REECEMRARBRAF

Dalian Meilun Biotechnology Co., Lid.

(%t 2R A

www.meilune.com

Apixaban ; falR;DEE

FfmS : MB1879

JFREFRAE : >98.5% G MEM X EFHDHIF
BEHFE : 100MG;1G

FEia - B8R

HEFER
2FR C25H25N504
SFE 459.50 0
CAS No. 503612-47-3 T NA:
M -
herEs 20°C , BRI ey Lroh
DMSO : 18 mg/mL (39.17 mM) C“L
NN 8]
AR Water Insoluble 0
(25°C)
Ethanol Insoluble
EEEN | SRMEAEENUERN  MREEIE RS IEISRE.
BB | ATENRSMEE  BELRRHE RMEFEIRE,

@7 FURLIE Apixaban E—MEEIEZRMER |, vlI¥AY Factor Xa HIHIFI | MHIAFIRAEY Factor Xa , Ki (&
%807 0.08 nM #1 0.17 nM,
B4 : BMS-562247-01 ; Apixaban ; FINRDIE ;

MIRMERRIEHR :
AN 2 e ==Y
BERME DMSO : 18 mg/mL (39.17 mM) ; Water Insoluble ; Ethanol Insoluble
BE e, >98.5%
fEEFRM - -20°C |, BEEHREATIR
EYiEtE
oy |APiXaban EEEAEIEN A Factor Xa MU EAIRTE KinH 008 M
RIS 10.17 nM,
it Apixaban ZSiEREME | AJFEAY Factor Xa PHIF.
Factor Xa (human) Factor Xa (rabbit)
o (Cell-free assay) (Cell-free assay)

0.08 nM(Ki) 0.17 nM(Ki)

Apixaban EEEEEEBERIERT | A Factor Xa % Factor Xa 0% , Kis>B1 0.08 nM
#0 0.17 nM, TE(&5b, Apixaban {fERBFIER AL , FEK ASEIMATE | (FEEMESIRATE(PT),
EIMRT RIS MES[RATEI(MPT), iECER SR ILEESHTRI(APTT) %1 HepTest t&N—{& , FRiRANKRE
(EC2)0 81 3.6 uM, 0.37 uM, 7.4 uM, F10.4 uM,Ilt5h7E PT FIAPTT L6 , Apixaban
EESVERT AR , MERTAREMAMRNZEREIE.
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Apixaban fEFFA , EEMRRIZGHEHFREE | IRIKHEBH(CL: 0.02 L kgt h-?), {KiARS
5 (Vass: 0.2 L kgt), Ak, Apixaban tBEEEEFZ(T1/2: 5.8 /NEHFRFHICREY
R BRME(F: 58%). Apixaban {EFRFEIEREkDRIIETIAL(AVST), EREKIMAEFZA(VT) , FOEB
SIEikIMiR(ECAT) REE , BEEFMMER AR , EC50 550 270 nM, 110 nM

70 nM,
ECHXFERIEEF
MB1878 FkLIE
MB1878-S FLIDIT(FRERR)
MB25684 FHXDHE-d4

AR REHRF SZNATOFENS HEFERMASE SERTARK. M YE(BMS-562247-01 ;
BMS 562247-01)2—MERZREF Xa iIHIF] , B—M7uEtl. YAMREF Xa (FXA ) BEEHEERIFEA.
fiERECE

fi o
KR M 1mg 5mg 10 mg
1mM 21763 mL 10.8814 mL 21.7628 mL
5mM 0.4353 mL 2.1763 mL 4.3526 mL
10 mM 0.2176 mL 1.0881 mL 2.1763 mL
50 mM - - -

ZHITINRE (URSF )

HHLER FXA AP RBICSRETE | BEHTENEN. B+ REmERN-RREEIRER
ERIKEIRTRTS FXA @79 95%, FEEEY S-2765 MET A, . KB FXa KRS
F0018 . A Michaelis-Menten-Henri EZ(Km)Z= , 98I 36, 60, 240 F] 70uM, fF
b3 (B FH.aMax 384 Plus SE4R[5EERSFN SoftMax , iBILiE 25°CTF 405nm AIRFEELIA 30 4
SRISMIERMIZK R, SN RYFINEIFIRERSH FXA EEEESM. F GRAFIT SRS EIK
RS ARGE DTSRI ZF-IE iTE KiE , 2P vETF OD min_1
THIRRGEE , Vmax ETRARMEE , SETRIRE. #8 | i STHFRE.

Animal Models: B2k iR IATZRG(AVST), EEBKIMIERZAR(VT) FIEEN SEatbkILie
(ECAT)SRtREY

ENYSELE Formulation: j&F 10% N,N-ZEREZEZ; 30% 1,2-I8"F% 60% 7K

Dosages: <3 mg/kg/h

Administration: #kit4t

(=]
oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oD T RIEHNEERMEDER | HEAMRIEFTRAEREEN | A LRSS ETRAR A,
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A SIREIEER

1 Fmp%E  BRIEERFFAEECHITOE  RADERE. SFMHERRTESE S B8R m3E
R AEERARERER  BEITWRHRSHRNEZRCKRER , SANMEMELRE. MTHER  KEK
(e, TS LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , B m
B, EWEEHBE , LIRFMLiaRE.

2 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRERR.

3 MREFIEREIE | BIRENAFEERERE  BRESRNEEEAHREETFER. BTARNS
WEMEIEAMRY , FILAERZKIESR (40 PBS ) #RRT , AIgEStTHIE | ETEAEERENA® &
SXILRFAERE. WA DMSO 1E79ia7 | 58tk DMSO REEERIRE <0.3% LIB R MIESt.

KREHD  FABEGET 0.22UM RERTIEHGURE  BOXRARSI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESERELE.

4 (FREINA - BTRSUCSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fERBNAER , WNILE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INES 0.02 0.007 3

= A(mg/kg) =a# B(mg/kg) X a4 B BY Km EEY/ZM A B9 Km EE

5 XFFmEl R ER IR

TR mE | EREERFmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, el R E2RIEERSELEN. BT -nEETEEndETEE  NSEmHETEE
EET L XINRBEAESITHSET  SEVNERRRIT  Er-RinEAER. XNTRE=mE , ATLAE 200
REAHFBELD  BEIERE , NTTERRK.

FRirSiEESE—EN JIRE | £ NI CERNETRIEIESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALBREFEFRETH  WREMIN~RNEIRE/) , ARNEEREATHESETHMEEEE L
BB —R | AIRENRAR R, SILNIANBESR (SRIBMEF ) FiRlesiERESE T
B,

XFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHERERzLEe | W TEER
EMRNEY  ZEEETSSTRREUKS | ETRER | XM RREREETERPRE.
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