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Data Sheet

Product Name: Palbociclib (isethionate)

Cat. No.: CS-3110

CAS No.: 827022-33-3

Molecular Formula: CogH35N706S

Molecular Weight: 573.66

Target: CDK

Pathway: Cell Cycle/DNA Damage
Solubility: DMSO : 10 mg/mL (ultrasonic)

Palbociclib (PD 0332991) isethionate is an orally active selective CDK4 and CDKB® inhibitor with IC5q values of 11 and 16 nM,
respectively. Palbociclib isethionate has potent anti-proliferative activity and induces cell cycle arrest in cancer cells, which can be
used in the research of HR-positive and HER2-negative breast cancer and hepatocellular carcinomal'll3ll4]. |C50 & Target:IC50: 11
nM (CDK4), 16 nM (CDK®)!" In vitro:Palbociclib dihydrochloride (0-1 uM, 24 h) inhibits Rb Phosphorylation at Ser’9% in MDA-MB-435
cells with an ICxq value of 0.063 pM, and obtains similar effects on both Ser”80 and Ser”9% phosphorylation in the Colo-205 colon
carcinomal'l.

Palbociclib dihydrochloride (0-10 pM, 24 h) arrests MDA-MB-453 cells exclusively in G1 phasem.

Palbociclib dihydrochloride (500 nM, 7 days) increases expression of homologous genes (H2d1, H2k1, and B2m) in MDA-MB-453
and MDA-MB-361 cells!2l.

Palbociclib dihydrochloride (0-1 uM, 6 days) inhibits growth of several luminal ER-positive as well as HER2-amplified breast cancer
cell lines, with ICsq values ranging from 4 nM to 1 pM[3l.

Palbociclib dihydrochloride (0-1 uM, 3 days) inhibits the proliferation of human liver cancer cell lines with IC5q values ranging from
0.01 uM to 3.49 uM, and induces a reversible cell cycle arrestl4]. In Vivo:Palbociclib isethionate (oral adminstration, 75 or 150 mg/kg,
daily for 14 days) produces rapid tumor regressions and delays tumor growth('].

Palbociclib isethionate (oral adminstration, 90 mg/kg, daily for 12 days) reduces Treg numbers and the Treg:CD8 ratio in the spleen
and lymph nodes in tumor-free mice, demonstrating the tumor-independent effects!2l.

Palbociclib isethionate (oral administration, 100 mg/kg, daily for 1 week) has potent antitumour effects in genetically engineered
mosaic mouse model of liver cancerl4].

Cell Assay:[BICells are seeded in duplicate at 5,000 to 10,000 cells per well in 24-well plates. The day after plating, different
concentrations of Palbociclib are added. Control wells without drug are also seeded. At the end of incubation, cells are trypsinizated
and placed in Isotone solution and counted immediately using a Coulter Z2 particle counter. Animal Administration:['Mice (18-22 g)
are randomized and then implanted s.c. with tumor fragments (appr 30 mg) into the region of the right axilla. Treatment is initiated
when tumors reach 100 to 150 mg. Palbociclib is given according to the schedule and dose indicated in the table and figure legends
by gavage as a solution in sodium lactate buffer (50 mM, pH 4.0) based on mean group body weight. In all experiments, there are 12
mice in the control group and 8 mice each in the treated groups. Additional details for each experiment are given in the table legends.
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CAlndexNames:

Ethanesulfonic acid, 2-hydroxy-, compd. with 6-acetyl-8-cyclopentyl-5-methyl-2-[[5-(1-piperazinyl)-2-pyridinylJamino]pyrido[2,3-d]pyrimidin-7(8H)-one (1:1)

SMILES:
CC(C1=C(N2C3CCCC3)N=C(NC4=NC=C(NSCCNCC5)C=C4)N=C1)=C(C(C)=0)C2=0.0CCS(0)(=0)=0

Caution: Product has not been fully validated for medical applications. For research use only.
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