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Description

CPI-455 is a specific, pan-KDM5 inhibitor with an IC50 of 10 nM for KDM5A. CPI-455 mediates KDM5
inhibition, elevates global levels of H3K4me3, and decreases the number of drug-tolerant persister cancer

cells in multiple cancer cell line models treated with standard chemotherapy or targeted agents|[1].

IC50 & Target

1C50: 10 nM (KDM5A)[1]

In Vitro

CPI-455 mediates KDM5 inhibition, elevates global levels of H3K4 trimethylation (H3K4me3) and
decreases the number of DTPs in multiple cancer cell line models treated with standard chemotherapy or
targeted agents[1].

CPI-455, with high measured affinity for the target KDM5 proteins. Within 24 hours, increases in H3K4me3,
are observed after exposure to either of the two active compounds, CPI-455 and CPI-766, in a
dosedependent manner. IC50 calculation for KDM5 Inhibitor CPI0455 in 3 luminal breast cancer cell lines

MCF-7, T-47 and EFM-19 are 35.4, 26.19 and 16.13 uM, respectively[2].

Solvent&Solubility

In Vitro:
DMSO : 2 34 mg/mL (122.17 mM)

* ">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1mM 3.5931 mL 17.9656 mL 35.9312 mL
Stock Solutions 5 mM 0.7186 mL 3.5931 mL 7.1862 mL
10 mM 0.3593 mL 1.7966 mL 3.5931 mL
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Cell Assay

MCEF-7 is a luminal breast cancer cell line. MCF-7 is grown in MEM supplemented with 10% fetal
bovine serum (FBS) and is incubated at 37°C with a 5% CO, atmosphere. For each treatment
condition, 2.5x105 MCF-7 cells are plated in T25 flask and allowed to rest overnight. The following
day, the media is aspirated and replaced with media containing DAC at a final concentration of 62.5
nM. DAC media is aspirated and replaced every 24 hours for a total treatment time of 72 hours.
Following DAC treatment, media is aspirated and replaced with media supplemented with 2% FBS
containing KDMS5 inhibitors (e.g., CPI-455) at a final concentration of 9.375 pM. Cells are harvested

following 72 hours of KDM5 inhibitor treatment(™.
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