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o [ D A-366 is a potent and selective G9a/GLP histone lysine methyltransferase inhibitor with IC50 of 3.3nM,
PR exhibiting >1000-fold selectivity for G9a/GLP over 21 other methyltransferases.
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A G9a/GLP — — — —
IC50 3.3nM — — — —
A-366 has significantly less cytotoxic effects on the growth of tumor cell lines compared to other known
AN (G9a/GLP small molecule inhibitors despite equivalent cellular activity on methylation of H3K9me2. Treatment
of various leukemia cell lines in vitro results in marked differentiation and morphological changes of these
tumor cell lines.
RIS Treatment of a flank xenograft leukemia model with A-366 results in growth inhibition consistent with the
profile of H3K9me?2 reduction observed.
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EHIIER PC-3 prostate adenocarcinoma cells
WIE 0,0.01, 0.03,0.1,0.3, 1, 3, 10uM
KLEERSTE] | 72h
S PC-3 prostate adenocarcinoma cells are incubated in triplicate with DMSO or the indicated concentrations of A-
366 or UNC0638 for 72 hours. H3K9me? levels are assessed by In-Cell Western assay.
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BN SCID-beige female mice (Aml flank xenograft model)
fic i 98% PEG-400 and 2% Tween-80
& 30mg/kg/day
#5257730 | by osmotic mini-pump
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