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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	C21H21N5


	分子量	343.42	CAS No.	356559-20-1
	Solubility (25°C)*	体外	
DMSO
	
69 mg/mL
(200.92 mM)

	
Ethanol
	
69 mg/mL
(200.92 mM)

	
Water
	
Insoluble

	体内 （毎回新しく調製した物を用意してください）	
	Clear solution	

5%DMSO
1
Corn oil


	3.45mg/ml
	Taking the 1 mL working solution as an example, add 50 μL of 69 mg/ml clear DMSO stock solution to 950 μL of corn oil and mix evenly. The mixed solution should be used immediately for optimal results. 



	
* <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	SB525334 is a potent and selective inhibitor of TGFβ receptor I (ALK5) with IC50 of 14.3 nM in a cell-free assay, 4-fold less potent to ALK4 than ALK5 and inactive to ALK2, 3, and 6.
	in vitro	SB 525334 shows no inhibition in the enzymes ALK2, 3, and 6, with IC50 values > 10 μM. SB 525334 blocks phosphorylation induced by TGF-β1 and nuclear translocation of Smad2/3 in renal proximal tubule cells. SB 525334 also inhibits the increased mRNA expression levels of plasminogen activator inhibitor-1 (PAI-1) and procollagen α1(I) induced by TGF-β1 in A498 renal epithelial carcinoma cells at 1 μM). [1]
SB 525334 (1 μM) attenuates the heightened sensitivity to TGF-β1 exhibited by pulmonary artery smooth muscle cells (PASMCs) from patients with familial forms of idiopathic pulmonary arterial hypertension (PAH). [2]

	in vivo	SB 525334 (10 mg/kg/day) decreases the renal mRNA levels of PAI-1, procollagen α1(I), and procollagen α1(III) in a nephritis-induced renal fibrosis rat model. Furthermore, PAN-induced proteinuria is significantly inhibited by SB 525334 (10 mg/kg/day). [1] SB 525334 may also be efficacious in mesenchymal tumors. SB 525334 (10 mg/kg/day) significantly decreases uterine mesenchymal tumor incidence, multiplicity, and size in Eker rats. [3] SB 525334 significantly reverses pulmonary arterial pressure and inhibits right ventricular hypertrophy in a rat model of PAH. This is revealed by a significant reduction in pulmonary arteriole muscularization induced by monocrotaline (used to induce PAH) after treatment with SB 525334 (3 or 30 mg/kg). [2] In a Bleomycin-induced pulmonary fibrosis mice model, SB 525334 (10 mg/kg or 30 mg/kg) attenuates the histopathological alterations in the lung, and significantly decreased mRNA expression of Type I and III procollagen and fibronectin. SB 525334 also attenuates Smad2/3 nuclear translocation, myofibroblast proliferation, deposition of Type I collagen, and decreases CTGF-expressing cells. [4]





プロトコル(参考用のみ)

	キナーゼアッセイ	Kinase assay to determine the potency and selectivity of SB 525334
	
In order to determine the potency of SB 525334, purified GST-tagged kinase domain of ALK5 is incubated with purified GST-tagged full-length Smad3 in the presence of 33P-γATP and different concentrations of SB 525334. The readout is radioactively labeled Smad3.
To determine the selectivity of SB 525334, purified GST-tagged kinase domain of ALK2 and ALK4 are incubated with GST-tagged full-length Smad1 and Smad3, respectively, in the presence of different concentrations of SB 525334. IC50 values are calculated.

	細胞アッセイ	細胞株	Human renal proximal tubule epithelial (RPTE) cells
	濃度	1 μM
	反応時間	1 hour
	実験の流れ	RPTE cells are seeded on microscope slides. The following day, the cells are starved for 24 hours to dosing by removal of the serum and epidermal growth factor. Cells are treated with either 10 ng/mL TGF-β1, 1 μM SB 525334, or a combination of both. Slides are pretreated with SB 525334 or starve media for 3 hours prior to a 1-hour incubation at 37 °C with TGF-β1 or starve media.
The cells are then fixed and permeabilized. The slides are blocked with BSA, incubated with a mouse anti-Smad2/3 primary antibody followed by an anti-mouse IgG fluorescein secondary antibody. The slides are then viewed in a confocal microscope and nuclear signal intensity is analyzed.

	動物実験	動物モデル	Bleomycin-induced pulmonary fibrosis in female Eker rats
	投薬量	Estimated dose of 10 mg/kg/day
	投与方法	Oral (in drinking water)
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Data from [Data independently produced by Cancer Lett, 2014, 355(1), 130-40]
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Data from [Data independently produced by Cell Signal, 2014, 10.1016/j.cellsig.2014.09.010]
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Data from [Data independently produced by Cell Signal, 2014, 10.1016/j.cellsig.2014.09.010]












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：


	
ESRRB Inhibits the TGFβ Signaling Pathway to Drive Cell Proliferation in Cervical Cancer
[ Cancer Res, 2023, 83(18):3095-3114]
	
PubMed: 37350664

	
Identification of fibrocyte cluster in tumors reveals the role in antitumor immunity by PD-L1 blockade
[ Cell Rep, 2023, 42(3):112162]
	
PubMed: 36870329

	
Impact of retrotransposon protein L1 ORF1p expression on oncogenic pathways in hepatocellular carcinoma: the role of cytoplasmic PIN1 upregulation
[ Br J Cancer, 2023, none]
	
PubMed: 36707636

	
Trichinella spiralis-Secreted Products Promote Collagen Capsule Formation through TGF-β1/Smad3 Pathway
[ Int J Mol Sci, 2023, 24(19)15003]
	
PubMed: 37834451

	
Glioma-derived small extracellular vesicles induce pericyte-phenotype transition of glioma stem cells under hypoxic conditions
[ Cell Signal, 2023, 109:110754]
	
PubMed: 37315748

	
Targeting fibrotic signaling pathways by EGCG as a therapeutic strategy for uterine fibroids
[ Sci Rep, 2023, 13(1):8492]
	
PubMed: 37231028

	
Mechanical force regulates Sox9 expression at the developing enthesis
[ Development, 2023, 150(16)dev201141]
	
PubMed: 37497608

	
The mast cell exosome-fibroblast connection: A novel pro-fibrotic pathway
[ Front Med (Lausanne), 2023, 10:1139397]
	
PubMed: 36910476

	
BMAL1 Promotes Valvular Interstitial Cells' Osteogenic Differentiation through NF-κ B/AKT/MAPK Pathway
[ J Cardiovasc Dev Dis, 2023, 10(3)110]
	
PubMed: 36975874

	
TGFB1 Induces Fetal Reprogramming and Enhances Intestinal Regeneration
[ bioRxiv, 2023, 2023.01.13.523825]
	
PubMed: 36711781







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。







