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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	C19H12N2O2Cl2


	分子量	371.22	CAS No.	280744-09-4
	Solubility (25°C)*	体外	
DMSO
	
23 mg/mL
(61.95 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	SB216763 is a potent and selective GSK-3 inhibitor with IC50 of 34.3 nM for GSK-3α and equally effective at inhibiting human GSK-3β. SB216763 activates autophagy.
	in vitro	SB 216763 displays similar potency for GSK-3β with 96% inhibition at 10 μM while exhibiting minimal activity against 24 other protein kinases including PKBα and PDK1 with IC50 of >10 μM. SB 216763 stimulates glycogen synthesis in human liver cells with EC50 of 3.6 μM, and induces dose-dependent transcription of a β-catenin-LEF/TCF regulated reporter gene in HEK293 cells with a maximum 2.5-fold induction at 5 μM. [1] SB 216763 protects the cerebellar granule neurones from apoptotic cell death induced by LY-294002 or potassium-deprivation in a concentration-dependent manner, with a maximal neuroprotection at 3 μM in contrast with the effect of lithium chloride at which 10 mM is required. SB 216763 at 3 μM also completely prevents death of chicken dorsal root ganglion sensory neurones induced by LY-294002 regardless of NGF. SB 216763 treatment at 5 μM markedly inhibits the GSK-3-dependent phosphorylation of neuronal-specific microtubule-associated protein tau in cerebellar granule neurones or recombinant tau in HEK293 cells, and induces increased levels of cytoplasmic β-catenin in both cells mimicking the effect of Wnt-mediated inhibition of GSK-3. [2] In pancreatic cancer cell lines including BXPC-3, MIA-PaCa2, PANC1, ASPC1, and CFPAC, SB 216763 treatment at 25-50 μM reduces cell viability in a dose-dependent manner, and leads to significant increase in apoptosis by 50% at 72 hours due to the specific down regulation of GSK-3β, while has no effect in HMEC or WI38 cell lines. [3]
	in vivo	Administration of SB 216763 at 20 mg/kg significantly prevents lung inflammation and the subsequent fibrosis in bleomycin (BLM)-induced pulmonary inflammation and fibrosis model in mice by significantly blocking the production of inflammatory cytokines MCP-1 and TNF-α by macrophages, and significantly improves the survival of BLM-treated mice. SB 216763 treatment causes a significant reduction in BLM-induced alveolitis by inhibiting alveolar epithelial cell damage. [4]





プロトコル(参考用のみ)

	キナーゼアッセイ	GSK-3 activity assay
	
GSK-3 kinase activity is measured, in the presence of various concentrations of SB 216763, in a reaction mixture containing final concentrations of 1 nM human GSK-3α, 50 mM MOPS pH 7.0, 0.2 mM EDTA, 10 mM Mg-acetate, 7.5 mM β-mercaptoethanol, 5% (w/v) glycerol, 0.01% (w/v) Tween-20, 10% (v/v) DMSO, and 28 μM GS-2 peptide substrate. The GS-2 peptide sequence corresponds to a region of glycogen synthase that is phosphorylated by GSK-3. The assay is initiated by the addition of 0.34 μCi [33P]γ-ATP. The total ATP concentration is 10 μM. Following 30 minutes incubation at room temperature the assay is stopped by the addition of one third assay volume of 2.5% (v/v) H3PO4 containing 21 mM ATP. Samples are spotted onto P30 phosphocellulose mats and washed six times in 0.5% (v/v) H3PO4. The filter mats are sealed into sample bags containing Wallac betaplate scintillation fluid. 33P incorporation into the substrate peptide is determined by counting the mats in a Wallac microbeta scintillation counter.

	細胞アッセイ	細胞株	BXPC-3, MIA-PaCa2, PANC1, ASPC1, and CFPAC cells
	濃度	Dissolved in DMSO, final concentrations ~50 μM
	反応時間	24, 48, and 72 hours
	実験の流れ	Cells are exposed to various concentrations of SB 216763 for 24, 48 and 72 hours. Relative cell viability is measured using the MTS assay. Apoptotic cells are determined by staining with Hoechst.
	動物実験	動物モデル	C57BL/6N mice with lung inflammation and fibrosis induced by bleomycin (BLM)
	投薬量	20 mg/kg
	投与方法	Intravenously
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Data from [Mol Cancer Ther, 2014, 13(1), 37-48]
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Data from [Data independently produced by , , Cancer Res, 2018, doi:10.1158/0008-5472]
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Data from [Data independently produced by , , Mol Cancer Ther, 2013, 13(2): 454-67 ]












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 ribosomal protein S6 kinase alpha-1 (RPS6KA1) induces resistance to venetoclax/azacitidine in acute myeloid leukemia
[ Leukemia, 2023, 37(8):1611-1625]
	
PubMed: 37414921

	
The ribosomal protein S6 kinase alpha-1 (RPS6KA1) induces resistance to venetoclax/azacitidine in acute myeloid leukemia
[ Leukemia, 2023, 37(8):1611-1625]
	
PubMed: 37414921

	
Kidins220 sets the threshold for survival of neural stem cells and progenitors to sustain adult neurogenesis
[ Cell Death Dis, 2023, 14(8):500]
	
PubMed: 37542079

	
The GSK3β/Mcl-1 axis is regulated by both FLT3-ITD and Axl and determines the apoptosis induction abilities of FLT3-ITD inhibitors
[ Cell Death Discov, 2023, 9(1):44]
	
PubMed: 36739272

	
Progranulin Protects against Hyperglycemia-Induced Neuronal Dysfunction through GSK3β Signaling
[ Cells, 2023, 12(13)1803]
	
PubMed: 37443837

	
Minichromosome maintenance 6 protects against renal fibrogenesis by regulating DUSP6-mediated ERK/GSK-3β/Snail1 signaling
[ iScience, 2023, 26(10):107940]
	
PubMed: 37810227

	
Dexmedetomidine Ameliorates Cardiac Ischemia/Reperfusion Injury by Enhancing Autophagy Through Activation of the AMPK/SIRT3 Pathway
[ Drug Des Devel Ther, 2023, 17:3205-3218]
	
PubMed: 37908314

	
ULK1-mediated metabolic reprogramming regulates Vps34 lipid kinase activity by its lactylation
[ Sci Adv, 2023, 9(22):eadg4993]
	
PubMed: 37267363

	
ULK1-mediated metabolic reprogramming regulates Vps34 lipid kinase activity by its lactylation
[ Sci Adv, 2023, 9(22):eadg4993]
	
PubMed: 37267363

	
Skp2 stabilizes Mcl-1 and confers radioresistance in colorectal cancer
[ Cell Death Dis, 2022, 13(3):249]
	
PubMed: 35301297







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。







