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Description tBID is a selective inhibitor of homeodomain-interacting protein kinase 2 (HIPK2) with an ICs, of 0.33 pM.
IC5¢ & Target IC50: 0.33 uM (HIPK2)"!
Homeodomain-interacting protein kinase 2 (HIPK2) is a Ser/Thr kinase controlling cell proliferation and
survival. TBID, displays toward HIPK2 unprecedented efficacy (IC5=0.33 pM) and selectivity (Gini
coefficient 0.592 out of a panel of 76 kinases). The two other members of the HIPK family, HIPK1 and
In Vitro HIPK3, are also inhibited by TBID albeit less efficiently than HIPK2. The mode of action of TBID is

competitive with respect to ATP, consistent with modelling. TBID interacts with the hinge region through
hydrophobic interactions between Val 213, Val 261, Phe 277, Leu 280, Met 331, lle 345, and the
tetrabromine moiety, while the symmetric nitrogen atom at position 3 interacts with the catalytic Lys 228,

thus playing a crucial role in the binding architecturel'l.

Solvent&Solubility

In Vitro:

DMSO : 26 mg/mL (49.17 mM; Need ultrasonic and warming)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1mM 1.8911 mL 9.4557 mL 18.9115 mL
Stock Solutions 5 mM 0.3782 mL 1.8911 mL 3.7823 mL
10 mM 0.1891 mL 0.9456 mL 1.8911 mL
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EHSF:

HepG2 cells (human hepatocellular carcinoma) are cultured in Dulbecco's modified Eagle's medium

supplemented with 10% fetal calf serum, 2 mM L-glutamine, 100 unit/mL penicillin and 100 pg/mL

Cell Assay streptomycin. Treatments with TBID are performed in the same medium but with 1% fetal calf serum;
control cells are treated with the solvent (DMSO). Cell viability is evaluated by means of MTT!]
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