
Product Name: MK-8245 Trifluoroacetate
Cat. No.: GC36626

Chemical Properties

Cas. No. 1415559-41-9

SMILES O=C(CN1N=C(N=N1)C2=CC(N3CCC(CC3)OC4=CC(F)=CC=C4Br)=NO2)O.FC(C(O)=
O)(F)F

Formula C19H17BrF4N6O6 M.Wt 581.27

Solubility Soluble in DMSO Storage Store at -20°C

General
tips

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

Shipping
Condition

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Structure

Background

MK-8245 trifluoroacetate is a liver-targeting inhibitor of stearoyl-CoA desaturase (SCD) with IC50 of 1
nM for human SCD1 and 3 nM for both rat SCD1 and mouse SCD1, with anti-diabetic and anti-
dyslipidemic efficacy.IC50 value: 1 nM (hSCD1) [1]Target: SCD1in vitro: MK-8245, a phenoxy
piperidine isoxazole derivative, has been identified as a potent and liver-specific SCD inhibitor. It
contains a tetrazole acetic acid moiety, which is the key molecule for OATPs recognition and liver-
targeting. MK-8245 displays similar potencies against human, rat and mouse SCD1 with IC50 values
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of 1 nM for human SCD1 and 3 nM for both rat SCD1 and mouse SCD1. MK-8245 exhibits a
significant SCD inhibition in the rat hepatocyte assay which contains functional, active OATPs with
IC50 of 68 nM, while being only weakly active in the HepG2 cell assay which is devoid of active
OATPs with IC50 of ~1 μM. MK-8245 displays highly selective activity for the δ-5 and δ-6
desaturases (i.e., >100000 μM vs rat and human δ5D and δ6D as assessed in the HepG assay [1].in
vivo: Administration of MK-8245 at 10 mg/kg in mice exhibits a tissue distribution profile concentrated
in the liver. It shows a liver-to-Harderian gland ratio of 21, suggesting a high degree of liver-targeting
compared to a systemically distributed compound with liver-to-Harderian gland ratio of 1.5. Oral
dosing of MK-8245 in mice, rats, dogs, and rhesus monkeys demonstrates that MK-8245 is
distributed mainly to the liver, with low exposure in tissues associated with potential adverse events.
The liver-to-skin ratios are >30:1 in all four species. Administration of MK-8245 to eDIO mice before
the glucose challenge improves glucose clearance in a dose-dependent manner with ED50 of 7
mg/kg.

[1]. Oballa RM, et al. Development of a liver-targeted stearoyl-CoA desaturase (SCD) inhibitor (MK-
8245) to establish a therapeutic window for the treatment of diabetes and dyslipidemia.J Med Chem.
2011 Jul 28;54(14):5082-96. Epub 2011 Jun 28.
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