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Product Introduction
Avitinib maleate                                                 
Avitinib maleate是一种基于吡咯并嘧啶的不可逆的表皮生长因子受体 (EGFR) 抑制剂，IC50 值为7.68 nM。 Technical Data:

	Molecular Weight(MW):
	603.6
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	Formula:
	C₃₀H₃₀FN₇O₆
	

	Solubility:
	DMSO: ≥300 mg/mL
	

	Purity:
	>98%
	

	Storage:
	Powder     -20°C  3 years

In solvent    -80°C 6 months
	

	CAS No:
	1557268-88-8
	


Biological Activity 
Avitinib is structurally distinct from previously reported pyrimidine-based irreversible EGFR inhibitors such as osimertinib and rociletinib. Avitinib is designed specifically to inhibit EGFR active mutations and the T790M acquired resistant mutation, while sparing wild type EGFR. Avitinib selectively inhibits EGFR active and T790M mutations with up to 298-fold increase in potency compared to wild-type EGFR. Avitinib exhibits potent inhibitory activity with IC50 value of 0.18 nM against EGFR L858R/T790M double mutations, nearly 43-fold greater potency over wild-type EGFR (IC50=7.68 nM). Avitinib selectively inhibits mutant EGFR phosphorylation with IC50 values of 7.3 nM and 2.8 nM in NCI-H1975 and NIH/3T3_TC32T8 cells, about 115- and 298-fold more sensitive than that of the inhibition of wild type EGFR in A431[1].

Oral administration of avitinib at daily dose of 500 mg/kg results in complete remission of tumors with EGFR active and T790M mutations for over 143 days with no weight loss. Three major metabolites of avitinib are tested and show no wild-type EGFR inhibition and off-target effects such as inhibition of IGF-1R. Avitinib is safe in non-small cell lung cancer (NSCLC) patients at the dose range between 50 mg and 550 mg once per day and no hyperglycemia and other severe adverse effects are detected such as grade 3 QT prolongation[1].
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