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LAY (3a) A 87 %0 s M5 45, :116.8~119.7 C.'H NMR (400 MHz,DMSO-d)8:11.35(s,1H),8.17(s,
1H),7.81(s,1H),7.10(d,J =8.6 Hz,2H),6.58(d,J =8.5 Hz,2H),6.42(t,J] =6.5 Hz,1H),5.86(s,1H),
5.40~5.24(m,2H),4.29(s,1H),4.20(d., ] =4.6 Hz,1H),3.60(dd,J =12.0,4.4 Hz.2H),3.35(s,3H),
2.67(dq,J =29.4,6.7,5.9 Hz,2H),2.53~2.47(m,1H),1.81(s,3H),1.20(s,10H)."*C NMR (100 MHz,
DMSO-d)8:164.2,150.9,146.4,138.8,136.7,125.9,123.0,112.5,110.1,84.9,84.4,61.2,59.6,39.3,37.6,
33.9,31.9,29.7,12.7. HRMS(ESD i3 C,; H;, Ny O, Na:477.222 6[ M+Na ", 5ZPr{H :477.220 3.
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1H),5.34(s.1H) . 5.27(d.J =5.2 Hz, 1H).4.25(d.J] =3.8 Hz,2H),4.22~4,18(m,1H),3.87(t.] =
7.0 Hz,2H),3.74~3.66(m,1H),3.61(dt,] =12.0,4.3 Hz,1H),2.77~2.58(m,2H),1.84~1.78(m,3H) ,
1.26(t,J] =7.0 Hz,3H)." C NMR(100 MHz,DMSO-d)8:164.2,150.9,150.6,146.8,143.1,136.7,122.9,
115.8,113.9,110.1,85.0,84.3,63.7,61.2,59.6,39.9,37.6,15.3,12.7. HRMS(ESD i+ &.1 C,, H,s N;O; Na:
465.186 2 [M+Na] ™ ,5ZBR{H :465.188 1.
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6.0 Hz,2H),6.14(dd.J =6.0,6.0 Hz,1H),6.06(t,J =6.0 Hz,1H),5.37~5.28(m,2H),4.30(s,2H),4.21
(s,1H),3.66(s,5H),3.37(dd,J =6.0,6.0 Hz,2H),2.76~2.62(m,2H),1.81(s,3H).” C NMR(100 MHz,
DMSO-d)8:164.2,160.7,150.9,150.2,146.4,136.6,130.0,122.9,110.1,105.8,102.1,98.5,84.9,84.3,61.1,
59.5,55.1,39.1,37.6,12.7. HRMS(ESD #4518 C,; H;sN; O3 Na:481.181 2 [M+Na]" , SZFR{H :481.181 0.

AW (3e) L% 88 % s 455 1 :105.4~109.0 °C." H NMR (400 MHz,DMSO-d)8:11.36(s,1H),8.14(s,
1H),7.82~7.79(m,1H),7.64(dd,J =7.8,1.4 Hz,1H),7.19(t,J] =8.2 Hz,1H),6.71(d,J =9.2 Hz,1H),
6.46~6.38(m,2H),5.35(t,J =5.3 Hz,3H),4.44(d,J =5.7 Hz,2H) ,4.21(q,J =3.6 Hz,1H),3.76~3.60
(m,5H),2.77~2.58(m,2H),1.81(s,3H)."” C NMR (100 MHz, DMSO-d ;) 8:164.3,150.9,147.4,145.9,
139.3,136.7,129.8,123.1,119.1,111.4,110.2,85.3,84.9,84.4,61.2,59.7,39.3,37.6,12.7. HRMS(ESD i} %
{8 CpH, NyO;Na:451.170 6 [M+Na ", SZPr{f :451.172 6.
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6.42(t,J =6.0 Hz,1H),6.00(t,J =6.0 Hz,1H),5.35(dd.J =6.0,6.0Hz,1H),5.26(t,] =6.0 Hz,1H),
4.49(d,J =6.0 Hz,2H).4.19(d,J =6.0 Hz,1H),3.70~3.58(m,2H),2.77~2.58 (m,2H) ,1.80 (s, 3H).
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Synthesis and antibacterial of novel zidovudine derivatives

Li Xiyong', Sun Yamin', Jiang Yugqin®

(1.Weihai Marine vocational college, Weihai, 264300, China;

2.School of Chemistry and Chemical Engineering, Henan normal university, Xinxiang 453007, China)

Abstract: Dihydrofolate reductase is a necessary enzyme for the survival of bacteria, which could be used as an excellent
drug target against bacterial infection due to its significant differences in the amino acid sequences in mammals and small DNA
structure homology. Aiming to find new potent antibacterial compounds, zidovudine was used as a leader compound to react
with different aminopropyne respectively. By using the principle of drug combination, a serials of novel 1,2, 3-triazole deriva-
tives incorporate 3-deoxythymidine were designed, synthesized and characterized. The target compounds were obtained using
propargyl bromide and substituted aniline as starting materials followed by an azide-alkyne cycloaddition with 3-Azido-3-deoxy-
thymidine. Antibacterial activity against streptococcus pyogenes and staphylococcus albus of all the synthesized compounds was

evaluated using doxycycline as reference drugs.

Keywords: dihydrofolate reductase; zidovudine; 1,2,3-triazole; antibacterial activity
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