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PF-04859989 HCl

Chemical Properties

CAS No. : 177943-33-8

Formula: C9H11CIN202 HaN
. HCI
Molecular Weight: 214.65 o \

Storage:

Powder: -20°C for 3 years | In solvent: -80°C for 1 year |
Actual storage temperature shall be subject to the COA.

Biological Description

Description

Targets(1C50)

In vitro

In vivo

PF-04859989 HCl is a brain-penetrable and irreversible inhibitor of kynurenine amino
transferase Il (KAT Il), which is the enzyme responsible for most of the brain synthesis of
kynurenic acid.

Others

The IC50s values are 23 and 263 nM for hKAT Il and rKAT II. PF-04859989 HCl is selective
for KAT Il over human KAT I, KAT lll, and KAT IV (IC50s of 22, 11, and >50 pM, respectively)
[3].

Acute administration of the KAT Il inhibitor PF-04859989 (5 or 10 mg/kg) was associated
with a short-onset, time-dependent decrease in firing rate and burst activity of DA
neurons, both parameters reaching a 50% reduction within 45 min. Furthermore, PF-
04859989 reduced the number of spontaneously active DA cells as measured 4-6 after
administration. Pretreatment with d-cycloserine (30 mg/kg) or CGP-52432 (10 mg/kg)
prevented the inhibitory action of PF-04859989 (5 mg/kg) on firing rate and burst firing
activity. In contrast, pretreatment with methyllycaconitine (MLA, 4 mg/kg) did not
change the response, whereas picrotoxin (4.5 mg/kg) partially prevented the inhibitory
effects of PF-04859989 (5 mg/kg, i.v.)[2].

Solubility Information

Solubility

In vivo Formulation

DMSO0: 120 mg/mL (559.05 mM),Sonication is recommended.
H20: 100 mg/mL (465.87 mM),Sonication is recommended.
(< 1 mg/mlrefers to the product slightly soluble or insoluble)

10% DMS0+40% PEG300+5% Tween 80+45% Saline: 4 mg/mL (18.63 mM),Sonication is
recommended.

10% DMS0+90% Saline: 10 mg/mL (46.59 mM),Solution.

Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg
TmM 4.6587 mL 23.2937 mL 46.5875 mL
5mM 0.9317 mL 4.6587 mL 9.3175 mL
10 mM 0.4659 mL 2.3294 mL 4.6587 mL
50 mM 0.0932 mL 0.4659 mL 0.9317 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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