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Lerociclib dihydrochloride

Chemical Properties

CAS No. :
Formula:

Molecular Weight:

Storage:

Biological Description

Description

Targets(1C50)

In vitro

In vivo

Solubility Information

Solubility

In vivo Formulation

2097938-59-3

C26H36CI2N80O <\

547.52 g é
T

Powder: -20°C for 3 years | In solvent: -80°C for 1 year S

Actual storage temperature shall be subject to the COA. e 0‘ 2"

Lerociclib dihydrochloride (G1T38 dihydrochloride) is a potent and selective CDK4/CDK6
inhibitor, with 1C50 values of 2 nM for CDK6/CyclinD3 and 1 nM for CDK4/CyclinD1.

CDK

Lerociclib robustly induces sustained G1 arrest in CDK4/6 dependent cells with an EC50
of ~20 nM. A dose-dependent increase in G1 phase is observed when CDK4/6 dependent
WM2664 cells are treated with G1T38 for 24 hours, maintaining this arrest up to 300 nM.
WM2664 cells exhibit complete inhibition of RB phosphorylation at 30-1000 nM of
Lerociclib for 24 hours compared to vehicle controls. G1T38 reduces RB phosphorylation
within 1 hour post-treatment, reaching near-complete inhibition by 16 hours. G1T38
robustly inhibits proliferation in various tumor cell lines, including breast, melanoma,
leukemia, and lymphoma, with EC50s as low as 23 nM. Within the CDK family, Lerociclib
is least selective against CDK9/cyclin T, showing ~30-fold selectivity between
CDK4/cyclin D1 and CDK9/cyclin T at the biochemical 1C50.

In this HER2+ breast cancer model, Mice treated with Lerociclib elicits 8% tumor
regression after 21 days of treatment while control animals have a 577% increase in
tumor burden over the same treatment period.Compared to the vehicle-treated mice,
daily treatment with 100 mg/kg of Lerociclib or palbociclib shows tumor regression
within 10 days in the MCF7 xenograft model.After 27 days of treatment, tumor growth
inhibition is observed in the 10, 50, and 100 mg/kg Lerociclib cohorts (approximately
12%, 74%, and 90% inhibition, respectively).Daily oral palbociclib treatment causes an
18%, 66%, and 87% tumor growth inhibition in the 10, 50, and 100 mg/kg dosage
cohorts, respectively.

DMSO: 1 mg/mL (1.83 mM),Sonication is recommended.

H20: 95 mg/mL (173.51 mM),Sonication is recommended.

(< 1 mg/mlrefers to the product slightly soluble or insoluble)

Saline: 50 mg/mL (91.32 mM),Sonication is recommended.

Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.

Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
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A DRUG SCREENING EXPERT

In vivo Formulation vary and should be modified based on specific experimental conditions.

Preparing Stock Solutions

1mg 5mg 10mg
TmM 1.8264 mL 9.1321 mL 18.2642 mL
5mM 0.3653 mL 1.8264 mL 3.6528 mL
10 mM 0.1826 mL 0.9132 mL 1.8264 mL
50 mM 0.0365 mL 0.1826 mL 0.3653 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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