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L AR 1 — IR A £ BRI K I 2 SR S 0, FLRF IR AE T i A S W A i iE 0
(DB (D -

gE Ry (D -

Ri = HE,Re = 4-F S 0K FR 0 R 0, 4RO R I FR L, 2-Z5 B AR

Ri = CHsFJ,Re = ZRHF I AR 2k, 4RO FF I P 2

7A@ | DI

R= A-F A LR R e R 0, R 0

2. PP EL AR I — DK M B R TR 36 A S IR i) 4 77 T BFE LU T PR

A DA At B e A SR} 72 AN 251 T R JTE 7K DME VA 771 H B BSON— PR R PR P < R e
AEACAA AT ZKDME 1, I N 62, FH 4 R /R B L ke / S Akdl / MR ST = 1
/ 1.2/ 1.2, Fc/KDMFRY FIE 850 ml / g PRI, S8 T RS /AN IS, 2182 I A UKK (10
m D) PR BOMAE ALK G0 mD , HZBR 206 G0 mb) TR =X, A HLAH AT K
MgSOsTF-15 , 38 , Y8 28 TR 238 30, etk B 20 5 AN R R

B DAN-F JEIE I Sy JEURE , 78 = GV A S A A BN 254 T A TG K DMV 771 b A - FR
MR -3-FR S « SR PEEE T 0 = SRS N T KDME R IR JEFH 2240 °C, 1564085 N
NN-FR B | H S BE /R B L o = S5 WE / Jo/KDMF / N-FRJERRIE = 3 /5 / 1,iRE
FE80 °C, it 12/ J& , [ BRI H B = 5, 218 I IKK (10 mDD) K, FE A IN [/ NaOHYZ
MR pHMEZ P PR, FHZ B .85 (20 mDD #EAT ZEEL =K, A LA FHTE K Mg S04 T4, 3 € , ik
R ZEVRRR 22 ), S RERCAE 2T, il AN FR R et —3— FR i

C DAN-FR L M 1 -3 — B A JEOR) , 76 ISk A 4% 1F T R0 B 8 7 771) v A BRGNP L IR Tk —3 -
FH R« N Rt —3— F i v T FR B VA ), 0 °C 4641 R 218 I NBIE AL, T B34 BE R B
L AN-FR LR —3-F % / LA = 1/ 1.2, BRI E 820 ml / g N-FF LR
S-FE, B T BRI NL2 /NI, ¥ 7Rk R IR AR 5 5 SR B A R T Tl 4 49 BIN-FR ek -3 -
FE

D DAN-F R i -3 FR [y i ), 5 PR B S 7 0P e v R R B PR R AL, 5 R e
5,6~ FF B IR I IR M 7 F P R P A Bl L — (N FF S P Pk — 3~ FR ) — IR P < N SR e —3—
R T SRS IMAZL0%,0 CH&A T s 5805, BRI R B, =
P BE R AN-FF SR e -3~ / =8 / FREE =1/ 3 / 1.5, “EF I H
50 ml / N-FR MR -3-FR i, S N R O BI1 2788 S, 43 S K (20 mDD AUV AT £
K 20 mD ¥, AAUAH I TE KM S04 1%, 3k 3, V4 7B R W 48 )i 5 il 215 21 B R R 6 = 1) 5
1 PR R TR S P vE TR 28, IR PR RS | 6— — FR R IR K I , B 44 BE R BR EL Sy R T 1
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Ber=4m / WKMEERS,6- ~HFEZRIFRRIE = 1/ 3,1,4- EH AN HE NS0 ml / g HH
FR B0 TR [l L s B2 247N ¥ TR0 W 4 e Gk AT JZ AT » il 48 15 31 1 — (N-FR R
M —3—F ) — IR R B B , 6 FF FE R JRIK e

B DA 1— (N J P i — 3 — ) — IR PR B55 , 6— — FR 5 JR I Ik s FIVR AR e 1 M S5, 7 1
4= B NINE A L — (N R e —3—F i) — ok ER B85, 6 R B DR GF ke 8 1 - (N-
FH L M —3— FR L) —IRIR BS , 6- - FF R DR FRK RIS T 1, 4- NI, B e R I IRAEE
ke, R 4R BE IR AL g1 — (N-HR e —3— L) — IR I BY5 , 6 FF RO gfmk e/ Rk e
=1/ 1.2,1,4-—% " HENL00 ml / g 1- (N-F FLmEme—3—H L) —pk e uk5 , 6— — FF
FEIRIF R, S N4 HE IRAS /N, YA H AR = I, A AR YTE AT, 1L BE, UlvE H 2R 2B
(20 mD) PEBEUR, T8, 215 21— (N-FF R Meme—3—H ) — Ik £h 85, 6— — L ORIk
e

3. — PR AL S BRI 2 SR 1T IR [ HARC P et — 1ok e e B O IR et R A0 A ) 1 e i Jee /B
H.
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—FRELAC R — AR 2L SR H KRR R SR H & 70

BR G
[0001] AT B9 B i R ) — Al B A R Pl —IDK AR £ Bk e SRAL S ) S il 26 T
A LG A S i P R (0 2 AL A2 S e T ) I S

BREAK

[0002]  JEE 2™ HE M N SR R — S8R o B AT TR TR E 1 32 B B A AT
125 o Wi PR S FH PR A 9 2 W 408 K 22 850H1 A o 7 3 0 e TP 0 DT B i 8 41 sl 25 7 U A
H o BRI, SR VE , To g BUR S PER S AL G W08 29 0 78 1K) — T 22 R

[0003]  mRMEAEONE ZH ho b &Y AT RIRF 011, RIS SE Ay A 3 PR
HREAYBFAET BRI 75 b o R AT AR — R & R 59
FATRR (0 W PERRPR S5 40, AEER 25 RHRE 3% IR L R S5 RO RS 25 7 T # R B AR B
(52 AT R 57 o FEK IR IR R LAl b A RO R £ 284 54, B T HA 2 A AR M 52 2 [H
WM LG S AL A0 7 AR 1 AL 1€ 5 D9 Ik, W U R B K I 2 AL S M AT 37
ISR Vi P 0 20 TR R0 B TR (0055 2 BT AV TR O B AN SRR P | L /N A P 3 2, A
LA 0 AR HIARE 751 o A L 8 B2 — Aol A RO el — DR e oo B KAk £ A 15 B L ol
F AR N IE SRR WARIE .

RHRE

[0004]  ARKHIATT T — R B EA LA E QD iy B e — IR 3 B R I 0k e £
WA B L1146 T 2% DRI Oy JEORY 28 TEN—FR A L I AL L8 TR 2 K e Al T8 I
R, il #AF 2 B AR AW o AR S TU BRI TR I 53 PR IS 2R B 2R S B AT BT 1
A RS T

[0005] A% BH 4R A4 ) — Aol A R P — DK 1A 28 5 42 K e i S Ak 5 ) T T Sk 5 A Tl X (D
B (1D FIR -

L3l

gtz (D :

Ri = HIS,Re = 4—H 58 2 O FR 0 FR 0, 4 YRR R I FR L, 2- 25 R B AP
Ri = CHsff ,Ro = JRFA R FR L , 4R R I AR 2

g5l (1D

R= 4P S I8 F I AR A, Rk
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[0006]

— MR F b (D 3D B AR & 7% 1z 0niE R T P IR

A LAPRIE AR R 5 D Rk, 78 A AN SR AT T RITE 7K DMEF I 77 o 5 ON— R R i < i
AEACAA I TGKDME 1, I N 652, FH 4 R /R B b ik / S Akdl / IR G = 1
/ 1.2/ 1.2, Fc/KDMFI I & 950 ml / g WMRME, S T HHES /N IS S48 I vKoK (10
m 1) K, BN AT K (50 m1) , FHZ R 2,18 (50 m1) 3H4T 2 H =4k, A HLAH F oK
MgSOsT-15% , 1 98 , 8k 2 TR 2V 70, ik A 24T, 0 VK- 1R L BR B i 77) CR kg /
LBROTE = 10 / 1, filfFN-F B

B DAN-H IR Sy J5OR} 78 = S A A A A 256 18 T TG 7K DMEF VA 711 o A JlN— R
R —3—FR %« = e T o = SR 2R 12 o KDMP AR I EFE 2240 °C, 164381
NN-F LR, 84 BE R B L e KDME / =& / N-FRJEMme =5 / 3 / 1,18
F280 C,fHr12/NN i, RS AN AR =, 212 I VKK (10 mD 0K, A IN [ NaOH
WO pHE 2 1, FH AR R (20 mD) #HAT 2R EL =& , A LA T K Mg SO« 4, ik 3, 98¢
JE 7R 2 VE ), R RN, A -2 B B B IRR ChhEE /| BB = 10 /
1 Hll45N-F S -3 R i

C DAN=FF LR i -3 - R 5 R Ji 6, 7R AL A2 10 T AT RR B 77 b A N R R e -3~
S < G N-FR S I -3 FF B VA T HR B VA 7R, 0 °C 26 T 18 I NI AN, = 4% BE IR B
Lt AN-FR R -3-F %/ BIEALE = 1/ 1.2, REEAHEN20 ml / g N-FR M-
3-FE , 2 N PR SN2/ NI ek R A 4 e 8 A JZE A, A TR - R BRI
F B / ZBRCHEE = 5 / D, $l %13 RIN-FF e -3 g

D DAN=FA J e —3— R it o Ji e, 55 FR T Pk S £E — U FR e 38 70 FR Tt PR B A, PS5 K ek B
56— FER IR R IR R 7 FF 2RV 77 o B e L — (N—FF R R e —3— R L) — DKk < D N=FR sk —3—
R N SR}, 5 R R I /0 S0 Be i 7R R i PR R AL , B Sk R k5, 6 — B DR JF IR e £
BRI I A Al — (NP R i —3— FR ) — DR ¢ 8 N— R R e -3 i T — G R e 71l
M=, 0 CEAF N IR 7805 20 I N st , F = 3% BE /R B bk gN-FE R
We-3-FEE / =28 / FEEEE =1/ 3/ 1.5, “EF M HE NS0 ml / N-FF M
M-3R, = R PR RO L 2/NB) L A K (20 m DD AUV AT #h K (20 mDD B8, A HLAH
FHFEAKMg S04 152 , 3k 3, v sk o IR 47 i, il 2% 19 2] FR R PR B ™ 40 5 4 TR R BR B ™ 1038 T R
IRH, INNBKPR LS | 6 — LR K ME , Y & 44 BE IR B EL R IR IR = )/ KRR ERS 6
FERIEmRME = 1/ 3,1, 4- %N HEAS0 ml / g HEEERES ™40, i H [l e B
247N T SRR R A 4 i s e A AT, A T - R BRI R CRlE /LR B
=2/ D, Hl&FB01- (N-H LR -3-F ) —BRIEER5 , 6 FF R R FRImR e

B DL 1 (N-H LR —3—F ) — Ik Mk E% 5, 6— — FF B 2R Rk ek F AR ke i g JE R, 77 1
A= NS A e — (N-HR R e —3— FR ) — IR b a5, 6- — FF R R Rk £6 1 - (N-
FR LR e —3— FR ) — IR ER5 , 6 — R OR FF IR -1, 4- 50N iR T IR
ke, R 4R BE IR B L g1 — (N-FR e —3—F L) —IsR I B 5, 6 FF RO JF ke / IRACkE ke
=1/ 1.2,1, 4% HENL00 ml / g 1- (N-FFEErEme—3-F L) —imk e ER5 , 6- — FF
FETIFR L, S B4 HE I AAS /NG, Y H R =, A AR YTIE N, 2 iE, UliE 4R 2B
(20 mD) PEBREUR, T8, 215 21 1 - (N-FF B —3—F J) — IRk £ 845, 6- — FF JL ORIk
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L5
[0007]
EAREAT I8 (D 5D WAL G5 2 DR W) 1l 252 1 WAL 77) 4 77 B
AR 298] IR EAE .
[0008]

B [=135¢ BA

[00091 V| 1 AR ] — ol BUA R AR — 1ok e o5 B 2 10K e i SIS0 5 W | 6 B R B 2
[0010]

B

(00111 Ay AR W B BORTT SR S0 s NS ], BLN 25 B T R s s, o
A BEAT HE— D VRAH U] o B R A, b A Pt adt (X BAR S 1 AU BLREA R B, O
AHTFIRERKY

[0012]  SEHEMHIT 1- (N-FP ERIE-3—F 5 —3— (4-F S 2L I8 FY 0 AP A2) ok v i

ey

il : TR L Bk i £ J7EA VB CDLE.
[0013] A [EfA, ;= 2293%,m.p. 223-224 °C.

IR Vmax (em™'): 3080, 3016, 2322, 1682, 1600, 1566, 1474, 1443, 1322,
1244, 1156, 1120, 1065, 1016, 990, 846, 815, 752, 718, 625.

"H-NMR (400 MHz, DMSO) &: 9.29 (1H, s), 8.35 (1H, s), 8.14 (1H, d, J =
7.7 Hz), 8.02-7.98 (3H, m), 7.76 (1H, s), 7.68 (1H, d, J = 8.4 Hz), 7.62 (2H
,d, J=7.9Hz), 7.50 (1H, t, J =7.5Hz), 7.25 (1H, t, J = 7.5 Hz), 7.15-
7.12 (2H, m), 6.02 (2H, s), 5.70 (2H, s), 3.89 (3H, s), 3.87 (3H, s).

SEHEA2 1 (N-FF St -3 FR L) —3— (45 P B FR L) IR e i

il B s TR L Bk i £ J7EA VB C. D E.
[0014] ({5 E A, 72 296%,m.p. 208-209 °C.

IR vaax (cm')) :3148, 3072, 2325, 1700, 1586, 1565, 1491, 1361, 1335, 1251,
1229, 1120, 1068, 991, 855, 819, 750, 714, 621.

'H-NMR (400 MHz, DMSO) 6: 9.20 (1H, s), 8.33 (1H, s), 8.13 (1H, d, J =
7.7 Hz), 7.97-7.95 (3H, m), 7.89-7.85 (2H, m), 7.72-7.69 (2H, m), 7.65-7.60
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@QH, m), 7.53-7.49 (IH, m), 7.26 (1H, t, J =7.5 Hz), 6.02 (2H, s), 5.69 (2H,
s), 3.90 (3H, s).

SEREA3  1— (N-FR SRR -3 R k) —3— (2—-2% R I AP k) I e R
2%

s
i

DRy

il B s TE L Bk i £ J75A VB CDLE.
[0015] (A [EAA, 7 3892%,m.p. 200201 °C.

IR Vuax (cm™'): 3077, 1692, 1627, 1599, 1566, 1494, 1472, 1438,
1334, 1253, 1159, 1125, 1041, 860, 812, 725, 624.

'H-NMR (400 MHz, DMSO) &: 9.37 (IH, s), 8.82 (IH, s), 8.38 (IH, s), 8.20-
8.10 (3H, m), 8.06-8.03 (3H, m), 7.84-7.82 (IH, m), 7.75-7.62 (GH, m), 7.52-
7.49 (IH, m), 7.27-7.24 (IH, m), 6.25 (2H, s), 5.74 (2H, s), 3.90 (3H, s)

SCREBI4 11— (N-FF S -3 B L) —3— CRFR I B L) —2— B Lk ey 26

SN
&
H

&

1362,

il 2 1L« VE L IR 45 7 VEA JBLCLDLE.
[0016] {44, P2 292%,m.p. 248-249 °C.

IR Vmax (cm™): 3062, 2958, 1691, 1596, 1530, 1493, 1448, 1359,
1232, 1126, 1069, 997, 863, 822, 752, 685, 621.

"H-NMR (400 MHz, DMSO) &: 8.26 (1H, s), 8.17 (1H, d, J = 7.7 Hz), 8.05

(IH, d, J = 7.4 Hz), 7.91 (IH, d, J = 2.0 Hz), 7.76 (IH, t, J = 7.2 Hz),
7.70-7.68 (2H, m), 7.65-7.62 (3H, m), 7.55-7.48 (2H, m), 7.25 (IH, t, J = 7.5
Hz) , 6.13 (2H, s), 5.67 (2H, s), 3.90 (3H, s), 2.67 (3H, s)

SRS 1 (N—FF i -3 FR L) —3— (4R O R B FR ) —2— R gk yR 26

1332,

R
AR
LRy

il & IR : TE L B i % 77 7AABLC. D E.
[0017] {44, 72 290%,m.p. 260-261 °C.

IR Vuax (cm™): 3447, 1689, 1585, 1468, 1396, 1359, 1251, 11230, 1070, 994,
816, 771, 745, 620.

"H-NMR (400 MHz, DMSO) &: 8.25 (I1H, s), 8.17 (1H, d, J = 7.7 Hz), 7.99-
7.97 (2H, m), 7.90-7.85 (3H, m), 7.69-7.62 (3H, m), 7.54-7.48 (2H, m), 7.25

7
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(IH, t, J = 7.2 Hz) ,6.09 (2H, s), 5.66 (2H, s), 3.90 (3H, s), 2.66 (H, s).
SCHEBI6 1 (N-FF R -3-F ) —3— (- S R B &) -5, 6 F BORFFmk e

Btk

il & bR« TE LA 24 77 VEA B C.D B,
[0018] & [f 44, P2 2285%,m.p. 192-193 °C.
IR vmax (cm™Y) 3128, 1686, 1600, 1567, 1491, 1356, 1329, 1244, 1177, 1121,

1066, 999, 844, 752, 692, 608.

'H-NMR (400 MHz, DMSO) 6: 9.67 (IH, s), 8.40 (IH, s), 8.14 (1H, d, J =
7.7 Hz), 8.08 (2H, d, J = 8.7 Hz), 7.97 (IH, s), 7.85 (IH, s), 7.69-7.67 (2H,
m, 7.62-7.60 (2H, m), 7.49 (IH, t, J =7.5 Hz), 7.24 (1H, t, J = 7.5 Hz),
7.17 (2H, d, J = 8.8 Hz), 6.29 (2H, s), 5.95 (2H, s), 3.89 (3H, s), 3.88 (3H,
s), 2.39 (3H, s), 2.34 (3H, s).

ST 1- (2RI, 3- R R AL IR —3-F ) -3- (- ZEHR B R L) -5,6-
SRR IR YR Eh

il 25k FE VR L BB 125 5 EABLCLDEs
[0019]  FA[E A, P 3.80%,m.p. 169-170 °C.

IR Vaax (cm'V): 3444, 1602, 1559, 1491, 1449, 1355, 1251, 1125, 1046, 995,
853, 750, 708.

"H-NMR (300 MHz, DMSO) 6: 10.05 (1H, s), 8.41 (1H, s), 8.14 (1H, d, J =
7.7 Hz), 7.91 (1H, s), 7.77 (1H, s), 7.66 (2H, s), 7.59 (1H, d, J = 8.2 Hz),
7.52-7.49 (3H, m), 7.43-7.36 (3H, m), 7.24 (1H, t, J = 14.8 Hz), 5.88 (2H,
s), 5.75 (2H, s), 3.87 (3H, s), 2.34 (3H, s), 2.32 (3H, s).

SR A TR S IR 40 i B0 TR SE TS

AW -TH BEMTT /7320 Hep G240 B Mk PC1 241 M Ak FlHe 1 a2l MO AR HEAT 1 40 i 5535
PRI , F P BB & I Dsof B 2 45 15 O AL DU 254 —— g (ODP) AHLE BT R
x.
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N
Ex ‘2}:‘5\ Yo
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AY1-5.THHep G240k PC1 240 Motk FlHe 1 a4l i bk 25 5%
T T AAS AR 70 by 40 R 2505 128, A& 06 56 He L a2 i bk L 7 255 40 1160 35 3 PR A4 47 47 9 4 o 25
T
[0021]

[0020]

E TR SO AR Y AR SE B M0 2 AN FARR A 5 B PLAE AR i B ) el
AN I 2 A TR B AEATT A2 25 28 (R B RS 5, BN S5 AE AR I B AR SV B 2 A



in BB M

CN 106543147 A

1/1 3

1) POCls, DMF

CHyl 80°C, 12h
ﬁ/ Na:,scéw e N 2) NaOH (aq.}
i 82%
86% CHs
\ NaBH, | 11, 2h
\ . o MeOH 0
\ / <, \/ | 96%
</ % e '
_ .
N \/_,\ HN. N 1) MsCl EtN
N N toluene DCM. 1t, 2h
N rd reflux, 24 h
i 66%
4 /=y toluene
HN._ N | reflux. 24 h
o Y 64-73%
1,4-dioxane R,
R-=Bri100°C, 48 h
80-85% W
-85% (\’ _f,’/’J/\N N
o b
N R
CHs
1.4-dioxane
R,~Br |100°C 48 h
90-86%
. . I
Ry Br

10

0O
el
CHs



