[19] i NREFEERMIRERE [51] Int. CL
A61K 9/14 (£006.01 )

. . . \ A61F 13/00 (2006.01 )
2] AEFMBIFEAFRBE  r 200 cos0r)

[21] RS 03809309. X

[43] ~FH 20062 A 15 H [11] 2AF S CN 1735402A

[22] gigH 2003.4.24 [21] e&aig= 03809309. X [74] @A bt ERITES BT
[86] EBRERiE PCT/US2003/012746 2003.4.24 REA  HIA  2RAE
[87] EfEa%  WO02003/090684 HE 2003.11.6
[85] HENERMEBEHEL 2004.10.25
[71] BRiEA  KPHEWE2AERA A

it AR KR (3 MR8 R
[72] %8BA J-E -« &/R¥E R-E- &K

DR - §E4gEd

BOMZERAS 2 00 BRI 45 32 7T I 11 1T
HIRARLIH 19 &rBE 1 T

[54] REAZHR
TRA=IRNEDHIREDHED
[57] A%

AR R T T AR K =ik &Y
HMREWHEY . FTIRREWHEGYIRE KA =N
WA 40 - O - FRILLe b 7 W2 R AT AW (P ke
AT -1 MR T ) IR ESYRM A K. %4
BT 69T 0 B R R AR 4 5 R4 O AT
AR . AREWIEHIR T R ESWHEEYIETT W



03809309. X W #® E Ok B 1/29

1. A THRIEZIHNSHEZINMRERA LG RAOWALSY, E4A
WA

(i) 20-70% € = 49 KoM R At Fo
(ii) 30-80% EF 8 K IR 14, LS HEA U TEMHX:

'H, CH, OCH; OH

£+ RAZ CH-X-OH, X Z4H 6-10 MR T A4 R X405 4, SA7
RSB E 2| ¥e.5 5 mMICAERRET, TAHBULEERAI S @A G0S
DA ERARE TOATHEEIREL S RILZ B AU RHGELY
J&Ht.

2. ATATRAGERE. XERLGAHRERAER 1 894859,
EF 880 asTEMABEGRER, ETHRITAR S Z4HMEHL,

3. RERFRRK 2 928804, ¥, BB FPHREOMEM D TEY
i 6 R M A

4. ATFHTREGERBE. XESLHHRERFAZR 1 4840,
E AR RAOMAEM R FRALLEM IR T GRER .

5. A THTRRGELE RN 0 GRBARFIZK 1 694869, HFrrik
REVERMRA TEFTREFHUR LARGHF X,

6 ATt BRI 4 B R F 69RERA B K 1 90, &
TR HOLETY KB X RT 50T BEMBOGRSTBEGRE,
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7. B T @B R & 6 s fid 1£ K IR Z 1A (G ARIEAR A2 K 1 6948
W, FFIRRESWRMBEA —ANFEF T E AT AL,

8. REARAER 1-8EE—AFAMGESY, L+ RAZ CH,-X-OH,
XREAH 6-10 MR Ty Hedm A,

9. REFERAER 1-8FEE—RATRMESY, L£F REZ CH,-X-OH,
XZREH 6 MR FHAEMRA,

10. RERFIER | 698464, LPHEGROMRMEZ G TASE
RO ROMELSMmE.

11 RERFIRK 10 92864, LFHRTASBRGRLHiLaR
JLBE. REXTHFEMNGEEY.

12, RERFIERL 11 94864, ke BIatit f B1-5 X 8.
K-d-A X BEFR-dI- A X ES.

13, RERAIRK 12 49884, 1P FTRILEW e ne RE H Bk 4a
S EFH 35-80%.
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S RKIZ WA K SMBEH

& B AR
RERAFRRASHESY, LaeA 40-0-BEARA-FTHELMMADY
M RAVEMER, ETFHREARA 7-11 MR T.

AR

EMEERRIKZFNAY, BMRNESHLEHS TS B LB TE
B (B KA T )Rt & 89 (Vezina A, J. Antibiot. 28:721(1975); £B ¥
#15: 3,929,992; 3,993,749). FEXF LA U T4 TF4M:

B R A RAA MR A B (R E S A 3,020002), MUEAIERT
L ARFRELRRAFRSN, OFEATEREERNBEEEF):
4,885,171). F-FIREs ER M o M ok i (R B i SO B K A A K K
Martel, R., Can. J. Physiol., 55: 48 (1977). #HLHEfF 6947 % (£ B + A
5,100,899)F=37 %) - & ILém i 6 3 78 (Morris, R., J. Heart Lung Transplant,
11 (pt.2) (1992)).

R X — e A e A & T8 MARIKE S K £ A F B A
ReFZHty HEHRZERAF. it FHEERMETAK, 4= 20mg/ml, Bt
R BAH| RIE T RN B ZAAEEHELSY. A LBk, A% egaT
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Bfatt A O AL k. BEHFTWMER LM 31 F= 40 £ AR H RBE
B, ABLAE. AbeRbt A TERER, AATH LA LR(EE FA: 4,650,803).
RABARBEELRT 2 THELTHTAY, QLA —BATAM(E
B+ F: 4,316,885). LEBAITAH(EREF: 5151,413). FARBGEE
+5): 5,120,842). £AB(EE+40:5362,718), Bink. FA. it
e AT A Y(E B F: 5,665,772; 5,258,389; 6,384,046; WO97/35575).

KRR

—F &, AKPOIEATRAFZHS WL LI AMRIRA KIS
Bt ., HAASMAA (i) 20-70%E & &) R AH EMFa(ii) 30-80%
TEHRF=MHsY, EREMWEAATEMX:

ﬂ?RiﬁHﬂHﬁLXi%ﬁ@m¢ﬁﬁ%ﬁﬁ%ﬁi%%%im%%
R ASHBOKE BI85 mieafay, A BEERA LA e
WY ERE S TFA4H T WMEFIIREE J) (everolimis) K IR Z kA~ i FF)
H A REMIRAT.

FE—NERFER, BAGWA TETREGFERE. KEXLD,
5+ By T A ST 69 R R A R, iR Ye B A A AL,

BHANFERFETY, BT HREMWARM GENTERES BT
Ao

BEX—ANEHRFEF, BEWA TETRENERE. KEXE,
FERZ GRS RMFMSHTH RGN G, FoBEHNETALE
M RER, FlrBERFBYIEE. LT GIRARE,
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BAAMETRA TR ERGUARIG D, EFPESMWAEMAAF
ERAEEZHER EAKRNGHF AT X.

FEHET AT ALEBRGHLAHFBFRE, Ldeiaspmess
T RO XRT 50T REBGRSMBEFHRE.

ER—ANREFET, HEGWATAFEEAE G M0EE KK
o, Lot HREMERMER —ANEEERMERARE, ETHE
TEFEE LA R 4L,

BEERIIMAXERAEY, E—NEEFETF, KEDEF T LEMH:
A F RAZ CH-X-OH, X 4F 6-10 MRRTFH A&k, A5 —/NF#k
ZEY, RZCH-X-OH, X ZA4F 6 MRRFHHELA.

EFH—NREFTEY, REVARMOGENTRBREMELY. A9
THBROMG IO RIAKR. RELUEPFEMNEEEREY. 54
R e RI-AXE. R-d-AXEFR-A-AXE.

EH—NEHRFTET, KIRZHAWA I RE A LS HETH
35-80%(E £).

BFAFTLEAMET KL EmEE, REPGXEUABRLTHE
W fedd S EmFE.

W B gk

B 1 RJUACA-H 6 Aast B (Rm 1E)48 %4 5 8RR (- 857K ) 64 -
sTEBRKE, FCHBA 40-0-2ERK; EOEFHRIREE ] (40-0-
ERCAETWMEE), ECXHBRATHEL, SCZANMRESE, FSE
7 7% R E AN,

B2 RE3IBFTEBRLANYG—NERATEBRNOEH LB LAY
hEFRAXR, B2RAIXEHNKERS; B3RZIEHTKKE.

Ha4ZB 2N XRFARENEBLNKTERAKE.

B S5 E-ANFHRENTERRESNXRGHE BAKXE.,

B 6A A= 6B REM TAEXREWEREIRGREWEREF EHTE
A.
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B 7 2FEDTERREMWEREREREA TR ELTHMEGFE
k.

B 8A = 8B RAFH RAMAREN X FRBARE LS ¢ 2KA.

HIRXRIENMEFEEHARBTER.

A 10A-10C R EANRL B X R 28 R EHEZFMA.

B 11A-11C REANSROMAENLBL IR 28 REHOETHRF
WA,

A 12A-12C #= 13A-13C REANSRBEE G HREWEAELBL IR
28 REWMBETHELFMA.

B 14 B—AMAXGELEFR, FFTLE 12A-12C FFAXR
Bms, Ems FRFBITHER, BROSG LT A,

B 15 REFXRIEANG 28 Ri, REGEREBGEG KA.

B 16 27— AMBRIERZKE, Y ARG E, X #5 XRENT B/AGK
L/FHBR) B L&

B 17 RAELEARSWEMGE-dI-FLER) LB H 24 % & (gt
BHE (D R E . EOE BRRIRRES L0-0-BRATATMER);
FwFHREK 40-0-ZBLAEEATHEE.

KoL
I. &3
EAERE “EEE” 3R EA o TLEMGLEH:
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BREMEARY “BF LI

“40-0-Z AR ABRRGTHER” REOMWRERTHEERLES ST
40 £ 89 2 X 2RI E BRI R G4, Blde, 3t 40-0 BATHEA,
F(CH),OH RBEEL£A L EHTET 40-0-BEXELTWMEE,

“URGER A" IEH T EMGLEY:

CH OCH, OH
—ﬁzg \l/(,n]
I\ CH,

il
B

H,

~.
I
0]

i+ RAZ CH,CH,OH(Z A ZHRL).

“HIE” RIGROAST TG R AR RIS TR GH T, X
SMEEE. A TSR REN, EREGHATEGERIFAE
PR e RAFIZRAE., S EXRENE, NEHABELZENHA
KLAKGHRBE G ERFd TRENTE WK BN R0 E IR 69 DA
R T FRFQIERAFC. A—Z A THERSLEMERELE, FEHY
B BIE AR T BRI B RAIFIL. A TBEBHILESHEF
A& 1e RAFICHRZILIR B E EABATH)H LR B A TR A A 09 2E 4 0 B
A STRBREHG D, BRAIFCREIBLAT. A F BRI B E K A7
WH R, T TFATFIRHE K, 6 ERAFICH A BNERE BT K 1T

y.

. R&Hatd

RE RGBT RAWAEW, HBEWAH 40-0-£ A KA (C7-C11)
BN T MEENESY. ALeithd, THEERCHESTEHNAE
MFRBARAK, KRBT EHEABHEA. ERZAT, X% 40-0-2



03809309. X o P 5Ee/32m

AERAETMEENTAYERAROWEM P, EL5FL5 EEinER
BT ARBEEGEDFRE. AERSWF T EENAYZEE 40-0
%ﬁiﬁﬁ?ﬁT@W%%A%'

(H ((H OH

O O ~0 CH——CH
' 3

F+ RZ CHy-X-OH, X 24K 6-10 MERFoy A4 3 L b2k, —A
KRFTET, XREA -0 MR TR AR IBRE, 34, £5—4)
ERTEY, XEH T-UANAERT. E—AMRiktdThrEd, X 244
6 MR T EMSE. £+ RAZ CH,-X-0OH, X2 6. 7. 8. 9. 10 /%
RIS M ERI T 9FFRH 40-0-B AR L. 40-0-24F X . 40-0-
BREE. 40-0-£EXRXEF 40-0- B4+ 4,

B 1 REFJUA 489405 5K Rm )86 ¥4 H%E. Rm A
TH E R KK (Biagi G.FA., J. Medicinal Chem., 18(9):873 (1975);
Ichihaski, T.¥ A, Pharm. Res., 11(4): 508(1994)). Rm {&4% & i ] ¢ Biagi
%, FBRAR-% 5 ERBABZ, kR IR XIS AEAMH H A
FodR A6 B RABZ ] 5Be. WA LAW At T/ EE RmE. &S
&% R A HPTLC-RP18F £+ N\ ECH A 4 & &35 & (Allitech63077). %
A KL R B EFRE SR (VIVER. EES K 254nm TR, T
B 1, ATAFHESHGLERRM E): FHBRE 40-0-24 LT
FE, TREFHRRELS 0-0-BAZATHER), TEHBLEMW
FE, ENZABRELSE, EEFHRMELRL, k-1 20
Y $hAEE.

OCH;
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-1
A W Y $hAFE(E '
40-0-ZX A EMEE 4.667
40-0-Z R LA EMEFUREL ) 3.966
CRCE %3 3.860
HASBE 2.659
b R A 2.341

" A 1 HERA LI MRS

Y AR AT, AT 40-0-2 2 R E T EEGHAM XL 40-0-
ERUATMEERRBENK 745 40-0-BRCAEMEE R LE W
FRAKR14E. AZBEIE D KT 2| AL Mt At KB 695 5 -
WERAS>FEHEE>>FMEEARB L 8] >>5>>40-0- B A A EmEE

A3t T 40-0-ZRERXFEHEL, THEEAERL LI GTEREL
EARE, AR RAZAMGEDF R EELE L. BT 40-0- LA FAEMER
KIEHPRAK, REGERFIAEE, LETERLRS, FARLETLS
HEE A A Bt A2R, A THRBIEE G, st 5 F v E % 44 40-0-
BEGRATE D TABRS AR FTEER L ELBHEY.

Bk, —F @, RLARBT —FATEOEE KA EEE 40-0-
AZERECT-CINVBRRGEMET SN RAMELSY. EERASWEL
H—ESA 20-70%E FHHEGAR S 30-80%F 44 40-0-2 A5 HIK
ReGE MEERSW. BF, LW TAESH 30-70%E FHBEA RS Y
F230-70%F 49 40-0- 2 XA BRKG T WME T LY.

Ede L @RI, TUARASHRGWALRS, ATHEHmb
WU RN HIT. 8%, RODUASWRI|—FHMBEGER,
SH AW FEBNTE BRAIEY,
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REeMBE

—F TR WS A RS ATY X AL, e TIAE LA
X — I BT RN AR E QA IR  REEMBAT AL S L.
KILRE I, CaemAaakKuREe 40-0-FHEELEDY.

SRS HBEA H S EHIL, XEILFRMENINR, BB
R ZNiaEE, THGTEA THREFXILGMABHUMHEAELER S
#|: 5,135,740, X3 A L%, MWK, #HAEIRS, E-ARRAEF
KA, ARZLNFBL. BF, LHHEERFRROELANGER, LER
RBEFHK; Aa—FTETFRERETETRGEREN TERF,; ER
FERER T BE, —BKERTA LT EWER Fo 8N £ 6§ B Ao, R
HBEF RN, —EHFBHRELGPFEHGR, BiTmERBHBER
HAMEREAREEK., —BRETR, ERERGBE, FAZLEKRL,
HRA, $3L4H. A TREGVWABLEHBRKERY, B, BRZ I
W&, WHERNEHBHILN HE T HAIL. LA mER AR,

KIBHETABLTEDNERIARTAEDGRARSHGEHNEL
H4F. BREKLILL: 1. ERANREWE—AIEN FHER, REW®
EREE—FNALRFLZRTEHTE)EABL, FA, BRRK. DR,
B34 _37:413-42,(1997). EF —HRBL ALK R, FEGRSHZAEK
TR RAAE, FESILRSMMEAIK. 2. K, RAAL RS BER
S WERT, BHFE| R IR E OO BAER; UK G RIFH
FEEEN T, MHEEREOYTRAIIRAARAGAR. BENE
A r iR B IR ERRAK T AR S Rk, FRBZALAR
AR, RAMRTAAEM—FAE. TETKGEIMEKSTELH.
T IE T K KA TR,

AN HEBEY RILFIHBRE, T&—R$H2HHA%
RoMyoebdh. Vi, EREHREMEBHYTRE: E—TERH
e, ERRERROWGEN TIRGER, BARESY, BLHEH
¥k YEFRAS, HERMTLEEAM A gHADOHR, FEkEE:
FHRIER .

11
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F— T HGREWFERLILTE, do: MREARFMTE, Lk
N TUARERTRAERL T . BREFBBAEAES A it S LKA
AL, &, RW., ZELEDBIFGEK, BY, HHRA)&ILFAT,
1987; TRV Foif i, M., 453 2%, CRC H)R, 1996). 4
AFEWBAF GEARR BB REOWEE AR, SUTE T I8 77 B0 H o3
BB E—F %, Rf, EXBAZLPLEAHSHX, 4 BEL
B, BT ILEEA,

TR A 7T PR A A AR R A ) AR AR e B, AURE
TN T FIR, CHERR. RGN RE. EA ALY I EEE
5, RW., 4| EHBhF| K, @4, %éﬁ;&ﬂ&m#ﬁ 1987). M AiEe
FIHHF STk, MG EREEIBE TR GRS WEERSEHRT.
A —F ERAREWERRETHEMBFN B, L HERBF G FHE
Gty A e 2 £ B F) 4,675,189 F=% F 5 A 20010033868, iX L3 A
HBRE,

KRBT XZ SR, —BROLABHRERROWES
40-0-Z AR T MEE., XBEREWHHTOBERERT: BdI-LE).
RO-FLBR). R(d-3LBR). FTEARHBRERSY, R TFTAAKKR TS,
L LHRBRARMEVOH). e-THEE., TATHELANTHEIEVA).
RTUWE(PVA). REMTH(PEO). RBEBLEAL L BHFRAY. FTA
AL REOWAA R T ARG o R E L, — & d & 20-70%FF 4
KEethA 30-80%4] 40-0-£ XA T HEFNAWEAH AR REY,

BEARRR LRI, ERT EAMERK, AAEEMK 0.1-100 XK,
KA E AR 0.5-40 SR X TR T A A S B A BB A, 2. 3%
T RFRAE R T B AR,

RERARESHLH R IRAAM B IR R0 MmsMmE B a4
MRS ARE R, L EROYE B FARERBRRERSOHT LS HA

B—F, REDTUETAKCESOHAEE. A. X, FRERERD
BER ML, Blde: —AFEHEA 40-0-BX-RRAEHMEFLOHHE

12
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LM B T ABAKEE BT HPURA LG RE, INMERBGTAR Y,
BE. WBRZGIBRGHSZEREAE.

FEHE HE B M RS- iAo

Rohia bty 5 —H R, RoWnshR A MBS HGRS
MATE, AREEERBEEASGEE., SRR REGTHFE.
iR, BF. 8. NiE. TA. Bish. RERSLAARTRAS
o2 b FERE IR - 5T FE R4 SR 4G ¥4,

Bt RARASHBA THAEBAA TR, LE, A 40-0-£XEATM
EEEAEFSH LA FRKFRKRE R, HBEMNRBA. #BRAELXT
RASELE—ARBEAROKNGRESY, $HOF 0K, T £k
B FEE AR s R(TRATHER AT H Z5HFsK, o
BEKF AT WHAESBORCHERLE £ 4): 4,948,580). % —A
FERFFNKEGELD 55,413,702 F K&, FBTT —/MHKRGRAE
B —iE KA.

BEREAT, ROWMESMA BBISASRENATEFRKLPY 40-0-
A RATMEEREGY. HBERSWESBAFAE| EBFEYG R G,
KRBT AW TR S FAFEALR, TURARSWEGHA,
AR K BMIE ST ER A RE. HRTURANBE. —Mod. —A 8
BREEFHEERERE.

fF R ER

ALPHREBEEHNF—ARRE-ANTY ROF IR LGRS
WRE. BL2RIZANDLETRNAREIRGTER, RERS 40-0-RK
HEMEENRSDHRESMESY., FXERFY, FTHT LR 20 69MHER
5B )PP RREE 3). LR OIELEMFREHIK 22 Fo— NG HFBHK
A bR E, ATARE 3 AE 4 Kt —F#HR.
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EE2AE3HTHEXRFTEY, IRAI DG EIANAEA L mumENT
R, otk 24 F2 26 LRk, BAMFEA T K 7 R 4EH R ETZ LM,
BB I G R, ) de AR AR 4G MOE Fo R S AR % 69 8F 28,
30 i, TRAREM, MBI ETUANKERSGEE 2 )y KaY
KREFH 3 A1F), RARYKERERA VHRE. Fat, TR
e B Z B AR AR A BEA AR T AT oy, M T ERAESE
¥ RFF LA RSB FALTHRERZNEEZ., LEF—/ 0.5-2mm
#HAERE TR 2), ik 0.71-1.65mm, KE A 5-100mm. EXE
MY KRECLE 3), ARNWIBREVRCKEREY 2 42, LE7TiX3E
8-9 1%, Eb, —NKEAEAA 0.7-1.5mm &9 XL TSR 1K 5] 442
# 2-8mm X E KA EYT KKE,

EA XM BARE L. T KRG TR RN X RRG LR R CstY,
42 PCT 2% 5 WO099/07308 FTi&, EFAdik5 K¥iFE TR —wiFA,
FEFIARIMASE, LT 644 FiadF L3+ 4 6,190,406. 6,042,606.
5,860,999. 6,129,755 & 5,902,317 ¥, X &EF|FIARIMEARFE. R4,
IRGEMFLTRREEWRFRLFT LM, BF, LR HE—HE
eG4 FAFRM A, XRBGERELRARE T oFRAG3R42 0T
FK, FHEERSIRBEARBSBYNAE, R E P Hti
b ffe A BTG AERHTE., SMERAKE)R. Kit,
XA RBEEA NRKTFALEM, AFARBRFIIRMAIIGA LK,

ERXARY PR THERAWGRE, AREQRANAToHERL
RAE 40-0-ZRRABRGFHEENEWAR, ATEZVEA. —
BRASE, AR 2INMNAREKRNGHAMNLE LB L 84,

B4 ARKEGEEBNFTXBTTEARE 32 HEEL 24, FFER
EAEBET MU WMA &, FRBFERIRKIEBGELNT). K
HEAIRBRARG G @LMB)Fotart i mANE, Edod THEH—
Fitibtd, REWNEEREH 330 4k, ZEERETFHRAENESY
ARG B RFREMEAR G FRASHGIATT. BRAKE, RER
THAE, do ISHMARREND, UBEEARELT RGO HRE .
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LR BRENGEELEEARNE Y, TR AR EY
BAHH, EIXREEFEMN Y BEMYRENGF ERETETE.

B4BTTEXREAFRENA —EREWEE 34, REWE HRE
X RAR ML ERER S, BT my LWRE., ATLEE, b
RAEABRAEEOREGVEAM T EAZE IR RBRF LAY (I
35-80%F FH9L W RN ML, —FHRERSHHHTFRARMSEX
ACTE, AAUEEGTEYERGR-dI-A B RGRAOWEH. £
CEA GREMREH TH THBEERMHEVOH). paryLAST™., Rtk
FE TR, REFS. TEFLON™M et e4 8R4y, EMTABTF
BTHRE. LCRBIARRELLARALEIRAT. RERE KA 1-5
K,

7 BRJRAH G KA T VA RAEAT A AR S R A AHH, L P Rrédey
A T AR Y #fo/ BB RS AR B mAER. AF AN et RT
ey Bl TIRERMGREMARTEARWERTE. TH UHEELRY.
FEER TFARKGXERES WG F EMEE US2001/0027340A1 #=
WO000/145763 ¥, XA FEFHIIARIEHRE, BF, MARSHHH
W RY 20-40%EE.

ARG TASY, A R E-dI-A B, SEAE DR ERMAH.
BERZPFH— AN ERFTEY, RERTEMERGT-d-BXBERSY
B&A, BPR-AI-FLBRR AW, HTEFHIE 80%(TE)HERASHIHAER
SYRMA. E—RE, RESL 35-80% T E0EHMLESHF 20-65% T €
R, THHGRES 25-50% T RS ER A 50-15% EFME
MRS, XTFTATRETIXRL LGRS WFE WL RN L
VAT K.,

—HFRIL G REE 25-50%F T4 RK-dI-A B RAWREMF 50-75%
RN KA BT HNEHT R, REFEN 3-15 K. KRERE
ERE-FR, BEAH 1S HK. EAEAFTEYF, LEOHti4 T4 LT 15ug
H¥/mm XEK.
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BB —NFERFTRY, REN 15-35%EFH TR R TRENG R
MR A 65-85%F 4 40-0- B XA RK G T EELOBWHAR. BE
BEALEH 10-30 MK, XRETIAS 15 MKABOYEE, whstT
RAEZTRRE. BEEAFTETY, LOWe4EH S T4 150 %H%/mm
ARk,

REZTASH F A WEWR, EEWEMRTH ST 5 A
BRI RIRIER G T AEFT TR A E ARk, Hlde: R 40-0-B4
BEABRNRE MEERA TR BRE, TUASHE S ATl f k4
XFH G TR R LT RGRAELRO AL BT RN ROEE R RK
E RGBS EWERAN ., B oFERA G060 T it MR
HRZFQBMBANRTEL DY XGEAN, RTHHA K mRE S Fads s
PRI E K E) NO SR, T MRF] . 45 & BmA SR F 64
BIRATE. M8 Ik, KEE., RRIELZ. eptifibatide. fFsBH. 4545,
G BB RBIEH(TPARENHRAY, IR 40-0-BA B A RKME
P BEERABMAABA, WTRAECESER FHBLFGE —HERA, &
AT R BT 36 RHBEE. ks . MBRE. s-RAEr. &
RibF. RIEABF. TRESD. MEEF. FoEBMNEXRAETHA
FHFRAEUARBIET B GHBGRERER, B ERA TR
Bl TR OUSERERELRERMY LR ERF P,

TEYERIR

BH—NFERFTET, ARCFRROWARESY O TEYERIEA S
By B—RH A XRBALFI. XRRAR-ANTY KRGk 2, &
A HiRe R ELH R X RKABFT). ALE+F] 4,990,155 a8,
TRATHEANRE G BT KRFR XL, Akd)HhiE,

BRIRTAAFR G LR EHE, FAH L EHRAY % 125
RT3 3R LRG0 AR+ (T T BKRFBRE L 3.5mm
$PZ(OD)+1mm). #BF, XRTURELWFH 44 SR RIS TH
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AR, AUXRGKREABITIRZAL FREREILEELRLLL
TRERS, MERREFELRRBLEEOT, X EHGLEEEHKLES
100-1000 K, &EKEH 04-10cm. FFEE, BEBTA BB E Loh—
NMEZHRER, HAEKGEE., kAT Ieom GEE, 55t
ANF K& E o 0B 3453545,

XTRTENERREGDFR-I-ARB)GELELBRTY KRE X
RéG 7k CHREEBD EF 6,080,177). LA —FH XL F oA F£
KEHW(L B 5,733,327).

—HRLE A FHREI RO RS REI-RBE-dA-AXEER L
#) 6,080,177). Jw EFTiE, X RARFRETAR—IKE, RA—NEEANL
RYSARFREFNSDATY KL XL, R, TEAWEREALETIARK
RE|BH 6T EHERIRTY, FLATE_Ro0aRit, BEH, LEK
TUAH—HTEDERREOD W RI-AIEBEHR, RENE —FBAWi
K-dl-AXBREDHAR. REWLRRBRIHFTEHIELY, WAELEAL
A b #5318 K KAR B 69 40 R e BB A AE.

BSEFT —AMRHBEGTEDRBIRF ML, Blioifks B
WY EE, CRAASANBRYEIREFRE. BFPEFT —ANAHHTA
VIR 0 R4t 36, LA ME X RA TAWERGRE 38, —FF
Bl oG i B R R-d)- A BT R A, AH 20-40%EF 4 40-0 £BHETF
MEEA 60-80% EFHRAMEM . EH —NFEHRFEY,BES 45-75%
E WA WA 25-55% E T ROM R,

TAED R RA — AN BBHARE, R A —ANEE ST ENRE,
CRRT AR AT RESEF AMEER K EAERNTY Kb, &
A A BB NI FANE R TREAEEN GRS EEEKN, §F L
RRTAEEYEREY, EX0E “22BR" | F— 544 B EMNY
HNEPLXRAEAEF A A EBAEL2F RGN,

oA ERTH, TOARRE EBANE —FENN, AFAERNGESFE
M— R ARNREFER. RF, WwREATHEMEHA, 243 %
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03809309. X oM P E15/32m

RIKGGREENBEIREAGAERET, NTHE FEHANBAS X LR
Muy, EUATEHRIREN X TLBLIRERNAEFT RLERATE
LM L RIK,

XREEF®

EHmpALTHRE, BS5AFSBRALXANIEAEIZNTER,
BETAHRQER § ERRSWITERASWER 40, 40-0-BRKMGLAY
Fo, R ERHE, FoHERA, ARBRIERGH XA BFEH R
RE Y ERINREWERT . FEANRSWHE TERESR 42 F., #5
FEEF N RAEMER 44,

A ERTARFEATEA KR, REBLIRAEA ALk B
HILEREBE 46, EdolE FLM R AR N8, WmER 44 BHA
LR BB T)ES, Flde: IFE-ABRBEZFBTASH 4-4 4384
3 & (4-Axis Dispensing Robot, % 5% 1&J500-R #= I&J750-R, T Fair
Lawn, NJ 47 1&J Fisnar 28] 3k4F, € Ti#8if RS-232C KF{LFmHA AAS,
fEE4H];, R ELH FE Y%A Automove A-400, Hk §mEXKF R
Asymtek. —/NF T &4 RS232C F @ WS EHNRERLAFTMAERE
Fluidmove %%, AL d1in® K F RATFF4 Asymtek #F3),

5MAF 42 Ak, HllebABYRFMEGRERTTE 48, ©
FEF RS WERB| I RGRE. ThESES Q2 FFE 48 HMELE AN
THHG IR EZKETF), CETREMNFEURIGT RSB, 4loid
0.2mm, RELWE X RGKMGF QBB T X1 7). mEREE
B R AFE 46 G TH I XRLEIEFE 6 RIER®)E Y1 FTF 8 F 6k
M TRBERZ B M RE.

RBREGIARBMFERFHG TR L, FREVHF—REXRGANARE
AR, AL FTHEUNFFHFRTAMELRAR G A B LG ks, 4o
R 0S5 K, ABIAREAGRINRETUAREIERE, XEFAHAN 4
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03809309. X oM P E16/32m

8. WRER, ARELETEEHRS). HAZLGKERBESETY T EE
X-Y-Z 5 F oA % GARRR A g tly, TR FRE .

BRI ERAES) . BRKFE X1 F= Y1 B ZALAR XL Rl &) R A5AF
AW BT Bt AR RIS, XHEZ FERBE AL IR
REFERGRT, RE, BATUREKL, XLAOHTERNELY
Foi WARE . B iAo 64 #5 BLAE F MUE N 093 T 40, HIEH 2-2000 2
#, BETEA 300-700 B, A, THIFTEALAEARZNGELE, &5
REFHIETERA KRS FTOBHTRAELD.

X-Y-Z Z A% & Fo T #3h 84 X B TAM 1&J Fisnar 2. E&F5 R+
RITR 18-28 tH EMMS LI RFNERE, BATHH L W ERSE, IHF
€T VAM RI, East Providence #§ EFD 23] 32|, W EFD #4455/ 8442
HH4TIEFAE ik 4 2 A4 R BT 5 A 5118-1/4-B %) 5121-1/4-B #5“ 4%
A REMTHMET, KE V4R Ext S5 A BRI HH" . BT
W5 A 51150VAL-B &) “# B 69 RE54041, AP RARY EAREG R
# FHFFLEH” ; FITHSM 5121-TLC-B %] 5125-TLC-B # “3%
FUIR 78 Mo BRL B S 4 I AR B BRI AR M At iR e 4. B A4 R £
LH” . —F AR MBS R A BETIUM EFD 133, A4S
1000Y5148 2] 1000Y 5152 F. Al T AKX AW 5 —F4tk B LmE, A
#2£3 0.0005-0.002 X, %5 0.001 &~F, £ VWR B Z¥TuE3, B %
5 15401-560 “ffosKpbiEHE” , KE 60mm, & 42 0.5-0.6mm.

BAENT, EFHE—FEMW, F2 A TFHAREROW/E W5
RN EERT. ATFRESTH AN THEGMIES B XYZ &
TN Asymtek 228 AT, RK R LA A — Nk L6 RAKBHE LR H
RiEE, RER—RELLY, HA—A L ¥ Bl RE 444 R
RIS R A ™ FERERE TR L FH G TBARRBASR, F
kFo i #E B ALE 47T vAM NJ, Barrigton 49 Edmund Scientific 1 &,

Yo ERTE, REABFHRABREXRGI LG, THELSXREL
XRARBHEHFR—(RS)HS, BEAHLRE T TS LR
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03809309. X oM B FE17/32m

AR AYGREFZ %, 2B 6A = 6B Fiw. EBARALEMH 52 hmu
50 S9TRIRFe Ul KIK, KA, REIAEROMETALERIN I EHA
RE, —MAGFHTAFLIREG-ANAREANMROLE: FF), A
MRIREREDEBRRIXRAROHF BT, AlFik, RTAER
RAERE BB O TR R EMARE Mty NA LG, Hlde, mastk
BRETE 40-0-BREGEMEE /LY, LU NABALTLA LE
IR F WA Z—RF —F 40-0-BRKEEE oY, wEIE
ARGRGER, @ty “L-A” FHRLIEGKRSFTAEAZ L EGF
BORARK X RGARERE.

A TAR AN RS LHEEFRRRT: R -, BO-1LE). &
(d-FLER). ZHTHEEERM(EVOH). e-THEE. LA LHALANTE
BE(EVA). RTUHEBEE(PVA). REATHPEO) L LR MmFfndd, WK
BT R R AFARFACER GEH b, FTHXEROHAA R T A
ot KES.

—HERCHRELTRATALY, BB FEERINLBIAEAL
& 69 40-0-BAXR e T EF e,

RAFEGRE RS, REAALIRRORELH L. MR FHAZL
TATE), BT @AFENFRESMWAESELE, TELERGIE,
M — ISR T AL & X EGME O TH3), FEARBRNT ERAFAT,
JLE 6B. BiLHH T EREIRALNBGHE, BOWWAS A RH%
FERGEADMHR. EB A THEAFTETY, TLEE LRI
BERLRIRE 34 ARKARERGRIELERE 24, REKEMNEK
K¥H. RERLOAMERFNNGE —ERASMWELE 32,

Jo EATiE, B WA LT UABAAR S W RASYE . do: 2 AH
KT ETUBINREF . WHELERREARIEELS 15 Mk, R
JE A BT RAT XA RSWERT. SBBALPYILALIN, HE
NEREH XRMELEFLHH TR TAEDERNLELE, QAL
RS T ENERSLYL). SHPBHR L BRSNS, 0B
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03809309. X oM P E18/32m

9 i, FEREHREMAERBGITERKRIIER, BmTREY
3. BREWBREMR, £ 2 AT E L BiE WA AL 36 F XK.

K, ZLE9, &2, A REREREIREARGRE. #Hldo,
EXRARBREE T LRGN FIE, REDDE K GTREN
T, FE, HNDEEARDEERBET I LY LA R, FHIER
RABRGBEMHALERGHIRT., Pk, £B 448 5 Ay Ehs%
¥, REGRESDFEMNKFSMAEIRIBRGEAGIE, L2
EME L, E-MEHERFTET, KRR EHRADFENRAL
ARAERE, BER, CTEVH RS XEALETHAZEIRE.

sl B 458 S HRELTUARRBRAINIRLNERE. REH
BER 5 FHRYGEDFERREGERBAR L, R4 — BB R E
AAFG, BAHARXLEZTENARELSFEALETHEHRS.

SAEEZRENHERBH LA LRE, RIS EYERRNALES ZEH
AL, F/RWEIREEX R LG REWRE. AR ET A RS E
FW AT RRE, RARLREGHALHZGRE. BARRHRESY
MHRRMGRECERLEAR, oARFEEL - FRAERCECR-T-
ZH X)), BAET AT AR LB R Fo b My 7% M) 64 7R B SR ARST 54
M. RAAEREA-—FRARCECRA-ZFR)TUARAEE FiifRE
LRABBEAR, BBERZ AR ML ER 5] 6,299,604). ALK
—NEREFTRF, EHENRELRELENARERAEIRGALRET, s
AR ERREH YR EREIRILRT.

L E LR XRERMEHBREA BN HBIRSVEA LS, Wthd
SBEREET 40-80%MAREN, RIFAXRY Fih— R ERBEIFER
WA R EAE R L. EIRBRR B, KRETEBILAE AL IER
FERRS—FRE, BEHNTARFRE. 5. —FRREMNGRE
M. ERHAS S FRATEG &, ATHERA ROREL/R-A-AX
e tu ) 89 IR,
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03809309. X oM P FE19/32m

Ef, B3FETRAZEIFLIHBARNEEREA -FRARE, &
BREREE—FRYEIK, BRERBRAEEMI. BFETATFLAEER
-d-ARBEREBEA TS S0%HEWE 15% HWGRE, RERERHA
5-10 fK.

e LFTiE, ARKANARERGAFEZATAYEMY I ELER
RAAMTEA., LATHRFRE “C-HB” Fa kA F S48 69 L EHK
B =N RBSH, TUARALHRALERZHAEARSY. FstFesM2
IR, AMEREDTHANTREME Y, BEAEHETH—EHE, 2
FRLTAEAN; HANEIIRHY—HNA%, BARSHWLS LTS
FrEgiRbl. MEBTET—FHEN T, RO FL G TLAYEBR L ERE
Frshl, EEARSYFLRESMERNEN CHEALE, THERE
SHENTIEBRHFGERT, B TRG I REH. A TF4HET44
A REHERAREE, CTURFAGZEHE RS RA LTS W
K. BHA e AREHER R K,

. &R/ %%

40-0-Z XX B BRG T EEFNRSWTH FarstEmE ks
RE A BEGIETRE, XOEES QAR RGIETRE, oA
TARABEBHAGREH QL WEBERK, EZART, RESHEL
W EEMKE|BERLS e R AB L, R XABRETH 40-0-2 31515
KRG E M ERATERRATIEST . Hob, ZIHNAWETH F ke 88
AP, LERBRE, B Hies A FaMREKNIEEL e R
BRAF, TOMAREWEME T e LR, RSB TY RIE -8R
MR B ROMBaMIFRNER T ERE.

X FhoER/G69%45, AEH 40-0-BEARARKGEHEZILAOY
)R- 4B =T VAR N By SR e B R 45 R ] B RS 49 B4 AR E 89
oA /B E. ARG ERGRECELEYRAIRTHFROHNEG L
T 2o ER SR RIS A S BkET R, ERTEYRTY, REFEHOTH
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03809309. X oM P ZE20/321

L, REZRARAKE—RE KR, BEAERGLEITF. I 0EY
TRALE G R ERGREOMG, TRL LABRB, 2§18 8564
i, RVAERME A &GEEmELE@mEEEFFANEGRE. F4E, &
RENWEARFPERELFELERYRF S AN LTRELQAZE
AR, HARSEEMNE 35%REZHN, BFRFOLAERERZHELZ2E
AIRPEY, FhETHE,

FEARALKBREE TFFEHLEH, TULFETER, XFALK
GREETHENESR., REKFFTLE®T| FIRGLARALEN S EHFN
FELBREXR, #ld, pREIRZATREY, AELEBERIRI
b, BA, ERELBIREARMR IR K, A3 IR 50T 48,
Mt RN E BELH LR,

BTEFRT - ANTEZLEYEBO IR IREIACOKT R0
TR RARAGFE. BFREFTHRSBREN L 53, H4E “BH
FREAR” . BARRAY KFRE IR, HRIMHRFLESH —F
RS Fr AW EMA.

BRI X R A PR FIR, T RAT KERRIRE A%
RFRAERERET LT ABERT. RERSIM4E, @Eilifhhiti
XRNFARER T QITRLBR N F 2, IHEERLLKE-ANTEDH
T, BFERANER AR RYGAREYT KEZHE 1/3 (BKRET). HHifk
REGFERB (Y 25-125 HR), BEHTFTEHAENGFE2, a5
6 BAD S KRR 693 . BRFFHRREFET S5 L, HFEETHAESE
REGIRFANBARRE. $ 54 EHLEBAF—ANeF 56, @idE, of
BRIERGBMEETALGFE R AT HELEEREHEGEH, AR
KA YAk .

FESS PRAE-ANLZYH 0.014"H AR, BHEMKE S8 54
S5TTURAERARS., FELERA—ANEFRE S, ATFEBENES Y Bk
ik oo 1), 3X R 0 E BRI RARBRANJo b A T F ) 35698 49514258 B 4 2-4F
(EERT);, ZFRAMAHKRLSEK.
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03809309. X oM P FE21/32m

HTHHBERIREATAEEDERY, EXAYAESLUEHSLRE
H b E ST RGND, TEELE BRI, AL LIS 5K,
MEBFREIRBNLETEFL LR R, LEXZFTLNE, s
ARHHR, CEEN, CBFLEAHTHEDHERESHRA-LE)
(PDLA) B b4, TTVARBEE PR E A X 0B BT RERG 6
f, FARFARE; BHRATEF KL S BTk L LG TH M

R —E AL BP T4 A E HAL A B 0 ) B 44 s P A k) S
i, B 8A R TFRBLIANNANLEBRNHAZE, BAXEFXY 10
WRB G RERENET ), BPBR3) ) FRBTHELREZN 25%H
LER SR FAFE G, HERTRRKIMRGEMWNZ RAEBRNEE., BE
AETEATRPGEBBERS HF, REH6HENELNS.

B 8B ETMEEBXREGREYARERHIRELINWAF., LEH
—HM KB TARRICEADGRENHHENR., TO—HBKETEL
BHERBLELES B IRROAR—ERT B ELA - FLRE XML A
B, REBERELEREFFY. TS, AARERAES XEAG
BIPRAE I 3G e, AR T A ERRIR B RBIR, BHBREBIE. S
REHWGXRBEABTEERAPLEIRESE /R 0% X T Bk
iR 6 BEARAT; Fo/RE B ERENB BN B ik E BUI% A
R FYRBAFEICIEAZ LT 0, IEGEMRAAN.

B9 EF—AHADE, BFTUFHCHEA—ANELE 62 HhFR
60, P X REGBELY| L 64 FHIRE 66. 5B BTEMIAWM
BN RBARE ARG TR RK, Bid—RaHE, &6 50nT 80T
BT EXRARTFLE R ERTHMAK, BEHAALLE
REEEGNBILE, RIAFHARBRAY, AEEIELEN LY
A REEH DT 50%, BPAELENREQABEGOHRED LRIV RHE
ALY KIRABY 50%.
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4o Schwartz FAFT RN BRF HPREY( “RELFTAHBREFH
BE - - — AR RDIBROGEAHEEER” , Circulation 82: (6)
2190-2200, 1990 4 12 A)F #HATH)REEE T AL A LR B4 FRF A2
BARD, ABRBXRATIRA G2 RKe LR GEARME, LExE
Fa WA RG], B F 63 h KT 35%6 R 6. BFREE®ES 4 F
HATT 4.

RMEZ, ARURT IR AEAHAN 28 REFRFNIEE, L R 0H#:
REBIR. REVEEIR, QOF[ZRMKRENTHEEARBEI G
REMREIR.

EL#H] 4 9K 1 27F MEFE (Rapa-F 3R Rapa-fK)FREE 3] (C-5
K CAEARRXKRBY THERENKTE, SHERELN IR FRER
I BARBRGSHBRR F EKRT AHGLERK2).

A 10A-10C RHEAMRELE S-X F (A A Bewport Beach #
Biosensores International Inc 3KfF)E 28 A#7 4 A& X RAdr 0 B 4.
B 11A-11C RREMRERD) S- X RHFHAELRM6F. B 124-12C
Fo B 13A-13C RARZE 3] [RGB EXRAIHABA R, Lok, ke
RABREIRFETNOERES R, ARERIRIF, 8RhTE4AE
AL ETRE. B 14 BR—PEK I EHTHEE, BFIXREA
B2 ROEBEARSFEIHARE.

BART, B8 RHRBAREFGRALELE C-HA C-UF Lk
#l 4), €4 18.7mm K& LR L4554 325mg #= 275mg REE 3], =f
BEFHGHHEMEG 28 REGKIERR, 5 TH LGRS E T LRS-
Rytare, BREEBD 50%. KBLR T, ERHN XL/ ROMIEST
Gk, RELAKTFRES LT 180mg THEE. BAEEHIN(E#%

Bl 4) X FFiX R

B 15 imxﬁ%@éd S-ARLHREMFTHEMH T “BRfEE”
SHEERE, REESETHRFEAAX. “REGR 2-AdH
SEZIW ARG AL R AR, NBLETEE, ARKGHES
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03809309. X oM P EE23/32m

B RHETHRELINAZELRAATRGER B F H e E, ot
BT C-BRETREBERG TR TS FRFT, LLHF LSRG
BAX., RCRERFHRERFX s,

B 16 277 ESHHERY, oFRRELE 0G0 TRE/ATSARIL
F, BFB/A WE)RRN D) hERGMH AL, ERESFTALES K
o R R IR R, B A ) 4 B R RAHEAER & 3 K T FA A B ke
8t TG GBI H T k.

B 17 R—AMAEB X R4 PDLLA REWAREBHIRBLE S (EZCH
A2 40-0-ZRABRREMER(ECEFR) MG KE, &2 dnshatiaa
EAKEHERE) LBEEKRQ5/75 to) sk & é91v o4& M i33), /£ 8 )
B BT AR HG 40-0-2 R ARREMEEN EXRYRIRA LW 1745 £
8 NEFEHIET ], AKX 40-0 BIRABRKE MEEHRIRBEL 3] 64 1.5 4%,
HT AW, AERT, AREOWHER 40-0-BHERKTHEELE
WL KA LB e TR K Btk B E ) R B Ak
SR 5] LR RA MBS Wbk E 4G 1.5 4%,

MATEF , TEAK B, LR BALEHR S /A8 84, I8 5 #0454 40-0-
RREABRE MEENASWERAHEMH G RM A ERIR B E S XE MW
FEHRMAES, Tk, REAWEMERETF—AMEF G EIRE. %
AR RAW 84 BB E) 5 T 6 5T WYL AR BAR, 40-0- LB AR T
EENSHENRAWAT P BMRIELL, CREFTMEE MRS
Sl REEITMEATRE, G B, K K. B, A4LL. BHEFA
HAnBIkF . CRETREROMTHHRAETEZLFHRT, Wotll.
PP RBRE, KERBRL,

52 7.4

VAT L8B30 T AL A X R4k Falt Al 9 8- F 8. 10K % 9
IR F X 65 ),

LB 1
WEZNBATEHNHE
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03809309. X oM P FE24/32W

TRA, 2-RTA-FEAARL)EL T (TBS T 8)8o A&

¥ 154ml 7K THF #= 1.88g NaH AR AATAEA L2 K4 500ml
Bl RRALT BEFE. GPBRALT N 4.4ml RK T =85, B3k 45 D47 E AR K
FULIEY. SBRIAT MmN 11.8g T £ = F A FALS 4% 4 B 2 B3 45 &
2. W R RS HBEIN 95S0ml ZEEF . A 420ml KK TEE, B AR
BT R., ¥ B ATRR CBBITRG, RSBttt 6k A
27x5.75cm AR RATEAL, A TR/ELO (75:25 viv)ER & kb, %
o 0CHRA,

TR B. 2-RTEA-FRAERLEL TB = K T8 E(TBS T8 Trif)
Ba R,

RASRREIABHT, ¥ 4.22g TBS T=Bif= 5.2g 2,6-= F Lotoe e
RA A BB 100m] RFURAT R4, £ 35-45 4P RSB AN 10.74g =
BT HBEF, A RFAFE R, RE A Iml 3K REF, £%A 100ml
HAKBS K, REpHAEN 6-7. WERARBMTIE, EATTERL &
FRHATIRGE . W5 Hpif it bk €875 A 24 x 3cm AR BRATHAL, A
TEL/EL,O (85:15 viv)ER R4 stBl, REAE 0C TFHA.

FIR C.40-0-2-(RT A= FE A )AL 2 X-F 4 E % (TBS Rap)éy4
>3

A 50ml ALY , 4§ 400mg FraEE. 10ml FEF 1.9ml 2,6-=F %
IR A 55-5TCFHEFF. £FH—A 3ml 4958 HLF A 1ml F X,
BN 940ul 2,6-—F oke, B H A 2.47g ¢ TBS T.=58% Trif. Fe.] &,
R & RA A E) S0ml 8GRI T , RS ABH THAT 1.5 o, &) 5UE B
F FHAeN 480uL 2,6- = F Kook e 5 An kg 1.236g TBS =B Trif, 4£4:4t
FRA 1 B, REFAN 480uL 2,6-—F Awte A 1.236g TBS L —B
Trif 2| RAH T, FROWEHIE 1-1.5 i, BERGEEERAATS
BB LRBLE, AFRRELBSROARDEI A RERIE. R
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03809309. X oM P ZE25/32m

J& Bl 60ml 4&fe NaHCO; R B ARER 2 K, REFALKk. BEAR
BRAAT IR, EZRE. AV ETHR/EOAC (40:60 v/v)ER AR ~%, A 33
x 2cm tRif 2R &AL, AR EN R, ATREERN, ¥
HESCTFAHK.

TR D. 40-0-Q-EH)LEA-FHEFRELNHHALRTLE

1) & 3 3K 3E AR (150 x 75mm) F ik AR AR BE L, Ay EK,
SE—AD R EIEAP B 8ml FERAM 60-65mg 4 TBS-FMEE. A
B AN 0.8ml IN 8 HCL, ¥ERBEH 45 447, RE #n 3ml 484 NaHCO;
KERBATP R, GERPRAN Sml 2K, KEMA 20ml EtOAc, &4
HAAG GG RAY . RAMA, BRAIRBFHEARE, #TFeERAEKE
HE|R& pH 4 6-7, REAABMATIR. A FIRFBTRBR LA,
R A ERRER. HR2GREWET EtOA/ FEE97:3)F, KEA 23
X 2cm BRiAR ELAELN, ARMGEN KB, ATREEN, ¥59
HE 5CTF A&

F 34 2
FEER-AI-ARBAETSRBEGHELE

AFETH 100mg 4 R-d-AXEEET 2ml A, ¥ Smg IREE 3)
AN, N 400uL B X BEEE, AR E R4 64 AL H
10uL &M AXBERB AR AAANTREG . BN AL EEIRELFAY
AWM LE—REoME,

VAR B4 77 i3 15Ul BRARB IR XN TR EFME, FAREL
RIXERIRAME L ERE.

34 3
BERISIAAER-AI-ALEBEREFTARELI LR ERNKEH
W B X AN 2ml pH 7.4 494 25% ETOH #95%BL 4 Ak ¥, A

28



03809309. X oM P 3E26/321

0.05% (w/v) B SRS B AR ELFE 37C, MK SmBK, 2ot
Wl ARE A RRABAARTHHAE, B ARG G+’
(RRRRE), B 8 BT TA 2 AMARFEAE—ROWAENGAMITEY
3 BRI M.

A 4
BN T B

A. BHREMPH AT QCALER

BB ERETREPERBGRER T EMG 0T, BHCih
TRGARENE P AEFHAREFGFARYR)EE NS R, SRR
S L#ATH), BB EX RN I E R 08 BH KR EE ER/G (0T
WLEEAPBRGFHY 36%). XIIROEFNEEFd 8B ZEWHE ot
f, FERAAXR 8 EHLEABHERE. AXFFik, TUAER—L2E
ARIRAMT & LREEH TR ZTHEDUAREDERLO BN AR E
FIWELE X RN 28 KRBT FRF st A b,

REFEHEE:

“PRIEK” 18.7mm AL B KL IR X L (B, B #7W % L & Biosensors
Intl. Inc #13£ 44 “S-XL” );

“C-%” 48 18.7Tmm #) LR, /& PDLA (R-dI-LB)REOMARE T 4K
325mg #9iRBE 5],

“C-I&” 48 18.7mm &) X R, £ PDLA RAWARE + 44 180mg k4t
%3],

“EMEE-5"45 18.7mm & X R, £ PDLA RAWARE+F 44 325mg
FrEx.

“G P FEE K748 18.7mm #) LR, £ PDLA RE&-Wik &+ 44 180mg
TmEE.
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03809309. X oM P E27/32m)

“C-U &” 4% 18.7mm #9 X R, ARHE ) PDLA REOBREFT LA
275mg RBE 3] (ML RAWHETILE 37%).

“C-U &> 48 18.7mm # X R, AMREH) PDLA REWAEFT K
180mg 1R £ & 3] RF R M (FHEREMWEGEEILA 37T%).

“REMER” $}1H PDLA REMRE4) 18.7mm 69 S-ZL K.

“B/IA” : BAY KRR E IR aFT LR, T hfgid @i
MARE.

“FHAEMAMLL)” : AR EXRARE 3 K, 3 REKEHF
BERE T e 3 R EFHFHMEQGE, KRBT A RAH AR K
.

Fik:

KB RARGLBARLEFE S-XR)F=R AW EE RN WAL
X RHNBZZ R BTN BT8R 28 X), REK
ARRMEOREENRTWEE. AT, A QCA(EZAIiEH)R
RHANZRHEH LT A2, £ 28 AIETAMZHEKIE, ELFRL
XA HMEXRREFRES.

HMBFTHFTRERLE, BREFHHeiE, ATEBERMEZN
ARFNPR. 2R R BRER S B 65 R BRI R KRG A B) 724 A
BEAR L, R4aENE EHENE. 28 0FRIE%. FHE. R
B S50 AR AHBEMAIIAR CREFRBREZEEIHRBENTR L.

B — A8 F BADGEIE BRRR S R AR R L aE kT8 55
HEB R, BREUATEFBALYEH.

1% A i+ EAUE $4L 2 & % Image Pro Plus 4.0 i X F PC £ 449 A.G.
Heinze B4 RATHLRT S04,

1 P ¥R @ AR f A BB (b /3T A - R B X 2 8 B AR);
HABENERARLEERY IEL BH&R, % IEL HE, NHAESR
RG 6y F R R KM EE EEL 6@ AR); FRJEL #= EEL [ 4 @ 47);
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e E R+ (& EEL B R $ &R, 2R GEMERR); SMEFHRERDINE
R, IR A CPLUAR EEL Z | 84 & 4R).,
2. WYE. AENRERGHZE, HAURE0E B aMFE ek
BAE N Rtk g. RYG BB EH T
0=%.%#) IEL;
I=IEL B2 EH K, RETRYEEAH4);
2=IEL ¥ EWHE, BET 2R +FECP EWHF);
3-EEL ##%, RETsE. mm’
THRR QCA LR EL FHRE FAMEHHERL). TA
“BTABRER” FIFHHERTTETHABR TS BOHAS
SR
A1 “BHG” TBRHER

xE B/ANL M7 | FEH AR AR KT
#8A () |(BFE [ HEkmm) & 2 &

(mm?)
Re&E 133 28 1.69 5.89 31,39,40,45.47,50
x
REMAE | 1.36 28 2.10 5.82 32,41,43,48.51,60
EXR
RAPA-3 | 1.39 28 1.07 3.75 42,44,49,65,69,73
RAPA-1X | 1.42 28 0.99 2.80 52,56,61,64,68,72
C-5 1.37 28 0.84 3.54 54,55,59,63 |
C-1&% 1.36 28 1.54 3.41 53,57,58,62,66,70,74
C-UZ 136 28 0.85 2.97 67,75,92,103

B. &M AR

AR— G AR ERERG A 0E TIRELN G RENE, LERH
R ERIRA R L — G R B R R EH, HAREE S WA,
KRR T R EURBE A TR BT (29 15%). A RGBT 30 R4 L1,
RABFHLFENHHRITHANINAGZLRR. hELYL R T,
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A 2R KL QCA LR

EEHE | BAWK [ HAEH | FHAE | FHARSG AR5
R I & F(mm®)
(mm)

REEX | 1.14 28 0.95 2.89 20,22,26,29

R

REeEEBX 113 90 76,80,84,87,91
®

C-U& |L15 28 0.60 2.14 94,96,98,102
C-U& |1.09 28 0.49 2.26 93,95,97,100,101
C-U&d 115 90 77,81,85,86,90

VA_ESIETR T, REE 3] 49 C-UKR C-U HH T EKEFTERGH
A B P AR AT P BT A%, 45-48%.

% &R E0H
A ENRZENXRALGBRED DR LEXRAHRGI AR F
A MABER, FEERFORE SN, D RODERFT LY
wERGE. HARORFRFHRITILEF —IERE=ZKATF, RE
Bh), BTFETAT.
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A3 “‘Gff” RBEEX

¥E | HR4E| My FRE| ®RESD F &L
WA WE | @R | RR(%)
(mm’)

REBX (1.9 28 589 |0.72 31,39,40,45,47,50
R
RKEME (211 |28 582 |0.70 32,41,43,48,51,60
EXR
RAPA-3 [2.10 |28 3.75 055 42,44,49,65,69,73
RAPA-& [1.90 |28 2.80  [0.43 52,56,61,64,68,72

C-5 1.89 28 3.54 0.38 54,55,59,63
CAK 2.1 28 3.41 0.53 53,57,58,62,66,70,74

C-U & 2.13 28 2.97 0.45 67,75,92,103

HENELSWREB AR T N EFLRABRF G ZEMRHAY
Fik. ERRGAER Y, C-HERFEZHEMG EE 28 A =4 RIKTH
FABHR; @ C-UZRAARIWRGEE, 2R EHFIKT L RE
@AR--0.45, Eib, BEERIMIEET QCA FHHELR, AHAKREER
ik ¢ By B & C-U &.

D. (A8 F 5

¥ C-U AFTnEEFKNGLITHEL - MBEHNSEREZE,
T EFBHF T LENBEGKE, H4EEE. AAAEALRITE
. AZADTHEEAREL S RREIRIRGARFENERA. %
Bk B, 28 RAT B O RTAFN A ER I 18, LB 7404, B
14 2 —ANEK 91 e T HET R T, BTIREN 28 R e 0d AR
TEBRNEENES.
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M
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E. H2RALERGER
Carter ¥ A .4 K T4 A Palmaz Schatz 2 B X R EMEEXLEX

REWRS EEELER, TARLELAN Carter )25 £ 5 Biosensors L%

R AL
%-4
REHA i EIP | FHE | HKARE | FABEAD
(%) ESEIT (mm) & 4% (mm’)
(mm)
S-XR REE| 335%+92% | 1.80 +0.5 7.6
S-X B AR 349%+4.8% | 2.02 +0.8 8.5
o
S-X R KA 329%+10.1% | 0.66 +0.2 3.27 (AR
| E v E E -57%)
(325mg)
S-X R K& | 368%+85% | 0.74 +0.3 3.61 (*F &9
| & $® X 3§ -50%)
(325mg)
PS X R 10-20% 1.19 4.5
BARE™ *I B
PS IR ik 10-20% 1.38 5.0
Ko
PS EMEER| 10-20% 0.70 2.9 (T4
BLEX & *166mg -33.5%)
PS EMEE % 10-20% 0.67 — 2.8 (*TER &Y
PL X & *166mg -37.7%)
(85
PS THEX % 10-20% 0.75 - 3.1 ((HEH
BLE 3" 450mg -31.1%)
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FE3p) 5
SEL s & X0 E S

AAFETRBALILETEY 146mm KL B ERRIKILE
(Biosensors Intl 85 S-X £, BKRIFZIH LR LY 2 A BB T REE —
TR C" RE. RERAARNBEEA —FRAMEERE—FRP AR
BRE TR, @it 100mg ¥R ILEL(PDLA)EAEAE 2ml &8 & 4] 44
H S0ug/uL PDLA #%-d,-JLE Ak &% .

ATHEBHEREMGEL 50% 4R EXE, ¥ Smg kB E 3%
F 100pL PDLA #4&%&. %/ 20uL AEAEHERGSK. M_FE P
B AR, DukENET. EENMLRGIRELHEL SIUL B E
Bk, RIRAZETTFRAZFFRETFRIA. s MLLA
212ug PDLA F&HK 212ug R4E X 3],

AT HEHDEREMGIES 75% MR EXER, % Smg R#BEE3) 5
33.3uL. PDLA & & R4, 7 in 33.3uL ABRERAOYIEM. 3R LIS
A FERPRE A RFBRT. EENXEOIRGLHEE 28uL B E
FR, FEREEZBTTRAETTFREFFRIA hpBEMEL
70ug PDLA T 44 212ug 4k £ 3],

Ao LR IRE L 3] [PDLA R EBEH 4 5 0k, REREILYG &9
W, BRELERGFRNEGTFESFHLELELERGEELE,
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03809309. X RFFERP AN FI9XBE)  FHIR

7. A T @A & 6 miid i KR =AM e g R 2K 1 694
oM, EF ARG RMER —NREERERERE.

8. WREFEARF|IEK 1-7T1EE—APTELEEY, HF RAZ CH,-X-OH,
X ZSH 6-10 NMKR Ty A4k Xk,

9. RERF|ER 1.7 EE—RTEGELY, L+ RAZ CH,-X-OH,
XAZASH 6 NMERTFeEMREA,

10, RFERFIER 1 98E6Y, LFHEGREVAMROTESE
PR R,

11, REFERF|ZR 10 692864, LFTETAYREBGRAMLE R
JLBg. REATHFENGLEY.

12, R\ARFIER 11 9864, L FATEGRILARL A R-1-7 B
R-d-A X B Fa R-dI-H LB,

13, RFAA|ZR 12 694884, HF AT oM e ands RE H Frid 40
SNETH 35-80%.
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