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Product Introduction
CO-1686 (AVL-301)

CO-1686 is an irreversible, mutant-selective EGFR inhibitor with K; of 21.5 nM and 303.3 nM for
EGFR858R/T790M and EGFRWT, respectively. Phase 1/2.
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Biological Activity

CO-1686 inhibits p-EGFR with IC50 ranging from 62 to 187 nM in the mutant EGFR—expressing cells, while
inhibits EGFR phosphorylation with IC50 of > 2,000 nM in the three WT EGFR-expressing cells. CO-1686
selectively inhibits growth of NSCLC cells expressing mutant EGFR with GI50 ranging from 7 to 32 nM, and
induces apoptosis. CO-1686—resistant NSCLC cell lines exhibits signs of epithelial-mesenchymal transition
and increased sensitivity to AKT inhibitors. [

CO-1686 causes dose-dependent and significant tumor growth inhibition in all EGFR-mutant models as
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well as human EGFRL858R- and EGFRL858R/T790M-expressing transgenic mice. [
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