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Product Name: PKM2-IN-1
Cat. No.: GC32738

Chemical Properties

Cas. No. 94164-88-2

SMILES  S=C(N1CCCCC1)SC(C(C2=0)=C(C)C(C3=C2C=CC=C3)=0
Formula  C1gH19NO2S2 M. Wt 345.48

Solubility DMSO : 5.56 mg/mL (16.09 Storage  Store at -20°C
mM);Water : < 0.1 mg/mL (insoluble)

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

Shipping  Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
Condition blue ice upon request.
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Cell experiment [1]:
Cell lines L929 cells (mouse fibroblast cell line)
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L929 cells were maintained in high-glucose DMEM supplemented with 10%
FBS at 37°C, 5% CO»2. Normal L929 cells were treated with PKM2-IN-1 at
Preparation varying concentrations for 48h, after which cell viability, collagen production
Method (COL-1 and COL-3), and expression of senescence markers (P16, P21, P53,
Caspase-3, ATM) were assessed by CCK-8 assay and Western blot.
Reaction
Conditions 1-4uM; 48h
PKM2-IN-1 caused a concentration-dependent reduction in collagen
Applications production (COL-1 and COL-3) in normal L929 cells. PKM2-IN-1 activated
P16, P21, P53, Caspase-3 and ATM expression. PKM2-IN-1 impaired cell
viability in normal L929 cells.

Animal experiment [2]:

Animal models Six-week-old male BALB/c nude mice bearing A549 tumor xenografts

Mice were subcutaneously implanted with A549 tumor pieces into the right
flank. When tumor volumes reached 70-100mm3, mice were randomized into
groups and intraperitoneally administered PKM2-IN-1 at 3mg/kg every other
Preparation day for 15 days. Tumor growth was measured by caliper every other day. At
Method the end of the experimental period, mice were euthanized and tumor, spleen,
liver, kidney, lung and heart tissues were collected for H&E and
immunohistochemistry staining to assess tumor proliferation (Ki67) and organ
toxicity.

Dosage form 3mg/kg; i.p.; every other day for 15 days
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PKM2-IN-1 administration attenuated A549 tumor xenograft growth in mice.
PKM2-IN-1 reduced Ki67 proliferation marker expression in tumor tissues.
H&E staining of heart, liver, spleen, lung and kidney showed no apparent
distinct organ related toxicities in mice receiving PKM2-IN-1.

Applications
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Background

PKM2-IN-1 is a selective pyruvate kinase M2 (PKM2) inhibitor (IC 50=2.95uM). PKM2-IN-1 inhibits

PKM2 enzyme activity, blocks the conversion of phosphoenolpyruvate to pyruvate, reduces lactate
production and interferes with the Warburg effect, decreases ATP production and inhibits Akt/mTOR
signaling pathway to reduce tumor cell proliferation. PKM2-IN-1 can be used in research related to
cancers (non-small cell lung cancer, ovarian cancer, glioma, etc.) and Parkinson's disease

metabolism[1 -4],

In vitro, treatment with PKM2-IN-1 (1-4pM) for 48h in normal L929 cells caused a concentration-
dependent reduction in collagen production, enhanced activation of P16, P21, P53, Caspase-3 and

ATM, and impaired cell viability[l. Treatment with PKM2-IN-1 (5uM) for 72h in HEK-293T cells co-

transfected with FTO and HK1 abolished FTO/HK1-mediated upregulation of RANK protein(®l.
Treatment with PKM2-IN-1 (10pM) for 24h in BRG1-overexpressing non-small cell lung cancer cells

caused BRG1 to lose its inhibitory effect on glycolysis and its ability to attenuate cell proliferation[7].

In vivo, BALB/c mice subcutaneously inoculated with A549 cells received intraperitoneal injections of
PKM2-IN-1 at 3mg/kg every other day for 15 days, PKM2-IN-1 attenuated A549 tumor xenograft

growth and reduced Ki67 proliferation marker expression in tumor tissuesl8l. C57BL/6 mice and
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A30P mouse Parkinson's disease models received oral gavage of PKM2-IN-1 at 50mg/kg for 5
consecutive days, PKM2-IN-1 improved behavioral deficits and prevented dopaminergic neuron loss

in the substantia nigra pars compacta[g]. C57BL/6 mice subjected to unilateral ischemia-reperfusion

injury received oral gavage of PKM2-IN-1 at 5mg/kg every other day starting from postoperative day
1 or day 7 until day 14, PKM2-IN-1 inhibited kidney atrophy and reduced the long-axis cross-

sectional area of the kidney[1 0],
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