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No. X  Ar R Y z! 2?2
1 Br QI H CH,CH(OH) 4-Cl H
2 Br Q4 H CH,CH(OH) 4-Cl H
3 Br Q2 H CH,CH(OH) 4-Cl H
4 Br Q3 H CH,CH(OH) 4-Cl H
5 Br QS H CH,CH(OH) 4-Br H
6 Br - Q6 H CH,CH(OH) H H
7 Br Q7 H CH,CH(OH) H H
8 Br Q8 H CH,CH(OH) H H
9 Br Q9 H CH,CH(OH) H H
10 Br QI0 H CH,CH(OH) H H
11 Br Qll H CH,CH(OH) H H
12 Br Q12 H CH,CH(OH) H H
13 Br Q13 H CH,CH(OH) H H
14 Br Ql4 H CH,CH(OH) H H
15 Br QIS H CH,CH(OH) H H
16 Br QI6 H CH,CH(OH) H H
17 Br Q17 H CH,CH(OH) H ‘H
18 Br QI8 H CH,CH(OH) H H
19 Br Ql9 H CH,CH(OH) H H
20 Br Q20 H CH,CH(OH) H H
21 H QI H CH,CH(OH) H H
22 cl  Ql H CH,CH(OH) H H

23 cr  Ql H CH,CH(OH) 3-Me -Me
24 ci  Ql H CH,CH(OH) 4-Et H
25 ct Q1 H CH,CH(OH) 4-7Pr H
26 Cl QI H CH,CH(OH) 4-1Pr H
27 Cl QI H CH,CH(OH) 4-"Bu H
28 Cl QI H CH,CH(OH) 4-iBy H
29 Cl  Qt H CH,CH(OH) 4-5¢By  H
30 ct  Ql H CH,CH(OH) 4-'Bu H




No. X Ar R Y z! z?
31 Br QI H CH,CH(OH) 3-OMe 4-OMe
32 Br QI H CH,CH(OH) 4-OEt H
33 Br QI H CH,CH{(OH) 4-0"Pr H
34 Br QI H CH,CH(OH) 4-0iPr H
35 Br QI H CH,CH(OH) 4-0"Bu  H
36 Br QI H CH,CH(OH) 4-0iBu  H
37 Br QI H CH,CH(OH) 4-0%¢°Bu H
38 Br QI H CH,CH(OH) 4-0'Bu H
39 Br QI H CH,CH(OH) 2-0OiPr 4-OMe
40 Br QI H CH,CH(OH) 3-Cl 4-Cl
41 Br QI Me (CH,),CH(OH) H H
42 Br Q4 H (CH,);CH(OH) H H
43 Br Q4 H (CH,),CH(OH) H H
44 Br Q4 H (CH,)sCH(OH) H H
45 Br Q4 H CH(OH)CH, H H
46 Br Q4 H CH(CH)(CH,), H H
47 Br - Q4 H CH(OH)(CH,),4 H H
48 Br Q4 H CH(OH)(CHy)y H H
49 Br Q4 H CH(OH)(CH,); H H
50 Br Q4 H CH,CH(OH)CH, 4-Cl H
51 Br Q4 H (CH,),CH(OH)CH, 4-CI H
52 Br Q4 H (CH,),CH(OH)(CH,), 4-CI H
53 Br Q4 H CH¢Me)CH(OH) 4-Cl H
54 Br Q4 H CH(OH)C(Me), 4-Cl H
55 Br QI H CH,CH(OMe) 4-Cl H
56 Br QI H CH,CH(OMe)CH,  4-CI H
57 Br Q4 H CH(OMe)CH, 4-Cl H
58 Br Q4 H CH,CH(OEt) 4-Cl H
59 Br Q4 H CH,CH(O"Pr) 4-Cl H
60 Br Q4 H CH,CH(O"Bu) 4-Cl H
61 H Q4 H CH,CH(OH) 4.Cl H
62 Br Q4 Et CH,CH(OH) 4-Cl H
63 Br Q4 npr CH,CH(OH) 4-Cl H
64 Br Q4 H CH,CMe(OH)CH,  4-CI H
65 Br Ql-HClI H CH,CH(OH) 4-Cl H
66 Br Q21 H CH,CH(OH) 4-Cl H
67 Br Q22 H CH,CH(OH) 4-Cl H
68 Br Q23 H CH,CH(OH) 4.Cl H
69 Br Q24 H CH,CH(OH) 4-Cl H
70 Br Q25 H CH,CH(OH) 4-C1 H
71 Br Q26 H CH,CH(OH) 4-Cl H
72 Br Q27 H CH,CH(OH) 4-Ci H
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73 Br Q28 H CH,CH(OH) 4.C1 H

74 Br Q29 H CH,CH(OH) 4-C1 H

75 Br Q30 H CH,CH(OH) 4.C1 H

76 H Q31 H CH,CH(OH) 4-C1 H

77 Br Ql H C(Et), CH(OH) 4-Cl H

78 Br QI H C('Pr),CH(OH) 4-Cl H

79 Br Q32 H CH,CH(OH) 4-Cl H

80 Br Ql B CH,CH(OH) 4-Ct H

81 Br Q1 H CH(OH) 4-Cl H

82 Br Ql H CH,CH(OH) OH H
*R

83 Cl Ql H CH,CH(OH) 4-Cl H
) -

84 Cl Q4 H CH,CH(OH) 4.C1 H
*R

85 Br Ql H CH,CH(OH) 4.Cl1 H
. *R

86 Br Q4 H CH,CH(OH) 4.Cl H
*R

87 Cl Q1 H CH,CH(OH) 4-CI H
*R

88 Br Q4 H CH,CH(OH) 4-Cl H
. S

89 Cl QI H CH,CH(OH) 4-Cl1 H
R

90 Br Q4 H CH,CH(OH) 4-Cl H
*S

91 Br Ql H CH,CH(OH) 4.Cl H
*5

92 Br Ql+HCI H CH,CH(OH) 4-Cl H
*R

93 Br Ql-HCI H CH,CH(OH) 4-Cl H

94 Br QI H CH(OH)CH, 4-Cl H

*S
95 Br Q1 H CH(OH)CH, 4-C1 H
*R
96 Br Ql H CH(OH)CH, 4-C} H
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FEENE FEAEFENARETAN BRI R TR E N RARE
WERF PR EEXFRNE ANEE LARE LN RN THE,

BRI TAFRL-B.¥EBBFEETHE,

ERAZXAHREHS
LT, 2HERA AR FRA RSB RAXR A B, KZH#
TIRFXEEEH.
7oA R F HMS”IE B R TR,
£ A
HHE4 1



1-(4-BEKH£)-1,3-F B

#EN —RF 4. Omol/L FEAEMITT. 3ml AR HE—30CH 4R
EEBRIRLES. Og £ 100ml —HF R FPHBEHR KB 008 . U3 PR
EERE,NMCHMANFH L 14g Tk 24.3g, BEEZL LS AT BRLEDE,
RAKE, UBEBRAEESEGERA . ECR/EBERLE=1.DREFTEHERSL
.45 3 F R 4 9 AREL{L &4 2. 45g,
HEH 2

3-(4-BKE)-3-BHHE-1-3t ¥ Xt 8§

¥t P A EEBE 2. 58z, %F Sml HBAAMANLHTE—20CH 1-4-EX
#)-1,3-F =% 2.30g ZAH%'E 20ml FHBEME, TOCHH 4. BB, KE
ZER.FHBEEL1A N, BAHE-20CHE ., WA\NBER . EZXLHELEY.,
EF UBRBIERR, REAUAFMRE LS RRATHRE KZER R
BHERSMUEREEEE(ERA . FOR - BRIB=3.DRE,.BIANEE
ik 4 B4R E AL A4 3. 31g.
54 3

4,5-Z#-6-L(3-(4-RAER)-3-BAFHEI-3CH)-%EH

£ 6O0CT H# 4,5-—M-3,6-— 2wk 3.86g.3-(4- BEHK)-I-EEF
A-1-x P RHKBREE 3.25g. 2 LRk 1. 25g A N,N-—F X F B S0ml 9B EAHK
12 /0Bt RMEALZER FFENBRED T A WHE L00C, FLERE, 8K
B, REMEHER. RETR. IEHNEANFE-KFTEL L, BEUFE
i, BRI EN 232-239CHh G 5 & AR EL A4 1. 552,
MS(m/e):436(M*),420,359,271,141(100%),133,77,
L4 ¢

(2S,3R)-3-(4- R EXE)-2,3-F £ &4-1-H 8

HD-(—)-BEEBR_CLE12.07g E_LF K 2ml FHARAFMANLHE
—70CH MR HEIELK 10.98g £ 520ml — R FRFHBER K 20095, #
At R AR 12.9g A AT 25ml P AR 2058, EE.FRT
AE At 42. 0ml(3. 67mol/L — R EF KA, EEE—TOCTHH# 1.5 /b
Y, £ —40CTHH 2, E—20CTHH 1.5 . RE . BFE1/IHAAR
E-10C,EZmETHEH 2 T, FAHE-20CE,ESCUT,FO0.5/4
HARMRESRCAEHW 38.5g. MR B —AKE4H 15. 4g £ K 150ml FHEA.
EOC, HAHH S HE EHXIAR, REAE  U_AFRBEARR.F



PNEEH RUETHEREAAAERL A HfoAsns, ELBANE RAYWER
TR, mARRH.FRER BR 05 r. BRHELHE, ZRAERKLH
BN IN SRR HARER 172ml, AR 1N, 90, FA(Z%) A
REKKEANE, EUHRKLR, SHFLIE. BEEZBNFERAY UL
HE#ERRA: PR/ AF=19DRE, UK CHELEREH L L NS
. &4 6. 35, (aJD®+39. 42° (& 5 »cl. 042 ),
£ 4| 5

(1S)-1-(4-f XK #F)-1,3-FH-®

#(25,3R)-3-(4- B X X)-2,3- K £-1-F® 15. 0g — F &£ 7 4 500ml
WERALHE~25C, F 0.5 Mot A& 4w RED-AL (L, F 7 — L) % % (3.
4mol/L B EEHI25. Iml, £ —20'C FH L 20 /N E,H 1 AHAEE 0C, v
ANZZEB30ml. RFBEFEESCUT, B 2N £ 8 100ml, 4 15 545, 55
KL, BPABRIE 100ml, 24, 8%, UBERZEEAR. FHEA
FoUARRH TR CREFL TR EG LR T HER, FENR LY UL
EHEGERA: FB . AF=5/9RE, EHRENsRE 0. 80 a4 8 0k
M4 14. 56g,
H£4| 6

(38)-3-(4-AEHE)-3-BHX-1-3 ¥ £ B &s

A FRE B 18. 5g. %% 37ml R AR B WAL E —30C 89 (1S)-1
— @R EE)—1,3—F 28 14g. "t 126ml YR AR T, TIE THE 3 4
o BRHE—30CHE, WA 6N EK 336ml, KA EFE, UBRE LEHE, &£
AR ERES BN TRE ALEN, FENBRL W IR 68 (4
M ECRE - BRTEE=2. 10860, B # € 0k 4 s0 AR 1L 2 4 22, 8g.
BEH 7

4,5-ZR-6-U(3)3-(4- A X H)-3- B R FEEI-3QH)- %AW

ET0OCT, 4 4,5-Z#-3,6- — £ A wk vk 27. 1g. (35)-3-(4-F X #)-3-8
EWA-1-3 FRHE BB 22.8g. = ZRE 8. 8g & N,N-— ¥ & ¥ B B¢ 286ml Hy
RS D REEEER S HEAWE WER ZE 100m] WA RS
Bk 100ml, & 100ml, E 38 FHE 1 B, koA FHE 1A HE, TR HT e
Ea . BRETTER.BEHEEE R WFENLLY 14, 65g.
EHAF 1

4-R-6-03-(4-FAKE)-3-BEFER)-5-G-og £ F HE £)-3(2H) - &



Wkedw 1

EHRET,BRMHB4,5- 2 2-6-(3-4-EFEX)-3-BEFHAXI-3CH)-%
B 1.50g.3-thof P 1. 48g. F B 45ml KK Sml HBAWLR. UAAH
ZREH, IRENEN SR BRETTR . IENEEEREFETEL R, Z2
AN 212214 CHEBE & TR B &4 1. 05g.
MS(m/e):464(M*),446,385,297,217,139,111,92(100%),77,
EHEF 2

4--6-(3-(4-FEE)--BEXFHRAE)-S-G-thg ZFEEL)-3CH)-% g
Wi mE(Ladh 65

ESOCT  HH 4-R-6-(-U-FERL)--BEFERIS- G- gXFEE
F)-3(2H)-** %8 1. 0g. 1N # ¥ 3ml.K 12ml X Z# Sml #E &4 30 4 4F,
MkAHZBEARA TRENENER . RETTE.REHE LN 206—-212CHy
B4 & ARE & 4 856mg.
MS(m/e):464(M* —HCI),446,385,367,297,217,141(100%),111,91,77.
LB 3

4-B-6-(3-(4-BHKE)-3-BEREAAEIS-G4-ZFHEREFEEAH)-3CH)-
AEBR(L AW 2) 5 ZHH 1 R, N 4,5-28-6-(3-4-FER)-3-BEFE
AJ-3(2H)-% % ¥ 300mg.3,4- “F A ¥ XM 228mg. = T FE 69mg, BB B &
J7 190—196°C 87 & & % & By AR B ft. & 4 246mg.,
MS{(m/e):523(M™*),446,277,169,151(100%),
LB 4

4-B-6-0(38)-3-(4- L FE)-3- B X2 F A XI-5--re £ F £ & #£)-3
(2H)-%4 %% B (k. & 4 91D

AHHT, v B K 4,52 #-6-0(38)3-(4-F & #£)-3- &%ﬁﬁ%] 3
(2H)-%A %R BF 10. 0g.3-""E F X 9. 9g., F B 40ml R K 4ml B & L.
KL ZREM TRENENER, RET TR ABNMEELN,N-Z- EF’
EFBRE B LENEAATEL R, FEME AN 200.5—201.3CH €4
on BY AR BEAL &4 6. 28g.
MS(FAB;m/e) :465(M+1)"".
L 5

4-B-6-0(3S)-3-(4- L X E)-3- B EFEAI)-5-3-hrg X F £ £ £)-3
CCH)-= w8 £ 8L (h44 92)



¢ 4-R-6-0(38)-3-(4- A EE)-3- A EFREI-S- G- E X FEE X)-3
(ZH)-* % B 500mg ZM T 10%HCl ZBAERK Sml ¥, XL BRN , BLYMNE
B O IRYTELE.ARENEAER. RETTR.BFEHEN 176—181T
BEE% & MNARELEY 433mg,

X 6

4-B-6-C(3R)-3-(4- A K)-Z-ZEXEFEA XIS B X F X4 #)-3
CH)-% WA % & (e 93)

PLCIR)-1-(4-REED-1,3-FH M| H FH, Bl 5 & & 4--6-1(38)-3-(4- K
AE)--BRFAE)-S-G-g £ F XA EI-3CH)-ARMEIRGF 4K,

] ) 1
#1561 1
il
&1 10g
R 20g

TR ig
A R EHRD lg
BlaRs C.1g
REEAERS 7g
BE 42.1g

EUBENTHRELARS B FAR 1K FEHF 50mg FHR S HEX

A4 2
ik il
1. &4 3 10g
3.5 20g
WA EF 10g
HHeme 1g
BE 41g

EUBFATEREGLRRO B AAVKER HASE - KETLA
50mg & M A o o R E A



gl
| oo /s AR R B 8 4 R 4
I F &

M Wistar ZHEH KR (K E 200—300g) K O R H R (KE 1. 8kg—
2.k A K A CEANISURBRBHN I AKEHNEHBREIGREY
fE i AAEER T 200Xg Ho 7 944,133 B /MR o (PRP) . B 443%
BAY 2000Xg B 10 444,45 3| £ o /MR o (PPP), Wl % B ,PRP & PPP
ERHEL30T /mm® .4 PRP e PPP AN B & RABHEMNE
B4 7 % :PRPOY% % PPP100%,# )5 ,% PRP # F AR T 100 —F £ T,
(DMSO) &y 1 & (DMSO # & LR E 4 0.25%) . % 37°C#7 900r/min B {338
2B, RIREN, LREEWE. AR OBRETHIER, ULE TR
EANE SONBEE IR E ICE (uMIE R, BEF ADP RIKE A B 7 & KUt
£ RKKE (ADP:5—10uM; KK :2. 5—10ug/ml) . B 4b, /AR By £ 0 &
{# i NBS HEMA TRACER 601 & 4
REER

RIBEZIUNICOEGMIZFTHRE AW A MR EEWEER ., kY
B AH ERAXRIIEEN TRILEH,

0
H, Br
N
A =
3 NHCHZO HCI
O N

Cl



* 2

ik &4 * B PRP ;1Cs0 (M
&4 w5 ADP A
1 0.23 0. 099
2 0. 072 0.19
65 0.21 0. 22
F 3
HiR 44 % PRP s 1Cs0 (M
ft. & 4 4 5 ADP BB
1 0. 050 0.010
2 0. 041 0.02
65 0. 053 0.019
93 0. 047 0. 0097
te B4 16, &4 0. 081 0. 017
cilostazole 15 2.4

AERERTR ZXPAHUEHETT S LBEH AN A WERBEN L

Hydn R GERER .
HWEH 2 hET KHEH
W E

FERAAMBAGTRAFR, AEAYN TERBHRGET LR QOMF
BRGNS RER. BUEREFFE BIXIOCMEERL T 28,048
EERBRAOT'M)FE M EEHE 100%KF,

RAPHBRAMAY A ET KERUECSOEMRR, AL

WERTEREH 1 HRANKEY.



k 4

A
RiALE Y ECu (M)
(e kR

1 1.3
HB A& 4 0.4

RERERTURE AL AL LEANLEH R X OEY K
R85, 5 RN KR, B AR,

b AR BT RE

GLER, AZANLAHEAREN HELMREENRER, TH, A
HEEHERAER ARSI PEEATERACE-TMHRAAZNR RS
BANRE., Bk, AXANLEUN TERARERAE, TURNARAOHE
REiTHEY,
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