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Product Data Sheet

Product Name: KP136 (AL136)

Cat. No.:

GC32001

Chemical Properties

Cas. No.
SMILES
Formula

Solubility

General
tips

Shipping

76239-32-2
O=C1C(C2=NNN=N2)=CC3=CC=CC(OCCCCCC)=C301
C16H18N403 M.Wt 314.34
Soluble in DMSO Storage Store at -20°C

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

Condition with RT , or blue ice upon request.

Structure

Protocol

KP136 (AL136)

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

Animal
experiment:

The sensitized peritoneal exudate cells are taken from rats weighing 140-
180 g with a 24-hr latent period, into which anti-DNP-As serum (0.1 mL)
is injected in traperitoneally and suspended at a density of 5x104 mast
cells/mL in PBS, pH 7.2 [137 mM NaCl, 2.7 mM KCI, 1 mM CaCl2, 1 mM
MgCI2 6H20, 5.6 mM glucose and 5% (v/v) of 0.1 M phosphate buffer].
For histamine release assay, 2.5 mL of the cell suspension are mixed with
0.5 mL of PBS containing a test compound and DNP-As. The mixture is
incubated at 37°C for 10 min and centrifuged at 670x g for 10 min. The
histamine contents of the precipitate and the supernatant are measured
by the fluorometric method. The mast cell degranulaton assay is carried
out. The sensitized cell suspension (50 pL) is mixed with 50 pL of PBS
containing a test compound and DNP-As in a Bellco micro-slide culture
chamber. The chamber is incubated at 37°C for 10 min, and the cells on
microscope slides are fixed and stained by the addition (100 pL/chamber)
of 20% neutral formalin solution containing 0.2% toluidine blue. The
proportion of mast cells undergoing degranulation is assessed for about
200 mast cells under microscopic observation[1].

Pigs[1] The trachea is taken from male guinea pigs, weighing 500-590 g,
that are sacrificed by bleeding and then cut into 1.5 mm wide to make
tracheal rings. Five specimens are tied at cartilage sites crossing each
smooth muscle layer. This preparation is incubated in Tyrode's solution at
37°C, which is bubbled with 95% 02/5% CO2. The tension change of the
tracheal muscle preparation is recorded through an isotonic transducer.
C4C and KP136 in 0.5% KHCO3 or isoproterenol in saline is added
cumulatively to the Tyrode's solution at a 1/200 volume. Relaxation
percentage is calculated from the maximum relaxation value (100%)
produces by re placement of the bathing medium with Tyrode's solution
containing no CaCl2.
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Background

KP136 is an orally effective antiallergic agent. The IC50 is 76.1 pug/mL for histamine
release and 63 ug/mL for degranulation.

KP136 (0.01 pg/mL) inhibits this histamine release and degranulation in a dose-
dependent manner, confirming that it is an inhibitor of mast cell activation. The IC50 is
76.1 ug/mL for histamine release and 63 ug/mL for degranulation[1].

C4C at 0.2 mg/kg produces an equipotent effect to 1 mg/kg KP136 (KP-136) or 5 mg/kg
DSCG. However, C4C is less effective by the oral route because it only produces a
maximum inhibition of about 35% even at the high dose of 100 mg/kg, whereas KP136
shows an overt inhibitory effect of about 66% at the oral dose of 2 mg/kg. On the other
hand, KP136 (1 mg/kg, i.v.) also remarkably inhibits 5-h homologous PCA, having an
activity similar to that of C4C[1].

[1]. Kuriyama K, et al. Antiallergic effects of 4-[2-0x0-3-(1H-tetrazol-5-yl)-2H-chromen-8-
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