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Nepicastat (SYN-117) HCI
MILE fhZEE L ; Nepicastat hydrochloride
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Description

Nepicastat hydrochloride (SYN-117 hydrochloride) is a selective, potent, and orally active inhibitor of
dopamine-beta-hydroxylase. Nepicastat hydrochloride produces concentration-dependent inhibition of
bovine (IC50=8.5 nM) and human (IC50=9 nM) dopamine-beta-hydroxylase. Nepicastat hydrochloride can

cross the blood-brain barrier (BBB)[1][2][3].

IC50 & Target

IC50: 8.5 nM (bovine dopamine-beta-hydroxylase), 9 nM (human dopamine-beta-hydroxylase)[2]

In Vivo

Nepicastat hydrochloride (SYN-117 hydrochloride) (3-100 mg/kg; p.o.; three consecutive times, 12 hours
apart times) produces dose-dependent decreases in noradrenaline content, increases in dopamine content

and increases in dopamine/noradrenaline ratio in the artery (mesenteric or renal), left ventricle[3].

Animal Model: 15-16 weeks male spontaneously hypertensive rats (SHRs)[3]

Dosage: 3, 10, 30, 100 mg/kg

Administration: Oral administration; three consecutive times, 12 hours apart

Produced dose-dependent decreases in noradrenaline content, increases in
Result:
dopamine content and increases in dopamine/noradrenaline ratio in the artery

(mesenteric or renal), left ventricle and cerebral cortex.

Solvent&Solubility

In Vitro:
DMSO : 6 mg/mL (18.08 mM; Need ultrasonic)

H,0 : 2 mg/mL (6.03 mM; Need ultrasonic and warming)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.0138 mL 15.0689 mL 30.1377 mL
Stock Solutions 5mM 0.6028 mL 3.0138 mL 6.0275 mL
10 mM 0.3014 mL 1.5069 mL 3.0138 mL

AR TR AN R b VAR P A B B3 (T RIS B R 4T — LSRRI, W RAE, BERR
VR R R 7 R

ik 4 T 747 J7 AT AR -80°C, 6 months; -20°C, 1 month. -80°C fi# {7 i, ¢ 6 AN H ML, -20°C
I, WEE 1 AH A

In Vivo:

T AR 5 11 S B0 B W R 24 ) SR PRE M T AR T %60 LU RV 7 28385 6 4% T In Vitro J7 QRS HI 8% 110 ik
W BRI I )

NPRIESEIE A AT FEME, P TE ROAE &R0 DUARYEAE A7 261, & U ORAF: IR SRBe i TR, @it
FHILRC, RAEHS: DAV FIHT S (0 40 R PR I 7R S IO 2V P (AR AR b Ll e T il 2 o i
BAUTHE Hri B, mT LU AR sike 7 1) O Qi

AP IR VA 771 -
Solubility: 2 0.6 mg/mL (1.81 mM); Clear solution

10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

BT3RS 2 0.6 mg/mL (1.81 mM, HIFIEER AT HIETHIR.
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