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CDK9-IN-2 is a special cyclin-dependent kinase 9 (CDK9) inhibitor, extracted from patent

Description WO/2012131594A1, compound CDKI(8), has an ICs, of 5 nM and 7 nM in H929 multiple myeloma(MM) cell
line (72 hours) and A2058 skin cell line (72 hours), respectively.
IC50 & Target DK
5 nM (ICsp, H929 multiple myeloma cell line)
CDKO9-IN-2 (200 nM) reduces the expression of MEPCE indicating that MEPCE is a pharmacodynamic
In Vitro (PD) marker for any CDK9 inhibitor. The expression of MCL1 protein is reduced 2 hours after treatment and

is further reduced after 16 hour exposure to CDK9-IN-2 (500 nM)[1].

Solvent&Solubility

In Vitro:

DMSO : 50 mg/mL (117.39 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3478 mL 11.7390 mL 23.4780 mL
Stock Solutions 5mM 0.4696 mL 2.3478 mL 4.6956 mL
10 mM 0.2348 mL 1.1739 mL 2.3478 mL
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VB FETRINAFFIAA]:  10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (5.87 mM); Clear solution

W7 R34S 2 2.5 mg/mL (5.87 mM, YIFIEEAN) OV IE .

PL 1 mL A6, B 100 pL 25.0 mg/mL (135 DMSO fi#&finE] 400 uL PEG300 ', 1RG5
[ B R RN 50 uL Tween-80, V4% SRIG4REINN 450 pL A #E/KE A2 1 mL.

2 IR INEERN %A 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: =2 2.5 mg/mL (5.87 mM); Clear solution

7 R34S 2 2.5 mg/mL (5.87 mM, YIFIEEAN) BV TE .

PL 1 mL TAEBCAB], T 100 pl 25.0 mg/mL ()75 DMSO fif 4 #INE] 900 pL 20% (¥ SBE-B-CD ‘&
HER AR, IRE5 .
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3AHKF R INAEFE R 10% DMSO  —~90% corn oil
Solubility: = 2.5 mg/mL (5.87 mM); Clear solution

7 EATRAG 2 2.5 mg/mL (5.87 mM, MIRIREARN) FOMEVA TR, 7 SEANE TS0 e A LR Y

L1 mL TAER 6], B 100 pL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkiheh, REL4.
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Cell Assay

H929, A2058, A375, UB7MG, and NCIH441 cell lines are treated with CDK9-IN-2 at 500 nM (high)
or 200 nM (low) at different time points. Five cell lines are analyzed: NCI-H929, a multiple myeloma
cell line; NCI-H441 | a lung papillary adenocarcinoma cell line; A375, a melanoma cell line; A2058, a
melanoma cell line and U-87-MG, a glioblastoma cell line. Cell lines are grown in the medium
recommended by ATCC and treated as follows: NCI-H929: 2 hours: DMSO, 200 nM CDK9-IN-2 or
500nM CDKO9-IN-2. NCI-H441 and A375: 0 timepoint: Untreated, harvested when compound is
added to the other plates. 2 hours: DMSO, 200 nM CDK9-IN-2 or 500 nM CDK9-IN-2 or 500 nM
CKDI(7) (3 plates each, total 12 plates).8 hours: DMSO, 200 nM CDK9-IN-2 or 500 nM CDK9-IN-2
or 500 nM CKDI(7) (3 plates each, total 12 plates).16 hours: DMSO, 200 nM CDK9-IN-2 or 500 nM
CDK9-IN-2 or 500 nM CKDI(7) (3 plates each, total 12 plates). A2058 and U-87-MG: 0 timepoint:
Untreated, harvested when compound is added to the other plates (3 plates). 2 hours: DMSO, 500
nM CDK9-IN-2 (3 plates each, total 6 plates). 8 hours: DMSO, 500 nM CDK9-IN-2 (3 plates each,
total 6 plates).16 hours: DMSO, 500 nM CDK9-IN-2 (3 plates each, total 6 plates). The IC50s arethe

analysed[1].
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