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Sivelestat
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Sivelestat(ONO5046; LY544349; EI546) is a competitive inhibitor of human neutrophil elastase(IC50 = 44
nM; Ki=200 nM); also inhibited leukocyte elastase obtained from rabbit, rat, hamster and mouse. IC50
value: 44 nM [1] Target: neutrophil elastase ONO-5046 did not inhibit trypsin, thrombin, plasmin, plasma

kallikrein, pancreas kallikrein, chymotrypsin and cathepsin G even at 100 microM. In in vivo studies,

Description ONO-5046 suppressed lung hemorrhage in hamster (ID50 = 82 micrograms/kg) by intratracheal
administration and increase of skin capillary permeability in guinea pig (ID50 = 9.6 mg/kg) by intravenous
administration, both of which were induced by human neutrophil elastase [1]. Sivelestat sodium hydrate is
an anti-neutrophil elastase inhibitor and may be one of the treatment options for acute respiratory failure
due to pneumocystis pneumonia in AIDS patients [2].

In Vitro:
DMSO : 2 100 mg/mL (230.17 mM)
* ">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1mM 2.3017 mL 11.5085 mL 23.0171 mL
Stock Solutions 5mM 0.4603 mL 2.3017 mL 4.6034 mL
10 mM 0.2302 mL 1.1509 mL 2.3017 mL
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Solubility: = 2.5 mg/mL (5.75 mM); Clear solution

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

WA 3RS = 2.5 mg/mL (5.75 mM, AR ARED) [ TE AR
PL 4 mL TAERCHH], B 100 ul 25.0 mg/mL [#73% DMSO fif i in%] 400 pL PEG300 H#, JRA5E

i) AR R 50 pL Tween-80, JR&I5]: SAJE4REIMA 450 pL BB /K ERE 1 mL.

2K F IR FER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (5.75 mM); Clear solution
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SAH KR IR 10% DMSO  —90% corn oil




Solubility: 2 2.5 mg/mL (5.75 mM); Clear solution
W7 R A3k 2 2.5 mg/mL (5.75 mM, HIRIEEARKN) MBS, 7 RANIE T 9850 FYIZE A H B
PR

DL mL TAERCAH], B 100 pL 25.0 mg/mL [¥)#{5 DMSO fi##i0nE] 900 pL TR+, REEIS .
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