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1. Rl 42X KBRS EIATHA R AELAETH A RK
HHEALTEMNER Tdla ARG T H T AR,

2. Rilfthh 4-REAABAH T ERLTHALAHERA THY. 248
B R 2876 57 i f DR EAF ARG H T A i,

3. Rilt¥ 4-2EABRGIERATHAREHEHH T AR,
PP s R THE . ZERRIAT AR NRBEENFHRRFRE, BT
RFR AL S SPARRTE, St Ed, SEFH, SRR IS
SAE. YW ZAE, SHREB. oA, X FAHE. bR,
MR HE. WA SR RE RRK., R$ROEH R, ET0E 3k
hH . FEREEARFERNE,
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G AR WA T L RS 8 A

XBRHE
BT AR hE ERE I 5 AT, £42L, Jkasd
YK, Ry BERYE., REAERAALRAR T EZEESOEELE
b BB T BRI B . BT REREZTR LS Fof 0 AR
PRXEEA, FELAT, ZARFLETFRIBERE, BT V245
IR REY 4 LA RBEG T AL RERTEFZN S EARE £
AR 2 o AR BGARSNME A .

R ARE

—7 8, ARKAGRIE P BBERNGF %, EFECEQRFEEY
EHARETAREGLE RRE T TIRFLEH( “ARB” ), Hitsiivig
RATHAL, EhAETHAEK,

BH—REAGSET, REVFRFH L IBRBENT X, EF kG
HOAETRNIZARALAAREY ARB Riftd, L2450 E8K4
¥ 4-B R KB A G, 1Fik AT 8 A AR,

H—F &, REARKT %7 5 BREFMMAGREGFT K, EF
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E QIR E R EAEA ARB X ARB Kiftd. 5o 548 X695
FEEIEEMESPAEI, Seha 2P S8 E. EMAERIIRESIE. TIAGE
B M h X R EHB LT R, S AHRE, RO HMRA. X HE1E.
hAR. HHREGE. BERK. SNALE KRR, KiFkoe® R, £F7
hE H Sk B R FELLEAEREFAX,

AEPHF—AF BFRE4 ARB X ARB KMl BT 25 F Hked
B aY.

it T T EHFE

AT -Z BB/ (XA A 0T EKE I TAFERN) LR LB 50
FRRE I ZRE AT -2 R B R LS R FH L RF G EERY A
W H AT -Z RN ER, XEERFNTH o FTRE L BREEFETS
AR X B FRIE.

AT -Z AR RN L I RE LM RAELEH, 4R EGRAE
REAAY., RAEPATEE A ARB 35808, EAHX (D AT-4HE
nj'l BP (S)-N-(1-8L52-F A -A-1-)-N- KBt E-N-[2°-(1H-v9 4 -5- %) B

F-4-K-F A,

CH, ,CH,
0 HC
CH CH lC! ('3 @)
cH, “CH, \N/H\f
i &
e\
1)
HNT NN
\
N=N

H /& EP 0443983 A o £ B £ 4] 5,399,578 AT, ERELAFHAESL
LEIAKASE, B ATk —#, L4 ARB /Lo# 0 3{a Ik
F: ®iViE, Rk¥eibiE, RE e RN E, €S E, adilie,
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ok, BEWE, A3 IVE-[[3-8-2-[2-(1H-19-5-F ) K K]-5-FKH
ok A F A 2-T A A4-R-TH- K4 -5-F B 3-(3-3-2-[2-(1H-TT 4 -5-5K)-
FA)-FHokoh-5- A F H)-2-T E-5-8-3H-K=-4-F B8). X#k% LR-B/081
# 2-[[4- T A -2- F £ -6- BAR-S-[[2'-(1H- 9 = -5- K)[1,1- B K |4- K| F
A J-1(6H)-" B 4| F £ )38 TR T, AR XHAH 3k, LR-B/081 H.&
32 EFIANT (BRELFE)FEIS 2-[[4-T X-2-F K -6- R AK-5-[[2'-(1H-
o 521, 1B K |-4- 2 | TR 1-(6H)-"E 2 | T A |-3-K e T BR T B
(Lusofarmaco). Biol Pharm Bull 2000 5 2 A ; 23(2):174-81 ¥ 2FF & X #k
A YM 358 6 2,7-= T A-5-[[2'-(1H-w9=-5- 35 ) BE R 4- K ) F X |-SH-7t e 5F
[1,5-b][1,2,4]- =447 i (Yamanouchi). Thromb Res 2002 % 3 A 15 B;
105(6):531-6 F 2749 1.-158,809. J Cardiovasc Pharmacol 1995 51 A ;
25(1):22-9 $20F 4 KT3 671. J Cardiovasc Pharmacol 1998 ¥ 4 A;
31(4):568-75 # /2~ F # TA 606 . Fundam Clin Pharmacol 1997;
11(5):395-401 /74 TH 142177. Br J Pharmacol 1997 %+ 2 A ;
120(3):488-94 F 22749 UP 269-6. & #RA E-1477 4 F Xeé6-4:
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VAR % AR H A4 ZD-8731 64 F X4

KESHHTHAR,

AN, BAAFTFRAN: ARBRSHELBER Y o HEEE. ARB
Rt L35
For3ER 44, BP J Pharmacol Exp Ther 1990 5 10 A ; 255(1):211-7 ¥4~
F o4 XARA EXP-3174 # 2-0E T H-4-F-1-[Q-(1H-m9-5-%)- B K 4-K)
TR Res-F A B AR J Chromatogr 1992 51 A 17 H; 573(2):
295-301 F 27 654K EXP-3174(11);
R AR, BPOAVR R Wig e wed N2-G-H4E 8B 4%, Q)T EM
£ w-1 AN REEXANKBEY, 3, )R (spirocylcopentane)3i
A= £ 6 A R 698 2 XA, (5T B4t w-1 BAF SRR R
B A0 =B, (6)w-1 RIS iT—F BA T £ 4 FANKMY,
(7)=-B1 69 w-1 £H 3 —F B> A 449 87-8%, F2(8)Drug Metab Dispos 1998
£ 5 F; 26(5):408-17 AT 6 T A ML 6 K% FERAAMAT A 69 R BEARM
W,
KMy )32 B B AR, BRIV Q2- TEREA-1-([2'-(1H- w52 ) B K 4-
AP A H-EHked-7-FBE), XAH CV 11974 F= CV-15959, # Clin
Pharmacokinet 2002; 41(1):7-17. J Chromatogr B Biomed Sci Appl 1999
4 8 A 20 B; 731(2):411-7 #= J Hum Hypertens 1997 % 9 A; 11 ¥+
2:519-25 ¥ FF;
RV 3ENK 4, BF Drug Metab Dispos 1999 5 10 A ; 27(10):1143-9 # 2>
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F K 3E 1-0-Be A H 48R

# £ 771988 (olmesartan medoxomil)fXiktd, BPR L IER CS866, & J
Hypertens Suppl 2001 5 6 A; 19 3# ) 1: S21-32 ¥ 27F;

AR-E9 12K 344 , BF Pharmacotherapy 1999 - 4 A ; 19(4 Pt 2): 735-78S ¥
A TFF G F A

Yo% 37 32483849 , BP J Pharmacol Exp Ther 2000 % 11 A ; 295(2):649-54 +
ONTT Y B V1A R ). Med. Chem. 1998 % 10 A 22 H, 41(22),
4251-60 F 2T 69 25 €Kik ;

A£ 357732 K354, BF J Pharm Biomed Anal 1994 5 9 FA; 12(9):1181-7 %= J
Pharm Biomed Anal 1994 49 A ; 12(9):1181-7 P ATt Hj M F R R EH A
LAV KGR AL Y, AP ENS AN LR AL, —FHR—F RN
B, —F AR LEEL;

ZD-8731 Kt 4,

5-[(3,5- =T #-1H-1,2,4- == -1- &) F K ]-2-[2-(1H- 9 -5 A2 K X)X
#td, XAR# SC-52458, J& J Cardiovasc Pharmacol 1993 4 10 A ; 22(4):
617-25 ¥ 25

VABRVAT ARB #K#4: ZD-8731(Zeneca). XAk% LR-B/081 #) 2-[[4-
TA2-F A -6-RA-S-[[2'-(1H- = -5-5)[1,1"-BE K |-4- 2 ) F £ ]-1(6H)-&
w2 | F R ]-3-oK % T BT B8 A0 LARA 3k, LR-B/081 #9345 AN T (A%
FE)VF RN 2-([4-T £-2-F K -6- BA-5-[[2'-(1H-79 = -5- 2 )[1,1'-B-
K]-4-2 ) F X)-1-(6H)-"E 2 A | F E]-3-E% F 8 F 85 (Lusofarmaco). Biol
Pharm Bull 2000 5 2 A ; 23(2):174-81 F 2Tt X #kH YM 358 #9 2,7- =L
H-5-[[2-(1H-m9 25O AR 4K | F 3K )-SH-we= 5 [1,5-b][1,2,4]- == 47 1
(Yamanouchi). Thromb Res 2002 5 3 A 15 H; 105(6):531-6 ¥ 249
L-158,809.J Cardiovasc Pharmacol 1995 F 1 A ; 25(1):22-9 ¥ 2745 KT3
671. J Cardiovasc Pharmacol 1998 5 4 A ; 31(4):568-75 F 2~ #) TA 606-
Fundam Clin Pharmacol 1997; 11(5):395-401 ¥ 2 #) TH 142177 vA % Br
J Pharmacol 1997 5 2 A ; 120(3):488-94 F 27 44 UP 269-6.
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R e ERMH, B EA T XEM 4-L2 5 KBRS E:

A\
N/NH

£ 7 Waldmeier F.% A, Xenobiotica, 1997, 27 %, £ 1 £, 59-71 # 2 F,
R ELGINEARE, SRR ELTET & —#,

M ARB B LR FRA KL e . RBRAEGHT,
AE PGS TASH —AREANTARF ., BRIt FHK,
ST LT R AR LFERAKLAREA.

RAB TR TR R Ao ik, PTELEHT AR T e # MR —
KREBESMTH X, Hldeh AR ELEGITUTORXIREX)FHIK. b3
ATBRAR). SMH e R EN G RAY . LT FHRI L RAWY
AHRERLAREA.

RFL A HELFHRER, THFB GIETRAMIKRS WIS
FREE G TUAT R A MR dEsTRRF MR, SMI sy, #)3wif il &k fe/
KB4 HATIFS.

AT B GG AT 2 A 3 F 4RI K 2t il i Eade 7 ik I 4 A g st
BRAK, FldwiB it o B A AFE MR IBIIFG LMK, R
AFFHGBERBAAY. B THRREB T 9ARIF o R Kt arik, 4
o8I HRE R D-K L-(a-F AT, FTRE., FTTF. £27. 2RE.
BREB PEME, EREBR G T)-HBTHL. M= HiE Tk
@it F M. Bl A F R R 65 R &g AT S

RE, AEXRYLEHTURBBEN X XA P RELRELABAUAL S
% XHEAF.
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VA AL BR GG B M A - B 7T 25 B Al SR e B S R A M KIS R A
TR, ARG GEBMIBEN, WRAEKE., TUARGRLIEY
EAMER YRR B AL, Bt ABRLETRFH G LS TABEE LS
. XBRHATHELT R THRATEFIED.

AR EA B ARG AL Ao T R B R, LEARTH
A, TR ETUAG AR THRER: RV, i mik, #limisg.
BERENBK; XAVEE, RS FRR(C,-C)- e BE,
e LB, ol f R R ef e ZARR, Flelig, HHUR. LREIE
LR, WwERE-KEE, Bl U, LB, EHRE, BoBMIATER, R
AB, Bl RARBALRH,; AP, H(C-C)- AR (F 4= F
BB ABARRIRAR (Pl 4k R TR, kit 5 H k. TR
Fo B R B R A 3L

A THBENCHFALEN XGUSHZRGFEWXE, BA»4Tot
ERIXFTRELZMNAAY, LERAMEGL, FHREIFFEALTHEN
£ R TR REASY.

QIR A A GRS LT O LKW X iR, Resd

a Fﬁfﬂ él]ﬁ-b»e»?f

AE R F—7 B QI CHB T H R EGRL A G WARTH A
BARM Y. AKX PR EHELSYTABIT RS Ot ik &,
HAZETFEH IO BRRAMARZTHINER TORALEANHRILDY
(Rf3h4), LOSLBEYRE—FHIEHTHEAEKR LERETLHY
RGN E AN T RABRESNET AR ENHRFENRLLY, &
i%nﬁ&% (3R F . IRER. BEA. BBHFREN. HEKEHA

F OIEEBRAARER . PTE WAL T A T457 &) ﬁ&ﬁd\«?
%%f,%ﬂ%%imM&% bW EF, SR, SUERKDIRE

fuMﬁﬁim&mKW&%&Mﬁﬁaa&)mﬁﬁﬁ-&m&%ﬁ
X a4, iR, MG E. BEK. SMARE AR, Ko
ok T RE SRR, FEobEAESTAE,

9
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TR F LR R A TR ABART RS T BieIlig, BiE.
HEBEALAE, EHwE s, AEZRFALDAE IR, A4 E3E
AN RFTERARTN. CRAEERTRIAER, BREWHR 45
FaBRBE = 45, FABR4N; AMBRAS, ROUMIEER;, ROUWBEE, HIEK, 5
T &5t AR BR BE 3 4o E S BRAE Ao kR IR BRAS; AEJIRER; MHidihdeibAih. 4%
Fib, Zhh, BhRERS; EETF. AEFTAREEFREEMN;
LB RAY, - Hsh; BERSBE; FosKAE49 5K E4k(hydrolyzed cereal
solid), AR ILE R EMAASMEAR . FAF] . HEF . E4H]. HEA.
WEAN . BEHN. FRANFERATEHIHHF GBI,

KPR A T EZMm 0 RALMRE §WmINER TRazhY, Fik
M LS EIMMNRE TN D AR —RGBHEZEMLLY. b, B§
WHIF L84 0.1%E 90%. KL 1%E 4 80% M EMLESY. X
Z G LA BB RIA T AR BB H EHX, @ RAEF . AH.
IS E R A FA BRG], X HH TR RY Chetd Fikdl &, HlA
TR RE, FlHE,. OR. BRBRATFEHE. Bk, )ﬂfﬂﬂ&&)ﬂéﬁ
e T B AT F ik kAT BEMAESY S BB A RS, WwRE
%%%Kﬁ%&%%ﬁﬁ,ﬁﬁﬁ%ﬁ%aM%,mAkﬂ%ﬁﬁéﬁﬁ
S RB A TR A FIRERA S,

ARB. LA RS EUR ARB Kit¥. LAR 4-BEAKBELG )
TG L EETREAER, Hlded B A RARBIRE 4 A 06 57 F) E414
1R . TR a R F QI E. iR, -PA. BB, 4B, M3 K
A RALE. AT, MELR. REBFFRFEE, RGhE
FoihE IR y% 25

FHRASHUFNTRETEFEE, AT X, Bhs)heyFt X,
-l Fo | AR AL,

RERHERRSORER THEFARANE, LEAS MG TE
BE L kil 3

BE, B oRERRALPGEYE, BE, PR TEY 75 kg

10
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HEHHKXLYHBFNEAE 0.1mg £4 360mg.

GurETT A TR H TELEHB X, PR EH XA F R4S EL,
AWM EL B NCSTHEATELENETAREN Y 20 £4
320mg 69838, BH RS AR TUAFERFRRILZR, #40h 20mg K
40mg BV 36 B F| 44, 8w E2H K 80mg, H it —F ¥ EH X 160mg
HEHRX 320mg. L4V 24 A VL 80mg K 160mg &9 F| EHF R — K H,
HRARERNTES., HEGHNETUASREFR. PFABLEA.

3T 4- K KBLE G, Rk 4 F) B 245 X R Bl e K A A,
£ e84l T4 50 £ T0kg LWL 1mg £4 1000mg. KL%
Smg £%5 500mg. £ £ FHLL 20mg £4 320mg & FTiRLAS Y, HRHE
B —x,

A BRI EH QLR HEREN AL AN ERRS.

EAAFAI: ARB. LALRLVEUR ARB Kilthh. LER
4-2 KRB S A AR R i B E GRS A 4E A

AL AT el R Bk, EITA TS ﬁttufml HEEE A
S RE, HALEH PR, b EY, SEH. S TRDIKE
S AE, ﬂuﬁﬁiﬁﬁhiﬁiéﬁﬁﬁ$waﬁ)wﬁﬁﬁ & oo b Bl
. X AR, iR, WHMREGE. BRH. SPARERRF. Fibk
e % AEFTRE Bk K. FE bR EXENE,

seoh, REXPEHRATHRE . BEEBERET b REENTH
I8 B JE G AR K R GG aH), PR 84 5 5 3R A E 4 5 R S M S ALIE ST
S EP, LK. EHARDRESIE. TIAGEH ML RS
MR E SR AAE). S A RIB. A MBE . X SA4E. AR R, Mk
@/ BRA. IR E R, KR RATAR ABTE 6 AR T
A FEAEAERFAE,

Hit, ALALGBRALRAGASDESEE T AL, Fridddh
AT . EEEERAET G MBRENFHERFFRE, HHAEH
SPAESE, st E P, SGF. SHRERFIAREAIE. TIAGLY Kk

11
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KR EWBME FAIE), SHRE, BoOMMB. X FEH&E. et
K. Bk E. #BEAH. SFALTER. FHROEHYAR. ETATH
IR AT B, FF oA RRFAE,

LR MFCE LA T FERBER:

520 2R84 it AREFHERFEFA T HELE AKX
a0 RRAAR 7 vA B & R(cartridge-based)fn J 38 R Z 5 AT o B A 5o, o R
HutmEt il aERs. PRE. EZEANAARTRHFAREE
445 vA B AR T 200/110mm ¥ o /E, DHELHIRR. M S PIETAY R
Z T 8] AR SAEAT I Foon AR TG BT R RA B EREE ) 30 4%
22 I REKRNEEHTRAERE, HTBEEFMOEEDHY %, £8
Z10amZEARERE, FALEFEI 1.5ml A AAFIHLRE, ALH
3.8%ATRBRAA(RAIL 1:9)%) 21 THBA AT A ERE. A 11 X
Vacutainer & (4.5ml) W4 X AmE G LR ELTOmI L h-frERE
oW, W—EERAARTBAALFRBITRT. EXTAKRTEL
37°C FEH 60 24F, vAikZE| 10nM. 100nM. 1xM. 10xM F= 100uM &9
AWAERE., FIRNHEZET VLR AT 4-RERBA S BT
BF, VARE] 10nM. 100nM. 1pM. 10uM #F= 100xM #3RE. HiViEfe
4-BZERBEAF T EORELTFRTET XK FERESTHFLEK
FETEE A, PR 6974 57 do R R P38 T HEAT BRI 3806 57 64 B A ERAF ),
HN 160mg 4G, HE b RRET HE 75uM, mhRF6d4-£5
SR BE R AR A A B IR 8 10%. R AT R ARBFR 60 S R F- R H
BLp S 4e e - B R B A B ER., HTBETRAWEE &
i, Bdg Al A F . RERERLBHAR Y& SRR
FRGAR HAT.

B R
A. B
F AT R 3 Ao S RS 1200g F & 5 5047, ARFE o) R

12
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R (PRP), ¥EBRBEEAZRTUME 1 PEARA, AERETHE
7M(Coulter ~~7], Hialeah, FL)* /> PRP # % #4740 g4, A FA&
449 e A e A4 o ARG R 3.50 x 10%/ml. A SuM ADP #= 5uM
IREFEFRDRBEEPA). FFARKSHA S E Chronolog 4 4
(Havertown, PA). F 4 ii Chronolog & /%% &+ (Lumi-Aggregometer, &
% 360-Ca)yft T8 EHE., SRENLRN LR 1HERRGELET /L
RAEOE(Yomax) R, AR IR REAR, sTRESHZKLK 6
54T, FHARSE B R L4 Z A AR ATHHT, 5 I Ruggeri ZM, Semin Hemat
1994; 31: 229- 239,

B. &

1% 7 % /£ Abbate R ¥ A, Amer J Clin Pathol 1986; 86: 91-96 ¥ # i 4m
Wi, MEFZ, HehAvEEERAYA 0.5ml TBS 3 1:1 # e BI##,
KRG BAATRRIRY ., WERAHHBNERRELARTILY, 54
Hhig E 37CRE S o4F. RE, BERHBERNZILY, BT EHS
BREMAP. A 1pg/ml BRERE G R AREE, ol RmBEEAT AEA
Agerolink" 3 ##) Chrono-Log 4 @25t £ iH#47. ] RERE M & L
TAOET, FFUARIGL .

2 oo A X m AR

i AR A AT M RAR R R e MR AR RGE . CD31( MR AR
o e, 5 £ 2 -F (PECAM-1)) . CD41(# & & [GP] IIb/Illa, (IIb (3)).
CD42b(GP Ib). CD51/CD61((v (3, H3KiEZF A TR). CD62p(P-LHEEH).
CD107a( 5 B B4Rk 49 X W9 & 4 -1; LAMP-1). CD107b (LAMP-2).
CDIS1(fz 48/ A & tetraspan #/R-3; PETA-3), AB4THH L EEG R-o
8 PAC-1(PharMingen, San Diego, CA). f2/\#&-& fm ey 48 ZAEF &
AL B 422 fn S ARATIR S 6 R EHAR(CDIS)A A CD14. £ @mi/E
AT IR BATIRAE . dn AT B 2 RS (S0u) A 450ul Tris 459 49

13
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2 7K(TBS)(10mmol/L Tris, 0.15mol/L RALAA)#HATHE, HBiLiBAAR
8] Eppendorf & 2 R#ATRAE. RS, GENERF N Sl 48 E AR,
FHAH BT 30 54, BYE, A 400p] 2%69% F e KE T BT E
&, %= Gurbel PA ¥ A, J Am Coll Cardiol. 1998; 31:1466-1473 ¥ Bfi&, A
IR T W Z K TS 49 Becton Dickinson FACScan X &8 8947
Moo, BHEEFEFEX BT H ML 547, 4o Gurbel PA FA, Am
Heart J 2000; 139: 320-328 F Arid, P-##BE AU EET 5 AT,
EECRBAFHRHAIBE G RART.

& K AR ATAL

AN 3R ) B HTAL(PFA-100', Dade Behring, Deerfield, 1L)2 —# &
RAHRE TR BT RG M b b AL EE, RN Kundu SK ¥
A, Semin Thromb Hemost 1995; 21(3% ] 2):106-112. #11%5 & F-&-F7 & B 14)
HAAHF XRREAWME A FFG I REEGEE. AASHERZ—X
AR AT,

BAREATAGLZORCRBMENRERLHKORG L&
(cartridge) #E AT b i& dn -|s 3R b §E 5~ A7 & X X B (RPFA-ASA, Ultegra(r)
Accumetrics /23], San Diego, CA, USA), RSB RESVEAKSH) . Ko
- REE RSN NETF, LR BRAORRZ A HERE. KER
B ih o )N AR BE R 44 ik B F LB o e AR AT SRR R P 4942 . AL Smith
JW F A, Circulation 1999; 99:620-625. Ultegra(r)®| & — X B4 #47.
BFAEAT— & LA R IATR N, ERAFANESRERTLT
REEFEE,

%t F AT

FrA bba 3 ) B ATH L, AR AL A 1e/4-2 04 K B2 45
IR G d R B . Ultegra(r)% & . Dade-PFA 100(tm)f= % /KA ik
ey R £5%. 12/ Mann-Whitney U ¥ 047 S 38, EASHF K

14
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35 $HELSE &7, BB A PAKGER) AT, HE/E p<0.05 £
EAGFEL LR EN. B8 A THATG T F M4 SPSS 9.0 ik
#2 4 (SPSS 4 8] Chicago, Illinois), ¥ FTA BFR AAek g E50HHIE
AT E 3 H5HT.

AR R P e REER

REEHEHHTEFTRFTRAERLLE TREARE 100uM FEA
* ADP #$6  ARBEEGIFHER, ERY M E LBREF LR
BE. AR, A 4¢-BEAABRESTEREFT A 1uM F= 10uM 4RE T
HIELREFIFHEE, 125 ADP HFHBRERFETH4. 5uM ADP
Ao SuM B ERE R MR F ORI B IR R 1 FTF.

% 1. PRP fu/ ) &k f

iy i Ev) 4-Z R B G 2
(@-ZE KB A S )
R RE p-1& p-1& p-1&
H5X %48 A& | VE4EEXALB
74 74 B4 a4nEE
SuM ADP #5369 5 fo ] R e R 5 R (%)
P %) 7548 75+8
10 nM 74+6 NS 7546 NS NS
100 nM 7548 NS 7618 NS NS
1 uM 7617 NS 7749 NS NS
10 uM 7548 NS 76+8 NS NS
| 100 uM 55412 0.0002 7749 NS 0.001
SuM B LBRE HF 60 F ) 3 fe R E(%)
A 78+10 78+10
10 nM 77+11 NS 77+10 NS NS
100 nM 76+10 NS 7619 NS NS
1 uM 7846 NS 54+11 0.0001 0.0001
10 uM 7549 NS 56+13 0.001 0.003
100 pM 7617 NS 5249 0.0001 0.0001
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2o F 44 do MR B

Hiyiafe 4- 2R KBAB I EALTERCEARTF &7 1pM AR
REAFFHALDBRBEER, S TREMMCEHREF TRMEEA,
12/ 4-ZR RBA S ERTRET RO DBBEELEEFRK. REK
8 F T RBE R R R 2 T,

k2 Afad ] IREEE

T &V (V) - R ABE G
(- R BL AR SV )
B RE p-1& p-{& p-1&
P XX 5X44 | VE4BERR
74 14 E4riatate

1 mg/ml BB & @ 35 ¢ 2 fo FRL I oo /] ARUER SR (BRI

Ak 29+7 29+7 ]
10 oM 3048 NS 3248 NS NS
100 nM 3017 NS 3149 NS NS
1 uM 2747 NS 1416 0.0001 0.0001
10 pM 2946 NS 1618 0.004 0.001
100 pM 2048 0.02 1748 0.01 NS

& X Ao MR 3 58 5 HT AL (PFA-100™ #= Ultegra®)

VLI E|: MA fo MRS 45 (Ultegra) 89 8,V , W4A-BT 18 (PFA)X A 18
EOF ERBMER, BFT SWEAFF T HIBF4UER. 5o h
BEREEBREFFORELEN, 42X RBARB Y EKGIEEH %
Bt MR, K3 ETAEXSHNBFHREAR TR,
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£ 3. X904

S B (V) -5 KA )4
(@A KBAHY )
HH R p-1i p-1i p-1i
A8 HA44 | V5 4-ERBR
124 24 A E VAR

AR EREARE G &4 PFA-100"™ H 48 1H] (#))

P39 201422 201422
10 nM 187430 NS 179+28 NS NS
100 nM 209+21 NS 190+24 NS NS
1 uM 268+19 0.02 259420 0.03 NS
10 uM 278420 0.02 257425 0.04 NS ;
100 uM 200+27 NS 232431 NS NS |

Ultegra® (2> #8516 #4547 4L

EY] 159427 159+27 ]
10 nM 164+16 NS 177+23 NS NS !
100 nM 160229 NS 181+31 NS NS |
1 M 129426 NS 134+29 NS NS |
10 uM 130+31 NS 119438 NS NS
100 uM 152419 NS 168435 NS NS
2 d A X @ik

R 438 4- 72 K R BEE 407V 328 F 2 403641% GP 1Ib/I1Ia (CD 41)
Fatf & & R 54 (fibrinogen bingding, PAC-D)#y k&, H# H 4-BE K
BASYEALHRETETARERR, RYTERAEAZHNETAR
1% CD41 R A. Bt R BEB Y fo bR EE P-AEFREORE,
R AR E RO ARG RE, [2ASIIER -2 RBE S EZ HiZ
BREAGHFELLNER. AGER 4R ARBAS )BT
PECAM-1 (CD31). GP Ib (CD42)#= LAMP-2 (CD107b). PETA-3 (CD151)
VAR N5 - B S ROARAL(CDIS1+H14) A A ET A, AX @A R4
& 4 Ff®,
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oW ZE16/215

£4 A 4 m R RBES YA 2R 0 R RE S

P o

B R E

%V (V)

p-1&
5 XK & 48
|24

4-F 5% KBS P
(4-Z5 KB A %) E)
p-1E
HE 44
9

p-1&
VE 425 %B
A4 seAm ik

o0 K R s & 4-F-1(PECAM-1, CD31, logMFI) # & &

A& 69.2+10.3 69.2+10.3
10 nM 71.8+11.9 NS 74.2+13.4 NS NS
100 nM | 70.6£12.6 NS 69.7+15.1 NS NS
1uM 74.5£16.2 NS 70.3+16.4 NS NS
10 uM 68.2+16.2 NS 73.149.3 NS NS
100 uM | 70.6+15.8 NS 71.2+15.5 NS NS
oo A8 E & [Ib/Ia #/R(GPIIb, CD41, logMFI)# &4
A% 521.8498.2 521.8498.2
10 nM 531.2+102.5 NS 505.6+77.8 NS NS
100 nM 502.9+112.7 NS 432.7+116.8 0.03 0.04
1 uM 498.2494.5 NS 427.2+114.1 0.02 NS
10 uM 506.7+100.1 NS 515.9+156.2 NS NS
100 pM 455.2499.6  0.03 | 529.3+121.8 NS 0.04
#%% & Ib(GPIb, CD42b, logMFI)# & X
Ak 246.4126.7 246.4126.7
10 nM 256.4+31.4 NS 236.4+18.7 NS NS
100 nM 248.7420.9 NS 267.9+39.4 NS NS
1 uM 264.8+18.2 NS 255.5+24.8 NS NS
10 uM 244.3+46.9 NS 249.7+41.8 NS NS
100 uM 255.9+19.7 NS 248.1£19.5 NS NS
o AR I % B £ AR(CD51/CD61, logMFI)# & i%
A4 11.244.6 11.2+4.6
10 nM 11.946.0 NS 12.144.2 NS NS
100 nM | 12.145.1 NS 8.543.1 0.02 0.01
1 M 7.843.6 0.01 8.1+3.8 0.02 NS
10 uM 7.6%£2.3 0.01 7.245.6 0.01 NS
100 uM 7.34+4.8 0.006 7.613.3 0.01 NS
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03810864. X W B E17/21m
P-4 5% 4 (CD 62p, MHFEME )M A&
E-X) 9.113.8 9.1+3.8
10 nM 9.8+2.7 NS 9.3+4.3 NS NS
100 nM 10.3+4.1 NS 10.245.4 NS NS
1M 7.243.2 0.03 7.3+3.7 0.03 NS
10 uM 7.243.6 0.03 6.9+4.2 0.03 NS
100 uM 7.8+4.2 NS 8.9+3.8 NS NS
5iEsa4 X 4 E 4 -1(LAMP-1, CD107a, logMFI)# &£
[ AZ 8.743.2 8.743.2
10 nM 9.143.8 NS 10.243.6 NS NS
100 nM 8.9+2.7 NS 9.0+4.0 NS NS
1 yM 9.4+3.9 NS 6.6+2.9 0.04 0.02
10 uM 6.5+3.2 0.04 5.8+3.2 0.03 NS
100 uM | 10.1+4.5 NS 8.0+3.4 NS NS
b BthAg £ 4 G -2(LAMP-2, CD107b, logMFI)#) # %
A% 6.6:2.1 6.6:2.1
10 nM 7.6+3.2 NS 7.743.8 NS NS
100 nM 7.0+2.7 NS 7.0£3.0 NS NS
1 M 6.8+3.5 NS 6.6+3.4 NS NS
10 uM 7.1£3.3 NS 7.243.9 NS NS
100 uM 7.243.8 NS 7.1£2.9 NS NS
Ao\ 38/ P & tetraspan /8 -3(PETA-3, CD151, logMFI)#9 & i&
K 88.7+24.2 88.7424.2
10 nM 84.1+19.7 NS 89.4+18.2 NS NS
100 nM 91.5+23.4 NS 92.74+22.2 NS NS
1 M 81.6420.1 NS 90.5+15.7 NS NS
10 uM 87.9+18.3 NS 84.2+31.1 NS NS
100 uM 91.7+22.1 NS 93.4+27.4 NS NS
At AR -G IR EL(CD151 + CD14, logMFI) & 2,
A% 92.2419.3 92.2+19.3
10 nM 91.2420.5 NS 99.4+29.7 NS NS
100 M 88.4121.9 NS 94.3+18.7 NS NS
1 uM 93.5+23.8 NS 90.7+20.5 NS NS
10 pM 96.5+18.7 NS 89.2+18.7 NS NS
100 uM 90.5+19.2 NS 95.6+19.9 NS NS
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03810864. X Pom B #18/210
#% 4 Hb/Illa (FHE G RS, PAC-1, logMFI) &) 75 %
AL 10.3+2.8 10.3£2.8
10 nM 9.3+2.87 NS 11.014.5 NS NS
100 nM 11.2+3.4 NS 9.0+3.3 NS NS
1uM 7.0%£2.9 0.03 6.742.7 0.02 NS
10 uM 6.9+2.7 0.02 7.543.1 0.04 NS
100 uM 9.9+3.1 NS 9.9+3.0 NS NS

AT REFUR FREIGA LKA, K, kLA HF R AETH
KR AL AL E.

E34 1
SR ERMWE T ik
(S)-2-{(4-F R - KBLA)-[2-(1H-974-5-3)- B X 4- A FA|RA)3-FA-T

BR
\(\)\KSH

OH

N
\N—NH

# 6.7g (S)-3-F E-2-{(4-BAK-RBLEK)-[2'-(1H-D9 " -5-5)-BL K 4- R F
A|-RAE)-TEBIEMA 60ml FEEFH4HE 0C. 45 rAmN 2.25¢ AL
MHURFRBE TR RAMBRAIKT 27CHRALR). KRAMHAEZTR
FHH 1. ATRE. BT RTRFA N ABKERERAL,
BEMATFIR. AERE, BiTE#E0B(RkREHE, 240g 2K 60,
KG40-62 #ok, A R Fh. FiE. REKGB0:10:1 v REEH)F
W, $AH B SRE. BT RTR. A 2N EBAKEERER
H R TR, REEHRASHAZT TR (60C) 3 X, &3 (S)-2-{(¢-
R -RBA)-[2-(1H-m97-5-3)- R A 4- A P RAIRE3-FE-TER, 9
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&K ([o]p'=-58° (c=1, F&). TLC-Rf: 0.18 (FX/T B LB/ — R F A/
¥ B 16:40:40:4)).

A2 48 B HH(S)-3- F K-2-{(4-BA- KB )-[2'-(1H- W £ -5-35)- B K 4- &
FE)-BRE-T BT 4o F 4 &

(S)-2-{(2-RA-FE KA T H)-3-2-F A- (L3 = RAK2-4)- B BA]- K

PIRR PapevEss
0 7
S
®

N

3% 13.8g (S)-2-[2-RE-HKEA-AFR)-RA]-3-FA-THRFELEBE
(£ EP 443983 P A #:i£ )5/ S0ml —R TP, %4 Z 0C, A 23.8ml
LA = F 7 Be(Hilnig )L E, £ 0CTRiZEAY T i 3-2-F 4-1,3)
ZRRIR-2-R)-ABEER, HERGAE 40ml —H TP 8.9g 3-2-F
Z-[1,3] = & & ZR-2-2)-F B (Tetrahedron 37, 307, 1981)#= 10.31ml(1-&.-2-
WA A R)- = F R B (Tetrahedron 54, 9207, 1998)%| &-#F%|. 3 B M &
CMETRTHHIA4 R, ZRETFHAHIER. REE2XRFH 345
AN 3-(2-F A-[1,3]| = BRFKR2-K)- AR . KRERSGWAZRE., BT
LBRTES. FK. IN EBRAKIER. Kbk, ARBRATIRIFEZRG. &
Heik &84 55 (240g AR 60, 40-63 K, BB/ TERTE 2:1 £ 1:1)H
¥EWE SOCTAZTRE, FELEHO)2-{Q-RA-KXL4LTF
E)-[3-2-F A-[1,3] =8 R3R-2-K)- AR A |- RA)3-FRA-THRFE, He
&, ¥HHKE. TLC-Rf: 0.23 (& 0/ TR TE 2:1).
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(S)-2-[(2"-RA-BKK-4- K F K)-(4- B M- LB K )-FA]-3-FR-TRFB
\HA/E\ KO\Q

N

# 9.8g (S)-2-{(2"-FA-BAR4- K F H)-[3-(2-F A-[1,3| = HKIR-2-K)-
ABA]-RA)-3-FA-TERFEZESEE 100ml W&AHT, A 50ml IN
SBMAKERLAE, BRROWAEZTETHIE 6.5 M. AEZREHA—AYT
HEI, HHAARA Kk, AABRMATER. ATRE, RLAHFAES0CT
AZFIR 1 DA, FR(S)-2-[Q-RE-BRE4-X T )-4-BAR-LBH)-R
A)-3-FR-TERFE, YBRERMLE., TLC-RE: 0.18 (& hE/ T8 LB
2:1).

(S)-3-F -2-{(d-BAR-RBA)-[2'-(QH- T -5- X)) R X4 A FA-RA-T

B F B
T

A 20ml = F K F 49 8.64g (S)-2-[(2'-FA-BRK-4- K F K)-4-FA- K
BtA)-RE)-3-F AT BB A= 12.71g Tributyltinazid (Aldrich) =& 28 I~
B, A 0.5N REARKERA T RS, KKADM B A, B A K
EBR—K, SHKARAREBRKEZRB. A—RTRER, AKkE.
RENEMNER. R, ARRATR. REFELZTHR. /52 =4 )3-
FA-2-{(4- B RBLR)-[2-(1H- 9 -5- 5K )-BR K 4- A F A - RA - THRF
B, AAFEBIK., TLC-RF: 0.36 (T R/ =R F 5/ F B/ F B 40:40:40:4),
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(S)-3-F R -2-{(4-BAR- KB A)-[2-(1H--5-F)-BER 4- K FE|-REA-T
5 |

\—NH

¥ £ 160ml W E =k T 84 7.9g (S)-3-F £-2-{(4-RAR-RBLA)-[2'-(1H-
el SR R4- A FR-BA-TRFEATE. £ETF. T 15g &t
£ (10%)BETHTEMN, HERIEF, WREOWTEFATRE,
3| (S)-3-F K-2-{(4- BAR-/RBEE)-[2'-(IH- W 5-K)- K R 4- X F A|-K
El-T#, H/LFHEMNEK. TLCRE: 0L I(FER/ZK T/ Fi/ Fik
40:40:40:4).

BARARBELE L REFTHMERET KL, E2RFBEALH
Fr a3t it 7 R AE AL I R R T,

BERRBFE BRI AL LA AEE, SForl ik
TAEF| b —4F,
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