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H, &HA N, TG, BT ENT B aifb 43 B An b 5420

[02331 5P RN RO R AR IR BT IR AL S 022 KA IR AT 71 [ BRSO °C -

150°C FHiPE12- 36/, [N 45 3R S NN KPR K 8, B JE NN R 0B F 2 R 21 4>

BANAE, G IFA VA, T 5, AT EN 0 B A s H in ik 54923,

[0234]  Jt—Dh, fERTIR SR — 20 N

[0235]  Firid & SR AT AL 70 A E R L GG L SRAL A0 N = G R A ) — el A7)

Y~ :10-20mol % ;

[0236]  FIT id Bl Ay sk 0 e TR 6 kT N B TR A TR 0 L R LA L B R A R

) —Ffr, B ) FH &9 9 : 100-200mo1 %

[0237]  Fridk#i =S54 & TR R A 10 1-2: 1, i B 4 i ) ok & 901

JRI B - 26 5

[0238]  FridfbLAW175 (3- (FRAEZERRIL) ZK3E) MR 1 EE /R B L YE R o 1:2- 10 1
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[0239] TR VE AN Z 8/ F 2 /K TR A7 5

[0240]  Frid¥EPE SRS s B, 15 M SRR AR AR

[0241]  Frid S B B M 80°C - 120°C HATE — iR JiE 5

[0242]  Firidk Sz S0 INF [A] 912 /N 28 24 /N P9 AR — B[] 5

[0243]  t—DHh, fEFTR S P RN,

[0244] PR Bs R /K& W, K& F &5 D9 : 100-200mol %

[0245]  FRiA/K A HE Sth&22i R v 1:1-2:1,

[0246] PRV FIEFE R LB F N

[0247] Pk e B iR FE SH60°C 32120°C 2 [l A — 5 P

[0248] ik [z i 1] Ay 2- 6 /N 22 [ FR AT — B[]

[0249] 2 7 SELF M SN bR B B, AR B IR B A — o B M E% 52 AR B ] 4 ) 7
7 3L VG 7 b B N R ek, B A A 0 2 3 76 3L I g 68 4 A S A 0 7 V2 B AR R A
IRUE

[0250] B} Hi2E K S RIMCE - 75 B PR T 96 SLIRU L A REANFLH 408 455 X 10° N4, T
3T°CHEIR 775 % CO, B F= 48 55 77 o M40 A M T T-DMSOH , il 88 BGAR JE 2 1 0mg /m L (¥ BRI
(B3R 5 T DMSOXT 40 i v F3 338 5omi) , Bk S8 b 5 il S8 L, 5 FH A I ML ¥ 1) 155 77 S 1047
B AWK FER2.5.5.10.2040ug /mL . {37 40 M 58 42 W B J5 , 25 11 0] B2 4 7L N 100uL Y
SEARE AL, SEIR A B AL I 100U A [FIR B AL &4, R SPAT BB 3N AL B B E AR
fHIRRE R4 (37°C\5%[11C0,) Hi 4y Bl K5 7748h B J5 , B FL AN LOULFIMTT (5mg/mL) 4k 4L 5% 77
4h, 3 2 FGFREL, AL TOOULIDMSO 5 , K5 1% 96 FLIR & T #E K L 2910min, H K215
b 1) SR LS BB TR IR o e, T B AR O E % FLAES TOnmiE K AR I B L il sk
F T BEMCF - TH AT 2 LA SR HEmlk B2 (IC, )

[0251] SR ARMUILE, AR HIA 28RN

[0252] (1) s R T C B Z9WRIME R, LE PR B AR SRR , A B SR FH 38 T 45 /1) 24
YLt Bt B Bh SRS & RS 2] 7 —REREE R PEI 25405y 7, Bon H EL SR IR B B i
AR A , A B RO ARE B B I LR B N A A .

[0253]  (2) A% B A & CEREE ) P 140 2454 7 P A FH 00 R A0 70 228K, 7 DR R 41
PR BEARBR A B[R B, I8 3 T fai Ak T2\ B AR AR 7 1 i A 38 T 3 (R R8CR, T R [l
FFHZR 7, IS5 G b ) 1 B AR, FEASRE S SCIL AR (2R 77, S5 G HE TR B8R

[0254]  (3) Ak B A FERHE ) 4 1R 2590 73 1 (1) NG5 B i, %of 18 46 B SR AR HL B AR 1 5., A
I B85 AR B 4 5 S BL ) P2 28, i — 3D 4 1 AR PR AR

[0255]  (4) A= BH I 25400 S it AN mT DLAHE B I B8 0 38006 97 LRI 003 /N o3 F- 245400
i1 H 2k B [ R 50 R B R E R .

[0256]  (6) A< B B — it B Mk 5 3 52 A SO ) P 00 okl 350 1) % vk R AR LR VR T R )
LTI, A8 KB K FH 1 0 R R B 1 24540 40 -l gk BB 1) ER 52 1 K #4100 ) 7L I s
Y A TEAE FH

(02571 (7) A BH Fr-& RGP 80r ZR ERAEEL ] A 400 1) 7)1 ) 7 e 400 B 9 7 T R 1 AR
SR PRI AR R, L A% Gt 24 90 G T a2k W 56 7L R s 200 L P 38 20 400 ) 205 SR B 4, L T R
T LRI IR T 25 003 73, ELBT BERSE ) P 300 b1 556 D B 16T B, TG 75 SR FH MG B 20 18 5 1

A
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B, BRAE DT 6, 7P o B i W, 1 A A AR

[0258] [t ki

[0259] K 1NA KB4 (1- (2,4- &R 3E) - 1H-M5[E-3-38) SR 21.3- (1- (2,4-—
SURIE) - TH- Mgl -3-J) 2 H 23 15 iR 32 ARERI 7 5 X HESE IR ROCR IE

[0260] P29 A K I RI4- (1- (2,4~ RUR3E) - TH-Mg|me-3-38) SR F I JF2 1 A03 - (1- (2, 4-
TRURHL) - TH-RgIm - 3-8 IR 23 A RE S B

= JENSL) S

(02611 BLR L9225 1 W A 5 WY 000 PA 2 AELAN IS B DA o A I FAD B A 2E AN TS
AR IS ARAISE BRI DL R, X A e BT i D SRR AR BT VR B el e, 2 & 1 A A W]
R ] o 2 it 451 o AR Y B B AR S AP ) S8 51 R AR i B T 77 PR K 71 22 g A A Q0 s 0 2%
(G

[0262]  Scifsil1

[0263]  1- (2-5-4-FUWHE) - 1H-N5|Me - 3-FR TR 4alf) & AL -

/ o 0
o
0 Cl

[0264] N NaOH, MeOH/H,0, N

W+ Cl K,CO0,, acetone N 60°C,18h N

i 0,
N F 70°C,12h \\QF @”’
1a 2a 3acCl 4a ¢l

[0265]  Jg NI P AR IR N AFREUEF )0 . 20mmo 1k &) 1a, 0. 22mmo1 2a F10 . 9mmo 1 5% FL 21 , 56
JE N 2mL P B, S REAETOC TR [Pt 12 /N, SR 45 o) Ja 5 I\ 7K KRS, NN BmL 2,
12 7, T B, SmL AR AT #h /K P , A5 HLAH T K SRR 5 06k, e T g P — &0 ot/ 1F 2 i dk
RE LA, 13 AR 3a . il 5, 4 H 4G i A5 2 1 R A 3a, 0. 40mmo 1 E A AL A AN 2m L B i/ 7K
(1: D) IRAE MR REH , [)NAE60C T Bl FE24/N 5 OSL4E R &, T IK K %
., TR SmL 2 B8 . g #4 B » SmL AL A& 2h/K ek , A WU A JC /K BRBR B4, e T )5 F =&
He/ 1L SR R ELAG b, 157 whda (1C,,=487uM) N H th[H f454mg .

[0266] 'H NMR (400MHz ,DMS0) 813.16 (s, 1H) ,8.12 (d,J=8.4Hz,1H) ,7.81(d,J=8.4Hz,
1H) ,7.56-7.45 (m,2H) ,7.34 (t,J=7.6Hz,1H) ,7.19 (td,]J=8.6,2.4Hz,1H) ,7.07 (dd,J=
8.8,6.4Hz,1H) ,5.82 (s, 2H) .*°C NMR (100MHz ,DMS0) 6163.4,162.8,160.3,140.9,135.9,
133.2(d,J=10.6Hz) ,131.4(d,J=9.2Hz) ,130.5(d,J=3.4Hz) ,127.0,123.1,121.7,
116.9(d,J=25.1Hz) ,114.8(d,J=21.1Hz) ,110.6,49.7,

[0267]  sizjifafs2

[0268]  1-(2,4- & FIE) - 1H-Mg|mk-3- FRERAb I & B«

C{ HO

/ o o
0
(o] F N A\
[0269] N KOH, MeOH/H,0, N
\N g Cl K,CO,, acetone P, N 60°C,18h N
1a 2b 3b F 4b F

[0270] ¢ I A AR I FREUETF 90 . 20mmo 14 A4 1a, 0. 22mmo 1 2b 10 . 9mmo 1 B FR4H ,

27



CN 113683567 A ﬁﬁ HH :F; 15/32 71

B8 S5 N 2mL P B, SR AE70°C R B AR 1 2 /N, R 485 oIS S N K8 2K 8, N Bl
TR SRR RS, SmLML AT & SR /K WE ik, A HUAH F TC /K BRBR B T-458 , e e FH & e/ 1E 2 e
Tk R E 45, 13 IR AR Sb o Bl f5 , 4 .45 4 79 20 (19 18] 4423b , 0. 40mmo 1 &L 580 A0 B AN 2mL R i /
K (12 1) VBB TEFNIMN SN, [REE60°C T B BE 24 /NS, SR &5 3, TN AK 9% K
JSE, INBmL 2 R 2 e R , SmL LRI & 3R 7K Bevs , A HLAE F TE /K R BR B -8, e 1) F —
O BE/ 1L CpER R EEE b, 1577 i db (1C;,=199uM) 3 € [f 445 1mg
[0271]  'H NMR (400MHz , DMSO) 88.25 (d,J=8.0Hz, 1H) ,7.55 (d,J=8.4Hz, 1H) ,7.33 (t,]
=7.6Hz,1H) ,7.23(td,J=10.4,2.4Hz,1H) ,7.19-7.09 (m,2H) ,6.97 (td,J=8.4,2.0Hz,
1H) ,5.66 (s, 2H) .*°C NMR (100MHz ,DMS0) 8166.9,162.2 (dd,J=197.8,12.2Hz) ,159.7 (dd,J
=199.2,12.1Hz) ,143.7,140.4,131.5(dd,J=9.5,5.3Hz) ,126.4,123.6,123.3,121.3,
120.6(dd,J=15.0,3.2Hz) ,111.7(dd,J=21.2,2.9Hz) ,109.6,104.0 (t,]=25.7Hz) ,
45.3,
[0272]  sijitafsl3
[0273]  1-(2,6- & NHE) - 1H-M5me-3- SRR 4c i & -

/

HO
/ =0 °
O, o Cl A A
[0274] N NaOH, EtOH/H,0, Nai
\ Cl Na,CO, acetone N 60°C,18h N
H' cl 70°C,12h
1a 2c 3c Cl 4e ci

[0275]  Jx I H AR IR IDAFR BN GF (170 . 20mmo 146 & #1a, 0. 22mmol  2¢ F10 . 9mmo 1 ik FR # ,
b6 5 NN 2mL P B, SOREZETOC R (IR RE 127NN, SR 45 3RS, IR K S 2, I N Bl
T8 TR SmLY AN #h /K ek, A MM FJCKBR R B ), e+ J5 Fl & H e/ 1IEC e
R E L G A R3c B 5, ¥ EE 45 5 45 2 R (1443 c, 0. 40mmo 1 A A AL A A 2mL £, 1/
K (12 1) JRATEFNIMN SN, SREE60°C T [ B 24 /NS, SR &5 3R, TN AK 9% K
SN, IINSML £ B8 T R, SmL i A6 #h /K Bk , A UAE PTG /K SRR BE T4, e+ /5 F =
FP B/ L C e A R B A, 1977 dhdc (1C,,=233uM) o4 i f453mg .

[0276]  'H NMR (400MHz ,DMS0) 88.08 (d,J=8.0Hz,1H) ,7.89 (d,J=8.8Hz,1H) ,7.57(d,]
=1.2Hz,1H) ,7.55(s,1H) ,7.52(ddd,J=8.0,6.8,0.8Hz,1H) ,7.46 (dd,]=8.8,7.2Hz,
1H) ,7.34 (t,J=7.6Hz,1H) ,5.90 (s, 2H) ."°C NMR (100MHz ,DMS0) 6163.4,141.1,136.2,
135.6,131.3,131.1,129.0,127.0,123.1,122.9,121.7,110.8,48.1.

[0277]  sEjiifsl4

[0278]  1-(2,4,6- =FHEEACIE) - 1H- MM - 3- FRIR A A B«

(:iIf HO

/ (o] (o]
o
o N\ N\
[0279] N NaOH, MeOH/H,0, N
\N 3 Cl chos. THF N 60°C, 18 h . N
N 70°C,12h
H

1a 2d 3d 4d

[0280] ¢ I AR R I FREUEF 90 . 20mmo 14 A4 1a, 0. 22mmo 1 2d K10 . 9mmo 1 B FR4H ,
B JE I 2mL DY SR , [ REFETOC R IS 12N, [ RESE RS IR KRS, TN
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5mL PR £ BE AR FE , SmLYE AN & Eh /K e, A LA HJCK IR B T4, ie T g FH & e/ 1E
CLGE AR R 4 5, 15 (AR 3d . B ), s 2. 45 dn 15 21 1 R 1] 44 3d, 0. 40mmo 1 & S8 A0 A A1 2mL
/7K (1 1) JRA IR S, 52 B AE60°C R B H R 24 /N, SN 25 3K s I K I
K, IINBmL 28 2. e % , SmL M A 5 /K We s , A MU B oK BRBR -0, e )5
U/ TE O R L 47 Ad (10, = 11100 9 il #50mg .

[0281] 'H NMR (400MHz ,DMS0) 88.22 (d,J=8.0Hz, 1H) ,7.35(d,J=8.8Hz, 1H) ,7.23 (t,]
=7.6Hz,1H) ,7.05(t,J=7.6Hz,1H) ,6.86 (s,2H) ,5.51 (s,2H) ,2.21 (s,3H) ,2.19 (s, 6H)
.1%C NMR (100MHz ,DMS0) 6167.0,142.8,140.4,137.7,137.1,129.7,129.2,125.8,123.7,
123.4,120.8,109.6,47.8,20.8,20.0.

[0282] A BHHR AL 1) 387 28 ek 2R S AR S ) A 410k R0 1) 2 v AR B S it 451 R AL S 05
) 2 S B 2 -

MeOOC HNHNOC
R1
So TR e
[0283] \’\\N " Cl #, Wil WA N | KAm N
N R - \\@RZ r——— LQRZ
1 2 3 R1 R1

[0284] B8 20 [ Wi+ s R HF AR VR I N R LA 14 s e FR R i (1), B R ] — AR R4 (2)
J& s IMNIEF, B E60-80°C R it PE6- 24 /NI, [ W 45 oK S, NN ZK 8 K S v, B S i 2
R 2. T8 R S AN, A B VU, e T 5 , 3T A E N o B A s B s &9
33

[0285]  EL{Adth, Frid B oMb R BT B R BT B R BN L B R SV B IR B L PR LB L B R
AR —F B F &Y D 200-500mo1 %

[0286]  HAHh, BriRfb &4 (1) H i) B B Y IR I o7 B ] LA 7 NG W 1R 3457 , 4457 , A, 645
TR AT

[0287]  H{AHh, Bridfb &4 (3) H i) B IR R IR 1 o7 B ] LA A Mg W 1R 3457 , 4457 , B4, 645
TR AT

[0288]  H{A#th, Frid &4 (5) A 1) I Ak 1 or B mT DL ARG ¥ 3467, 44 , 547 , 667 FA7 AL
H AT &

[0289]  H.fAith, Frik ik &4 (2) H IR I 3% 1 C,-C FedE \C,-C, I 75 B 3 .C,-C, 243 75
R Cy-C I (C,-C AR BEE s RPE 1 C, - C BE B C, - C M F5 7 JE . C, - C, 2R 95 A 3
C,Cp e \C,-C AR i I s RO 1 C, - i3 \C-C, FI F5 B 3 . Cy-C, A5 A 3K .C,-C
B . C,-C AR e 5

[0290]  HLfAith, Frik b &4 (3) H IR 3% 3% 1 C,-C BEdE \C,-C, I 75 B 3 .C,-C, 243 75
R Cy-C I (C,-C AR BEE s RPE 1 C,-C BE B C, - C M F5 7 J . C, -C, 2R 95 B 3
C,Cp e \C,-C L, AR i3 s RO 1 C, - i3 L C-C, FI F5 B 3 . Cy-C, A5 A 3K .C,-C
B . C,-C, Aot 5

[0291]  Hfhkit, Frik b &4 (5) H IR 3% F 3% 1 C,-C BedE \C,-C, I 75 B 3 .C,-C, 243 5
I C,-C I (C,-C AR BEE s RPE 1 C,-C BE B C, - C I F5 7 J . C, - C, 2R 95 A 3
C,Cp P e dE \C,-C AR i3 s RPHE 1 C, - i3 \C-C, FI F5 B 3 . Cy-C, A 5 A 3K .C,-C
B . C,-C, Aot 5
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[0292]  HfAdth, Fridtk) FHE S0 EY (D BRI N :2:1-5: 1, BTl B 2 B & ik
4 () PRI R 2-56%

[0293]  HAAHL, Brid b &4 (1) H54&9 (2) I BE R AL ya R :1:2-1:1;5

[0294]  E{AHh, BTl 57 AL 45 P B R CUBH 2005 DU SR L 1, 4- 3RS N IR

[0295]  HAkHL, ik /e 3 i 960-80°C

[0296]  EfAHh , Fridk S W 8] N6 /NI 32 247N Py R AT — I (1] 5

[0297] 25 35 I B S SRR R AR I N IR BT IR AL & 13 < KA Ik R 711) 5 S B 7260 °C -
120°C FHiFE12-36/NF , S BLZE B JG , I IK VR KRN, B S N B8 20T » F 2 00 = 43
BANAE, G IFA VA, TS T EN B A s HAr ik 595

[0298]  H4AkHL, BTl i /K& W, K& B &= EFE 9 :100-200mol %

[0299]  H4AkHL, BTk /K& M FHE S G 3) AR N :1:1-2:1;

[0300] B, Bk ¥4 7 €04 B L 2B L e TR

[0301]  EffHh, Frid I Bl 2 60°C 22 120°C 2 (A AT — 5 R

[0302]  HLAHN, BTid S LA 8] 2 - 6 /)N 2 [i] (AT — BN ]

[0303]  sEjiifsl5

[0304]  (1- (2-5-4-% % 3E) - 1H-1510e - 3- Bt Bk ok Sa ) & ik -

H,NHN
/ 0 o 2
9
(o] Cl N N
[0305] N NH,.H,0, EtOH, N
YW o+ Cl K,CO,, acetone N 80°C,18 h N
N F 70°C, 12 h \\QF k@\l:
1a 2a 3acl 5a ¢l

[0306]  Jz I HH AR IR I AFREAF (170 . 20mmo 146 & #1a, 0. 22mmol  2aF10. 9mmo 1 ik IR £,
B8 S5 BN 2mL P B, SR AE70°C R B RE 1 2 /N, iR 485 oIS S NN K8 2K 8, N Bl
TR SRR, SmLML AT & SR /K VR, A WUAH F TE /K B BR B T-458 , e 5 FH & e/ 1E 2 e
PR RELE 1S AR 3a . B 5, K B 45 i 45 20 1 (Al 44234, 10mmo 17K & iFFl2mL £ BE A
RO, BAESOC R B4/ NI, [ N85 R , I K K B, I 5mL 2B 2. T i
B, SmL YA Eh K BE S A AU G /KBRRR 85 T4, e T 5 - Z & W bi/ IEC fi ik RE 45
i, 797 f5a (I, =202uM) 3 4 /A 56mg .

[0307]  'H NMR (400MHz,CDC1,) 88.38 (d,J=8.0Hz, 11) ,8.08 (s, 1H) ,7.47-7.37 (m, 2H) ,
7.36-7.29 (m,1H) ,7.18(dd,J=8.4,2.4Hz,1H) ,6.87 (td,J=8.4,2.4Hz,1H) ,6.79 (dd, =
8.5,6.0Hz,11) ,5.66 (s,2H) ,4.08 (d,J=4.4Hz,2H) ."°C NMR (100MHz,CDC1,) 6163.4,162.2
(d,J=249.3Hz) ,141.0,137.0,133.5(J=10.3Hz) ,130.1 (J=8.9Hz) ,129.7 (J=3.6Hz) ,
127.6,123.3,123.2,122.8,117.2 (J=24.8Hz) ,114.7 (J=21.2Hz) ,109.5,50.1.

[0308]  sLjitafsil6

[0309]  1-(2,4- & RIE) - 1H-Mg|k - 3- B IBE FH S b I 5 A -
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o H,NHN

/ o o
0, F
(o] N N
[0310] N NH,.H,0, MeOH, N
\N + cl KgCO;, acetone N 80 aC, 18 h - N
' (-]
NoF 70°C,12h \\QF LD\F
1a 2b 3b F 5b F

[0311] & S A AR I FREUEF 90 . 20mmo 14 A4 1a, 0. 22mmo 1 2bF10 . 9mmo 1 B FR4H ,
b6 5 NN 2mL P B, SOREZETOC R (IR RE 127NN, SR 45 3RS, DN K K S 2, I N Bl
LR TERRE , SmLIE AN & Ehok ek , A LA FH TG /KBR R B T4, e T J5 F & e/ IE O e
PR RE L 15 AR 3D B 5, K B 45 A5 20 1 (A 443D , 10mmo 17K & i Al 2mL FE B M
RO, RN AES0C R BN FEA/INET , RN 25 R, IR KN, IINBmL £, P8 2. P
B, SmL AT b /K Pes , A HLAE G K R B BE T4, e /5 F & W bt/ 1 O i ik R E 45
&, 377 i 5b (IC,,=222u\) A L [E A5 1mg .

[0312]  'H NMR (400MHz,CDC1,) 88.35 (d,J=8.0Hz, 1) ,8.10 (s,1H) ,7.49-7.40 (m, 2H) ,
7.31(ddd,J=8.4,6.0,1.6Hz,1H) ,7.12-7.03 (m,1H) ,6.91-6.73 (m,2H) ,5.59 (s, 2H) ,4.08
(d,J=4.0Hz,2H) ."°C NMR (100MHz,CDC1,) 8164.2(d,J=11.9Hz) ,163.4,161.7 (dd,J=
12.0,2.4Hz) ,159.2(d,J=11.9Hz) ,140.7,136.8,130.8(dd,J=9.7,5.2Hz) ,127.5,
123.2,123.0(d,J=42.4Hz) ,119.0(dd,J=14.9,3.8Hz) ,112.0(dd,J=21.3,3.8Hz) ,
109.4(d,J=1.5Hz) ,104.2 (t,]=25.3Hz) ,46.2(d,J=4.1Hz) .

[0313]  SEjiifs]7

[0314]  1-(2,6- 5% 3E) - 1H- 15 - 3- BREE IS C 1) & -

H,NHN
/ (o) ° 2 o
o]
o ¢l R
[0315] Ny NH;.H;0, EtOH, Nci
By« Cl Na,CO,, THF N 80°C,18 h N
_— _—
H cl 70°C, 12 h
1a 2¢ 3c Cl Sc ¢i

[0316] Sz N AR AR IR I ANFREUEF 0 . 20mmo 146 &9 1a,0. 22mmol  2¢ 10 . 9mmo 1 AR BR 4N ,
B J& hn N 2mL DY SR , ) NAETOC R [ FE 12/, [ BEZE IS, IR KRN RN
5mL TR TG R, SmL P RO Eh /K BEvs , A HUAE e /K R ER B6 -1, e+ 5 F — & e/ 1
CLbEMAR R ESE 0, 73 P B A3 e o B J , % 2 45 i 15 211 Hh TR 443 ¢, 10mmo 1 7K & kA 2mLL 2, B i
NN, R BAESOC T B i 4/ NI, [ B4 G s NN KK RN, I 5mL 2 T8 2.
SRR , SmL YRR B Eh/KPEds , A AUAH FH G K SRR T4, e F & bt/ IE C btk R E
2hdh #3755 e (1C,,= 181uM) N i fA56mg .

[0317]  'H NMR (400MHz,CDC1,) 88.34 (d,J=8.4Hz,1H) ,7.99 (s,1H) ,7.55(d, J=8.8lHz,
1H) ,7.48-7.41 (m,1H) ,7.39(d,J=7.6Hz,2H) ,7.33-7.27 (m,2H) ,5.79 (s,2H) ,4.02(d,J=
4.4Hz,2H) ."°C NMR (100MHz,CDC1,) 8163.4,141.2,137.1,136.5,131.1,130.5,128.8,
127.2,122.94,122.85,122.6,109.7,48.3.

[0318]  SLjififsl8

[0319]  1-(2,4,6- = FHEE-RIEL) - 1H-Ng(M4: - 3- Bk k5 d 1 & B«
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o

/ o}

(o]
0 A NH,.H,0, 'PrOH N
[0320] (‘;j:\r /ﬁj:\m K,CO,, acetone H'N ? ;D:C.'Wh , N %
.N = - * L
N 70°C,12h
H
1a 2d ad 5d
[0321] ¢ I A AR I FREUETF 90 . 20mmo 14 A4 1a, 0. 22mmo 1 2d F10 . 9mmo 1 B R4 ,
B S5 IO\ 2mL R B, 2 8 ZE70°C R Bl BE 12/, S 8 45 5 J5 , I ZK V8 5K [ 87 5 N 5mL
LR MR, SmLY AT e b /K P s , B WUAH B e /K B BR BE 1088, fie T F & b/ IE e
1 ZRE S5, 5P AR Sd . B i, B B A5 A5 20 1 vh [A] 44 3d , 10mmo1 7K & Al 2mL S P B in N
SSI A, SN AES0C TR [l it REA /NI, S B 45 TR G, N IK VA K N, NN 5mL 2, R £ Fig
FiR , SmLYE AN & TRk Weiss , A UM A E K BRI BE T4, i T )5 & e/ IE L ek R EE 45
i, 797 i5d (IC,, = 188uM) 3 (A [ #£49mg .

[0322]  'H NMR (400MHz,CDC1,) 88.33 (d,J=8.0Hz, 1H) ,8.00 (s,1H) ,7.40-7.33 (m, 1H) ,
7.32-7.23(m,2H) ,6.91 (s,2H) ,5.52(s,2H) ,4.02 (d,J=4.0Hz,2H) ,2.3 (s,3H) ,2.28 (s,
6H) .'°C NMR (100MHz,CDC1,) 6163.6,140.9,138.4,138.0,136.0,129.5,128.6,127.0,
123.1,122.8,122.6,109.7,48.1,21.1,20.3,

[0323]  sjiEfs9

[0324]  1- ((4=d L) HHJE) - TH- 5| - 3- i ok il De I & K«

/
HoNHN

/ o i .
o, E

. ™ ¢ NH,.H,0, EtOH, N g

[0325] . Cl KHCO,, acetone N F  g80°C,18h N F
L -
’ o
N F i F 70°C,12h . B
1a 2e 3e F E 5e F E

[0326] sz 83 A Y In A PR B R 0 . 20mmo 14k &4 1a, 0. 22mmol  2e F110 . 9mmo 1 Bk FR
B B S N 2mL P R, SONEAETOC TR B 127N, SOS&5 3RS I\ K K R S I
SmL 2R 2 T, SmL A A $h /K Whik , B WA B JTC K BRBR BE T8, e T fa F & e/ 1F
CUEfR RE L, 73 AR Se il J5 , 44 B 45 i 45 B R 18] 4 3e , 10mmo 1 7K A AN 2mL 2, B i
NN, R BAESOC R Bl i 4/ N 5 [ B4 G s NN KK R NE, I 5mL 2 T8 2.
i B » SmL A A Eh /K P, A WLAH K SRR BE -0k, e T 5 P &0 e/ IF S bidk R
4 5, 1377 b 5e (IC,, = 115uM) Jy 3 5 f452mg .

[0327]  'H NMR (400MHz,CDC1,) 88.35 (d,J=8.4Hz, 11) ,8.06 (s, 1H) ,7.56 (d,J=8.4lz,
1H) ,7.50 (t,J=7.6Hz,1H) ,7.33 (t,J=7.4Hz,1H) ,5.63 (s,2H) ,4.07 (d,J=4.0Hz,2H) ."°C
NMR (100MHz,CDC1,) 8163.1,145.7 (dm, J=248.6Hz) , 141.8 (dm, J=254.9Hz) ,140.7,137.7
(dm,J=249.6Hz) ,137.4,127.8,123.3,123.0,122.9,109.3 (td,J=17.6,4.0Hz) ,109.1,
40.3,

[0328] s f510

[0329]  1- (2- (= H 3E) A5 3E) - 1H-Mg|m - 3 - BREE IS I & %«
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cf H,NHN

/ a *
o
CF
[0330] o 3 3 NH,.H,0, EtOH, N
Y = Cl K,CO0,, CH3CN N 80°C,18h N
N 80°C, 18 h L@ \\Q

1a 2f 3fF;C 5f FyC

[0331] NI A AR I FREUEF 40 . 20mmo 14t A 1a, 0. 22mmo]l 2£ 710 . 9mmo L B FR 44 ,
B8 S I 2nL ) [ BLAESO C TR El bt # 18 /NI, S S48 SRS S TN KR KRS, I\ 5L
LR CTERRE S A /KBRS , AL I TE R BRERR B T4, e T Ja T — & e/ IE U e
R ZREL LR, 15 RIARSE o B8 5, K B 5 A5 B b (8] £ 31 , 10mmo 17K & AN 2mL Z B NN
R [ SEAES0C T [ JER FE 4 /N S S SESS R S IR K SR TN Bl 2,18 2, T i
B, SmLYE AN 3K Pedk , A HLA A TEK BRBR B 06, e Ja U e/ IE C b ik R EE 45
&, 377 5 (IC,,= 115u\) Sy £ [ #£58mg »

[03321  'H NMR (400MHz,CDC1,) 88.40 (d,J=8.0Hz, 1H) ,8.11 (s,1H) ,7.73(d,J=6.8Hz,
1H) ,7.44-7.34 (m,3H) ,7.31 (t,J=8.4Hz,2H) ,6.62(d,J=7.2Hz,11) ,5.83 (s,2H) ,4.10
(d,J=4.4Hz,2H) ."°C NMR (100MHz,CDC1,) 8163.4,141.1,137.0,134.8(q,J=1.3Hz) ,
132.5,128.0,127.8,127.7,127.4(q,J=30.7Hz) ,126.20 (q,J=5.6Hz) ,124.4(q,] =
272.1Hz) ,123.3,122.8,109.4,49.6 (q,J=3.3MHz) .

[0333]  SEjitifsl11

[0334]  1- (4- (ZHH L) “FFE) - 1H- 5[ - 3- BRTSE A5 1 45 1k -

; o o HNHN
°_o
[0335] N NH3.H,0, EtOH, (:Iz:
N 4 /@A Cl K,CO;, acetone N 80°C,18h ~ N
H’ FiC 70°C,12h ﬂCFs k@\m&
1a 2g 3g 5g

[0336]  Jg V3R AR R I AFREL IR0 . 20mmo 1AL &4 1a,0. 22mmol  2g 10 . 9mmo 1 Bk B 2 ,
Bt J5 AN 2mL A B, [ SAETOC R [ A3 B 12 /N S S48 B S N K 388 2K RS, I\ 5mL
LR CTERRE S A /K BEE , AL I TE R BRERR B T4, e T Ja T — S e/ IE U e
PR R B, 13 Al 3g . Bl K T A5 i A5 B 1R v 1] 4A 3 5 10mmo 17K £ ik Fl2mlL £, /7K i
NSNS [RBEAES0C R AL FE4 /NN S S 245 U » IR KRS, IR\ Bl LR 24
R R, SmL A B BR /K e , A WU I T K BRI B, T, e T /5 H — S0 e/ IE U b iR R
ghdh 7377 i 5g (1C,,= 168uM) N (i {5 1mg .

[03371  'H NMR (400MHz,CDC1,) 88.38 (d,J=8.4Hz,1H) ,8.10 (s, 1H) ,7.57 (d,J=8.0Hz,
2H) ,7.45-7.39 (m, 11) ,7.37-7.29 (m,2H) ,7.28 (s, 2H) ,5.65 (s,2H) ,4.09 (d,J=4.4Hz,
2H) ."°C NMR (100MHz,CDC1,) 8163.4,140.9,139.9,136.9,130.6 (q,J=32.5Hz) ,127.6,
127.5,126.0(q,J=3.8Hz) ,124.0 (q,J=270.6Hz) ,123.4,123.3,122.9,109.4,53.0.
[0338]  Sjitifsil12

(03391 (1- (2,4~ G FHE) - TH-M5| -4~ BRI AHFON A 5 A
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NHNH,

0 _O._ o}
0._0
I
o ¢ &\’*N NH3.H,0, EtOH, N
[0340] (N /@f\m K,COs, THF N 80°C, 24 h N
—_— P
i °
N o 70°C, 18 h LQ& \\Qm
1b 2h Shey

3h Cl

[0341] S W3R HP AR R I A FR B0 . 20mmo 1 4b &4 1a, 0. 22mmol  2h 110 . 9mmo 1 B B 44
B J& hn N 2mL DY SR , ) NAETOC R [ FE L8/, [ B IS, N KB KRN RN
5mL 2R £ T B, SmL AR AT B £ /K Beds , A HLAR I JC /K SRR B 48, e 5 H & b/ 1k
CUGEAR R 4, 15 R AR 3h B J5 , 44 .25 dt 45 201 R 1R) R 3h , 10mmo 17K A A 2mL £ B I
N B, )RBEAES0C R B #E 4/, s N85 RS, N IR K R R, I 5mL 2 PR 2,
B R, SmL P AN $h/K P, A WU K BRBR B T4, e T 5 Fl — & ke / IE QL ik R E
4, 15877 ih5h (IC, = 198u\) A [ €6 f455mg

[0342]  'H NMR (400MHz,CDC1,) 88.49 (s,1H) ,7.53 (d,J=8.0Hz,1H) ,7.49-7.44 (m,2H) ,
7.44-7.38(m,2H) ,7.10(dd,J=8.4,2.0Hz,1H) ,6.70 (d,J=8.4Hz,1H) ,5.70 (s,2H) ,4.20
(s,2H) ."*C NMR (100MHz ,DMS0) §165.9,140.2,134.2,134.0,133.3,133.2,130.9,129.1,
127.7,126.7,126.1,121.6,119.9,112.7,49.2.

[0343] A B HR AL (10 37 20 M U5 25 2 A B0 1 A 00 510 50 1) 2% 70, BT I St 491 Hh Ak A 48
) S B R 2R

OMe NHNH,

OMe & -
o]
[0344] . /@\/‘01 W VR, W B _ kA N
| N g . N N, W N
" -
H Cl

6 2a 7 o cl

[0345]  Z5—30 [ B & NI AR R I ON FRERCAT () 2H - 5[k - 5 - SR R HH i (6) , B FH2, 4- —
A-1- (EH ) 7K Qa) Ja, RMTE60-80°C R it £6- 24/, [ B 45 IR JG , I KR K v
BE J5 M B8 B8 , 3w =1y BA N & AU, e T 5 , 3347 2T o s i3
H AR &7 s

[0346]  E{Adth, Frid B oMb R BT A R SUET B FR BN B R SV R TR B R L0 L B R
AR —F B F &Y L 200-500mo1 %

[0347]  HfAdh, Fridkr) FHE S0 EY (D BRI N :2:1-5: 1, BTl B 2 B & ik
4 () PRI R 2-56%

[0348]  H4kHL, Brid &4 (1) H4b&9 (2) I BE R E b yu R :1:2-1:1;5

[0349]  E{AHh, BTl 57 L5 P B R CLBH 205 DU SR 1, 4- 3RS N IR

[0350]  HAHL, BTk /e B2 B 60-80°C

[0351]  H AN, Birid [ LA 6] 6 /0N 22 24 /N Py (R4 — s (] 5

[0352] 25 30 I M S SR R AR I N R B IR AL S 0T, KA BRI 511 5 S B 7260 °C -
120°C FHERE12-36/N0] 5 [ S48 3R e, NN KK S, B JE NN 288 2.1 » Fl dhiE s =k i
JEREAA B 5 F R B AN, &R ENUR, TG, AT R ENT 2 B a3 B ARk
“ 48,
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[0353]  H4AHL, BTl i /K& W, /K& B B &= E 9 : 100-200mol %
[0354]  H4kHL, BTk /KA W FHE S EY (D) M AEI N :1:1-2:1;
[0355]  EL{AHh , Fridk ¥4 7 €04 R B L 2B S TR

[0356]  ELfAHh, Frid I Bl FE60°C 22 120°C 2 (Al AT — 5 R 5

[0357]  HAAHN, BTid S LA 8] 2 - 6 /N 22 [i] (AT — BN ]

[0358]  SLjififs13

[0359]  2- (2,4~ Z&HE) - 2H- WM - 5- B P IR 8 1 B il «

OMe NHNH,
OMe o (o]
[0360] /@f\ Cl Na,CO;, acetone N N2H H,0 [ °N
| " c Cl 70°C,12h N S, N\
Si )*m @‘c'
. 7 o 8 e

[0361] }ifhiﬂmj@@}\ﬁﬂ)\ RENIF-70 . 20mmo 14L& 46,0 . 22mmo 1 2aF10 . 9mmo 1 B FR 4T , 6
Ja IN2mLTA B , S S AET0°C R [ RE 127N, [ 45 3R G , N 7K K S B, N 5mL Zs
R £ e R, SmL AR & 2R 7K eds , A HLAH A TE K B BR A T4, e T 5 A & e/ 1E 2 e A
RELE G, A3 AT o B S5, K E 4 45 30 0 R EART , 10mmo 1K A JFRN2mL 2 BN S SR
W, RBEAESOC R [ A HE4 /N OB SE RS, I KK B, I N BmL £ B8 £, Ba i B
SmLL R B £h /K Wik, A HUAH F TC /K BR ER B T4, e 5 F & P e/ IE 2 i i R E 45 4, 15
778 (IC,,= 119uM) 4 €[ #£53mg .

[03621  'H NMR (400MHz ,DMS0) 69.72 (s, 1H) ,8.66 (s, 1H) ,8.28 (s, 1H) ,7.68 (dd,J=8.8,
1.6Hz,2H) ,7.61(d,J=8.8Hz,1H) ,7.44 (dd,J=8.4,2.0Hz,1H) ,7.17 (d,J=8.4Hz, 1H) ,
5.77 (s, 2H) ,4.47 (s, 2H) .*C NMR (100MHz,DMSO0) 6166.6,149.1,133.8,133.7,133.2,
132.0,129.1,127.9,127.1,126.6,124.5,121.3,120.7,116.9,53.6.

[03631 7 BH $& (46 100 37 75 0 3 2 52 A 0 ) e 00 1) 5500 1) % 7 ¥k R A8 FLBRIEE IR TT R A N
L B St 5 FR AL A 09 1) R B 2R

o)
OH o NH,
D (1) ST, W, A W
N - P
L0364] (@) 'K, BE "
KQ\‘:' \QCI
Cl 9

e ci
[0365] 35— I L« [ W HH AR I AR IUAF IR 1 - (2,4 - &R 2E) - 1H- 15| - 3- R IR
(4a) FE TG, FEREAT IS TR SR ORGP, FE0°C T G2 123 InSUAG ], ZE 1 P AR U OB
FEZ IR Z50°C FHHEL- 37NN, S B 25 A JE IR R N, B Ja IO\ B8 B8 5 3 TR
oSN, S IV, e+ 5 BERHET T — PR,

[0366]  FE4AHh , BT ik SR )y = S AR B 5 S b 1 — A, AR FHEE A -
110-200mol % ;

[0367] A 4Ah, Frid @A HE S5EY) da) B AEHE A 1.1:1-2: 1, frid AL iR
FIR P 2 REY (D) P21 1-24%;

[0368]  FL A, Bk 5 71 A 4% VU SRR L 1, 4- 5SS AT B
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[0369]  H Ak, prad g SR SRR b SO, PEPE SR B FE AU 2R

[0370]  H.f&th, Brid S B = I 22 50 °C A — I B

[0371]  H AL, BTid [ SLES 6] 6 /N 22 247N Py (R4 — B[] 5

[0372] BB R i R B H AR IO b — P B =K, 7R 1 SR A, ROV
EZER FHFE10-3070 8, IS5 R 5, MK K WL, B S M 1R £ B F 3 iR = 47
HEANA, S FFE VA, T 5, AT E T 5 45 B brib 54909,

[0373]  HAHh, BTl A iR 0 =K, 2K RS 2 : 100-200mol % 5

[0374]  Hfkth, Frid 2 /KEIHE S EY da) PRI N :1:1-2:1;

[0375]  ELfAcHh, Brid I Wil B R =5 i s

[0376]  HAAHN, BTid S LA 6] 910 - 3040 Bh - 18] AT — B [H] 5

[0377]  Sjitifsl 14

[0378]  1-(2,4- &3 - 1H- M- 3- FEBE L9 & Ak«

A

o
OH ° NH,
“N (1) SOCI,, THF, 50°C, 2 h “
[0379] N > N
(2) NHzH,0, RT
O oS
“m 9 ¢l

[0380] S S AR R M FRELEF ) 1 - (2, 4- 55 3) - 1H-g|W -3 - ¥R 1% (4a) NP kI
J&  BEAT AR SRS FEO°C TR R I S AR, 1 R AR U o, ROBIAES0C R b2
NI S R S5 SRS N KR KN B8 N B2 B 5 R AR W0 2H 23 B HLAH, 508 A
HURH BT S54RI th iR A B T R — 2P RS

(03811 SKf b — 3 s A BB o 1R AR I SR 5 S BEAE 50 e RE 1073 81 S
REEE RS TN KV KSR S NGl 2R £, T % » SmL M A fr /K e e » A WL FITE KB
MR T14, ie 15 Fl — S bt/ IEC bk RE LG, 13779 (IC,,=498uM) y H tuffl f46mg .
[0382]  'H NMR (400MHz,CDC1,) 88.41 (d,J=8.0Hz,1H) ,7.47-7.44 (m,1H) ,7.44-7.40 (m,
1) ,7.39-7.35(m, 1H) ,7.33 (t,J=7.4Hz,11) ,7.12(dd,J=8.4,2.0Hz, 1H) ,6.88 (s, 1) ,
6.67 (d,J=8.4Hz,1H) ,5.68 (s,2H) ,5.51 (s, 1H) .°C NMR (100MHz,CDC1,) 8164.5,141.3,
137.9,134.7,133.3,132.4,129.62,129.55,127.8,127.6,123.32,123.26,123.2,109.4,
50.2.

[0383] A i HH 2 () B R M I35 3 2 A L [ 400 ) 790 1 5 5 9k B AE LRI T P AR S
DL B S i 51 A 5 10 31 S L 2 -

o] —_— ° NHNH,
2 OMe N N
+ — =
N cl cl LQH \\Q‘m
10 2a 13 CI

1 ¢l
[0385] 55— 2D S W« S 3R A MR U B B ) TH - B e - 3 - SR IR R I (10) , B2, 4- —
F-1- G 2K (2a) Ja, IR S 7 5 [ N AE60-80°C T Hit 6 - 24 /N, S N 25 3R Tl
NIKPEER SN B8 Ja IR R B R0 =0 B A B, &R E IR, ie T )5, T A2
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Mo B ai s Hintb 59115

[0386]  EL{Adth, Frid B oMb R BT B R BT B R AN L BRSBTS L B R
AR —F B F &Y 200-500mo1 %

[0387]  H4Adh, ik FHE 54 E% (10) R A 2:1-5:1, Frid B 2 B &4
&Y (D YRR R 2-56

[0388]  EfAHh, Arid k&4 (110) 54654 (2a) () BE /RS ELLVERE A :1:2-1:1;5

[0389]  EL{AMh, ATk 77 L5 PR R CUBH 2005 DU SR L 1, 4- 3RS N R

[0390]  H.AHh, Birid /e B3 B 60-80°C

(03911 ELfAHh , Fridk S B 8] M6 /NI 32 24/ N Py R AT — I (1] 5

[0392] 58 0B R B« JRONOIE A AR IR B A AL A 0 L1 K& RIS 7, B s 1R 471 1
SRR, [BAE60C -120°C R HtRE12- 36N, [ 45 TR I K K ST BB JE TN 2.
i 2T, AR AN, & 3R E VAR, e T 5 , 3T A B o B A s B s &9
13;

[0393]  EffHh, Fridk s /K& M, 7K A I 2= F 2 : 100-200mo1 % ;

[0394]  HAkHL, BTk /K& B HE S0 EY QD B AR :1:1-2:1;

[0395]  ELfAHh, Bk V45 7 €04 B L £ B S TR

[0396]  ELffHh, Frid I Bl 60 C 22 120°C 2 (A AT — 5 R s

[0397]  H4AHh, Brid e LA 8] 92 - 6 /)N 22 Ta] B4 — B ] 5

[0398]  Sjtifs|15

[0399]  (1-(2,4- &3 - 1H- 15|k - 3- B Bk Ak 1300 & Bl -

o O\~ NHNH,
O\ _ome one @{
[0400] (‘:I§ . /@f\cl K,COs, acetone ) _ NHH O N
N cl cl 70°,12h e K@“'
10 2a \Q\c' Be

1 ci
[0401] Sz 83 HP AR VR I N FR B0 . 20mmo 146 & 410, 0. 22mmol  2a 10 . 9mmo 1 5% FR 44
B8 S5 I 2mL P B, S8 AE70°C R B AR 1 2 /N, R 485 oS S NN K8 2K 8, N Bl
TR SRR RS, SmLML AT & SR /K VR ik, A HUAH F JE /K B BR B T4, e 5 FH & e/ 1E 2 e
Tk R E LS A AR LB 5 B EE 45 S5 B A R AR 11, 10mmo 1 7K A kAN 2mL BN
RO, [N AES0C R Bl S R A/, SN 25 3RS N K KOS, I 5mL 2. R 2. Tig
B, SmLAE AT Eh /K e , B WA JC K B BE T4, e T )5 A & F e/ IE O e ik 3R EE 45
i 372 13 (IC, = 237uM) [ 453mg
[0402]  'H NMR (400MHz,CDC1,) 87.96 (d,J=6.0Hz, 11) ,7.71 (s,1H) ,7.46 (d,J=2.0Hz,
1H) ,7.33-7.27 (m,3H) ,7.17 (s, 1H) ,7.11 (dd,J=8.4,2.0Hz,1H) ,6.63 (d,J=8.4Hz,1H) ,
5.39(s,2H) ,4.15(s,2H) .*C NMR (100MHz ,DMSO0) 6164.7,136.2,133.6,133.5,130.8,
130.5,129.2,127.9,126.7,122.5,121.5,121.1,110.5,109.1,47.0.
(04031 7 J BH $12 (46 100 37 75 M Y 2 52 A 0 ) e 00 1) 5500 1) % ¥k R A8 FLBRIEE IR TT R A N
L B St 5] oR AL A AR SN B 28R «
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0,

[o) OMe
OMe
@§ /g\cu B, WA, B N W, WA, BB
* P e —— N -
N cl Cl
1oH 2 ¢l
" 1 CI

[0404]

o
OH o NH,
N\ D SUCERR, W, B \
g@ KAk WA, WA 5
Cl
. w S

[+]
[0405] 55 —20 [ N7« 5 B J HH AR ORI N FR A (1) TH - W] W - 3- R R F g (10) , B A2, 4- —
A-1- (EHE) K Qa) Ja, BRI, RMAE60-80°C FHiHE6- 24N, [ B45 K )5
TN K SN 5 i S DI R 21 B iR or B WU, & IEE U, e+ )5 , 34T #
ENT o B a3 B A a1
[0406]  EL{Adth, Frid B oMb R BT B R BT B R BN B IR SV B TR B L R L L B R
AR —F B F =Y 200-500mo1 %
[0407]  H4idh, ik FHE 540 &% 10) R A:2:1-5: 1, Frid B 2 B & 4
&Y (D YRR R 2-56
[0408]  EfAHh, Frid b &4 (110) 54654 (2a) I BE RS ELLLVEE M 1:2-1:1;
[0409]  EL{AHh, BTl 57 L5 P R R LB 2005 DU SR L 1, 4- 3RS N R
[0410]  H4AHL, BTk /e B3 B 60-80°C
(04111 EfHh , Frid S BB 8] 67N 32 247N Py R AT — I (] 5
[0412] 25 =35 [ B SRR R AR ORI N R BT R A0 B 0 L L BRI 3 711) 5 7815 PR SR S
H, RMAE60C -120°C NP 12-36 /N, [ M5 3R i TN KB K R N, B 5 NN L BR 2.
B, o0 A VA, AN, e TG, 37 A E o S a1 B i 5412,
[0413]  EfRHh, Bk S S8 A0 AN S B R 1 —Ff, Bk FH &V R - 100-200mol %
[0414]  HEfkth, Fridk) FHES0EY (D B AR Y 1:1-2: 1, Frd B 2 B & ik
4 (D) PRI R 1-26%;
[0415]  H4AHN , BTl i AL 46 H B/ /K B/ 7K DU SR / 7K S TR/ 7K 5
[0416]  EAKHL, BTid e B il BE N = i 2260 °C 2 (B R AE— R B
[0417] RN FIRE60°C 2 [H AT
[0418]  EfAdh, Fridk s SIS B] D12~ 36 /N 2 [A] AT — N [A] 5
[0419] 25 =30 [ 87« s R P AR IR DN TR BT TR A A 0 L 2 RN 57 5 B S5 13047 T P SR £
1, 7E0°C T M2 A AR, 7R PR SRR, S BRI R R 1- 3/, i B 4 3R
Ja N IKEE K S S, B Ja N B8 <08 F A3 W 2H oy B A LA & 3B U, e T 5 L%
BT N —2B R
[0420]  EfAHh, Bk & AR A — &0 ARR L S0 i — R, &SR 2V A
110-200mo1 % ;
[0421]  Hfkth, Fri® S AFI HE S0 EY o) AR 1. 1:1-2: 1, frid &4kt
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AP &N EY (D) PRI R L. 1-265;

[0422]  HAAHh, Prk i FI A FE DY SRR 1, 4- —50SH . SIEAPI ;
[0423]  HfAHh, prad it SR SR R SOV, FE M SR B R J U 20
[0424]  Hf&h, Brid KOS BE R = I 2250 °C A — R AL

[0425]  HLAAHN, BiTid e LA [E] 27N 22 6 /0NEF P AT — B 1] 5

[0426]  EEPUID e Wi« e B H AR IO b — B B =K, 7R 1 SR A, ROV
EZER FHFE10-3070 8, IS5 R 5, MK K WL, B S M 1R B » F 3 iR = 77
HEANAE, & FFE VA, T 5, T ET 7 5 4 s B brfb 5414

[0427]  HAkHh, Bk i /K& B, /K& W 255 9 :100-200mol % ;

[0428]  H.fkth, fridsK& P HESWAEY (12) BTREBE R :1:1-2:1;

[0429]  HfAHh, Prik i 55 6055 H I L L0 57 I I s

[0430]  H4AHh, BTk S B B == 5

[0431]  HAAHN, BTk [ SIES 6] 10 - 3040 8h 2 8] AT — B [H]

[0432]  SEjitifs]16

[0433]  1-(2,4- ~&CFHE) - 1H-N5] -3 - FH R i 1 4FK) &5 e -

0
0 OMe
OMe NaOH, MeOH/H,0,
\ . /g\cl K,COs, acetone N\ 60°C,18h
N cl cl 70°C, 12 h
H cl
10 2a

1 cCiI

)
A

[0434] -

OH o NH,
A\ 1)SOCI,, THF, N
N 50°C,2h d
ﬁCI 2)NH, H,0, RT
14 =l

12
Cl al

[0435] Sz 83 HP AR YR I N FR B0 . 20mmo 146 & 4010, 0. 22mmol  2a 10 . 9mmo 1 5% FR 44
B J5 hn N 2mL TR Bl , [ REFE70°C R Bl RE 12/, [ RE4s RIS i\ KV K 87, AN 5mL
LR CTEFRRE , SmL LRI Eh/K ek , A MU G /K BRI B T2, e+ /5 L =& ke / IEC b
T R E L S AR L.

[0436] B 5, B 45 A3 I R AR LL, 0. 40mmo 1 & B AL AN AT 2mL DY S ki /7K (1: 1) VRS
AN R I, SONAE 2R RBP4 /N 5 [OBEZ5 R S N ZK B KR NE 5 RN BmL 2, B
S TERRRE , SmLAL AN EhyK ek » A MM FH TG /K R BB T4, e 5 H & b/ IEC ik &
HLE 5197 5 128 B b 4£50mg .

(04371 Je SN H AR IR N FR B R A6 & 0 1 2 F0 DU SRR = » BEAT A8 1 SR RS, FE0°C TR
RIS N A AR, 1 TSRS R, SONAESOC R BERE2 /NI, £ SN 45 R R I\ IK R K
L, B8 JE N R LB, A4 0 =53 BS B AU, & FEA HLAR, e+ 515 20 1 v (8] 4 B 42
HT TR,

[0438] ¥ |35 e NiA5 B T )44, 10mmo 1 7K & Al 2mL 2 BE NN S SR e 5 IS AE %5 1
NERFEANSS SRS S I IKEE KRN, TIN5mL B8 £ B 0RE , SmL i A8 Eh K Beidk
AN oK BRI BT, e+ 5 F — S P e/ IECL e ik R EL A5 it , 1577 il 14 (I, =482uM)

39



CN 113683567 A ﬁ'ﬁ HH :F; 27/32 1

N L 4R40mg .

[0439]  'H NMR (400MHz,CDC1,) 88.01 (d,J=6.8Hz,11) ,7.73 (s, 1H) ,7.46 (d,J=2.0Hz,
1H) ,7.35-7.27 (m,3H) ,7.11(dd,J=8.0,2.0Hz, 1H) ,6.64 (d,J=8.4Hz, 1H) ,5.73 (s, 2H) ,
5.39 (s, 2H) ."*C NMR (100MHz , DMSO) 8166.2,136.4,133.7,133.43,133.39,131.8,130.7,
129.2,127.9,126.8,122.5,121.6,121.1,110.6,110.5,47.0.

(04401 7 BH $12 (46 100 7 75 0 38 2 52 A 0L ) e 00 A1) 7500 1) % ¥k R A8 FLBRIEE IR TT R A N
DL B9 S it 451 A6 A 1O S I B 2 A -

/E:Ij\ N
u %, WL, (:E( cl N

N' W, WA

15 17 ¢l
[0441] O ome o NHNH,
o —
%./\Lom A KA N
B — e N - ’
e, B N B, WA N
BeEdk, WA, B
ﬂc, ci
18 Cl 19 ¢l

[0442] 55— /N« JRONEIE R AR O FR B (g g e (15) , Ak B 70 AV 571 )i, e R AE =
TN HFE2-4/N, [ROBEEE RS IR K N, B 5 N G BR L B A4 TR =F o s A AL
LA FFAN, T 5, AT Z 7 B Al 1s H intb 5416 ;

[0443]  H4AkHL, BT iy S A AN S A A B A I — B, Bl B VS 2 : 100-200mol % 5

[0444]  H 4k, ikt FHES540E% 05) AR A 1 1-2: 1, Frid B 2 s &4
&Y (D MRRI R -26

[0445]  Bfdctth, Frid b &4 (15) ST 00 BE Ry B L VE R R - 1:2-1: 15

[0446]  H A&, Bradk i 55 9N, N- — FH B F i

[0447]  EAKHD, Brid s 3 i B 2 i 5

[0448]  H KN, BTid S LA 8] 27N 22 47N P A — B 1] 5

[0449] 58 0 N« IRONIIE AR O R B A6 B 016 B FI2 , 4- &0 -1- (EH 28 K
(2a) , B JE TN R BE ¥ 771, [ BEFE60-80°C R 4416 - 24/NiT, e B 45 BRI 5 I\ KR K N

BE J5 M B8 2.8, W21y BA N & AU, e T 5 , A7 2T o s i3
H A&7

[0450]  EL{Adth, Frad oMb R BT B AR BT B R BN B IR SV R TR B PR L L R
A — M, B FH B YE L D : 200-500mo1 %6

[0451]  H 4k, ik FHE 540 &% 10) R A:2:1-5: 1, Frid i 2 B & 4
&Y (D YRR R 2-56

[0452]  EfAkHh, Brid b &4 (110) 54654 (2a) I BE RS ELLLVEE M 1:2-1:1;

[0453]  EfAkHh, ATk A FIEFE AR AR 0 DU SRR L 1, 4- 8 N3

[0454]  HAAHN, BTk /e B B 60-80°C

[0455]  HAAHN, BiTid [ SLES 6] 6 /0N 22 24 /N Py (R4 — B[] 5
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[0456] 5 =20 [ N« [ NI AR ORI N FRERUF BTG 1T R AR A 71 6k, J FC A R0 0 TR
FEHIRES , AR 5 I BE v 77, B Ja BEAT 8 1 AR I, OBIAEL00°C - 120°C R ik 12-24/)
i, SO R TN KR KON, BE e N 2R 2.8 , FH e e -3 e A, B8 S5 FH 20 V00
oy AN, & IHANAR, e T )5, ST ENT 7 S aitb 53 B s 5418,

[0457]  H AR, Firadk 4 3 A0 1 A0 750 A I R A0« G4 AR L 1R AL A0 RN = LS R A vh 1 — b,
7R R YE I A : 10-20mol % ;

[0458]  E.fAh, Frid BEACAA A = 2K IEBE . = IR IEBE AL, 2- XU (LRI B L b il — b,
JRE LA ) FH & A 25-50mo1 % 5

[0459]  H{AkME, FTIR TR 9N, N- 55 P 5 2 i Rl = 2 e R 1) — Folr, 1 FH el L Dl < 200 -
300mo1 % ;

[0460]  HAAHN, BT fb A4 (17) Fod P4 22 F BR e 1) BE AR B LY Rl Dl < 1:2- 1255

(04611  HA&h, Briff S NI 779N, N- 3 i

[0462]  HfAHh, prad gt SRR b SO, TEPE SR B FE AR 2R

[0463]  E.fAh, Brid K B A 3 B2 9 100°C - 120 °C HH A — L L

[0464]  HAAHN, BTk S SLES 6] 12 - 247N 2 8] PR AT — B[]

[0465]  SEUUID 2 B« [ NI H AR IR B U A6 A 0 18 /K & F RV 7, B 5 1R 471 1
SARCRY, IOBIAE60°C-120°C R Hi k2 -6/, S BEZh R NI K 87, B JE TN 1R
L8, A0 S S AN, &I E VA, T 5 3T 1 Z 0 70 B 4 1s H Artb & 419,

[0466]  HAAHN, BTl i /K& W, K& B &= EFE 9 :100-200mol %

[0467]  HAAHL, BTk /KA W FHE S0 &Y (18) K AHEHE :1:1-2:1;

[0468]  H A, Prak i 55 (055 H B L L0 57 I I

[0469]  H A&, prik Je SR B2 960°C 22120 °C A [ AFE —iR FE s

[0470]  HAAHN, BTk S LA 6] 2 - 6 /NI 2 [a] (AT — N ]

[0471]  SEjtifs|17

[0472]  3-(1-(2,4- & FHE) - 1H-5|me-3-35) AR E1ORY &k«

1
N
‘W _ KOH., g\(" cl cl N
N DMF, rt N  K;CO;, acetone \\Q
cl

H
15 16 17 ¢
[0473] o
O _ome NHNH,
(o] —
%/\Loue W EtOH, N;HgH,0 W
Pd(OAc),, DIPEA N rt N
PPh,, DMF, 120 °C &
cl
18 ci e

[0474]  J R H AR R DN FREUEF (150 . 20mmo 1 4k 5415, 0 . 40mmo 1 B T, FI2mL. DMF , & i 4%
PERBEFE2/NIS , OSSR G, IO ZKIER B, I BmL & 1R £ BE AR B, SmLAE AN £ 21 /K 3k
B BN AR IR B T8, e T e R B 16 HE T — B ) i

[0475] S NI A AR I FREUETF 90 . 20mmo 14 A 416,0. 22mmo 1 2a 10 . 9mmo 1 B FR4H ,
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B8 S5 N 2mL P B, SR AE70°C R B AR 1 2 /N, R 485 oIS S N K8 2K 8, N Bl
TR SRR RS, SmLML AT & SR /K WE ik, A HUAH F TC /K BRBR B T-458 , e e FH & e/ 1E 2 e
N C XS] I N S

[0476] Sz NI A AR R I N FRBUIF A0 . 20mmo 146 & 4517,0. 02mmo 1 i R4, 0. 60mmo 1
DIPEA,0. Immol = KB FI2M1 DMF 5 , BEAT 6 M SRR, RN AE120°C R HEHE24 /N, 75
S5 845 R R NN K KON BE 5 I 2,88 2018 » B0 R -2y B HLME, & R A HLAR , Jie
T 5 A e/ IEC ek RE L 5, 15 P R4 18,

(04771 ¥ b —2D [ NASFI#)0. 20mmo 1 H [A]44 18, 10mmo 1 7K & [k A 2mL 2 B NN s N3
SR Z R NP4/, SN SE R, N KR KN, NN 5mL 2R £, e iR , SmLAE A6
KV A WU KRR B T8, e T 5 F & H e/ IE S ik RE LS 4, 377519
(IC5y= 145uM) Jy = €[ 4£55mg o

[0478]  'H NMR (400MHz,CDC1,) 87.71(d,J=8.0Hz, 1H) ,7.42(d,J=2.0Hz, 1H) ,7.40-7.34
(m,1H) ,7.32-7.27 (m,1H) ,7.21-7.12(m,2H) ,7.09 (dd,J=8.4,2.0Hz,1H) ,6.60 (d,J=
8.4Hz,1H) ,5.59 (s,2H) ,3.83 (s,2H) ,3.34 (t,J=7.2Hz,2H) ,2.73 (t,J=7.2Hz,2H) ."°C
NMR (100MHz,CDC1,) 8173.4,144.9,140.9,134.1,133.5,133.1,129.4,129.4,127.6,
127.2,123.0,120.7,120.5,109.2,49.4,33.2,22.7.

(04791 2 BH $2 (48 100 37 75 0 Y 2 52 A 0 ) e 00 A1) 550 1) % 7 ¥k R A8 FLBRIEE IR TT R A N
DL F) S it 51 Fh A6 A 21 1 S I B 2K «

B(OH),

Cry :
[0480] N Me0™ "0
o WEAH, B

WA, I

17 CI

[0481] 25— S« Jse R HR AR TR N FR B (R A (L), #EAREAR 1), B RN (4- (FRARE
Bik) REL) MR o, B S5 NN R RV A, FEEAT S T SR OR3P, fE A 1 SR B e, R R AE
60°C-80°C FHiHE12-24/N0], I BLZE B JG , I IK VR KRN, B JE NN B8 0B > 43 W
o EA N, & AV, e )5, #ATHZEH 7 @ aits B hrie 5420,

[0482]  EL4Ak#h, Brik 4 @A MEAL AT, 17 - A KL — %k — UL AT (IS R A L S AR
TRAL AR AN = U R Hh ) — M, ke 7R FH & 9 : 10-20mo1 %

[0483]  EL{Adth, Frid B oMb R BT B R BT B FR BN B IR SV R IR B L R L L B R
AR —F B B & YE 9 100-200mo1 %

[0484]  H 4k, ik HE S50 E% A7) MR A 1 1-2: 1, Frid B 2 s &8
&Y (D MRRI R -26

[0485]  H{kth, FriR &4 (17) 5 (4- (AR SRS R EL) WIER 1) BE /R H b Y Rl Ry < 1
2-1:1;

[0486]  HAAHN, BTl i 718 £ B/ H 2K /7K FITR A 775

[0487]  ELfAHh, Firid i 1 SR G P R L, PEPE SR AR AR SRR

A
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[0488]  H.f&hh, Brid K Ml B 960 °C 2280°C HH AL — i 5

[0489]  H AN, BTid S LA ] 127N 22 24 /N P AT — B[] 5

[0490] 55 20 ) I« S NI HE AR ORI N FR B I AL & 90 20 ZK A R AT 711, [ R AE60°C -
120°C N HHE2-6 /NN, )ROSR, IIAN KK N, B8 5 IO\ B8 B8, FH 73 00 =F 50 5
B, B IFAENE, e T 5, HATH BT s aith 53 B brfb 6421,

[0491]  HAAkHL, BTl i /K& W, /K& B B &= E 9 :100-200mol %

[0492]  H4kHL, BTk /KA I FHE S50 E9) (20) BT AEHE :1:1-2: 15

[0493]  ELfAHh , Fridk ¥ 77 €045 B L 2B L S TR

[0494]  ELffHh, Bk I B FE60°C 22 120°C 2 (A AT — 5 R

[0495]  HAAHN , BTid e LA 8] 92 - 6 /)N 22 Ta) F A — B ] 5

[0496]  Sjitifs|18

[0497]  4- (1- (2,4- —&(E3E) - 1H-M Mk - 3- J5) R E2 11 & A%«

B(OH),
|
N
[0498] N MeOQO™ ™0 3 EtOH, N;H H,0
o reflux O

Pdclz. Nazco:’
C! EtOHItoluenel H,0, 80 °C
17 ¢ -

(04991 & 2 J H AR R ID N FRECEF 90 . 20mmo 146 & 4)17,0.02mmol Pd (dppf) C1,,
0.40mmo 1 A FR4A, 0. 30mmo1 (4- (F A Bk E) 2R L) BINAR Fn2mL B/ TN R /7K (1:1: 1) VA
FJE  BEATHE IS AR, S AESOC R Ht Rk 24 /NI, 45 B2 N 465 TR I N K K s S, B e
N CHE B8, 2002y B AN, & AN, e T 5 & e/ 1E O ek 5 E 45
b » 15 A 44520 6

[0500]  ¥f 25 ) 13 290 . 20mmo 1 1 E] 4420, 10mmo 1 7K & i F12mL £ BE I [ NI
NAEZ MR T R4/ ROV EE IS s IR KRN 5 NN 5mL 2 B8 T F7 R » SmL AL Al £
ERIK e , AU G KBBR8 4, e+ /5 H =& e/ IEC bifk RE 455, 1977 m 21
(IC;,=45uM) Jy = €[] {A:55mg .

[0501]  'H NMR (400MHz,CDC1,) 88.09 (d,J=8.4Hz,2H) ,8.06 (d,J=8.4Hz,11) ,7.89(d, ]
=8.8Hz,2H) ,7.44 (d,J=2.0Hz,2H) ,7.43-7.37 (m,2H) ,7.32-7.27 (m,1H) ,7.09 (dd, J=
8.4,2.0Hz,1H) ,6.74 (d,J=8.4Hz,1H) ,5.73 (s, 2H) ,4.15 (s, 2H) .">C NMR (100MHz , DMSO) &
165.7,142.6,141.4,135.6,133.9,133.3,133.2,132.6,130.8,129.1,127.81,127.78,
127.0,126.7,122.1,121.2,121.0,110.4,49.3.

[0502] A< BH F AR 1 87 TR MEJB 2 <2 AR O [ A 0 o) 0] ) 2% D7 0 A LRI VR 97 R IR R
DL 1 St 9] A0 S 23 10 BT 28R «
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| (HO),B \O)J\ NHNH,
N

[0503] N _ kAB
\\D\ o HEALH, #‘HT‘J R

¥ @I ¥l ﬁﬁ

22 c| 23 cl

[0504] 55— B« JRONIIE AR O R B A 46 B4 (17) SR A7), BRRD (3 (FR 4R 2%
Bik) REL) MR o, B JS N R RV 7, FREAT S T SRR 3, FE A 1 SR B e, R R AE
60°CZE80°C FHiFE6- 24/, [ N 45 JG , I IKEE KRN, B 5 NN L8R 0B » 43 W
o EA N, & AV, e 5, #ATHZE 7 @ ains b 6422,

[0505]  ELfAdh, ik & JmARIEAL 7 L, 17 - W 38 R — %k — S AR BSR4l L AL AR
TRAL AR AN = U R Hh ) — M, ke 7R FH & 9 : 10-20mo1 %

[0506]  EL{Adth, il B A b B B A R BT B R N B TR LN R TR B R L L R
A, B FH YR 9 100-200mo1 %

[0507]  HE4idh, ik FHE S50 E% A7) R A 1 1-2: 1, BB 2 B &8
&Y (D MRRI R -26

[0508]  H{Aktth, FriR &4 (17) 5 (3- (F AR B FR L) R L) WINER 1) BE /R H b Y Rl Ry < 1
2-1:1;

[0509]  H4AHL, BT i 718 £ B /2R /7K TR A 775

[0510]  ELfAHh, Bk SR s B, T SRR AR AR R A
(05111 Hfkdh, Brid K S BE 960 °C 2280°C HH AL — il A 5

[0512]  ELfAdh, B S5 S H 18] g 127N 2524/ N A B AR — ) T

[0513] 28 30 e 87« S R AR R I N R B A A 0 22 K B JE R 7115 e o f60°c
120°C R HiFE2-6/N0), [ B TR T, NN KK OB, B fE NN 288 288 F 20 W = o
B, B IFAENE, e 5, AT BN s aith 15 5 brfb 6423,

[0514]  H4kHL, BTl i /K& W, K& B &= EFE 9 :100-200mol %

[0515]  H4AkHL, BTk /K& I FHE S0 E&9 (22) IR A :1:1-2:1,

[0516]  ELfAHh , Bk ¥ 77 €04 B L 20 L S TR

[0517]  HAAHh, prik Je SR B2 960°C 22120 °C (A [RAE —iR L s

[0518]  HAHN , BTid e LA 8] 92 - 6 /)N 22 T] F AT — B ] 5

[0519]  Sjstifsi|19

[0520]  3- (1-(2,4- & F5E) - IH-Hg|mk-3-38) K@E%H#ZBE@AEE-

| (HO),B \©/LL NHN
OO
[0521] N O EOH, NaHyH;0_
ﬂ Pd(dppf)Cl,, NagCO5 reflux

CEtoHitoluene/ H,0, 80 °C

AT

17 CI
22 c| 23 cl

[0522] ¢ R 3 A AR I N AR BUEF /90 . 20mmo 1 4L A 417,0.02mmol Pd (dppf) C1,,
0.40mmol BREREN,0.30mmol (4- (FH AR JEFIE) ZR3E) PR AN2mL £ B /TR /K (1:1:1) IR &V
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G HEAT B TE SRR, S AESOC R Ht bk 24 /NI, 437 S S 45 o I In N K 8 K SN, B8 i
M CBR T, FH W0 B A MU, & A U, e T )5 F & e/ IEC bk RE 45
A » 1 A 44226

[0523] ¥ | —2D e NASFIH)0. 20mmo 1 H [A]4422 , 10mmo 1 7K & [k AT 2mL 2, B NN e S
SNAEZ BT B4/, SOV R S TN IKIBK S, I BmL 2R £, BE A% B , SmLIE A&
AR KB, A LA FJC K BR BR 8615, e T 5 Bl & H bt/ 1E O e Ak & B8 45 i, 43 77 W 23
(IC5,=53uM) Jy = [ {4:58mg .

[0524]1  'H NMR (400MHz,CDC1,) 68.36 (t,J=1.6Hz,11) ,8.15(dt,J=7.6,1.2Hz,1H) ,8.06
(d,J=8.0Hz,1H) ,7.79 (dt,J=8.0,1.2Hz,1H) ,7.60 (t,J=7.6Hz,1H) ,7.50 (s,1H) ,7.44
(d,J=2.4Hz,1H) ,7.43-7.37 (m,2H) ,7.31-7.27 (m,1H) ,7.09 (dd,J=8.4,2.4Hz, 1H) ,6.72
(d,J=8.4Hz,1H) ,5.73 (s,2H) ,4.15 (s, 2H) ."C NMR (100MHz ,DMS0) 6165.9,142.9,141 .4,
134.2,133.9,133.3,133.21,133.16,130.7,129.6,129.2,129.1,127.8,127.0,126.6,
125.5,121.9,121.2,120.9,110.3,49.3.

[0525] DL F BT AN A AR B PR e A S Tt 481, AN FH DABR 1l AR 2 B A A 7 S il =, % 3L
HHC 7 R T 20 R AR Bl , AR A R B AR AP a2 N
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285888 R RR R e
TRRT VY f Y
2 NHNH,

Cl
o1 CI
_________________ I | Y | il_L. | | ;Il'\ )I|'\__Jl__ I
AR gy oWy T i
388 %53 8 g S
N O~ - ™ o
105 95 90 85 80 75 70 65 60 55 50 45 40 35 30 25 20 15 10 05 00
f1 (ppm)
®BB2I88IBRG BE B 2
RGP RELT §F 7 i
o
O NHNH,
G
N
o
23Cl
| '
S ||_“I_IJIIl L/'L_/l 1 .-'“L IlL_JL_. ._[IL_.___
¥ Oy ey [ e bl
AR aZn 8 g ]
ooro-®0C 0 -~ o -
105 95 90 85 80 75 70 65 60 55 50 45 40 35 30 25 20 15 1.0 05 00
f1 {ppm)
2
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