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GW2580

RS  MB3918
REVE © >98% , &Rt CSF-1R I
BEHIE : 10MG;25MG;100MG
R : solid
BEXER

SFR C20H22N403

DFE 366.41 5
CAS No. 870483-87-7 2 ﬁ -
R -20°C , BT | PN R O

DMSO : 48 mg/mL (131.0 mM) = = o

SARRIME(25°

aﬁ’i(f:i)( Water Insoluble

Ethanol Insoluble
RSN | BARUERE=ETUEN  NREEIE , oTstenELARME.,
HBIRA | ATENRENEE | BELRRHE—REFEIRE.

fEi7r : GW2580 ZikE#E M CSF-1R HIFIFI , YEFTF c-FMS,

78 : 2,4-Pyrimidinediamine, 5-[[3-methoxy-4-[(4-methoxyphenyl)methoxy]phenylimethyl]-

PIEREARRRAEHT

AN 2 e BEeEEEEK

BN DMSO : 48 mg/mL (131.0 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%

PEESRM - -20°C | EERTEEATIE

kA E
13 = E |1mg 5mg 10 mg
0
RE = §
1 mM 2.7292 mL 13.6459 mL 27.2918 mL
5mM 0.5458 mL 2.7292 mL 5.4584 mL
10 mM 0.2729 mL 1.3646 mL 2.7292 mL
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50 mM

0.0546 mL 0.2729 mL 0.5458 mL

SV

GW2580 215+ CSF-1R #I#I5Y , YEFF c-FMS B, IC50 /9 30 nM,ELAERRTF b-
Raf, CDK4, c-KIT, c-SRC, EGFR, ERBB2/4, ERK2, FLT-3, GSK3, ITK, JAK2 EH9EEEM
= 150 2 500 {5,

c-FMS

IC50

30 nM

{EIMERT

0.06 uM GW2580 7E(ARSMNZLEI AZE CFMS i#E8, GW2580 1% CSF-1 RIBHE M-
NFS-60 SEfEMmiE , MBRIBE NSO SEEREMAE , CSF-1 RBRIFEED BIARZ
4hRE , 0 VEGF RUBHIABTERPK M E P ZAMAIAL | IC50 25109 0.33, 135,

0.47 112 uM, 1 uM GW2580 {ERBTF AKIEEMIE , KEMS , FIAERRLKEN
IEFE |, =% CSF-1ESAVNE M-NFS-60 SHsAiIABZERNER , B=
2iHIZE. GW2580 {EFITF RAW264.7 /NG EWELRAE , #%) CSFIR BEEALL |,
IC50 £979 10 nM, GW2580 il TRKA ;& , 1C50 79 0.88 uM,

AT

GW2580 ( #% 40 mg/kg FUEMBRAEIER/NGS, 0.5 /N ) |, HIHISNEME CSF-1 {@it LPS
BESH TNF-aERAYEES | M4K 63%, GW2580 AME/INE, , SAIEE#EM CSF-1 4
B, 5T2ihE CSF-1iR&/NE IL-6 FE19887. GW2580(80 mg/kg MRRANE)TEE
HIDBIRSAEM CSF-1 RERMERT M-NFS-60 fREZRREAI4c. GW2580(80 mg/kg) CIARAL
B, 8RR, EE—E , AEINHEZR 4 X, BIET 45%ERAmIh0,
GW2580(50 mg/kg)RMBRIMRTIRIZEL , /HA 21 K, BRI 2% , #2035 21
X 7 E 21K, 5 14 B 21 RBAELME | HIXTIELFBRNEHIR,
GW2580(160 mg/kg)ahbERFHERY 3LL fifiER , FES£EMHI CDAS+ CD11b+ SHEH
i, CD11b+ F4/80+TAMs, #1 CD11b+ Gr-1+ MDSCs izl 2 &4, GW2580(80
mg/kg)2tIE | Vegf-a (P 35%) 1 Mmp9 (i 70%)R1k, AR MBI EEE
(CD31 %), GW2580 5 anti-VEGFR-2 J{ABA&TTi% , thEMEMESK. DC101
BYhOME | (PR T 35%FEL R , DC101 #1 GW2580 BXFRAME , BENRIFHMER
BEK , BBELA 70%,

KX RIEE (ESHEXESEREFIEMER)

MB3993 OSI-930

B BRI : R, JOERETOFEYS | HESESRIAAE , 2EETFAK, GW2580 2%
M CSF-1R 4% , YEFRT c-FMS, ARATEBTRXSTSA0RIFIS.

SHTINRE (HS%F)

2 K o

cFMS BRI B AIEgsE00:

Tel: 400-659-9898 Fax: 0086-411-66771945
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10 uM #, 100 uM ATP,F1 5 mM MgCl> #£ 50 mM Tris HCL R RS 90 % , i@
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S EBETEEEEE, EREKRAZE 96 FUiR , £ Biomek 2000 Ei#HTEERA , &
RIAFAA 45 pl, TFLIONATF 1 L DMSO fE#IELRIIA DMSO |, 554 50 mM
Mops(3-[N-Morpholino] FTER)RY 30 uL 1.5 EMIRMGREYD , pH 7.5, 15 mM MgCls,
6 uM BNEYD, 442 -EAIYAPFAKKK-NH2 7.5 mM DTT, 75 mM NaCl, 10 uM ATP, Q1
0.5 pCi(1 Ci = 37 GBq)[33P-y] ATP, NN 15 plL HRERIESARFFIERLL , RELEEREN
20 nM, EDTA BOAZIRSERFLE, KAEGHIT 40 98 , IANZRTRRY 0.5% BRI/ |,
75 uL ®BBEIERA 100uL 0.5%RIBERTIIRAY 96 FLMERAMRITIEIR L. TWHRTE
Millipore JTiEiRE=ILE Fidig , AREABERISREF=X , BEEIA 40 uL [IMER,

LRI TEES , SR Packard Topcount NXT [NXRIHARERHITITEL.

Cell lines: MCSF {kifit/ NS 28 M-NFS-60 4HiEER
Concentrations: ~20 yM
Incubation Time: 3 £

Method: MiEEIERIEST | % 2x106 48/mL BT EFEPYVELE 24 /it , —KF

HMMIsCES FHAEIIACSI, WHT M-NSF60 fRit KSTIMMIS A BERS MCSF, SME— K , BT
DMSO £ 10 mM GW2580 F5EZE 20uM , 50.2%DMSO S 10%MEREFHES
LR |, TR1B— 10 SRERIZ. M-NFS-60 £8fE#% 0.5x 106 4R/ mL BEFFS
10%IM;&EFA 20 ng/mL /NGE MCSF gtEs=EH. 4BiE(50 pL)InZIEIHFI(S50 pL)BFLH |,
3KE , EFLIOAN,10 uL WST-1 3571, B8 4 /M\B1E , 1 440 nm ASUEIRSLE | iTES
SREFEMTRSFENILPMARERER.
Animal Models: &&= 5 M-NFS-60 B9/N\E

FhMseas Formulation: 0.5%2 A& FEE T4 0.1% Tween 80
Dosages: 80 mg/kg
Administration: CR4ME , SKFR

639 |

KA MMIFAEEE  ERTHRES , FRAMIE , RERNRAER  SUSSEERE.

oL T MIEENEERMEDER | HAMREARESRAENE | LA EERNHSERAR .

B YIREEESR

1 FRP%  BUEIEMERIFAEECHITOE  BADEME. BEMHEFRRTESHS BE
mER ; NEERHREREK  FETWIRSHIZRAKRER , DANMEMEZFE, WTHERE .,
KERGERN | BEUERELYF , @ Parafilm HOE , FHREGBREFRAGER, WRMERE
K, B mE8H  @EERET , ISR nsLaRE.,

2 SRS | REORAIERRSESRE | BNcRAIBMERIS. WRFISEER 5
EREEER  HIREFRESIEE DMSO |, ERHIETAEIFTE T 80 BRERT , —RIULIRER
£ 3-6 MRLAL, TEEFRT , BXEERETHRE. BREERRERR.
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3 REFTIERGE | BRENAZELHHERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY , ATLAERZKMESH (40 PBS ) #5REAT , AIRESITHIE , AlBIT A (EEIARETT
B, ARITRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LA RIS

.

KREHT  BATENEN 0.22UM REEISIEATRE |, B2XRABRI , SHEEESEREL s
FLEEYE | EERMEEHESERIRKE.

4 (FAREHISEIENA - BTRSUSYIRIEREN  sMSLR TIEREHIKE  TRSFEMA—ERA
WRWEENER , WNIHE , CMC-NA |, Bl , BRFESFERBXEVRAE. WNEER DMSO | iS5
R DMSO BILIRE < 5% LIBRSBIEER. LATIERIHER  AJUSETE

ARSI BIRER

R IAEKKG) (AFRERM2) [Km &
LpikEd 12 0.6 20

¢ 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

FKE. 0.4 0.05 8

KB 0.15 0.025 6

=i 0.08 0.02 5

/NS, 0.02 0.007 3

&) A(mg/kg) =54 B(mg/kg) X 5041 B B9 Km RE/F0H A BY Km ZRE
5 XFFmBI L ERIE

BWEIFRE | BERERmAVESTENY  FAER TN, NTRSMEN M  HERT
500MG R, FfiIH) BIFBRMRIEIERAERRN. BT~ mEKkItEEnIETRE  NmSE~ &R
METEESEST L  XIMREAESI ST , FIEURERRHT | £ milFEIER. TRk
PR, AILAE 200 #EARFBELD , EREERIK , NTBRIRK,

RS EERE—EIRE A NEEERNYETREESTE , 2B

(aNAN==k=p{elE RECE
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG
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AT ASEEREERRET  MREMIN-mAVEIEE) , BB R AT aNIRE M EEE
LHREEN—E | ATREMERARFmAFE. BILUINEEER ( SRIBMEFM ) FRiEEE=%
Ezeeinmg.

SHFEEREGERIN T RRENEMRECNRE | FIENVERSENEHERARZEY TR
BGEMRNEY  BEATSSTRREUKS , EIREN | XM REEREE RSP RE.
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