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NLRP3 IL-1pB
IC50 & Target[1]
0.30 uM (IC50)
YQ128 (0.3-100 uM; 30 mins) dose dependently suppressed the release of IL-1 B from peritoneal
macrophages upon LPS/ATP challenge with an IC50 of 1.59 pM[1].
YQ128 (20 uM; 2 hours) shows no significant toxic effects on hCMEC/D3 cells[1].
Cell Viability Assay[1]
In Vitro Cell Line: Mouse peritoneal macrophages
Concentration: 0.3, 1.0, 3.0, 10, 30, 100 pM
Incubation Time: 30 mins
Result: Suppressed the release of IL-1f from peritoneal macrophages upon
LPS/ATP challenge with an IC50 of 1.59 uM.
YQI128 (iv; 20 mg/kg) has an intermediate terminal plasma half-life (t1/2) of 6.6 hours after iv
administration[1].
YQ128 (oral; 20 mg/kg) shows delayed gastrointestinal absorption with a tmax and cmax of 12 h and 73
ng/mL, respectively. Oral bioavailability (Foral) is estimated as 10%[1].
YQI128 exhibits extensive extravascular distribution with a large steady-state volume of distribution
(Vdss) of 8.5 L/kg and rapid total clearance (CLtot) of 41 mL/min/kg[1].
In Vivo YQI128 (10 mg/kg) has been shown to trigger IL-1 B production in a NLRP3- dependent manner in
C57BL/6 mice[1].
Animal Model: Sprague-Dawley rats (200-250 g)[1]
Dosage: 20 mg/kg (Pharmacokinetic Analysis)
Administration: Iv
Result: Had an intermediate terminal plasma half-life (t12) of 6.6 hours after iv
administration.
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Solvent&Solubility DMSO ¥R : 250 mg/mL (458.62 mM; 75 BIVA; IR DMSO X ™ i (R4 il B2 A S 3% 52

e, 5 A#TTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8345 mL 9.1725 mL 18.3449 mL
Stock Solutions 5 mM 0.3669 mL 1.8345 mL 3.6690 mL
10 mM 0.1834 mL 0.9172 mL 1.8345 mL
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K FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (3.82 mM); ¥ i

BT RT3 > 2.08 mg/mL CHRIERAD IR HIER

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 1, iR&
¥4y, B ERERATIA 50 uL Tween-80, VB EA]; ARG HEAEEMA 450 uL AEBEK EFBE 1
mL.

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAE 100 mL, AT LIS EIVEHE I IR FEER K
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EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (3.82 mM); ¥ i
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EZ 3N [1]. Jiang Y, et al. Discovery of Second-Generation NLRP3 Inflammasome Inhibitors: Design, Synthesis, and
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
B
W
1 mM 1.8345 mL 9.1725 mL 18.3449 mL 45.8623 mL
5 mM 0.3669 mL 1.8345 mL 3.6690 mL 9.1725 mL
DMSO 10 mM 0.1834 mL 0.9172 mL 1.8345 mL 4.5862 mL
15 mM 0.1223 mL 0.6115 mL 1.2230 mL 3.0575 mL
20 mM 0.0917 mL 0.4586 mL 0.9172 mL 2.2931 mL
25 mM 0.0734 mL 0.3669 mL 0.7338 mL 1.8345 mL
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30 mM 0.0611 mL 0.3057 mL 0.6115 mL 1.5287 mL
40 mM 0.0459 mL 0.2293 mL 0.4586 mL 1.1466 mL
50 mM 0.0367 mL 0.1834 mL 0.3669 mL 0.9172 mL
60 mM 0.0306 mL 0.1529 mL 0.3057 mL 0.7644 mL
80 mM 0.0229 mL 0.1147 mL 0.2293 mL 0.5733 mL
100 mM 0.0183 mL 0.0917 mL 0.1834 mL 0.4586 mL
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