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Cat. No.: HY-U00186 8
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CAS No.: 189362-06-9 5
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Molecular Formula: C,,H,,N.O, g_
Molecular Weight: 399.48 HH §
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Target: Phosphodiesterase (PDE) N W ©n
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Pathway: Metabolic Enzyme/Protease H °
Storage: 4°C, sealed storage, away from moisture and light g
*In solvent : -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture o
and light) =

SOLVENT & SOLUBILITY

In Vitro

In Vivo

DMSO : 50 mg/mL (125.16 mM; Need ultrasonic)

Mass
Solvent 1mg 5mg
Concentration
Preparing 1mM 2.5033 mL 125163 mL
Stock Solutions
5mM 0.5007 mL 2.5033 mL
10 mM 0.2503 mL 1.2516 mL

Please refer to the solubility information to select the appropriate solvent.

1. Add each solvent one by one: 10% DMSO >> 90% (20% SBE-3-CD in saline)
Solubility: = 2.5 mg/mL (6.26 mM); Clear solution

2. Add each solvent one by one: 10% DMSO >> 90% corn oil
Solubility: = 2.5 mg/mL (6.26 mM); Clear solution

BIOLOGICAL ACTIVITY

K134 is a phosphodiesterase 3 (PDE3) inhibitor. The IC5¢s of K134 toward PDE3A, PDE3B, PDE5, PDE2 and PDE4 are 0.1, 0.28,

Description

1C50 & Target

In Vitro

12.1,>300 and >300 pM, respectively.

IC50: 0.1 uM (PDE3A), 0.28 uM (PDE3B), 12.1 pM (PDE5)[1!

10 mg

25.0325 mL

5.0065 mL

2.5033 mL

K134 (K-134) inhibits rat platelet aggregation induced by collagen and ADP in a dose-dependent manner in vitro. The half-
maximal (50%) inhibitory concentration (ICsq) values of K134 are 2.5 uM and 3.2 pM, respectively. In vitro experiments, K134

also inhibits mouse platelet aggregation induced by collagen and ADP in a dose-dependent manner, and the ICsps are 5.5 uM

and 6.7 uM, respectively!Ll.
MCE has not independently confirmed the accuracy of these methods. They are for reference only.
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In Vivo K134 (K-134) significantly prolongs middle cerebral artery (MCA) occlusion time at doses >10 mg/kg, and reduces cerebral
infarct size at 30 mg/kg in the stroke model (n =12, 87.5+5.6 vs. 126.8+7.5 mm?3, P<0.01), indicating its potent antithrombotic
effect. The overall bleeding risk of K134 is assessed in general in mice. Single oral administration of K134 does not prolong
bleeding time at a dose of 30 mg/kg compared to control (10645 vs. 11045 s, not significant). Moreover, a sufficiently high
enough plasma concentration of K134 (13.6+2.3 uM) is detected to inhibit platelet aggregation at 10 min after single
administration in mice at a dose of 30 mg/kg, which is the same time point as the above test of bleeding time. Next, the
effects of PDE3 inhibitors on thrombus formation are also investigated in an arteriovenous shunt model in rats. K134
significantly reduces the incidence of occlusive shunt thrombi at doses above 10 mg/kg (half-maximal effective dose: EDs5
=11 mg/kg). The plasma concentration of K134 is 0.43£0.08 UM (Cj,ax) at @ dose of 10 mg/kg[l].

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

PROTOCOL

Animal Micell]

Administration [1] Male ICR mice, 5-8 weeks old, are used. K134 (K-134) and Warfarin are suspended and dissolved in 1% HPMC, respectively,
and orally administered to ICR mice at 10 min or 24 h before testing of bleeding, respectively. Each mouse is placed in a
restrainer, which exposes the tail. A 27G disposable needle is inserted about 6 mm into a tail vein 2 cm from the tip of the
tail. Immediately after the operation, sheets of filter paper are placed under the injury site every 15 sec to absorb the blood,
and the time point at which no blood is observed on the filter paper is regarded as the bleeding time.

MCE has not independently confirmed the accuracy of these methods. They are for reference only.
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Caution: Product has not been fully validated for medical applications. For research use only.
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