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Product Name: PPACK

Cat. No.:

GC44671

Chemical Properties

Cas. No.

Chemical
Name

SMILES

Formula

Solubility

General
tips

Shipping
Condition

Structure

Protocol

71142-71-7

D-phenylalanyl-N-[(1S)-4-[(aminoiminomethyl)amino]-1-(2-chloroacetyl)butyl]-L-prolinam
ide, trifluoroacetate salt

O=C([C@H](N)CC1=CC=CC=C1)N2[C@H](C(N[C@H](C(CCl)=0)CCCNC(N)=N)=0)C
cc2

C21H31CIN6O3 M. Wt 451

20mg/mL in ethanol, 33mg/mL in Storage Store at -20°C
DMSO, or in DMF

For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Kinetic Procedures(Inhibition of Thrombin with PPACK) [11:

Caution: Product has not been fully validated for medical applications. For research use only.
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Preparation method

The thrombin stock solution was diluted in the appropriate buffer,

resulting in a 20 mL solution with a concentration of 3-5x10°10 M. An
aliquot of 980 pL was incubated in a cuvette in the temperature
controlled cell compartment of the spectrophotometer to reach thermal
equilibrium. Thrombin inhibition was initiated by injecting 10 pL of a

thermally equilibrated 1.1 x 10" to 3.65 x 107 M PPACK solution and
mixing. The reaction mixture was promptly incubated for a time interval

between 15 and 200 s, after which 10 pL of a 3-5x10"3 M solution of
substrate in DMSO was quickly added to measure the remaining
enzyme activity. Pseudo-first-order rate constants were calculated by
fitting the exponential function to the remaining enzyme activity versus
time of inhibition for 10 successive incubation times. The thrombin
activity remained constant for the duration of the experiment in the 288-
308 K temperature range.

Applications

PPACK is a potent selective and irreversible thrombin inhibitor that
inhibits human alpha thrombin with a Kj value of 0.24 nM.

Cell experiment [2].

Cell lines

Bovine aortic endothelial cells

Caution: Product has not been fully validated for medical applications. For research use only.

Tel: (909) 407-4943 Fax: (626) 353-8530 E-mail: tech@glpbio.com

Address: 10292 Central Ave. #205, Montclair, CA, USA



https://www.glpbio.com/

Good Laboratory Practice Bioscience

.xigix. G L p B I o Peptides, Inhibitors, Agonists

Product Data Sheet

Preparation method

Confluent bovine aortic endothelial cell monolayers were obtained three
to five days after plating on the polycarbonate membrane cluster plates.
Cells were treated with plasminogen and a plasminogen activator.
PPACK were added to the upper compartments. The monolayers were
subsequently incubated for two hours in a 5% CO2 / 95% O 2

atmosphere.

Reaction Conditions

0.2 mM;2h

Applications

Coincubation with PPACK reduced the increase in endothelial
permeability induced by plasmin by 59%.

Cell experiment [31.

Cell lines

Human osteoarthritis synovial fibroblasts (OASF)

Preparation method

Cell were treated with thrombin (3 U/ml), thrombin plus PPACK (30 nM)
for 24 hours.

Reaction Conditions

24h; 30 nM

Applications

Pretreatment of cells with PPACK effectively antagonized the
potentiating effect of thrombin on HO-1 expression.

Animal experiment [4].

Caution: Product has not been fully validated for medical applications. For research use only.
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Animal models Male rabbits

PPACK was prepared in saline and administered as a bolus dose of
10-100 pg/kg or as an infusion of 0.25-1.0 pg/kg/min. Rabbits were
treated with PPACK bolus 1 min either before or after the
administration of thrombin or were infused with PPACK commencing 30
min prior to the administration of thrombin and continued for 1 h at a
rate of 0.1 mL/min.

Preparation method

PPACK pretreatment can inhibit thrombine-induced cerebral

Applicati
pplications thromboembolism in rabbits.
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Background

PPACK is a potent selective and irreversible thrombin inhibitor that inhibits human alpha thrombin
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with a Kj value of 0.24 nM. PPACK inhibit the binding of rt-PA to plasma protease inhibitors in vitrol1-

3], It forms a covalent bond to the thrombin active site Ser and cross-links with His57 at the active
site to form a tetrahedral PPack-thrombin complex. PPACK completely inhibited changes in fibrin

degradation products, plasminogen and alpha 2—antiplasmin[4'6].

Coincubation with PPACK(0.2 mM;2h) reduced the increase in endothelial permeability induced by

plasmin by 59% in bovine aortic endothelial celisl’]. Heme oxygenase (HO)-1 is a stress-inducible
rate-limiting enzyme in heme degradation that confers cytoprotection against oxidative injury.
Pretreatment of cells with PPACK(24h; 30 nM) effectively antagonized the potentiating effect of

thrombin on HO-1 expression[s].

PPACK(bolus dose of 10-100 pg/kg or infusion of 0.25-1.0 pg/kg/min) pretreatment can inhibit

thrombine-induced cerebral thromboembolism in rabbits[g].
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