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DASA-58

Chemical Properties

CAS No. :
Formula:

Molecular Weight:

Storage:

Biological Description

Description

Targets(1C50)

In vitro

In vivo

Kinase Assay

1203494-49-8 j
0\\3 o

C19H23N30652 (\N/ N
453.53 \/"J
Powder: -20°C for 3 years | In solvent: -80°C for 1 year o

Actual storage temperature shall be subject to the COA.

DASA-58 is a specific and potent Pyruvate kinase M2 (PKM2) activator.

PKM

DASA-58 inhibits LPS-induced Hif-1a and IL-1B, as well as the expression of a range of
other Hif-1a-dependent genes in primary BMDMs, and also inhibits glycolysis and the
accumulation of succinate in LPS-activated macrophages. [1] In PC3 cells, DASA-58
impairs stromal-induced EMT program by restoring PK activity and abrogating the
nuclear translocation of PKM2, as well as its association with HIF-1a. DASA-58 also
dramatically reduces (~6-fold) CAFs-induced lung metastases formation in PC3 cells. [2]

DASA-58 (40 uM) affects EMT of prostate cancers and tumor dissemination in SCID mice.

(2]

CDK kinase assay: Kinase assays are performed in 96-well polypropylene plates. Each
reaction contained 2 pg of histone H1 at a final concentration of 10 uM [y-33P]ATP (0.2
pCi/well; approximately twice the experimentally determined Km), 10 mM MgCl2, 1 mM
DTT, 0.01% Triton X-100, and 10% glycerol in a 40 pL volume. The reaction is initiated
with the addition of 20 yL enzyme (6 ng cdk2/well resulting in a final concentration of
1.6 nM), which is previously diluted 1:50-1:200 in the same buffer, and allowed to
proceed for 1 h at room temperature. Reaction is stopped by the addition of 0.01 mL
10% phosphoric acid, and 25 pL of reaction mixture is transferred to P30
phosphocellulose filter mat paper. The filter mat is washed three times with 1.0%
phosphoric acid, air dried, and then counted for radioactivity in a liquid scintillation
counter. The cdk4 kinase assay for cyclin D1-cdk4 is carried out in a polypropylene 96-
well microtiter plate format measuring the incorporation of radioactive phosphate into
GST-Rb. Purified cyclin D1-cdk4 is incubated with 1 pg GST-Rb in 20 mM HEPES (pH 7.5)
in the presence of 10 mM MgCl2, 1 mM DTT, 0.01% Triton X-100, and 10% glycerol. The
final cdk4 concentration is 10 ng/well, or 1.6 nM. Kinase reaction is initiated by the
addition of ATP at a final concentration of 10 pM ATP (twice the experimentally
determined Km) and [y-33P]JATP (1.0 pCi per well) in a 60-uL volume and allowed to
proceed at room temperature for 1 h. Reaction is stopped by the addition of 0.01 ml 10%
phosphoric acid, and 25 L of reaction mixture is transferred to P30 phosphocellulose
filter mat paper. The filter mat is treated as for Cdk1/Cdk2 assays.
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A DRUG SCREENING EXPERT

Solubility Information

Solubility Ethanol: <1 mg/mL (insoluble or slightly soluble),
DMSO: 125.5 mg/mL (276.72 mM),Sonication is recommended.
H20: <1 mg/mL (insoluble or slightly soluble),
(< 1 mg/mlrefers to the product slightly soluble or insoluble)

In vivo Formulation 10% DMS0+40% PEG300+5% Tween 80+45% Saline: 10 mg/mL (22.05 mM),Suspension.
10% DMS0+90% Saline: < 10 mg/mL (22.05 mM),Lower concentrations may be soluble,

but exact solubility limit is unknown.

Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.

Preparing Stock Solutions

1mg 5mg 10mg
TmM 2.2049 mL 11.0246 mL 22.0493 mL
5mM 0.441 mL 2.2049 mL 4.4099 mL
10 mM 0.2205 mL 1.1025 mL 2.2049 mL
50 mM 0.0441 mL 0.2205 mL 0.441 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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