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User Guide

Pepstatin, Water Soluble 
Semisynthetic, >=95% Pure 

SAE0216 

Synonyms: Gly-Lys-Lys-pepstatyl, GKK pepstatyl, Pepsin inhibitor 

Storage Temperature –20 °C 

CAS 83487-84-7

Product Description 
Pepstatin water soluble is a novel product that has the 
same protease inhibition activity as Pepstatin A, but 
with increased solubility in water and in physiological 
media. The increased water solubility provides new 
options for using this inhibitor in aqueous solutions. 
Pepstatin water soluble was first described by Austen 
at al1. The published Ki for inhibition of Pepsin activity 
is the same as Pepstatin A. While Pepstatin A is only 
sparingly soluble in water or PBS, the water soluble 
Pepstatin product is soluble in PBS at concentration of 
60 mg/mL1. 

Both Pepstatin A and Water soluble Pepstatin are 
potent inhibitors of aspartyl proteases. Both of 
them contain the unusual amino acid statine. 

Pepstatin A is an inhibitor of acid proteases (aspartyl 
peptidases). It forms a 1:1 complex with proteases 
such as pepsin2,3, renin2,3, cathepsin D2,3, bovine 
chymosin3, and protease B (Aspergillus Niger)4. 
Solubilized γ-secretase6 and retroviral protease7 are 
also inhibited by Pepstatin A. 

Specifications 

Appearance White powder 

Molecular formula PepstatinA-Gly-Lys-Lys-OH 

Molecular weight 999.29 

Structure 1,2 Isovalery-Val-Val-Sta- 
Ala-Sta where Sta = statine = 
(3S,4S)-4-amino-3-hydroxy-6-
methylheptanoic acid-Gly-Lys-
Lys-OH 

Reagent 
Pepstatin water soluble is a semisynthetic product 
derived from microbial Pepstatin A by the addition 
of the tri-peptide Gly-Lys-Lys-OH. 

Storage/Stability 
Store this product at –20 °C (range of –25 °C to 
–10 °C). The product retains activity for at least
2 years when stored lyophilized at –20 °C.

Precautions and Disclaimer 
This product is for R&D use only. Not for drug, 
household, or other uses. Please consult the Safety 
Data Sheet for information regarding hazards and  
safe handling practices. 

Preparation Instructions 
Solution of water soluble pepstatin can be prepared 
by reconstitution of the lyophilized material either in 
water or PBS. 

The resuspended protein solution is stable for 1 week 
at 2-8 °C. For longer storage, aliquot the protein 
solution and store at -20 °C.  

https://en.wikipedia.org/wiki/Statine
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Notice 
We provide information and advice to our customers 
on application technologies and regulatory matters 
to the best of our knowledge and ability, but without 
obligation or liability. Existing laws and regulations 
are to be observed in all cases by our customers. 
This also applies in respect to any rights of third 
parties. Our information and advice do not relieve 
our customers of their own responsibility for 
checking the suitability of our products for the 
envisaged purpose. 

The information in this document is subject to 
change without notice and should not be construed 
as a commitment by the manufacturing or selling 
entity, or an affiliate. We assume no responsibility 
for any errors that may appear in this document. 

Technical Assistance 
Visit the tech service page at 
SigmaAldrich.com/techservice. 

Terms and Conditions of Sale 
Warranty, use restrictions, and other conditions of 
sale may be found at SigmaAldrich.com/terms. 

Contact Information 
For the location of the office nearest you, go to 
SigmaAldrich.com/offices. 
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