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Description KDM5-IN-1 is a potent, selective and orally bioavailable KDM5 inhibitor with an ICs; of 15.1 nM.
IC5¢ & Target IC50: 15.1 nM (KDM5); EC50: 0.34 uM (PC9 H3K4Me3)!"
KDM5-IN-1 is found to potently inhibit KDM5B and KDM5C isoforms (ICsq of 4.7 and 65.5 nM, respectively).
In Vitro It is significantly less potent against other KDM enzymes (1A, 2B, 3B, 4C, 5A, 6A, 7B), inhibiting KDM4C
the strongest with an I1Cs of 1.9 yM. KDM5-IN-1 still displays more than 100-fold selectivity for KDM4C vs.
KDM5Al',
When dosed orally in mice at 50 mg/kg twice a day, KDM5-IN-1 shows an unbound maximal plasma
In Vivo concentration C,>15-fold over its cell ECsg, thereby providing a robust chemical probe for studying KDM5
biological functions in vivol'l.
In Vitro:
DMSO : 2 30 mg/mL (92.48 mM)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.0828 mL 15.4140 mL 30.8280 mL
Stock Solutions 5mM 0.6166 mL 3.0828 mL 6.1656 mL
10 mM 0.3083 mL 1.5414 mL 3.0828 mL
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VISR I IR 7]: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.08 mg/mL (6.41 mM); Clear solution

ET7 S AERAF 2 2.08 mg/mL (6.41 mM, EFIEEAAN) IS .

B mL AR50, B 100 pL 20.8 mg/mL (3% DMSO it #-inE] 400 uL PEG300 1, JEA %)
[l BB AR I 50 L Tween-80, REIS); SAJR4kERINMA 450 L AEFEAERZE 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.08 mg/mL (6.41 mM); Clear solution
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