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HEYEE

PF 477736 (PF 00477736) Jf&—FiA 2L, MM ATP sePER Chkl AI4MHIF, Ki {6~ 0.49

nM. ESE Chk2 #H17), Ki N 47 nM. PF 477736 SonHi%F VEGFR2, Fms, Yes, Aurora-A,

Description FGFR3, FIt3 Al Ret (IC50=8 (Ki), 10, 14, 23, 23, 25 1 39nM) <100 f5{ikH:. PF 477736 £
ARHIMFIAA Y 35 AT 1Y 3R Gemcitabine FHT RIS 1 o
Chk1 Chk2 VEGFR2 Fms Yes
0.49 nM (Ki) | 47 nM (Ki) 8 M (Ki) 10nM (ICs0) | 14 nM (ICs0)
IC50 & Target[1]
Aurora-A FGFR3 Fit3 Ret CDK1
230M (ICsp) | 23nM (ICso) | 250M (ICs0) | 39 nM (ICso) | 9.9 uM (Ki)
PF 477736 j& CDKI EMERIFEIMHIF (Ki=9.9 uM, /& Chkl A 20,000 f#)[1].
PF 477736 (0.01-1 uM; 16 /i) DAFRE ARG 7 200 B 2 MRS 510 CA46 41 DNA $Hifs
Kt m[1].
In Vitro
PF 477736 (10-48 /NI) AV R & FHALEESE 00 S WHSRIFHES HT29 A 1 in[].
PF 477736 (180-540 nM; 4-48 /M) DAFSE RIS AR 7 Q04 50 5 PO e /e HT29 4N s
PERTTHE[1].
PF 477736 (4-60 mg/kg; MEMEATELS, SR —REEE R PTG FEPUK) IS8 PG EAE Colo205
SRR R T R R 1]
PF 477736 (15 F1 30 mg/kg: MRS IE S4B H3 BEERILA DNA 55, Finidn
In Vivo A T[],
PF 477736 (4 mg/kg; iIKIELR) 72K AN R I HEARK 2 5 MAERRZE (11.8 mL/min/kg) 12
FAEFEW (2.9 ANED[1].
PF 477736 (4-40 mg/kg: MM PITEST) I H R 24830 712 [1].
1 B S
Solvent&Solubility DMSO H A fEE : 100 mg/mL (238.39 mM; #875 BIE (<60° C); WRIZM DMSO X /= i ) % i JiE

HRERW, 1M ABIFET DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3839 mL 11.9195 mL 23.8390 mL
Stock Solutions 5mM 0.4768 mL 2.3839 mL 4.7678 mL
10 mM 0.2384 mL 1.1920 mL 2.3839 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VA IS G 40 — BRI, WA,
VR R R 7 it 2R

ik & T A7 75 SRR : -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
PRy, AL 1A A .

YL

ARG SRS 2 2 SR PE 2 TR AT R

AR VAR TT S S6 % B8 In Vitro 77 sURCHIVEE (065 490, FRARVCH I BITE 7
——ABRIES A RO AL, B I T DURIB RE AR 46 0F, ISR RSB TR, &
WSR2 R M

DA VAU SR 1 T 4 LU 8 A 7R 7 S TC B 28 P A s B FETC B A b s BT L T
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G, AT LOE S AR/ s 7 1 7 B
VI S

R F RN FEF:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (4.96 mM); ¥ 5V

PR RATIRE = 2.08 mg/mL IR RED (BT HEW -

L 1mL TAEMCHE], B 100 wL20.8 mg/mL AT DMSO f###M*E 400 uwL PEG300 1, &
G5 B R RPIAN 50 1w LTween-80, JBEIA: SRFHALIMA 450 wL AFEK &

A% 1mL.

AEFERK I E]: K 0.9 g EALEN, T ddH. O HUEZRZE 100 mL, AJ LSS5 & I 14 2k
Ko

TE =

IR IR R: 10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: = 2.08 mg/mL (4.96 mM); ¥ iEVAE R

W RAHAG = 2.08 mg/mL (RIERKD B HHER.

L 1mL TAEMCHE], B 100 1L 20.8 mg/mL ¥ DMSO f###8n% 900 wL20% [ SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-FWKE) MAEARET 10mL AEMESKS, BEEMEEHTEN.
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SRR BRI R -
AL 7 AL R VA0 o VAR RS PR VAR RS R R 3 0. — LTSI, 8 0 B ORAT, B G SRS VAR RIS J P 7= i R
ik & T A7 75 SRR . -80° C, 6 months; -20° C, 1 month. -80° C f#f7HF, 17E 6 N WM, 20° C 2R, HTE
1A H AR

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.3839 mL 11.9195 mL 23.8390 mL 59.5976 mL
S mM 0.4768 mL 2.3839 mL 4.7678 mL 11.9195 mL
10 mM 0.2384 mL 1.1920 mL 2.3839 mL 5.9598 mL
15 mM 0.1589 mL 0.7946 mL 1.5893 mL 3.9732 mL
DMSO 20 mM 0.1192 mL 0.5960 mL 1.1920 mL 2.9799 mL
25 mM 0.0954 mL 0.4768 mL 0.9536 mL 2.3839 mL
30 mM 0.0795 mL 0.3973 mL 0.7946 mL 1.9866 mL
40 mM 0.0596 mL 0.2980 mL 0.5960 mL 1.4899 mL
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50 mM 0.0477 mL 0.2384 mL 0.4768 mL 1.1920 mL
60 mM 0.0397 mL 0.1987 mL 0.3973 mL 0.9933 mL
80 mM 0.0298 mL 0.1490 mL 0.2980 mL 0.7450 mL
100 mM 0.0238 mL 0.1192 mL 0.2384 mL 0.5960 mL
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