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Description

Aliskiren(CGP 60536) is a direct renin inhibitor with IC50 of 1.5 nM. IC50 value: 1.5 nM [1] Target: renin in
vitro: Aliskiren hemifumarate appears to bind to both the hydrophobic S1/S3-binding pocket and to a large,
distinct subpocket that extends from the S3-binding site towards the hydrophobic core of renin. Oral
bioavailability of Aliskiren hemifumarate is 2.4% in rats, 16% in marmosets and about 2.5% in humans [2].
in vivo: Aliskiren hemifumarate (< 10 mg/kg, oral) inhibits plasma renin activity and lowers blood pressure in
sodium-depleted marmosets[3].Once-daily oral treatment with Aliskiren hemifumarate lowers blood

pressure effectively, with a safety and tolerability profile, in patients with mild-to-moderate hypertension[4].

Solvent&Solubility

In Vitro:

DMSO : 100 mg/mL (181.24 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.8124 mL 9.0619 mL 18.1238 mL
Stock Solutions 5 mM 0.3625 mL 1.8124 mL 3.6248 mL
10 mM 0.1812 mL 0.9062 mL 1.8124 mL
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VAR A INREF 7). 10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (4.53 mM); Clear solution

U7 FE AR 2 2.5 mg/mL (4.53 mM,  TLFTREARF) (RIS E TR

PL 1 mL TAER 9%, HL 100 pL 25.0 mg/mL [1J#&E DMSO fig & in#] 400 L PEG300 ', Vi&35%
) iR RN 50 L Tween-80, JRAIE); ARIG4RLLINAN 450 pL AEFEEIKERSE 1 mL.

2B IR IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (4.53 mM); Clear solution

U7 FE AR 2 2.5 mg/mL (4.53 mM,  TLATREARF) (RIS E TR

LAt mL TAREHCAH], M 100 pL 25.0 mg/mL [ DMSO fif % inF] 900 uL 20% [f) SBE-B-CD 4=
LKA, IREI .

3AHWKFIRINEEFER: 10% DMSO  —90% corn oil
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Solubility: = 2.5 mg/mL (4.53 mM); Clear solution
BET7 RIS 2 2.5 mg/mL (4.53 mM, YERIREAREN) MO ER, BTT RANE F T SRR T A B R
s,

BL1mL TR, B 100 ul 25.0 mg/imL (%% DMSO & Tn#E] 900 pL Fokiulitr, WA#A.
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