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Description

3P0 is a novel small-molecule inhibitor of the PFKFB3 isozyme, 3PO markedly attenuates the proliferation
of several human malignant hematopoietic and adenocarcinoma cell lines (IC50, 1.4-24 uM) IC50 value
Target: PFKFB3 isozyme in vitro: 3PO inhibits recombinant PFKFB3 activity, suppresses glucose uptake,
and decreases the intracellular concentration of Fru-2,6-BP, lactate, ATP, NAD+, and NADH. 3PO
markedly attenuates the proliferation of several human malignant hematopoietic and adenocarcinoma cell
lines (IC50, 1.4-24 uM) and is selectively cytostatic to ras-transformed human bronchial epithelial cells
relative to normal human bronchial epithelial cells. The PFKFB3+/- fibroblasts were more sensitive to
compound 3PO treatment (IC50, 26 uM) compared with the wild-type PFKFB3+/+transformed cells (IC50,
49 pM).3PO Causes G2-M Phase Arrest, Which Is Preceded by Decreased Fru-2,6-BP and Glucose
Uptake. 3PO slows growth through inhibition of PFK-2 activity, then ectopic expression of the PFKFB3
isozyme may thwart the cytostatic activity of 3PO. [1] 3PO inhibits the glycolytic regulator PFKFB3 in
endothelial cells (ECs). 3PO decreases glycolysis in ECs and impairs vessel sprouting. 3PO also
suppresses vascular hyperbranching induced by inhibition of Notch or VEGF receptor 1 (VEGFR1) and
amplified the antiangiogenic effect of VEGF blockade. [2] in vivo: Compound 3PO treatment significantly
reduced Fru-2,6-BP in tumor xenografts compared with vehicle control (vehicle: 13.1 + 1.9 pmol/mg, 3PO:

8.5 + 1.7 pmol/mg). [1] 3PO also impairs (pathological) angiogenesis. [2]

Solvent&Solubility

In Vitro:

DMSO : 60 mg/mL (285.40 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 4.7567 mL 23.7835 mL 47.5670 mL
Stock Solutions 5mM 0.9513 mL 4.7567 mL 9.5134 mL
10 mM 0.4757 mL 2.3783 mL 4.7567 mL
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In Vivo:
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1B I IEAER:  10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 3 mg/mL (14.27 mM); Clear solution
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[l BB AR I 50 L Tween-80, REIS); SAR4RERINMA 450 L AEFEAKERZE 1 mL.

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

Solubility: = 3 mg/mL (14.27 mM); Clear solution
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Solubility: =2 3 mg/mL (14.27 mM); Clear solution
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