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AR
[0001] AR WIES K — b BBV (K0 il 26 5 SRS ) s » Js B 24 6 A

EEHEA
[0002]  2- FIE —4—(4— L —1- WRIERE ) -10H- WEWY I [2,3-b] [1,5]- I & v, F
SRR BECE”, JE TR AR R M EBURS ol 25 o BECPAE TR S R G, RBEM KT
TR ER 5 REAZ B2 AN ER DN, B 2% EALR A T T 1996 475
Bk b, g (Do
[0003]

/CH3

N
()
N=—
Lo
N"Ss” CHg
(1)

[0004] L] US5229382 FAMAF 5 T BV S Hedhil 46 ik, 2T T PR % BRECF 19 7
2, A () N= FEENRIE S50 (T AL &Y RN -

[0005]
Q
N=
@l\%\CH
H S ’

(1D
[oo06] A1, Q W[ -NH,, —OH, —SH, HiAr —NH, Jeflt. XFp T2RRHEART, 111 5 N-
FEWRIE AL — R AL R s R i) 25 B0, Id oA AL ) A e 2 K FR 28 N, N— RS PP
JE s — F N, [ SAIETE 100 ~ 150°C FIRE T AT .
[0007]  (b) 2 (IV) fLEW KR A IR
[0008]

(V)
[0000] ik (b) HJ NI FRE S 2%, B SRARE IR 1R S I 2% APF S I RIS Ji 751 LA A vt i
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HXE DARR 25 0 700, G A 2L DM DMSO &% 5 /5 E248 H a2 &, AR T Tl A A 575
% () HRAET R, (H A SNV IN TR, REFE R IR A

[oo10]  H AT, BECFHIHI& FEA LT =R 5 -

[0011] 1.4~ g% —2- FFEE —10H- MEWy I [2,3-b] [1,5]- I —E AL iR MR Th i N- 3L
R, 76 & A 5 5 DMSO RN 20h, JG AL FRAS 317y, L5 45 e B A F
i A, A 33% (US5229382) .

[0012]
CHs

N
N NH2 (:)
@[ \}1 — toluene/DMSO N
“HC L BN N-cH N=
\ NI
N™ g~ CH, reflux 20h ©/\ h
N s~ ~CHy

[0013] UL T 2L LIR/D, T 2R, FUE 15, (5 R NN RS, BT -SRI EE R, 5 44 ™
7, GRS, T A= AH) .
[0014]  CN1906201A 22 FF T AE FHHS AT AR Wb i A AL 0 il 25 BB 1 U7 3, Fe
N- FEEIRIE 5 4- &0E -2 2 —10H- BEWy 3F [2,3-b] [1,5] - R I E A A EhFR #h ¥ BB /R
Ltk 3 @ 1~8 1 1,110 ~ 145°C R N 22 /b 5h JiF, IIAIK, 220 9 P HLES sk 42 b
— PN FIDTIE BE T o ekl T2 R NI (R 46 5, PR T BEAEAT ACAS, 2R i ok & 1) Uk}
N— FR LRI K [FIBC, A5 47 5 T YR VR 2% 2
[0015] 2. 4- 2 & —2—- HIZE —10H- WEMy 3 [2,3-b] [1,5] - 2R H B A A Eh IR 2h, 25 SRR
SN A I PR 3 B, P 42 R AL AT B, 4 O A5 A A9 BIURE L R 68 %
(CN1420117A)

[0016]
CHa
(NH (N
Ne NH, toluene/DMSO NJ EgggH NJ
. /N N N
nA g, _/ reflux,20h @ /A DMSO ©/\ /A
H H

[0017]  SbJ7¥EL WD 28 BUECE, T2 AHA 2 2% B N IN TR s 5548, Bl =R £
KGR, 50 5 2 Pk

[0018] 3. 4-Z&Fk —2- FIFL —10H-WEWY 3F [2,3-b] [1,5]- Z&FF —H A5/ N, N- — - (2~
LH) - PIAEm A RIE R, ARSI R 3 ~ 10h §i043 B E0CPAL L, W 75% ~
92% o Horfr, X = Br 5 C1, AL A BERY 4N 20 JE 4 SR A 55 e ATLAR (ON101168544A)
[0019]
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CHs
N
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0y D =
~/

N4 f / \
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[0020] Ut 7 v L2 TRT BR, S S S IR TE) 3R T FRAR T OREAE, HIRBEN, N- = -(Q2- K &
)~ FHEA 343, 5 T & JrURE A B8 I 2B 7= je A
[0021]  =Fh 7 vEAHEE, 58 =Pl 44 L2 JFRIRIEAZ B 528 AP iER =02 , Han i hn i
A I IMEE s 5B — P 5k ORI TA), IRHRAR HLREFE K, 328 e 02 ST T A mi 75 A e 1)

7] /2

XPAE

[0022] AR HIFRAL T — ey o AR RS | e 1R BB 1 46 VARG 7 ik e AR L
TR, S WA AR, 7 O ey BT

[0023]  AKHIRAE (il 5 H

[0024]
Chs
N
N 2 — Q
-
@ © HCI * HN N-CHy —— Nl
N \ / reflux =
ST @ A
N—"Ng” ~CHs

H
II I

[0025]  4- & Fk —2- L —10H- WEWy JF [2,3-b] [1,5]- ZKIF R Ihsi Hh g ih 5 N- FILIR
W [FIL RONY., BRAE — & B — Ik e [R13A0 SR, s I 45 oA ek M 72 88 [ i o s fy N— FR SR
Mz B s 25 0 [ A ek 8 179 N— PR IR M AR . 2 e PR Tk o ) 95 B 0T [ AREL v, H T
IR LS &, T TR AT 0 s Hob, N- B RIRER 5 4- Z 3k —2— B L —10H- ey
[2,3-b][1,5]- I A A HRER B /R 2 0 1 ~20 ¢ 1= FEEY 4- 5
52— 3L -10H- WEmy 7 [2, 3-b] [1, 5] - R A v sl shgsh st o2 © 1~20 0 15
WS REFRAH SRR 0.5 0 1~10 @ 1;KE0EMAEBL Y2 @ 1~
20 1 1,

[0026]  BLECP IR I T K AT aR AT 2 i B0 7 ot ST [RIA s A i N i € 551 it
B, 8, JEMA R R, LT, GBS RECTFRREIES 1 1 ~20 1 15
it 50 B A b VSRR R — R ECE PR R s S B AR BTER A 0. 1% ~
10.0% & 1 Bt 0. 1 ~ 3. 0h, {1 0. 3 ~ 0. 5h,

[0027] AU B 2 A0 R A B 1 o) 2% ok 2 rp AT e A ML RiE B = & — i — kS
), 8 G T BRI, V5 g e 4 s VI TR R, FRAI T REFE 5 (Rl 1 ik & 1 i
BEREE T, TR A A, 0 S b B AR T A s 28w s B ACE RS Al vm (> 99.5%,

5}
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HPLC) , i E s g o

M (=] 154 AR
[0028] B 1Al B0 145 whill s 1 v R VBUAH EE i P o

BAXHEA

[0020]  FIRSZHEGIZE T AR B IE— 20 (PRGN 25, AR LR AN ) BRI 2 5 e 491
[0030]  SEjtafsl 1 BT R il &

[0031] [ 250ml = N 4- &Gk —2- FI3E —10H- MEmy 3 [2,3-b] [1,5]- ZEIF &
AL ER IR Eh 20. 00g (0. 075mol) N- FZENRIE 75. 30g (0. 7T5mol) , AV HFPiHE, Ik Al
SN 2ho FESEHE T F SOV BRI 200m1 7K o, B HH v 5 C0R A [ 44, 4R S8R 1h, I yETJ8%
BBEE L 23, 30g, I 99. 4%, 4l 99. 0% (HPLC) .

[0032]  SEZjifsl] 2 BECT- IR

[0033]  gsLjtafsl) 1 13201 23. 30g BWECE™ A # A 250ml B LE S, A 240ml LB,
PERE, A IR S AAEs . AR BRI 0. 20g 3 MRS, I AL TR 30min, it &, &R
7 2 BIR AT A, i BET R (AR R R 16. 32g, IEE 70. 0%, 4l 99. 8% (HPLC) , 1480
AHEETE ] LB I

[0034]  SIZjfsl] 3 AT &

[0035]  [] 1000ml = [N 4- 23 —2— FAE —10H- BEWy 3 [2, 3-b] [1,5]- KA
e 61 £h R £ 150. 03g (0. 56mo1) « N- FIJENRIE 339. 29g (3. 39mo 1) , A& /S I HE, I 2 [A]
W 2ho B YU ZZ AR AU 70 % DA b d 5 ) N— B R R i 75 B8 0T [ (AR A o

[0036]  [i] = FIGEIE A 400ml L, AN A [RIeAd [l AR 45 o PR S dE T R At B 2
P SEEES BN 1000mL A H, BT HH A B GO R [ 44, 1 BT BLACTE L 173, 878, 1K
99, 4%, 405 98.9% (HPLC) .

[0037]  SEfs) 4 BLECT ) 4

[0038]  [f] 250m] = PN 4- 245 —2— AL —10H- mEmy 3F [2,3-b] [1,5]- ZEIF %
e eg Eh IS ER 10. 00g (0. 038mol) N- FIEENRME 39. 63g (0. 40mol) F1— 2 —F — FIfk 30ml, i
BATFDERE, InAE ALY 3he PR, ek 2818 [0 80 %6 LA bk (1) N- FRAEWREFN — £
T T R RV A AT BT AR A

[0039]  [w] = IFEHEH IO 40ml L, hn AR (Al A [ R A s . TR AEDLHE Tl il B
P SRR N 200m1 7K A, B H B 608 R B 4, ad R RS B AR L1 T9g, LR
99. 3%, 4/ 98. 7% (HPLC) .

[0040]  SIZjfsl] 5 BECT- I &

[0041] [ 250ml = UM 4- &5 —2- FE& —10H- BEmy 3 [2,3-b] [1,5]- X H —A
AL ERIR £h 20. 00g (0. 075mol) N- FZENRIE 62. 34g (0. 62mol) , A HHEHE, Ik Al
S 2ho FETEL, 98 ZR AR B 75 % DL bl i N- B R IR A5 SR G [ AR o

[0042] [ = VBN BN 60ml L, n AR (Al A [ R A s . PR AE D HE Tk i B
PR SRR N 600m1 7K H, B HH v s (R AR T 44, i A9 B 0P 7 i 23, 37, i
99. 7%, 46/ 99.0% (HPLC) .
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[0043]  SEjfsl] 6 BLECT- A

[0044]  4SLjtEfH) 5 19 2 23. 37g BECE™ A A 250ml B CE S, A 280ml L1,
PERE, o 2 [BNARAE = B A . AR R N 0. 03g 35 ME RN 0. 03g e 38 -, ] VAE Bt €6 Ak
PE 156min, i 8, SEVRA 2 ST A, I UE TR AR I (LR AR K 16, T6g, UE T1. 7%, 4l FE
99. 7% (HPLC) »
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0. OE+00{—: L
min 10. 00 20. 00 30. 00 10,00 50.00 60. 00




