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Novel types of C-3 substituted kynurenic acid derivatives with improved neuroprotective activity
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Challenge
Neurodegeneration may occur when the brain is exposed to high level of reactive oxygen species, mitochondrial dysfunction, neurotoxicity, such as excitotoxicity. Administering neuroprotective agents can prevent the chronic conditions damaging nerve cells. Therefore, there is an urgent need to develop effective neuroprotective agents.
Technology
The kynurenic acid (KYNA) is capable of interact with the metabolism of neurons and bearing neuroprotective properties. KYNA is a competitive antagonist of NMDA receptors on the neurons. Additionally, KYAN is able to affect the presynaptic release of glutamate via α7 nicotine acetylcholine receptors. Therefore, KYNA is capable to prevent neuron destruction caused by excitotoxic conditions.
According to its polar structure KYNA can penetrate through the blood-brain barrier (BBB) in a very low extent. The present invention solved the functionalization of the C-3 position of KYNA to prepare a compound that is able to penetrate through the BBB and bear effective neuroprotective properties. The C-3 substituted compounds of the invention are able to move through the BBB up to 7 times higher ratio than the currently existing KYNA compounds.
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Benefits

According to its polar structure KYNA can penetrate through the blood-brain barrier (BBB) in a very low extent. The present invention solved the functionalization of the C-3 position of KYNA to prepare a compound that is able to penetrate through the BBB and bear effective neuroprotective properties.
Development status
On the basis of the promising preliminary results, the goal is to develop the preclinical dossier, complete investigations and launch phase 1 clinical trials. The exact mechanism of action is currently being investigated.
IP status
[bookmark: _GoBack]PCT examination (PCT/HU2017/000014) examination was extended to US (USA 16/082,0994) and Europe (EP 17759330.8). US patent (10,870,633) was granted in 2020. EP patent (EP 3 423 444) was granted and evaluated in HU (E052700).
What we are looking for
The University is looking for partners to start the human phases, firstly to complete the safety, efficacy studies and after to start the pharmacokinetic examination.[image: ]Contact
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