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Cat. No.: HY-151903S 8
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CAS No.: 2640352-86-7 5
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Storage: Please store the product under the recommended conditions in the Certificate of 3
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BIOLOGICAL ACTIVITY

Description FGFR2/3-IN-1is a potent and selective FGFR2 and FGFR3 (FGFR) inhibitor with IC50s of 1 nM and 0.5 nM, respectively.
FGFR2/3-IN-1 displays >40-fold selectivity over FGFR1/FGFR4 and other kinome. FGFR2/3-IN-1 also inhibits FGFR3 V555L and
V555M mutants with IC50s of 2.7 nM and 6.1 nM, respectively[1].

1C50 & Target FGFR2 FGFR3 FGFR3 V555L FGFR3 V555M
1nM (|C50) 0.5nM (|C50) 2.7nM (|C50) 6.1 nM (|C50)
FGFR1 FGFR4
21 nM (ICsp) 145 nM (ICsp)
In Vitro FGFR2/3-IN-1 (compound 29) has a clean CYP profile (CYP3A4 IC50 >25 uM). FGFR2/3-IN-1 displays excellent potency (whole

blood, IC50 = 177 nM) in a whole blood (WB) assay!Ll.
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

In Vivo FGFR2/3-IN-1 (compound 29) is advanced into rat pharmacokinetics studies. Clearance in the i.v. arm is low (hepatic blood
flow (HBF) =35%), with a moderate half-life (t;/, = 1.7 h). In the p.o. dose, FGFR2/3-IN-1 demonstrates good exposure (AUC =
5108 nM-h) and high oral bioavailability (F% = 82)21,

rati.v. rat p.o.
dose (mg/kg) 1.0 dose (mg/kg) 3.0
HBF% 35 Crnax (NM) 2303
Vgss (L/kg) 1.6 AUC (nM-h) 5108
Ty/2(h) 1.7 F% 82

MCE has not independently confirmed the accuracy of these methods. They are for reference only.
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Caution: Product has not been fully validated for medical applications. For research use only.
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