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Pathway: Cell Cycle/DNA Damage T °
Storage: Powder -20°C  3years 3
4°C  2years %
Insolvent -80°C 6 months é
-20°C 1 month
SOLVENT & SOLUBILITY
In Vitro DMSO : 100 mg/mL (193.95 mM; Need ultrasonic)
Mass
Solvent 1mg 5mg 10 mg
Concentration
Preparing 1mM 1.9395 mL 9.6973 mL 19.3945 mL
Stock Solutions
5mM 0.3879 mL 1.9395 mL 3.8789 mL
10 mM 0.1939 mL 0.9697 mL 1.9395 mL
Please refer to the solubility information to select the appropriate solvent.
In Vivo 1. Add each solvent one by one: 10% DMSO >> 40% PEG300 >> 5% Tween-80 >> 45% saline

Solubility: = 2.08 mg/mL (4.03 mM); Clear solution

2. Add each solvent one by one: 10% DMSO >> 90% (20% SBE-B-CD in saline)
Solubility: 2.08 mg/mL (4.03 mM); Suspended solution; Need ultrasonic

3. Add each solvent one by one: 10% DMSO >> 90% corn oil
Solubility: = 2.08 mg/mL (4.03 mM); Clear solution

BIOLOGICAL ACTIVITY

Description YKL-5-124 is a potent, selective, irreversible and covalent CDK7 inhibitor with IC5gs of 53.5 nM and 9.7 nM for CDK7 and
CDK7/Matl1/CycH, respectively. YKL-5-124 is >100-fold greater selective for CDK7 than CDK9 and CDK2, and inactive against
CDK12 and CDK13. YKL-5-124 induces a strong cell-cycle arrest, inhibits E2F-driven gene expression, and exhibits little effect
on RNA polymerase Il phosphorylation status(?].

ICso & Target CDK7 CDK7/Mat1/CycH CDK2 CDK9
53.5nM (ICs) 9.7 nM (ICs0) 1300 nM (ICsp) 3020 nM (ICs0)
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In Vitro YKL-5-124 (0-2000 nM; 72 hours; HAP1 cells) treatment causes a dose-dependent increase in G1- and G2/M-phase cells and a
corresponding loss of S-phase cells!.
YKL-5-124 (0-2000 nM; 24 hours; HAP1 WT cells) treatment inhibits CDK1 T-loop phosphorylation, and to a lesser extent CDK2
T-loop phosphorylation in a concentration-dependent fashion[2l.
Treatment of cells with YKL-5-124 as a competitor at a concentration of about 30 nM blocks pull-down of CDK7-cyclin H but
has no effect on the pull-down of cyclin K-CDK12/13 in HAP1 cells. Treatment with 100 nM YKL-5-124 reduces CDK7-cyclin H
binding to bioTHZ1 by >50% at 30 min[L].
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Cell Cycle Analysis!!]

Cell Line: HAP1 cells

Concentration: 0nM, 0.2 nM, 0.7 nM, 2 nM, 6.3 nM, 20 nM, 60 nM, 200 nM, 633.3 nM, 2000 nM

Incubation Time: 72 hours

Result: Caused a dose-dependent increase in G1- and G2/M-phase cells and a corresponding loss

of S-phase cells.

Western Blot Analysis(!]

Cell Line: HAP1 cells

Concentration: 0 nM, 125 nM, 250 nM, 500 nM, 1000 nM, 2000 nM

Incubation Time: 24 hours

Result: Inhibited CDK1 T-loop phosphorylation, and to a lesser extent CDK2 T-loop

phosphorylation in a concentration-dependent fashion.
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See more customer validations on www.MedChemExpress.com
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Caution: Product has not been fully validated for medical applications. For research use only.
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