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(2) * %
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2. —fg
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77 L (JAN)

(2) #* & (f&i%)
Urapidil (JAN, INN)
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4. RFRARUDFE
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NN 8 - N rBm o
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=% /)—) (95) . Tk L 30mLYL E 100mLA S R IFIT W
7K 1,000mLYA E 10,000mLA | D TIHIFIZ < W
(3) WiZMH
M ER L

(4) @R (FER) . BR. BER

B - 156~161°C

(5) BMIEEMEHTEH
pKa : £ 7.4

(6) HECRE

KEDA T Z ) =)L« KR KOZ7 v v v« KRBT 2 0B EIX TRIRT@Y | Bk

T/hEL TE~T A VPETIR L, pH IKAFIEDRED b,

B X @ SERM B %)

K 23

3 Rtk (pHS) 0.1
e i (pHT) 1
AP b (pHY) 36

K 278

Rtk (pHS) 0.3

7R RS Hibe (pHT) 1039
75 UM (pHY) 2937

(7) Z0MtDELTRIERE

ORI ;B (268nm) : 648~682 (Wil 0.03g. =%/ —/b, 5,000mL)
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%ﬁ ELE =D 5 H R
5 e w pH OFF L5 BGHE R
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=l i B
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(3) #Ala—F~

TR+ T TR IVARLR
FRNE  KC155 (77 v F LA 70 15mg) . KC154 (=77 v F i 7L 30mg)
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AT RIVNEY) - RERERL & FUBEERI N D72 0 . AR MO B E~EE A ALK T,
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(5) =it
MM ERL L
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\ \CHH
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N NS
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e 0 k/NH
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6. HEDKEBEUHTICHITIREN.
HERE REEHE R7FHAR REFERRE HERX
4OOC 6 j]ﬂ %Eﬁ*uu /#E%W
50°C 2% J e A
et 25°C. 75%RH 2 » A BN
S TR 25°C., 84%RH 2 % H PR JRFEN
15mg L 6 4 /1 s | BIEPY
EH AR 5 H WOTTAWBE e
KA T b de R 40°C. 75%RH 6 % H [ kn KN
F MRS el 39 % A PTP. 7 3IRv 7 BN
. e 40°C. 75%RH 6 1 PTP, 738y 7 e
7333@ vl R ez 6125 | PTP. 743 v/ | BUEA
& THAkILEGRER | 40°C. 75%RH 67 A SO R

7.

KAUBRIAE - PRIR, MERBAUBR, HOMRCE., RHRER, SENE. MEs e~ T 7k

AR UBRBERORENS
AZM LR

CfFE DESEE (MELFHIEL)

UG R L

el

BRIk 900mL & Fvy,  THR EHREEBREDO S FAiE (50rpm, v —%HW5) 12XV
RERAIT ) L&, RANTRMRE ZEICED bNT- T 7 ¥ UNAREHE T2V OEERE (TFRS
) 1A T 5,

75 ORI L DA RIER LR

FRE FRE ) TE R
2 [REfH 15~45%
15mg 4 B 35~65%
10 RS 75%L
90 4y 15~45%
30mg 3 IRFfH] 35~65%
10 R 80%LL F

10. && - A%

(1) FEARELRS - Q% NEOHBLEE - ARIHT SHE
LR L



([ v owmicmvemEe |

(2) 8%
(TS VFILATEIL 15mg)
PTP : 100 7 7+ [10 4 7/ X 10]
500 1 7 [10 7 &/ X 50]
1,000 7 7&/  [10 7 7 &/ X100]
NT 500 7 7B [T AF v I EE]
(TS UFILATEIL 30mg)
PTP : 100 7 7+ [10 Z 7E/X 10]
500 7 [10 7t/ X 50]
1,000 7 7/ [10 7 7 &/LX100]
NT 500 1 7B [T AF v U K]

(3) PlREE
% LR

(4) BHROME

[PTP a3Em 5,
P T P: ARV =1L, TII=UA
S 7»;:¢A RIZF LT IFx—RT 44N

_\
=
it
?ﬁ%
?ﬁ

TR AR TF L
Xy v 7R
il % 4 K
11. BRI 5EMEE
L

12. Z0fth
HER R L



V. JARICEY HIEH

1. WREXIEIR

OXEMEMmMERE. BT, HEMEEICK S5 MELE
OFRTIZLIRABAIE <+ S HERIES
OMZEMERER (4% 5 B RE##

2. MERITHRICEET HEE

5. MRENIEHRICEET HEE

(RIS RRABRIE IS4 5 BRRIEE

AANZ L DB ERIE TIE R <0 MHERIETH D Z LICHE L, AFRGICI 0 BifFT
DNENGE ENRVGEEITII FINRIES, OB R NEEZES 52 L,

3. BERUA=E
(1) BERUAZDMEH
(REEttEmEE. BHSnEE. BEMREICk a5 mEE)
WBERACIZ, 7Y LT1H 30mg (1[H 156mgl H 2[E) K o&REZBIG L. ZhEMRN
A7 A8T 1~2 @B OREAZ BT 1 H 120mg £ CTHE L. 1 H 2 [EIZ0%E L4 A%
BO#E54 5,
ok, AEEN. FERIC L EEREET 5,

(HTSLARAE KRAE (Z 4 S HERIES )

BHRANCIE, 7 EYLELT1H30mg (1[0 15mgl H 2[B) X o&EEZBMB L. RN
R 7285E81T 1~2 BB OB A2 BV T 1 H 60~90mg £ THIHE L., 1 H 2 [[NZ4E L4 &
#EO&E3 5,

B, ERICK VI EEREET 52, 1 Axm&EG R 90mg £ TET5,

(PRI RTEBERL 21 S HER R EE)

WERAICIZ, v EPLE LT H 30mg (11H 156mgl A 2[E) kX o&E5%2BIBL, 1~2
MORREZBWNT 1 H 60mg [ZHE L, 1 H 2 EICOE LIS BREORET 5,

2B, JEIRIC K E T S8, 1 BE&RS5RIT90mg £ TET 5,

(2) RERUVAEDHRERE - BRI
'V—5. (3) AERIERHARK] OHESH

4. RERUVRAEICEET 5FE
BRE ST

5. BRPRAIE
(1) BRERT—8/18vir—o
AEY LR

(2) BRPREIERER

1) BEE%E5HER

OEEFRAB T 10 41277 B2V 15~90mg Z Ha# 5 L=, ZOREE, A O3HEE
AL B s ARER (ENTMREE, MEERER - TIXIER., BEkEES) NHRK
FERNTIEIN L2y, W B RE TH D I HREOHER & & HITiHk LTz, £72. 60mg
B G-REONIAL ML, 90mg 5 5-FED BN « JENL « SEAL ML A B2 FREDFRD B vz,
MIZZARITFRD R oo, ZOM, FRRKRE EAKIOFE L B 5 2013580 5

T, M7 a7 7 FUORE~OEELRD bR To ),
1) DEEME— f : FRERSEFE. 1983 ; 14 : 529-544



[

VoARICETHEE |

OEFRABF 64127 T E VN 15~60mg M N7 T Vo R 1mg & B nl&k 5 L=,
FOREE, UIEINIIT TV UEEBEEIZ N Tmax, Tie B RE o7, £7-. 7
T BN GBI EE ML O TR WA 2B S =nd, 77 v U
PR 5% XL EMLILED FREITERD b2hoTz, —FH, VI EVALKROT T
TUMEREE & BT, tilting & K A R RE L OWRFAEHE N, JE B Anf RF oD i b -4
B ONagcsg imoEsg, gk 2 o7 RuF U U RER ML = A5ED ER-NED
bz 2,

2) HEFWF fth : FRARSKEE. 1987 ; 18 : 407-418

2) RiEREGHR

EEFRABF 641 I7 2L 30mg 2 1 B 210 7 HERERE LR, By Lk
PEIERRO DT, & DICHFEARNE EICKTT 5B BRE L7, NOWSRICIT A
HH 2N ENRRBOLNT Y,

3) /B i FRPREKFE. 1987 ; 18 : 579-588

(3) RERICHEFRAR

(REEMEmEE. BUSmEE. SEMREICK S5MmEE)
1) AREMEGE MR B 40 Bl RIC, 7T EONEMEEL IO A 7 ¥4 FREERR

L OPMFEEG T T, VIO OREHIZ 6~12 W, H5EEKE 1 A 2 EE
L. WM E%Z 60mg/ B, 2~4 HZRINRN AN T20705E6 120mg/H £ THEEWREL LT
5 LT R, 60~120mg/ H T & X EEEZRNE b7,
BIVEFN IR GRS 2 1) (41F) | PR EGREC 361 (3 1) #B b, T DMERITL
H OB 3, B - BHE 21F, DFEV 2 TH o729,

4) FEPNEEE - ARREME S MEE (S35 BKU (Urapidil #R ARG OREERNR

2) Afethm M EAERSE 323 FlafRIZ, v T BV GRE L OV A 7 VA FREBEFR

HEDPFHE G 2T, V7V LVOEGHIME 12 8E, B5RHEEZ 1 H20EE L,
MW EZ 30mg/H., 4 HZIHWRENS R +07256 120mg/H £ CTHERIEEE LTU 7B
DN EBG UTAER, R 2 HRICITEIIAEICTREL, I5I2 12 BETHRAICTFREL
2o F2, TABUIEERZITRBO e o Tz,
BRI S BLE M SR 1 X B 58 T 18.5% (35/189 f4]) | PF A G-RE T 21.2% (28/132 i)
Thol-, ERGLOITIER - EER (B 74, H 81 . Hbox - b b
(AR 74, OFH - 610 | #iE (B : 6, OFF - 41F) FTholo,
INHORERIY ., BESREZBE LGS, AFIO#E 52T 30~120mg/ H 23 i#EE) T
b5 &HEr ST v,

5) HHE%H fh : Progress in Medicine.1987 ; 7 : 560-582

(RIILRRAEKIE I 5 BEFRIESE)
3) AN RIEIfE O PEIRIEE B 35 Flaxtgic, &GHM2z 3 HiH, &5E%EZ 1 A 2

m& L, MIMAREEZ 30mg/H, 1 EHZIZHENA 727056 60mg/HICTHEEL Ty 7Y
NEEG Uc, BRIERUGERE CEUUE. daE, O0daE, R, Bb) KUeRYeE
B ([A) ZFHl L7/ R, ARERSEE D HE) DLET 34.4% (10/32 ) . 0%
) LLEIE81.3% (25/32) Th-o7-, £/-. BRSEEED Hh#) LIk 53.1% (16/
3241) . ootk LLEIT 84.4% (26/32 ) Tdho7z,
EIERBBUERIRIE 11.8% (434 6)) THY ., ZOMERITERA 2 (4, 88 - BHE, O,
DEW, L WUEOLONE 11 THo7-9),

6) EFEA fth o WRZSMEL1990 ; 3 1 1369-1375

(FRIREITEREBE I S HEFR R 24
4) PRRERIPERE DI A 5 PRIRINEERHE 53 B 2RI, bW %2 4~6 Wi, &5 m%% 1 A

218 & L, PIHIHESZ 30mg/H, 2~4 BEZICHEP A+ 57855 60~90mg/ B IZHEE L
TUZEUNEERE L, BRERGEE GEUUGE, UG, OUGE, A2, Bk, H
EARRE) | MR RUGEE (F) | SFdEEE (F) 2380 L7255, B RIEREGEE O
M) ULk 54.0% (27/50 ) | [0o08k# ] UL L 86.0% (43/50 i) | Al FT Lk 5
O g LU 72.9% (35/48 f5) | [=oX0ck ) LA E 81.3% (39/48 f3) | AXUGERE D

10
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M) BLE72.9% (35/48 f3) | [=oR0ckis) DL E93.8% (45/48 f5) Th -7,
BIVEFRBUERIRIL 4.0% (2/48 ffl) TH V., ZTOMERIT FIERE, JRKEE LHBR
NE1HBTHo= D,

7) HFHE i WIRERSMER1994 5 7 1 1287-1294

(4) MRELRISLER

1) BxhERIERER
(RIS ARAE KRAE (24 S HERIEE
A ARIESIE S RE o PEIRFEE B 227 B 2 %51, &G54 3 M., &5 % 1 H
2[|E L, 7T AREE (PR . I DL 30mg/HiEE (LA . 60mg/ HAEE (M E¥)
KO 90mg/ HEE (HAE) @ 48t (M, HEETII#IO O 1ML 30mg/ H# 5, LItk 238
T &ARICHEE) CEERIEICE VR L,
BIRCAERCGEE GFHUGE, daE, OXdGE, N, Bk, HERE) | Mimpr dkcE
(A . SRUGEE (F) I2OWCRME LR R, gk ( TdeE) Db XA RE
RUGERE © L 34.6% (18/52 ) . M #f 43.8% (21/48 ) . H #f 50.0% (26/52 f3]) .
R AT RLEGEE C LE 26.9% (14/52 1) . M B 50.0% (23/46 f3) . H £ 52.0% (26
/50 f51l) | f%UGERE T L RE 34.6% (18/52 ) . M i 54.3% (25/46 f5]) . H & 54.0%
(27/50 f5l) TohoT-, Fo, BRIBRUCEE, AT ROCGEE, SRUGEE DT T
IZBWT, M, HEHZ PR & LR L THEICEWEBGEEREZ R LT,
BIERFBUEFIIX P B 3.7% (2/54 ) . L B 3.8% (2/53 f5i) . M Bf 7.8% (4/51
) . HEE12.7% (7/65 ) T, EREWERIZOEW, 8, LHI HAETH-T,
INHORERIY | ARFIOFNLARIEIIE M 5 BERFEE 2375 i &1% 60mg/H &
W S iz 9,
8) VA H il WIRESMFE1992 ; 5 : 735-745

(PRI RPEBERL (4 S HER R EE)
FRRRIRIPEREIEL 2 £ 5 BERIAEERAE 141 Bl 238, BeG-HI % 4 B, BHEHEE 1 H 2
BlEL, TR PR . 7720 30mg/HEE LEE) KO 60mg/HEE HEE @
3HE (HREETH, #1H® 28X 30mg/ H#% 5, Ltk 2 #HHiE 60mg/ H#%5) T _EHEM
B X et L,
HAERGGERE CEUGE, diE, OdGE, R, Bk, HERGE) | it LdeE
(R . RUcEE (F) ICTOWTHHME L 7o R, doegsk (T PR XA ®E
REGERE T L BE 42.6% (20/47 f51]) . H ¥ 48.8% (21/43 1)) . fh & AT Rk < LR
37.8% (17/45 f1) . H#f 60.0% (24/40 ) . SEUGERE T L #E 40.0% (18/45 ) |
H 7 55.0% (22/40 #) T -7z, £7-. H BEIIME T R UGB M OV RRUGEE DiE
RCTTvREAEIC EE-T-,
BIVEFARBUEFIZR 1T, PR 0%, LEE2.1% (1/4741) . HEE4.5% (2/44 %) T, =D
JERITNE D K B A, LOWUR, B, S0, EXE 11 CThoTm,
INHOFRER I | ARFIOMRRRMREEE I LE S BERREEC 5 2 2 &% 60mg/H T
D MW s 9,
9) K.Yasuda et al. : The Journal of Urology.1996 ; 156 : 1125-1130

2) HEEEER
(KRREM ST
AHEME B ML ERE B 435 Bl 26t 7TV v B A xR L T 5 X T LA I —1E
WZ& D “EERERE (V7 BV - BB B R DY T UL - RHREK L
AT WA RBEERREDO PRI L) 21T- 72, BG5BT 12 @, FEE 5T Y
SEUNEERTIA2E, IV L U EBEHREGHT1I A 3EE L,
FEIEZhR, B RIERGGERE 23l L 72 /5%, v 7 BV VBB GREE N Z 8L - 3
AT WA ROEREEGREE ISR S 2B H XV AERIE FEEZR L, BEDE, BRIE
REGEEIZOWT, B OFEZITRO bR T,
BIVE S BUE G 13 B 5RETII Y 5 B LEEDS 24.0% (23/96 f4]) . <t FRSEEE 16.7%
(17/102 B) T, VA T A RFEARERETIEY 7 O AEED 21.1% (20/95 #1) . it
HESERE 19.0% (16/84 ) ThH -T2, WTNOREHZEBW T, ERRIWEM X8R - 9HE
B, DFEWV - SB0X - B B4, L IEA R, BB TH 2N, BIVEASE
BUEFIRIC KRR L OFBEITRD b o7,

11
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INHOfRERIY, UTE UL 30~120mg/H (1 H 2 [B]) (XM - S+ 7V A FRFE
JERREERBE GRS b 77 ) U UERRIE 1.5~6mg/H (1 H 3[0) LAFEEDRN
OFRMEEFT D &fkin S iz 10,

10) & 17 M EFOHWDH.1987 ; 142 : 271-299

(RTSLARAE KAE (24 S HEREE
AISERRIERIE I fE O HEREE B 224 Bl 2 %512, 7T v U ilERRE 2t IR L 35 4
TE I BRI L D T EHEMRIEG R 2 i U7, S5 AR 3 R, SRS 5 nlEkiT
DIEUAKEREE (URE) T1H2E, 7Yy U ERtE#RGRE PR T1H3MEE
L7m. 77 EVNEEET 30mg/H X VBItA L., 1 H#%IC 60mg/ HICHE L, —FH. 7
T R ST 1L.hmg/H XV BEAA L. 1 1%IC Smg/ BITHIE L7,
Pl 3 MBI BIZI & ik L7- B RIERUGEE GEFIUGE, g, O0%E, A4, B
fb) . AT REEEE (F) | SRgcEE (R) Z25Hm L7omR, deEsk (k) DL
) X E R SGERE T U B 49.5% (50/101 1) . P RE39.2% (40/102 ) . fh BT
RO T U BE 48.5% (48/99 i) | P BE 44.0% (44/100 1) | Afedsss © U BERE
54.0% (54/100 f51) . P& 45.5% (46/101 ) TH V., AEZEITRD LR T203T
RTCUBNPEE ER- 72,
BIVE A BUEFI=RIX U BT 7.9% (8/101 %) . PHET 8.5% (9/106 i) THV . iift
RIUCEBZTRD N -T2, EREVERIISZIHEL HH - OFEWV - Shox MK
TE&HThoT-,
INHORERIY, U7 EDIVITHINAMEKIEICAE O PEREE B O H AR - R HT
izt L, 77 Y v UG L RIS O REA T2 2 L BHER Sz 10,
11) B2EH fh : WIREEAEL1993 ; 6 : 267-279

(PRI RTEBERL (24 S HER R EE)

IR IRIVERE R I £ S BER R EEESE 149 Bl 2RI, 77 v R E2x R &2 “HEMR
AR A IEhE U7z, BG4 Wi, BEEEITX 1R 2RE L, VI EUAERGRE (U
) 13 30mg/H X VBAMA L., 2 H%IZ 60mg/ HIZHER L7,

Beh 4 BB L i U7s A RIEIREGEE GESGE, daE, O0mE, R4, E
b, HIEARRE) | MR REGEE ([F) | SMScERE (F) 230 LofE R, daEs (I
2 L) (XA RIERSGEE T U BE 37.0% (27/73 #1) . 77 & AEE (P #f) 20.9% (14/67
) . MR RCGERE T U B 51.6% (33/64 1) . PRE17.5% (11/63 f3]) . 2fkdiE
T URE45.3% (29/64 f51) . PRE9.5% (6/6361]) THV ., T XTUREN PRECX L
HREIZENL TV,

BIERRBUERIZIX U BT 2.7% (2/74 f5]) . PHET 8.2% (6/73 ffil) TV, MIHERH]
WCEBEZAITRD BN T, EREWERIZEER., O FE WV, IEMH: - TehoXETh o7,
NG ORER LD | MREMERED AL O HERINEEIC XL, ¥ T L OERMED R
i 12,

12) ZHBHE M B AR MEREL 5551996 5 7 3-24

3) REeMHER

(KREMS MmELE)

ORI EHER
AREVER M EAE BT 103 fl 2 XI5, 77 B2 L% 30~120mg/H (1 H 2[[]) | 5218
ML ERG Lzl 2 A, 12 1 & CHEAREIR CABERME T2/ L, 12 HERRIER
BRIETHEE CLE LTEMEHRB TH o720 F7-. MK L THUZ LA E B L) -
7
RITERFEIEGIZRIT 9.7% (10/103 ) T, EREWERIZO W, HL bAFETH -
7": 13)0

13) &7 i : K & BFSE.1987 ; 64 : 2218-2234

(BT ARABKSE (24 S BEFRFEE)
QAT EHER

AT ARAEKIE LR 5 BERFEE RS 28 fla g, v I YN % 30~90mg/H (1 H 2
E) . 3» AU ERS L,

Bleig Lo U7 A RIERGGERE GRS, &, O0WwsE, RE, B L, HERRE) |

12
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AT B (A) . SfdGEE (F) 2% 5 1,3,6 » AL O G TRIZEHME L
ToRER, MM ORKE & & bictER ((dE) b)) IEEY, &£56 5 AZOK
TRIT, ARIERGEE T 72.2% (13/18 ) | R AT AU T 55.6% (10/18 i) |
BRGEE T 72.2% (13/18 ) THh-o7-, Rz, ARIEROPEREEL, MR T ok
JRE, FRIRFBIZIIR G 1,8,6 7 A% & LA BB B A DAL, MRAT RO REEICITHE
5.3,6 » A% THERBEMNED bz,
T, BERTRFOFM CIIARERGGEE D [t LLE 64.3% (18/28 ) . [
RUGE] LLE92.9% (26/28 ) | AT RLGGERE O THGE] DL 42.9% (12/28 f) |
[oR0UE ) DL E 82.1% (23/28 ) | fixtGEE D T8GE) DL 60.7% (17/28 fi) |
[t LLE92.9% (26/28 %) T -7z,
BIVE S8 BUEMIZR 13 14.3% (4/28 ) T, DIERITD F VR OEFHEEK TH - 7278,
HEZLRWERIIZRD buiehhoiz 19,

14) ZHBHE M WRASNFE 1993 ; 6 : 259-266

(PR RTEBERL (24 S HER R EE)
QRHREHER
PR IRIVEBE DR L1 © BER R EERESE 80 Bl xt4lc, 77 BV L% 30~90mg/H (1 H 2
m) . 35 AU ERE LT,
B Lol U7 A REIRTGEE CEWILGE, diGE, OXUGE, £, Bk, HIEREE
AT B (R) . &kdeEE (R) 285 1, 38,6, 12 5 A% K OF 58 TREIZET
fili L7z fE S, BeE&TREOUGESE ([ D) XA RERUGERE T 69.0% (20/29
) T, HE5 1 H ABotER (57.1% (16/28 ) ) M SN TWAH EEX -,
— 5. MR RO ITEE 1 » ABIITBEH & i LA ZICSE LT, fik
e G- b 2 DN FDHERF S, B G T RFOMR AT ALUGE B O BE=R1T 75.9% (22/29
) Thoto, £io. BREEEORERT, K51 A% 85.7% (24/28 f5]) | &5
35 Atk 75.0% (21728 #5) . $&h5 6 » A1 78.6% (11/14 1)) | #4512 » At 75.0%
(6/8 i) | HEM T 75.9% (22/29 f5l) T, ERIZKEZREITIRD HILeh -
776
F7-. BWERBBUEGIRIL 6.9% (2/29 ) T, ZOERITNEHL AN 24 THH- 7=
B, WTRHRETH Y EERBERAORILUIA LR -T2 19,
15) IPEACHL fil : WARERSIER 1994 5 7 1295-1302

(5) BH - REAHER

1) BMeLEEREIINT HHER
B BE Y 3 S ORER THEE 29 HIRRD Sz, D OIER] O BTN R A 7F
fili L7255, BREVREE CGEBI TR, TR, O TR, A%, LA BA HE
ARHE) IZBWT TFRE A EIX 52.0% (13/25 #i) CTholz, £z, MFEI/ LT F =
fiE % E PG (1.2mg/dL PAF) | AR A B (1.83~2.9mg/dL) | & EA4] (3mg/dL
PLE) 125310 CRIEIR Z Mt L7ofb SR, Bl D0 2213588 HivZe o 7z 51617,
5) HHE% fh : Progress in Medicine.1987 ; 7 : 560-582
16) HEE i : Progress in Medicine.1987 ; 7 : 583-596
17) BAEFnGR M o BEk & AFFE.1987 ; 64 : 2279-2290

2) (BBEMBAEIC X 2EMEEBEICRT SHER
e MIaEC X 2 @i EE SRS 10 fl2xtge e LB Tix, 77 B2 30mg/H (1
H2E) XOBML, mEEHEDay ha— VRl R+0 e8I iEEEET 5
ZEbE L, ME - REEL. KOVERIERZEE & U CAIMEORE A2 1T - 7o/ 5.
BN BN TILE & IRAE O TN ZELRRD vz, 2. BRIEROAD
N 9B 5 6B THNZBGENFRD L, Bk (Ef) X168 Th-o7, BHWEHIX 10 1
A BNZERD HIZA, HBEFIRIL 1 HORT, FRLSMNIEG RGN ATREThH - T

18)
18) #HKE fth : Progress in Medicine.1987 ; 7 : 310-321

3) EESMEEEEICHT HAER
HUE @ MR B 42 1 2 RUTRBR 21T o 7o, BRI REERIRIE L oD 1 FEDREE
e (GIFARREIIHIEE ST BEWTE) 2 ikE&. R Th oMt LIz v o ey

13



VoARICETHEE |

NERE L, U7 EYMI30meg/H (1 H 20 XVBHAL., BEBENEE LR
WESSITITEE U, & HEE 120mg/B (F) & Lz, BRERR GEH TR~ Lk
Ao 7R | BRIERGGEE (3, ootk AL, B, BRERRL) ZEE
& L THIMEDHIEZIT - TofE 5, 1REIIE TREO [ R TR OFIE T 72.2%
(FIREHE) Thoto, Tz, BEMICARIERSIRD HNT- 18 o5 B, 1R
T REOHE TS E 761, O EABITH- T2 (FIREHE)
BERIL 5 BlICiBd B, b OIFEMNMEE (S5o%, HFEWVE) | BL, &
B, TSRS ThH T2 16),

16) EHEE M : Progress in Medicine.1987 ; 7 : 583-596

4) BEEEFE#ESaNEEEEICHT HHER

B A ) E I EAE R 32 Bl & BB 21T o 72, MG 2 LT F = Al 3mg/dL
PLEOREFIZY Z PV 16mg/H (1 H 2E) LV, MiEZ L7 F=fE2 3mg/dL LA
TORERFIE 30mg/H ([F) X VBALAL., FEE BN EE HARWIGAIZITEE L, k&
HEIX 120mg/H (F) & L7z, BIER GEHTR~FH Lo 7R | BRIER
UGB (a8, O0UGE, AL, B, BRIERZRL) ZfEEE L THIMEOHEETT
ST RER, BFEME TR O EWTRE) TR OFIE1X60.7% (FHREHE) Tho
7o BIERIE 2 BINCERD B AL, Z ORERIL T GRE, 3, & XN & 1 Th o7z 17,

17) TAEFoHE fil : ESK & BFSE.1987 ;5 64 @ 2279-2290

(6) AEHER

1) ERARERE (—RERARERE. FEEARGERE. FRARELERE) . BERsER

T—AR—RAE. WERFTEREBRABROAR

(REMEMEE. BManEERVBEMRIEIC L 5EMmELE)
< A R A >
AREVER ML EAE, BV f e . 4B AR & 2 i E R & 41T 1988 4E 9 H
20 H75 1994459 H 19 H £ TIZ2E X v 5,122 BIILE U 7=, 22 VEfHT 6 54051 4,885
B D 5 BEIWEAIE 122 61 (2.50%) (23D BTz, BRI SIERE (AT 5
4,555 ) T 23] 2% 68.2%., BEmIMIEE (T4 239 #) T 2] 2 62.8%.,
B mIalE (T et4 2 4)) Ik A EIEET T3] 28 100.0% TH 72"

WEE (%) (SHEH B SRAER)
ASHENE & 1 5iE 68.2%  (3,107,74,555)
REF A e L T 62.8% ( 150/ 239)
AR X A i E 100.0% ( 2/  2)
7t 68.0%  (3,259,74,796)

W AL, THERLEOFFEEDOHFEO T=OIAT 5 A OS2 A& O3
JHEICBET 04 KT 4 ) (1993 4F 6 A 28 HIRZAE 54 5) Xt TEHRAERSL O
FOBETRAEEOFMFIEICET U4 K742 (19974 3 A 27 HIELHE 34 F) ICL W HE
it S VTR TTIE ARV,

(HTILARAE KRAE (Z 4 S HERIES )
< R A >
ATSEIRAERIE S FE O HERIEE R G 2 %512 1995 4E 11 1 1 A5 1998429 A 30 A %
TIZ 3,876 BINEE UT-, ZeMEMT6r4 3,403 151D 5 HEIVER X 229 5] (6.73%) 1232
DO, BRIEITEENT RIS 3,168 D © B [#XE ] LI EA 86.0% Th -7z,

WEER (%) ( BERE] LELOES T RIEH)

HTSERRAESIE L L O PER faE 86.0% (2,725,73,168)

< FERIFRA >

AT ARAESIE L LE O PERFEFE ISR 2 AHNC L DIGRITAHERIE TH D Z b, EH
\ZPBEE S DIEBIIN S ERE ST, RWIR GBI 3 2 RRIFH A 2 520t L. 1996
F4H1HES 199749 A 30 HFE TIZ 312 FINE L7z,

LR RIS 279 Bl D 5 HEWERIX 37 1] (18.26%) (258D Hiviz, A RhIEIXAENT <
G235 605 L TREEYGE ] L EN 77.9% Th o7z,
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([ vamcEseme |

BER (%) (EEWRE] UL OEG BT AREH)

ANZIRIERAELZ A 5 IR FEE

(GRS 77.9% (183,7235)

Fio. BRIER & OMR AT RO W2 OV CRMIRE = & 2iat LR R, Sos i
EbG5 1w A 35 H, 6 ALiEE & bITERESEL EOEFOEIE AL T
BY ., REIOMM CTRE L 22 DM 2 R4 2 kIR0 G- T,

R BRIE BRI £ 5 RS
LR L

2) RBEHLELTEEFENDHNEBRIIEREL-AE - ABROME
BARSAR

(7) Z0ft
AR L

15



VI. EZEHEICEI SHIEE

1. EEFPMNICEESHSILEYMRITILE YR
a TREEWE (77 v R, 7 v UERE,. K9 v u XUV
F SRR KR, XA ARa Y U ERRE,. T REDL, v RYy)
HEE  BEOH DAY DO I REFIT, HFTOE IR ESHRT 5 L,

2. EE{EA
(1) ER#ELL - ERKF

VEFERAL « (/8 . AUSIAR, PROE M OVBEIDE = MRS D o 1 TR
TERIREFT T 7 A% a1 ZBRICH 2B IRAERHER 2/ L, R AERSL RiE
BH 2B+ 5 Z LI KV REREM, JREFESGEEN 2R 1920,

(2) ENERM1THHABBIE

1) o -ZBEEER
X KENR, EAEy MERE O nvitro FEER, WONTIRRERKR OVFBIREE 7 ~ ~ O FEER
(ZBNT, U T E VTR o - B RERER 275 L7z 19.21.22),
AREME R MLEAERE \CAA 2 e G- UTc & & R IAEERT2 A U i E RS TR 238
7o TOERNT a - BERERTER R EE L TnD LB RS 2,

OXEMEMmMELE. BESMEE. 5EMIREIC K 55 MIEEE AR
2) BREER
@OSHR (BAREBMES v ~) (BEEEAKE)
BHANE B ARIIKAF LIEBEEERA A DN, VI EPALKR O FT T2 Tl
TT AT, KR BRISHENFRD b i 20,

BEER (EMREF SHR. 5% 6 RN DRKIE)

(mmHg)
nor

O:% ®
60l @ YFEIL
0: F3vey
¥ W EF35TY
¥ 50 FfE tSE(n =5)
m
£ 40r
2]
o
T Br
Wb
o9
0
ok L N L L L I 1 L _
001 0.03 0.1 0.3 1 3100 30 100 (mg/ke)

H &

QSHR (BEAHREEMES v b)) (RELOKS)
I EVLD 5, 20 KO 80mg/kg, 14 AR AELIC X0 FAEICESE L2 EK T
DB Tz, DFEIE 80mg/kg @ 1 H B CHEZRBEMA R L7435, 2 B B LA IT4s
WZH DR EAIE AR IR o 7o, RS 5 B B ClE, Ot FREE & IZIERE

* CRIE L7 20,
mMERCDEEICKT HER (ERE SHR. 5mg/kg % 58F)
(mmHg)
+40 ¢ .
m B S~ et o [N TR
E OO} = \/ V7 VTSNOeERR
E:y (*/ }-/ r het *‘-/ * *
Pt a0t * ————ixt
—_— eV
-g b THE(0 =3~4)
) P<0.05
el LT
- FURY -
2 Ow‘\:f}l\vo-c-ﬁ/?\—\'\:-»—qw)
o
£ =100 026 24 (B 1)
1 EE 8 10 12 14 1234586 7(8)
p———————5mg/kg, p.o0. t R {

16



[ v gmzsecmEyemEe |

QDOCA—RIEEMES v b (RELOKSE)
I EVLD 5, 20 KT 80mg/kg, 14 HERRAHE LI X0 FHEICHEF L EE T
DHBATZ, DHAEIC I, BEEERICHEO RN A b - 56 (80mglkg #E) &
HoTel, KEHEGIZE W ZOEITD 2L ool REZITMIE, Dt E blalE
A BT 20,

MERCMERIZH T H54ER (EMEXDOCA—RIEEMES v k. 5mg/kg &58)

(mmHg)
+401

~HRE

" L I 1 ALa L TN 1L T TS T 1l ALl 1l 1 :F—H—'HLIP
1 2 3 4 5 6 7 8 9 10 11 12 13 14 12 345(E)
' Smeg/kg, p.o. {3 —t

HERTME R O OIEBOTLIE {197 (165~230)mmHg B U375(310~410) 48/ &

) DOCA—ABHiEIMmET » + : DOCA (desoxycorticosterone acetate) & ®ii% 5z CElLE%
FIESHT=F » b

@EHXBRERSLES v ~ (BEEOEE)
HHH & B EKAFAICREEIER 2 2 BTz 20,

BEER (BERXBIREESNES v b, &5% 6 KELROKRXIE)

M EDEAL G
0 10 20 30 40 50 60 70 (mmHg)
—T T T T T T 1
*f s} E¥ME+SE (n =5~6)
* P <0.05
ISEYIL 1mg/ke,p.o. 4}i|
HSEYIL 10mg/kep.o. l*_‘

IS5V 0.1mg/kgp.o. 1—[
- ®
TV Img/kgp.0. j—i

17



VI EpEEICEY AEE |

3) miTEREREIER
OmAFERICHNT 528 (RER2. #IRAKRS)
BRI 2Z T F OV EFEIRNEE G L& 2 A MEIX TR L, RN mAE B S )
Y UTe, o, DIBITIZE A LB LD 0T 29,

MRBIRIZHT 228 (REFTAIMFRSR D, #IRAKRS)

(mmHg) § Tk () " A MBI
M0 aEa o #3183 0.6 p*
100- 1 B oo p =
*
504 0.44 %
B0 0.3,
Jtoos  tozsmeseiv ltoos b 0.25mghgiv
0510 20510 208 0510 20510 2003
(/8 b /3, . BEDR
250 i: * T mES
. 8 JLEE
2301 20 '
210 :Z
4 1'%
1904 10.05 t 0. 25me/kg,iv. $0.05 } 0.25me/kg,iv.

r T T T T T ) F T T T T T T
0510 2051 0 2
(0145 0 20510 2004 510 20510 20()
200 & vaeg (B 1 BAMK
180 84 % i o LEIEH

1604 6
*
140- 41+ &
Jto.os to.25mg/keiv. | 40.05 t 0.25mg/kg.iv.
r T T T T T 1 = T T T T T
)o 510 20510 20(%) 0 510 20510 2004
(ml
1oq, , 1ECHHE F#E£5D.(n =10)
0.8 . P<0.05
0.6 s+ P <0.01
0.2410.05 t 0. 25me/kg,iv. *** P <0.001

0 510 20510 20(4)

QBRERICHT 52
- R = (FRN S
B R 22T T BV EEIRNER S L2 & & MEDIE T2 60mmHg UL EIZ72 5
FTIEBMTOZAIE < | ORGP ICEEZ MFEI W2 ERRD LT 29,

FHmME, MR EBRPRMAER VNEERISHT SFE BERa. HIRNERS)

MERE=E
. EBNESE (mglkg)
AEEE s RfE (mg/kg) K5 (mgkg
0.01 +0.05 +0.25 +1.25 +6.25
Vi R 122 119 108 95* 62* 56*
(mmHg)
IV iEEs 216 (#11/53) 217 222% 225 195* 169*
o 38.6 (mL/
72 T B IR i 37 A /\)(m 39.3 39.6 37.3 28* 24.8
JJ
72 BBk M AT 235 227 208* 190% 170* 178*

n=5, *p<0.05 (vs Vi)

18



[ v gmzsecmEyemEe |

- b b (BEERE R )

AREPERMEAEEH 156 Bl LY T 20 30mg KUY 45mg BRI 5% B ik
CEMBIIRIMFTREL) ZRE L7 & 2 A I doc o L 0ok P2 S IR R I fec R . 3

A B R ZANT A DAV, G fo = ML e L & IRaR I S IR 05 B2 oD bk B OF

MEEHREOAERIE T AR L, WFRORGRETHAEICELTZ NS &

7= 25),

BMRICRIFTHE (REMSNEESSE)

{em/sec) NS. (em /sec)
i — -
g 40 | NSNS 1" ;% 20 - N.S. -
B 301 §§:::_'-:§f _____ §£ g 157 I 1
P | Lemee—= Emmmmam
M 207 I JL | m 107 §I §= §§
7 s Tws ] & ' $ .
F 10 NS E 51 s NS |
B - E NS
T T T T
0 1 2 (=) 0 1 2 (p)
* *
[ NS 11 % |[ [ N.S. * l
ﬂn D_?S’ r 1T
& 3.0- #0654
3 Bemee - .
@ 2.57 ~=Q==mme- ¢ ggo- . S §
o0 = NS | I
PR L | * NS |
(. , . [ * .
0 1 2 (E5R5) 0 1 2 (meRR)

O==-0 30mg group (n=19)
o—=o 45mg group (n=6)

NS 0 LE: - A0k TS/ L A3 e

)t +SE % P<0.05
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QEMMHEMFICK T HFE (BFE-YF. #IRNIRS)
TI N KNT T U TILE RO SERFILE & AR FA AR T S 7223, AT
BEME~DREII Y T DA TIIT TV T H_BETH -7, DT 77
VTl 0.0lmg/kg £ 0 HEARBEMB A LNTR, 77 BT 0.1 KO Img/kg Tl
AR A BT, 10mg/kg THRUMER 2N A 5 107z 29,

ME - DR CEIMHEmNECR T 21EA (ERE Y )

(mmHg)
+10

0
-10
—-20
—30
—40
(mmHg)
+20
+10

0
-10
—20
-30
—40
=50
(3/9)
+60
+40
T 420
# 0
2 -20

=40

—60

cRiFE

THFIBTR

_IlllJIllllfilillllllll

010 30 6010 30 60 10 30 60 (%)
A A A

SSEUIL  0.1mglke, iv. 1 mg/ke, i.v. 10meg/kg, iv.
T35V 00Imglke, iv. 0.1mg/kg, i.v. Tmeg/ke, i.v.
Ot 2
@ VIETIL
o:73vvy
FHfE+S.E (n=bH)
* P <0.05

58 IE (FH9{ELS.E.) | 85+3~95+5mnHg
WERLIEH (FYELSE) [ 222115248 + 1048/

20



[ v gmzsecmEyemEe |

4) KRBRIIHITHEE (E b, #OKRE)
DOMmBEEICRIZTEE
AREVEEMLEREBRE 22 Bl LY T2 0% 1 H 30~90mg (8 #f]) #HE#% o
EEEIC KT HELRH LA B 2T a—L, VUJEE, IDLa L x5
o0— LR OTREABIIAEICH AL, HDLal AT a— Lk ) 7 VT4 K
6iﬁ§f£%%ﬁ%ntu y)fcii))’) 71 27)

MmEREICRETHZE (REMEMEESES)

(mg/dL) ., o (mg/dL) _ _
350, ek ATA—L 2207 PR ATA—L
®
0. o) AN ,
:\A 1801 b \.
(o]
250 1607 a
8
*Ekk 40 . * %
2007 1204 | ¢ N
— . ;
|00 1 o .
1501 — o
801
.
100 T T 60 1+ ——
% 551 5% %5 R 5%
(mg/dL) ) BEE (mg/_dL) THRERBB
4007 180
w
350 1604 ﬂ_‘:x
A
300- B 140- \ T

Yxd
§ * a A
250 % % 1207 %k
200+ ' 1007

<d44p.0
*
L
I
%.
>

504 T 801 .
_ v
1001— r 60— L
58 5% %5 5] 5%

FHELS.D., * p <0.05, k% p <0.01, k%% p <0.00I
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[ v gnzmcmyaEs |

QA7 ipkEEe (MIFL = ViEHE., MBOEME NaFIRRTF R) [CRIZFTEE
ARREMESMEAEEHE 7 AN LY 7 L% 1 H 30~90mg (6~14 HIH) #5540
MIERNLE AN RIETHBEERG L2 A, L = 3FM, mET7 /L R2T a2,
migE s vy FvF U o mE7 RUF U U REOWTU S AERE(LE RS RroT,
—J7. MmELEYE Na FlRR7F REEITAERIE T 287 27,

NS MHEEEICRIFT HE (REMEEMEESRSE)

(pa/mL) (ng/mL/h) (pg/mL) (pg/mL) (ng/dL)
1007 anp 21 pra 2007 o 5000 one 207 pac
80+ 4004
j'F'((lUT 1.54 1504 154
ns
4|
60- 300 B

ns ns
I T j 100 r 1

e
a0 H - 2004 H N M

0.5
201 1004

T T 0 T T 0 T T 0 T T 0 T T
T5ER ISEVL T3t IEDNL TR HIEDIL F5teR GSEUL ISR 9IEVL
FEHE+SEMN=T) ANP:IEOEMNFIRATFE PNE:IIE/LTELFU

PRA: I#EL = EH PAC:m#E7 ILFATAL
PE:M#FFEL >

£/, AEMELEESRE 6 Fllcy I P20 HIE 1 [ 30mg, 2 HALKIEZ1H
30~60mg (7~13 MM #5 L. EEHEMRIE O IMERRIC LIF T AL RGT L
2L 2 A, MIELEME Na FR_7F RIZAZEICTR L, ML = 3GV FRE]
FEROT=N, MET RLF U U ROMSE S VT RLUF ) CREIIAEREZIEIA L
einote, X, EEAMIZ X DNDMEIED LR/ A — AZIZE LI A D7)

o7z 28,

EBAFATRONS BEEICRIEITEE (REEENEEESE)

(pg/mL) (ng/mL/h)
g‘;gl 60 - 1.8
b g Fi10.25 F.3.23 +
= o309 + % 1.6 Fi :0.04, NS
14% 40+ Lo
, Z
B 50l % 1.2
’7\2 ks
;’E 20 |.0 -
10 0.8
(ng/mL) (ng/mL)
0.28 - 1.2
i F :1.30,NS
il g.244 F :0.45NS s .04
a%"z Fi * 0 40.NS / Fi :0.12,NS
I R ke J i
l: 0.20 % 0.8
L g
+ 0.16- L 0.6
Y 7+
Z 0.124 Y .41
= _é
B 0.08 % 0.2
L EREF RRAKEHERE TERRF RAEEE AR
—0— | TS5t REER F o EHHR

—e— | UIEVIEHESE (REH) Fi EH: EHATEOZEIER
—0— IS EVLESEREE (B + p<0.1, %% p<0.0I
E¥{E+S.D. (n=6)

22
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[ v gmzsecmEyemEe |

ORILIRIBRIEICH S HRIEE . MRERMERBL I S B bR B #aE AR
5) BERANERUVHREICRIFYT

(FRERA X . B#RAIRE)

FREEA X DEDEZE 1 O F AR (0.5msec. 20Hz, 15V) (2 X 28R L, 75
B VI BRI CHER B A BN S, 0.1mg/kg DL EOHETRHBICHXTHEIC
B E 7228, BEEPNEICIE Img/kg £ THE L 72072 29,

B RAERHEOERNER CHRICKRIFTEE (R X)

407

30

(mL)

20+

# R

10

0

7011

BEBEAIE (cmH:0)
o))
<

0 0. 3 1.0

03 0.1 0.
58 (mg/kg,iv.)

mean=*S.D.(n=7)
Dunnet® Fr B E

O *IH&
A TSED)L
O 7zk53

t: p<0.05 (vs X5H)
*: p<0.05 (vs ¥PER)
sk p<0.01 (vs 31ER)

6) RERNEICRIFTHE
OERIHEF (FRBEA X, BIRMZRS)
U T BV AR XU G LT & A RIS R RIRIENIE, R IRIE
W K& OSMERIFER R IENIE 2K T S8, 0.3mgkg THRICHANTHRIIE TS

7= 29,

RAREAE. FEHHRENERCIMENHBRERNTICRETHR (KRB X)

0.1mgkg,iv.  0.3mgkg,iv

mARREAE FREREBREMNIE SHERERERFRE M E
F;tj_l 120 N
*% i
100 2

680

0.1mgkg,iv. 0.3mgkg,iv

0.imgkg,i.v.  0.3mgkg,i.v.
®xm W vsESL e A
mean+S.D. (n=6) Dunnett O IE&E * : p<0.05 **:p<0.01
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@/ VT RFLF ) VR
< R X, RN S
VT RLFU v 100 u glkg ZHIRNEES L7-RFOIRIENTE ERICH LY Y
NWIONT T AT ERIFNZINH L, & O EDso fllZFNZEH 442 1 glkg, 37
u glkg Tk o7z 30,

J VT FLF Y DFISRENELRICHT 2IMEIER (FMBE( X, +Z1EHERERS)
. ;

A O

A o

o

0:73EYL
ATV
(n=5)

L . . ) )
1 50 100 250 500 2500 (g /kg)
H E

* REEA R BRI
ST FLF Yy 1~3,000 u ghkg & §RNEL S LI2REOSRENE LRI L, 2%
A & b ARIETER 2R LT

JIVT FLF ) RIBRENELFISHT HMGEER (B X, #IRNETS)

= pA:2 ALt
ARy 7.57+0.26 1
TS 8.73+0.49 14
Tr v 8.67+0.55 13

A A 7.27+0.36 0.5

E#)fiE +8.D. (n=5)
pAs : {EENE D % 2 50 L S 51O HEO A DR HE

7) WHEEBICHITAERER (#EMEBRDY . invivo)
HEME BT Y X ORGHAINI IR, BEbE = A0, AR E AL & OKERIC 95
VT R LT U I K DU 2 S 3A & HICHBAICHERI L, VI EUAL RO = v
N7 AL TFERE CHRWER 279 2 L0378 BTz 2280,

RIILARAAR. BEBL =R, REFBHRUVXBARICE T 5 o ZREERER (VY TitESR)

SESL IS5V Jxvbk53Y
i pAr:7 = ALk pA2 2 AL pA2 =2 AL
LI (6.5775;.69) 524 (6.8;f2.82) 065 (7.52732.24) 468
W= (5.8?13.71) 1.48 (6.9132.44) 045 (6.4gf?3.38) 162
QR VAZST| (6.5%?13) 1.70 (7.4;fé73.26) 0.68 (7.057:15;.93) 1.91
i (623 m21) ! (1 10852 ! (0444 !
pAz : fEBI3ED % 2 (58 & S D HEPI3EO RO A OXHE n=5, () : 95%IEHRRS:
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[ v gmzsecmEyemEe |

8) ZRMAKEEER
@Ok FEXBIARIREZ ALV A FEEERER
U7y REEAEERICEI Y & MERBISZIBIRIEIZE T2 a1 KPR as SFRICHT 20
TEVNLDFERRRE T Lc, ZOMER, VIV M a2 ZHEREID b a1 ZHIERIC
136 53R S1ITHE G LTz 8D,

o RIS SMHER (£ FEXRTILRERE)

HHIES (Ki: nM)
S LY H-TSYY Y SH-3EVEY a1 ERME*
1 ZRE o2 ZBK

/AR % 8.14+0.95 1105.48+=72.02 135.80
T 1.50+0.24 1970.53+=42.03 1313.69
TrVv 5.11%0.15 1746.75+62.30 341.82
TS 11.02£1.00 1382.301+=54.72 125.43

SRV Vg not done 136.80+11.52 —

*oa,as DBERMEELRTANTFA—F—L LT EHJE +8.D.(n=6)

GH-=g b Eicwd % Kifl) /CH- 7 v oo+ % Kifl) 25 L-,

@3 v MEHBEBEERW:Y) Ay RiEEHER
VA REEARBRICEY 7 v MMEHMEICBIT S aia. e LD as RIS
7 T B UL OREARE K ONRIME &2 FRET LTz,
FORER, a1 ZBERICKTT 2R 7RIE (aw/a) ZVTEVLRZ LAR
AR TEN S Tz, FTE a e BRI T HHRIIRIME (o aa) X, VT
EOARRbEL . ALAaL . TV OMRIRIREIT R FR Y T e
JLD 1/159, 1/48 LW & A3ERD H 7= 32,

a1 BV o, ZREICHY HIFIEH (5 v FEHERD

1 MHEEH (Ki: nM) BERM
a1 RBR anRBER o BRER a2 ZBRE a1n/ A a2/ d1a
AR =% 113 40.0 109 1560 0.37 39
A DA 0.25 0.052 0.45 322 0.12 6192
7T 0.18 0.14 0.086 263 1.63 1879
T 1.5 1.4 0.74 317 1.89 226

@V O—UZREEARAWN:)HY RiEEEE
VAV FRFEEFEBRICLV 7 —r anS/E (TY) | an=ZHFE (LR Z—) |
B (Z v b)) ITHT U7 EDNVOREERRERG LT,
FORER, VI VNAD awn BRI THEEREEZ 1 L LIZEED ata, a1a DFE
BHEIL 44715, 07815 L 720 | a1a ZBEMBRA~DOBFER EWZ & DT H Lz 39,

(= =

DH—2 01a. U1p. X1a ZRRIZKTT HINGIES HEUE)

E=20) PKi
o1 BB o1 R P
lyA7 A= yi% 6.54 5.89 5.78
VA4 9.14 9.34 8.71
5AF NI 8.69 5.98 6.30

(3) {ERISIBSM - FHBERY
s ERH L
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VII.

EVHREICEHY HIEHE

1. MAREOHER

(1) AELAEDGOFRE
AR L
( 2 ) Eﬁ&gigﬁﬁﬁﬁ;uéhr_qulﬁr
1) BEEES
BERERA T Kﬂ(?7t/wl%gﬂi3%m)%%Eﬁu&%btk%®%ﬁmw
D Mg PR E (Cmax) | HErpR EES)ER ] (Tmax) K OVE TR (Tue)
TR LY Thole 2’34%
IS EDIIREE Cmax (ng/mL) Tmax (h) T1z2 (h)
15mg 143.6 25.8 4.7£1.2 2.7t1.4
30mg 271.4+104.8 3.6x0.5 3.8t1.6
CEE YR, 156mg : n=6, 30mg : n=14)
2) REES
s AT 118 30mg, 1 H 2 [\, 7 HERER QS Lz & & OEEG% &k OFk &b
B OMFETIREHER 2BV T, Cmax 2R < EWENEEITIT L A S L, SBEITZR0
&b S AT, F 7 MAE T ORZE AR B 13 BB AR TR 5 B B TIRIEEFIRBIZE L2 9,
RIEHRSROMEFRE
(ng/mL) (ng/mL})
W] 1ms Emsm o 7EE
2601 2604 ¥ Eh il
240 Cmax  (ng/mL)| 200.9+24.0 200
220 Tmax (h} 45+0.3 o 2201 Cmax  (ng/mL)| 268.1+494
im 2004 T'/28 h) 3.7£0.3 w 200 Tmax (h) 4.0£0.3
w1804 Ket (| 0.19+0.02 1804 T8 (h) 3.8+0.7
h ‘j": | Aue (ng-h/mL) | 1624+247 Z 160+ | Ket -] 0.21+0.03
2 o P A (nghymby| 1709367
= o] FHE+SE(n1=6) 1001 3 N
80 80+ FEME+SE(n=6)
60+ 504
401 404
21 f3 20
2 4 6 6 10 Iz ia 15 18 20 2 zamM T 3 b & 10 1z 12 15 18 20 22 za(mm
fee s L] pees- Lol
(3) HFEHE
R L
(4) BE - ftREOZE

BEOFE
PR NICAA 2 2R R O RB ISR S, BRFOFEICOVWTHE LIZE Z A, BRFICK

WL D 2 A 57 713K 0.5 B T, i dri B2 R 047 )7 B Eh A3 38

BACIZ A DIV D> T2 62,

tREDZE
VIII—7. #EER) OESHE

2. EYERER/INSA—A4

(1)

FRMT 7%

MG R L

26

WO bz, AUC 121



4.

[ viL zpmeiceysEe |

(2) RIVEETFEL
AER L

(3) HEEETEH
0.321+0.062 (h't) (15mg H[a[#G-FE, EHE S IERERR ) 2

(4) FUTSUR
G2 L

(5) HMEE

(6) Zft
AR L

. B&EH (REaL—2av) @il

(1) A%
s EERH L

(2) NI A—SEHER

M ERR L
% IR
s NI 1UC ARk ™ 7 B UL 40mg &R O#E Uiz & & OWIGRITH 92% ThH D (FHEATD
T—H) 89,
<HEZ>
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SEIFRBE—RXRF
EHERBEREREER VEERREBRE-E
- RREMER A, B A, AR L X 2 s iR

= A R =g AR R
7$<FI'LA‘H# %{i%ﬁ# D+ mwu H# /{'ﬁjp-%ﬁ# l:l+
At % AR 195 766 961 e - RS R b 28(2.83) 7(0.14) | 35(0.60)
AHAE Bl 5k 989 4,885 5,874 AST(GOT) L5 19(1.92) 6(0.12) | 25(0.43)
Bl VEFH 56 BURE 1] % 262 122 384 ALT(GPT) I 5- 24(2.43) 5(0.10) | 29(0.49)
RIE s B3 469 164 633 UL ME 5 3(0.30) 1(0.02) 4(0.07)
FIE 28 BUE B2 (%) 26.49 2.50 6.54 v -GTP -5 — 3(0.06) 3(0.05)
BIVEH OFEEH TR A 5 B B (1550 38 (%) A s E 62(6.27) 9(0.18) | 71(1.21)
J g - B A R g 2(0.20) 5(0.10) 7(0.12) 7L 7F=> k5 6(0.61) 1(0.02) 7(0.12)
% — 1(0.02) 1(0.02) fi% LDH k5 12(1.21) 3(0.06) | 15(0.26)
PRI 1(0.10) 2(0.04) 3(0.05) CK(CPK) - 5- 17(1.72) 4(0.08) | 21(0.36)
395 1(0.10) 1(0.02) 2(0.03) o 5 3(0.30) — 3(0.05)
3] — 1(0.02) 1(0.02) Mg 27a—1 |5 11(1.11) 2(0.04) | 13(0.22)
- A R P 3(0.30) — 3(0.05) ifi. H PR 1 E - 17(1.72) — | 17(0.29)
BAEIm 1(0.10) - 1(0.02) Mg MET 1(0.10) 1(0.02) 2(0.03)
JE 2(0.20) — 2(0.03) BUN L& 10(1.01) 1(0.02) | 11(0.19)
H - RSP AR R B 84(8.49) | 46(0.94) |130(2.21) NZVETAR L& — 1(0.02) 1(0.02)
)= pl] 3(0.30) 1(0.02) 4(0.07) Al-P |5 2(0.20) — 2(0.03)
SETR A 1(0.10) — 1(0.02) AI-PIETF 1(0.10) — 1(0.02)
JSE SN 2(0.20) 1(0.02) 3(0.05) oD - I PR (—Ai%) 2(0.20) 2(0.04) 4(0.07)
DU iz ik — 1(0.02) 1(0.02) T J s 2(0.20) — 2(0.03)
SER 42(4.25) 14(0.29) | 56(0.95) e S — 2(0.04) 2(0.03)
L O (&%) 3(0.30) 2(0.04) 5(0.09) DAEL DR LS 21(2.12) 15(0.31) 36(0.61)
OFEN 22(2.22) 27(0.55) 49(0.83) VAR — 1(0.02) 1(0.02)
SEHLB A 21(2.12) 5(0.10) | 26(0.44) DT 4(0.40) — 4(0.07)
5H0X () 16(1.62) 5(0.10) 21(0.36) B 17(1.72) 11(0.23) | 28(0.48)
H AR R 2(0.20) 2(0.04) 4(0.07) SR — 4(0.08) 4(0.07)
e — 1(0.02) 1(0.02) 142 LA b 1(0.10) — 1(0.02)
AR i — 1(0.02) 1(0.02) T I 1(0.10) — 1(0.02)
e an 1(0.10) — 1(0.02) I 25 R P 7(0.71) 5(0.10) 12(0.20)
RAL PR 1(0.10) — 1(0.02) ESE P 2E Je 1(0.10) — 1(0.02)
TR EE 3(0.30) 3(0.06) 6(0.10) Bon 3(0.30) — 3(0.05)
MR B 3(0.30) 1(0.02) 4(0.07) % — 1(0.02) 1(0.02)
i (%) — 2(0.04) 2(0.03) s A 3(0.30) 4(0.08) 7(0.12)
ETE - i 5(0.51) — 5(0.09) 7 I BR i 5(0.51) — 5(0.09)
g 5(0.51) — 5(0.09) AR EREE AN (JE) 1(0.10) — 1(0.02)
OO RERIE R 2(0.20) — 2(0.03) PRI ERI 1(0.10) — 1(0.02)
PNy 2(0.20) — 2(0.03) ~EF B 2(0.20) — 2(0.03)
FEtpEE 18(1.82) 1(0.02) 19(0.32) ~~<h7Uy MEHEIN 1(0.10) — 1(0.02)
HLW 1(0.10) — 1(0.02) i ER - AN R BE 19(1.92) 1(0.02) | 20(0.34)
R& 4(0.40) — 4(0.07) P ER YD 2(0.20) — 2(0.03)
R 1(0.10) - 1(0.02) I REREE 2 (i) 9(0.91) 1(0.02) 10(0.17)
AR i) 11(1.11) 1(0.02) 12(0.20) BLERHEIZ (F) 3(0.30) — 3(0.05)
1 [ R 1(0.10) — 1(0.02) M i ER TR (iE) 2(0.20) — 2(0.03)
EZ 2 1(0.10) — 1(0.02) M M ERIE £ (iE) 2(0.20) — 2(0.03)
&Iz 1(0.10) — 1(0.02) Vo BRI 4(0.40) — 4(0.07)
LR E 58(5.86) | 20(0.41) | 78(1.33) VL REREE % (JiE) 1(0.10) — 1(0.02)
=kt — 1(0.02) 1(0.02) I P ERLE EH- 2(0.20) — 2(0.03)
) 31(3.13) 6(0.12) 37(0.63) /ISR » i G o e 22 2(0.20) — 2(0.03)
A 7(0.71) — 7(0.12) T/ IR EE N 1(0.10) — 1(0.02)
T 3(0.30) 3(0.06) 6(0.10) 1/ MR (JiE) 1(0.10) — 1(0.02)
1Y) 6(0.61) 6(0.12) 12(0.20) W R R R 5(0.51) 1(0.02) 6(0.10)
EENR — 1(0.02) 1(0.02) PR N 4(0.40) — 4(0.07)
B AR — 1(0.02) 1(0.02) JRIREE — 1(0.02) 1(0.02)
BRAIR 5(0.51) 1(0.02) 6(0.10) BER 1(0.10) — 1(0.02)
21 3(0.30) — 3(0.05) SR H EE 47(4.75) 20(0.41) 67(1.14)
EENISR] 8(0.81) 1(0.02) 9(0.15) 508 3 J — 2(0.04) 2(0.03)
H I 2(0.20) — 2(0.03) Jia A AN R Je 8(0.81) 1(0.02) 9(0.15)
PSR A Rk 7(0.71) - 7(0.12) = (%) 13(1.31) 3(0.06) 16(0.27)
DN (L BB DY) — 1(0.02) 1(0.02) KRB 2(0.20) 1(0.02) 3(0.05)
R AT 3(0.30) 1(0.02) 4(0.07) T AE 9(0.91) 6(0.12) 15(0.26)
{55 2(0.20) 1(0.02) 3(0.05) EAQ)) 6(0.61) 5(0.10) 11(0.19)
i - RS R R 28(2.83) 7(0.14) | 35(0.60) DIFH (J&) 8(0.81) 2(0.04) | 10(0.17)
AST(GOT) |5 19(1.92) 6(0.12) 25(0.43) WA (%) — 1(0.02) 1(0.02)
ALT(GPT) - & 24(2.43) 5(0.10) 29(0.49) JEE BRI IR 1(0.10) — 1(0.02)
EUALE ME 5 3(0.30) 1(0.02) 4(0.07) it A 3(0.30) — 3(0.05)
y-GTP L& — 3(0.06) 3(0.05)
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=x A B = R -
71€<u:bﬁ# %é_%ﬁ# u+ 71*&;:1}70 E# /ﬁ'ﬁé‘%ﬁ# u+
LN 56 364 400 ERNIIRY — 14(0.38) 14(0.35)
FHAEF 5 365 3,682 4,047 F- R0 — 1(0.03) 1(0.02)
FIE A %6 BURE 51l 3k 43 266 309 JE AR R — 1(0.03) 1(0.02)
RIVEF 5 Bl S 59 341 400 H HE 1(0.27) 1(0.02)
FIVEFH %6 BUE B 2R (%) 11.78 7.22 7.64 i — 1(0.03) 1(0.02)
BIVEH OFEEH Tl 8 BUE B (1550 3R (%) i ST i % — 1(0.03) 1(0.02)
JJE - e Rk — 7(0.19) 7(0.17) - RS R R 8(2.19) | 14(0.38) | 22(0.54)
b3 — 3(0.08) 3(0.07) LDH |5 — 1(0.03) 1(0.02)
R — 1(0.03) 1(0.02) A E R — 4(0.11) 4(0.10)
TR — 1(0.03) 1(0.02) AST(GOT) L5 5(1.37) 5(0.14) | 10(0.25)
K5 — 2(0.05) 2(0.05) ALT(GPT) L5 5(1.37) 9(0.24) | 14(0.35)
H - R AP AR R B 5 22(6.03) | 130(3.53) | 152(3.76) UL AE 5 1(0.27) 2(0.05) 3(0.07)
ARG 1 1(0.27) — 1(0.02) A s E 4(1.10) 5(0.14) 9(0.22)
=) — 1(0.03) 1(0.02) Al'P |5 1(0.27) 2(0.05) 3(0.07)
[ - 3(0.08) 3(0.07) IREY DAy N NIeE= 1(0.27) 1(0.02)
HIAIREE — 3(0.08) 3(0.07) 1 i A — 1(0.03) 1(0.02)
SER 5(1.37) | 14(0.38) | 19(0.47) TR A i fiE — 1(0.03) 1(0.02)
SHE () — 3(0.08) 3(0.07) BUN -5 2(0.55) 2(0.05) 4(0.10)
WL O (%) 1(0.27) — 1(0.02) oD - I P (— %) — 12(0.33) 12(0.30)
FREDOL O () — 1(0.03) 1(0.02) e S — 12(0.33) 12(0.30)
OFEN 8(2.19) | 37(1.00) | 45(1.11) DAL DU R L 1(0.27) 14(0.38) 15(0.37)
SEHLD A 9(2.47) | 54(1.47) | 63(1.56) IN==Cids i PANIIG — 1(0.03) 1(0.02)
SBoE (%) 1(0.27) | 23(0.62) | 24(0.59) EfES 1(0.27) | 11(0.30) 12(0.30)
5556 () — 6(0.16) 6(0.15) SR — 3(0.08) 3(0.07)
S5k — 1(0.03) 1(0.02) I 2 B 3(0.82) 2(0.05) 5(0.12)
B AR R 3(0.82) 8(0.22) | 11(0.27) N SE AN R ek — 1(0.03) 1(0.02)
AR i — 3(0.08) 3(0.07) s P 3(0.82) 1(0.03) 4(0.10)
o Sl — 2(0.05) 2(0.05) % I BR B — 3(0.08) 3(0.07)
[9iIDES 2(0.55) 3(0.08) 5(0.12) =il — 1(0.03) 1(0.02)
K g IE 1(0.27) — 1(0.02) AR IERYE D — 2(0.05) 2(0.05)
TR EE — 2(0.05) 2(0.05) ~~ 7)) Ml — 2(0.05) 2(0.05)
Bt (%) — 2(0.05) 2(0.05) ~NEZ TR — 1(0.03) 1(0.02)
WETE - b — 2(0.05) 2(0.05) H e - il N R E 3(0.82) 4(0.11) 7(0.17)
g — 2(0.05) 2(0.05) M ER TR (i) 1(0.27) 2(0.05) 3(0.07)
ZOMORRR R EE — 1(0.03) 1(0.02) 1 if Bk £ GiE) 2(0.55) 2(0.05) 4(0.10)
S — 1(0.03) 1(0.02) W R R R 1(0.27) 11(0.30) 12(0.30)
FEtpEE — 10(0.27) 10(0.25) JRREE 1(0.27) 2(0.05) 3(0.07)
LW — 1(0.03) 1(0.02) BERIE — 1(0.03) 1(0.02)
IFEARY — 2(0.05) 2(0.05) PR B — 1(0.03) 1(0.02)
RA — 4(0.11) 4(0.10) R — 8(0.22) 8(0.20)
= — 1(0.03) 1(0.02) — R 2(0.55) | 28(0.76) | 30(0.74)
IR GiE) — 2(0.05) 2(0.05) Esapedini — 4(0.11) 4(0.10)
TH L R E 5(1.37) | 49(1.33) | 54(1.33) AR 7 e — 1(0.03) 1(0.02)
) — 4(0.11) 4(0.10) a8 A JR — 1(0.03) 1(0.02)
Ei 1(0.27) 6(0.16) 7(0.17) Ja A AN R — 2(0.05) 2(0.05)
A 1(0.27) 4(0.11) 5(0.12) T — 1(0.03) 1(0.02)
A 1(0.27) 7(0.19) 8(0.20) HEE 1(0.27) — 1(0.02)
AR — 1(0.03) 1(0.02) 9% 5 — 1(0.03) 1(0.02)
O — 3(0.08) 3(0.07) e (%) — 3(0.08) 3(0.07)
M8 1(0.27) 7(0.19) 8(0.20) KRR — 1(0.03) 1(0.02)
18 E% — 2(0.05) 2(0.05) 2afEE () 1(0.27) 9(0.24) 10(0.25)
Bl — 1(0.03) 1(0.02) FTY — 1(0.03) 1(0.02)
B 72Uk — 1(0.03) 1(0.02) Eefimu ik — 1(0.03) 1(0.02)
Mgt — 1(0.03) 1(0.02) DIFE () - 2(0.05) 2(0.05)
BRAIR — 1(0.03) 1(0.02) ¥ R 2 i — 1(0.03) 1(0.02)
R - 1(0.03) 1(0.02) Wi %) — 1(0.03) 1(0.02)
2L 1(0.27) 1(0.03) 2(0.05)




[ VI 2ot (@R EOTES) (<ET 38 ]

- PR RIPERERE (20 O HRIRINEE CRRREF)

BIEFARIISERE
TR it A% 2K 95
AR IE 1 5 336
IR P 28 BUE 1 5 19
RIVE R R B 24
IR 28 BUE B2 (%) 5.65
BILVEF OREHE FRSER 56 BUEH] (50 (%) BIVEF ORSE FEEE R 56 BIEB] (50 3 (%)
HL HA 8 (2.38) 4R 1 (0.30)
WEWN 3 (0.89) Toox 1 (0.30)
R T AL 1 (0.30) H AR 1 (0.30)
Eo bkt b 1 (0.30) TR 1 (0.30)
SEI 1 (0.30) JRRAE 1 (0.30)
L O 1 (0.30) YA kR g2k 1 (0.30)
=P 1 (0.30) 1B 1 (0.30)
T 1 (0.30)
FRRRBEEEERREE
H H A 3 (%)
M ERE G % 251 1 (0.40)
AST (GOT) k&H 252 2 (0.79)
ALT (GPT) L& 252 1 (0.40)
HtEE, A6HE. EEERUVFHOAEELE RN ORIERREREE
« AREEMEEITE, B R, B AR X B i TE (AR )
H o W F KRR B P A LIy it
% 3 102/ 442 (23.08) 50/2322 (2.15) 152/2764 (5.50)
eyl LS 3 160/ 547 (29.25) 72/2558 (2.81) 232/3105 (7.47)
AR Rk — 0/ 5 (0.00) 0/ 5 (0.00)
~ 397k 20/ 80 (25.00) 2/120 (1.67) 22/ 200 (11.00)
40~495% 51/ 195 (26.15) 16/ 544 (2.94) 67/ 739 (9.07)
. 50~ 597% 94/ 364 (25.82) 41/1164 (3.52) 135/1528 (8.84)
60~ 69i% 76/ 288 (26.39) 34/1443 (2.36) 110/1731 (6.35)
705 LA | 21/ 62 (33.87) 29/1610 (1.80) 50/1672 (2.99)
ARACH — 0/ 4 (0.00) 0/ 4 (0.00)
~30mg 101/ 787 (12.83) 62/2499 (2.48) 163/3286 (4.96)
~45mg — 8/ 258 (3.10) 8/ 258 (3.10)
1055 ~60mg 83/ 753 (11.02) 48/1912 (2.51) 131/2665 (4.92)
~90mg 19/ 182 (10.44) 4/ 192 (2.08) 23/ 374 (6.15)
90mg it 59/ 323 (18.27) 0/ 24 (0.00) 59/ 347 (17.00)
2L 85/ 255 (33.33) 52/2144 (2.43) 137/2399 (5.71)
A PHiE H v 177/ 427 (41.45) 69/2738 (2.52) 246/3165 (7.77)
ARk 0/ 307 (0.00) 1/ 3 (33.33) 1/ 310 (0.32)
- BISEARIERRE Y © HEPRRE S (FR RS RF)
HoOox in i P AT A Ly At
~ 595k 10/ 48 (20.83) 41/ 551 (7.44) 51/599 (8.51)
. 60~ 69i% 14/ 148 (9.46) 103/1303 (7.90) 117/1451 (8.06)
i 70~795% 17/ 149 (11.41) 88/1349 (6.25) 105/1498 (7.01)
80k LA F 2/ 20 (10.00) 34/ 479 (7.10) 36/ 499 (7.21)
~30mg 18/ 365 (4.93) 142/2103 (6.75) 160/2468 (6.48)
1H & 55 ~60mg 21/233 (9.01) 122/1519 (8.02) 143/1752 (8.16)
60mg #3183 4/ 65 (6.15) 2/ 60 (3.33) 6/ 125 (4.80)
H Y 10/ 97 (10.31) 150/2104 (7.13) 160/2201  (7.27)
& OHE 7L 33/ 268 (12.31) 116/1577 (7.36) 149/1845 (8.08)
ARk — 0/ 1 (0.00) 0/ 1 (0.00)
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[ VI, Ret (ERLOIES) CET2EE ]

- PR RPERERE 20 O HEIRINEE OREREF)

10.

11.

T RxE W 7 FHHIE (%)
~4975% 7/ 61 (11.48)
. 50~ 597% 2/51 (3.92)
i 60~ 6957 5/120 (4.17)
705k LA 1 5/104 (4.81)
30mg 14/335 (4.18)
1H 5 & 60mg 9/252 (3.57)
90mg 1/14 (7.14)
H U] 5/66 (7.58)
N

A OrE %L 14/270  (5.19)

z58 ]
! R 2 6/184 (3.26)
% PE 13/152 (8.55)

. BRRERRICRETZE

FESH TV
BERE
HESI N TN

BRALOIE

14, #FRLOIEE

14.1 AR O

1411 BHEEICTHAT-D, D7 EAFOERZ2ETICRA SIS 2 L, —i@BtEompEeE |-
WX BRIERBEZ A BZENRH D,

14.1.2 PTP AlEEDIANL PTP > — b bV B L CIRAT 2 Lo FESH 2 &, PTP v — hDi&
MIZE Y, BOSLAMARERBEA~RIA L, FIZIZZLE2 R 2 U THEWRIR % 0 BE R A OHE
EHRTDHEND D,

12.

ZOMDEE
(1) EREREAIZEDCIER

15, ZOfDFE

15.1 ERERERIZE D < 1R

15.1.1 kAt (77 7 > IR T RO OfMOBIREEES, I & O Ofth O BhRE %
DIMEREED & 5 @M RE T, BHEEWEZ RN A O BIREDRH 5,

15.1.2 o W3R 2 AR XUTR B ICIRARBROH 5 BE BT, el BifERIC L2 EE XD
DM AT B R FIEERE  (Intraoperative Floppy Iris Syndrome) 73 55 & O
N5,

(2) FFERPREBRICE D < 1FHR

15.2 JEEREREAERICE D < fE#R

CD-12~ U A% 7224 % A# OdsR Bk (5~500mg/kg/H) T, W@ HEREIZIBWT,
705 7 F AL LR RO A VAU T D &5 2 55 FIRIEE O % LS R
MAHE SN TS, Ll NMRER= 72, SDARK UWistarf 7 v b & HU 72308 TU,
REIES & A IR S 4L TR NM65D),
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[X. FEERAREERICEE I HIRH

1. FEIEHER

(1) FEEEHER
VI, EHHFEBIZEHIHIEH] 1
(2) REMEREHR
~UA, Ty b UPFROA XEZHO, PSR, MK - JEERE R, BEMESR, R
i e OV LR RS TR DR et L7 R, 99V, Fie A2 I AR (gthEss) M
GO B IR WNHEER A 2 7= LIS, FRICRIE & 722 DERITEER O B iv 7o 7z 875259),
(3) ZDhDFEEHER
RZMEE R L
2. SMHHER
(1) BEEERE5EMHER
- AR 50
LDsoflE (mg/kg)
PE % n F R fEERN EF
- i3 508 204 327 1901
v A (ICRA) if3 527 203 345 1847
= L i3 700 166 314 2389
7 b (Wistar &) gy 653 177 319 2192
4 X (Beagle ff) I 357~500 — — —
(2) RERGEMHHER
Ot
Wistar &7 v FMElEIC 5, 50, 125, 500mg/kg/ H % 1 » H BIFREIRE 05 U772k 5.
50mg/kg/ A LA ECIT—Mdmdk & U CHRIG T3, S5, WA, £72. alx7o—/L5E
MG A FR A, SIRAT R SICh P BbDN B B8, [E BRI TRFICIZIE S
FPHNICIEE LT, em A ERED 500me/kg/ B TIIMERER —PCOFETH 03RO Hiiz, LA
by, BMEEE T Smglkg/ H & HEER S L7z 59,
F7-. Beagle fli{ XMEHEIZ 4, 16, 64mg/kg/ H % 26 F[F5EHFE 05 L2 /5%, 16mg/kg/
HU T CIERFEIEA DT, 64mg/kg/ H T—IER, Z OMOBREEIZ DT ITELR A
LIV, FETHNI RN -7, VUL Y | HEEEIT 16mg/kg/H & HELE I 59,
Qe rEEME:
Wistar &2 7 » MMEREIZ 2.5, 25, 125mg/kg/ H % 12 » H FEIB&EHIRE 085 L7 #558 . 2.5mg/kg/
ACIEEIIA LT, 26mg/kg/ A LL ECT—iik, ERRRRADT R, HIBAT 2o 0
WAL A BT, BIERERE TIRFIIZIEF®EANICEE L, DLEX Y, M8
2.5mg/kg/H & #ELE S L7 56),
F 72, Beagle fli1 XMEREIZ 4, 16, 64mg/kg/ H % 52 B 5RH#E O &5 L7-f5%. 16mg/kg/
HU T CTIERFILA LT, 64mg/kg/ H T—BIER, Rk & OF OMOMRAEIZ DT I
BAER IR LN THNE o Tz, DL EX Y EEEE T 16mg/kg/ B L HEER X7z 59,
(3) EfzsEMER
MR L
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[ I semsecmsaicpay oE

(4) DARMERER

CD-1 %~ 7 AD 24 % A AREMERER (5~500mg/kg/ H) OfEE. Mo m HEREICB VLT,
My v1 o 7 F B EF R ORI T A VARG RN T 5 &5 2 55 FLIRES R A O
HEmMRRD bz, Lol NMRI &~ 7 A, SD#ZM O Wistar 27 » b CIZAEERAEITR
DN T 46~51)O

(5) EEHRESEHAR

« T v MEERTK OUTHRGIEER (5~80me/kg/ H . #2H) Tl AHI M8 8 Tt itk oo —
MeEEEloxt U Cidbmeg/kg/ H . MEDOAFEMEREIZ % L Cidbmeg/kg/ H . HEDAEFiREREIZ X L C
1332mg/kg/ H, WHARDIEAITK L CTlE80mg/kg/ H & HELZL S 7-49),

« 7 v MEFORE R GRABR (10~80mg/kg/H., #0) TlIEaBHIER. EFo4
FERSRE M N PR~ DB LR Lo Te, DLEX Y MEAEITHEM O —FEIEIC
%I U Cid10mgrkg/ A . AETHEAE R QWK IR O FE A4 1Sk L C1E80me/kg/ H & HEZR S =49,

« Ty MEEBR ORISR G RER (10~80mg/kg/H. #H0) TlE, AH| M| T HH)
WM O—fxFEMEICK L CTlE10mg/kg/ H . AFABERE & WK AR D FEA TR L CTii40mg/kg/H &
HEER STz o),

c U X ORRFORE TR 5B (T~60mg/kg/ H. #&0) THERAKB OIRIFIZHOWT
1360mg/kg/ B THEIFFROBE DK T NA LT, Z OMITITHEILA DT AT E
MERITRO b hoTo, BLEX Y | EEEE BB O —ik a5 L TiETme/kg/
A, G R K R AR DI AT LTl 20mg/kg/ H & H#ELZ2 X 7-57,

(6) RFTRIEMEEAER
HER R L

(7) Z0thoRHkEN

OH RARTTIE
Z v MT 25, 250mglkg DJEE H &M 8 50~250mg/kg O &4 1 H 2 [\, 58 H##%
A5 U7l B, 8501k M OBREEEHIAI L N L 7 7 % 50 K 5 BEWHEGERE D SR
T ROV E X — VR ERAFEIL A BT, BIRRENEEER D B e i o 72 59,

OpulrE
EEy hERAWETESRBRCIL, 28T 7 40 7% —, ENNIG., FEZS R ET
F 7 4 7% —., Schultz-Dale & DT HUZ & HURMEIZERD B hro 7 59,

@)% F 5tk

WA 2 T8 R 28 SR, CHL M 2 JH VO 72 e R BB O W 3740 & 28 BEFME 1T
P BT Hr o Tz 6061,
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X.

EEMEIHEICEY H5IEH

. BHEIRS

o A

BRI S L

. AEARE

BRI - 34

. BERETOIE

SRR

. BV EDOEE

% LR

. BEMITEM
BEMERBTAR 2L
<FvoLky oY)

ZOMOBEFTE 72 L

. R—RS - FBE

[l —porde 7L
[
- A

TR, T R, R R Y L A VOV

 BINTARIEIE 2 RE © PER B =R Al
IR A A R T T Y VIRERE K., T RV L, v Ry

A

« fRELAREM R K B PER R S A
Ry R a— VY, VAT T IR

. EFREERAR

198047 H 31 H

WGEESRES (EE—EMEORGEZLVERTLZL)

8. WERTAREFABRVERRES, RMELNHFAR, REMBFAB

(=7 F v F)NH 7N 15mg)

T T AR T s E

i SRR A28 e 1y
:Efffff%§§f§15 1988429 4 20 H | 16300AMZ00953000 |1988 411 4 16 H | 198941/ 10 H
;;szzgé 2007 458 /1 16 A | 21900AMX01173000 | 2007 4£ 12 H 21 H | 2007 4£ 12 H 21 H

(=7 F o F )i 7L 30mg)
nfgijiéégj%go 1988 4£ 9 J 20 H | 16300AMZ00954000 |19884E 11 /1 16 H | 198941 3 10 H
;iiij;g% 2007 4£ 8 1 16 H | 21900AMX01174000 | 2007 412 7 21 H | 2007 412 A 21 H
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| x sEwFRECHT2HEE

9. MEEXIFHREM, RERVAEEEENFNFABRVZORE

10.

11.

12.

13.

14

OmEn=zhig- 2hiRB LOHE-HE
01995 4E 6 H 30 H &R

[%hHE - ZhiR] AISZARAERIE IS fE O PEIR
(M- HE] @EmAIciE, VI 0E L T1H30meg (1F 156mgl H 2[E) kvi#Eb5%
BRLAE L. ZHR AR 7285803 1~2 8B ORIk 2B\ C 1 H 60~90mg % Tlifi
B, 1H2ENZSE LEYB%ENEET 5,

©@1999 4 11 H 11 H KR

[ZhaE - Zh L] ARRIRIVERE I £ 5 HEIR K2
(M- HE] @EsAciE, VI8 0e L T1H30meg (15 156mgl H 2[E) kvi#E5%
BRtE L. 1~2 B ORIMEZBW\TC 1 H 60mg ([ZHifE L, 1 H 2 [EIZHE L4

BEREAREGT D,

2B, JERICK 0 EEREET 52, 1 B &EEEITI 90mg £ TET5,

BEEKR. BMERAKRFABRVEORE
(REMESnEE. BEelEE. BEMRECk alEE)

HESEREAREAR 199843 A 12 H
FREVESE 14 &5 2L B OKRIEGFHB) OWnTRIcbiZy L,

(RIILBRAEKREE I S HEFRIESE)

HESEREAFREAH : 2003411 7 26 A
BREIEE 14 45 2 A S KERIESER) OWTIUIHREYE L,

BEEHM

(REHemEE. FESnEE. EEMREICK SEmEE

198849 H 20 H~1994 49 A 19 0 (& T)

(RIILRRAEKRSE I S HEFRIES)

1995 4-6 H 30 H~19994 6 H 29 0 (¥ 7)

REHRMGIRICEY H1HH

AANL, BRI D HIFRIZED S TR0,

KEI—F
WEE ’%f;;ﬁfjﬁ_gf ‘@ﬂzjﬁfﬁ'j o Bl hot o) B2 | LT rEEa—F
;77;:1?;;;; 2149020N1031 2149020N1031 102963502 620005935
;77;:??;21;{ 2149020N2038 2149020N2038 102964202 620005936
| RIRAHLOTE
Brizze L
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XI. @k

1. BIFEHEK

1) INpERE— i EEPRZEEE. 1983 ; 14 : 529-544

2) HEFMT flL : ERPRIKEE. 1987 ; 18 : 407-418

3) /hBE— fih : FEPEERPE.1987 ; 18 : 579-588

4)  FENERF  ARREM S MESEIC%T % BKU (Urapidil 48] o B E2h 5

5) AIES # : Progress in Medicine.1987 ; 7 : 560-582

6) EEFH M WIRERSEE1990 ; 3 1 1369-1375

7 CRHEBPHE o WRERSNEL1994 5 7 1 1287-1294

8) MEEH fth o WIRERMEL1992 5 5 : 735-745

9) K.Yasuda et al. : The Journal of Urology.1996 ; 156 : 1125-1130 (PMID : 8709324)

10) &FIf72 fh  EFDH DI 1987 ; 142 : 271-299

11) EFRA il WRERIME1993 ; 6 @ 267-279

12) ZHHE fil : B APRRRPER L 72551996 5 7 : 3-24

13) & 1472 i : BEHK L HFJE.1987 ; 64 : 2218-2234

14) ZHHE fil - WIRERIVEL 1993 ; 6 : 259-266

15) [LPEACHL fill @ WAIRZRAMVEL.1994 5 7 1295-1302

16) #HEE fill : Progress in Medicine.1987 ; 7 : 583-596

17) LAEFORE fil : EEIK & AF2E.1987 ; 64 @ 2279-2290

18) # 7K i : Progress in Medicine.1987 ; 7 : 310-321

19) W.Schoetensack et al. : New Drugs Annual ; Cardiovascular drugs.1983 ; 19-48

20) FEECIE Ml SKEE L YRIE.1992 5 20 : 2443-2448

21) AR i JSH 3R 1987 ; 33 @ 355-364

22) I i 3L 1987 ; 33 @ 365-376

23) FEILA—RE fth : EERFKEE. 1987 ; 18 : 363-377

24) W.Schoetensack et al. : Artzneimittelforschung.1977 ; 27 : 1908-1919 (PMID : 579101)

25) TEPEZ fh BEEHEES.1992 ; 19 : 416-424

26) AT HEE L EEIR. 1991 ; 40 : 1304-1313

27) Y. Hirata, et al. : Curr. Ther. Res. 1991 ; 49 : 961

28) ATEFHEFN fih : [ L HK22.1989 ; 22 : 1623-1628

29) JERFECIE fl o SKER L {R¥E.1996 ; 24 : 2159-2167

30) FRESFECHE o BEE L Y592.1992 5 20 : 2443-2448

31) ARHFME . HWIREEE1992 ; 83 : 334-337

32) ZHEEZ fth : 3KHE L I5.1996 ; 24 : 2375-2382

33) P.G. De Benedetti, et al.: Bioorganic & Medicinal Chemistry.1997;5:809-816 (PMID:9208092)

34) tNERE: 7 o 2 F—"—1EIC LD BKU (Urapidil %Mt H 7 /V8E]) ©15mg B 7L &
30mg W1 7B /LD Y [

35) W. R. Kukovetz, et al. : Arzneim.-Forsch./Drug Res.1977 ; 27 : 2406-2411 (PMID : 580057)

36) FHIRMFUE fl : )& HKEE. 1987 ; 33 : 429

37) EAE fh o S SKER 1987 ; 33 ¢ 417

38) MEALRZ b : S HFEEE 1987 ; 33 : 377-385

39) J.Brockmoller and I.Roots : Clin Pharmacokinet.1994 ; 27 : 216-248 (PMID : 7988103)

40) K. Zech, et al. : In Amery (ed), RSM Int. Congr. Symp. Series.1986 ; 101 : 29

41) FNEE : Urapidil O FEREPEY) & OB i) O — iR HE

42) WASTERE fth : BRK & AFZE.1987 ; 64 : 1282-1288

43) RESFEE M S HZEEL 1987 5 33 1 501-517

44) RESFEE M IS HZEEL 1987 5 33 : 549-557

45) BRI fth ;o S HSEPE 1987 5 33 : 535-548

46) tENEE} : Urapidil O~ 7 A JREERE O 512 K 524 % A FERMERBR

47) HNEEL  CD-1%2~ Y AIZB T HHAMEY 1 LA (MTV) OFTECDNT

48) RN 1 T v MBI DIREERE 024 H A EME R

49) HWNEE : v v ADT 0T 7 F o LoUIRET S Urapidil O 5%

50) tENEEL : v 7 RIZBIF AT I EUROEE (80EM) 12 X A EMERER

51) fENEE: T v MIBIFDH B66256 (77 EU)LV) 245 HMKE OB S X 28R MR

52) REFHHFIT- M : S EEHEE 1987 ; 33 : 405
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53)
54)
55)
56)
57)
58)
59)
60)
61)
62)

[ XL # ]

NG R : BKU OEEFREEY X128 2 ME, Dk, DERICRIET S
TErME fth : 5 SEFR 1987 ; 33 : 453

HWNEE : =27V RICBIT S 7 T E VU2 MR O % 522 B
TErME fth : 5 SEFR 1987 ; 33 : 473

FGE S i G FH3EPE 1987 ; 33 : 519

NG E : BKU F{RE AR

R« Urapidil OFFMERER

HNEE : BKU OfAM % - 18 IR 28 BB

tENEE : BKU @ CHL #lfE 2 F U 72 Ye oA B 5l

PR : Urapidil BERIFS L OMREMED 7 L) OlE% I L OWIE 72 L o AT k54K
FIH %

. EDHDSE

FH\SUE B AR s (O&)1E)
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XI1. SF&H

1. FESNETORSRR
77 BT, 1980 FICTESFAIL 1981 R TR AAKIE LT RA Y @ Byk Gulden #1 (24 5F)
X0 RFEINTLR, BN Z s 5 19 4 [E CTHEGE - e ST\ (2007 4F 7 HHIE) |
2B, DT RNAFIOMEMEIL, AFRTIE TEIMEE]  TRISZIRIESRIECLE O PEIRREE | TR R
FEREIZE D HEIRINEE ) & 72> T D08, oA EICBW T [EMEE] Ot eoTnd,
2. BNCHEITABERZIEER

% LR
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XI11. {&%&

1. FRF - IREIRICE L TRERFIBZITS [CH-> TOSEER

(1) ¥R
HLER L

(2) Mk - BEURVURERSF1—J0BBM%

E R L

2. ZOMOBEEERN

(1) BERTHBAAH
LR L

(2) GS1a—F

T o .
BRFEa A SR 4 B At
100 7 7EL PTP | (01)14987086511060
TTTUFN 500 # 7/ PTP | (01)14987086511077 | (01)04987042 155515
5 7L 15mg 1,000 % 7&/L PTP |  (01)14987086511084
500 7 E LT | (01)14987086511091 | (01)04987086 511155
100 7/ 7EL PTP | (01)14987086511107
TTGUFN 500 # 7/ PTP | (01)14987086511114 | (01)04987042 155614
% 7L 30mg 1,000 % 7&/L PTP |  (01)14987086511121
500 7T | (01)14987086511138 | (01)04987086511162
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