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PRODUCT INFORMATION  caman

Bosutinib-d8
Item No. 25460

Formal Name: 4-((2,4-dichloro-5-methoxyphenyl) D D
amino)-6-methoxy-7-(3-(4-methyl ~ b
piperazin-1-yl-2,2,3,3,5,5,6,6-dg) N D
propoxy)quinoline-3-carbonitrile DJYN\/\/O N

MF: CyH,,Cl,DgN;O4 D 7 ~

FW: . . 538.5 . ~ -

Chemical Purity: >98% (Bosutinib) o CN

Deuterium o N

. N

Incorporation: 299% deuterated forms (d;-dg); <1% d, -~ H

Supplied as: A solid

Storage: -20°C cl cl

Stability: >2 years

Information represents the product specifications. Batch specific analytical results are provided on each certificate of analysis.

Laboratory Procedures

Bosutinib-dg is intended for use as an internal standard for the quantification of bosutinib
(Item No. 12030) by GC- or LC-MS. The accuracy of the sample weight in this vial is between 5% over and
2% under the amount shown on the vial. If better precision is required, the deuterated standard should be
quantitated against a more precisely weighed unlabeled standard by constructing a standard curve of peak
intensity ratios (deuterated versus unlabeled).

Bosutinib-dg is supplied as a solid. A stock solution may be made by dissolving the bosutinib-dg in the
solvent of choice, which should be purged with an inert gas. Bosutinib-dg is slightly soluble in organic
solvents such as methanol and DMSO.

Description

Bosutinib is an inhibitor of c-Src and Abl kinases (IC;ys = 1.2 and 1 nM, respectively).2:2 It also inhibits
the kinases EPHB2, TrkA, TrkB, and TXK (ICSOs = 8.5, 22, 27, and 40 nM, respectively) among others.3
Bosutinib inhibits Src-dependent cell proliferation (IC50 = 100 nM) and reverses Src-transformed fibroblasts
to a non-transformed morphology when used at a concentration of 1 pM.! It reduces tumor growth
in unstaged and staged Src-transformed fibroblast mouse xenograft models when administered at doses
of 30 or 25 mg/kg, respectively, twice per day. Bosutinib (100 mg/kg) also induces complete tumor
regression in a K562 mouse xenograft model when administered once per day for five days.2
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