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Description

Resatorvid (TAK-242) is a selective Toll-like receptor 4 (TLR4) inhibitor and plays pivotal role in various
inflammatory diseases. Resatorvid inhibits NO, TNF-R and IL-6 production with IC50s of 1.8 nM, 1.9 nM
and 1.3 nM, respectively. Resatorvid downregulates expression of TLR4 downstream signaling molecules

MyD88 and TRIF[1][2].

IC5¢ & Target

TLR4

Resatorvid suppresses the production of NO, TNF-a, and IL-6 from LPS-stimulated human peripheral
blood mononuclear cells (PBMCs) at IC50 values from 11 to 33 nM[1].

Resatorvid (1-100 nM; 4 hours) inhibits mMRNA expression of IL-6 and TNF-a induced by LPS and IFN-y in
RAW264.7 cells[1].

Resatorvid (1-100 nM; 15 minutes; PBMCs cells) markedly inhibits the LPS-induced phosphorylation of
extracellular signal-regulated kinase 1/2 (Erk1/2), p38, and JNK/SAPK as well as degradation of IkBf at a

concentration of 100 nM[1].

RT-PCR[1]
Cell Line: RAW264.7 cells
In Vitro Concentration: 1 nM, 10 nM, 100 nM
Incubation Time: 4 hours
Result: TNF-a and IL-6 mRNA expression levels were clearly suppressed at concentrations
of 10 to 100 nM.
Western Blot Analysis[1]
Cell Line: PBMCs cells
Concentration: 1 nM, 10 nM, 100 nM
Incubation Time: 15 minutes
Result: The phosphorylation of mitogen-activated protein kinases induced by LPS was also
inhibited in a concentration-dependent manner.
Resatorvid (0.3 mg/kg; intraperitoneal injection; twice a week; for 4 weeks; ApoE knockout and wild-type
mice) treatment inhibites serum autoantibodies (ANA and anti-dsDNA), cytokines (IFN-y, TNF-q, IL-1B),
lung inflammation, and intima-media thickness in brachiocephalic artery([3].
Animal Model: 30 ApoE knockout and 30 wild-type mice on C57BL/6 background (female, 10
In Vivo weeks old)[3]
Dosage: 0.3 mg/kg

Administration:

Intraperitoneal injection; twice a week; for 4 weeks

Result:

Inhibited serum autoantibodies (ANA and anti-dsDNA), cytokines (IFN-y, TNF-a,

IL-1B), lung inflammation, and intima-media thickness in brachiocephalic artery.

In Vitro:

DMSO : 100 mg/mL (276.38 mM; Need ultrasonic)

H,0 : < 0.1 mg/mL (insoluble)

Solvent Mass
Concentration

1mg 5mg 10 mg

Preparing

1 mM 2.7638 mL 13.8190 mL 27.6381 mL




Solvent&Solubility

Stock Solutions 5 mM 0.5528 mL 2.7638 mL 5.5276 mL

10 mM 0.2764 mL 1.3819 mL 2.7638 mL
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Solubility: =2 2.75 mg/mL (7.60 mM); Clear solution

M5 3R 2 2.75 mg/mL (7.60 mM, YRTE AAN) A9V TE A

DL mL CAEWCAH], L 100 L 27.5 mg/mL [f73E DMSO fig##ins 400 yL PEG300 1, RA&#5E
) LRk RN 50 pl Tween-80, R&IS): SASG4EMA 450 pL AEREERKERE 1 mL.
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Solubility: 2.75 mg/mL (7.60 mM); Suspended solution; Need ultrasonic
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