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— MRt R HIE 75 R

BRARGUE
[0001] A5 1305 — v A 1 6 T B 2R .
BREAR
[0002]  PEy%AHME (Cilostazol) , 500 T
N—N
N | L
[0003] IR s
N

[

[0004] Pl fluhe , S SR AT AR, s B BT /MRS 2590, T B A 1 R — P
T M AR PR R 7 o PE A A A 2 AR PR S 2 i K S 245 2 mI T AR 25420
HE T~ 19965 b 1 I T v ] DR S5 ) 24 7 IR 2 3k 11 o 1 9 Al A 1 7 A2 AP o XL B 9 I
B RO 5 B AR IR R IR B I E T IS K P ZEE ¥R TR PR e 9 AR T 2 e ok
GRS Z R

[00051 5 i 7L 4% feby At ) ) 25 0 A DA 6—F2 3 -3, 4- — MMk -2 55— (4-5 T 2% -1-4 2
B DY e HEAT EAGAT 21, DXOAE T S N AR ZONT (550) JEURH) )46 VAR AN R, SR aan R

N—N
Cl N—N

s N K,CO N SN T
[0006] N0 o T “ __J_;;;:_\\

H L

Iz:'
()

[. TollH,0 ‘

[0007] I A 1) 1) % VG AP I 7 v, R IR T
[0008]  1.3E[H & AUS66305901d FH FH 22 AN /K TR A i 751 0 S LT 771 5 Bk R A Badk AT S Iz
R DR FK AR EL I R PR 22, SONLAwR , BT LA 7 NI 22 10 AR 2 R AR AL 551 L 35 B AR
[0009]  2.3&[E L RIUS 2004002401745 7K A S B 771 B B A VR, DY T 2 S Ak B o 1
AFRIREAT S B, AH 2 75 FHBIRE IR G ER 20 B » AR T RO AE 72
[0010] 3.1 [E & FICN101434598 % FH 7. B B 5 TR B NI 5751 (B e B i d (024h) .
[0011]  FLA A b A6 - 52353 | 4— — A M k-2 J5 v, R iR I F
[0012] 1. A% A R 3 (100 15 243 3 ot o D 92 At e P 75 RSO RTE 9, AU 68 2 3 1100 3 284 245 470 1 9% At
WA ) £ > A Rl FIICN 10511 11905 351 5% FH 9 25 v il 45 6 F2 253, 4— S Wbk —2— i - 5% F T
AR (BN R H /2 BE) A3 N B JERE PR B A sz S ) 4 N- AR -3 -5 A e
fi&, & Ja kb3, T8, T 5, 78 = SR AL T SR B 62 53, 4- A Mk —2- i . )R B
R

HO

0 0
o) - - 0 AICl5
[0013] ‘@ + Ay 2. .
NH, H Cl N0
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[0014] 2. 1 [E % FICN10285027 0K F & T AR AE A 7], [ A4 B AR o e A4 77— B il %
6-F2 K3, 4- AR -2 , SR SE T AR R RO, BARX TSR & B, AN E L
WAk =,

[0015] 3. [E % HICN1028161 15K FH XL R I 14 FIAE 9tk 75— ik il £ 6 - 52 -3,
4= S W R -2, SR AUPE TR T 1R R A H B N B R H RO, IR B TP E
B, A E kAR A

[0016]  ZE b, LA EARH, PG A (1) 1] £ 5 VEAFAE Q0 R SRS R AR 62 2k -3, 4-
I K — 2~ T ) Tl A 7= 7 v 22 SR R 200, 0 IR B, AR AR, T V% At e 1 5 Bl S o 12 L
% 5 BB R A, A = A

[0017] 5T ith, A 00 BEHE AL — Tl ) T V45 Athu ol 1) 1) 2% 7 ¥ o

b ES

[0018] AR B H 2 e IO A B AR PIAE , Feft—Fh R AR ER N 2 15 T2 M s AR 7
FRCAS AR P VG 945 AthMa (10 1) 8 v o SR FHAS R BR (1) 545 5 T LA ERAS vy 4 55 1) e s At el , B 2% 65 il
PREED IR SR R AN, KD & T kA AE =

[0019] A BT bl AR Il R R 7 S0 R « — it e At e ) o 4 O 925, B AR R
IR

[0020] BRI EA EFIELIEFIFEAE R, 4- A FE A e 3-SR Bk S B0, TLOKS: I fsz [
SERE AR RA NN =&U0EE, THE S S 1-16h, 15 36-F2 343, 4- — A Emk—2-fR , b,
FriR4-F A 2 2R % S-S A BE AL . — S AL B ANYA I BE /R EE M 1: (0.9-1.2) : (3-5) : (0-5) 5
[0021]  JDUR2: fERRATAE N, 0 IR (1) B 262343, 4- Ak —2-Fi 55- (4-& T
5E) —1-PA O L DY P 78 1E N B R I s N, PIT IR 6—F2 -3, 4- — S Mk -2 . 5- (4~ T
HE) —1-IA O L DY 280 L Bl AN I P S R 2R EE AL (0.8-1.2) @ (1-1.5) : (10-30) , BIfR 2 prik
EPEZLL

[0022] A BH DA4-FE AR R ORI A3 -G I It A IRk, R —Sik & 62 253, 4- &
Wbk -2~ , ZEBRIIAFLE R, 6- 58383, 4- — A ek —2-Fi 55— (4-5 T 3%) —1-FF 2 3L Py me
BEATERAL , A2 BP0 A

[0023]  FHorp, BB TLC, BiE ) E 43 (Thin Layer Chromatography) , A& iy d 1]
— P, S PRI 5 B A E 1 A AT D B R — PRI A S I VR R e

[0024] AR M H

o HO
- \Q ' J?\/\ e
:
NH, Cl Cl N

N
B 0

[0025] - > v L g
@

[0026]  7F FiRFE AT M B F , A B IR AT DD~ ot .

[0027] 25, IR, FR VA 79N, N-— FF 35 B R N N- R 2 b . — PR AR
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[0028] KA LiR#E— D HA 28 ROR & VA 7K HIN, N- - FF 3 B Jide N, N-— B 3 2 T i
ol F AN, 25 R v s s v AR AR S 7 ] DA i3k S B HEAT o

[0029]  gk—20, BB, Frid PR I R R 2 100-250°C .

[0030]  #E—25, B IRorh, BTk o S A LA S AL R TR BN R R 9 v ) — Fh i L
HIREWD .

[0031]  FEHE—25, BTN S AL/ SR AL B, SRR IR BN/ B R B 42 BE IR B 12 (0-0.5) 4.
TR A

[0032]  gk—20, BER2H | Frid Nk s B B 250-120°C

[0033] A B AT e AR «

[0034] (1) A% AR LRI, R —#ik & 6 F2 2k -3, 4- ik -2-, 58lA T2
FEEA LU JLAIE A - QR AL AIORIA B 3 S 0F 28— 20 Ty I BT R 1 — &
Fo s KRl 147 A F s @b 13 750 R M RHE AR AR RIS D 1 = SR A2 AN HE I @4
FH BT A o TR AR 4 R = S840 S L, AR A BRI e 203 B R 3R = 4910 % (B
JERHARTR )

[0035]  (2) AR W25 BR2H , SR I IE IR 9 I AR R BN, 9 = 51, b s L 2 I A S
Pl i 15°C LA b, W DA s Mo B2 B BRI HL SO B4R SR 940 , TR I AR A AR AL 771 o
[0036]  (3) SR A BB J5 i, T LARAT i 2 2 1) D4 s At e, R O 5 Bt 2D R /b Ui 6
1 AR, TR TR, IR SR E T kA

B [=115¢ BR
(00371 [l 1 gt 1) 1 P 45 8 i M R £ A1 1

BASHEA

[0038] DL 45 & EL AR Bt 1 o A J BH ) JE B RDARF A B AT 38 , B s s ol R A F g A Rk
B, 3R 3R T PR & AR B G o

[0039] Syt fsi1

[0040]  JBER1. 2L =, fiN61.6g (0.5mol) 4—FF & FE K %, I B+, JF 4634 n
63.5g (0.5mol) 3G N FES , b 5 e SLHEAT A R, 72 S AR A IR S S W 0 58 i i » 4k 42
L0, 5h, TLCAS M, JEURIE Ak 58 45, [ A & I 200. 0g (1.5mol) =& 4b45, ik, FHik 2
150°C , PRl S B 2h , TLORE I s 87 56 B » 938 1 B R 2260 °C , [m) A4 R HH 22 18 in A\ 1500 7K 7K
K, BT H = i, L, BT SR A LA 1000mL £, i 25 45 4, 79 21069 . 4g 28 [ (i 44, B A 6-F23E-3,
4 S IR -2~ , Y R 85. 05 % , 4l [ 99.22% .

[0041] D UR2 L=, 2 WM PE 28 VI FEoF, IE A B, AR 9 (15-25mL/
min) , K IRH32.6g (0. 2mol) 6-FFE-3, 4- A k-2, 46 . 8¢ (0. 2mo1) 5- (4-5( T &) -1~
RO DU B .12, 3g (0. 22m01) A EAL I A1326g IE TR EE (5.42m01) I _Fi& =13, THE &
90°C , [t [ M. , TLCAS MM 52 ., 6h g TLC S 7w [ . 58 s » 45 1k 5 87 o B it 22 0 'C AR .0 . Bh, 4
UE, IR T A E A, R 96.8% , P7 AHHPLCAL 299, 3% , R S I B 2L = 3 A, im
1200mL B AR i, FA0E BRI 2 - 10°CHT &y, 198, BETF15 3166 . 4g 1 (AR 1k, RIR PE %At
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M, HLAT AR P U 1T U R 90 % , 41599 .87 % ,m.p. : 158-159°C.

[0042]  Eifm.p. 2/ mMmelting pointHIf& 5, Bl 24— & KT, 4l [ A S5l A 2
SPATIRAS IR -

[0043]  Sijstif|2

[0044] BRI [H2L=11), IIAN61.6g (0.5mol) 4-F AR FEHEFAN175g (2.0mol) N,N-—
H 5L 2 Bk e, SRR VA RIS, TFEA TR IN63 . 5g (0. 5mol) 3—5T TN M 5, W 58 i 5 5 4k 22 4
0.5h, TLCKR I, JE R4k 58 4, Ak &P inN333 . 4g (2.5mol) =& ALER, InEE, FHE £ 100
C o A3 S N Th, TLCKS I 2 3 58 i » 3 FEF# IR 2260°C , [ 44 2 A1 2218 I N 15008 UK /K 2K, #r
H =, T8, BT AR DA 1000mL £ B 22 45 i, 1521169 . 8g 2 1 ([l 44 , R Dh6-F234-3 ,4-—
S k-2, i #285.5% , 4l 99.34% .

[0045]  JDUR2 1L =, e B WU PE 28 VI FEoF , IE A B, AR 97 (15-25mL/
min) , K32, 6g (0. 2mol) 6-¥25E-3 , 4- — A Wik -2 . 46 . 8g (0. 2mo1) 5— (4-5 T %) -1-
R FEDY M 11.2¢ (0. 2mol) S EALHN 2. TeBR IR A (0.02mol) F1289¢ (4.81mol) IE A EE N
AN EIR =T, FHE 2 50°C, B N, TLCASE M 52 87 5 8h J5 TLCE 7~ S5 B2 58 B » 457 1k s B o B3¢
T2 CHRIRO. 5h, FhiE , 5 T 44, IR 95. 0% , P2 FhHPLCAE £ 99. 3% , K S I\ 2]
L=, IR 1200mL H B I FAGs i, P08, FR R 22 - 10 C Al » ik U8 Bt 15 321063 1gH
fm A, B A PG Ad e, U R 85.5% , 411 99.90% ,m.p. : 158-159°C.

[0046]  Sijitif3

[0047] BRI (2L =, MA61.6g (0.5mol) 4—H A& FEZE e A1150g (2.05mol) N,N-—
FH 5L P I i, SRR VA RS, TFER TR IN63 . 5g (0. 5mol) 3—5T TN M 5, W I 58 i 5 5 4k 22 4
0.5h, TLCK N, JE R4k 58 4, Ak &P NN 333 . 4g (2.5mol) =&ALES, s, THE £ 250
C, A3 S N Th, TLCKS I 2 3 58 i » 3 FEF# IR 2260°C , [ 44 2 A1 2218 In N 15008 0K 7K 2K, #r
H =, T8, BT/ oR i LA 1000mL £ B 52 45 i, 1531169 . 9g 2 1 e [l 44 , R DA6-F234-3 ,4-—
SR —2- 1 , %85 . 7% , 4l 599 .17% «

[0048] D UR2: 1L =, B WM FE 28 VIR FEoF, IE A B, AR 9 (15-25mL/
min) , K32 6g (0. 2mol) 6-¥25E-3 , 4- — A Wik -2 . 46 . 8g (0. 2mo1) 5— (4-& T %) -1-
DY %M. 8. 0g (0. 2mol) H AN 2. Tghk R # (0.02mol) F1360g1E N EE (6.0mol) JIA
IR =T, FHR 2 120°C, [A19 S8, TLCA I S S, 8h S TLCIR 78 IO T8 i » 45 1 SR o [ i
FE5CARIR0.5h, E , 5% T O E4A , U %R 95.0% , 77 M HPLCAE £ 99 . 3% , #4HH i b A\ 31 2L
=R, IR 1200m0 B BEIN#GA R, A8, BRI 2 -10°CHr in , 198, T8 2163 . 1gH (i
A, B TE IR AhmE , i 3. 85.5% , 41/599.87% ,m.p. : 158-159°C.,

[0049]  Sjitifs4

[0050]  AER1: (2L =i, MA61.6g (0.5mol) 4—H A FEHE i AI150g (1.92mol) — FFIF
W, BEFEVE AR G, TF 4R IN63 . 5g (0. 5mol) 3-E A Bk &, i In5e il J& » 4k 2243 $0 .. 5h, TLCAR:
M, FoRLEAR 584, 14K P I N333. 4g (2. 5mol) =54LAR, ke, THE £ 150°C , {8 & 3
Lh, TLORE I 52 97 56 1 » 0 41 P i 2260 °C , A4 R H 2218 AN 15008 UK /KR K, A1 HE 7= it
JE, AITASREL S BL1000mL 2, i 56 45 4, 153168 . 9g 2 [ o [l 4 , B A6 ¥4 363, 4 S ek —2-
Wi, e 2%684.4% , 4l 599.17% .

[0051] D UR2: 1L =, e 2 WL PE 88 VI FEoh, IE A B, AR 97 (15-25mL/




CN 107325078 B W OB P 5/6 T

min) , K32 6g (0. 2mol) 6-¥25:-3 , 4- — A Wik -2 . 46 . 8g (0. 2mo1) 5— (4-& T %) -1-
RO FEPUEME 11,2 (0. 2mol) EEAAEH . 10.6g (0. Imol) BRERAAFN120g (2.0mol) IF P& EE AN
A R =10, FHEE 22 100°C , [BIAUR B , TLCKS I S B, 8h J& TLC ik 7w SN T8 B » 45 1 s o o
T2 3 CARIE0. 5h, e , 19 ¥ A [ 4, Y R 95. 0% , 7= S HPLCAE 99 . 3% , A Al in X\ 2]
L=, IR 1200mL H B2 I FAGs i, P8, FR R 22 - 10 C Al » ik U8, Bt 15 2164 . 3g 4
fm A, B A PG Ad e, U R 87 . 1% , 411 J99.85% ,m.p. : 158-159°C.

[0052]  XbbbikE61:6-F23E-3,4- A mk-2-H i & &

[0053] SBR[ IL=113fH, MIAG61.6g (0.5mol) 4—FF 48 JE 4 f1150g (2. 58mol) PR &
76g (0.55mol) BRFREN , B PHiA MR )5 , 4G 63 . 5g (0. 5mol) 3—5 A BE &, i N oe il i » 4k 42
PEHEO . 5h, TLCK I, JFRM AL 58 4, A& R 22180 A 400mL 5% 58, IR 2 0°C , R iR it
PELh, b UE, U8, 15 2195 . 1g28 A il 4, B WN- (47 -F AR JE 2R 3E) -3- S A mEAG , o
89.0% .

[0054]  BER2. M 2=, IIAN96.1g (0.45mol) N- (4" —FF 4R L5 3k) 3-SR W fie , ITF
JAPEFE AR R IIN200.0g (1.5mol) =& 48R, M5, FHR E150°C , fRI [ 8 2h , TLCAS Ml
SN FE i B HE PR 2 60°C , ) AR R 22 18 0 N 1500g UK /KR K, BT HH 77 i, L 368 , BS54
PA1000mL £ B B 45 i , 19 3162 . 4g R H ([l 4, Bl h6-F2 -3, 4- S k-2, fig
85.0% , (LLA-H S LR HI % 75.6%) , 4lf599.17% .

[0055]  fELikEG2: 6433, 4— S MEMR—2- BRI & Ak

[0056] L IEL. (A IL=1 M, IIA61.6g(0.5mol) 4-H 4K IE A 1508 2K [ 76¢
(0.55mol) BRERAN , F FEVA MR T , JT 4R 63 . 5 (0. 5mol) 3-EU B, W hnse Lo » 4k 44
F£O.5h, TLCA I, JFURHZ AL 58 4, [al 44 J b 22123 A\ 400mL 5% #h1R, B 220°C , PR 3
1h, L 3E, JEUF T8, 3 5194 . 3g 2 A G B 1A, Bl N- (47 —H S 3L 2R ) —3- &0 Bk i, Uie =%
88.4% .

[0057] B ER2. (A 2L =, IIAN96.1g (0.45mol) N— (4" —H 4 ik 2 k) —3— 57K ik fiig
150g (2.05mo1) N, N- H 3 2 Wt i Ja B+, 4k & 9 A 240. 0g (1.8mol) =& AL%5 , N
Be, FHR 2 150°C , i S S 2h, TLOAS M e B 56 e, 1 FE B il 2260°C , [m) 4 = 2218 i
1500g UK 7KK, A1 HH 77 i, 1 8, BITASHEL i BA 1000mL 2. 1% 55 45 & , 7592163 . 5g 2K 1 (8 ] 44 , B
N6-FR I3, 4- A M2 , Yt %86.5% (LL4-H A EFE it % 76.5%) , 4l &
99.20% .

[0058] S bk akE6:3 - 7 v Ath e ) 5 B

[0059] 1L =FIJi, 222 ML P28 VIR BT, B, ZARY (15-25mL/min) , KUK
32.6g (0.2mol) 6-¥ -3, 4- — A MMk —2-M .46 . 8g (0.2mo1) 5 (4-5 T &) —1-FF 2 FE YA
M 12.3g (0.22mol) EEALEH AI326g ZBE I IR = 1, FHE Z80°C , [BI 3t [ B2, TLCA I
S, 120 Ji5 TLCR 78 RO 56 i 155 16 [N o B i 220 °C RGO . Bh, FhiE , 753 o [ 4k, e o6
96.8% , 7= i HPLCAI E£99 . 3% , K FH i hO N B 2L = I, Hn N 1200mL FF B AN F i gt , gk
IR ZE-10°CHT i 38, BT 152166 . 4g A B i A, RN TG & A , R 90 % , 411 f£99.88% .

[0060]  5F bk a5 4 - 7 v Ath e ) 5 B

[0061]  IL=FIJi, 2225 WUM I P28 IR T, S A B, AR (15-25mL/min) , fKiIR
#32.6g(0.2mol) 6-F£ 33, 4- S MEMk—-2-8i . 46.8g (0.2mol) 5- (4-5& T &) -1-F 2 B0
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UL 12..3g (0. 22mo]) A UL A RI326 R TR R I L3k = U, FRELZE70°C , [/ % B, TLC
R 7, 1805 TLCKE 2R JRSE 58 B 157 11 T o B3R 220 C AR IR0 . 5h, ik, 75 35 €40 o 1, Uit
%96.8% , F o dMHPLCA £ 99 . 3% , BHkH i I AN B 2L = [T A, 0N 1200mL FF 5 0 #AG fidd , 34
Ve, IR B -10°CHT i it HET-15 3066 0g 1t i 1, BRI TG 9 fhms , i 289 . 5% , 4li
99.89% .

[0062]  4ifs

[0063]  py b ik St 51 1 -4 B 6f bG R B 1 -4 1) T, , DL6- ¥R 553, 4— — S e Wbk —2— TRl F) 45 B 7 2
T 3 A% 0 B SR8 14350 5R PR 41k B IR 6~ -3 , 4- — Sk -2, K55t A G R i
HEHF B LT, 8 T P LR T R I 1239 75 BEF5 R, AR 9 773 Kk
T PR, FLIRAD T 7 SR AR ARSI D T = 0 A SRR o

(00641 DL6—F 43, 4—— -2~ BRI SO 1T 2, LA JSURHEUARIR I o AR T SR i 14
P64 563 , 4— — S ME R -2 B (IS % K984 . 4% 85 . 7% , A LL ik B 1 -2 /36— #2453 , 4-
U2~ A TS . 6% ~76. 5% o IR 1tk , A5 W () 7358 AR 508 E B i o
£710% .

(00651 LA PG 4% f e f 5 FRR T 75 » A% 2 BH SIC 091 13 25 B2, Bt e ) 45 R 345K FH T
PR, N33R 35 B AR, I FLR AR R IAR , o 7 RS RS A7) TR L iR 363 -4 R FH 2 B
S PR ER TV AR A T LA S S TR K o

[0066] L JT3 AR Ay A% . W 5 ok S5 Jt 4, IF: 7 F DA R AR AR 5 100, RLE AR 9 £t
S22 Y BEAR AT AT A L A5 4 S 2, R & AR WA R AR T e 2
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