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BMS-066

Chemical Properties

CAS No. : 914946-88-6

Formula: C19H21N702

Molecular Weight: 379.42

Storage:

Powder: -20°C for 3 years | In solvent: -80°C for 1 year
Actual storage temperature shall be subject to the COA.

Biological Description

Description
Targets(1C50)

In vitro

In vivo

BMS-066 is an IKKB/Tyk2 pseudokinase inhibitor with 1C50s of 9 nM and 72 nM,
respectively.

IkB/IKK,JAK, Tyrosine Kinases

BMS-066 demonstrates significant inhibition of IKKB-catalyzed phosphorylation in vitro,
with a potent IC50 of 9 nM, exhibiting over 500-fold selectivity towards IKKB compared
to IKKa. In assays with six kinases that were more than 75% inhibited at 10 uM, BMS-066
displayed over 30-fold selectivity over the next most susceptible kinase (Brk), indicating
its specificity. Additionally, BMS-066 showed IC50 values of 72 and 1020 nM in Tyk2
pseudokinase domain probe displacement and IL-23-stimulated reporter assays
respectively. A broader selectivity assessment against 155 kinases at 10 yM revealed
that only six were inhibited more than 75%, confirming BMS-066's greater than 400-fold
selectivity for IKKB over 95% of the kinases tested. BMS-066 also effectively inhibits LPS-
stimulated cytokine production in human peripheral blood mononuclear cells (PBMCs)
at both protein and mRNA levels, with similar IC50 values around 200 nM, and it inhibits
IKKB-mediated phosphorylation of IkBa in LPS-stimulated cells with a comparable
efficacy.

Clear reduction of inflammation is also evident in the low dose of BMS-066 (5 mg/kg)
and the bone resorption seems to be more focal and less severe compared with the
control. The joints from animals receiving 10 mg/kg BMS-066 are normal or show
minimal changes in both inflammation and bone resorption. Bone density
measurements also show a clear dose-dependent benefit of treatment with BMS-066.
Microcomputed tomography of the hind limbs also show that BMS-066 provides a dose-
dependent protection against the pitting, loss of bone mass, woven porous bone, and
fusion of the small bones evident in the rats. Serum drug level measurements in satellite
animals on the first day of dosing show that a single dose provides coverage for
approximately 3 h (6 h daily with twice daily dosing) of the mouse whole-blood IC50
value against LPS-induced TNF-a. It is also showed that IKKB inhibitors suppress TNF-a
and IL-1B production within these tissues in experimental arthritis model[1].
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg
TmM 2.6356 mL 13.178 mL 26.356 mL
5mM 0.5271 mL 2.6356 mL 5.2712mL
10 mM 0.2636 mL 1.3178 mL 2.6356 mL
50 mM 0.0527 mL 0.2636 mL 0.5271 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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