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Sitravatinib (MGCD516) is an orally bioavailable receptor tyrosine kinase (RTK) inhibitor with IC50s of 1.5

nM, 2 nM, 2 nM, 5 nM, 6 nM, 6 nM, 8 nM, 0.5 nM, 29 nM, 5 nM, and 9 nM for Axl, MER, VEGFRS3,

Description VEGFR2, VEGFR1, KIT, FLT3, DDR2, DDR1, TRKA, TRKB, respectively[1]. Sitravatinib shows potent
single-agent antitumor efficacy and enhances the activity of PD-1 blockade through promoting an antitumor
immune microenvironment[2].

Ax| MER VEGFR3 VEGFR2 VEGFR1 TrkA
1.5 nM (ICsp) 2 nM (ICs) 2 nM (ICsp) 5 nM (ICs) 6 nM (ICso) 5 nM (ICso)
IC50 & Target DDR1
TrkB KIT FLT3 DDR2
9 nM (ICs0) 6 nM (ICs) 8 nM (ICs0) 0.5 nM (ICsp) 29 nM (ICs0)
Sitravatinib (0.01 nM-10 pM; 14 days) reduces colony formation in a dose-dependent manner in KLN205
In Vitro and E0771 cell lines[2].

Sitravatinib (0.001-10 uM; 5 days) inhibits tumor cell viability with IC50s of approximately 1 pM in KLN205,
E0771 and CT1B-A5 cell lines[2].
Cell Viability Assay[2]

Cell Line: KLN205, E0771, CT1B-A5 cells

Concentration: 0.001, 0.01, 0.1, 1, 10 uM
Incubation Time: 5 days
Result: Inhibited KLN205, EO771, CT1B-A5 cells with ICs,s of approximately 1 uM.
Sitravatinib (20 mg/kg; p.o.; once per day for 6 days) significantly inhibits tumor progression and induces
tumor regression in C57BL/6 mice bearing CT1B-A5 cells model[2].
In Vivo Animal Model: 6-week-old C57BL/6 mice (bearing CT1B-A5 cells) [2]
Dosage: 20 mg/kg
Administration: Oral administration; once per day for 6 days

Result: Significantly inhibited tumor progression and induced tumor regression.

In Vitro:

DMSO : 2 32 mg/mL (50.82 mM)
H,0 : < 0.1 mg/mL (insoluble)

*">" means soluble, but saturation unknown.

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.5881 mL 7.9405 mL 15.8811 mL
Stock Solutions 5 mM 0.3176 mL 1.5881 mL 3.1762 mL
10 mM 0.1588 mL 0.7941 mL 1.5881 mL
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Solvent&Solubility
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VIR I IR 7): 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2.5 mg/mL (3.97 mM); Suspended solution; Need ultrasonic

BT R TTERAT 2.5 mg/mL (3.97 mM) I8 53R, A T T IR T

LU mL TAEACAE], B 100 uL 25.0 mg/mL #1994 DMSO fi# %% 400 yL PEG300 +#, JRA5E
[ iRk & 50 pL Tween-80, TRAI%]; SR)G 4S8N 450 pL AR EE/KERE 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2.5 mg/mL (3.97 mM); Suspended solution; Need ultrasonic

BeJ7 EATERAS 2.5 mg/mL (3.97 mM)IRIE S0, ST T IR AN s T A

PL 4 mL TAE#E 6], B 100 pL 25.0 mg/mL {35 DMSO &% 900 uL 20% ¥ SBE-B-CD L
BRI, IREI .

3K PN IR 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (3.97 mM); Clear solution

BEJ7 R ATERAG 2 2.5 mg/mL (3.97 mM, MR 1FEE IR, M7 RANE F TSR A e A A LR
SEHG

B4 mL TAER 6], T 100 pL 25.0 mg/mL [ DMSO &% 900 L Fkiheh, RA 4.
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