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Background

Description:

863127-77-9

(£)-N-(2-chloro-6-methylphenyl)-2-((6-(4-(2-hydroxyethyl)piperazin-1-yl)-2-methylpyrimid
in-4-yl)amino)thiazole-5-carbimidic acid hydrate

CC1=C(/N=C(0)/C(S2)=CN=C2NC3=CC(N4CCN(CCO)CC4)=NC(C)=N3)C(Cl)=CC=C1
0

CooHogCIN70O3S M. Wt 506.02

> 25.3mg/mL in DMSO Storage  Store at -20°C

For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.
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IC50: 0.55 and 3.0 nM for Src and Bcr-Abl tyrosine kinases, respectively

Caution: Product has not been fully validated for medical applications. For research use only.
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Chronic Myeloid Leukemia (CML) is a disease characterized by the presence of the Philadelphia
(Ph+) chromosome and its oncogenic product, BCR-ABL, that is present in >90% of the patients.
Dasatinib (BMS-354825) is a novel, potent, and multitargeted kinase inhibitor that targets ABL, SRC,
KIT, PDGFR, and other tyrosine kinases.

In vitro: Dasatinib is a potent ATP-competitive inhibitor in biochemical assays with broad-spectrum
antiproliferative activities against hematological and solid tumor cell lines. Dasatinib was more potent
than imatinib at inhibiting nonmutated BCR-ABL kinase activity. In addition, the kinase activity of 14
out of 15 different clinically relevant, imatinib-resistant BCR-ABL isoforms was successfully inhibited

[].

In vivo: Mice were dosed with Dasatinib or vehicle alone by gavage for 2 weeks, beginning 3 days
after injection of Ba/F3 cells. All vehicle-treated mice developed progressive disease. In contrast,
Dasatinib—treated mice harboring nonmutant BCR-ABL or the clinically common imatinib-resistant
mutation M351T appeared healthy with no evidence of weight loss, lethargy, or ruffled fur and
showed more than one log lower levels of bioluminescent activity after 2 weeks of therapy [2].

Clinical trial: Dasatinib has been evaluated in clinical trials in adult patients with Ph-positive
leukemias after imatinib failure or intolerance when it was proven to be effective in the chronic,
accelerated and blast phases of CML. It was approved by FDA in 2006 for the treatment of CML in
the three phases and also for Ph-positive ALL [2].
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