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Compounds
Cell lines IC50 μΜ

95-D A-549 HL-7702 MRC-5

1 23.67 ± 2.36 32.28 ± 3.02 29.84 ± 3.15 >200

2 26.03 ± 2.84 17.13 ± 2.23 35.68 ± 4.55 >200

3 20.69 ± 1.82 19.92 ± 2.50 30.85 ± 2.92 >200

4 3.67 ± 1.45 13.62 ± 1.13 31.08 ± 3.68 >200

5 4.04 ± 1.98 16.72 ± 1.35 30.18 ± 2.59 >200

cisplatin 8.27 ± 0.86 2.96 ± 0.39 4.94 ± 0.24 22.54 ± 6.25
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Potent BET inhibitor
High unbound clearance in rat and dog

tPSA: 93
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Potent BET inhibitor
Low unbound clearance in rat and dog
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HA = hinge acceptor
HD = hinge donor
Hyd = hydrophobe
LA = K85 acceptor
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