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Tacrine scaffold
R IC50 (hAChE) = 1.62 nM
AChE inhibition Ki=1.2-26.3 nM 61.8% inhibition of ABys at 50 uM
No neurotoxicity at 50 uM

Strong antiproliferative agent (Glsg 0.29-1.4 uM)

Highlights

* Tacrine homo- and heterodimers bearing linkers waitittioxidant properties
were accessed

* Symmetrical chalcogenides were strong AChE inhibitd.2-26.3 nM), up to
19-fold increase compared to parent tacrine

e Good selectivity compared to BUChE (up to 290-felds found

e Good inhibition of A4, aggregation was achieved; lead compound did not
display neurotoxicity.

* Symmetrical chalcogenides were potent antiprolifeeaagents (0.1:20.95 uM,

up to 306-fold more potent than 5-fluorouracil)



Download English Version:

https://daneshyari.com/en/article/5158749

Download Persian Version:

https://daneshyari.com/article/5158749

Daneshyari.com


https://daneshyari.com/en/article/5158749
https://daneshyari.com/article/5158749
https://daneshyari.com/

