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BRICET 21RH

1. HAROER
VY 4 E - 1951 412 F. G. Fischer 2 U° J. Roch (2 & > THA¥E & 4172 Pyrimido — Pyrimidine O
HEATH D, EIRBIIRIEEIRHEEE LT 1959 IS F 4 Y Dr. A—Jb - F—afhick R sh
720
DU XE—ILE, 1965 12 P. R. Emmons 52 & o THIMVMRE- 2 A % Z & A Tl
K, WRKETHEE - BRI 2 S AERICBIT 2 el 28 &, 2 OFER, ERICHOH A
ROENTED, FAY, 4 X)X, HAZEGDEETHIM/IMIAE-IZ 3D < Dl E o o 1
R - RROWHEI S 2 0F, RERKEZ%, £ 70— VREREHSORBERE LTS HIALS X hTn
%,
BAENC BT, EIRBIIRZEREIGHEEA & LT, 1960 FIS~L4 v F V" §E 125, ¥V F v
HFHEA R TE SN, RANT 1972 FFRIT~OLH U F V0 SERHFE S dz, BIS~OLH U F V7 GEIZ DN T
PUMNRAE R HED < 2hRE - 2h 8 (DIEFRERAT % O e - ZEROPIH], 27 a4 FICEbitt4 R
T3 70— EREREHC T 2 IREAD) OBMKOZ U e Hk - FRO 2 HRRHG %
7y, 1982 RIC/RER E N dz, K72, 1985 4RI _LRc Pl AEIC B D < %hBe - IR & +5 - 72X
LAY F VT EE100 KGR S h, 1987 IR X hiz,
Z D%, [ EESE B R 4 P b SR 0 sl - UK DOWT] CPE16 46 1 2 H & 558
0602009 %5) 12 & 2 b3 SROBUL A 5 AFREES (A4 2 F U §E 12.5mg, L4V F e
25mg, LV F V8 100mg) A ITKR IR, 2006 48 HIHFE X iz,

2. HaOREFN - HAZOIEFNE
AfENZ, EVIF (54—d BV IVVROMAMTHD, HUlIMRERNIC K 2 ik - ZERIIHIE
H, IREAMAEH AT 28/ To %,
HIREZIE, 7 —7 7 1) v EOHFINC & 2 DT ER R Ok - 2RO, 27 v A FIZEH
Pamd 4 7 v — YREMRTEOIRE DA CHRMEP D 5T s,
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I. &#ICEY 518E

1. R & #
1) %

ALYV F U EE 100mg

@) t

Persantin® Tablets 100mg

(3) AFRDHIK

2.— | &
(1) M % (@)
DY XE—J (JAN)

(2) ¥ 4 (@hih)
Dipyridamole (JAN)

(3) ZF 4

3. BEAXILENR

4. FFXRUBFE
Cy4HyNsO, t 504. 63

5. 1t % % (&%)
2, 2,27, 27— {[4, 8 —Di (piperidin —1 —y1) pyrimido [5, 4 — d]pymidine — 2, 6diyl]dinitrilo}
tetraethanol (IUPAC)



I. #FRICEES 23HH

6. 1RR4, Bl S,
A © RAS

CEES

7. CAS B8R &S
58 — 32 — 2
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I. FxE5HCEET 5IRA

1. PEB{LERIMHE
(1) #he - Mk
WEORESIIAESEOB R T, [2hWwida L, KiIbFrIisiin,

(2) W %

VA= R=8; YIWA 9.4~9.38 IR0

AR ) =) 35~ 40 RRHEFIZ< W

I & =)L (99.5) 40 ~ 45 RREBEFIT< W

K 10,000 2L L FEAEHT W
VIFLIT—F) 10,000 2L E FEAEHT B0

A DAKIZHS B VRS

VY FE-IIHERELAMTH 57280, %
DT pHIRIFTH O, BRI & it
BRI IR > TIK R U, sk cidiE e
A ETET 0,

pH 1L HiZiE ) 54 (mg)
1 100,000 LA
2 100,000 LA k-
3 7,000

4 450

5 65

6 10

6.5 6

7

(3) Wk W@ M
Wi e 2 TR X 25,
W& - 25°C, 80% R. H., 4 R

(4) B (3, Wi, BELE
Al - 165 ~ 169°C



. ARorZBE4 556 H

(5) PRI HEAR e
pKa, : 6.30 = 0.05
pKa, : 0.8 & 0.1

(6) ZyBltRE
SyECEREL - 8250 = 300 (+ & & 7 — )L/ buffer pH7)

(7) % DD F 7R

WE K JEE BN (408nm) ¢ ~140 (0.1mol/I. * & / — LG VATh)

2. BRSO EZETICHE T REMH

B IRA7 S TRAT RIFIERE MR
RGRMARE £ & 60 7 H wooR kL

WM A B 20°C, 80% R.H. 4 ]

ER}

fa 2t L

3. BRhES OEEERERE
(1) A& Smg Z 6% 2mL IZiA2 L, Gl 2 W4 A CTIRDIEE S & &, WRITIRECEET 5,
(2) RO X & 7 —)L - NN (99 1 1) ¥R (1 — 100000) (2D F, WOEEHIERIZ K DN AR b
NEMET S L X, 1R 231 ~ 2350m, 282 ~ 286nm % UF 400 ~ 408nm 12X DFA % RS,
(3) ARMZEHIEL, FRIMINZ T PIVHIELEORALS ) & LAGEARKIC K DHET 2 & &, PH 1534em ™
' 136lem ', 1218em ™', 1016cm ™ ' K UF 759cm ' (IEICIIN %GB0 5 .

4. FRRFPDEE]
KEEEHEL, 708 0.6g ZREEICED, x % /=)L 70mL 122 L, 0.1mol/L MK ER CHE 4
% (FBAZENEDE) . [AMRO L TR AT, #HIET 5.
0.1mol/L ¥ M 1mL = 50.46mg C,,H, N0,



V. #AICBE4 %5

V. ®AEICEEY 31EE

1. &l i
(1) AZOXH, Bk K OPER
DX = gl (Rase)

IR
IR5e44 A - i o izg;é
EJ1| Hif (it}
Ny F Y 1 9. 6mm
DOFELS ‘
#E 100mg HEORERSE JE& 1 4. Tmm Q O O 0.30
(2) #FIOYE
AN -v AP
(3) kA3 — K
H5E44 B LY/FNUN R (PTP ¥ — 1)
* 5
NY YT P Persantin LY FY
$ 100mg " 100mg MII;)ODHIlgC N
PEL0D PARKLAND

(4) pH, REHLIL, KL, MR O T K ORE % pH W

BRI L




V. &ANZBE %5 HH

2. RAEIDOMEK
(1) Aoy GEPERSY) O
AH Y F VM 100mg ¢ 1 Y E ) 4 E L 100mg GH

(2) @& ¥
AR VBALY YL, by EQATT YTV, BHER T A, AT T ) VYT 2T L, FBE,
BRI, TISETITLEK, w2uad—)L6000, ¥ 3Ivuay, HlLrusay, BLFz204%
EHT 5.

(3) = o fth
REURR L

3. BEH, IFOLEEICHTEIEE
BAL% 4R

4. REDBERHTICHITIREMN

RIS TR IR R1FIRRE fit R
EMIRAE . e (%) A AN IANE
_ IRHOE 7 B} .
Mg | CWIOER o 6] TV AE— (TP g | BlbEEDTRE
HA I R B Y b
W@ () ICEE L 228 (W2
), TRT65UN
JEEE | 40°C, 75%R. H. 6 71 H CHEE L 72, 7 Ofho
o HERIZ WL, Z1
ik 7 2 & — (PTP) &l ARDFRETSH -
Al 77
7 W | 25°C, 75%R. H 6 71 H R (BRKE) AR 512 °C
o o R & e A T
Fv v v | BAES 4 H” B IZ BT
W W (5
x HESF T FH4 MREM () AV % R TR E

5. RABERVBHEOREM
AL

6. fhFlc DR #HELFHEL)
BT L
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7.

R 3

(7)) HIEwEatBREss 2 3 OSPLE) ICXDallRzi75.
Gt - MIREL f553 75 [l
BRI pHA.0 OFERE - FEEE S b ) 2 5E 1 900mL
(R55Y) W HBUAE 90 43 70% DA I

8. EWMFHIFEERE

P4 L

9. HEThOFEIRD DHEEHERE

(1) AmzhARE L, ZRRITHENVE) £E -4 0.01g IS8T 2 8H % & Dk 2mL 2 A Tk <4

DIRA, WHR2 WHEMAZ L, RECEET S,

(2) EERETHZRBARIZOE, TWNAXZ PLERlET S &%, P 232 ~ 236nm & UF 282 ~ 286nm

N DRRR & /Rg

(3) AfZEBARL L, BREIIKEVYE ) FE—LFH0.05g 12T 2 EEZED, x4 7 —)L10mL %/

A, KB ETESIRDIEE LSS, 59< WS 5, ZOWAEA#HL, AR E 35, MICEEHY
YY) Z4E—0.05g 12X & 7 = 10mL #MA, K ETEKSIRDBEE LB S5 < MR L THEH» L,
BEHEVRWE & § 5, aARHATR M OBHEVRIRIZ D X, Mg a~ b 27 7IRIC K-> CGRERE 1T . aURHA
WROBEAERWE S L $0%, Hgra< 25 7MY ) A7)0 &G TIEL 228 @I 2K v b
T3, WiZn—7 4 —)b - K -OKBEREIRWE (77 : 25:12) #EPIAEEEE LT, % 12em JER L 72,
JREZ3 %, AN R AT > S5 6N 2Ky X, B2 2L, ZhoD RAEIZH LWV,

10. HEFOFRRDDEEE

11.

A 10 % &0, INE#REN 200mL 214, K <IRDIBEECHESE, K< EREZ%E, IN
IR 2 A CIERELZ 500mL & § 5, ZOWE AL, #HDAWK 20mL #FrE, RO AHK 10mL
ZIEREICE D, KEMA TIERES 100mL &35, ZOWK 20mL % (EfEICED, KzIIA TERMES 100mL
L, RARE TS, INTERHY E) £ - 0.05g ZFEEICED, IN iR E A TH
2L, IEHEZ 100mL &35, 2O 10mL % EfECED, KEMA TEMEZ 100mL &35, 2O 20mL
ZIEREICE D, KREMA TIEMEZ 100mL & U, (EHERERE 35, SRS A UIEMERIRIC D &, I
SIS & D ABR ATV, VR 284nm KUY 350nm 12350 BIRERESE A Ay R OTA A AHlET B,

:}to U ﬁ‘%’—")l/ (C24H40N804) 0)% (mg)

A
—FRAVE) X E—LOR (mg X — X5
A A,
Al i
BN
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12. JEAT B AR D & 2 kK4

OH
S
5 W o NI )

\/\\I

v O
13. BELIBPVLELERICET 215H
AR L

14. £ O 1
MR L



V. ERICBd 5 5HH

V. AEICEY 3IEHE

1. REEXIIRIR
© 7—=7 7Y v ORI K 20T E RN %O e - ZER O]

@ DEDRBUCB T ZIREEWD © 2704 PSP 2R84 3 7 09 — YhEER

2. AERUVHAE
@ Mm#t - B OMEIDIFE -
PEVLE—NLELT, WHEKALH 300~ 400mg % 3 ~ 4 [BUZ /3 EFR 545,

s, fFdm, JERICK DEHEERT 5.

Q@ REARVEENET 254 .
VEULXE—ILELT, WHEKALH300mg & 3 BICyERROLRS4 5, ki, FE, SERICX

0 EHIKT S
PEERa T, 4 BMZ HEEE UCHEE L, IREFROME 2170, DItk O BSENkGE O a5 % Bat

5,
IREHBDOWRD DR 6NN RE, B hILd 3 2 L) aliEz L5 Z L,

JRE RO 23588 & ARk A B B a5, DIREIRISIRE TR 2 1 U A H 6 $eE

‘a‘éz&o

3. BB K K &
(1) ERT — &5y 7 =Y (2009 4F 4 HLIEAZRNH)

ML N

(2) BERARADFR
@ MMk - ZERROIHIDBE
DN FRE N % 52 72 A R U 2 JURRMRIRAAR 7, MR RARER * Y KO P A

AEFIF I WT, ik - ElReOMilck T 2K/ E 7 —7 7 ) ¥ L OHFHIRG-OAHEL R

oz,

=77V U+IEYVLE-N
647 {51
3.9% (25/647)

s Al 4
SOOI L
iUk - SR S8 %

@ IREAWRDEHO L 250
TGRSR Y, AR Y RO E AR AIERI SIS BN T, 17 v — VIR B
T BIREHRAZ IO TARADOH AR 57z,
ks, A7 a4 FEGELSIO X 7 0 — CREGREH S 5 A AR Lok,
AR AT 1,861 {3
AR (R / AR 67.9% (1,264/1,861)




V. HRICBT 5 HH

(3) HEIRFEBEAER - A MERARR
YY) &E-Laagfd 38F MMM TRESINTE D, IKSHERIIZHEH S h T2z,
ALY Y F ST B BEERBI T bR 5 72,

(4) BRERIERER « F RSO AR AR
@ Ifitfe - ZEROIEI DA
XA Y F OHET O LR E R 2 RGN D58 H 300 ~ 450mg/ H & 7% > T 72D T,
ZAUZHEILL C, 200 ~ 450mg/ H OHiH T HEBRARGRER, —MREIARARERZ FZMEL, 300 ~ 400mg/
H oA & REESHER SN 7,

SN R R, 1976 5 13 ¢ 315.
RIS A BRER & 58, 1977 5 54 ¢ 2204.
ST B - JERE PR, 1980 5 14 ¢ 591.
PEEARAE © BEILIREE. 1977 5 89 & 1119,
ME—36E2 + A THids. 1973 5 2 ¢ 349.
TIREREZIE 2 - BiEE L IR, 1977 5 26 - 887.

S O

oo

© ~
= T e = L

) AFIOIE - ZREOPIHNG U TRR XN TS - HEIEZ 1 H 300 ~ 400mg % 3 ~ 4
B ERIOHE 5 Th 5,

@ WREAWMP>EHN E T 255
F 70— VIEREREENRE LT, ALYV F " "75mg/ H, 150mg/ H, 300mg/ H% 2 0 2% —
IN—IEICHED T 2 ~ 4 S U, &G COREISEN & 5% 0 FEaREAROZ L E A
%L, T5mg/ HEETIZE(LA AL Nih 5724, 150mg/ HEEE 300mg/ HEFIZ W\ THE AR
MAHEN, 300mg/ HDIES BEDEWTH 717,

10) ARIHFFRIE A - FEH LB, 1980 5 8 © 1593.

F7z, 3270 — ERERREATY, EUREARE ZBE 2R E LT, ~Ly v F 2 300mg/ H,
450mg/ H % " HEMILEGABEICUEC T 4 B G- L, SEGHETORMBIESEN & 5% 0
IREARDOZELEAS L, 300mg/ HEf, 450mg/ HEFE R AWMA DA SN0, 300mg/ HEF
L 450mg/ HEEDOMNZI S h A BH &R r 5721,

11) A)IE#EIES? - HAREYESGE 1979 5 21 £ 135.

1) ABIOREEWMA L TRRE N TS HEE - &I 1 H 300mg % 3 [ 5 #IE 14
5%,



V. ERICBd 5 5HH

(5) Wekifids
1) {2 (LA 7 RIS A
LR L

2) MR
@ 1k - FEROPIH OB E
DB A T L 72 g A RIS, T—T 7 ) v+~ H v F> (1 H 200~ 400mg, 3 ~
AN ED) DFFIEESREL 7 — 7 7 ) U EEGREL O FOBERIR sk & A BRI SEhE L 2
DRBAEITEL, T—T 70 VR ERHCIERT — T 7 U ¥+~ F U BEIRET
ML DI - TR R EHEIIC T L2247,

4) G PR & FTEE. 1976 5 13 - 315.

5) RHISIE A © WGIR & 25, 1977 5 54 ¢ 2204
6) HUT® : JLRE & BER. 1980 5 14 : 591.

7) TETHHEE A - ILEESERE. 1977 5 89 - 1119.

) ARl - ZERROPIHFNS U TR I TS HE: - FHEIZ 1 H 300 ~ 400mg % 3 ~ 4
[N Ay EREIE 5 Tdh B,

@ REAWRY> BN ST 5556
A7 8a—ERERFHIC B2 XS Y F VORISR E M 5729, Bl LTAT7a4 ¢
BRSO LT, L9 v 5~ 1 H 300mg 4 AR OIARRIAM % 8% U 2 hisk &G HREE
MG 2 T L 72 2 A, 2704 FICEPIMEEZ R T 70— EREBERIZEWT, ~NL
H v F UBHCARERSRD 5 7,

2) EHZEEH» : HAEMESGE 19795 21 £ 1171,

3) LataiR

A ER L

4) W - R R
MR L



V. HRICBT 5 HH

(®) st
1) SRS - FEE SR (R - BOENGR BRA (TIHRR )
LR L

2) TKABAPE & U THIET A OIS SUS I L ke
LR L



VI. SERNSEPEICRE 4 2 H H

VI. EREEICEET HIEE

1. EEZNICEEDH 21L&
Foruv Y UIEBIE, FSEYIL, YIYTHERIE, vuzxgy -

2. EE /£ H
(1) TEHERL - fERT
1) B/ s
R ANCBOWTEEEL DT a 2494 2 ) v (PGl ORGHIEE, fERIRE S & O/ MR O
ho v EEH Y A (TXA) OFKMHENZED, PGL & TXA: DT ¥ 2 4HET 5 2,
MR T T Y v OFRIMER, MAEEEANO B0 AKIHEIER P Y sk, mighT T v ViR
Ex A&, MMOTTF=—y 4 2 7 —viEtEa gL, MvMIIN ¢ — AMP DGR % it
52" (&b, invitro).
VMR ¢ — AMP R 2RV T 2T 5 — L ORFEEIIHIL, VMO ¢ — AMP #1450 % (b
I I IMR)
© ¢ —GMP R AFY I AT 5 — XA MHIL, ¢ — GMP iS4 ED 5 1 (b MivIMK).
INSOMERIZ KD, iVMROWEHEAL % P 5.

2) REERAEM
PURAERT (73 17), SRERARERREO BRI MHIER (55 2 1) %2k, RE
HZWWD>d %,

(2) %% FelhT % SlRmind
1) Hui/vfe
i/ R SERE - R RE B OV IS S5 D Ifi VIR RE 4 5 (9 17 %),

2) MMiks - FEREAEIE
HLBENOMMIRE (1 X °), Tar— Ll (12 %), KEEBROMERE (7% ),
IHRIRBI IR~ OB S (7 v b ) ISk Bk - R EIHT 5,
- JEHE L 22U MREAF B R HER S B (DRt *)
- IR O BHURIE E BT 5 (OB SRS ), RO T, v E )
- EEISTUME L 22 VO SERE - RGBS A RIS 5 (COBRSRE R 0, RN DR R )

3) IREERAEM

TIJXOVLAYEERE (59 B D) Fug I UvERE (59 F®), HiGBMEE L (59

) ICBWTIREAR WD S E 3B,



VI. S0P B 9 % 5 H

(3) TEFIFEBLREM] - Hfeiri]
B s L



VI SEPrE)ReIZ B4 2 35 H

VI. EMEEICEIT 21HA

1. MAREOHE - BIEE
(1) Sl ATy g
BRI L

(2) s ML ARy 2158 I 1A
1HR (3% AHEACTOF— %, 1[0 50me SR 51, HEEER A *)
0.5 ~ 2 B[ (1[0 100mg FFCF2 505, R A V)

(3) HEIREABR CHER X 7z M Hr
Rl s c 1.0 ng/mL (3% : SAEATOF — #, 1108 50mg fEOFE 5, @R A *)
1.2 2 g/mL (1[0 100mg FREIHE G-, fEERA )
1.7 ng/mL (1 H 300mg 3 RS, fEFERA *2)

1) @R AANOLL. (HEHES)
OEFERAIZY B ) £ E =)L 50mg %% 5- L 723546, @RI X, 1 B & i
B 1.0 pg/mL ST 3 (B35 SHEATOT -2 7),
FBEICTVEY £ E—)L T5mg/ H#E 6 HEREIHES- L2356, MhEEi3ic 1.0 ng/mL LA T
Thy, ERMEERED SR (2E  AEATOF—2 YY),

g/ mL Serum
1.0

0.8 1
0.6
0.4

0.2 7

0 \ \ \ \ \
40 80 120 160 200 min

50mg WA GO IMEH Y ) #E— g =7 »



VIL SEPE)REIZBE§ 5 IH H

tmax Crnax t1/2 AUCO —00
(hr) (1 g/mL) (hr) (zg - hr/mL)
(25mg EX 2 fdFER A ) '
2000 U
%gggigigiﬁﬂigigééjfin) 05~ 2 1.21 + 0.34 - 431+ 1.38
/‘/‘ Y }'L
ggﬁgff@g;ﬁi> 0.5~ 2 1.16 + 0.40 - 4.46 + 1.63
ggigffggifis 1224035 | 228+084 | 169+044 | 818+310

@R AIZ Y Y £ E—)L 100mg &85 L 72548, Hem sl X i, 0.5~ 2 B
R MAE R 1.2 o g/mL 13T 3 Y,

(g mL)

1.5

oy
&

——x 25mg §F X4

0-==-0100mg $& X1

1" ------ == e ———— 5
6 24 (hr)
0 "
IS |
100mg ML 5O iEH U ¥ Y &4 F — L CE¥IfE+ SD, n=12) *



VI SEPrE)ReIZ B4 2 35 H

2) fEHERANDRES. (Ri515)
fEFEERAIZ D ) &4 E— )L 300mg/ H#A 3 HREREOIFEE- L 72354, M MAE s 1349 1.7 1 g/mL
THO, ERMEIEHDhnn?,

(pg/mL)
2.0

=

>}
S

1.5r

|
0.5 b T IV T
o} T 9 F T D
O
1 1 1 1 1 1 1 1 I I - 1
0 5 10 24 29 34 48 53 58 72 80 96 102 (hr)
(S

NV F e 1A 48 (100mg) 1 H 3103 HRKIER S5O
MAgh s ¥ #E— L s (Pt SD, n=9) ¥

(4) v 7 K
Rk L

(5) & - HFHIEDHE
B L

(6) BHEM (REav—33v) @ic & DIl L 7= ik B e 8 A
B L



VIL SEPE)REIZBE§ 5 IH H

2. EYPEER/NTA—4
(1) IVIS— AV FETFL

BLTPR L

(2) WRIU s 2
fEEERCA © 0.0106 + 0.0068/min (2% : SAEATOF — %)
TR 4 151 (T3 2 9, &k 2 B, 21 ~ 31 %) ISAH] 50mg % BLOIARCTEES- U 72655, WG
J 5 ¥ 0.0106 + 0.0068/min Td -7z 7,

(3) WAFTRA T T+
RN : 43% (2% SHEIATOT — %)
RN 4 15 (5 2 9, 2otk 2 f5il, 21 ~ 31 ik) IZAHI 50mg % HiOIARTHE G- U 224558, /Y4 %
TRATEY T 413 43% Th 7%,

(4) I i K
Bk L

(5) 2VT7 IV
fAREA © 8.27 + 1.82L/h (2% : AEIATOT — %)
RN 6 15 (9318 3 1l 4tk 3 f3il, 21 ~ 34 i) IZAAH| 20mg A HfEL -2 A, B2V T T
V213827 + 1.82L/h Th 7=,

(6) A EE
fERECA : 141 £ 511 (2% : SHEATO T — %)
RN 6 1 (A1 311, 2t 3, 21 ~ 34 %) (A 20mg #HHEL7-& 2 A, SmEREIE
141 £51L Th -7,

(7) MEEE AR
92 ~95% (& b)

(AR AN 2 OIS A ERELL, D) & F—LIER KO v BEETE L 37°C 24 BEREN L

7=, ML A 0.3 ~ 30 1 g/mL OFPATHLE L 455, BAMAHIZ 2 ~95% Th-72 Y,



VI SEPrE)ReIZ B4 2 35 H

3. & IR
(% @THOT—4)
WRGERAE. = AL (B0 E3)
60 B LI LA D 7 » b 30 LISV ¥ ) £ E— )L 10mg/kg 2 HF 2 —712CTH A, 3077, 1, 2,
3, SR Z&IC6 L DERL, HHENOVEY X E-— LRV EYVXE—LDT LT Y
MG RO A RE L 728 24, I LIS 5 DU B Th 5 Z LRk S hre ™,

4. 4 il
ZE @Yo T—4)
YC =V B FE—IL 10mg/kg & 7 v MCHEBROREG Lz 25, 5 3 % THEENIZK
EERD, I, KOTH, BIFICEOVRED 'C—Y ) F T L&l 7z, RERGHEE 21
— V) £ E VI U2 OB IR KA 5 72

(1) iLiE — HidBE e s 1
v ORI L
&% @O T—4)
FEALELAN (BE: Ty +Y)
HC—V B X E—I) 10mg/kg & T v MCHEEROEG. L, BOHRESMERE L2825, Ik
— MBI D@ IXFR & N h > 7=,

(2) iy — i BE T st

b b TORMERE L

EE @Y ToOT—4)

I bErEREERTS (25T, vv2Y)
HMC—VBVAE—LET Y P RO Y ZIZ 5mg/100g i L, R (10 20~ 24 BERGE) (<l
ELEZA, TARDYUC -V ) & —ILHIEIEOBM % Wi UGB IC AT L 72, IBEED
WA A BB BE D 3 A AR b =3, THhICK L, BT TR & s bH§ 2
e HUHBE DS GRS & M= IT§ E e 5 7=,

(3) FLit DA
b P TCORYER L
(ZF @O T—4)
BirTs (3% vyxY)
3LDTHFIZVEY £E— ) 10mg/kg & 7 7 — T M THNEG L KO H o Y &€ —
JUIREEL, 5% 1 BB CleEfElsE L, SRR AR S hs,

,20,



VIL SEPE)REIZBE§ 5 IH H

(4) BEE~ORATE
B L

(5) Z Dt DH N DT
B L

5. X a4t
(1) FREHRPBA K O HE
TR « TR
RBREREE - R AIZ D Y 4T — LA ROHRS L Ba0REM, YY) LFT—LDOI LY
v EAEERY Thb. (BE HEATOT - 4)

() ()

N CH: — CHz — OH N @® CH:—CH: —OH H
N N<CH ~ CH: — OH A 1\\]< o
‘ | Y 2= CHy | YH CH: — CH: — OH c‘
HO*CHz*CHz>N/k\N N _— HO—CHZ—CHZ>N)\N N Hf(ﬁfOH
HO — CH: — CH: N HO — CH: — CH: N HO—C—H O
O Q H-C - oH
II*C‘
L0
\09

(2) KHCBS4 28R (CYP450 %) D% 1f#
LB L

(3) W@ ROH MM O 2 DHIE
LB L

(4) AP LV HH
AR L

(5) TEHERBIIO IR ST A — 4
AR L

,21,



VI SEPrE)ReIZ B4 2 35 H

6. H il
(1) PRBERAL & UFERS
R e et >

(2) Pk it
RO 5% 24 BERERPICIZEBEO D E ) F E—- LI 6T, DIT2LIC 1%L TOE ) 70y

0V BRAERARD bNIZ T E a0 (B HEATOTF—4),

(3) PRtk g
AAUER AL

7. BEWEFICLBBREE
SR L

,22,



VIL &4t (B EORES) (SBd 2HH

. ®2% (ERLOZXESE) (ST 5RE

1. BEARLTOEH
W% Lsn

2. BRAR L ZNOEHA (RRIZZRZET)

[#£Z (ROBEICIBRELENE)]
AFN DS UMBOE OREEHED & %

3. REERXIIHRICEHET 2ERALDEE L TDOER
PAEIZAR

4. BERUVHAEICEET 2FEFRALDIEE ZDOER
PAELIZAR

5. EERSAREZOERA

BEEHRS (ROBEICIIEEICRETSHIL)

(1) RO
[BICMEEZKTE2 2035 5. ]

(2) EEZEENRGE (N EpoiE, Marbomilize, Asmitiise, oREAEE) Ob
% B
DERZBLXEEZENDH5B,]

(fi#3¢)
MR 5 RIS A2 I5RT 2 2 &2 d 50T, KIAEE S BHFICTEEL THATNRET
H%,

,23,



VIL.

LAt (A EoRES) ISB§ 5HH

6. EELERNER L TOEHARVRES &

(1) BERBAOWEISZY 72> T, UTOSICHETSZ L,

2) IREADRAD LA TE, BHREMUTT2ZLhd 20T, @I EKEE R
BEFEETHT L,

(2) KA O BHCAREOFG A & BIES- L 72356, RAIOEHA @RS, BHER?
Bk zhhdbs07T, fHLANI L, (DRERS] OEEH)

(3) AFEDPHIZK DT T/ ¥ v ORBFRERPRMEI NS Z 06, ARlIEREEIhTHEH
BITTF IV (TTF ) A% v Y) ERS5TA8803, 12 L EORIEAE B3 2L, ([
HAEM ] 0mEEH)

(5t

1) 37 u— RGO B I W USRS I B R E OMERIC+ 0 RERS BT H D,
EHERE D BRI AR 6 M 254101, KOS RRRSBEE £ 5,

2) IREEIAD IR & M7= fEflo—EI121d, BHREEBE GEhb,

3) KANZANTO T 77 ¥ v OlfiEk, [MENER &G TORDAAEZIRIL, b7 7/ vV
REEEREEZZLICKD 7T 7 v VOER T 5,




VIL.

LAt (i EoRES) 1SB¥ 5HH

7. 1 H fF R
(1) %=L Z O®H

HAER BHALBWLIE)

ik BRAREIR - HE 5k Wy - fakrix T
TV REFEET Oy 7, DEILE | AFBENTOT 7T v D

(757 Z2%xv V)

NRETEZEND D, KA
DRGEZTI-BEHEIZT T/
YV (TF I AF v Y) B
5423881030523 12
REf ORI A <. & LS
BRERITay o, MEIEEORE
Whxdsbh=G8E7 T/
VYV (TF I AFvY) O
H&dikd 5,

IMLER, IL4E N B R0 2 s #y T
HOAAEMRL, Mh7 7
DV VBEAMAIES T L
kDT T Yy OEH % B
WY B,

(2) PFAER L Z DR

HARERE BRICEETAIE)

A4, BEPRREIR - T vk Wy - fakrlixr
FH v F v REIHE RKEBEIOEHBPWBEINDZD | T T4 ) VEOFYVF U
FAET 4V T, fFHIZH 725 CEEED | REKNL, AFlo7F vV
TI)T4NY RREE T ICBIRT 5580 | 2N LEHZHFET 5,

B¥sZL,

TT/VY =) UB TN
A

KANE T F 7 ¥ v OIS
& LR, DA IR
TAEMZM®EST 20T, fif
HIZH 725 CIZEFOIREL
TR T EHET S
Z&,

KENZEANTOTF /¥ v D
MER, M5 N R S il s T
B AAZIRIL, idh7 7
IV VIR EBRIES T L
kDT T Yy OEH % B
i RSN

e Al AANI AN OEH 238583 | A& o M sk eI & D,
52N HHDOT, PHHICH | BRIEROIERBHmEN S Z
2o TCIBEORELZ L HIZ| &b 5.
BRI EEFETHI L,

PO [ 1 Wi fE i 23 83 2 2 | 2o AN HIEE/EH 445

AXEHVNTVIZTHFYT—
b, ~IN) A

HBOT, JHICH->THE
BEOREE T ICBIRT %
KEFETBHI L,

TEEEAIOND,

,25,




VIL.

LAt (A EoRES) ISB§ 5HH

8.

B 1R
(1) RifEH OB

Fii PRI & O TR 1% o0 ol L BGREAA A5 C D SR A1 4,278 B EIER 238t & 7z did, 266 il
(6.22%) Tdh -7z, EFWERIE, 9k 187 fF (4.37%), M5k 33+ (0.77%), DLIFITHE 24
F (0.56%), MEHA 14 fF (0.33%) ThH o7z, 7z, BERMAMIC 50 TIRHZ—E Ofdl 2
INTAEENIAD ST (FHEER T,

(2) EKZRIMEH & PTHHER

1) BOEIRDEBEAL (01%FKME) : PRVERDEATZZERHEDT, ZOXI KGEHITIE,
R LY [ R R

2) HmER BEEZRAR) : RS, LI, RS o mifEmss 5bhd Zents
20T, BSRELDTY, 20X BIERYES SbhBAIE, BE5EdhikL, @)
BIEETS Z &,

3) MM BEEREA) : MMRD D H 6bh b Zendb0D7T, BERE 52Ty, Z
D& BIERD S 5 b= a1213, 54k L, WARUEETS 2

4) BBAE GEERER) « 5UESORE, M FIESOMBRERH 5bh b ZENnd5DT, #%
Ao, BENED ONGAIE, BEERIEL, WEUsEETS 2k,

(3) Z DftadFEIfEH]

UTD XS BEWEHDZ® 6 bh-854a1213, ERIZIGU GEYZLE 175 2 &,
0.1 ~ 5% A 0.1 % A< HHEANHH
woome ot s SRS
o oo R | IEE, OFn LUORE, JHEZD
{05 BR | DB B, MEAST, 3
#L
" Lo WE AR, MR T SR, | TE AR
He AW ke o
JHF 4% e R A 0l 52 %
JiF ik (AST (GOT) k5., ALT
(GPT) FH%)
B R ) 7 R
2 ” " WRIE 1ECh, BE R, HIE, iR,

1 - EIERE, Nadm Sttt B2
) RBIL 22, AiE, 5 arhib L, WUIAEETS 2L,

,26,



VIL &4t (B EORES) (SBd 2HH

(4) TEH IR BUSIE Je OB B A e P —

B R S OY T B 0 i FH BRI AR C O B ADIE (] 4,278 BilhEIEF 23 & =13, 266 il
(6.22%) TH o7z, FAREWENL, JEHE 187 1 (4.37%), Wik 33 (0.77%), OIFE/UHE 24
7 (0.56%), I 14 fF (0.33%) Th -7z, &7z, BRI BV TOIRHS—EOE M %
RTATNIED SN TOE (FFRAEK T,

RIFE 53 (PR A% T : BATRERI 4,278 f5)

[ "
PRDRE AL *
- — BIHE ¥ B 7 (0.16)
£ O TUHE 24 (0.56)
§ WK 2 (0.05) £ T 0 8 (0.19)
MR 1 (0.02) By - R 11 (0.26)
. BH 187 (4.37) g 6 (0.12)
i; » F 7 (0.16) ¥ T 1 (0.02)
g L & 2 (0.05) H 1 (0.02)
" Mz 1 (0.02) WA 1 (0.02)
e 5 33 (0.77) DU e e 2 (0.05)
ek 7 (0.16) S I 3 (0.07)
ﬁ | 7 (0.16) B i 1 (0.02)
“ FARAR 5 (0.12) wEOFAEFITET | 19 (0.44)
- 14 (0.33)
JIEE 0 i 2 (0.05)

* HHEIHREG] (1980 - PDR)
(1) »xv, BHE RBAELERAIEGED 19 Bild > 7225, IR OREFI A O
=7 DOMOEHIZE LD THIHEL 7=,

&)
bt

WL, AP, ORI O T4 S RO BN BRI
LR L

(6) HAIT L v F — 120§ 2 1 K URERA

LXIIRBERDODONDZLNHZDT, ZOKS HIERS S & bh i35 &b L,
WY EE LT 2L




VIL.

M (i EORES) B4 5EE

9. EmENDERS

— RSB T CIIAEHEENME T L CWADTCIHRET A A EHETAZ L,

10. #1418, ER, RIBFNORSE

(1) Ml SOFAEAR L T 2 TRENED & 5 I NS, 163 LOASMEL fERE 2 Bl 5 & il < h
2HRIC0sRET5Z L,
[B¥FE8R (v 2) THOE»ICRREAOBITAHRE S T3, ]

(2) BAhDImANIZE§ 2 Z L&), ReEefRTRS T8I0, BAlethibxes 2 L,
[ByTesR (79 %) TREFPARBIT T2 Z e ARG S Tn s, ]

1. PEEADEE

4L

12. BRBRERRICRIEITRE

BRI AE I W) TR IS —E DA 2 R A ENIRRD S T,

3. BEHRE

(1) 5 4k
KA ORI & 0B, BEEWAL, JEIT, AR, BOUE, ®Fv, JORRER, TS
T, HilkAd 6 bNBZ LD S,

(2) @

R 2 RN F L, SEBEARFHOAREMED & A EaE, HEICIGCHEGRE TS
Tl MUWIRARBL B8, 73/ 740 YORESOWEYLELTS 2 &,

14. BRAEDEE

A I

PTP @DFEHNI PTP ¥ — b 25O L TRHT 2 L5 ET 52 &,

[PTP ¥ — P OFREKIZ KO, WOGAGE R U, I3 L% 5 T U CHERRI 25 0
BELAIHEEIR TS ZEAMEEhTW5,]

15. ZOMDIEE

BRTIED 22, /O ) F T - L BAHEAHICHRDAEA TN T & 2 RTREM DR
HEh T3,

16. T @ fib

LR L

,28,




1

5

IX. JEERRESRIZBE ¢ 5 HH

=1t

X. FEERPREERICEIY HIRE

1. ¥ E & B
(1) FERpHEPEERER ([ VI, HDSEMUBE 4 2360 H | ZH)

(2) B FEHEABR
A ER L L

(3) RAMEIEPE AR
1) —EIK, FPACHRER IS R E

2, 5, 10, 20mg/kg % EBIRNICHRS- L, IHENRIRC 258) & i1k 3 BRMIEER L 6558, ik it
RT3 BIRD O TOEY (Fy b)),

2) TR - fEBRER R MIT T8
2mg/kg (FHIRNFES) T3, B OIFIREE & MED FEE2ET (42 °57),
72, BLEy MRETHIIRFLTE, YV XFE—LEFHEL 1 9812, 24 3V 0.0lmg/ke

% 3R CEET 2 Z L IC K DA I N RS KAESIIHI X NS, ZOEHIZ
VERIETH 7 (BELEY M),

VA VAN

3) MHLBRIRIE T
AT L

4) BEHRGR R O A ST
A ER L

5) R KT TR
Bk L

(4) % DOfhDIERLEER
A ER L L

,29,



IX.

FERRIREERIZBY 4 2 5 H

2.

=M A R
(1) B[P GaeEalER
LD50 (mg/kg) 37, 38) :

Pe5-Aek ik
¥ M koF A Ik A
@ W
v A 2,150 2,700 150
5 . d' 208
7 v b 8,400 1,650 2 195

(2) [ iE# G- aE iR
Z 5 MZ 100, 500, 1,250 % T* 2,500me/ke/ H % 5 BRFEIH 5 L 72, 1,250 K& 2,500mg/ke/ H
RERFTIE, PSR & 0 2 08 & THEEES IR UREBIN SR L 724, DIkt & & [R5
FEE L 72 %,
5y M2 30, 50, 70 %V 100mg/ke/ H%, 4 %1210, 20mg/ke/ H% 6 7 ARERIIEES LzAs,
TN BP0 2B ERIEE AT RIS BRI s har 57277,

(3) Ahise Eaett kiR
BEARHT e OREARAI (7 o ), &EIBEM (79 b, 29 %), BEEHACRIAS (79 b)) #
GBI 55T, BEE O KRB R A I X L5 & T M E P o ieE, IR OREHE, 41
PEAF, WPELF, WA MAMRFICEMISER T 2 &F 2 50 2 BEi AR CHERTEERIZRD 51

A

(4) % OfthoRzkHE
1) KA
MR E L

2) PuEE
FLE Y MBI 3RBRTHIEMEZRD S hikr 57,

3) ZEFME
WA (E. coli, S. typhimurium) 2351} 2 kB CEREMIZRD S hsh -7 2,

4) BRHE

BLTPR L

5) ASAJEME
2, Ty MBI ARBTHARMEZRAD S hih 727,
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X. EHRSIEHICB T 5 HH

X. EENEIAICEAY 51HE

1. B K2
B DAL

PEIIRE 3 =Sl PRI R3OV Ly NP NIOR U I s
AR+ AT

2. FEIRE I fERAHAR
FEFHIIRR « 3 4 (R PERRBRDAERIZHES <)

3. Bk - RERH

= e B
R T

4. EHPIRWOEDFES
(1) FEFTOHD PN IZDNT

(2) FEAIZEATEOER (FEHFITHE T N & BHFIHS)

ALYV F V" E 25mg ¢

100 §& (10 $£x 10) PTP, 1000 $£ (10 $£X 100) PTP, 500 $& ik

7. REBOME

PTP (BV#HELE =L T 4 s/ T I5E)
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X.

EHREEICBE 4 55 H

8. F—H4% - ExhE
(1) [E—moy
ALYV F U EE 12.5mg, NILY Y F U $E 25mg
NV F V=L 7L 150mg, LYV F U 10mg
T VUXF—LEE125mg, T VX T —LEE25mg, T VX T —LE12.5% fi
(2) [al=hE
Fou vy VIEERE, UIXTIERIE a2y -, F I VLM

9. EFEBLEERR
AU ER A L

10. HERFTHARER BRUARES

BEARSEKREAEH H IR
~JLH Y F U 8E 100mg 2006 41 H 30 H 21800AMX 10088000
Sk ([HBLE) ~L4 ¥ F V88100 198548 H 22 H 60AMY %5 135 5

% [~OLH Vv F U8 100mel (F, [HEY [~L4 27 V82 100] KD iRFeHZH

1. EMEENSEERA

SRAGFEUENGEAF-H H
~JLH Y F VEE 100mg 2006 -6 H 9 H
H% 0 (JHELF) ~uH v F V88 100 1987410 H1 H

% [~ULH¥ v F UEE100mg] (F, [HELS [~L4 Y F 88 100] kD IRFGERZH

12, MEEXIIHREM, AERVCHAEZFENENEABRTZTORAE
BAL% 4R

13. BEERR, BHMEERAXRFEABRVCZIORR
NN F VG ALY F VG100 ¢ LK - TSRO BN ROIRE D
PREAMREMEHH - 1988 41 H 4 H

14. BEZTHHE
ALV F U E 100 ¢ dife - ZEREO P K UK E D
1985 4-8 H 22 H~1986 412 H14 H (#&7T)
(AL F v GEod P AT O B A 1)
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X. EHRSIEHICB T 5 HH

15. HRMEGIRER®ICET 515%
LA BE LIRS 107 %5 (P18 43 H 6 HIb) 12 & 2 %5 MMOBIRER 5 h Tk,

16. &EJI—FK
— HOT &% R 95 08 25 ST e e A}
e (9 #7) IR T — 1 a—p
ALYV F U EE 100mg 103143003 2171010F 3053 620003616

17. R EOEE

B AOrANA
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XI. X #k

X. X 73

1. 51 A X #
) HHECERZE R - SEPL L A% 1983 5 11 ¢ 5233
) EHZE2 - BAREEA 2. 1979 5 21 ¢ 1171,
) LHIGASEIE 2 - SRR 1980 5 8 © 3847.
) PR BB 1976 5 13 : 315,
) BRHZRIZ A« IR S BIFFE. 1977 5 54+ 2204.
) YT EL : HERE L BRIR. 1980 5 14+ 591.
7) EBARKE - BEILIRSES 1977 5 89 ¢ 1119,
) HE—3EE» « ALh##. 1973 5 2 ¢ 349.
) LREREZ(E A : BrdE L EIK. 1977 5 26 ¢ 887.
) AR HERLLRHE. 1980 5 8 ¢ 1593.
) ANEEIE2 - HAR 2258 1979 5 21+ 135.
) Neri Serneri GG. et al. : Proceedings of Florence International Meeting on Myocardial Infarction
May 8 ~ 12. 1979 ; 4809.
13) Bunag RD. etal. : Circulation Research. 1964 ; 15 : 83.
14) Roos H. et al. : Molec Pharmacol. 1972 ; 8 : 417.
15) Gresele P. etal. : Thromb Haemost. 1983 ; 50 : 852.
) Best LC. etal. : Thromb Res. 1979 ; 16 : 367.
) NMUERIEA - HAB 258 1982 5 24 ¢ 27.
18) Nagase M. etal. : Renal Physiol. 1984 ; 7 : 218.
) FEEHEE 2 © HE GRS 1988 5 30 895,
) Philp RB. etal. : Nature. 1968 ; 218 : 1072.
21) Alshabkhoun S. : Am J Cardiol. 1967 ; 19 : 325.
22) Mayer JE. etal. : Ann Surg. 1973 ; 178 : 108.
23) Emmons PR. etal. : Nature. 1965 ; 208 : 255.
24) Didisheim P. : Thromb Diath Haemorrh. 1968 ; 20 : 257.
25) Harker LA. etal. : N Engl J Med. 1970 ; 283 : 1302.
26) Rajah SM. etal. : Br J Clin Pharmacol. 1977 ; 4 : 129.
27) Sano T. etal. : Thromb Haemost. 1979 ; 42 : 1589.
28) Kimura K. etal. : J Toxicol Sci. 1978 ;4 : 1.
29) ENARRHEEA - HEGS 19815 23 ¢ 323.
30) Beisenherz G. etal. : Arzneimittelforschung. 1960 ; 10 : 307.
31) WIHPIESCIE A ¢ SERLEGHE. 1983 5 11 : 4291
WEPESCIE A - BEPE LG, 1987 5 15 - 1531.
Mahony C. etal. : Clin Pharmacol Ther. 1982 ; 31 : 330.
HHENE A - AENER
Kobayashi S. etal. : J Toxicol Sci. 1980 ; 5 : 339.
Kopitar : tENER
Kadatz R. et al. : Arzneimittelforschung. 1959 ; 9 : 39.



38) TakenakaF. et al. © Arzneimittelforschung. 1972 ; 22 : 892.
39) TLFYUHE— - AANED L HNER

fRATERNE A - AENER

TLHPAZEE A - tENER

Baumeiser M. : #ENEE

Leuschner F. : #N&E¥}

2. TOMDESEXm
ML AN
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XI. 2Z&FR

X. $ZEH

1. E&HETORTIRR
KIS I B8 - DR, - R TOL B0 THY, SHETORBIRIE ZRE 5,

[%heg - %3]
1. 9—=7 70 Y EOMHIZ K 2 DIEFFERI RO - F2-ROHIH]
2. DEFDOHERICBITBREARD : 2704 NP 2784 32 7 0 — Uikt

[ - )

1. Iife - ZEfeoMflogE
VU FE-LE LT, EHEEALH 300 ~ 400mg & 3 ~ 4 WS EERORS$ 5, Ak, 4
i, REARIC & 0 W E BT 5,

3. REAM > #HNE T 2854 ¢
VEYLE-ILE LT, WHRRALH 300mg % 3 BN EREOES¢ 5, A, b, AR
2k E KT B,
PekRInasE, 482 HEEE UTHREL, IREAEOMINE 21T\, LIk O Pk D il 2 #
M5,
IREARDOWD 2580 6 s nad, 2 hIbd 2 5 Wbl cllEL L 52 L,
IRE RO 2780 & NPk 28 BB 2 813, DIsEliIcREARE2ME L AR5
EHE S R

E3 % 4F1) 2

Persantin” 25mg Tablets

il 5
s & Persantin“100mg Tablets

Al | BiSE

= A DB XE—J 25mg, 100mg

ANEE - DR | AT OBEFPE R R O - ZER D TP & BB & § %R HUEES A O #fi B

A2, 300 ~ 600mg % 1 H 3 ~ 4 N4 #REH S35,

I - i
R A S (e
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XI. 2Z&Fk

I b | TAYA

Ik 58 % Persantine” 25mg, 50mg, and 75mg tablets
il 7| RS

& B | YU X E—) 25mg, 50mg, 75mg

NEE - DR | DlETTERG R O - O TPiE HIE L2y <) RGUEERE Al O ik

DT E SR O e - FERe D TIEIZ 361 5 fliBhgk

HESER L, WHEOTILT 7 ) VEREOREREE LT, 75~ 100mg &2 1 [ 4 [9]
#5335,

TAKN) Va2 v RYUEER & OG- L snZ L,

-

Y XE-NLOFEHNT, FiAEAMR 18 HETHEE N TS, (2014 4 10 FHLE)

2. BHICH T BERKRZIEER



XU fii  #

X0 fig e

Z D OEEREE
FALAR
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