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Description

Sulfatinib (Surufatinib) & —F{ 20 H & BG4 % VEGFR1/2/3, FGFRI1 Al CSFIR (&%
BRI, 1C50 fEH7E 1 2] 24 aM Z ],

IC50 & Target[1]

VEGFRI1 VEGFR2 VEGFR3 FGFR1 CSFIR

Cellular Effect

Cell Line Type Value Description

Antiproliferative activity against FGF stimulated HUVEC
HUVEC ICso <50 nM cells assessed as reduction in cell viability incubated for 72 hrs

by MTT assay

Antiproliferative activity against VEGF stimulated HUVEC
HUVEC 1Cso <50 nM cells assessed as reduction in cell viability incubated for 72 hrs

by MTT assay

In Vitro

SuLfatinib 1] VEGFR1. 2 1 3. FGFR1 I CSFIR #i, 1C50 JilE N 1 & 24nM, B
FUBHWT VEGF %551 HEK293KDR 40 () VEGFR2 @izt Al CSF1 #l#¥ CSFIR R
RAW264.7 4IAEIM 1C50 43514 2 F1 79 nM. SuLfatinib &K% VEGF 3% FGF ## HUVEC 41
MR A, 1C50< 50 nM[1].

Sh4h, ER—F hERG #il5), 7E CHO 4HHhfY 1C50 Jy 6.8 nM[2].

In Vivo

TEFWWEGE R, B R SuLfatinib LA £ 55 AU 7 200 R U 2L 21 VEGF T
VEGFR2 Wtk thoh, A24)5 24 /MR FGF23 /P ITHER B FGFR 1554 S 2 24mi) .
Sulfatinib 75 % i A SRS RS RS h 2 B0 L A7 R st A KB TE FT, JF5 MG CD31 Rk, %
Bli@id VEGFR Fl FGFR {55 4& 50 20 A8 A it 76 RGN R &5 i) CT-26 1, Sulfatinib
T2 R 2230 H v B R A AR 1]

CARZ 2 10 mg/kg Ja, /MR AUC A Cmax 73814 397 ng/mL Al 138ng/mL[1].

Solvent&Solubility

o S0
DMSO ¥ fEE : > 100 mg/mL (208.08 mM; FRIEH) DMSO X /= it VA ARIE A B4, 15
B DMSO)

* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0808 mL 10.4041 mL 20.8082 mL
Stock Solutions 5mM 0.4162 mL 2.0808 mL 4.1616 mL
10 mM 0.2081 mL 1.0404 mL 2.0808 mL

AR i E AN TR R o BV R B PR S E A R B A AW — ELBCRIATR, TS e R AT, B A
SRR R 7 R R

it I A7 77 AR -80°C, 2 years; -20°C, 1 year. -80°C ff7rIN, W5fE 2 FAME,  -20°C
1P, AETE 1R,

B

TEIRIRE R KIS 2577 50 I PEE AR T %

VUR VAR 7 R 56458 In Vitro J7 AUBCHITE T BAE W0, FHR A I B 7710
——NPRIESEYG A AT AT SEVE, B RO AV AT DU G A 25 1, & A 0RAF s RN SEIR 0 AR, &
WEDUTIBLES, SR
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DAV AR AT R~ 1R B 20 LG R 4R VA FRFE SR I ) i P AR 5 B e AR e M BT S AT
LG, AT LOE I AR/ s 7 1 7 BNV

E S

K FAINEERET]: 10% DMSO  —  40% PEG300 — 5% Tween-80 — 45% Saline
Solubility: >2.08 mg/mL (4.33 mM); ¥R

W7 RT3 > 2.08 mg/mL CHRIERAD IR THER

U 1mL TARRCAH], B 100 pL 20.8 mg/mL FI7ETE DMSO & W% 400 uL PEG300 ', iR&
151 Hi B A RF I 50 uL Tween-80, JRE YIS RIGHAEEEIIN 450 uL AFHAK EHE 1
mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
AL

L -

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

Solubility: >2.08 mg/mL (4.33 mM); V&R

BT RT3 > 2.08 mg/mL CHRIERAD RIRHIER .

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL {7 DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-MAWIKG) MR ERT 10 mL MAERHKT, SEEMERTEY.

FR =

EIRF I INEER:  10%DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (4.33 mM); ¥R

SET7 %A 318 > 2.08 mg/mL CHIRIEER D ME WL BET7 22 S8 FIWIAE AN BB 3h W seie iy
TEREA .

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EF DMSO fig & inE] 900 uL Tk, JBEH
5.

BEIR [1]. PCT Int. Appl. (2011), WO 2011060746 A1 20110526.
SEEENE A MR ) 3R
VAR S EE AR RV 7R A VAR B S PR A T VA TRIBC R 4 — ELIC VAT, W 0 5 0RAT 3 4 R SR R B 77 2R
o
AR RAF T RANWIBR: -80° C, 2 years; -20° C, 1 year. -80° C filiffid, 54E 2 ENMEM, -20° CHEfERS, i57E 1
AL .
AT FE 1 mg 5 mg 10 mg 25 mg
B
W
1 mM 2.0808 mL 10.4041 mL 20.8082 mL 52.0205 mL
5mM 0.4162 mL 2.0808 mL 4.1616 mL 10.4041 mL
DMSO 10 mM 0.2081 mL 1.0404 mL 2.0808 mL 5.2020 mL
15 mM 0.1387 mL 0.6936 mL 1.3872 mL 3.4680 mL
20 mM 0.1040 mL 0.5202 mL 1.0404 mL 2.6010 mL
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25 mM 0.0832 mL 0.4162 mL 0.8323 mL 2.0808 mL
30 mM 0.0694 mL 0.3468 mL 0.6936 mL 1.7340 mL
40 mM 0.0520 mL 0.2601 mL 0.5202 mL 1.3005 mL
50 mM 0.0416 mL 0.2081 mL 0.4162 mL 1.0404 mL
60 mM 0.0347 mL 0.1734 mL 0.3468 mL 0.8670 mL
80 mM 0.0260 mL 0.1301 mL 0.2601 mL 0.6503 mL
100 mM 0.0208 mL 0.1040 mL 0.2081 mL 0.5202 mL
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