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印刷






化学情報

	

	Synonyms	N/A	Storage
(From the date of receipt)	
3 years -20°C powder

1 years -80°C in solvent

	化学式	C22H28O2S2


	分子量	388.59	CAS No.	95809-78-2
	Solubility (25°C)*	体外	
DMSO
	
78 mg/mL
(200.72 mM)

	
Ethanol
	
78 mg/mL
(200.72 mM)

	
Water
	
Insoluble

	体内 （毎回新しく調製した物を用意してください）	Add solvents to the product individually and in order
(Data is from Selleck tests instead of citations):
2% DMSO+corn oil
	
14mg/mL

	
* <1 mg/ml means slightly soluble or insoluble.

* Please note that Selleck tests the solubility of all compounds in-house, and the actual solubility may differ slightly from published values. This is normal and is due to slight batch-to-batch variations.






溶剤液（一定の濃度）を調合する







生物活性

	製品説明	Devimistat (CPI-613), a lipoate analog, inhibits mitochondrial enzymes pyruvate dehydrogenase (PDH) and α-ketoglutarate dehydrogenase in NCI-H460 cell line, disrupts tumor cell mitochondrial metabolism. CPI-613 induces apoptosis in pancreatic cancer cells. Phase 2.
	in vitro	In vitro, CPI-613 produces the selective toxicity against several tumor cell lines including H460 human lung cancer cells and Saos-2 human sarcoma cells with EC50 of 120 μM and 120 μM, respectively. CPI-613 disrupts H460 cancer cell mitochondrial metabolism including inhibition of PDH complex activity and loss of mitochondrial membrane potential in a time- and drug dose-dependent fashion. In addition, CPI-613 (240 μM) also induces both apoptotic and non-apoptotic cell death in H460 human lung cancer and Saos-2 human sarcoma cells. [1]


	in vivo	CPI-613 (25 mg/kg) has potent anticancer activity in a human tumor xenograft model of of a pancreatic tumor cell (BxPC-3). Similarly, CPI-613 (10 mg/kg) also produces significant tumor growth inhibition of H460 human non-small cell lung carcinoma in mouse model. Besides, CPI-613 produces little or no side-effect toxicity in expected therapeutic dose ranges in large animal models and has the maximum tolerated dose of 100 mg/kg in mice. [1]







プロトコル(参考用のみ)

	キナーゼアッセイ	E1α phosphorylation 
	
Cells are seeded and grown overnight. Five dishes per test group are treated with CPI-613or solven. Cells are lysed in situ with 150 μL lysis buffer A [455 μL Zoom 2D protein solubilizer 1, 2.5μL 1M Tris base, 5μL 100X protease inhibitor cocktail; 5μL 2M DTT] and lysates from all five dishes are pooled in a 1.5 mL microfuge tube and sonicated on ice for 15 passes at 50% power. After a 10-minute incubation at room temperature, 2.5μL of dimethylacrylamide (DMA) are added and lysates are incubated for an additional 10 minutes. 5μL of 2 M DTT are added to neutralize excess DMA. Lysates are centrifuged for 15 minutes and the supernatant is recovered. Then, 40μL of lysate are mixed with 0.8μL pH 3-10 ampholytes, 0.75 μL 2 M DTT and brought up to 150μL with Zoom 2D protein solubilizer 1. 150μL of sample is loaded into IPG runner, and pH 3-10NL IPG strips are added. Strips are soaked overnight at room temperature. A step protocol is used for isoelectric focusing (250V, 20min.; 450V 15min; 750 V 15 min 2000V 30 minutes). For the second dimension, strips are treated for 15 minutes in 1X loading buffer, followed by 15 minutes in 1X loading buffer plus 160 mM iodoacetatic acid. Strips are electrophoresed on NuPAGE 4-12% Bis Tris ZOOM gels. Proteins are blotted onto PVDF 4.5μm membranes. Serines 232, 293 and 300 are targets of the three well-characterized PDK phosphorylation events controlling E1 activity. Equal amounts of protein from treated and mock-treated cells are loaded on gels and western transfers are probed with anti-E1α Ab as an internal matching control or one of the three anti-phospho-E1α Abs.

	細胞アッセイ	細胞株	HN6 cells
	濃度	100 μM
	反応時間	24 h
	実験の流れ	Cells were treated with or without 100 μM CPI-613 for 24 h.


	動物実験	動物モデル	BxPC-3 and H460 cells are injected s.c. into the dorsal flank of CD1 nu/nu mice.
	投薬量	≤25 mg/kg
	投与方法	Administered via i.p.
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Selleckの高級品が、幾つかの出版された研究調査結果（以下を含む）で使われた：


	
The Fe-S cluster assembly protein IscU2 increases α-ketoglutarate catabolism and DNA 5mC to promote tumor growth
[ Cell Discov, 2023, 9(1):76]
	
PubMed: 37488138

	
Maternal vitamin B1 is a determinant for the fate of primordial follicle formation in offspring
[ Nat Commun, 2023, 10.1038/s41467-023-43261-8]
	
PubMed: 37973927

	
Induction of functional neutrophils from mouse fibroblasts by thymidine through enhancement of Tet3 activity
[ Cell Mol Immunol, 2022, 10.1038/s41423-022-00842-9]
	
PubMed: 35301470

	
Microglial hexokinase 2 deficiency increases ATP generation through lipid metabolism leading to β-amyloid clearance
[ Nat Metab, 2022, 4(10):1287-1305]
	
PubMed: 36203054

	
Lactate is an epigenetic metabolite that drives survival in model systems of glioblastoma
[ Mol Cell, 2022, 82(16):3061-3076.e6]
	
PubMed: 35948010

	
Chronic activation of pDCs in autoimmunity is linked to dysregulated ER stress and metabolic responses
[ J Exp Med, 2022, 219(11)e20221085]
	
PubMed: 36053251

	
SHP2 regulates adipose maintenance and adipocyte-pancreatic cancer cell crosstalk via PDHA1
[ J Cell Commun Signal, 2022, 10.1007/s12079-022-00691-1]
	
PubMed: 36074246

	
Blockade of glutamine-dependent cell survival augments antitumor efficacy of CPI-613 in head and neck cancer
[ J Exp Clin Cancer Res, 2021, 40(1):393]
	
PubMed: 34906193

	
TaurineReprograms Mammary-Gland Metabolism and Alleviates Inflammation Induced byStreptococcus uberisin Mice
[ Front. Immunol, 2021, Volume 12]
	
PubMed: None

	
Taurine Reprograms Mammary-Gland Metabolism and Alleviates Inflammation Induced by Streptococcus uberis in Mice
[ Front Immunol, 2021, 12:696101]
	
PubMed: 34177964







長期の保管のために-20°Cの下で製品を保ってください。

人間や獣医の診断であるか治療的な使用のためにでない。

各々の製品のための特定の保管と取扱い情報は、製品データシートの上で示されます。大部分のSelleck製品は、推薦された状況の下で安定です。製品は、推薦された保管温度と異なる温度で、時々出荷されます。長期の保管のために必要とされてそれと異なる温度で、多くの製品は、短期もので安定です。品質を維持するが、夜通しの積荷のために最も経済的な貯蔵状況を用いてあなたの送料を保存する状況の下に、製品が出荷されることを、我々は確実とします。製品の受領と同時に、製品データシートの上で貯蔵推薦に従ってください。







