
Product Name: XMD17-109
Cat. No.: GC12691

Chemical Properties

Cas. No. 1435488-37-1

SMILES CN1CCN(C2CCN(C(C3=CC(OCC)=C(NC4=NC=C5C(N(C6CCCC6)C(C=CC=C7)=C7C(
N5C)=O)=N4)C=C3)=O)CC2)CC1

Formula C36H46N8O3 M.Wt 638.8

Solubility ≥ 31.95 mg/mL in DMSO, ≥ 86.6
mg/mL in EtOH

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

Protocol
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Cell experiment: HeLa cells are maintained in DMEM supplemented with 10% FBS, 2 mM l-
glutamine, 50 U/mL penicillin G, and 50 μg/mL streptomycin. Before use HeLa
cells are serum starved for 16 h in DMEM supplemented with 2 mM l-glutamine,
50 U/mL penicillin G, and 50 μg/mL streptomycin. HeLa cells are then incubated
with ERK5-IN-1 at the indicated concentrations for 1 h prior to stimulation with
0.5mol/Lsorbitol for 30 min. Cells are lysed in Triton lysis buffer (50 mM Tris-HCl,
pH 7.5, 1 mM EGTA, 1 mM EDTA, 1 mM sodium orthovanadate, 50 mM sodium
fluoride, 1 mM sodium pyrophosphate, 0.27mol/Lsucrose, 1 μM microcystin-LR,
1% (v/v) Triton X-100, 0.1% (v/v) 2-mercaptoethanol) and 20 μg of protein
loaded per well. Samples are run on 8% polyacrylamide gels using standard
methods. Proteins are transferred onto nitrocellulose membranes and specific
proteins detected by immunoblotting.
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Background

XMD17-109 is a new inhibitor of ERK5, IC50 value in HeLa cell is 0.09 ± 0.03 μM, and in vitro,
Enzymatic IC50 value is 0.162 ± 0.006 μM.

XMD17-109 is capable of inhibiting the ERK5 autophosphorylation in cells.[1]

Through intravenous injection and oral delivery of XMD17-109 in mice, the pharmacokinetic
properties of this compound are as bellows: the T1/2 (half time) is 8.2 h, the plasma clearance is 8.64
mL/min/Kg (data of intravenous injection), the AUC (area under the curve) of oral delivery is
15745 h*ng/mL and the oral bioavailability is 90%.
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