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N- BUREE -2- ((H- IR -2- &) 5iE ) CEhRE
TEYMRERE

FA T
[0001] ARSI K N~ ERARERIE —2- (U~ HFURIE —2- 36 ) B35 ) CRRIGKATED)
P T3S, J8 4T WL A A 5 B 2 50 P AR U

HERA

[0002] 37 ¥ 9 CAIDS) RP 3k 15 M fo & Bk [ &% & iF (Acquired immune deficiency
syndrome) #2& 1 A %0 3% B [4995 5 (Human immunodeficiency virus, HIV) BT SEHAT I
B9 o PR S A NSRRI & 242 51808

[0003]  H 1987 S5 ML AIDS 2455 2 K€ Ly PR, SE1H FDA SHlb#E T 31 MR7T
ATDS 259 A R ) HIV 2 A R A [RIBR Y AS R A B A6 A% P AR A% 2
B SR P I 5]« £ 1 TR T3] B Bl AR Rl 0 050 S [ Rl 2 AR S B . X ey
VA AN E] T HIV R ERE AR R, 5 T B A0 B8 & 4 iy HIV-1 JBede 2 (1 2R 35 o
L JER SO N A A TR E ] o DU WX S 25 W)k FH 2540 B i X8 R W7 V5
SRR B, AT SR R RT3 0K PR P25 Sy stE HIV £
BN 2490 EE AR 1) HH B B A 2540 ()i 52 1 S8 ) R, JEASE AATTAS BRI 2 () Bt ATDS 2454
MCHT IR R IG T 77 58, JUH I im AR EE DL 25 8T 250 A — B0 [ Fm 25 I S8 0 )
AR

[0004]  HIV 4%k (RT) 2NN TEREA 1, gL T4 Mo 75 10— i oC Bl . & 3= 58 HIV
[y S RNA ol 108 4 5 by XURE DNA PR, 1T HLI&K — R 3ot HIV A2 o S0 o iy B B
UG RT SEHT AIDS 29 R M B A 2 — o H AT, 4235 B FDA #thifl b s (¥t HIV 1004 % i
THIFA B B A P (Nevirapine )l H95 € (Delavidine) MK AET 46 (Efavitrenz ).
KEHFM  (etravine) FIAIEF M (ripivirine) o MAL, IEH L PP AERE 10 4 K B0
F1) ONNRTTs) Ak Tl R IR IR B B, A 2 A BT B HIV-1 25%) .

[0005]  7EiZA CLRIE ) 50 225 NNRTTs H, 23 N — Il PR IY) — FF 75 ZE B 2R A7 2B R e
A28 3R A B = HGR AU AErET HIV 2547), AU 20 DL — 1 05 JE 1 A o
A, WA A i SR HE IR I LB S R B, X R O S A A ) R R
ATH R ERIT (Scaffold hopping) o 857 AU AWK 2R 70 #r, #7175 RT IE I LA 88
U556 RE TR 2 FF KM SSAT A o BE TR A 20 4% (Autodock) X RETAL G 1T
i 12 VR X6 PN P v IR S ) S ) B 1 R — Bt HIV-1 35 PR S5, DAV
AL HIV-1 3G B NNRT Is, 98 &G0 H B B =3 BUR T 22 HIV-1 #6075
HE I 5 AL A PRI R AR

XAAE
[0006] A B 15 AE 452 {1 — Ml 2L A 308 4 S I 3900 1) 5] - BOAC  2 —2- (7= 2R 1 R
W —0- 3k ) Ak ) ZBUIEIATED, AT E e R R A R g e 5
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[0007]

[o008]  H.rr .

[0009] R, & BHE X E . =R AL il 2 oA 14

[0010] X J— C(=0) —8{— SO, — ;

[0011] R A¥F O3, RIELalont A 2K 3E

[0012]  AKBHAFATE R, PRI 2 A F.Cl.Br. 1.

[0013] A< BH FTak 1 205 5 Sl sl 351 V- AR 3 —2— ((LA- 2 9Fkme —2- 3% ) 273%) &
MRS AT AR 24 TR

[0014] DL 2-((1A— RIFFmkme —2- 3% ) — 355 ) -V B SlEi% (1D S Uk, 7218 B %
FUFREME S50 T 5 43 0 SAHMN I RX (T )RS A & AL G4 C 1O, Ho g X WS B
7N

[0015]

5 0

H f‘“f — i NL f—“q =
@N‘?’”S MR R TR @;ﬁ* ) “*"‘@R,
H %

Ry

Il m I

[oo16]  HiA .

[0017] (1D il fhk 2- ((LA- 2Rk M —2— 58 ) - 3558 ) -V- BRI S Bk f (11D A B 732
il 2%

[0018] T4 =HUM A I 2- FE 17— ZFFWKME 0. 02mo1), A 10ml A, A- — L
B i (DMP) S I N TS /K B B 5] 4% (0. 02mo 1), ST THELZE 70°C, AN 2- 1R V- BUAR
FHE LW, TOC TR QREEEFE SN, TLC BRER 3-4 /NI, SN 2- I V- BURIEED) Lk
FEW R o A5 1 RN, 4 S NS N KK A, AT H LU ), 980 S8, b 150 AT A Aliql
HEAT T2, HRMNRU R

[0019]
/‘-‘(’0
B " WO N —,
SesH o NH— —_— . ‘ 3 «
@g}— H %/\E \ \‘-’\Rt — .:ﬁ}-s Nﬁ—@ﬁj

v it

[0020]  (2) HUARIHIR LB 2K ik (IV) % B8 SCHik (Thomas J. Tucker, Sandeep Saggar.
et.al. Bioorganic & Medicinal Chemistry Letters. 2008, 18, 2959-2966) FHul T J7 v

Fer ST PR
[0021]
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H
MH;

N
Rf%“f, . Bnirﬁxar NaHCO: ng:;Jf :gfx

O CHC

[0022] (3D Rk 2- ((1A- ZRIFmk M —2— 38 ) - 3528 ) V- KO BEE (11 ) 5 RX MY 1
ISR R IAAY (DI, HBERELR 121 ~ 1:1. 284, RVIREEEHIZE 25°C~ 100°C2
], 5 SR TE) kg 4 ~ 15 7N, R oK S NBARI N UK K R BERERT DT, b3, I TE/K Lt
BRUTVE, THUEHET , 2500, K S b 2T B B 45 e, $RA54 1

[0023]  (4) N FT VA HIE 8 Pee. V- R EEFEEE e e, BRI IR A
W= s,

[0024]  BIRZEH AP EACEM FRE X R RS xiE (Fy CLy Bry 1) =9 F2E 4
FEIHRE BB GES sX H— C(=0) —B{— S0, — ;R A COAE, ZREEBN 2R E

[0025] AR B 55— H AE T8 V- BURRES —2- (17— ZRFFmkme —2- 58 ) 358 ) Bk
[T AEA R T AE ) £ 1897 FITIU N 2K S e BB i s i e 2

[0026]  ZAWE MEMR R BH , Ak BH BT i i A= BRI SRE —2- (U= R Emkme —2- 35 ) 37
i) CWREEAT Y, BA W BT HIV-1 58S M BN 4l e &5 R & ok Pe e e
B, WG PELL A 290 DD (FSRWUED e RN FH 028 VA7 R T o 25 M I 25 5 )
J& HIV iR Y25, nl 1 i B H HIV-1 S S — B 5T K .

BiExiA N
[0027] TSGR A S AR E— B U . EACR BRI E A RFR T Frid W2,
AR W SIS B FH 3 325 ST ) i Y 38 D s
[0028]  SEjifs] 1: FPIAMA 2- ((L7- ZRIFRRIE —2- 3 ) - 36 ) V- (2- =3 3L ) #3k) &
B (5 18 HARERAEITT
[0029]

O

[i:::[:;§>—sfPMJ§vH——%Z::;>

Fall
[0030] TR =30 A 2— 35 —14- ZR KM (0. 02mo1), A 10ml DMF % &5
N TEIK TR B B0 ] 44 (0. 02mo 1), BT FHELEE 70°C, N 2- W M- - ( =H FHE) XKi) &
Wil , 70°C T 4RER P H SN, TLC BRERZY 4 /N, RN 2- 1R -V-Q-( =5 FE) X&) &
MR Ko A5 1 RO, F N RARI AN VKK A, B HE DTTE ), I o, T4 i, AT A4l
WEEHTT—2.

[0031] S 2 :N- (3— IRAREL ) —2- ((1- BRCOEEIRES ) — 14— 3F [d] mRme —2- 38 ) 3fi55)
LB (Ta) BIA B HAARERENT -

[0032] T 25ml T4 =FUR P A 2- ((LA- A FFBRME —2- 38 ) - 328 ) V- (3- RAE ) &
Bk (0. 002mo1), i 5ml DMF ARG N 0. 5ml = Z s, 187 PHAE & 8. A X
PR SRR 0. 002mo 1), I8 FE B W TH 42 65°C, TLC FREF KUY 6 /NG, SN 3R O3 Ak
S o A5 1R RN, B S SRR N VKK TR B R U UE ), 138 B oK SREDE 3 Ik, st

5
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TR . HHP 2N Wil 2B R = 3: D JE, A AAFE K Ta 45, &l
SERUT -

0O

©::\>—S/—/<NH

[0033] @ Ta
O
(f g

[0034]  WCHE :15. 1% 45 4 :134. 5-134.8°C ;'H NMR (400 MHz, CDCl,) & ppm 1. 36-1. 40
(m, 3H, cyclohexyl), 1.44-1.82 (m, 4H, cyclohexyl), 1.91-1.94 (m, 2H,
cyclohexyl), 2.06-2.09 (m, 2H, cyclohexyl), 3.19-3.20 (m, 1H, cyclohexyl),
4.14 (s, 2H, SCH,), 6.89-6.93 (m, 1H, Ph), 7.24-7.38 (m, 3H, Ph), 7.43-7.75 (m,
2H, Ph), 8.27-8.27 (d, 1H, J=1.2Hz, Ph), 8.29-8.29 (d, 1H, J=1.2Hz, Ph), 9.70
(s, 1H, CONH) .

[0035]  SEJEf] 3 :N-(3,5- g ARIE ) —2- ((1- BRC2EHRIE ) —17- 28 0F [d] Bkme —2- L)
WAE) SWlz (Ib) G, HARERAET

[0036] T 25ml T4 =FUHA NN 2- (17 ZFFBRME —2- 35 ) - 35%E ) V- (3, 5— —F4%)
LTz (0. 002mo1), F 5ml DMF %55 I 0. 5ml = Z s, V15 PHE 2 8. A
e PRI (0. 002mo 1), HLEE B Wi T i 22 65°C, TLC BRER LAY 6 /NI, [ N4 ER L
BRSUH Ko 158 1 b SN, 4 S MBI A DIOK R, B S UTVE W) » 1, FIJE/K Sl 3 1K,
HHPEMET AR R SRR BT Gl - MR B = 3: DJa, FA3 B & Ib, kil
iR

[0038] =& :17. 4% ;M5 :157. 5-157.8°C ;'H NMR (400 MHz, CDCl,) & ppm 1.35-1.38
(m, 3H, cyclohexyl), 1.42-1.96 (m, 6H, cyclohexyl), 2.07-2.10 (m, 2H,
cyclohexyl),3.99 (s, 2H, SCH,), 6.46-6.501 (m, 1H, Ph), 7.06-7.48 (m, 4H, Ph),
7.56-7.58 (d, 1H, J=8Hz, Ph), 7.74-7.76 (d, 1H, J=7.6Hz, Ph), 10.69 (m, 1H,
CONH) .

[0039]  SEjfs] 4 :N-(2- JRacdE ) —2—- ((1- BR 3R EIE ) - 17— 283 [d] wkme —2—-3%) 3i3%)
LBk (Te) BIE G BAREAEWTT -

[0040] T 25ml T4 =IO I 2- (14— A FFRME -2- 38 ) - 3128 ) V- (2- A ) Lk
fi (0.002mol) , A 5ml S FGEHAR T, NN TE/KER BR A [E 14 (0. 02mo 1), #8775 PHAE 22 9.,
IIAER CEE RSB A (0. 002mol) , ¥R FE B W /51 48 35°C, TLC BRER Y. 10 /NI, SO,
YIPR O B G 2% o 158 10 SO, B S VBRI N UK ZK PR B R Y, 10, 67K s
P 3 U HhER SR . H AR E T G 2R ABE = 3: D JE, RS E A

6
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[ 14 Tc, Hrilgs Rt
0

N
@ Y-g  NH
[0041] N @F Ic
o8

[0042] W% :27. T% 4555 - 147. 5-147. 8°C ;'H NMR (400 MHz, CDCl,) & ppm 1.37-1.48
(m, 3H, cyclohexyl), 1.67-1.70 (m, 3H, cyclohexyl), 1.95-2.09 (m, 5H,
cyclohexyl), 3.20 (m, 1H, cyclohexyl), 4.04 (s, 2H, SCH,), 6.95-7.10 (m, 3H,
Ph), 7.26-7.86 (m, 4H, Ph), 8.40-8.40 (d, 1H, J=1.2Hz, Ph), 10.64 (m, LH,
CONH) .

[0043]  SEjiifA] 5 :N-(2— AT ) —2- ((1- R COHERRAE ) — 14— 43F [d] wkme —2- 3% ) 356 )
LB (Id) BIA s HAREBREDT -

[0044] T 25ml T4 =SUR PN 2- ((L4- A FFRME —-2- 38 ) - 328 ) V- (2- &x ) Lk
J1% (0. 002mo1), ] 5ml DMF ¥ ff o, NN (0. 02mol1), A7 PHAE 2 9. IIAIN C3E L
S (0. 002mol) , ¥ B 5 28 65°C, TLC EREZ RN 6 /NN G, [ VAR O RS0
Heo 5 IEN, ¥ S MR N VKK A, B R DT, 138, /K SRR 3 1K, gt
TAFF S AP SRR ENT CHMEBE : LFR WS = 3: 1) J&, 3R T a7k 1d, Al g 3
ure .

D

*}—s
[0045] '
3" <3

[0046] & :14. 5% ;74555 :109. 5-109. 8°C ;'H NMR (400 MHz, CDC1,) & ppm 1.22-1.48
(m,3H, cyclohexyl), 1.52-1.79 (m, 3H, cyclohexyl), 1.83-1.96 (m, 2H,
cyclohexyl), 2.06-2.10 (m, 2H, cyclohexyl), 3.16-3.89 (m, 1H, cyclohexyl),
4.13 (s, 2H, SCH,), 6.91-7.00 (m, 1H, Ph), 7.20-7.52 (m, 4H, Ph), 7.55-7.70 (d,
IH, Ph), 7.73-7.73 (d, 1H, Ph), 8.37-8.44 (m,1H, Ph) 10.01 (s, 1H, CONH) .
[0047]  SCUifh] 6 M- (3- FAEAIE ) -2 ((1- MO HIL ) -1~ 2201 [d] PRME -2- 3% ) 37
i) CBERE (Te) WG, HAAERIEWT .

[0048] T 25ml T =HUHH I 2- ((UA7- ZIFRME —2- 3 ) - 373 ) V- (B3- HZETR ) &
BEf% (0.002mol) , I 5ml  DMF ¥ 5 I 0. 5ml = Z &, VA PHAEE 8. IIAM 3L
PR S P 0. 002mo 1), YR BT R 22 65°C 5 TLC EREF N 6 /NS, S S A3 O A Bk
FUH R AR RN, K SO IBHE N VKoK A, B tH e d), i vk, Bl oK SREEE 4 3 Ik, il
e . M E A ENT CHMEE R CEE = 3: D 5, R AR Te, I
IR



CN 102675212 B OB B 6/12 T

E)

\}—s NH

[0049] P
<f e

[0050] % 11, 9% 455 :143.0-143.5°C ;'H NMR (400 MHz, CDCl,) & ppm 1.44-1.47
(m,3H, cyclohexyl),1.65-1.66 (m, 2H, cyclohexyl), 1.68-1.69 (m, 1H, J=2.4Hz,
cyclohexyl), 1.90-1.94 (m, 2H, cyclohexyl), 2.06-2.09 (m, 2H, cyclohexyl),
3.20 (m, 1H, cyclohexyl ),4.01 (s, 2H, SCH,), 7.38-7.54 (m, 3H, Ph), 7.76-7.76
(m, 1H, Ph), 7.78-7.78 (d, 1H, J=2.4Hz, Ph), 7.81-7.86 (d, 1H, Ph), 8.34-8.35
(m, 1H, Ph), 10.84 (s, 1H, CONH).

[0051]  SEJEf] 7 M- (4 AL ZRIE ) —2- ((1- A2k ) - 17— AJF [d] BKmk —2- 3L )
WAE) SRz (I1) 6 R HARERAEDT

[0052] - 25ml T4 =HUR AN 2- ((LA- ZIFBRmE —2— 5L ) - F5E ) -V- (4- AL
LM (0.002mol) , i 5Sml DMF ¥ 5 I 0. 5ml = CHEH, 75 PHAEZ 9. IIAMC
BE RS M (0. 002mo 1), L FE BT TH iRy 42 65°C, TLC BRER M. 6 /I, [ S AR CL2E R
MRS Ko 158 12 SN, 4 S NIRABI A DIOK 0, B R UTVE ), 1, Al Jo/K Sl 3 4, ik
MEFAFH A e BN CHMBE 2R AlE = 3: D) J5, P E bk If 4igh .

M RuwT -

[0053] = If
G Y
e
bt

[0054] % (21, 2% 4555 1 164.5-164. 7°C ;'"H NMR (400 MHz, CDCl,) & ppm 1.24-1.47
(m, 3H, cyclohexyl), 1.66-2.06 (m, 7H, cyclohexyl), 3.19-3.21 (m, 1H,
cyclohexyl), 3.73-3.78 (s, 3H, cyclohexyl), 4.01 (s, 2H, SCH,), 6.77-6.81
(m, 2H, Ph), 7.35-7.39 (m, 4H, Ph), 7.40-7.55 (d, 1H, Ph), 7.72-7.74 (d, 1H,
J=6.8Hz, Ph), 10.09 (s, 1H, CONH).

[0055]  SEJfifh] 8 N- 45k —2- ((1- BRCAEREE ) —17- 28 0F [d] wkme —2- 38 ) 3758 ) LBk
& (Tg) FE R BT

[0056] T+ 25ml 45 =S P A 2- CQLA- KMk —2- 3k ) - 3 3L ) V- 2858 W i
(0.002mo1) , Fif 5m1 DMF ¥ J5 BN 0. 5ml = ZJE#, 815 PHAY 2 8. IR 3% F It
SURAK (0.002mo1) , VAL EEBRWI T 4 65°C, TLC ERER [ N 5 /NN, [ NAER 2 Tk S
Ko A5 AN, ¥ SONIRABI IR A, B R UTUE ), 10k, oK SBRGess 3 4k, st 15
it F A E CamsE SR OlE = 3:D 5, 3R A EEE T dinh. s
Rk -
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O

N ,r““““é
@ $—8  NH
[0057] N @ Ig
o8

[0058] U K :21.6%; 4 & : 128.3-128.5 °C ; 'H NMR (400 MHz, CDC1,) ¢ ppm
1.37-1.50 (m, 3H, cyclohexyl), 1.64-1.83 (m, 5H, cyclohexyl), 1.92-1.95 (m,
1H, cyclohexyl), 2.06-2.10 (m, 1H, cyclohexyl), 3.18-3.24 (m, 1H, cyclohexyl),
4.02 (s, 2H, SCH,), 4.85-4.87 (m, 2H, Ph), 7.02-7.06 (m, 1H, Ph), 7.24-7.49 (m,
4H, Ph), 7.55-7.57 (d, 1H, J=8Hz, Ph), 7.74-7.76 (d, 1H, J=7.6Hz, Ph), 10. 261
(s, 1H, CONH) .

[0059]  SEjiifsl] 9 :2— ((1- A FIMESE — 17— #3F [d] RmME —2- 38 ) 208 ) V- (4- (=3P 2E)
HEE) CBERE (Th) -G R AR

[0060] T+ 25ml T4 =SUH AN 2- ((17- ZTFrkmMe —2— 2k ) - 3758 ) V- (4- (=5 L)
HEE) OB (0.002mol) , A 5ml DMF YA ### )5 N 0. bml = ZJA i, Y5 PHAA S 9. I
AR B (0.002mol) , L FE BT 51 22 65°C, TLC BRER IR MY 6 /NI i 5 e A7) 2 F I
FUH R o A5 AN, B S N IR BN DK Y, M7 HR A4, R K SRS 4 3 1K, gt 1153
Ft o F A EAT CHMEE - LR CER = 3: D 5, 15 B Edn ik Th, Krilgs Rt -

O

N~
S8  NH
[0061] k. Th
vl
CFy

[0062] Wz :25. 3% 4 :143.5-143.8°C 'H NMR (400 MHz, CDCl,) &Sppm 4.01 (s,
2H, SCH2), 6.78-6.80 (d, 1H, J=8.4Hz,Ph), 7.11-7.36 (m, 3H, Ph), 7.36-7.38 (m,
1H, Ph), 7.55-7.58 (m, 4H, Ph), 7.59-7.77 (m, 4H, Ph), 10.70 (s, 1H, CONH),
[0063]  SEjifsl] 10 :2— ((1- 2K FIEEE — 17~ 83F [d] mkme —2- 55 ) i3 ) V- (3, 4- —HI%
BEARE) OB (T1) BI6 G BB -

[0064] T 25ml 4 =SUR A 2- (17— R FFmkmMe —2- J5 ) — 338 ) V- (3, 4- — 4k
L) L% (0.002mol) , A 5ml DMF ¥ @ fa M 0. bml = ZJis i, 75 PHAE A 8.
N R (0.002mol) , Y8 E B HT T =12 65°C, TLC BREZ MY 6 /NE S 5 J5 3 4 25 A I
FUH S o A 1R RN, g e NV ARI AN UK H, A7 HE (844, B JG/K SRR 3 I, ML T-15
F A M= A AR ENT (A : R OB = 3:1) J5, A A G T, Rl R anr s .
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[0065] i O Ti
@}
o

[0066] W% :25. 1% 48555 :179. 2-179.5°C ; 'H NMR (400 MHz,CDCl,) & ppm 3.73-3.81
(m, 6H, OCH), 4.05 (s, 2H, SCH,), 6.76-6.85 (m, 3H, Ph), 7.08-7.12 (m, 1H,
Ph), 7.26-7.35 (m, 1H, Ph), 7.43-7.70 (m, 1H, Ph), 7.71-7.80 (m, 6H, Ph),
10. 26 (s, 1H, CONH),

[0067]  SEJAA] 11 :N-(2, 4— 3 A% ) —2- ((1- FARRAIESE ) — 17— 259 [d] wkme —2- 3% )
) OB (15) W&, B /EmT

[o068] T~ 25ml T =HUHF AN 2—- ((L7- R IFFmKmMe —2- 35 ) - Bi3E ) V- (2, 4- Z 54 )
CTERZ (0. 002mo1) , A 5ml DMF %5 IO 0.5 ml = SR, AT PHAE R 8. AT
TR U AR (0. 002mol) , R BEWITH F1 22 65°C, TLC ERER V. 6 /NI, s S AT FR &
AL o 15 IR ROV, B SONBRI AN OK K TR A R e W), 108, K SBEUEss =4 3
U FHPE TR . F A EAT CaMBE : 2R AHE = 3: D J5, SR A& 15, K
MEERUTT -

[0070] WU :24. 7% J5 4 :167.0-167.4°C 'H NMR (400 MHz, CDCl,) S ppm 2.33 (s,
3H, PhCH,), 4.15 (s, 2H, SCH,), 6.91-6.93 (m, 1H, Ph), 6.93-7.34 (m, 5H, Ph),
7.40-7.43 (m, 1H, Ph), 7.61-7.63 (m, 1H, Ph), 7.93-7.97 (m, 3H, Ph), 8.22-8.25
(m, 1H, Ph), 9.46 (s, 1H, CONH).

[0071]  SEZjfsl] 12 :N-(4- FRARIEARIE ) —2- ((1- FoRMAmEIE ) —147- 83F [d] ke —2- 55)
) OB (k) &R, RAEEREMT -

[0072] T 25ml - =HURF I 2—- ((L7- R IFFmkmMe —2- 35 ) - B3k ) V- (4- PEFEER)
CTERZ (0.002 mol), A 5ml DMF ¥&#& S5 NN 0. 5ml = SR, AT PHAE R 9. AT
TR U AR (0. 002mol) , R BEBITH F1 22 65°C, TLC ERER V. 8 /NIt i, e S AT FR 5
AT o 15 1R RNV, 4 RONIRARI AN VKK B R UTiE ) 198, B oK SEEVES 1) 3
U0 AUERET- 1R o R A BT CREE : SFR SRR = 3: 1) J5, P93 B AaE ik 1k,
R gE Ranr -
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[0074] & :31. 3% sH £5 < 145. 3-145. 8°C ;'H NMR (400 MHz, CDC1,) Sppm  2.39 (s,
3H, Ph—CH,), 3.78 (s, 3H, —OCH,), 4.02 (s, 2H, SCH,), 6.81-6.83 (d, 2H, J=9.2Hz,
Ph), 7.29-7.39 (m, 6H, Ph), 7.64-7.66 (m, IH, Ph), 7.96-8.03 (m, 3H, Ph), 9.88
(s, 1H, CONH).

[0075] SR 13 :N-(2- JRARHE ) -2- ((1- I ZRRAEESE ) - 14— Z83F [d] mkmk —2- 2% ) 3%
) OBl (11) ARG RAREEDT -

[0076] T 25ml 4 =FUM PN 2 ((LA= ZRFFmkme —2— 56 ) - 33 ) V- (2- IR2K ) LBk
Ji% (0. 002mo1), fH| 5ml DMF &G AN 0. bml = Z &y, Y1 PHALE 8. AN AN A IE 2K
S EE S E A (0. 002mo1) , I8 FE W T & 42 65°C, TLC EREE RN 8 /NI, [ N 4%k PR 2 2 it
MRS Ko A5 IR RO, F N ARI A VKK A, BT S DTUE D, 198, H /K SR 3 IR
HHEHET 1AL . KU M ENT CAHMBE : QR AHE = 3: 1) J5, 3R Ak 11, 4
MEEFTE -

0
N
‘\}—s NH
N
[0077] L Br 1

[0078] i :23. 8% /45 4 :166. 0-166. 2°C ;'H NMR (400 MHz, CDCl,) & ppm 2. 37 (s,
3H, Ph-CH,), 4.03 (s, 2H, SCH,), 6.73-6.85 (m, 2H, Ph), 7.26-7.38 (m, 4H, Ph),
7.63-7.66 (m, IH, Ph),7.94-7.99 (m, 3H, Ph), 8.31-8.37 (m, 1H, Ph), 10.47 (s,
1H, CONH) .

[0079]  SEJEA 14:N- (4= JR I ) —2- ((1- 2R EESE ) — 17— X 9F [d] mRme —2- 2% ) 3%
i) OBl (Im) (94 B RAREAET -

[0080] T 25ml 4 =FUMH P AN 2 ((LA= ZRFFmkme —2— 58 ) - 33 ) V- (2- IR2K ) LBk
J% (0. 002mo1), fH| 5ml DMF &G AN 0. bml = Z &y, Y1 PHALZE 9, NG FRIE 2K
TS EE S E A (0. 002mo1) , I8 FE W T & 22 65°C, TLC EREE RN 6 /NI, [N A0t AR 2 25 ik
MRS Ko A5 IR RO, H N ARI A VKK A, BT DTE D, 108, /K SRR 571 3 IR
HHUEHCT 1R, o K SRR E AT CHHEE : TR AER = 3: DJF, 33 A EGE K Tm, #0
GERWE -
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0
N 4
CI S8

[0081] : Im

=
~F r

[0082]  WiCH :17.8% #1152 0-152.3°C s'H NMR (400 MHz, CDC1,) &ppm 2.37 (s,
3H, PhCH,), 4.02 (s, 2H, SCH,), 7.10-7.12 (d, 2H, J=8.8Hz, Ph), 7.26-7.30 (m,
2H, Ph), 7.35-7.40 (m, 2H, Ph), 7.44-7.47 (m, 2H, Ph), 7.62-7.65 (m, 1H, Ph),
7.94-8.01 (m, 3H, Ph), 10.27 (s, 1H, CONH).
[0083]  SEif] 15 V- (4- BABENG AR R A ) —2- ((1- I ARREIESE ) - 147~ 25 9F [d] Bk —2-3%)
Sk ) LBt (In) &R BARERIELT -
[0084] - 25ml 4 = UM A 2- ((147= ZRIFIRIE -2 3k ) - 3f L ) —V- (4 T BE A 2
) LB (0.002mol), A 5Sml  DMF ¥ A A 0. 5ml = ZJGHHH, 1Y PHAEA 8. A
xS 2T B AU £ (0. 002mo 1) , R B HT T iRy 2 65°C, TLC BRERIN. 6 /NI A, S A6t
PR 2R TR IR S 2 o A5 11 OB, 8 S SERUAEI N VKK A BT S e 40 s i, /K LT
Yo 3 Ik, TSR o M e A R A i - R A FR = 3: 1D )5, 3RS A T R
In, Tﬁ{ﬁlﬂ%%ﬁﬂ? :
e
:‘9—3/_4 NH

[0085] X = In

S0uNH:

[0086] i3 :27. 6% s/ £ :201. 0-201. 3°C 'H NMR (400 MHz, CDCl,) &Sppm 2.27 (s,
3H, Ph—CH,), 3.33 (s, 2H, SO,~CH,), 4.31 (s, 2H, SCH,), 7.22-7.37 (m, 3H, Ph),
7.40-7.43 (m, 2H, Ph), 7.43-7.45 (m, 1H, Ph), 7.66-7.72 (m,4H, Ph),7.82-7.83
(m, 1H, Ph), 7.84-7.98 (m, 1H, Ph), 10.69 (s, 1H, CONH).

[0087]  SEjifs] 16 (HIV A=43% THAS ) 52 56

[0088]  PRAMM ML K- (IHT HIV 95 5535 2t EE RN Katholleke K24 Rega Z54HF 5T BTl
T FEALRE X HIV G 1) MT-4 40 i P00 Pk A i M s MW 5 T s v F B &4
BT HIV L) MT—4 40 i, AbIEAS[RIINF ], SR F MTT y25300 5 259068 HIV 155722 (1) 40 i 22
(IR, VAR 50 % 40 B8 6 T~ HIV 75 S 180 40 M 22 BT 7% 19 B2 215506 20k 2 1C5, 1
B E S50 HIV 35 M52 50 PAT HEAT, 0 AR 76 MT-4 4 78+, F MTT y500 52 48 50 % [ K
IR YA O A A R AR IR BEAEL (CCo) » I TH LI FEMEFE 2 ST=CCsp/ TCy40

[0080] NSt A8t A BL S T iE N BT E -

[0090]  HALAYIRITT HIV 5 i 25455t HIV 78 40 0 A 5 | S A 40 s 22 i3 iV T e ok
AR, K H MT—4 20 R AT 40 Mo 15 9%, R R s bR (HIV-1 R 111, S HIV-2 JiERAR
ROD

12
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[0091]  EAAEMEUT o4k 44 1785 DMSO SR VAR IS FH i IR b 22 b £ 2 K VA T
KRR 3X10° [ MT-4 41 100 v | B G RIK BEHHAE 3T CHIE SR 1 h, AR5
FZAGE PP AN 100 v 1 3E 4 R B AR A I T 37°CHE 95 1 h 5, BRI =R, F 4t iy
IR SETE T A SA S H LAY RPUL 1640 £ 5 (5 A 2mM RS2 BEi% . 10% [iG2F
MIEF 0. 075% B R A D, G W A Mo fE 5% CO, S1HH, T 37°C R %R 7 K, JF Tk
Ja B =R G AEA GG GG TR FUF A 78 55 I5 70 TR R IR 4 1 H0 B  41E
PRUK 5 o] 993 B R 40 s 22 4 B R A FH s r) D't 2 SR il i s, LAk o, A S48 By FH 19
BB S0 R R S5 38 TR SR M 22, 25 )3 5 LA 20 0] o3 25 40 i A2
VERI =42 50 %6 IR A 1 R B 40 Mo e B L dE MR IR B (CCyp) R e EEOR A2, 44k
EYIKE YRR ZE , 75 B DMSO A RV AT, DMSO ¥R AR XS T Ak ¥, — KT 10%, (DMSO
£E MT—4 40 B 350 P i IR /N T 2% ). Rl DMSO fE S i R AL & 0 B 2235 T
X2 A AR R B DMSO ST B3 PEXT L2 A Sz th AP AT 3T . 5341, DMSO e &R
FE (1/1000) ZReAiK F 5200 HIV-1 75 T 4H Mo b 52 i P 7% BV EE

[0002]  ASEiE 5 A A T B 9 DDT (EFRWLED 552 RoE (AZT) \Nevirapine GRAHIF).
Fl Efavirenz GKAETFAS) VEXTHE S, HARMULA IR HIV [FIF0HE S R IR 1.

[0093] 3K 1 :A[FEALAYIRT HIV BIF0 S P45 3

[0094]

13



CN 102675212 B

i M B

12/12 51

[0095]

L AHE s i CCin (1) 81
HIV-1 Il HIV-2 ROD

Ia 17.61 »14157 141,57 8

Ih 3153 33.53 3353 =1

I 38,32 120,54 120,54 3.1

Id 2278 +133.29 133.20 5.9

Ie 2449 2449 2449 <1

If 3261 3261 3161 <

Ig 216201 16201 162.01 <1

Th »36.13 536,12 3618 <1

I +150.44 >150.44 156.44 <1

i 2414 110,28 110,28 €37

Ik 453 >180.55 180.55 0.0

i 5.6 14105 141.05 152

Im 811 >108.08 108,08 133

In 476 53754 27.34 5.9
DDI 13.92 211.66 11.2
AZT 0.007 0.007 93.55 13364
Nevriapine 023 15.02 65.3
Efavirenz 0.003 6.34 2113

gE R Ak 2F A P BT RS L S s B A B BT HIV-1 R &S 1
BN RN B M A = R R MR AL AL A A BB HIV-2 1B, A& IR
KAWL BRI Hodr, W TR R IR A Tk T Im (3G MR MR R & T L gy
W) DDT, ] N T il £ 367 RO TIT o B 1k B G 2 )R i S LV o 53 B L 250 ot m 1 A 7 21
Pt HIV-1 S A5 WMERE— 2 5 K.
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