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Description

Rostafuroxin(PST 2238) is a antihypertensive compound; Na,K-ATPase antognist;displaced [3H]ouabain
from the dogkidney Na+,K+-ATPase with IC50 of 1.5 nM. IC50 value: 1.5 nM [1] Target: Na+,K+-ATPase
modulator; ouabain antagonist in vitro: PST 2238 displaced [3H]Jouabain from the dog kidney
Na+,K+-ATPase receptor (IC50 ) 1.5X 10-6M), was devoid of cardiac inotropic activity in isolated guinea
pig atria, and showed no affinity up to 10-4 M with general (R1, R2, a1, a2, A1, A2, M1, M2, H1, H2, 5-HT1,
5-HT2, Ca2+ channels, TXA2/PGH2, PAF, GABAA, GABAB, DA-NE-5-HT uptake, glutammate,glycine,
benzodiazepine) and hormonal (estrogenic, progestinic, androgenic, mineralcorticoid) receptors [1]. At
molecular level, in the kidney, Rostafuroxin antagonizes EO triggering of the Src-epidermal growth factor
receptor (EGFr)-dependent signaling pathway leading to renal Na+-K+ pump, and ERK tyrosine
phosphorylation and activation [3]. in vivo: PST 2238, given orally at very low doses (1 and 10 microg/kg for
5-6 weeks), reduced the development of hypertension in MHS rats and normalized the increased renal
Na,K-ATPase activity and mRNA levels, whereas it did not affect either blood pressure or Na,K-ATPase in

Milan-normotensive (MNS) rats [2].

Solvent&Solubility

In Vitro:
DMSO : 2 50 mg/mL (133.51 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6702 mL 13.3508 mL 26.7016 mL
Stock Solutions 5 mM 0.5340 mL 2.6702 mL 5.3403 mL
10 mM 0.2670 mL 1.3351 mL 2.6702 mL
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1AE R IRINEEFA ). 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (6.68 mM); Clear solution
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2R IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (6.68 mM); Clear solution

M7 RTFRAS 2 2.5 mg/mL (6.68 mM, AT ARA) RIS AT

PL 4 mL TAER ], B 100 pL 25.0 mg/mL 95 DMSO %8N 900 uL 20% ¥ SBE-B-CD £
KA, IREIA .

AT IR IR 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (6.68 mM); Clear solution
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