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Description VO-Ohpic trihydrate is a highly potent inhibitor of PTEN with an 1C50 of 46+10 nM.
IC5¢ & Target IC50: 4610 nM (PTEN)[1]
VO-OHpic with two OHpic ligands and an oxo ligand is a sterically demanding molecule, and one will
therefore expect that binds substrate will affect the subsequent binding of the inhibitor due to steric
hindrance. VO-OHpic significantly inhibits PTEN activity in low nanomolar concentrations (ICso, 46£10 nM),
In Vitro which is in agreement with the previously determined potency (ICso, 35+2 nM) in a PIP3-based assay. The

inhibition constants K, and K, are determined to be 2746 and 45+11 nM, respectively[1]. VO-OHpic is an
encouragingly specific and potent PTEN inhibitor. VO-OHpic is the most potent inhibitor (IC5,=35 nM) of the

PTEN lipid phosphatase activity[2].

Solvent&Solubility

In Vitro:
DMSO : 2 50 mg/mL (120.42 mM)
H,0 : < 0.1 mg/mL (insoluble)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 2.4085 mL 12.0424 mL 24.0848 mL
Stock Solutions 5mM 0.4817 mL 2.4085 mL 4.8170 mL
10 mM 0.2408 mL 1.2042 mL 2.4085 mL
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RPN RE ] 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (6.02 mM); Clear solution

M7 ZE AR 2 2.5 mg/mL (6.02 mM, HLFTEE AR A R

BL 1 mL TAERCNHI, B 100 pl 25.0 mg/mL (%% DMSO fi##WiiN%) 400 uL PEG300 1, R&I5)
i) BB AR A 50 pL Tween-80, 1R&95); SAR4RELINA 450 pL AEFLEKERZE 1 mL.

205 R P INEEFPEFl: 10% DMSO— 90% (20% SBE-B-CD in saline)
Solubility: 2 2.5 mg/mL (6.02 mM); Clear solution

R AERAF 2 2.5 mg/mL (6.02 mM, HIFIFE AR [HIETEIRR
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LL1mL TAERAH, B 100 uL 25.0 mg/mL ({1754 DMSO 4% iihn%] 900 uL 20% (¥ SBE-B-CD ‘&
HER AR, IRAEHE.

A KIF IR IR R]: 10% DMSO - —90% corn oil
Solubility: 2.5 mg/mL (6.02 mM); Precipitated solution; Need warming
M7 AR 2.5 mg/mL (6.02 mM)

L1 mL TAER 6], B 100 uL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkieh, REH4.
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Mice[3]
The experiment is performed with male C57BL6 mice. Briefly, mice are anesthetized with

pentobarbital (70 mg/kg). The left coronary artery is occluded about 1-2 mm below the left auricle.

Animal Administration | Reperfusion is accomplished by loosening the ligature. The PTEN inhibitor VO-OHpic is

administered by intra-peritoneal injection at the dosage of 10 pg/kg once 30 min before ischemia.
Saline is used as control. At the end of the experiment, the animals are euthanized by transecting

the aorta and removing the heart for infarct size determination.

Kinase Assay

VO-OHpic is dissolved in DMSO (100 uM) and diluted further to the required concentration with 1%
DMSO. For inhibition studies, PTEN is preincubated with VO-OHpic at RT for 10 min before
substrate is added to initialise the reaction. Background absorbance (malachite green assay) and
fluorescence (OMFP assay) are determined with VO-OHpic in assay buffer and corrected in the data

analysis[1].
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