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Ulixertinib (BVD-523)
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化学情報
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	Synonyms	VRT752271	Storage
(From the date of receipt)	
3 years -20°C powder

1 years -80°C in solvent

	化学式	C21H22Cl2N4O2


	分子量	433.33	CAS No.	869886-67-9
	Solubility (25°C)*	体外	
DMSO
	
86 mg/mL
(198.46 mM)

	
Ethanol
	
86 mg/mL
(198.46 mM)

	
Water
	
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	Ulixertinib (BVD-523, VRT752271) is a potent and reversible ERK1/ERK2 inhibitor with IC50 of 

	in vitro	In an A375 melanoma cell line containing a b-RAFV600E mutation, Ulixertinib reduces the levels of phosphorylated ERK2 (pERK) and of the phosphorylation of the downstream kinase RSK (pRSK) with IC50 of 4.1/0.14 μM, respectively. Ulixertinib also inhibits A375 cell proliferation with IC50 of 180 nM. [1]





プロトコル(参考用のみ)

	キナーゼアッセイ	ERK2 Rapidfire Mass Spectrometry Inhibition of Catalysis Assay
	
MEK U911-activated ERK2 protein is expressed and purified in-house. Enzyme and substrate solutions are made up in assay buffer consisting of 50 mM Tris (pH 7.5), 10 mM MgCl2, 0.1 mM EGTA, 10 mM DTT and 0.01% (v/v) CHAPS. 1.2 nM ERK2 protein is prepared in assay buffer and 10 µL is dispensed into each well of a polypropylene, 384-well plate containing test and reference control compounds. The compound plates had previously been dosed with a 12 point range from 100 µM down to 0.1 nM in order to calculate compound IC50s, with a total DMSO concentration in the assay of 1%. Following a 20 minute pre-incubation of enzyme and compound at room temperature, 10 µL of substrate solution is added consisting of 16 µM Erktide (IPTTPITTTYFFFK) and 120 µM ATP (measured Km) in assay buffer. The reaction is allowed to progress for 20 minutes at room temperature before being quenched by the addition of 80 µl 1% (v/v) formic acid. The assay plates are then run on the RapidFire Mass Spectrometry platform to measure substrate (unphosphorylated Erktide) and product (phosphorylated Erktide) levels.

	細胞アッセイ	細胞株	A375 cells
	濃度	~30 μM
	反応時間	72 h
	実験の流れ	A375 cells are cultured in cell media composed of DMEM, 10% (v/v) Foetal Calf Serum and 1% (v/v) L-Glutamine. After harvesting, cells are dispensed into black, 384-well Costar plates to give 200 cells per well in a total volume of 40 µL cell media, and are incubated overnight at 37°C, 90% relative humidity and 5% CO2 in a rotating incubator. Test compounds and reference controls are dosed directly into the cell plates, into the inner 308 wells, using a Labcyte Echo 555 acoustic dispenser. The cells are dosed over a 12 point range from 30 µM down to 0.03 nM in order to calculate compound IC50s, with a total DMSO concentration in the assay of 0.3%. The cell plates are then incubated for 72 hours at 37°C. Cells were fixed and stained by the addition of 20 µL 12% formaldehyde in PBS/A (4% final concentration) and 1:2000 dilution of Hoechst 33342, with a 30 minute room temperature incubation, and then washed with PBS/A. A cell count is performed on the stained cell plates using a Cellomics ArrayScanTM VTI imaging platform. A Day 0 cell plate is also fixed, stained and read to generate a cell count baseline for determining compound cytotoxic effects as well as anti-proliferative effects.
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Data from [Data independently produced by , , Blood, 2018, 131(18):2047-2059]
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Data from [Data independently produced by , , Haematologica, 2018, doi:10.3324/haematol.2018.196931]
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Data from [Data independently produced by , , Int J Clin Exp Med, 2016, 9(6):10955-10962.]












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：


	
ERK mediates interferon gamma-induced melanoma cell death
[ Mol Cancer, 2023, 10.1186/s12943-023-01868-x]
	
PubMed: 37803324

	
Kinase-Modulated Bioluminescent Indicators Enable Noninvasive Imaging of Drug Activity in the Brain
[ ACS Cent Sci, 2023, 9(4):719-732]
	
PubMed: 37122464

	
Loss of NF1 in Melanoma Confers Sensitivity to SYK Kinase Inhibition
[ Cancer Res, 2023, 83(2):316-331]
	
PubMed: 36409827

	
Impaired PPARγ activation by cadmium exacerbates infection-induced lung injury
[ JCI Insight, 2023, 8(9)e166608]
	
PubMed: 36928191

	
High-Throughput Functional Evaluation of MAP2K1 Variants in Cancer
[ Mol Cancer Ther, 2023, 22(2):227-239]
	
PubMed: 36442478

	
Urinary Eubacterium sp. CAG:581 Promotes Non-Muscle Invasive Bladder Cancer (NMIBC) Development through the ECM1/MMP9 Pathway
[ Cancers (Basel), 2023, 15(3)809]
	
PubMed: 36765767

	
Urinary Eubacterium sp. CAG:581 Promotes Non-Muscle Invasive Bladder Cancer (NMIBC) Development through the ECM1/MMP9 Pathway
[ Cancers (Basel), 2023, 15(3)809]
	
PubMed: 36765767

	
Kinome profiling identifies MARK3 and STK10 as potential therapeutic targets in uveal melanoma
[ J Biol Chem, 2023, S0021-9258(23)02446-8]
	
PubMed: 37923138

	
A Chemical Proteomics Approach to Discover Regulators of Innate Immune Signaling
[ Viruses, 2023, 15(5)1112]
	
PubMed: 37243198

	
Localized immune surveillance of primary melanoma in the skin deciphered through executable modeling
[ Sci Adv, 2023, 9(15):eadd1992]
	
PubMed: 37043573







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。







