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产品名称：Talnetant 

产品别名：SB 223412；他奈坦 

 

生物活性： 

Description 

Talnetant (SB 223412) is a potent and selective NK3 receptor antagonist (ki=1.4 nM, hNK-3-CHO); 

100-fold selective for the hNK-3 versus hNK-2 receptor, with no affinity for the hNK-1 at concentrations up 

to 100 uM. IC50 Value: 1.4 nM (hNK-3-CHO binding Ki) [1] Target: NK3 receptor in vitro: In vitro studies 

demonstrated that 53 is a potent functional antagonist of the hNK-3 receptor (reversal of senktide-induced 

contractions in rabbit isolated iris sphincter muscles and reversal of NKB-induced Ca2+ mobilization in 

CHO cells stably expressing the hNK-3 receptor), while in vivo this compound showed oral and intravenous 

activity in NK-3 receptor-driven models (senktide-induced behavioral responses in mice and 

senktide-induced miosis in rabbits) [1]. Talnetant has high affinity for recombinant human NK3 receptors 

(pKi 8.7) and demonstrates selectivity over other neurokinin receptors (pKi NK2 = 6.6 and NK1<4). In 

native tissue-binding studies, talnetant displayed high affinity for the guinea pig NK3 receptor (pKi 8.5) [3]. 

in vivo: Rectal barostat tests were performed on 102 healthy volunteers, randomized to receive either oral 

talnetant 25 or 100 mg or placebo over 14-17 days [2]. Talnetant (3-30 mg/kg i.p.) significantly attenuated 

senktide-induced 'wet dog shake' behaviors in the guinea pig in a dose-dependent manner. Microdialysis 

studies demonstrated that acute administration of talnetant (30 mg/kg i.p.) produced significant increases in 

extracellular dopamine and norepinephrine in the medial prefrontal cortex and attenuated 

haloperidol-induced increases in nucleus accumbens dopamine levels in the freely moving guinea pigs [3]. 

Toxicity: Talnetant had no effect on rectal compliance, sensory thresholds or intensity ratings compared 

with placebo [2]. Clinical trial: Study Of Talnetant Versus Placebo And Risperidone In Schizophrenia. 

Phase 2 

In Vitro:  

DMSO :  ≥ 100 mg/mL (261.47 mM) 

* "≥" means soluble, but saturation unknown. 

Solvent   Mass 

Concentration 

1 mg 5 mg 10 mg 

1 mM 2.6147 mL 13.0736 mL 26.1472 mL 

5 mM 0.5229 mL 2.6147 mL 5.2294 mL 

 

 

   Preparing  

Stock Solutions 

10 mM 0.2615 mL 1.3074 mL 2.6147 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 
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1.请依序添加每种溶剂： 10% DMSO→40% PEG300 →5% Tween-80  → 45% saline 

Solubility: ≥ 2.5 mg/mL (6.54 mM); Clear solution 

此方案可获得 ≥ 2.5 mg/mL (6.54 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。 

 

 

 

 

 

References 

[1]. Giardina GA, et al. Discovery of a novel class of selective non-peptide antagonists for the human 

neurokinin-3 receptor. 2. Identification of 

(S)-N-(1-phenylpropyl)-3-hydroxy-2-phenylquinoline-4-carboxamide (SB 223412). J Med Chem. 1999 Mar 

25;42(6):1053-65. 

[2]. Houghton LA, et al. Effect of the NK(3) receptor antagonist, talnetant, on rectal sensory function and 

compliance in healthy humans. Neurogastroenterol Motil. 2007 Sep;19(9):732-43. 

[3]. Dawson LA, et al. In vitro and in vivo characterization of the non-peptide NK3 receptor antagonist 

SB-223412 (talnetant): potential therapeutic utility in the treatment of schizophrenia. 

Neuropsychopharmacology. 2008 Jun;33(7):1642-52. 


