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产品名称：尼达尼布乙磺酸盐 

产品别名：Nintedanib esylate；BIBF 1120 esylate 

 

生物活性： 

Description 

Nintedanib esylate (BIBF 1120 esylate) is a potent triple angiokinase inhibitor 

for VEGFR1/2/3, FGFR1/2/3 and PDGFRα/β with IC50s of 34 nM/13 nM/13 nM, 69 nM/37 nM/108 nM and 

59 nM/65 nM, respectively. 

VEGFR1 VEGFR2 VEGFR3 FGFR1 FGFR2 FGFR3 

34 nM (IC50) 13 nM (IC50) 13 nM (IC50) 69 nM (IC50) 37 nM (IC50) 108 nM (IC50) 

PDGFRα 
PDGFRβ 

 

IC50 & Target 

59 nM (IC50) 
65 nM (IC50) 

 

 

In Vitro 

Nintedanib (BIBF 1120) binds to the ATP-binding site in the cleft between the amino and carboxy terminal 

lobes of the kinase domain. Nintedanib (BIBF 1120) inhibits proliferation of PDGF-BB stimulated BRPs with 

EC50 of 79 nM in cell assays. Nintedanib (BIBF 1120) (100 nM) blocks activation of MAPK after stimulation 

with 5% serum plus PDGF-BB. Nintedanib (BIBF 1120) prevents PDGF-BB stimulated proliferation with an 

EC50 of 69 nM in cultures of human vascular smooth muscle cells (HUASMC)[1]. 

 

 

In Vivo 

Nintedanib (BIBF 1120) (25-100 mg/kg daily p.o.) is highly active in all tumor models, including human 

tumor xenografts growing in nude mice and a syngeneic rat tumor model. This is evident in the magnetic 

resonance imaging of tumor perfusion after 3 days, reducing vessel density and vessel integrity after 5 

days, and profound growth inhibition[1]. Nintedanib (BIBF 1120) is orally available and displays 

encouraging efficacy in in vivo tumor models while being well tolerated[2]. 

In Vitro:  

DMSO : 92.85 mg/mL (142.90 mM; Need ultrasonic and warming) 

Solvent   Mass 

Concentration 

1 mg 5 mg 10 mg 

1 mM 1.5390 mL 7.6951 mL 15.3903 mL 

5 mM 0.3078 mL 1.5390 mL 3.0781 mL 

 

 

   Preparing  

Stock Solutions 

10 mM 0.1539 mL 0.7695 mL 1.5390 mL 

*请根据产品在不同溶剂中的溶解度选择合适的溶剂配制储备液；一旦配成溶液，请分装保存，避免反

复冻融造成的产品失效。  

储备液的保存方式和期限：-80°C, 6 months; -20°C, 1 month。 -80°C 储存时，请在 6 个月内使用，-20°C 

储存时，请在 1 个月内使用。 

 

 

 

 

 

 

 

 

 

 

 

 

 

 

 

Solvent&Solubility 

In Vivo: 

请根据您的实验动物和给药方式选择适当的溶解方案。以下溶解方案都请先按照 In Vitro 方式配制澄清的储

备液，再依次添加助溶剂： 

——为保证实验结果的可靠性，澄清的储备液可以根据储存条件，适当保存；体内实验的工作液，建议您现

用现配，当天使用； 以下溶剂前显示的百分比是指该溶剂在您配制终溶液中的体积占比；如在配制过程中出

现沉淀、析出现象，可以通过加热和/或超声的方式助溶 

1.请依序添加每种溶剂： 10% DMSO→40% PEG300 →5% Tween-80  → 45% saline 

Solubility: ≥ 2.5 mg/mL (3.85 mM); Clear solution 
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此方案可获得 ≥ 2.5 mg/mL (3.85 mM，饱和度未知) 的澄清溶液。 

以 1 mL 工作液为例，取 100 μL 25.0 mg/mL 的澄清 DMSO 储备液加到 400 μL PEG300 中，混合均匀；向

上述体系中加入 50 μL Tween-80，混合均匀；然后继续加入 450 μL生理盐水定容至 1 mL。 

 

2.请依序添加每种溶剂： 10% DMSO→ 90% (20% SBE-β-CD in saline) 

Solubility: ≥ 2.5 mg/mL (3.85 mM); Clear solution 

此方案可获得 ≥ 2.5 mg/mL (3.85 mM，饱和度未知) 的澄清溶液。 

以 1 mL 工作液为例，取 100 μL 25.0 mg/mL 的澄清 DMSO 储备液加到 900 μL 20% 的 SBE-β-CD 生

理盐水水溶液中，混合均匀。 

 

3.请依序添加每种溶剂： 10% DMSO  →90% corn oil 

Solubility: ≥ 2.5 mg/mL (3.85 mM); Clear solution 

此方案可获得 ≥ 2.5 mg/mL (3.85 mM，饱和度未知) 的澄清溶液，此方案不适用于实验周期在半个月以上的

实验。 

以 1 mL 工作液为例，取 100 μL 25.0 mg/mL 的澄清 DMSO 储备液加到 900 μL玉米油中，混合均匀。 
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实验参考： 

 

 

 

Animal Administration 

Five-week-old to 6-wk-old athymic NMRI-nu/nu female mice (21-31 g) are used for the assay. After 

acclimatization, mice are inoculated with 1 to 5×106 (in 100 μL) FaDu, Caki-1, SKOV-3, H460, 

HT-29, or PAC-120 cells s.c. into the right flank of the animal. After acclimatization, F344 Fischer 

rats are injected with 5×106 (in 100 μL) GS-9L cells s.c. into the right flank of the animal. For 

pharmacokinetic analysis, blood is isolated at indicated time points from the retroorbital plexus of 

mice and plasma is analyzed using high performance liquid chromatography-mass spectrometry 

methodology[1]. 
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