 0B OEHRIT80% L ETH 5.

£ aE R A
BN

HEIhDEES DHERHEE
(1) BEB=7 I OeRRABRE
(2) SR RTAEREE FERIE VR

HENFDEHRD DEES
Wik~ 757 4—

kil
AFNFIIMFRITEEY L.

BEDOME
PTP 214 : RV E =L 7 A )L A,

ZDith
PPN

T3




V.

1.

AEICET HIEHE

MEER TR

(1) ARetEmiim e, B rEm e, EEmhiEic &2 & EE
(2) BUSZHRAERAEISFE O PEIR PR

RERUVAE

(1) AEMSmMEE BHESMELE HSEMEEEICKSSMEE

T LTCHlE, AL R 0.5mg (180.25mg 1 H 2[E]) XkvFEH5Z2IRD, #hE
PRS2 EEIT 1 H I~4nglcli L, 1 H 2 BNCHERRO#KEGT 5.
B, FE, SERICKVEEERT A2, 1 HRkE&R5EIXSneE TLI 5.

(2) BIILRREERIEICH S HRIEE

T LCHlE, AL H 1lmg (1H0.5mg 1 H2E) LoHEE5E2ED, 1 H2mng

WZHEEE L, 1A 2 [\
ok, JERICK Y EEEETS.

)7 3% 1
(1) ERERZNER

OAREMEGMELE, BrEmmELE, e L2 & EE

FRE NG9 5.

AR E TIZ M S N2 BRRHBRIZEB T 5, BENRZHEIE L LIEARRIIRO LB Y

ThHoT-.

. HahE (%) HhHE (%)

SR L =4=2)

AEREA [T L] %o R L]
Ahe = i E Y 64.8% (380/586) 84.6% (496/586)
R i i Y 52.6% ( 20/ 38) 76.3% ( 29/ 38)
BRIz X A S ERE © 64.7% ( 11/ 17) 100% ( 17/ 17)

£z, KEMESMEEICOWTE, BEFAICBWTHLADTHY, L 1EUEOR
BB GHNZIBNTHLE LBED R AR L, £, “EHEBREEGERIC L0 B
B G- K OREERIRA & OO G T, KFIOFRAMERRO bt Tnd.

ORISEIRIEIIE (P 5 PEIR PR E 10

fy

AGRI £ TIZHEM S N BRRBRIC T 2, BRIERKORKEIE (R RIRTESR, F

WRFTESR) Z2iE L LEARIROLEEBY THo T

XTBIR A

HAE (%)
[ k]

wHE (%)
[t L L]

ATSZ AR IIE NP © HRR R

52.2% (181/347)

81.3% (282/347)

(2) EREREERE  BEMHR

EFRRANTF 6 gl LT 1 REE RO 12 HHORERGRBENER S, 77
o SRR KR 0> 2 A L BB e ONT B E NI B9 D B M T bz,




)

(4)

D1 =¥ 53R
64 (P4 32. 8 7%, “VHIAE 67.9 ke) (THIE] 0. 5mgZ, L& 1mg, 2megafh L
7o, GO/ 2 MO Wast out MM A EWIE L7z, ks, H=ICER L TIEiE
HROREMWA RO I, FEhi L.
BRI, 0.5 mef G-RFICH /R, | mgde GRFICERE, HOEDLY DI TYRE, 2 me
Be R S PR - BHEE - B - B B AEFALD, WTNHRETHY, R
BT D& HARLE.
Q@R AR 57k
1 [l 5388k & [/l — OB E I L, 0.5mg, 1mg, 2meZ 12RO T H 2 A,
FHE4 BT, ARSI LaE 12 HRKE#RS L.
HRIERIE, 0.5 mg& GHFIZENE « R— v LT 5K, 1 mgd& 5-HRFIZ D F UV - 18R,
BEERE, 2 medGRplC TR - BEIIK - IR 2R 27208, WINbRETHY,
BroiuiE 425 Z L e <R L.
FRARRRA TIX, 3 BIICEE ALT (GPT) OHMAZRDIZN, FHGKTHIEF(L LT
LB 1 B GRER NS E RS RBRIC L Y, T TV v R KT O e e R RE
ERANAR NPT AoV W

FRIAER - AERIGIFRER Y

ABEME S IMLEIE D AP B E XS, 77 YV URBRE KT 1 B 1 EEE S 1B 2 B
H-o it B NEEN KIETHEL RET L7z,

AR E M EsE 29 1 (1 B 1[5 15 61, 1 B 2[5 14 F) 12OV TR Lz, %4
PEDOFAMIZAE 25t L L, (F B NZE) ORI ZE 2 IMF 150/90 mm Hg LA Eo> 21 4
(1 H 1[EE 1161, 1 H 2[E$#E 10 6]) Z2xiges Uiz, EHERGHEIZ14.5 B, F
BeHE1E3. 1mg/H, a5 EITX8mg/HThHh-o7-.

1 [E# G, 2 G & SRV TR e M FREATRD Hivlz. HINEB)OREYE
fR72, AN, 2 B G OILEHIE & IRIEBUCA E 2B 25380 Bz LIAh, FFC
BEREBIRD DN o7-. 1 ERGTIEES 2, 4 BEBICEEDRIEIH D
NEEDOT, 1H2REEBEGHEET LB DN,

RAERIABR

1) EELLEFTRERMHER

(1) & EsE

ML - RIS BT 2 ARG, & MR 5 AR ENRE & O T
boTTVUEBBEONEEASEL L, MIEIMEL 1ne/H G- 4472) & Uik
mMEZ 6me/H (772) LTL5HEL, WIEHELZ0.5me/H (432) &L, kEl&E
Z4mg/H (432) & T AEEICT fixed—flexible dose schedule 1% W THHIL
7z.

214 BT 2 METORER, HMBHIZIBWTE, 0.5 me/ HBHAAEEZ THI 56 % DR
JERN R A7, 1 mg/ HBAREEIZLE D E W, B BARFEOIFBN DN Z & DR



eEhTz. E£72, PSSRV TIE 0.5 mg/ HBRAAREIC THI 51% DOREEN F 258
%, 1 mg/HBRMBEEZ L REWEH ORBERMENZ ERRO LN, HiE - HEE L
TiE, 11810.25mg 1 H 2\ LV 5 ABLE L 4me/H £ TOH&ETHoRkERR
DL, FREMNICE > TiT 6mg/H~DOHEL FRETH 72,
(2) BINZARAEAIEICFE S PEfR s 7
WA, AFIORINARIERIE 3T 5 A& & @i EE 325 A& & BITIER T
ThbH. —J7, RHUITBOTHARF OARGEM: & i EAE T O 5 B iR ER C xR
L LTHWET T Y v ARIRED, BINZARIBRIEIC L S PR EIC T D L
EIMLEMEICST D HBELENEER L ThoTz. £2T, ARBRTIE, AFIOAREME
B EREIC BT 2 EE R G5 &TH D 2mg/ A #mHAER (HE) &L, ZOFETH
% 1mg/HEEHAER (LB & Lz 2 BMoOlERBREIT-72. £, B59HO
BITERRBAZZE LS LB EIEAE L CEIEEREO Lng/HXIE0.5mg/H %
Beh L7z,
FIEIZ W, BEAAGROARREM: & IMERE & [FERIC 1 B 2 [, 81YORRE LT,
161 FlZx3 2 EtOREE, ARANOFINLERIEIIEI L 5 HEREE SR 2 A AR
BN, UToRENOE#EAREE L THREO 2mg/ H B ERIRI 7.
1) HRAEIRLEE T LEE 38. 0% UHEE 43. 9%, SA%eEE T LEE 39. 4%
RTUHBEESL 5% & AEXEITR D> DNy HERN Sl 2R LTz
7)) RRRER, FRREER ISR R ZT o720, HEOHBK
ENRE DT
N RKIRIGER ) €T T LOWELBIEN 7 L — N TREIT 5 LIEIROHEVES]
TITHEEOSER D LI LRz R L7z,
=) RIMERRBBRIIMAEL BIZEFRURECHY, L HICHK EMEEZ25 0T
IR eEZ b,
) AT LEE 42, 5% L, HEE 48.6% & AE TR - T1208, HEEDN &%
~LTz.
2) LLEERER
(1) i EAE
AREME R MR & xh 5 & 3 2 ik, —EEMRILERBRICE VT, AFIOAF D)
PERFRO BTz 2 1),
(2) BINZRRAERAELZ f£E 5 PEIR b
RISEARAERIE (2 LE D PEIRBEE 2443 5 [ 232 Bl & &5 & 95 B e RiGABRIC
BT, REOHMERRD i ¥ .

3) REMHER

(1) & AE
AREME E IfLEIE R 82 Bl & R8T, T T v R KT 0. 5~6 mg/ B (43 2)
BB 5B, BEIERIRAIE OB GRS T, 1 B EoE b A B
ICRHIBGRBRE T2 25, | FELULEORIFHICB N THLE LI BEMNE



OFFENFEO b, BIERIZ 82 FIF 3 6] (3.7%) 12vib< A, FHEE, F
ZONRK 1 EToRD LN Y .
(2) RAINZRRARARAE (2 FE 5 SRR BEE
% MDA ERERBR O RIEE O 5 bkt 523 raER 31 il /R L LT, 77V
UMK 1 72 L 2meg/ B (Fr2) (B DARRBRE TREO HIIEHIR) T6 %
AU oG 2 BIEICHk G- L, BEHRGRBREZITo7
7E, +RRHROG LNV EOIE6mg/HECHERMREE LZ. BITEMIT 3141
H1 B (3.2%) ICHREDNLH S BAERBOTZNHEIZL Y EIE L2 10,
ULORER, 77 v R TII TR SE TR O L2 M RER 72 <, £, K
FIONFITEWNZ O VR SN D Z RSN,

4) BE-RERHER
(1) AR X 5 & i e x5 5 058 ©
(RCAE)
O ZEH L=
B GBI 17 Bl CThH o7 17T FIOTFRRED /3 FEIT BAE 12 1, 4% 5 5T, — 7,
BIEOHRNL VT 0T R U U 11 6], 2 7 KLY U RO
7 RLF U UL 6 il T o Tz
Pe 583 0. 25 mg~8 mg/ H C 1 H 1~3 B X7, ghiRHIER O 5 &l
3.25mg/HCTH-T-.
OmFEDay hr—/L
17 B 11 1 (64.7%) ([CRAFRIME= S ha— A RNARETH o7z, F£i-, BlE
HWNCHERIEOR D iz 11 i, 522IHKE103 5 6, FIEORA DS 4 FlZERD
Sy ("
@ B FHEIR U
Bhf/emEay ha— 3 mffETH -7 11 Bl 10 6 (90.9%) (2, HRIERD
EENRO LIV, FRCEHR - BHE - 2 H < DA EOMERIER OWENED
Sy ("
DLLE
17 Bl 4 1 (23.5%) ICRIERDSZRD Sz, ERE LTE, H< B4 2 f,
At o 1 4], AST (GOT) « ALT (GPT) @ EH 16T, W bigE oy
FUEBNE 7 <, BWER O, WMEXIXIAEEZE L-b DiERnoT:.
OF M
ARLLE &HE S REGNE 17 6 15 61 (88.2%) Th-7-.
U RO LY, 77V v o ARy I aminiEic X 2 & i EE o R IR
IZBWT, ENZREZRL, ZeMLEL, AHARERTHL EEX DN,

(2) SR fi M FEE LSR5 D 2R
RIS D PESRI 7S 120 mm He LA 1T, BUEIHZBEEH JRA & o> 1 REO B EA (52



JEAFRAMHIF SO B WA O 2 AN X 0 B L CH IREMImE .S 110 mm Hg LA E
o mMEELZ R E Uz, BGHIMIZABRGIZIBWTIX 4 B E, FhkfFliz
BOWCE8HMLLEE Uiz, 1IN, BIEM»OHEEG L e 2 FEORBRIEA O
L - HEEZETETICT 7 7 v UK 28N 5- Uiz, #5013 0.5 mg/
H (4r2) L0BRtL, +oZeER R RIS 100 mn Hg AR T 381
SWIMEIZHE~ 10 m Hg LA EFRE) 25 515 £ Tl L7z,
=L, EAEZ6ng/ B (452) & L7
CRSCAE)
OXZEHE L=
BEGHEIT 36 Bl TH T, HB2BE, 7u ha— Vi TH Y ik gL v
BRoM L, 34 Bl 55 (UK 30 B, ABi4 Bl) & L.
290 B FE R O S B BB X, AR 2.8 me/ H, ABEH 4.8 mg/H Th o 7=,
QFEIEZh T
SRBNCET D MEIFES 2 8B X0 AER FEIARD bz, —7F, Atk
IXRFICAEBEREIBTRD DN o7z, HHFRITTT% TH-T-.
@& 4
BITERR BT 7/32 #] (22%) 1RO LT, ZOWNRIE, HFEV2 6], FEIR
L, BERAR— > T HREE - BEERE - KB 1 Bl CTh o7z, ERRMmAHED R
Wi, M2 v7F =8 - RO ES, AST (GOT) - LDH - CK (CPK) o L5,
ik - CK (CPK) @ BSR4 1A ST,
@A M
HH) U Eof R ,W%T%ok
U EDORFRE Y, 77 v o ERREKTE, BAEGEERE IR L, 8- P5E
ASREM: ) S AR & RS uL®M7W%§éE%muﬁﬁT%ék%x%ﬂh

(3) B M EAE %t 2 2h i ©
IE S fLE 160 mm Hg LA_E2s >33 M E 95 mm Hg LA LT, G2 L7 F = fEn
L.5mg/dL DL EDOBFEEEZFES bOExSRE Lz, BGHEE, ki 12 BiEL
b, ABRBICIE 4 HARE & Uiz, 5137 7 7 o R KR 0. 5 meg/ B (43 2)
L OBtE L, +RBEERRRO b T Lz, 72720, A& 4 mg/
H (572 &L
(RCAE)
Oxtge b &b &
Mmig 27 V7 F =48 1.5 mg/dL DL EOBEFI S @MmEREL, 44 flThH o7z,
P GEE, 2f)T2.55mg/H ThHoTz.
DIEIERIES
A% (FBELLE) 1%, 52.6% (20/38 f) Tholo. ARAEICIIFRICHERZE
IO LR o7, £z, BREORETCENT 2L, MiE7 LT F=E
3.0 mg/dL LA FOBEZNZR 52.2%, IMiE7 V7 F=1H 3.1 mg/dL LLEDOF R



53.3% TH VY, EIHLNRDSTZ.
QLA
BIEHZBIREIT 22. 7% (10/44 4]) Thoto. BREFEORE L OB L HRFT 5
7esh, MigE7 V7 F = EAREICEN T 5 & 3.0 mg/dL L FORFEORE B =R
11.5% (3/26 f5) T&H VY, 3.1mg/dL LLEDRILHEIL38.9% (7/18 #i) T, #%#H
DEBIZEWRIARTH -
RERIC L 29k ElE 4 61 (3. 0me/dL AR T 141, 3. 1meg/dLLAET3H]) TH
Sfc. ek, M7 L7 F=fE 3.1 mg/dL LA EDJERIT, FGHEOIME S LT
F = AEDNE GRCEE LI U7 E R Cik, B2 ICRRET L7 RE R, Ao X
D, ARERICE DD EEZ DL,
@A M EE
HHRIL, 44.7% ThH o7z,
PLEORER LY, 77 o U KT B i AE, 3 ONS B RRE A D i
JEFEICRE LT, 1 H 2\ 0.5~4 mg/ HOREGTHAZRBERTHDL LEX BN, -
2L, g7 V7 F=MESEFISEWE (1.5~3.0 mg/dL) TiX, #EROAREMS
IMESE K9 D HE & BITEH ORBBEE I ED LR o720, BREEOHETT LIl
(3. 1mg/dL LA L) TIIRBEBENE D> T-DO T, BEOBEEZ ML BT, #5E-
BIER 2 EIC BB 5 2 ENEE LN EEZ D,

(6) AEMER
1) FARERE HRRE - mRERERKHR
A A plcis A
(1) i A
1989 43 H 31 H2 5 1994 4F 3 A 30 H &£ TIZ42[E 866 figkh» o IWEE L 7= 10, 345 4l
DI G, FNERRATRIGHER] 9, 661 1T Dk EHIL 76. 1% (7, 350/9, 661 f51)
ThoT-.
(2) RISZARABRIEC AL O PEIRBE
19944 11 A 1 BH225 1997 4F 10 A 31 H £ CTIZ4A[E 774 figk 2> HUUEE L7z 5, 828
DI L, AT RIGHER] 5, 228 1T H e EHIL 60. 1% (3, 144/5, 228 f51)
Thol-.
1) 1998 4F 12 H B & HEE R T — ~
OFERIFHA
Y LR
OINIT =
YL

2) RRBEHLELTERTENDNERITERE L -HBROME
A L
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A XKENK, Wiz T2 invitro SEARRER FEBRT, AANTL o SRR 2 R ET
L, YT 7 AHD a, ZHFREEERIEE L5V, 207k, YT T RAFID a, 2B E
ENTDHINT RV TV UMHORTT 477 4 — RNy 7R ET S 2 &7 <,

KIEIMBEAPLESE, JAT7 RFLF U roBEKEAE- LI W EREH LT

% 1610

F72, b MERENZIBICK LTYH in vitro SRR IR T o TR 2 BRI T
L, IWHEFERTIZ /AT FLF U i X ARG A2 B Lz ) .

EEEM T HHBRAE
O I 1E A
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XOWTRIZBNT S, BERAOKRGICT, Ao R2BEERZRL, TOEMRZ
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@)%mra%%rayr BERIMLEA XIZBWTC, RHIRER O #5512 X 0 ARANX
ELTBEEAERZR L, ERICIER RN EBFED R TND 1920
@mJ%&UﬁLLﬁ?éW%
A XJOE MTBWT, BRI XD B IREIRENE 2K T S8, JREHZ D
SHDLZENRBHLNTND 22
@F Dfts
(1) BWIMEHARBIET v, BYEEME A X CAREEM &I EESRS 2BV T, &K
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1.

e DS - B
0
ﬂ%gﬂﬁb

I ch B

1 E%Ef'ﬁ'ﬁ (T RSN -

(2) &

(3)
O HA[AlfE 1§ 5 1
fat i Bl AT

EWEREICEIT SHE

ARLAMGMPRE

E#F"ﬁ 24)

0.5,

BEAETOMHRRE

1.0, 2.0 mg45EED H[EIRE O # H-1)

0.5mg, 1mg, 2mgREEZLHRPRROERE Lz ZDMmBEPARZILRREEIT

TN ER | i ChemfEz R~ U, IRNEEE o 8 1.8~2. 7 BRRE], B 44 10. 1
~18. T TH -7~

00~ INT A—H 0.5 mg 1 mg 2 mg
Tmax (hr) 0.83=£0. 26 1.00%0. 32 1.00=£0. 63
sol Cmax (ng/mL) 17.3%3.4 40.4%9.8 67.1%£22.9
t1/2a (hr) 2.01%£0. 43 2.74=%0. 32 1.80£1.09
t1/2 8 (hr) 12.76%5.43 18.70%10. 60 10. 11+2.67
20F AUC, 45 (ng+hr-mL™") 137.1%26.3 404.1%+131.3 580.3%106. 1

mig kil (ng/mb

|

0T 2 4 & 8 12 24 48
B8 (hn
ERZ0.5 1, 2mRiEZHERARAKEL-EESOMBEDEBEHFTE (FHES.D., n=6)

@EfEfE 1 e 5 12

NN T 7 R KT A 0.5 mg, 1 mgf N 2 mg LIER 2 fFICHEREL, 12
REMRIBR T4 8 [Bl, ARt 24 [lEfR O L7z, 8, 16 kN 24 a5 (XG5 & TO
BASPE ) th O MIER RGBS X, 2N EE55 1 Refilth ChesifiZ2 7~ L, Cmax
TG RITIFIFHA L. £&R5EICB T 2 BB G% O FE Mg R LR IX, &
5% 12 BERIZ XD E Cmax D 26~30% DIEICIE T L7 2 & D, Mg RAE iR
JE DWW TG B RO G-I B SN o Tz, Fiz, B BE% OIS
2.4 HFf (o AH) R ON11.5 BER (B AR) &, HLEIE G0 &M CHLELL7-HEEZ R L
. ZRbDZ NG, MAREICL DT TV U U ERRE KR OZREIT/ N &0 &SR

Sz,
100
601
2o
£ 20 2 mg
g wk 1 mg
H sk 0.5mg
-
g
2 -
I — 8 12 2 30
BEME (he
ERZO05 1, 2mEREEEREORE L LE0NBHEEHS (FH£S.D., n=6)



@) PEERERTT HMPRE
LR L

. RYREERO/NTA—S
(1) RUEREES 'Y
3.654+2.542hr™" (0. 5 meHE Hi[AIF 5-IF)
2) "AATRAZEYT«
BRI L
() HEXERETEH '
0.147%0. 026hr™ (0. 5 mgHE Hi[AIF 5-IF)
4 2IVTF732R
BRI L
®) nHEEE"
17.67+8. 05L (0. 5 mghg B[] 5-IHf)
(6) MFZEEFHEEE
t bk :79.3~93.9%
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WL R RNERR L
B EER - B5-9 %

il

(1) Mm% — xRS EEHE
BRI L
(%) B coT—x W
7w MTHC-T 7 ¥ R KFY) 1 me/ke & AR A5 LTz & & ORI RETR
FEHRIZBN T, M~OBITIZIZEA ERO LN T
(2) BR~DBITH
BRI L
(%) B coT—x W
HTHR 18 HOMET » M MC-T 7 ) ¥ U KT 1 mg/ke 8 M 5- L=, iz
FEER IR & 0 b @ OESTRE (R 5 %) 2338 SV Ry, BR(F P B RE IR B8 1Rk f ik b o
ZIERRETH Y, BRI P RER I TR o2 L 0 HIRE (8 1/2) 2R LTz,
Q) HiAh~DBITH
BRI L
(%) B coT—4x W
tE 14 HOMET »~ M YC-T 7V v VHERREKRTIY | me/ke &% N5 U7, FLitH ik



SPRETR AL 135 5% 6 IS iR fE 1800ng/mL 7R L, [RIRHICHIE L7z M P EE D 71 F51C
LD, Fh% 24 BRI RS IRE DK 1/10 £ TIRTF L.
4) BEBE~DIBITIE
EERR L
®) ZohoiE~DFITE
EERR L
(%) g coT—4

(i)

(i)

5. X

HAL[e] 5 o IRE D KB PN IR 2V

T MIUC—F 7 3 R KT | me/ke & AP 5. U7 & & O AR PN o
REJRFE T, BG4 3~6 W CREICE Lz, JFIE, BERE, AR, AM T (RS i
HIRE W REIR S 2 7R L7223, I~OBATIIMmD TR o7z, £72, #Miko 5 Dlik
FREW R ITHCCTh o 7

ELGERR 1 5% G- FE DR P I

T MIUC —F TV L R KT | me/ ke 2 ek O 5 L7- & & O& /RN
OSBRI EE 1, HEIRR OGRS IZIER U Th o7z, MRk D OEED T K1 3E
fefe G X VBT DM AR Ly, ik G55 21 B 5%) O2H okt
REI, MEGED 0. 1%L TFTTHY, FFEDJEm~DERITRD bRnoTz.

(1) RBELL R VRBHRER
EE R AIZ 2 mgfE R NG Lt EDRYORFWE LT, 7TV DN-IT VT 1
UWEHIA R, PAD, DD, HG-PAD, 6H-TRZ 23kiHi &7~

NH. Terazosin 6H-TR
1, Co NH, z

— SN
TR S N
= €0 N_Nyto H, CO NS N

NH, HG-PAD 0] X 0
H;CO
N/)N\ — OH
H, CO N\_/N\rH\/\CO: H
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NH. DD

Haco:E:]:gN
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H, CO
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(2) KEICEET S8R (CYP4S0 F) D5Fig
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(3) DEBBHROERRVTOHE
KRR L



4) KEYVOEFEOEERULLE
BRI L
(%) B coT—4
7 v b OFEH KBRS A IZI1F 5 HG—PAD X OVDD @ o HEBIERIL, T ENnT 7 v
HEFEE K Fn) D) 1/20 KX 1/100 TH Y, PAD, 6H—TRZ R X TH—TRZ Ti% 1/100 LA F T
HoT.
SHR IZ451F % HG—PAD & O DD OFFIRNEE 5-12 K D 1ERIZEnENT 7 > o IR KR
MWDK 1/3 L N1/30 TH Y, TOMORBTIXT L A ERENRD BRI
(6) EHERBYMORER/INTA—42
MERR L

6. et
(1) HERERGL
F & LTHES.
(2) ez
QLA IuES IR
R NI 2 mefE 2 B OG- Lz & &, & 54% 24 R £ TIZR IR S 7z R
HE, KRBT Z R 12.9% Ll b %<, RWTT TV ON=J 7 a U
&1k, PAD, HG—PAD, DD &N 6H—TRZ Thotz. KET 7V L KT HDON
WP OEFE, BH5ED 25.3% THY, b MBI 5 YRR TR CcH 5 &
HER <7z,
@EfEfE 1 5 12
R NCT 7 R KT 2 0.5, 1 KOt 2mgd, NEK 2 fFICEL, 12 B
fFR T4 8 [Bl, & &l 24 [8], HFLHE N5 L7256 O Rk 514 48 Il £ TR ITHE
W ENTZRENT TV L NIRRT GERED 16.2% Tho7-. ZIUTHERR OG5 L3
ZF CRPHEIERTH 0, B 0512 X0 7 7 'y UK o RN B B 1328
AR NPT = 3% (Wl
OBEEREDIL T L 7= i 1 15 FR 38 T D HEifit 29
B ICEREDIK T Li-® MERFICT 7V v R K 0.5 me% BARIRE 11§
B USSR, 24 B % TOREILT TV 3 o ORI EITR G D 3.9% Th - 7-.
Z DB E RIS DR P HEEER (12, 9%) 1T~ 7 <, BHEREAR T IC X 2 HEi
DIFIED RE S Tz
() HEHRE
MERR L

1. BIEIC L HBREE
(1) MEIRiEH
TR L



(2) &=
1B A MBI 2 RIS, BHTH, BT B OBENR G L O 4 8 RS 55 0
SYBREZ S L7z, T OREE, HEERGICBWGEITH, S H O p iR EfHERIc
EIROONRP ol ZAT TP =00 DOBRERE (4.312.7%) 1HMEL<, EHTHRHEH
CABNTH SN2 (UERRLT) . £/, 4 @O GIZLY, miEhR
EEO EFITRO b T HERET RN EHF ok

Q) EEmM&ER
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6. EELGERMIBLZOEHRMLESE

BEGERMEE

(1) \ESHERIMEN D S b Z &0 DD T, LD Ir7R &N T AN C £ E
ATV, IMZAHIC LD MEE(LEBE L, B TEEa> ho—Lt5 2 L.

(2) BEMUIHEOAMEEIC, bW, B b, BE, HREXH bbb 2
ENBHD.
ZOBIINEMLE & BB DR oM HE s # T2 &
T/, MBI U CRHEREETTY 2 L.

(3) BIEEAICE S DENERHLDOND Z ENH DD T, EmATESE, HEIHOEIRS
falg O i 2 B ET 2 BRICITEE S 2 L.

(4) 7L X—REDEE TIIRERARBBLEN G RAEMNHH DT, 20X 5 REHE
WG 5 AT o ICEET A L.

(5) ARHFNC &L 2 RISEARIERIEIZLE O BEPRBREE 2R 2RI R IE ClidZe <, HEFRE
ThHZEICHEL, AREGIZE 0 HFRET 20105 6N WG I FITRE
2 oMY RNEEBET DL L.

1. HHEER
(1) BtRAZELZTOEH
Y LR
(2) BtRFE L ZTNDER

HAEE BRISEET S L)
A4 BRI - 5 18 715 FE P - fE R K1
BEEREET S0 ES W EAE AN B0 5 2 | FEINAIC BRJE/E A &
ENRBHLOT, BET | HEIES.
% 7p EiEY) 2 AL E 2 AT
7.
RRAKRSIRTS5—E5HEH PDE 5 BHLE A & @ #f F | PDE 5 PLEA L M4 fi
(PDESPAEA) (X D EREMEEMED | BIEREZAT DD T,
DILTF IO TR bobindkBrhnd | fFHICL Y BEEIEH
NILTF o4V IEEEE KFD LHDT, AFEEHE | 2RI Er8Z2N0
AEZT4)L MO®EGHRGT L | B"b5.
L.




. BIfEA
(1) BMEROBME

(RREMEEIMEAE, B T, @ aiaiElc X 2 & imEaE)

FEMH] 10, 626 i1, 292 1] (2. 75%) ICEWERAZRO b, EREWEHIZD W (5
HOXMEEGT) 581 (0.55%) , B A 411 (0.39%) , EE (LMETLE
Zate) 35 1 (0.33%) , % (BHEESZETe) 35 1 (0.33%) Tho7-. (F
AL T RF)

(BTSERRAR RIE L RE 5 HEFR )

FSER] 5, 761 iR, 336 il (5.83%) IZEWEHDFEO b, EREWEHIZDEW (5
HOXEEET) 13814 (2.40%) , b LA 114 (1.93%) , &l (HRImER]K
DR GTe) 25 (0.43%) , IRt (MERE FEEZET) 21 4 (0.36%) Tho
7=, (FBAEK TR

1) EXGEMER & MHER

BEXLEIER

1) BHEEER BEAH)  MEETICHD —BEOEBREREN RS DDOND Z &R
HHOT, BEE TSI, BRESBEO NG, B5E2PIEL, #@Y)
IRALE AT H Z L.

2) BTHEERES (0. 19%ATH) , BE (BEAH]) :AST (GOT) , ALT (GPT) , AI-P,
LDH O %% 0 9 FFRSRERECHIEN H LoD Z ENH DO T, Bz +71c
TV, BEPRRBD ONTGEIE, BEERIEL, MURLELZITI Z L.

2) ZDoEIER

ZDHMDEIER
PITFD XD RBWERANS B b= Ha120E, JERIZ U CTEIZRAEZTTH 2 L.
0. 1~5% At 0. 1% A BN
BEE™ Y2 I [iIREREA
EHEER OE, UEHRR, R B, #iF, IR, WK, H
v, IRK, AE, LN
fatRes MHL HA&, BE, FRIE,  AEEAR (BISMIGHE, O
AR 1 £ FEANENEE) , Mg, ST
E, SR
B ALT (GPT) k5 AST (GOT) E5&., Al-P k&,
LDH k5., #HrelUirrey k&
Hibss ik T, (R, L, R, 'k
AR, HIEARR
SR 28 BEIR, JRIZEE
] BUN k&, 7L 7F=rF
=
ZDith IFTH, & S, B8, HOERRK, 7=HA
A VRT A, BiEEHUROBG M

) ZOXSBRIERD D SN 2GE I3 &L TIE L, HWURLEZITH Z L.




(2) HEREMERRBEHEERVRRAREEREE—&E

CRIE R FE BRI
OmfEE  (FFAE TR
KRIFE COFRA | ABRFLLEOF A & i

A 5 743 9, 883 10, 626

RIE A FBURE B4 111 181 292

RIVE B 171 226 397

RIEHZFEBUIERZR (%) 14. 94 1.83 2.75

BIVEH o FEHE R BUEG () R (%)

Fe & - FRE At E gk s 5 (0.67) 7 (0.07) 12 (0.11)
L 4 (0. 54) 4 (0.04) 8 (0.08)
B 1 (0.01) 1 (0.01)
B U Jig AL B 1 (0.13) 1 (0.01)
D3P T 1 (0.01) 1 (0.01)
RS 1 (0.01) 1 (0.01)

i« ERRIEE 1 (0.13) 1 (0.01)
3 P e 1 (0.13) 1 (0.01)

B 2 (0.27) 2 (0.02)
PUEIUREG AL 2 (0.27) 2 (0.02)

X - RAH AR R 57 (7.67) 75 (0.76) 132 (1.24)
GIELT) 16 (2.15) 12 (0.12) 28 (0.26)
GHE (FR) 6 (0.06) 6 (0.06)
1A PSR 1 (0.01) 1 (0.01)
BHEN 21 (2.83) 21 (0.21) 42 (0. 40)
(BRA 2 (0.02) 2 (0.02)
DEV (EENME) 2 (0.02) 2 (0.02)
B FE UK 1 (0.01) 1 (0.01)
Sbox () 8 (0.08) 8 (0.08)
Sb5L () 3 (0.03) 3 (0.03)
B L B A 19 (2.56) 22 (0.22) 41 (0. 39)
Bk 1 (0.01) 1 (0.01)
LU (%) 1 (0.01) 1 (0.01)
LU ()  [(FE) 1 (0.01) 1 (0.01)
by (FRD) 1 (0.01) 1 (0.01)
HZY 2 (0.27) 1 (0.01) 3 (0.03)
ik 2 (0.27) 2 (0.02)




EReiiiy S e 20 (2.69) 22 (0.22) 42 (0. 40)
B 16 (2.15) 16 (0. 16) 32 (0.30)
VBT 1 (0.13) 2 (0.02) 3 (0.03)
BEAR 1 (0.13) 2 (0.02) 3 (0.03)
mp) 1 (0.13) 4 (0.04) 5 (0.05)
T 3 (0. 40) 3 (0.03)

RS 2 (0.27) 3 (0.03) 5 (0.05)
H D F 2 (0.27) 2 (0.02)
R oD H5 2 (0.02) 2 (0.02)
A i o 1 (0.01) 1 (0.01)

Foteh e 5 (0.67) 5 (0.05) 10 (0.09)
R 5 1 (0.13) 4 (0.04) 5 (0.05)
AHR 3 (0. 40) 3 (0.03)
SEOB-< )& 1 (0.13) 1 (0.01)
AIAY=Y 1 (0.01) 1 (0.01)

L& EE 19 (2.56) 23 (0. 23) 42 (0. 40)
I 2 (0.27) 2 (0.02) 4 (0.04)
& &, 4 (0.04) 4 (0.04)
Mg 1 3 (0. 40) 3 (0.03)
BARAR 1 (0.13) 1 (0.01) 2 (0.02)
BEARR 1 (0.01) 1 (0.01)
A 3 (0. 40) 1 (0.01) 4 (0.04)
A 5 (0.67) 3 (0.03) 8 (0.08)
2] 5 (0.67) 2 (0.02) 7 (0.07)
Lo YR 2 (0.02) 2 (0.02)
HIERE 1 (0.13) 1 (0.01)
A I 2 (0.02) 2 (0.02)
g2 1 (0.01) 1 (0.01)
AER 1 (0.01) 1 (0.01)
M % 1 (0.01) 1 (0.01)
())& 1 (0.01) 1 (0.01)
Epune 1 (0.01) 1 (0.01)

Jilie - REAE SRR 4 (0.54) 8 (0.08) 12 (0.11)
AST (GOT) L% 3 (0. 40) 4 (0.04) 7 (0.07)
ALT (GPT) k5 3 (0. 40) 6 (0.06) 9 (0.08)
JIF A R A A 2 1 (0.01) 1 (0.01)
JT P 1 (0.01) 1 (0.01)
Al—P L& 1 (0.13) 1 (0.01)
weyLey B 1 (0.13) 1 (0.01)




RE - REIEE 1 (0.13) 8 (0.08) 9 (0.08)
LDH | 5- 1 (0.13) 1 (0.01)
I pEfE -5 1 (0.13) 1 (0.01)
1 IEREE N 1 (0.01) 1 (0.01)
F UL R i) 1 (0.01) 1 (0.01)
i PR 5 2 (0.02) 2 (0.02)
My 7 v k5 1 (0.01) 1 (0.01)
B R 7R TA RifthE 2 (0.02) 2 (0.02)
(R RyN(ikhd 1 (0.01) 1 (0.01)
alz7a—L g (i 1 (0.01) 1 (0.01)

O - MRS 1 (0.13) 10 (0. 10) 11 (0. 10)
ifE F5F 1 (0.13) 1 (0.01)
EE NZAEAR ifn 8 (0.08) 8 (0.08)
ARG I 2 (0.02) 2 (0.02)

Doffy « DATE « DI - SIS 1 (0.13) 1 (0.01)
PLEFEAE 1 (0.13) 1 (0.01)

DAk - U X AfEE 5 (0.67) 3 (0.03) 8 (0.08)
AEENR 5 (0.67) 1 (0.01) 6 (0.06)
HIFMIHE OS] 2 (0.02) 2 (0.02)

NP S S e 5 (0.67) 3 (0.03) 8 (0.08)
S ) 2 (0.27) 3 (0.03) 5 (0.05)
B8l 2 (0.27) 2 (0.02)
ME SA 1 (0.13) 1 (0.01)

7R i BR 3 (0.03) 3 (0.03)
A 1. 2 (0.02) 2 (0.02)
7R i ER e 1 (0.01) 1 (0.01)

FifEk - MR REE 3 (0.03) 3 (0.03)
U gk (S 1 (0.01) 1 (0.01)
B ek E) 1 (0.01) 1 (0.01)
FimEkiE % (E) 1 (0.01) 1 (0.01)

WAIR e R 5 5 (0.67) 12 (0.12) 17 (0. 16)
HEIR 2 (0.27) 2 (0.02) 4 (0.04)
R SRR 1 (0.01) 1 (0.01)
Z PRI 1 (0.13) 1 (0.01)
PRIREE 1 (0.13) 4 (0.04) 5 (0.05)
BUN |5 1 (0.13) 1 (0.01) 2 (0.02)
mr7vrF=rFt5H 3 (0.03) 3 (0.03)
SR EHE N 2 (0.02) 2 (0.02)




— A By PR 23 (3.10) 23 (0.23) 46 (0. 43)
1FTH 5 (0.67) 3 (0.03) 8 (0.08)
ESGUNIN( 1)) 3 (0.03) 3 (0.03)
BRI AL 2 (0.02) 2 (0.02)
DU R 20 1 (0.01) 1 (0.01)
By 1 (0.01) 1 (0.01)
DFE () 1 (0.01) 1 (0.01)
e () 6 (0.81) 2 (0.02) 8 (0.08)
e (% @H] 2 (0.02) 2 (0.02)
KOANR 2 (0.02) 2 (0.02)
Teo X K 1 (0.01) 1 (0.01)
.77 J% 3 (0. 40) 3 (0.03)
9% 55 ik 1 (0.13) 1 (0.01) 2 (0.02)
e 6 (0.81) 2 (0.02) 8 (0.08)
FhE (T 1 (0.01) 1 (0.01)
Ja iR 3 (0. 40) 3 (0.03)
o L & 1 (0.01) 1 (0.01)
E& () 1 (0.01) 1 (0.01)
Jb s A PR 1 (0.01) 1 (0.01)
BT 1 (0.13) 1 (0.01)
HfEE 1 (0.13) 1 (0.01)
Telt 1 (0.13) 1 (0.01)




ORISLIERIEIFE O PEIRFEE  (FRRAR TR

KRR E COMA | AFBRLUE O A a F

EECY 81 740 807

FHATE 112K 365 5, 396 5,761

RIE 5 D BUEGIRL 32 303 335

BIVE A 4 0 R B 5K 50 423 473

IR DORBIEGTR (%) 8. 77 5. 62 5.81

RIVE % OfE MR BUER () R (%)

& - R Bk 2 (0.55) 9 (0.17) 11 (0.19)
ANGOPZS 1 (0.02) 1 (0.02)
Sl 2 (0.55) 7 (0.13) 9 (0.16)
IR Z 2 FERE 1 (0.02) 1 (0.02)

i« B RIEE 1 (0.02) 1 (0.02)
B 1 (0.02) 1 (0.02)

X - RAH AR R 18 (4.93) 200 (3.71) 218 (3.78)
Bk 1 (0.02) 1 (0.02)
G 3 (0.82) 8 (0.15) 11 (0.19)
GHE () 12 (0.22) 12 (0.21)
TRELO () 2 (0.04) 2 (0.03)
LU (%) 1 (0.02) 1 (0.02)
HEND 12 (3.29) 67 (1.24) 79 (1.37)
SMHL b 6 (1.64) 104 (1.93) 110 (1.91)
Sbox () 59 (1.09) 59 (1.02)

B AR R IR 1 (0.27) 14 (0. 26) 15 (0. 26)
BRz) 2 (0.04) 2 (0.03)
s 12 (0.22) 12 (0.21)
BT 1 (0.02) 1 (0.02)
mit 1 (0.27) 1 (0.02) 2 (0.03)

PR pEE 2 (0. 55) 1 (0.02) 3 (0.05)
IR ER iz 5 1 (0.02) 1 (0.02)
H OEFIK 2 (0.55) 2 (0.03)

TER - BiRERES 1 (0.27) 1 (0.02)
Hg 1 (0.27) 1 (0.02)




Foteh e 9 (0.17) 9 (0.16)
HLW 1 (0.02) 1 (0.02)
i) 4 (0.07) 4 (0.07)
AR (iE) 2 (0.04) 2 (0.03)
EIBOROR/N IS 1 (0.02) 1 (0.02)
T I 1 (0.02) 1 (0.02)

L& R E 4 (1.10) 27 (0.50) 31 (0.54)
M 5% 2 (0.55) 4 (0.07) 6 (0.10)
oo E 1 (0.02) 1 (0.02)
Mg - 2 (0.04) 2 (0.03)
A 1 (0.02) 1 (0.02)
TR 3 (0. 06) 3 (0. 05)
H b 7o AUk 1 (0.02) 1 (0.02)
g1 F 2 (0.04) 2 (0.03)
BERAR 2 (0.04) 2 (0.03)
-2 2 (0.55) 4 (0.07) 6 (0.10)
ERNISRY 5 (0.09) 5 (0.09)
=RE] 1 (0.02) 1 (0.02)
[EIEN PR 1 (0.02) 1 (0.02)
5K 1 (0.27) 1 (0.02) 2 (0.03)

JHFfik - NBAE SRR 4 (1.10) 10 (0.19) 14 (0.24)
Al—P E5&- 3 (0.82) 1 (0.02) 4 (0.07)
AST (GOT) L% 2 (0.55) 6 (0.11) 8 (0.14)
ALT (GPT) L& 2 (0.55) 8 (0.15) 10 (0.17)
E UL EME A 1 (0.27) 1 (0.02)

R - REEE 2 (0.55) 6 (0.11) 8 (0.14)
LDH | 5&- 1 (0.27) 1 (0.02) 2 (0.03)
A e 1 (0.02) 1 (0.02)
i fE b7 1 (0.02) 1 (0.02)
i AR EE B 1 (0.27) 1 (0.02)
REHE N 1 (0.02) 1 (0.02)
Pz L AT a— VR 2 (0.04) 2 (0.03)
L = A7 o —/ UK R 1 (0.02) 1 (0.02)

O - MAEFEE () 2 (0. 55) 20 (0.37) 22 (0. 38)
e ST PEAR I 1 (0.02) 1 (0.02)
ARG I 6 (0.11) 6 (0.10)
MmERET 3 (0.06) 3 (0.05)
M EAE T 2 (0.55) 10 (0.19) 12 (0.21)




L+ DI « Do« i 2 (0.04) 2 (0.03)
ROEFAE 1 (0.02) 1 (0.02)
el 1 (0.02) 1 (0.02)

DfaE - D) R AREE 2 (0.04) 2 (0.03)
AEENR 2 (0.04) 2 (0.03)

mAE LSy  FEE 1 (0.02) 1 (0.02)
TRk 1 (0.02) 1 (0.02)

- gt SR o 3 (0.06) 3 (0.05)
BEn 1 (0.02) 1 (0.02)
&P 1 (0.02) 1 (0.02)
L NiilN 1 (0.02) 1 (0.02)

NI BSRIHES 1 (0.27) 8 (0. 15) 9 (0.16)
IIREE ST 7% 2 (0.04) 2 (0.03)
IR R 1 (0.27) 7 (0.13) 8 (0.14)
~v ~7 Uy MEED 1 (0.27) 8 (0.15) 9 (0.16)
~E S v e R 1 (0.27) 5 (0.09) 6 (0.10)

HIfER -« N RIEE 1 (0.27) 1 (0.02) 2 (0.03)
HifERBA  GiE) 1 (0.27) 1 (0.02) 2 (0.03)

MR+ o 5 . e 2 1 (0.02) 1 (0.02)
/i GiE) 1 (0.02) 1 (0.02)

WA PR 7 F P 75 1 (0.27) 7 (0.13) 8 (0.14)
JVTF=v R () 1 (0.27) 1 (0.02)
HHER 1 (0.02) 1 (0.02)
PR IAE 5 (0.09) 5 (0.09)
BUN L5 1 (0.27) 1 (0.02)
BRI 1 (0.02) 1 (0.02)

BrEAE (F) BEE 4 (0.07) 4 (0.07)
A VRT A 4 (0.07) 4 (0.07)

— A A By PR 20 (0.37) 20 (0.35)
oy 1 (0.02) 1 (0.02)
g PN 25 R ke 2 (0.04) 2 (0.03)
30 1 (0.02) 1 (0.02)
592 97 2 (0.04) 2 (0.03)
AR 2 (0.04) 2 (0.03)
e (% (&) 3 (0.06) 3 (0.05)
T e 1 (0.02) 1 (0.02)
IETY 3 (0.06) 3 (0.05)
v 4 (0.07) 4 (0.07)
A (%) 1 (0.02) 1 (0.02)




Clefe PR o A fie 2 oy —
e I SE K VRIS AR RAE NS 5 PEPRFE T 12569~ 2 7GR £ T ORRRTBR OFE R, BRK
BRAE S H OB EOIRRBERAMGI G E 0, FTROLBY THD.

- 5 B RBUEGIE TRASEGIE (%)
B e I S RSZARIERIEI £ 9 PSR BEE
AR EREL 3/629 (0. 48) 4/284 (1.41)
i ifn BR %R 17/628 (2.71) 3/285 (1.05)
PR ER 5/406 (1.23) -
Sy EiZER 5/406 (1.23) -
IR ER 2/457 (0. 44) -
i | U /NER 11/457 (2. 41) -
% K Bk 1/455 (0. 22) -
IR ER 10/455  (2.20) -
HABR 6/456 (1.32) -
~NETREY 1/626 (0. 16) 2/285 (0.70)
~< k27U vk 1/621 (0. 16) 4/285  (1.40)
IIRANYSE~'8 1/582  (0.17) 1/281 (0. 36)
il 6/229 (2.62) -
AST  (GOT) 11/645 (1.71) 2/289 (0.69)
ALT  (GPT) 13/645 (2.02) 4/289 (1.38)
Al-P 3/635 (0.47) 5/280 (1.79)
LDH 10/640 (1.56) 3/285 (1.05)
ey LE 2/518 (0.39) 2/279  (0.72)
%} BUN 22/642 (3.43) 3/290 (1.03)
£ Es LT = 19/603 (3. 15) 3/289  (1.04)
{;‘E Barzaro—L 8/636 (1.26) 3/243  (1.23)
g PRI 14/630 (2.22) 6/266 (2.26)
CPK 6/154 (3.90) 2/112  (1.79)
K 4/642  (0.62) -
EE Ca 1/45 (2.22) -
p 3/44  (6.82) -
7 i I 1 b 5/321 (1.56) -
i - IVTF= )T T A 1/22  (4.55) -
PR K 1/16 (6. 25) -
ﬁ R EA 6/593 (1.01) 2/286  (0.70)
Ui 6/505 (1.19) 1/283 (0. 35)
2 | PSP 1/18 (5.56) -
@ | PRA 1/23  (4.35) -
fi TR IR 5/120 (4.17) 1/7 (14.29)

XOKREMEm MR, BEEMELRE, fetfieiEic K25 & ELE




10. TR, Eim RIBF ORS5

11.

Q) EHEKE,

T LV E — (R BRI A R BUE 15

BHE, EEERVFHOAEFERIOEMERAREREE

O & I ESE
[ BITEHZEL | BIEHZEL | BITERHZEL g )
REFIBC | e W | g (o) | RERR ()

- H v 277 15 26 5.42

L P <0.01

1 | 72 L 9, 404 165 199 1.75

g

| KB 29 0 0 0. 00

L .

- RALH 173 1 1 0.58

QRN ARIESIE I FE 5 BEPRFEE
[ BIVERZE | BIVERZE | BITER 5L g 2
AEBIEC | ey W | s (o) | RERR ()

> | Y 115 14 21 12.17

= P <0. 002

ﬁ? L 5, 280 289 402 5. 47

i

(= A 1 0 0 0. 00 -

4) BEYT LILF—Ixd 2 FBRUVRERE
(6. EEBERIAHNER L T ORA M OYLESE] 8. FIME

2. oK EZDHEA)

1) —2) | OESE.
HEBRIEIZHOWTITEYE R L

SEmENDIRE

EEE TIL, —MRICBEORREITIFE LSRN EINTWS (MEEENEZ 2BZFnN
H5) OT, KHE WX 11E0.25mg, 1 H2[E) oG A2MGT A7 PEEOREE
EEBR LN OEEICRETH L.

(1) I8 SATIESR LTV 2 iIREE D & D NITIE, 16 OISR a2 ERl S & of)
W 25810 ET 5 2 L. UHRTO®REIZET 2 ZaIfsI LT, ]
(2) AP O NG T D5 EITRALPIESEL ZEREE L. ([BWFER (7 v
R THIFA~OBITAHE SN TND. ]

INREADERS

/NRFITR D MM LTy (BEFRER YD 72\




12. BRRBRERRICRIEYHE
AITER (2) TEEBIRIVE S B e ORI A S 7 — T ) OIS

13. BERE

AFN O B G XV EEOMER T2 23 REMEAH 5. 20X RIERDH b
T aiiX, WAL MBI T 2130y, MBS U TR, SHER O R 5EmE T e JLE %
752 8. ok, MBREREAFOREIZEMNTIEARL.

14 BRAERVEHZABRDOIE (BEFCBEIANELEAFES)

BHLDOIE
EEIZ T PTP @¥EDIANT PTP > — P OBV L CIRAT A2 L2 FEST L L.

[HP/~F® ﬁ X0, BEOEATNEEREA~AL, BIZIXZELE2EB I L THE
DEERASHELZHRTIZENRESNTND. )

) B UTHEOZMFE I, HE, EHL bR, BIE, HESNH HbID LN
Hb.
ZOBIINEMLZ & HE D72 E Ol B 2T 5 2 L.
7o, MBS U CHERIEERTT D 2 & [6. BERILANEE &2 O K ONLE 714
DIHZH.

2) BIEERIZESS DEVERHLDLNDLZ ENHDHOT, EAEE, BHEIHOERSMAR
EREO B A BIET ABICIIER S S 2 &, (6. EEREANER &2 OB K OLE
FE OIESH.

15. ZDfDIE
ZTOHDEE
(1) BlbEw (77 v ki) TE MO OMOEIREAE, & O O OBk

FEEOMAETEE D& 5@ EREEE T, SMEBWEZ MR RN A b 1 FIERED
b5,

(2) 7 v Mz 250 me/ke/ H (BRI KHEDOK 1, 800 f£I24HY) % 2 EMRR O E L-K
BRC, MEDIZ BRI BEE I DR A E NSRBI LW E ORERDH 5.




16.

Z 0t
A% L7



X. JEERPREAERICEE9 AIEH

1.

— i 3 27~29)

— IR IC BV T, ~ U A0 OGS TIRIRE TEEOCARESHOK TRARD LN, T
v MZBWTIERRIR TR, Bl K& OMBH 43 W B O 3 ONC £t A 7 i o0 FRYEH B O #1523 58
HHNTZ. ZHOERIE o BWEHER® 5 WITIMER FICES< TRREEBRLEZ DR,
T R T O ERRICRD b, FOIED, TR, APEREGR, B ERRR,
AGleRR, MIEKREICRT 2 BTV, bo THAMHRICH LEAEICETA1EHTH
STz o T, —BEEHEEBRORE T O XM ER F IS < ki B LAN, FRIZERR RR
L7025 X5 e ERIT W&o Tz

HiH
(1) BEEEHHRAR
LDso (mg/kg)

B TE P ®on BT IR
<A 4 >8, 000 1,523 237
(ICR) Q >8, 000 956 262
Sk S8 >8, 000 1,163 350
(Wistar) Q >8, 000 1, 050 361

(2) RIE"EHMERER P
Wistar 7 > kb (70, 200, 550, 1,500mg/kg, 1 #» A, #&H) TiX, 200 mg/keLh b CTHafif
FEEOBD, BIBEEOHNAR ENALN, 550 ng/kell FTiL AR EESORD, KED
HEnEnl 22 &, 1,500 mg/ke TIXF A OB EEOMA ERA LT, BEFN RS
IX 70 mg/ke T -7~
v—27 K (5, 10, 20, 40 mg/ke, 5], #H) TiX, 20 meg/keld LT OMAEDOHM,
EEMEDIK T2 ER A b T, BerE R, HEHER IR IS W TR T2 b0
STz, PR T 10 ng/ke TH 72
Wistar 7> K (3, 10, 30, 100 mg/ke, 6 » H, #&H) TiX, 10 mg/kelh £ TAST (GOT) ,
ALT (GPT) Db, g 5 1, 30 mg/ke TIXRIE K OBFEEOWI, 100 mg/ke TIXfE
FEHINE, FFEEOBIMAED b, 2028k 1 » AMOKREKIC I v EE L
7. mEFROEEREEIT 3ne/ke TH o7,
E—27 VK (2.4, 7, 20mg/ke, 12 H A, #&A) TiX, FHGHLE IR EE, HEHEMR
FHRMEIZB W TEFIIA LN o7, R EEEE T 20mg/ke TH o 7=,

() HEFEFAFMHER 0
Wistar 7 b OUEHRETR OUEARPI, B A 3, 30, 300 mg/keZ % ¢ 5- L7k
F, 300 me/kelZd VN THENM) O —KFMEFIIZEITSE O IBIFIET, BEMHIR SN
VTS, AR TBIEITRE O e o To. JEPES R O FLIZ 3, 25, 200 me/kefk M5 L
7ot R, 25 mg/ke L B CHTAATF OB IEE OS], 200 meg/ke THAEMF O HAR K OVER 3



HOAEGFROIKT, RRFORTFTRHALNTZ.

4) ZothnRFEKEE

1)

2)

3)

TERME

T T MR RN D2 R AR A A A W TR BEEBR, invitro 2T H YL
ERREFERARBR L O~ T 2% AW/ MERBR TR L7 fER, MR L TERFEHR
PRI DN Do T2DS, in vitro YR FFHHHERIZI VT S9 W T TOHTFH NG
AR EFHREN LT, L L, /MERER Tl g R ooz
NARME

F v &AW 2 R ORISRV T, O RKE A RIS T BRSSO
FEROH MR A DT, LiL, ZOEEY, 7v M CTHABESHKRHEN &,
7 v bORIBHEE OMRE - TBRE e N E R D FREMNH D Z L, b M OHEERIKH R
IZHATHRD TR HE (1,800 ) TRILTWDHZLELY, b MIBITLHBOA R
PEZRIET D HDOTHERNEEZ LN TS,

R D

T IV v AR OFEEEE LV E Y b (T T 4 TR RS, Ya YT o
—/VEUR, PCA SO, PHA JS) KOV~ A (PCA BUis) 2 IV TRkl L 7RG, otk
ITH BN Tz.



X. BRFEWEDFEFICEHT HIEHE

1. BxhHARE XL E R LR
i FHHRE - Sl 5 4R
T, r— AR

2. BTk - RERH
FERRAF

3. EFMBEWOEDIER
W7 22 1 K i

4. EFB&EH
RN

5. |%
A BT BE0.25mg (PTP) 100 2, 1,000 §
NA T BE0.5mg (PTP) 100 $2, 1,000 §E
NARNT U8 1 mg (PTP) 100 $2, 1,000 &
NARTZ U8 2 mg (PTP) 100

6. B—R% - BExhE
AR E N Ay NEE (H =)
Wl %h 3K RREMEEMEE, BRI, B EMRiEC X5 e mEE

TI VUG, TV U, T YL, RV U A VR
AT BRAEIAE (2 © PR FEE
TSR, TS UL, ZARuL U, ;7 REUL

1. ERREFAR
1984 4F 11 A 30 A

8. WERFTARFARARVEARES
KRR 198943 A 31 H
N e

B2 0. 25 mg : 20100AMY00049000
2 0.5mg : 20100AMY00050000
B2 1 mg  : 20100AMY00051000
B2 2 mg  : 20100AMY00052000



9. EMELRHEFAH

10.

11.

12.

13.

14.

15.

198945 A 26 H

BEE - HIREM, A% - AEZEEEMFOEAARUVZORE
1994 4£ 10 A 5 H % Ae B N TEISZARAEIIELCf 5 HER )
AL - HE A2 B RIE IS © PEIR R
TV rE L THEE, BALTH Img (1[80.5mg 1 H
20E) XoE5%4h), 1 H2mglZWiEL, 1 H 2[NS
FRO®ET 5. 7ok, FERICK Y EEHEET 5.

BERRE BIIMERAREAERUVZEFOAE
(FHHEAAER) 199843 A 12 H (& IESE)

2004 -3 H 23 H (FISZARIERIE £ 5 PEFRFESE)
JBAEF R ERLEREBICI Y TEEEESE 14 55 2 1A F KGRETEB) oni e
HEZY L7V

BEEYM
(&I ERE) 198943 A 31 H~19954E3 H 30 H (& 7T)

(BIZRRIERSECLE O HERIEE) 1994 42 10 A 5 H~19984E 10 H4 A (¥ 7T)

RYPREOAE
AFENT,  HBEHRNC ERART STV D EIRMIZEE S L.

EEHBERMALNBERRI—F

A NT U UBE0.25mg ¢ 214902371022
NANT U UBE0.5mg ¢ 2149023F2029
NANTUUEE 1 me o 2149023F3025
NANTUUEE 2 mg o 2149023F4021

REHBMTLDOEE
PP



XI.

1.

3k

51 Rk

1)

2)

3)

4)

5)

6)

7)

8)

9)
10)
11)
12)
13)
14)
15)
16)
17)
18)
19)
20)
21)
22)
23)
24)
25)
26)
27)
28)
29)
30)
31)
32)
33)
34)
35)
36)
37)
38)

BT
gk E
o ARE |
E -
MEER 1E2
gk B
REALEA |
REALEA |
NS |
REALE

MEERIER 130
MEIRER 132

K B I

FHER 13D
AU 1FD
Nagatomo, T., e
{EGIET 130

FRE FE 1FZH
O Sl ;S E 9 R

P RIBRE 132

PR B 1ED
ITHEIEA 120

LS 1ED
LEHFEE 13D
WHIBLZ 1E0)>
R 13
WEFERIBES 1E0>

PEFERIGER 132

Kyncle J.J. : Am

RWEHE T 130
B LI EV/A

KHEHE— 1D

—HHEBE 1E)

MERT 130
MERT 132
PRS0

RANER 13D

BB 1 ED 13

DR EFZE, 65 (1) , 242 (1988)

CHKPR L YRR, 16 (3) , 1245 (1988)

CHRPR L YRR, 15 (7) , 2861 (1987)

CHRBR LR, 16 (7) , 2835 (1987)

PR L VRIR, 156 (7) , 2887 (1987)

CESE LR, 17 (B) , 1242 (1987)

D WMREAAEE, B (8) , 721 (1992)

D WMREAAEE, B (9) , 823 (1992)

D WRACEE, 38 (7) , 857 (1992)
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