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

1 years -80°C in solvent

	化学式	C23H26IN7O2S


	分子量	591.47	CAS No.	702675-74-9
	Solubility (25°C)*	体外	
DMSO
	
100 mg/mL
(169.07 mM)

	
Water
	
Insoluble

	
Ethanol
	
Insoluble

	
* <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	BX-795 is a potent and specific PDK1 inhibitor with IC50 of 6 nM, 140- and 1600-fold more selective for PDK1 than PKA and PKC in cell-free assays, respectively. Meanwhile, in comparison to GSK3β more than 100-fold selectivity observed for PDK1. BX-795 modulates autophagy via inhibiting ULK1. BX-795 also is a potent TBK1 inhibitor that blocks both TBK1 and IKKε with IC 50 values of 6 nM and 41 nM, respectively.
	in vitro	BX-795 effectively blocks PDK1 activity in PC-3 cells, as shown by their ability to block phosphorylation of S6K1, Akt, PKCδ, and GSK3β. BX-795 potently inhibits tumor cell growth on plastic with IC50 of 1.6, 1.4, and 1.9 μM for MDA-468, HCT-116 and MiaPaca cells, respectively. In soft agar, BX-795 displays higher growth inhibition with IC50 of 0.72, and 0.25 μM for MDA-468, and PC-3 cells, respectively. [1]

In addition, BX-795, as an inhibitor of the TBK1/IKKɛ, blocks TBK1- and IKKε-mediated activation of IRF3 and production of IFN-β. [2]

In platelet physiological responses, BX795 produces inhibitory effect on 2-MeSADP-induced or collagen-induced aggregation, ATP secretion and thromboxane generation. [3]


	in vivo	BX795, a TBK-1 and PDK-1 inhibitor, also inhibits HSV protein translation.







プロトコル(参考用のみ)

	キナーゼアッセイ	Kinase assays
	
PDK1 is assayed in a direct kinase assay and a coupled assay format measuring PDK1- and PtdIns-3,4-P2-mediated activation of AKT2. For the coupled assay, the final assay mixture (60 μL) contained: 15 mM MOPS, pH 7.2, 1 mg/mL bovine serum albumin, 18 mM β-glycerol phosphate, 0.7 mM dithiothreitol, 3 mM EGTA, 10 mM MgOAc, 7.5 μM ATP, 0.2 μCi of [γ-33P]ATP, 7.5 μM biotinylated peptide substrate (biotin-ARRRDGGGAQPFRPRAATF), 0.5 μL of PtdIns-3,4-P2-containing phospholipid vesicles, 60 pg of purified recombinant human PDK1, and 172 ng of purified recombinant human AKT2. After incubation for 2 h at room temperature, the biotin-labeled peptide is captured from 10 μl of the assay mixture on streptavidin-coated SPA beads, and product formation is measured by scintillation proximity in a Wallac MicroBeta counter. The product formed is proportional to the time of incubation and to the amount of PDK1 and inactive AKT2 added. PDK1 is added at suboptimal levels so that the assay could sensitively detect inhibitors of AKT2 activation as well as direct inhibitors of PDK1 or AKT2. To measure PDK1 activity directly, the final assay mixture (60 μL) contained 50 mM Tris-HCl, pH 7.5, 0.1 mM EGTA, 0.1 mM EDTA, 0.1% β-mercaptoethanol, 1 mg/mL bovine serum albumin, 10 mM MgOAc, 10 μM ATP, 0.2 μCi of [γ-33P]ATP, 7.5 μM substrate peptide (H2N-ARRRGVTTKTFCGT), and 60 ng of purified recombinant human PDK1. After 4 h at room temperature, we add 25 mM EDTA and spotted a portion of the reaction mixture on Whatman P81 phosphocellulose paper. The filter paper is washed three times with 0.75% phosphoric acid and once with acetone. After drying, the filter-bound labeled peptide is quantified using a Fuji phosphorimager.

	細胞アッセイ	細胞株	MDA-468, PC-3, HCT-116 and MiaPaca cells
	濃度	~10 μM
	反応時間	72 hours
	実験の流れ	Cells seeded at a low density (1,500–3,000 cells/well, 0.1 mL/well, 96-well plates) are incubated overnight. Compound treatments are made by adding 10 μL/well of the compound in 1% dimethyl sulfoxide and growth medium (final concentration of dimethyl sulfoxide, 0.1%), followed by brief shaking. Treated cells are incubated for 72 hours, and viability is measured by the addition of 10 μL of the metabolic dye WST-1. The WST-1 signal is read in a plate reader at 450 nm, and a no cell, or zero time cell, background is subtracted to calculate the net signal. Results are reported as the average ± S.E. of two or more replicates.


	動物実験	動物モデル	BALB/C mice
	投薬量	50 μM/10 µl
	投与方法	
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Data from [Data independently produced by FEBS J, 2014, 281(17), 3816-27]
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Data from [Virology, 2014, 450-451, 182-95]
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Data from [Data independently produced by , , J Thromb Haemost, 2018, 16(6):1211-1225]












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：


	
NDV inhibited IFN-β secretion through impeding CHCHD10-mediated mitochondrial fusion to promote viral proliferation
[ Vet Microbiol, 2024, 290:109973]
	
PubMed: 38211361

	
HRS mediates tumor immune evasion by regulating proteostasis-associated interferon pathway activation
[ Cell Rep, 2023, 10.1016/j.celrep.2023.113352]
	
PubMed: 37948180

	
Circadian regulator CLOCK promotes tumor angiogenesis in glioblastoma
[ Cell Rep, 2023, 42(2):112127]
	
PubMed: 36795563

	
Tolerability, pharmacokinetics, and anti-herpetic activity of orally administered BX795
[ Biomed Pharmacother, 2023, 165:115056]
	
PubMed: 37406507

	
3-Phosphoinositide-dependent kinase 1 drives acquired resistance to osimertinib
[ Commun Biol, 2023, 6(1):509]
	
PubMed: 37169941

	
AMIGO2 attenuates innate cisplatin sensitivity by suppression of GSDME-conferred pyroptosis in non-small cell lung cancer
[ J Cell Mol Med, 2023, 27(16):2412-2423]
	
PubMed: 37438979

	
Protective effects of activated vitamin D receptor on radiation-induced intestinal injury
[ J Cell Mol Med, 2023, 27(2):246-258]
	
PubMed: 36579449

	
AMIGO2 attenuates innate cisplatin sensitivity by suppression of GSDME-conferred pyroptosis in non-small cell lung cancer
[ J Cell Mol Med, 2023, 27(16):2412-2423]
	
PubMed: 37438979

	
Megakaryopoiesis impairment through acute innate immune signaling activation by azacitidine
[ J Exp Med, 2022, 219(11)e20212228]
	
PubMed: 36053753

	
Piceatannol enhances Beclin-1 activity to suppress tumor progression and its combination therapy strategy with everolimus in gastric cancer
[ Sci China Life Sci, 2022, 10.1007/s11427-022-2185-9]
	
PubMed: 36271983







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。







