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BIOLOGICAL ACTIVITY

Description

In Vitro

BTK-IN-7 is a potent and selective inhibitor of BTK (IC5¢=4.0 nM). BTK-IN-7 has high selectivity in both enzymatic (ITK >250-
fold, EGFR >2500-fold) and cellular levels(ITK >227-fold, EGFR 27-fold). BTK-IN-7 also has potent antitumor activity[l].

BTK-IN-7 (compound 24a; 10, 100, 1000, 10000 nM; 48 hours) displays the antiproliferative effects in U-937 cells (IC5¢=3.6 uM)
11 BTK-IN-7 (10, 100, 1000, 10000 nM; 48 hours; U937 cells) induces cell cycle arrest at the G1 phase in a concentration-
dependent manner[ BTK-IN-7 (1-5 uM; 48 hours) induces apoptosis in U-937 cells!1].

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Cell Proliferation Assay!']

Cell Line:
Concentration:
Incubation Time:

Result:
Cell Cycle Analysis!!]

Cell Line:
Concentration:
Incubation Time:

Result:
Apoptosis Analysis!

Cell Line:
Concentration:
Incubation Time:

Result:

U937, Ramos, Pfeiffer, Jeko-1 cells
10, 100, 1000, 10000 nM
48 hours

Displayed antiproliferative effects in U-937 (IC50p=3.6 uM) cells.

U937 cells
10, 100, 1000, 10000 nM

48 hours

Cells were arrested atthe G1 phase in a concentration-dependent manner.

U937 cells
1,2.5,5uM
48 hours

An apoptosis rate was increased to 22.75% at a concentration of 5 uM.
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In Vivo BTK-IN-7 (25 and 50 mg/kg; intraperitoneal injection; daily for 14 days) inhibits tumor growth in a dose-dependent manner
in U-937 xenograft mouse model, and 50 mg/kg dosage displays a better antitumor effect. BTK-IN-7 does not show
significant parenchymal injury or inflammatory cell infiltration in organs[l].

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: Male BALB/c nude mice (U397 xenograft mouse model) (1]

Dosage: 25,50 mg/kg

Administration: Intraperitoneal injection; daily for 14 days

Result: Inhibited tumor growth in a dose-dependent manner and did not reveal significant

parenchymal injury or inflammatory cell infiltration in organs.
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Caution: Product has not been fully validated for medical applications. For research use only.
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