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AFNE, BT EDOLEERES & T DIERERESEAITH D,

NI EDABEID T 4T =88 50) KON Te 47 =488 100) 1%, ~ /L = USRS
BAEIS & LT AMRE L, B L OB IEZHRE, REMRER, AR HER
Brahiml, TeA47=188100] (£19864-8 A 22 H, [tA7=1§E50] %1986 4
11 A 19 BICKRZBE, mfdAl 4 1987 4510 A 1 Bic kfiL7z, (3% 698 5 (HEFn
5545 H 30 H) (ZA3 KGR HGE

B OfE S, 199946 H 29 A, MBANIIEFIEE 14 &5 2 1A 5 GRRELRFH) ©
WFRICHREY LR & OF MRS R 2157,

200412 A 1 HEX W HEIKRKSHENOL R T HENE o7,

Hal (SVE ) Of5E, 2006 4 12 H 28 A, Wil XRE LS 14 &85 2 A 5 UK
WIS EH) OWVTHICHLEEY L & OFFHMER R 2157,

2009 4 6 H 1 RiZ~ /L a iR, A2 AELY 7 —~v RS ER Lz,

201246 A 1 HIZ, HELY 7 —~HASthT B E THEASHICA s, BOERTE TN
HE TR SRk ST,

IR D73, 2018 45 7 ] 22 BG4 % T2 4T = 68500 6 [FIEDL
B8 50mgl HIE T 12, (A7 =8E1000 206 [ FT EDLEE 100mgl HIE T ICAH
DOAGRZET, MEANIX 2013 4 12 H 13 B SHRIEDENE o7,

2017 4 A 3 HIZ, BERELHS HEIMASHNO HIE LY 7 —~ St ~Kik S v
776

2. WR0aEFER - WAFHSE
(1) BAEK L LT, $ 50mg L O%E 100mg @ 2 #AINH 5,
(2) 8E50mg LK UEE 100mg DEARNZNEI 6.1lmm, 7.2mm &2OFAF <, IR LT
WREZDORHFITH D,
(3) BERAREWEH BEEREH) & LT, REEIREFERE (Stevens-Johnson JEFERE)
i RERE S, SEAHRE I TV D,



I. &FICB§9 BHIEE
1. BR5E4
(1) #4
N7 ¥ UVEE 50mgl HIE T
N7 ¥ UVEE 100mgl HIEE T )
(2) ¥4
Trapidil
(3) /DA E
—fx4 &0
2. — &4
(1) ¥4 (FRXK)
FF UL (JAN)
(2) #4 (MEXK)
Trapidil (JAN)
(3) RT 4L
MAELHREE « -dil
3. EEANITRER

4. PFRRUSFE
73130 0 CioH1sNs
& 205.26
5. L4 (M%)
7-Diethylamino-5-methyl[1.2.4]triazolo[1,5-a]pyrimidine (IUPAC)
6. {BR4, &, KBS B85S
Fricza L
7. CAS B#iz&E
15421-84-8
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A~ QADoK Th 5,
(2) &gk
KXUEA L ) —THRD TERITRT K, =& /—/v (95) , BEKEEERSUINHE (100) (¥
T <, PEF AT IIRRETIT Y,
(3) Witk
R L
(4) @R (PER) , HBR, BRER
Al : 101~105°C
(5) BRIBERERTH
AR L
(6) HEFRM
AR L
(7) ZDMDELRMEE
W - E e (307nm) : 860~892  (WilEf%, 20mg, /K, 2500mL)
A fh 1.0g 27K 100mL (Z¥2> L2 D pH 1% 6.5~7.5 Th 5,
2. FRHSOBEZFHTICETERE.
AR L
3. HEMHS OHERRERE
(1) RI7—=F v P 7RIRIC LD REE G =/k7T I v O
AKEOKEKE (1-50) bmLIC KT —7 > R T7RIE3HMEMNZ D & &, WTEWE
W EET D,
(2) S0 PTRR R R E v
AR DIKEEHE (1—125000) (220 &, SAMVATHEMOEEERIEEIZ X0 RINA ST vz
HIE LA D AR ML EREOBIBASY MV AT D & &, WHEDAT bL
FFR =R D & Z AITREEDIRE DRI Z 789D 5,
4. FRESIDEEE
BT E L
KREEFIEL, O 0.2g ZFEHICEY, EiE (100) 20mL %2> L, 0.1mol/L i
WL THET D, FEROFETERBREZITY, MiET 5,

0.1mol/L i85 iE 1mL =20.53mg CioH15N5
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1. FiW

(1) FIRORA, SHERUER

i i Rl — R
FITE H i (mg) E (mm) J2 & (mm) wia—F
_ O\\‘\ iy E@‘ .
]\7l:r/11/$;5 S b @ Q | | Ak Q21X
50mg! H [T F ook e - Q21X
o e UL B Eizj ik O 21Y
TAET T4V a— "
100mg! H[ET F ook aptE - 921y
147 7.2 4.1
(2) HFOYE
HEERR L

(3) #Ala—F

( TIV-1.(DAIE O X5,
(4) pH, ZEREL, ¥E, LE H#HEOBRUREN pH B%

MR L
2. HEIOHRE

LR OPEIR ) DTS Y

(1) A#ES (B D&

T B VEE 50mg’—
k5 U8 100me

HET) C1EEP R T YL 50me A AT D,
THET] 18T FI DL 100mg 2 EAHT 5,

(2) &
WINE R womow
ik T FLBE KT, WEMEKT ABE, LA a—2R
A H E R a’tlrm—2A
w R Al ZIVT, ATT VU~ TR T A

a—7 1 A tmAn—R, w7 nra—/L6000, LT ¥

JERAEFA T m

(3) £t

P2

3. BAHF, ALAOHSREICHT HERE

% L7




4. HEDODEEEHBTICEITIRER"
AT D ENEGER (40°C, FHXHRE 75%, 6 7 H) ZAToTRER, M7 EULEE 50mgl H
T RO T BV LEE 100mg ! H E T L@ F OS5 itE FIZBW T 3FEMLZETHDHZ &
HER STz,

7B VEE 50mgl HIE T [t aldgpie (PTP wi) |

) 40°C, FHXHZEE 75%
BRIE H
BRAAIRE 6 » H
E27N HEDT7 4V ha—T 4 TEETH- T ik
fife AR s liiR Hs A A 22
T IR 93%~99% 87%~95%
TE kiR 97%~100% 96%~99%

7 EULEE 100mgl HIE L) [R&oiEEiE (PTP wdk) ]
40°C, FHRHEEE 75%

AR H
BA hARE 6 7 H
PEAR HEDT7 4V ha—T 4 UV TETH ST [l A
TR AR B A [EE
e R 97%~99% 87%~89%
TE R 98%~99% 98%~99%

5. MRNERUBRRRORER
A L7an

6. ¥l DESEL MELFHELL)
Y L

7. EHE

(1) BHERE
N7 EULEE 50mgl HE T KON N 7 BV )LEE 100mg ! H EE T 13, HASKE 7 AE SR S

F3EIZED LI P T BV EBEDIEHBRICHEA L TWD Z ENER I TV D,
GRBRIZK 900mL # VY, /X RLEEIC XV 45 50 Bl CRERZ1T 9, )

AR STL S
RN FHE REH A
50mg 45 4y 85%L) |-
100mg 60 4y 80%L) I




(2) BHHER
< M7 EUIVEEBOmgl HIEE T >
B IE IS DLW F RSB A R T4 5D —EWIEICOWT (EERFERF 786 5
Rk 13455 H 31 AA)

RER SR
Bri - pH1.2, pH4.0, pH6.8, /K
[Al#E%L « 50 [BldE, 4y

< E >

- pH1.2 (50 [EH5,753) DA TIX, HFEHERGHOSEEES HIRDY 40% MK O 85% 1L D 2 IRf il
2T, Adh O SRR R D S8 2R = 15% O HFiPHIZ & - Tz,

- pH4.0 (50 [E1#5,743) DZRMFTIE, Adh & EERAIOSEEE 7 7R O 2213 10 43 AN
THY, FEAERE| O FLEIR R 60% M N 85% T D 7 7Bl 2 fiiiE L7z 2 RE iz
T, AL OV R IIAEAE R O S EEA R+ 16% O FHIC & - 72,

- pH6.8 (50 [EHi5,757) DZAFTIX, FEAERGAIOSELEER DY 40% MK O 85%FIE D 2 IKf i1
IZFRWT, AL O SR AT R oD S5 2R = 15% O Iz & - Tz,

- K (50 B8, 43) DZRAETIL, ARAEREI O TEER HERDY 40% M Y 85% D 2 FFpllZH
UWNT, AR O A SR IIATE YR O SR s 2R £ 15% O FaPHIZ & - Tz,

VIEDRER LY, ASIIEEERF O 2R & el L7/ R, & TOWHRBREFIZ B,
TRFMERBRT A BT A > OHELEIHES LT,

(P HH )

B (%) pH1.2 (50 E %5/ %) L (%) pH4. 0 (50E /%)
100 100

80 80

60 60

40 —o— S ED)LEEb0mgIBETL) 40 —— S ETLESMeBET)
2 —O— R R (S5, 50me) 20 —O— {ZE B (5251, 50me)

0 : : : 0 : :

0 15 30 45 0 15 30 45

BRI (59) BRI (53)

B (%) pH6. 8 (50E &5 /%) T (%) K (50E145/4)
100 100

80 80

60 60

40
20

—— S ET)LEE0mgBET]
—O—1ZZE R (e, 50mg)

—— S EULESg[HET) 40
—O— FZHEZF (2%, 50mg) 20

0 15 30 45 0 15 30 45
e (93) e (53)

(n=12)



< hZ EVLEE 100mgl HET ) >

BRIEI L OEY FHIRIZEMERER T A R T A VO IEIZ DWW T (EHRERE 786 =

Rk 1345 H 31 BHA)

RS
RERIE - pH1.2, pH4.0, pH6.8, /K
[Elfix% : 50 [alds, 4y

<H]E >

- pH1.2 (50 [E5,757) DFMTIX, HEAERGEOSELER DY 40% MK O 85%FFIr D 2 IR i
IZBWT, ARbh DR 2RI TAR RS O AR R+ 15% DHHIZ B > 72,

- pH4.0 (50 [EH5,753) DT, FEHERGHOSELAES HERDY 40% M O 85% 1L D 2 IRf il
IZHBVNT, Adh O SRR R D S8 2R = 15% O P IZ & - T2,

- pH6.8 (50 [ElHi5,757) DZAFTIX, FEAERAIOSELER DY 40% MK O 85%FFIE D 2 IR i
IR T, AL O3 R TR ERA O SR R+ 15% O FHIC H - 72,

< Ak (50 [alfi5,/4y) DS TIE, FEAERLEI O IR D 40% K Y 85%FFED 2 BEAIZE
UWNT, AR O SERAI Y ER S YE R O SRV R £ 15% O FAFHIZ 8 o 72,

VIEDORER LY, ARSISEEAERF O =R & e L7oRR, 2 ToHBBREMFIzZ By

TRIEMERBR T A R4 O ELMEICES LT,

(VA H i)
AHE (%) pH1. 2 (50E /%) B (%) pH4. 0 (50 E &/ %3)
100 100
80 80
60 60
40 —— 5 £ U)LER100mg [BET ) 40 —— 5 ELE2100mg[HET
20 —o— 1B BUH (527, 100mg) 20 —o— iBARH (GH, 100mg)
0 0
0 15 30 45 0 45
BRI (59) B (53)
HHE (%) pH6. 8 (50E 85/ %) SHHE (%) X (50E /%)
100 100
80 80 -
60 60 -
40 —— 5 E L5 00mg [HET 40 - —e— S ETLEEI0meBET)
20 —O— ZERH| (52H, 100mg) 20 1 —O— A WHI (5%, 100mg)
0 T T 0 CI T T T
0 15 30 45 0 15 30 45
B (59) B (59)
(n=12)
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11.

12.

13.

14.

. EYERRRE

LB L

. BFIh OB DOHEEFRRE

(1) 1) T4 %y 7HEEKIC X D IRBES
ARnlczmadRvhzlz, AL, AHREZRGEZE U722 KICE» L, 7
A3y TR EMZ S &%, RREOILEEZAL 5,
2) B mnm IS LD IREES & OV O fl sl E
1) OBHC= % ) — VRO 7 aa U iE Nz T T A CTREEEL 245 L &,
WHEHADW 2 AT 5, B ORRIL 188~192CTh 5,
(2) SRAN TR L E 15
KRETKEMZ, AL, AEPOETZFHEHRIRIC O, AV ERIELIC X
DI AT ML ERIET D & &, KK 219~221nm, 267~269nm & ' 306~308nm
(ZRI DR K %, 243~245nm } Y 275~277nm (UL DGR/ NRT,
HEPOFEDES DERE
SR AT ' I E
FRBHAR B OEEHERIR I C D &, KA & LT, SRA T 6 EE I EVEIC X 0 1K 307nm
(BT W ZET D,
palli
ML
BAT SRR D & 5 K H#EY
MEERR L
ABRSDELRR - NMENFREBRICET SRR
PAROrA
T Dt



V. AaRICEET BHIER
1. FEEXIIHIR
B LMiE
2. AERUVAER
HWE, A 1A 100mg 2 1 A 3ERRO#&FE5T 5,
72, ERIC LV EEHEET 5,
3. ERERALIE
(1) BRT—21R\w5—2
M EE e L
(2) ERERZHE
MBI L
(3) ERFRZEEEER
MR L
(4) BEMNHR
M EE e L
(5) HREERIEAER
1) B|IEALEITRERGHER
MBI L
2) HEHRER
MR L
3) REMHER
MBI L
4) BE - WA
MBI L
(6) ampifEmA
1) SABERE - RECARERE (BHREE) - RERFRERER (MREBKHER)
MR L
2) RBEFU L LTEETEOABRXIIERE L -HBROBE
PAROrA



VI. EHEEICEY SRE

1. EEPHICEEDHLHILEMRITLEMEH

2. XEER

(1) {ER&RGL - ERHF
L IE YRR & PRI, TERBEFIZEMETH 528, 77/ Y UoHEBIERAEHE S TV,
s, i blRi SN2 77/ 2 OMIBA~OBIRD AL ZET L LICkD,
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