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ds as PI3K and HDAC Dual Targeting
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GYA and GYB

PI3Ke ICsp = 0.94 ~ 6.5 nmol-L"!
HDAC1 IC5 = 4.2 ~ 3654 nmol.L"!

This study reports the design, synthesis, and biological evaluation of novel phosphati-
dylinositol 3-kinases (PI3Ks) and histone deacetylases (HDACs) dual inhibitors on the
basis of GSK2126458 under clinical evaluation and vorinostat approved. Biological
evaluation and structure-activity relationships study proved that our design is a promis-
ing approach to drug discovery.

Synthesis and Antibacterial Activity of
Thienyl Chalcone Derivatives Bearing
Piperazine Moiety

Li, Yongkun; Tang, Yanling; Li, Minxin;
Yang, Xiaobi; Gao, Hui; Mao, Zewei*
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Antibacterial activity

4b and 4e: MIC = 4.0 mg/mL against Bacillus subtilis

A series of new thienyl chalcone derivatives bearing piperazine moiety have been de-
signed and prepared based on the principle of bioisosteres and molecular hybridization.
Their antibacterial activities against Staphylococcus aureus Rosenbach, Escherichia coli
and Bacillus subtilis were evaluated.

Alkali Salt-Catalyzed Aza-Michael Addi-
tion of 1,2,4-Triazole to a,8-Unsaturated
Ketones and Imides

Ma, Ben®; Wang, Ganggang; Zhou, Hong-
yan; Yang, Jingya®
Chin. J. Org. Chem. 2020, 40(1), 115
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An alkali salt-catalyzed aza-Michael addition of 1,2,4-triazole to a,f-unsaturated ke-
tones and imides has been disclosed, affording various functionalized triazole deriva-
tives in moderate to excellent yields with high regioselectivity. The cheap catalyst, good
substrate tolerance, and easiness to scale up make this procedure more practical.

Synthesis and Photo-Induced Isomeriza-
tion Performance for the Novel Bent Di-
azobenzene Liquid Crystals

Liu, Manman; Liu, Haohao; Yan, Daoren;
Zhang, Zhiyong*; Guan, Jintao
Chin. J. Org. Chem. 2020, 40(1), 125
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A series of novel curved bisazo benzene liquid crystal compounds were designed and
synthesized using methyl-1,3-m-phenylenediamine as the central nucleus. The phase
transition temperature and phase texture of the liquid crystals were determined. The
photo isomerization performance of 2-methyl-1,3-bis(4-((4-heptylphenyl)ester)-1-(&)-
azophenyl) benzene (2¢) was determined. The photo isomerism and response time of the
liquid crystal compound and the doped nematic liquid crystal material were measured.
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Rh"/Zn" Catalyzed Asymmetric [4 + 3)
Cycloaddition Reaction
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Catalytic Asymmetric Construction of All-
. CO, (101 kPa) Ph Ph
Carbon Quaternary Stereocenters via R! Cu(OAC), (5 mol%) R! CH,OH h
(] <
Coupling of CO with 1,3-Dienes SR : g /N
ping RZM" (S,5)-Ph-BPE (6 mol%) RZ&/\/R PR
R', R? = aryl, alkyl Me(MeQ),SiH (8 equiv.) up to 98% yield %
= up to 99.5% ee Ph Ph
R=H,Me ZIE > 85:15
Cheng, Lei; Xie, Jianhua™ : (8,8)-Ph-BPE
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