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Lonafarnib (SCH66336)

製品コードS2797


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	C27H31Br2ClN4O2


	分子量	638.82	CAS No.	193275-84-2
	Solubility (25°C)*	体外	
DMSO
	
127 mg/mL
(198.8 mM)

	
Ethanol
	
127 mg/mL
(198.8 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	Lonafarnib (SCH66336) is an orally bioavailable FPTase inhibitor for H-ras, K-ras-4B and N-ras with IC50 of 1.9 nM, 5.2 nM and 2.8 nM in cell-free assays, respectively. Phase 3.
	in vitro	SCH66336 at concentration ranging from 0.1 μM to 8 μM suppress growth and induce apoptosis of human head and neck squamous carcinoma cells (HNSCC) in a dose and time dependent manner. SCH66336 (8 μM) suppresses protein kinase B/Akt activity as well as the phosphorylation of the Akt substrates glycogen synthase kinase (GSK)-3β, forkhead transcription factor, and BAD in SqCC/Y1 cells. [2] SCH66336 demonstrate variable antiproliferative effects against the cell lines, with IC50 ranging from 0.6 μM to 32.3 μM. [3] Lonafarnib induces a CCAAT/enhancer-binding protein homologous protein (CHOP)-dependent transactivation of the DR5 promoter, thus induces CHOP-dependent DR5 up-regulation. Lonafarnib (< 10 μM) activates caspase-8 and its downstream caspases, thus induces caspase-8-dependent apoptosis in H1792 cells. Lonafarnib (5 μM) up-regulate DR5 expression, increase cell-surface DR5 distribution, and enhance tumor necrosis factor-related apoptosis-inducing ligand-induced apoptosis in H1792 cells.[4]
	in vivo	SCH66336 inhibits HTBI77 human lung carcinoma xenograft growth in nude mice in a dose-dependent fashion. [1] SCH66336 dosed at 50 mg/kg p.o. bid by oral gavage inhibits tumor growth with up to 69% growth inhibition after 21 days of treatment in NOD/SCID mice bearing s.c. flank XEN01, XEN05 or XEN08 GBM xenografts. [3]





プロトコル(参考用のみ)

	細胞アッセイ	細胞株	UMSCC10B, UMSCC14B, UMSCC17B, UMSCC22B, and UMSCC35, UMSCC38 cell lines
	濃度	0.1 μM - 8 μM
	反応時間	24 hours
	実験の流れ	The cells are seeded in 96-well cell-culture cluster plates at a density that allowed control cultures to grow exponentially for 5 days. After 24 hours, the cells are treated with different concentrations of SCH66336. SCH66336 is dissolved in DMSO. Control cultures received the same amount of DMSO as the treated cultures do. Cell numbers are estimated after 5 days of treatment by SRB assay. The percentage of growth inhibition is calculated by using the equation: percentage growth inhibition = (1 − At/Ac) × 100, where At and Ac represent the absorbance in treated and control cultures, respectively. The drug concentration causing a 50% cell growth inhibition (IC50), is determined by interpolation from dose-response curves.
	動物実験	動物モデル	NOD/SCID mice between 6–12 weeks of age
	投薬量	50 mg/kg
	投与方法	p.o. bid by oral gavage
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Data from [Data independently produced by , , Antiviral Res, 2017, 141:116-123]








	
	

Data from [Data independently produced by , , J Cell Physiol, 2017, 232(1):192-201]












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：


	
A farnesyl-dependent structural role for CENP-E in expansion of the fibrous corona
[ J Cell Biol, 2024, 223(1)e202303007]
	
PubMed: 37934467

	
Microtubule nucleation from the fibrous corona by LIC1-pericentrin promotes chromosome congression
[ Curr Biol, 2023, S0960-9822(23)00010-6]
	
PubMed: 36720222

	
Impact of a conserved N-terminal proline-rich region of the α-subunit of CAAX-prenyltransferases on their enzyme properties
[ Cell Commun Signal, 2022, 20(1):118]
	
PubMed: 35941619

	
A farnesyltransferase inhibitor restores cognitive deficits in Tsc2+/- mice through inhibition of Rheb1
[ J Neurosci, 2022, JN-RM-0449-21]
	
PubMed: 35121635

	
Bacteria Are New Targets for Inhibitors of Human Farnesyltransferase
[ Front Microbiol, 2021, 12:628283]
	
PubMed: 34917041

	
Growth Factor Receptor Signaling Inhibition Prevents SARS-CoV-2 Replication
[ Mol Cell, 2020, 80(1):164-174.e4]
	
PubMed: 32877642

	
PML2-mediated Thread-Like Nuclear Bodies Mark Late Senescence in Hutchinson-Gilford Progeria Syndrome
[ Aging Cell, 2020, 29]
	
PubMed: 32351002

	
Automated in vivo screen in zebrafish identifies Clotrimazole as targeting a metabolic vulnerability in a melanoma model.
[ Dev Biol, 2020, 457(2):215-225]
	
PubMed: 30998907

	
The combination of lonafarnib and sorafenib induces cyclin D1 degradation via ATG3-mediated autophagic flux in hepatocellular carcinoma cells
[ Aging (Albany NY), 2019, 11(15):5769-5785]
	
PubMed: 31409760

	
Loss of CENPF leads to developmental failure in mouse embryos
[ Cell Cycle, 2019, 18(20):2784-2799]
	
PubMed: 31478449







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。







