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Design, Synthesis and Anti-HIV-Reverse Transcriptase
Activity of Novel Diaryl Thiazolindin-4-one Derivatives
Possessing Amide Linkage on N-3 Position

Chen, Hua™ Shao, Jie Zhu, Mo Li, Xiaoliu™
(Key Laboratory of Chemical Biology of Hebei Province, College of Chemistry and Environmental Science,
Hebei University, Baoding 071002)

Abstract A series of thiazolidin-4-one derivatives possessing ester were synthesized under microwave irradiation using
amino acid ester as starting material. After ester hydrolysis reaction and amide condensation reaction, the aimed diaryl thia-
zolindin-4-one derivatives possessing amide linkage on N-3 position were obtained. The compounds were evaluated for their
human immunodeficiency virus (HIV-1) reverse transcriptase (RT) inhibitory activities in vitro HIV-1 RT kit assay (colorimet-
ric method). The results showed that some of the compounds, such as 5bb, 5bc, 5cb, and 5cc could effectively inhibit RT ac-
tivity with the ICs, values of 4.15, 3.53, 4.61 and 4.06 umol/L, respectively. Structure activity relationship analysis of these
analogues suggested that the introduction of two carbons side chain on N-3 position and lipophilic group like methyl group

should be favorable to their anti-HIV-RT activitives.

Keywords thiazolidin-4-one; anti-HIV-RT activity; lipophilic group; flexible side chain; amide bond
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1 X'=X2=F a:R=H;b:R=CHj4
2 X'=X2=Br a:R=H;b:R=CH,
3 X'=X2=Cl a:R=H;b:R=CHg c: R=CH,CHjg

4 X'=CI, X?=F a:R=H; b: R=CHjg; ¢: R=CH,CHjs

BT 2-(2,6- GHIE)-3-(WE0E -2- ) M f5t-4- T 1~4 (145K
Figure 1 Structures of 2-(2,6-dihalorophenyl)-3-(pyrimidin-
2-yl)thiazolidin-4-ones 1~4
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Figure 2 Structures of the novel designed and synthesized di-
aryl thiazolidin-4-one derivatives Saa~5Sdc bearing amide bond
linkage.
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B, AT AT I e -4- TR N-3 A3 b T ek P e 3 4 v
WERE, LIRS T RN ERIE 1 Frntb &9 3 4 H
KUY, Es, B CERIRE A o7 iEMEL Bl 2,6-
TR HE(6) ZIE AR G 2R R 2R (7a)[ B L-TN &R
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TR RS 2614 R —#R922 N 30 min 75 2L 547) 9a F1 9b,
AL &Y 9a(sk Ib)Bs 25 1E T KRS 2] T FIT 1k
[l & N IR R ZZAL A ) 10a (10b) (Scheme 1). 7E4L
G 9b [, =2 4R R NS B X R

FHRGEE AR REEIZ N 101, 45585 ke
AU SRR R 2 0 B8 BB EAT K AR, 53—
ANGEE =) 10b.
Cl
QCHO + NH,CH,CH,COOCH;" HCI + HSCH,COOH
ol 7a 8
6

cl
N//\ COOCH;  NaOH, rt.
o)
o
9a

' coon
No
oy

ethanol, 30 min
M.W., 120 °C

10a
cl CHs
QCHO + NH,CHCOOCH,* HCI  + HSCH,COOH
Cl 7b 8
6
HaC.
—COOCH
ethanol, 30 min CIN/_ 3NaOH rt
M.W., 120 °C _/V/O —_—
cl S
9b
HaC
cl 7
/—COOH
D
cl s
10b

AR 1 L5 10a F110b 15
Scheme 1 Synthesis of compounds 10a and 10b

HE—2, 3 HILLA R 10a A1 10b, AKX 2 BT AR
(R ER R EME be-4-if 10 A1 10a!"™ M JE R}, 754654 77
2-(7- 1B R 2K I = FME)-N,N,N',N'- U FF 32 IR 7 4 1ol TR T
(HATU)HI N,N-— 5 h 5 Z i (DIPEA)RIER T, 5 4.6-
TR R E R (1) 45 A S % T BAR LG Y Saa~
5db (Scheme 2). #Hr& KA EY) 10a, 10b Al Saa~5de
TS RN TR AT
1.2 LAY HIV-RT HN&IEME RN

&YW Saa~5de JEit HIV-RT X5 & (HIV-RT
kit) "W T BRI ENEE, (LAY 3O BE P R,
SR 1. EENHAE LAY Sbb, Sbe, Scb fl Sce
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3 jl)\/ 3 HATU, DIPEA, CH,Cl,
R2—COOH + N N
NH,
10 1
CHj
N=
R2—CONH— P
N
CH,
5aa ~ 5dc
al ¥ H3C §
K\ 3 Cl /_ —
R?= N_/\;o Njo
cl S c S
10a 10b
Cl 4 $-
N/‘Z N/_
10 jO
C| Sj a S
10c 10d

R' = H (11a), CH; (11b), CoHs (11¢)

B2 i s mam

Scheme 2 Synthesis of compounds 5

B HIV-RT $#H7E 2, S0 ICs [EIHET 10
umol/L, H:A k&4 She A1 Sce [KMHIIE P B 4T, 1Cso 18
435N 3.53 F1 4.06 pmol/L. HEALEMER T 2R
910 HIV-RT #HEE. B8 L SRS T
FEPEXT HE 3b, HR = B 6 P4 (Sbb, Sbe, Scb Al
Sce), &R N-3 405 NBERCEE, & 43 m 0TIk, Xt
G HIV 38 37 s B s PR s A K. 1 — 2B M
KAIHT(SAR), LAY 5aa~5ac HAEIIHIIENE, £
B N-3 L 3 AN % DA B e PR BEAN R T 231 B B4 ) v
P, 2 NREEE R e IS T T SIS S, ks
¥ 5bb, Sbe, Scb £ Sce. FHXTE, &4 Sbb Fl Sbe
IS TE D BIng =T Scb A1 Sce, HRNTEBEIZ N R ER)

IR VA NGB b1 s < P =1 G 2 Sl 7=
FHIEGHNEEYE. AN, HEY) Sda~5de H C-2 7 x5
FHHR AR T O RS ) R . DL Rk
KRR BT 45 FHEME e -4-Fi 28 5T HIV 1L &1

%1 1b&Y) 5aa~5de B HIV-RT $0#)E 1
Table 1 HIV-RT kit assay for compounds Saa~5dc

&Y ICs/(umoL™ ) &Y ICso/(pmosL )
5aa  62.81£4.39 5bb 4.15+0.82
Sab  42.66+3.26 5be 3.5340.71
Sac  53.70+4.08 5da 43.40+3.52
Sca  1634+2.13 5db 33.2743.26
S5cb  4.6140.60 5dc 26.02+3.04
Scc  4.06+0.58 3b 0.9840.85
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KRBTGS T RAIAEN-3 7 b3t Ze vk e g
FEMEUE ) 97 L E M e -4-FRRT AN, RN TS
YIH HIV WL BN E . 1654 Sbb, Sbe, Scb fil See
BAH RGN HIV WHEEREE . 8RR
B, N-3 A0 2 ANBR A S M B DA K 7 i 32 G FRE R 5N
AR T AP HIV 805 S fE s .

3 SRS
3.1 X5

TR & A N ZEE CEM A& ) DISCOVER S-
Class; &5 SGW® X-4 AU w5 AR T AR E) I
585 MHEHERRE Fl BRUKER AC-P600 (600 MHz) %! A%
ARG E, TMS HWAR; BiiE(ESDAH Agilent G6300
1 B AR R B A%, JC & 4 il HERAEUS
(CHNO, rapid)B e & 73 #T A%, 6% B A BioRad 3550 ¢
BRI 2 ; AT LR (200~300 H) N St T
J7RE . ARSCRT F H AR S e dr A, KR h 4%
IR B, KON IR FRAE K.
32 ZWHE
321 b4 10 8946 &

PIAL &4 10a (G oA : 1) 10 mL B & wE A
SR 2,6- & 7K FEE(6) (1.0 mmol). 3-ZFE 4 R FH
GELIR R (7a) (1.0 mmol) %L 2 BZ(8) (1.0 mmol), ¥
T 1 mL TKZEEH, £ 120 CEHEMLEN 4T,
PFER M 30 min. RSN E, ARER, AR K
K,CO; AR E . N 5 mL ZRZEEFER, A
UK LR NaHCO;3 /K. 7K S AN £k 7K Uk,
oK MgSO, T4, Hhu, ok Z&BRiA 7, T4 44 Atk
RAEETE[VCA M) @ MR LR =3 © 117 ERE
) 9a, YK 55.5%. KA 9a (1.0 mmol)AH 10 mL
CH;OH ¥fi#, #RJ5 A NaOH (2.5 mmol), =i FHiHk
SN T E B (TLC) W I s B &5 PR fs, FH FH & 73
B A pHAS odq, $hiE, IR ZBRIER, TR E A&
L&A Cbe E 4 1S H st &4 3-[2-(2,6-—
SR -4- 5 W MM e -3- 3L T R (10a), H (BUE 1A, 7=
% 55.5%. m.p. 37~39 C; 'H NMR (CD;0D, 600 MHz)
5: 2.41~2.46 (m, 1H, CH,), 2.64~2.69 (m, 1H, CH,),
2.87~2.92 (m, 1H, CH,), 3.74~3.79 (m, 1H, CH,), 6.87
(s, 1H, H-2), 7.36 (t, J=15.0 Hz, 1H, Ar-H) 7.47 (t, J=
15.0 Hz, 2H, Ar-H); *C NMR (CD;0D, 150 MHz) §: 30.8,
33.4,39.1, 59.0, 128.9, 130.9, 133.4, 135.4, 172.8, 173.1;
MS (ESI) m/z: 319.2 ((M—H]"). Anal. calcd for C;;H,;-
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R

CLNO;S: C 45.01, H 3.46, N 4.37; found C 45.14, H 3.52,
N 4.26.

AT, DL L-N AR T ER SRR £ 7o 95k,
REAY) 10b.

(2R)-2-[2-(2,6- G FR I )-4- 58 P FE e e Jog -3- L 1A
FR(10b): A EE A, % 52.0%. mp. 181~182 C, 'H
NMR (CD;OD, 600 MHz) ¢: 3.29 (d, J=7.2 Hz, 3H,
CH3), 3.80 (d, J=15.6 Hz, 1H, H-5), 3.98 (d, J=15.6 Hz,
1H, H-5), 4.82 (q, J=7.2 Hz, 1H, CH), 6.93 (s, 1H, H-2),
735 (t, J=7.8 Hz, 1H, Ar-H), 7.46 (t, J=7.8 Hz, 2H,
Ar-H); *C NMR (CD;0D, 150 MHz) §: 13.2, 33.6, 52.6,
57.2, 128.8, 130.6, 134.5, 135.2, 172.2, 173.9, MS (ESI)
m/z: 319.4 ([M—H]+). Anal. calcd for C,H;;CI,NO;S: C
45.01, H 3.46, N 4.37; found C 45.12, H 3.55, N 4.29.
3.22 A S a9e R

DAL EY) Saa KA BB #4R 10a (1.0 mmol)i%
fR{E S mL & HEH, FrERHmA HATU (1.0
mmol). DIPEA (2.0 mmol), &S PRY", iR F ik
RBE 15 min, FRAETRA B I 11a (2.0
mmol), JIFAZEFEIR. H TLC MM NG, T
7, Tl A% AR CARE R AR B E [VCA ) © (LR LT8)=
1 10 EARHREEY. 3-[2-2,6- A H)-4-%
HE T R 5t -3- H )-N-(4,6- — FH L R IE -2- 55 ) P 1 % (Saa),
M E g, 77 65.5%. mp. 201~203 C; 'H NMR
(DMSO-ds, 600 MHz) 0: 2.34 (s, 6H, 2CH3), 2.60~2.65
(m, 1H, H-5), 2.82~2.93 (m, 2H, CH,), 3.69~3.73 (m,
1H, H-5), 3.78 (s, 2H, CH,), 6.71 (s, 1H, H-2), 6.92 (s, 1H,
Ar-H), 7.43 (t, J=7.8 Hz, 1H, Ar-H), 7.54 (t, J=7.8 Hz,
1H, Ar-H), 10.45 (s, 1H, N-H); *C NMR (DMSO-ds, 150
MHz) 0: 23.8, 33.8, 34.2, 39.3, 58.6, 115.6, 129.7, 131.7,
132.7, 134.5, 135.2, 157.5, 168.0, 172.3; MS (ESI) m/z:
448.4 (IM+Na]"). Anal. caled for C;sH;sCLN,0,S: C
50.83, H4.27, N 13.17; found C 50.81, H 4.26, N 13.19.

AR R 738, DAAS [ (v e e -4-FR R 10 Frmssng
fZ 11 NIEEL BELEY 5. Fra b S ReE T,
KEWZ. B5HEY 3b ML, thEY Scb 7 V(A
k) © (RSB =11 &%, R AEN 025 3b A
0.52), WMHA Frig k.

3-[2-(2,6- R IRFL)-4- 5 W FE M g -3- 3L ]- V-
(4,5,6- = FH Bk ms g -2- 5 N 9 Jf (Sab): 1 (] 44, 7=
60.0%. m.p.>250 ‘C; '"H NMR (DMSO-d,, 600 MHz) ¢:
2.18 (s, 3H, CHy), 2.43 (s, 6H, 2CH3), 3.08~3.13 (m, 2H,
CH,), 6.84 (s, 1H, H-2), 7.37~7.39 (m, 3H, Ar-H), 10.48
(s, 1H, N-H); C NMR (DMSO-ds, 150 MHz) 6: 17.3,
26.1, 38.0, 38.1, 43.3, 63.2, 133.0, 134.4, 134.9, 136.1,
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138.9, 139.7, 169.3, 170.0, 176.4; MS (ESI) m/z: 462.3
(IM-+Na]"). Anal. calcd for C;oH,,CI,N,0,S: C 51.94, H
4.59,N 12.75; found C 52.15, H 4.61, N 12.69.

3-[2-(2,6- A A KL )-4- S Y FE eI e -3 -6 - N-(5-
L H-4,6- W R E -2 - ) P It ik (Sac): E 44, 77
# 65.1%. m.p. 105~107 ‘C; '"H NMR (DMSO-d,, 600
MHz) §: 1.05 (t, J=7.8 Hz, 3H, CHy), 2.38 (s, 6H, 2CH;),
2.58 (q, J=7.8 Hz, 2H, CH,), 2.60 (t, J=7.8 Hz, 1H,
CH,), 2.83~2.85 (m, 1H, H-5), 2.87 (t, J=7.8 Hz, 1H,
CH,), 3.70~3.72 (m, 1H, H-5), 3.76 (s, 2H, CH,), 6.70 (s,
1H, H-2), 7.42 (t, J=7.8 Hz, 1H, Ar-H), 7.53 (d, J=7.8
Hz, 2H, Ar-H), 10.32 (s, 1H, N-H); °*C NMR (DMSO-d,
150 MHz) 6: 13.4, 20.8, 21.7, 33.8, 34.1, 39.4, 58.6, 128.1,
129.7, 131.7, 132.7, 134.7, 135.2, 154.9, 165.6, 171.3; MS
(ESI) m/z: 476.4 ((IM+Na]"). Anal. calcd for C,0H,,Cl,-
N,0,S: C, 52.98, H 4.89, N 12.36; found C 53.12, H 4.97,
N 12.39.

(2R)-2-[2-(2,6- SR ) -4 - 5 7 J5k W o 5 - 3 -
FE-N-(5-2.3-4,5,6- — W FEmE g -2-38) N Bk % (Sbb):
REA, 3R 41.0%. m.p. 172~174 C; '"H NMR
(DMSO-ds, 600 MHz) d: 0.96 (d, J=7.8 Hz, 3H, CH;),
2.14 (s, 3H, CH3), 2.37 (s, 6H, 2CH3), 3.72 (d, J=15.6 Hz,
1H, H-5), 3.92 (d, J=15.6 Hz, 1H, H-5), 5.01 (s, 1H, CH),
6.99 (s, 1H, H-2), 7.39 (t, J=7.8 Hz, 1H, Ar-H), 7.53 (t,
J=17.2 Hz, 2H, Ar-H), 10.58 (s, 1H, N-H); °C NMR
(DMSO-d, 150 MHz) 6: 13.6, 15.4, 22.4, 34.1, 54.1, 57.6,
123.0, 129.7, 131.4, 133.8, 136.4, 154.6, 165.7, 173.1; MS
(ESI) m/z: 462.5 ((M+Na]"). Anal. caled for C;oH,Cl>-
N4O,S: C 51.94, H 4.59, N 12.75; found C 52.08, H 4.67,
N 12.81.

(2R)-2-[2-(2,6- AL )-4- 5 W S e M e -3 -3 -
N-(5-2.3-4,6- — H FEmsng -2- 38 N L% (Sbe): 1 0[] 44,
FEE 45.5%. m.p. 205~207 C; 'H NMR (DMSO-d;, 600
MHz) d: 0.96 (d, J=7.2 Hz, 3H, CH3), 1.06 (t, J=7.2 Hz,
3H, CHs), 2.39 (s, 6H, 2CH3), 2.58 (q, J=7.8 Hz, 2H,
CH,), 3.71 (d, J=15.6 Hz, 1H, H-5), 3.92 (d, J=15.6 Hz,
1H, H-5), 5.01 (s, 1H, CH), 6.98 (s, 1H, H-2), 7.39 (t, J=
7.8 Hz, 1H, Ar-H), 7.53 (t, J=7.2 Hz, 2H, Ar-H), 10.58 (s,
1H, N-H); C NMR (DMSO-dq, 150 MHz) J: 13.4, 15.4,
20.8, 21.7, 34.1, 54.2, 57.6, 128.5, 129.7, 131.4, 133.8,
136.4, 154.6, 165.7, 173.1; MS (ESI) m/z: 476.2 ((M+
Na]"). Anal. calcd for C,0H,,CI,N40,S: C 52.98, H 4.89, N
12.36; found C 53.05, H 4.91, N 12.44.

2-[2-(2,6- = 52K B )-4- S T FE e W e -3- 3K )-N-(4,6-
TR M 2- 08 2 B (Sea): A EEE, FER T71.3%.
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m.p. 123~125 C; 'H NMR (DMSO-d;, 600 MHz) ¢:
2.34 (s, 6H, 2CH3), 3.83 (d, J=18.0 Hz, 1H, H-5), 3.87 (s,
2H, CH,), 5.14 (d, J=18.0 Hz, 1H, H-5), 6.68 (s, 1H,
H-2), 6.95 (s, 1H, Ar-H), 7.21 (t, J=7.8 Hz, 1H, Ar-H),
731 (d, J=7.8 Hz, 1H, Ar-H), 7.36 (d, J/=7.8 Hz, 1H,
Ar-H), 8.14 (s, 1H, N-H); >C NMR (DMSO-d,, 150 MHz)
5:23.7,33.4,46.1, 58.3, 115.8, 129.7, 131.7, 131.8, 134.7,
135.5, 157.2, 165.7, 168.1, 171.5; MS (ESI) m/z: 434.2
([M+Na]+). Anal. calcd for C;H;sC1,N,0,S: C 49.64, H
3.92, N 13.62; found C 49.80, H 4.01, N 13.57.

2-[2-(2,6- G AEIL)-4- S W FE eI g -3 - FE ]- V-
(4,5,6- = F L mgng-2-38) Z,WE % (Seb): (I EE ik, 773
72.0%. m.p. 153~155 ‘C; 'H NMR (DMSO-d,, 600
MHz) 6: 2.11 (s, 3H, CHj), 2.32 (s, 6H, 2CH;), 3.52 (d,
J=17.4 Hz, 1H, H-5), 3.87 (s, 2H, CH,), 4.64 (d, J=17.4
Hz, 1H, H-5), 6.96 (s, 1H, H-2), 7.44 (t, J=8.4 Hz, 1H,
Ar-H), 7.52~7.57 (m, 2H, Ar-H), 10.48 (s, 1H, N-H); *C
NMR (DMSO-dq, 150 MHz) d: 13.5, 22.5, 33.4, 46.0, 58.4,
122.6, 129.7, 131.7, 131.9, 134.8, 135.5, 154.5, 165.8,
171.5; MS (ESI) m/z: 448.5 ((M+Na]"). Anal. calcd for
Ci5sH,5CLN4O,S: C 50.83, H 4.27, N 13.17; found C 50.62,
H 4.32, N 13.09.

2-[2-(2,6- AR Fk)-4- S0 J R MR X - 3 - - N-(5-
2 HE-4,6- — FIREWEIE-2-F) L W E (See): (B EA, 77
K 54.7%. m.p. 137~140 ‘C; 'H NMR (DMSO-ds, 600
MHz) 6: 1.09 (t, J=7.8 Hz, 3H, CH;), 2.37 (s, 6H, 2CH,),
2.57 (q, J=7.8 Hz, 2H, CH,), 3.82 (d, J=17.4 Hz, 1H,
H-5), 3.87 (s, 2H, CH,), 5.13 (d, J=17.4 Hz, 1H, H-5),
6.96 (s, 1H, H-2), 7.20 (t, J=7.8 Hz, 1H, Ar-H), 7.31 (d,
J=7.2 Hz, 1H, Ar-H), 7.36 (d, J=8.4 Hz, 1H, Ar-H), 8.02
(s, 1H, N-H); C NMR (DMSO-d,, 150 MHz) 6: 13.3,
20.8, 21.7, 33.4, 46.0, 58.4, 128.3, 129.7, 131.8, 134.7,
135.6, 154.6, 165.7, 166.6, 171.5; MS (ESI) m/z: 462.4
(IM+Na]"). Anal. caled for C;sH,,CI,N40,S: C 51.94, H
4.59, N 12.75; found C 51.96, H 5.02, N 12.67.

2-[2-(2-F IR L )-4- S 7 A e M Je-3- 2 ]-N-(4,6- — H
Shmrng-2-58) Z W% (5da): A EE A, 755 66.5%. m.p.
150~152 °C; "H NMR (DMSO-dg, 600 MHz) d: 2.31 (s,
6H, 2CH3), 3.73 (d, J=15.6 Hz, 2H, CH,), 3.83 (d, J=
17.4 Hz, 1H, H-5), 4.68 (d, J=17.4 Hz, 1H, H-5), 6.13 (s,
1H, H-2), 6.92 (s, 1H, Ar-H), 7.38~7.43 (m, 3H, Ar-H),
7.51 (d, J=7.8 Hz, 1H, Ar-H), 10.61 (s, 1H, N-H); *C
NMR (DMSO-ds, 150 MHz) §: 23.7, 31.63, 47.0, 60.0,
115.8, 128.5, 130.5, 130.7, 132.5, 137.2, 157.3, 166.8,
168.1, 172.3; MS (ESI) m/z: 399.3((M+Na]") . Anal
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calcd for C;H;7CIN4O,S: C 54.18, H 4.55, N 14.87; found
C 54.05, H4.57,N 14.92.

2-[2-(2- G HE )-4- S 0 5 W M 5 -3- 36 1-V-(4,5,6- =
L g -2-35) 2 BEHE (Sdb): A E K, 2R 52.0%.
m.p. 122~124 ‘C; '"H NMR (DMSO-ds, 600 MHz) §:
2.12 (s, 3H, CH3), 2.33 (s, 6H, 2CH3), 3.71 (d, J=15.6 Hz,
2H, CH,), 3.84 (d, J=16.8 Hz, 1H, H-5), 4.68 (d, J=17.4
Hz, 1H, H-5), 6.14 (s, 1H, H-2), 7.38~7.44 (m, 3H,
Ar-H), 7.51 (d, J=7.5 Hz, 1H, Ar-H), 10.45 (s, 1H, N-H);
BC NMR (DMSO-d, 150 MHz) d: 13.5, 22.5, 31.6, 40.5,
46.9, 60.0, 122.5, 122.9, 128.5, 130.6, 132.4, 154.6, 161.8,
165.8, 172.3; MS (ESI) m/z: 413.4 ((M+Na]"). Anal.
calcd for CgH;oCIN4O,S: C 55.31, H 4.90, N 14.33; found
C 55.29, H 5.03, N 14.46.

2-[2-(2-FA KAL) -4 -5 W FE e o -3 - FE ]-N-(5-
2 H-4 6- — FIIEmENE-2-3E) 2 WE i (5de): A, 77
# 51.5%. m.p. 73~75 ‘C; 'H NMR (DMSO-d;, 600
MHz) §: 1.09 (t, J=4.2 Hz, 3H, CH3), 2.37 (s, 6H, 2CH,),
2.57 (q, J=7.8 Hz, 2H, CH,), 3.82 (s, 2H, CH,), 4.16 (d,
J=18.8 Hz, 1H, H-5), 5.16 (d, J=18.8 Hz, 1H, H-5), 6.35
(s, 1H, H-2), 7.27 (t, J=6.0 Hz, 1H, Ar-H), 7.33 (t, J=7.2
Hz, 1H, Ar-H), 7.38 (t, J=6.6 Hz, 2H, Ar-H) 8.15 (s, 1H,
N-H); *C NMR (DMSO-dq, 150 MHz) 6: 13.4, 20.8, 21.7,
31.6, 46.9, 60.2, 128.1, 128.5, 130.5, 130.6, 130.8, 132.5,
140.4, 154.7, 165.7, 172.3; MS (ESI) m/z: 427.3 ((M+
Na]+). Anal. calcd for C;oH,;CIN,O,S: C 56.36, H 5.23, N
13.84; found C 56.38, H 5.31, N 13.79.

3.2.3  HIV-RT #p#) & b )X,

PU HIV-RT 5D FH (1042 B B =) SE (1 3
AR &, BRAE RN B L SIS Y. AT
SIS ERVER AR I RO, B 2 A AL RS- =
FREE (ANTPs). FH Gy v e i 1 16 2 Sy B AT skt 7510
SEI6 AN DA ) P XS R 2 fL 37 ClEE
1 h J&, MRS SRAEERSIUEDREAR
TALAR(MTP) L, ELAT ¥ 1 1 300 s S By 5 B 8 B 2R P B
MEEALE, EVERICH dNTPs B 21 2 LK
b, FVRIE 2 R ) ANTPs, [7] MTP i APt
= A AEF(DIG-POD), Bt 2 FLIR L% DIG #%
1t 11 ANTPs 5$i-DIG-POD $itfh 4 &. ek 4 & 1bt-
DIG-POD, 7£ MTP i \id &AL EMI(ABST), 4id %
A T 1) A A 43 31 B0 AS (R 1 e B, 3 ot i AR AT
ODups nm  FIEFE M IIROGEE, PTG IR oR S 50 % 5%
WS 1 BE B, ot 00 2 SR R v P B A

T it 1302 S A 35 (%) = (100 — FF: i ZH. OD g/
X 920 OD 405 4m) X 100%
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HBh# £l (Supporting Information) {54 10a~10b
M Saa~5Sde HIRZMLEAREE AL, X LR AT Bl
i AT W 33 (http://sioc- journal.cn/) b T %K.
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