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-H,-F,-C1,-Br. -1,-NO,, ~CH,, -OCH;R,= H, 1 % 5
ANk R T B AR B BE T R UG 42 R= —H, —OH,

OCH3n = 0,1 & 3R F i EUd . Ak
IRV I B2 2 KB AR & BOT %, Bt
G R N oy TR &), G 28
LR, FAMEL G AR, A A K.

3 U TP A - RS W I



CN 101284820 B W F E k B /15T

L. — P RBED I G BT 23, LR R & a2 IR

(1) 5= XA ZREE —2—- 20 1,3, 4 WE T WRIK G Rl 0 A LR AR IR U S5 IR — U5
Tl i A [P 2 1 [ P P, W 45338 75°C, BEFE R 0. 5hr, 13 E1 2 Z 3, 76 A K
B PZz12 nN 55ml 7K, JyE i 110°C, M3 4hr, Je NV B, Y431, H 50% NaOH i pH 2 8,
R HGhIE, YIE H EtOH &5 4, TSR I EH MY

(2)N- KBS -D- W IR & R R IR N- B T WS T 5 0,
FEIZEIE I DCC 8 4 /S RS, SRR N 4hr, JERR A EUTHE, SEHRIMN D- T 2 R Fl
NaHCO, FIZKEHH T 50°C Y. 24hr, [ W HE, YAH1 2 5, SRR A UTTE, S8R K44,
R IE BKEHE, FIERR AT, R ERIR A ol 22 2, BUKFEh 4, i B e, 1ok
HHKEL R, TEREERAEERNY)

(3) (R) 5= X LA -N- (2- KA BRI 24 —1- AR ZE ) -1, 3, 4 ME 1 —2— i1y
B N- 2K PSS —D- TN 2R N- FR38 T BRI s T 4N B, SR W 4hr, JERR
HEYTE, JER TN 5- % FIRSE —2- 200k -1, 3, 4- BE M, %538 )RV 48hr, RNV 525, B
UKAE I, SEBRANEE D, DRI L IR YA, RV 1G & EtOAc WA, IR H HLFH Na,CO, ¥
7KA0. Imol #hER K& BE =R, WA MU, FFs s 28 B A HLAH, R MeOH %54, 212 A
AKAEHT A YTVE, i U8, MeOH- Z S E 455, THEEAGE Y.
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— M RUBRBEANH 7 R & T E

R G
[0001] AW K — Bl a IRBRHI R & A5 T o

BREA

[0002]  ZUTKARE — AR 9 ER 11 5 20 MR e ke 2 o A R IR B 5 1) /I A R 1 B, 2K
B2 EH Iz HAEIKEE N, (SUFR CD13) , BRI 55 i AR A S e 155 R B I e 55
2 77 I R AR B B RE AT R M5 32 AT OGTE . UK N BE 8 MR 502 JIRBE ) N A S
i TR, TGS TR A — R A AR A I R o A R 40 M T e /KPS, BB A b
TE3 20 M b i P B DL I CD 13 o T T e 48 O B JE 1) A A 1 5 i 5 | S P Rg (0 B A
DRI, UK N/CD13 000+ e B2 W S Va7 AT B S T8k, ZUIREE N/CD13 i fE
B pp B AR T 28 S e PE A o g LA S B DI RE | Bk i LA, S UK (1 35 REAT 2K
I BEL Lk B (AR 28RN , UK N IR AR 9 2 3 AT A e 24 (0o S

ZBHAE
[0003] A& BHE H I 2 Pt —Fh e BKBEPN 57 S & 7 v
[0004] A% BB IXAERSEELA, HAk 2= =000 -

[0005]
RN/ N
P Jl\ H HZ
S u NWGC N
R n’ —R3
2 0 —

[0006] R, = -H, -F, —Cl, -Br. -1, -NO,, —CH,, —OCH,

[0007] R, =H,1 %2 5 MR 11 BRSO BEbE R sk

[0008] R, = -H, —OH, OCH,

[0009] n = 0,1 % 3 MR FRIGEREIGERE.

[0010]  ARBH G R TP IRIE -

[0011]  (1)5- X FAZRIE —2- &k 1,3, 4 WE WA & a0 AR 6K R L I mi IR =

AAE T A P E W R A, s iR 75°C, BiPE T 0. 5hr, A 31 2 %53, 48

[ JEEFENE T BB I A, Sy 23 110°C, [RI3A 4hr, RN EE, Y231, H 50% NaOH i PH £ 8,

fEHGhUE, Yiie H BtOl LN, TG A AE H Y

[0012]  (2) KW -D- WA R IIA A R PR N- B2 T B ki + 3,

FEIRZEE I DCC 1 4 /S M, iR Y 4hr, JERR A GUTTE, JEVE N D- T 2 R

NaHCO, FIZKE T, T 50°C N 24hr, [NV EE, A1 22 ZHR, SRR T EUTIE , S8 S s,

S S B AR, FFUERRASE Y, FR HC1 1 PH & 2, B UKAR Pk a, B A i ie , i ug

HHKES R, TEERAEERY

[0013]  (3) (R)—5— %f L AHE -N-((2— KB ) -1- %0 - NJE ) -1, 3, 4- ME W —2— fi

(G B K R -D- TN ZABR « N- FR2E T IR NG T N, = R MY 4hr, JEFR E
3
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EYTEE, BEIP NN 5— X 2EEE —2- S -1, 3, 4- WE M, B3R S Y 48hr, SN EE, B UKEE
WA, TERR NG, DRI T LS, R IS R ECOAC AR, AR AN Na,CO5. 7K 0. Imol
HC1 7K 253k =R, AR A WLAH, FHI8E 2858 A HLAH, R0 FH MeOH Wi, S22 I A\ KAE AT tH &
YT, 98, MeOH- ZIEEL &, THE R AEE RN

[0014]  ARBHIL AR Pt AL G54 /0 o TR &4, G i T 2Bk 25, R
MG, 7 A K .

BT AR
[0015]  SZjitEfH)
[0016]  5- XFFAZEEL —2— &L 1,3, 4- BE— Ak -

[0017]
5 POCI3 N-N
‘@‘COOH+ N L {1
N" NH, S

[0018] % 6.8g(0. 05mol) Xf A ILZE IR 4. 55g (0. 05mol) ZIEMIMR. 13m] =SS T
AT (R e B IR FE AR, JIB 45538 75°C, BEFEIRIAL 0. 5hr, YA 31 58 %48, , 18 R pe i
221 N 55ml 7K, BRI 110°C, 813 4hr, [ N HE, Y431, H 50% NaOH i PH £ 8, #2#uih
P&, UUvE H EtOH &G i, TR a3 B (0 B ) 8. 6g, 738 90%, Ji sl 210-212°C,

[0019]  ZR A -D- NZBRI & K

[0020]
o)
HOOC_NH H '
Y+ @7000!4 +E[éN’°H DEG- HOOCv'H/@
o) = 0

[0021] 4 4.88g(0. 04mol) ZE FI f&.5. 18g(0. 045mol)N- ¥ J& T — Wt W 2 3 T — &
7N, S AR N DCC 1 48 S IR, = R NV dhr, JERR A EUTE JEBMA
4. 01g (0. 045mo1) D- P& &I 3. 78g (0. 045mo1) NaHCO, [KI/K 7 ', T 50°C & W 24hr, KNV
B, A1 2 SR, SRR VEDTVE , SRV S A , R 18 SOK R, HHUERR AN, Ik HCL
W PH 22 2, BUKAA Pk 4, At B EDE, R RUKES R, TEREEAE B 3. 67g,
FEEAT. 5%, 15 142-144°C, [a ] = -5.78° (0. 025g/ml FIEEAS, &l ) (R)—5- X 2%
HFE -N-((2- KW ) -1- 4 - AL ) -1, 3, 4- BE M —2- JZI &Rk -

[0022]

? _< > _</N'N 0
‘©—<’:/|Nk+ Hooc\_/n\”/© +E§OHE‘C" S/IKNJK/HW/@

NH, Y S = 5
[0023] ¥4 1. 16g (0. 006mol) < HI B —D— PN 2z IR 0. 69g (0. 006mo1) N- 72 55 T — Bt WV fi%
BT ZEOSH A, R RN 4hr, JEER A GUTRE, 8T M 1. 0g (0. 0052mol) 5— Xf FF 2
B -0- @I 1,3, 4- WE M, IR Y 48hr, R N EE, B UK LA JERR AN, uEIR B T
i, 440 O B EtOAc W, 1k YR FH M T Na,C0,. 7KL 0. Tmol HC1. 7K %% ¥k = ¥, WA ML
AHL IR ZE BRA HUAH, R A MeOH ¥ AR, 2212 I A KAEHT H B YT , 1 9E, MeOH- L5 &
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ghi, TG R A6 B 0. 554g, 725 29. 2%, #4541 181-182°C . 'H-NMR (d;—DMSO) & ppm -
12.83 (s, 1H) , 8. 84-8. 82(d, 1H) , 7. 95-7. 93 (d, 2H) , 7. 92-7. 84 (d, 2H) , 7. 59-7. 52 (m, 1H) ,
7.50-7. 48 (d, 2H) , 7. 35-7. 33 (d, 2H) , 4. 74-4. 71 (t, 1H) , 2. 41-2. 37(d, 3H) , 1. 51-1. 49 (d,
3H). MS (EST) , m/z 365 (MH')

[0024]  RAHMIEGE M

[0025]  JRFE 2K N SR (L- Bt -P- 5250 ) A0 BAER, 72 A2 4E 405nm A K
AC A Ko S 25 2R B, I ELGE A3 2 e 0k P55 5 TS P 1 R/ 2 EAH DG o Tl A0 405nm AL (1)
WIS PR i e 6o 2 25 e 1 5 s, D T 0 R 0 % e )22 e B S 00 ) ) 6 s 2 4 1)
FERE RN o

[0026]  ¥AVETECH] 22, 7. bmmol [ = L BERCEAAAE 900mL ZE 487K, i INHCL i pH
2 8.4, MAMACE SR, ERICEAH . GUKEE N BHAES T BCRK 0. 2mg/mL I 5
JEADRRAE DMSO L 0. bmg/mL L, S-S VK AR THCE 25 FH o

[0027] Ty 96 SLAR P A IR ZUIKEE NV 5 1 1, IR 5 u 1, ANFEREE (12801 g/
mL.3200 1 g/mL 80 1 g/mL.20 1 g/mL.5 1 g/mL.1. 251 g/mL) HIAL-E4 401 1,7. Smmol /L
= TN (pHS. 4) ML 200 1 1, 100 % 2 A 35, 25 (145 1, 29 1 22 b A b
2000 1, 37°CHFE 0. 5hr, T 405nm AL 2 (e . W 2 R H %
[0028]  HPHilZ= (100 % W& — 4b G PR ) / (100 % I B — % IR E ) iR $E 4L
E VTR S5 AE R D E R, TH AR B S LA IC,,

[0029] 3K 1. LAWIHDERIE
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Compds R 1Cso/pM

H 170.1
-F 287.5
NN -Cl 160.5

oy H
R@‘*SAN N 7/© -Br 308.9
H = 5 -NO, 317.8
-CH;, 217.8
-OCH; 69.8
-H 141.6
-F 169.0

N'N -Cl 296.6

R< >*< * H ’
SANi_/N -Br >1000

H : (T)K\@ No, 309.1

-CH; 107.0
-OCH, 39.9
H >1000
-F >1000
N- -
[0030] RO’QS/'T H 77/\/© N o0
NNy -t
H: -NO, 342.7
-CH; 206.2
-OCH; 314
H 1239
F 344.4
NN -1 104.9
R@SAN&H 77/@ OH -Br 353
H: ] NO; 54.1
-CH; 1268
-OCH; 244.8
H 108.1
F 58.7
NN -C1 >1000
RO_%’”W&H Tl/@ O~ -Br >1000
H : o -NO, 44.6
-CH; >1000

-OCH; 78.5



