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L —RI AR BAK R EEm B G, Kb e A M .

LohE l:§

;N :n=1.2 B 3;R,=CH,B% CH ,CH, R,=H. C1 B Br.

2. — Ml & AUCRIEE R 1 Frik A & BUAOK R BRIy B S M 712, HRr iR 2 B4
AT PR

IR 1. AETKIER IR I FV 2= A KB ER B, SR FF BN 1, 2— IR 2 kE8K
1, 3— ZIRWEEEL 1, 4- T S, 78 60° T [0 6h~24h; Hoh B8535 oK R ER B I
MIRIEZ IR 1:0.5~4, ABES 1,2- RZER 1, 3- HFER 1, 4- SR TR
PSRN 1:1~6. e N AR TR RNE, 10y 523 5, kKAt b
A, LS R AT B35 5 10 [T 44, 95% 1) £ B B PR ) B 45 it , L RS R e 1 [T 4

IR 2. B — DRI R A EATE T N, N- HFEERE I OMF) A, 385 I Ff
B 82 P ER B R Tk BR A A DY T FE R A% (TBAB) , ££ 60° [HI3 6h~24h, H
N2 B £ [ A4 5 5 AR IR KA IR TR BR B BRI B 8 BE A2 10 1~6, 5 TRk Bk
R PRI PR S FE & 1:0. 5~4, 5T B AL (TBAB) MBI E L A& 1:0. 1~0. 5,
Ri5E4 5, FH R SR, A HLZ AR #hK0E, SR 5 oK BR BR AN T8, ¥4 75980 He 28
T FRERAE 28, BE AT TR OB A ik =1:2~1:8, 3 3| A 2= B UK IR ER 510
“H.

3. BURELSR 1 BTk 1 1 4 31 B KA 1R 16 1y Tk =45 A5 0 7 ) 281 E S8 AR B 2 254 S 3t
JE 2 IR o
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—RBEHRERIOKIEREEE R XL S REFEINA &

HAR

[0001] AR W5 I 5 2 R AT, ELAR IS S0 (1 R UK K A IR B K P 2
(X% 12~ (2~ ((5- Bbk —4- W -2 JE 55 —AH- FOIFMNGHH —7- 3) UL ) 203 ) BfLs
FRR, 2 (3- ((5- FA 5k —4— Fi —2- 2k —4H- FIFULIEER —7- 55 ) 3 TR ) BUR
BRI, 2 (4- ((5- FA5E —4— Fd —2- 2k —AH- HIFULIEER —7- 55 ) ) T4 ) JUk
RIS ) S H 4 A i

BEREA

[0002]  FA#E (Chrysin,5, 7- ¥l ) & — A RA T 2 AW AV R s B R4 &
Y, BAT 2 RGBS TR, dUm a URAL  DUME A . WEFER ], IR < B R 4 e e
SEL, 5 TR 2 B T, T P R A R 2 2 24 A PR e R A I 1 RIS RE AR
2 B JRE A UM U A 5 (728, SR B EA sk BT DUM BRI 26 Tk

[0003] B[] ULAR, XA ZBUKMIR , #&H R H LA R AR AR 2, &5 M TR
IGBUR DU JE RBLRTI /IMR SRR 1 T Bl e i o B SRR AT I PRAT FE R A e
I B FH B =) DCAR T /D Y A B S RE A A o A LR I, B ) DTAR w]Jd ok 0PN S Al 15
T AR S EE , STHDE AR A S DNA 530, BRRAET R, IR T, EAE
A LS S Hh P B 1 A A R AR S AL A T TS = U AR

[0004] T BL EAFFL, A DE B S NLAERIE DN F AW AR KA E BT
AR LIRS, 5 R R 5 AR 2 OK A IR BRI e R AL 540, 32 1 R 2 (R VA TE, BE &
FUE AL A AT RE AT AR EAR M B PERR &5 B 028 BUEIS Tk, A LR U B I H A 47
TR B UL

ZAAE

[0004]  ARFH[) H LT A 2K AR BUK T R BEMBE A1), 13 B B B
LRSI A

[0005]  AKREAMFATT RWF -

[0006] FE 1 & —KAMERIOKIREGE RS W@,

[0007] 1 :n = 2.3 B 4 ;R,= CH B CH ,CH, R,= H. C1 B Br.

[0008]  —Fiifil % ik (14 &= B K BRER My Bk SR AL A 778, — R & D 3R -

[0009] DU 1. FE /K AR IN N AR M T KB ER BT, SR GBI 1, 2- IR 4%
B 1, 3— IR 1, 4= IR T RE,60° 254 FINFVEIR 12h ~ 24h. FRIRNA) M Z 5E
RN R SEAVE T, VKoK AT H A, B hgE, B Il g A Bk ol lE 4,
95 %6 (1) . B B TR Bl B 445 it » L2 TS B9 o ([l A o

[o010] [ 2 &% Lk A 2 B KA R B Bk AL S I b B8 1 IR Rt
[0011]  DIE 2. W5 — DA RNk & AR T N, N- ZHFEREFBRZ OMF) 1, 85 mA
FFEUAR I KA B B B 2Ll ToKBRER BT DY T AL 8 (TBAB) , I#4 60° J B 6h ~
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24h, e e R B A8 ] AR 5 25 Al EUAOK M 1R R BR S BRI R B bR 101 ~
1:4, NS E, R CERAHL ANz AT $hK B8, 28 5 F TE K R BR B T 15k, ¥ 771
P 25T S TR 7 18, Be i« R OBR A= 1:2 ~ 1:8, 53| LR AR KA
M AR R B B R AL 540

[oo12] &1 3 A&l % L3k A 2 AU K M IR BR Y BESRAL S (K T VE L B8 2 1 OE e
[0013]  SEE0 45 KRR, AR B HH 2 1 4 2 B KA IR B 1 Bk SR AL 5, BAT R [ 48
JRE IS T, KR A S RSB s PEAE T VM 2, S S PRI F5 AL & 0 e g vk Pk
L 65— FURMENE , PRIA K B S0 AT LU T & o 254

[0014] AR B S 20 BE PR ] AR T & DU 254 . iz 29 AL &) LA [
A BRI

BALHEA R

[0015] 383 DA St 6] 3 — A5 VR U0 I AR R BH , ARSI J AR o B ()90 ] AN 323X 28 S it
] (R AT AT PR A1

[o016]  SEZjf] | :7-(2- YR AESE ) -5 Faddk —2- JRJE —4H- IR R —4- W (& 4)
[0017]  FE /K N EAAR KM B R RN A3 (2. 54g,0. 01mol) , 7 7K filk B&
(0. 69g,0.005mo1) S TAER (150ml) , fH#EH B 2 IE AR, HIEFMA 1, 2- R4k
(4. 4m1,0. 05mol) FITAER (10m1) FIVEA VA INF IR 24he OaKHT H T8 44, FbyE43 21 5%
ol {4, 95 % [ LFE T 45 i, B2 TR AR EAMb &9, kel 1. 5g, & 42% .
[0018]  SEZjfafs] 2 .7 (3— JRPNAEE ) -5 Ja ik —2- RJE —4H- ZRIFMLmEEE —4- B ( &1 5)
[0019]  7E o /K A B AR XM E B = AR N B M & (2. 54g,0. 01mol) , It 7K fik &
(1. 38g,0.01mol) S PAMEH (150ml) , Nk 2 b B &8 VA VAR V87, BB 1, 3- IRk
(5m1, 0. 05mo1) FHTAIER (10m1) [ITEAVERL, IR 24he INAKHT H I8 44, g1 2k 5
[E44, 95 % () R T 45, B2 TR A A 2Nk EAb 59, ket il ik 1. 6g, K 41%.
[0020]  SEjEf] 3 7 (4- IR T 4L ) -5 Bk —2- RS —4H- ZRIFMLIEER —4- FR (& 6)
[0021]  7E LK N B AR KM E R AR IR I A& (2. 54g,0. 01mol) , I 7K filk R
(0. 69g,0. 005mo1) K AR (150ml) , I A B 2 AR, HIZFMA 1, 4- 8T ke
(6m1,0.05mo1) FHTAEH (10m1) FITEA VAR, IFAEIA 24he INAACHT H [ 44, 8153 2k 5
B 44, 95 % [ LR T 45 i, B TG A Bk BEAME &9, Rl 1. 8g, I 46 % .
[0022]  SEjafsl 4 :2- (2— ((5— F&HE —4- Ff —2- Rk —4H- SR FFML iRl —7- 2% ) k) 44
) RFRRE (K7

[0023] A2l 1 493 5 vk 2 00 [EAE 7- (2- IR L3 ) —h— $2 3k —2— 2R 3L —4H- FEIF
IR B —4— B (0. 36g,0.001mol) ¥& T N,N- —HE B EEiZ (DMF) 10m1 1, 4R J5 I\ /K 4 R
FE (0. 76g,0.005mo0l) « & K B B2 £ (0. 28g,0.002mo1) « Y T 3& ¥ 1k 4% (TBAB) (0. 03g,
0.0001mol) , N# 60° KB 12h. RN 5E4 N, H PR CBRAEL, A HLZ A& $hK ¥,
SR G FH TC KB B AN T 46, ¥ 570980 728 1 Ja PRI A 435, WE R AN « 1R R T Tk =
1:2 ~1:8, 32 EH) 2- (2- (65— F&HE —4- B —2- ZR%HE —4H- ZRFFnbmgln -7- %) &) &
L) R, RE O AR, PPE N 41 % WP, 1172 ~ 175°C . 'H NMR (400MHz, cdcls)
612.72(s, 1H),7.88(dd, J = 7.9, 1. 7THz, 2H),7.79(dd, ] = 7.8, 1. 6Hz, 1H), 7. 56 -
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7.47 (m, 4H), 7. 03(t, ] = 7.5Hz, 2H), 6. 66 (s, 1H),6.58(d, ] = 2.3Hz, 1H),6.41(d, ] =
2. 2Hz, 1H), 4. 43 (s, 4H), 3. 84 (s, 3H) ;ESI-MS (m/z) :433. L [M+H]"
[0024]  SEjEfA 5 :2— (2— (56— F&HE —4- B —2- 3L —4H- R FFME IR —7- 2t ) 2L ) 454
) FHKRZ B (K S)
[0025] A5 S 1 49 3 1 vk B (0 [EE 7- (2- IR ) -5- 3k —2- JR3E —4H- R IFk
IR —4- B (0. 36g,0. 001mol) ¥& T N, N- - FF L B i (DMF) 10m1 v, 28 J5 I\ 7K 4% R
7. B5 (0.83g,0.005mol) « & AK Bk R 21 (0. 28g,0. 002mo1) « PY T J& ¥R 1k 4% (TBAB) (0. 03g,
0.0001mol) , N# 60° KL 12h. RN FE4A I, H PR CERAEEL, A HLZ A& $hK ¥,
SR 5 FH TE K R B AN T I, Y 770980 e 758 1 J5 FHRE RS AR 40 585, SRR AN < 1R UG - F i ek =
1:2 ~1:8, 32L& 2- (2- ((5- F&HE —4- B —2- JREE —4H- ZRFFmbmgln -7- 2% ) H) &
) KPR ZEE. RE AR, P %N 48% . M. P. 1143 ~ 146°C . 'H NMR (400MHz, cdcl,)
§12.71 (s, 1H),7.88(dd, J = 7.9, 1.7Hz, 2H),7.79(dd, ] = 7.9, 1. 8Hz, 1H), 7. 55 -
7.49 (m, 3H),7.45(dd, ] = 7.5, 1. 9Hz, 1H), 7. 03(dd, ] = 7. 6, 5. 1Hz, 2H), 6. 67 (s, 1H), 6. 57
(d, J = 2. 3Hz, 1H), 6. 40(d, ] = 2. 3Hz, 1H), 4. 43 (s, 4H), 4. 31 (g, ] = 7. 1Hz, 2H), 1. 30 (t, J
= 7. 1Hz, 3H). ESI-MS (m/z) :447. 2 [M+H]"
[0026]  SEjafs] 6 :5— S —2— (2— ((5— ok —4— B —2— Kk —4H- R FFMLgRER —7- J% ) 458 )
LK) RRRFE (E9)
[0027]  A5SZHEH] 1 493 5 vk 2 00 [EE 7- (2- IR L3R ) —b— $23E —2- ZE 3L —4H- ZEIFk
IR i —4— R (0. 36g,0.001mol) ¥ T N,N- — FF J& FH @ fiie (DMF) 10m1 1, SR JF A 5- &
K ¥ E F lE (0. 93g,0. 005mol) « 7o 7K filk BR 27 (0. 28g,0. 002mol) « P4 T F& ¥R 1k ¥ (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h. SN 545, H 48 L B AL, A HLJZE i A
KB, SR 5 F J0 KB R B T 58, VA AR R 28 T IR 4 8, BE R AR c 2R &
Be Ak = 1:2 ~ 1:8, 15 24L& 5- & —2-(2-((6- £ —4- i —2- R HE —4H- 2R 5F
ML B —7- 3% ) L) CEE) FFRFE. REOB K, R N39%., WP :174 ~
177 °C .'"H NMR(400MHz, cdcl,) 8 12.72(s, 1H), 7.88(dd, ] = 7.7, 1. THz, 2H), 7. 77(d, J
= 2.6Hz, 1H),7.54-7.50(m, 3H),7.42(dd, ] = 8.9, 2.8Hz, IH),6.99(d, ] =
8. 9Hz, 1H), 6.67 (s, 1H),6.56(d, ] = 2.2Hz, 1H),6.40(d, ] = 2.2Hz, 1H),4.41(d, ] =
2. 3Hz, 4H), 3. 83 (s, 3H) . ESI-MS (m/z) : 468. 1 [M+H]"
[0028] St 7 :5- -2~ (2= (5= FHk - il 2~ HHE ~4H- T FUERGHH ~7- %) 4L0%)
LK) RFMCEE (K 10)
[0020] % St 151 1 43 B 1 9% B A I AR T-(2- R L ) 5 R R -2- ROk 4H- R
I Ak W B —4- B (0. 36g,0. 001mol) ¥& T N, N- — FF & F9 [t it (DMF) 10m1 1, 4R J& i A
5= RIKM IR LW (1g,0.005mol) T /K BRER (0. 28g,0. 002mol)  PY T F S AL % (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h. RN 545, H 4R L B A B, A HLJZE F A
Rk, SR 5 F T0 K B R B T 58, VA AR R Z& T e FREIRAE 42 B, BER AR c 2R &
B A k= 1:2 ~ 1:8, F 2L &4 5- & —2-(2-((6- &2 —4- i —2- R EE —4H- 2K 9F
MEWR R —7- % ) 2L ) AR ) RFR OB, MEAKHM KR, mE RN 45%. P, 171 ~
174 °C .'"H NMR(400MHz, cdcl,) 8 12.72(s, 1H), 7.88(dd, J = 8.0, 1. 6Hz, 2H), 7. 76 (d, J
= 2.7Hz, 1H),7.56 - 7.48(m, 3H),7.41(dd, ] = 8.9,2.7Hz, 1H),6.97(d, ] =

pil
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8.9Hz, 1H), 6.67 (s, 1H), 6.56(d, ] = 2.2Hz, 1H),6.39(d, ] = 2.2Hz, 1H),4.41(d, ] =
2. THz, 4H), 4. 30 (q, ] = 7. 1Hz, 2H), 1. 30 (t, J = 7. 1Hz, 3H) ESI-MS (m/z) :482. 1 [M+H]"
[0030] KM 8 +5- It ~2- (2= (5~ Fo 2 ~4~ B —2- FHE —A11- HTFMENGER —7- 35 ) Uk
CAAAE) RHAIRAEE (K 1D
[0031]  H5SZHEM] 1 793 1 vk B8 (0 [E4A 7- (2- IR LRI ) —5- 3k —2- JR 3L —4H- ZE5F
g R —4- B (0. 36g,0.001mol) ¥ T N, N- — B J& FH Bt e (DMF) 10m1 =, 4R 5 In A\ 5— 1
K ¥ B8 S (1. 15g,0. 005mol) « ¢ 7K ik B2 #1 (0. 28g,0. 002mol) . P4 T 3k JR 4k 4% (TBAB)
(0.03g,0.0001mol), JNF 60° [ 12h, KM 5E4s, H 48R L EGAEEL, A A2 R
EhAK B, AR5 F oK BR BT 158, Y 770980 e 28 i AR A 4 ¥, BRILARN < R 201
FmlE= 1:2 ~ 1:8, B2 AW 5- B —2- (2-((5- 2 5L —4- i —2- K3 —4H- % Jf: 1tk g
i —7- ) AL ) L) KRR REEHRAK, 7E N 35%, MP. 1182~ 185C,
IH NMR(400MHz, cdc13) 6 12.72(s, 1H), 7. 92 - 7. 82 (m, 3H), 7. 58 - 7. 46 (m, 4H) , 6. 92(d, J
= 8.8Hz, 1H), 6.67 (s, 1H),6.55(d, ] = 2.2Hz, 1H),6.39(d, ] = 2.2Hz, 1H),4.41(d, ] =
3. 4Hz, 4H), 4. 30 (q, ] = 7. 2Hz, 2H), 1. 30 (t, J = 7. 2Hz, 3H). EST-MS (m/z) :512. 0 [M+H] +
[0032]  SEjAf] 9 5 ¥R —2- (2~ ((5- FAHk —4— B -2- JRJ: —AH- ZRIRMEmGER -7- B ) AU )
CEAHE) RO (K 12)
[0033] A5 SZiEf 1 493 1 vk 2 00 [EAE 7- (2- IR L3R ) —b— $23E —2- ZEJE —4H- FEIf
IR i —4— Ff (0. 36g,0.001mol) ¥& T N,N- — FF J& F it (DMF) 10m1 1, 4R 5 i A\ 5- ¥8
KA IR . BE (1. 27g,0. 005mol) 5 /K ik FR 27 (0. 28g,0. 002mol) - PY T F& ¥ 1k 4% (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h. SN 545, H 48 L B AL, A HLJZE F i A
EhAK B, SR 5 FH o K BR BR A T 158, VAR08 e 28 1 i PR A 408, BRI N < R U
FlE= 1:2 ~ 1:8, 3254 5- IR —2- (- ((5- £ Jk —4- il —2- ZR 5 —4H- 2% Jf: i
B —7-Jk ) L) QAR ) RRRAHE. MEEHMA, "E N 30%. MP. 1171 ~174°C,
'"H NMR (400MHz, cdcl,) 6 12.72(s, 1H), 7. 91 - 7. 86 (m, 3H), 7. 57 - 7. 51 (m, 4H) , 6. 94 (d, J
= 8.9Hz, 1H), 6.67 (s, 1H), 6.56(d, ] = 2. 2Hz, 1H),6.40(d, ] = 2. 2Hz, 1H),4.41(d, ] =
3. 1Hz, 4H), 3. 83 (s, 3H) . EST-MS (m/z) :526. 0 [M+H] "
[0034]  SZjEHI 10 :2- (3 ((5— 2 Hk —4- A —2- JRIE —4H- FIFMEmERR -7- 3L ) &) A
B RHIRFE (K 13)
[0035] K SEHaf 2 15 3 v B (i 4k 7- (3— IRTA AL ) —5— FRJE —2- JE L —4H- ZEIFu
I i —4- R (0. 37g,0.001mol) ¥& T N, N- — I & HI i (DMF) 10m1 o, 4R J& I N 7K 4% 12
FE (0. 76g,0.005mo0l) « & K B B2 £ (0. 28g,0.002mo1) « P4 T 3E ¥ 1k 4% (TBAB) (0. 03g,
0.0001mol) , N# 60° K. 12h. RN 584N, H PR S BRAHL, A VL2 A& $hK ¥,
SR 5 FH TE K B B AN 0, V5 7R 75 1 J5 FHRE IS AR 40 185, YRR AN < 1R UG - i ek =
1:2 ~ 1:8, 32L& 2- (3- (5 F8 58 —4- Wi —2- Ik —4H- R IR MLmgRR -7- 58 ) 28 ) ”
L) EFERFES . AR, U Z R 30% . M. P. 1142 ~ 145°C . "H NMR (400MHz, cdcl,)
§12.66 (s, 1H),7.86(dd, ] = 7.9, 1.6Hz, 2H),7.78(dd, ] = 8.0, 1. THz, IH), 7. 54 -
7.48(m, 3H),7.46 - 7. 41 (m, 1H),6.96(t, ] = 7.5Hz, 2H), 6. 64 (s, LH), 6.55(d, J
= 2.2Hz, 1H),6.38(d, ] = 2.2Hz, 1H),4.33(t,] = 6. 1Hz, 2H),4.22(t,] =
5. 8Hz, 2H), 3. 86 (s, 3H), 2. 33 (p, ] = 6. OHz, 2H) . ESI-MS (m/z) :447. 1 [M+H]"

6
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[0036]  SEjafs] 11 :2—(3—((5— F2HE —4— Fi —2- Rk —4H- R FFMEmERER —7- 3 ) 0L ) N
) FHROE (K 14)
[0037] 5 SEjifi 451 2 49 3 A 9 o £0 [ AA 7 (3— VRN AL ) 5 FR R —2- IR Ok —4H- K
I WL 1 BF -4 B (0. 37g,0. 001mol) & T N, N- — H & H [k it (DMF) 10m1 w1, 8K Ji5 i A
K% 2.1 (0. 83g,0.005mol) « JE K 15 iR B (0. 28g,0. 002mol) « PU T~ 38 ¥R 1k 4 (TBAB)
(0. 03g,0.0001mol) , fN# 60° S B 12he K BL5E 4 Ja, H 1 LR 28, A L2
A R KW, S8 5 F T0 /KB R B T 188, 3 7RI D8k R 78 T S FHRE IR A 4 55, BE MR AR < 2B
CBE A lE= 1:2 ~ 1:8, BB AW 2-(3-((5- & —4- i —2- K 3 —4H- 2K IRt
W R -7- 3k ) L) HAER) EFRE. REBKRE, FFRAN3IH%. LP.:135 ~
138 ‘C. 'H NMR(400MHz, cdcl,) 6 12.66 (s, 1H),7.86(dd, J] = 7.9, 1. 6Hz, 2H), 7. 77(dd, J
= 7.9,1.8Hz, 1H),7.54 - 7.47(m, 3H), 7. 46 - 7. 39 (m, 1H), 6. 99 - 6. 93 (m, 2H) , 6. 64
(s, 1H), 6.54(d, ] = 2. 2Hz, 1H), 6. 37(d, J = 2. 2Hz, 1H), 4. 32(t, ] = 7. OHz, 4H), 4. 22 (t, J
= 5.9Hz, 2H), 2. 33 (p, ] = 6. OHz, 2H), 1. 34 (t, ] = 7. 1Hz, 3H). ESI-MS (m/z) :461. 1 [M+H]"
[0038] S| 12 :5- & —2-(3-((5~ ¥& 2k —4— P —2- ZR 2 —4H- ZRIF ML AR -7- 2L )
) M) KRR PEE (K 15)
[0039]  H STt 2 15 2 (K9 B ([l & 7- (8- IRTA AL ) -5 F& & —2- RS —4H- R Jfit
IR i —4— i (0. 37g,0.001mol) ¥& T N,N- — FF J& FH i fiie (DMF) 10m1 1, SR JG A 5- &
K% R F lE (0. 93g,0. 005mol) « 7o K il BR 21 (0. 28g,0. 002mol) « VU T F& ¥R 1k ¥ (TBAB)
(0. 03g,0.0001mol) , IH# 60° J N 12h. SN 545, H 4R L B AL, A HLJZE F A
KB, SR 5 F J0 K B R B T 58, VA AR R 28 T 5 TR IR AE 4 B, BER AR c 4R &
B A k= 1:2 ~ 1:8, fF 2L &4 5- & —2-(3-((6- &4 —4- i —2- R HE —4H- 2R 5F
MLV B -7- 2% ) L) REEE) KFMRFE. ME O K, mE RN 36%. WP :172 ~
175 ‘C. 'H NMR(400MHz, cdcl,) 8 12.67 (s, 1H), 7.86(dd, ] = 7.8, 1. 5Hz, 2H),7.75(d, J
= 2.6Hz, IH),7.55-7.47(m, 3H),7.38(dd, ] = 8.9, 2.7Hz, IH),6.91(d, ] =
8. 9Hz, 1H), 6. 64 (s, 1H),6.53(d, ] = 2.2Hz, IH),6.37(d, ] = 2. 1Hz, 1H), 4. 33 -
4.28(m, 2H), 4. 20 (t, ] = 5. 9Hz, 2H), 3. 86 (s, 3H), 2. 36 - 2. 28 (m, 2H) . EST-MS (m/
7) :482. 0 [M+H]"
[0040]  SEZjitafd] 13 :5- & —2- (3~ ((5~ &2k —4— P —2— ZK 3 —4H- ZRIF ML AR -7 2L ) %
B A ) RHFRAE (K 16)
[0041] ¥ St 15 2 15 3 B 9 8 0 [ AR 7- (3 IR A R 3L ) -5 Bk —2- FE L —4H- R
I ik Vg R —4- B 0. 37g,0.001mol) ¥ T N, N- — F 3t B [k ik (DMF) 1oml 1, R J5 i A
- KR 2. BE (1g,0.005mol) « T K BRERHT (0. 28g,0. 002mo1) . PU T LR L #% (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h, RN 5E4 )5, H 4R L BR A B, A HLJZE F A
Rk, SR 5 F TE K B R B T 58, VA AR R ZE T S5 FREIRAE 42 B, BEIR AR c 2R &
B Ak = 1:2 ~ 1:8, F 2L &4 5- & —2-(3-((6- &2 —4- i —2- R EE —4H- 2K 9F
ML B -7- 2% ) L) R ) KFMROE. ME OB K, E RN 38%. MP.:181 ~
184 ‘C. 'H NMR(400MHz, cdcl,) 8 12.67 (s, I1H),7.85(dd, ] = 7.9, 1. 3Hz, 2H), 7. 74 (d, J
= 2.4Hz, 1H),7.55 - 7. 47 (m, 3H), 7. 38(d, ] = 9. 1Hz, 1H),6.90(d, ] = 8.9Hz, 1H), 6.6
4(s, 1H), 6. 53 (s, 1H), 6. 37 (s, 1H), 4. 36 - 4. 27 (m, 4H), 4. 19(t, ] = 5. 6Hz, 2H), 2. 36 -
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2.28(m, 2H), 1. 34 (t, ] = 7. 1Hz, 3H). ESI-MS (m/z) :496. 1 [M+H]"
[0042]  SEEf] 14 :5- ¥R —2—-(3—((5— FR 4k —4— P —2— Ik —4H- ZK FF ML —7- & ) 24
B ) RFRHEE (K17
[0043] K SEHEf 2 15 3 i vk B ([l 4k 7- (3- IRTA AL ) —5— $2 0k —2- ZE 3L —4H- ZE IR
IR i —4— FR (0. 37g,0.001mol) ¥& T N,N- — FF 3t FH @k it (DMF) 10m1 1, 4R 5 i\ 5- 98
KA. BE (1. 2g,0.005mol) « 5 7K % BR 2 (0. 28g,0. 002mol) - PY T & R 1L %% (TBAB)
(0. 03g,0.0001mol) , JH# 60° J N 12h, SN 5845, H 408 £ B A B, A ALJZE F A6 A
EhAK B, SR 5 F 0K BR BT 58, Y 70980 e 28 i PR A 4180, BRI AN < B 201
A= 1:2 ~ 1:8, 2L &Y 5- 1] —2- (3-((5— J& % —4- P —2- 3 —4H- FK Ik e
B —7- ) L) TN ) KRR REEHAK, "% 38%, MP. 1179 ~ 182C,
'H NMR (400MHz, cdc1,) 6 12.67 (s, 1H), 7. 90 - 7. 83 (m, 3H), 7. 55 - 7. 47 (m, 4H) , 6. 86 (d, J
= 8.9Hz, 1H), 6.65(s, 1H),6.53(d, ] = 2.2Hz, 1H),6.37(d, ] = 2. 2Hz, 1H), 4. 32 -
4.28(m, 2H), 4. 19(t, ] = 5. 9Hz, 2H), 3. 86 (s, 3H), 2. 36 - 2. 28 (m, 2H) . EST-MS (m/
z) 1526. 1 [M+H]"
[0044]  SEZjf] 15 :5- ¥ —2-(3-( (5~ Fa 2k ~4— P —2— ZR 2 —4H- ZRIF ML AR -7- 2L ) %
B WAL ) AR K (K 18)
[0045] K SEHEf 2 15 3 i vk B Gl 4k 7- (3— IRTA AL ) —5— #2Jk —2- ZE L —4H- ZE IR
IR i —4- R (0. 37g,0.001mol) ¥& T N,N- — FF J& F @ it (DMF) 10m1 1, 4R 5 i A\ 5- ¥8
KR LB (1. 27g,0.005mol) « JE K B R A (0. 28g,0. 002mol) - VU T~ 38 ¥ 1k 4% (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h. SN 545, H 48 L B AL, A HLJZE F i A
EhAK B, SR 5 FH o K BR BR A T 158, VAR08 e 28 1 i PR A 408, BRI N < R U
A= 1:2 ~ 1:8, FRLEY) 5- 1R —2-(3-((5— F& 5 —4- B —2- I —4H- ZR L e
B —7-Jk ) AL ) AR ) KRR AHE. MEEHMA, "% 38%. M.P. 1185 ~ 187C.,
'"H NMR (400MHz, cdcl,) 6 12. 67 (s, 1H), 7. 88 - 7. 84 (m, 3H), 7. 55 - 7. 48 (m, 4H) , 6. 85 (d, J
= 8.8Hz, 1H), 6.65(s, 1H),6.53(d, ] = 2.3Hz, 1H),6.37(d, ] = 2.2Hz, 1H), 4. 36 -
4.28(m, 4H), 4. 19 (t, ] = 5. 9Hz, 2H), 2. 36 - 2. 28 (m, 2H), 1. 34(t, ] = 7. lHz, 3H).
ESI-MS (m/z) :540. 0 [M+H]"
[0046]  SZjafs] 16 :2— (4— ((5— ¥ Fk —4— i —2— 2 I —4H- FIFMEERR -7- 3L ) &3 ) T4
B RHIRFE (K 19)
[0047] K SEiEf 3 153 vk B (i 4k 7- (4- 1R T AL ) -5 FRdE —2- R —4H- IR
I A —4- R (0. 39g,0. 001mol) ¥& T N, N- — I & HI it (DMF) 10m1 o, 4R J& I N 7K 4% 12
FE (0. 76g,0.005mo0l) & K B B2 £ (0. 28g,0.002mo1) « P4 T 3£ 1k 4% (TBAB) (0. 03g,
0.0001mol) , N# 60° KL 12h. RN 584N, H PR CBRAHL, A VL2 A& $hK ¥,
SR G I TE KB B AN T 46, ¥ 570980 s 28 1 Ja PRI A 4358, WE IR AN « 1R LR Tk =
1:2 ~ 1:8, 32 EW) 2- (4- ((5- FRHE —4- B —2- ZRHE —4H- ZRIFubmgpi -7- 28 ) &) T
L) R FES, AR, U 40% . M P. 1111 ~ 114°C . "H NMR (400MHz, cdcl,)
§12.67 (s, 1H),7.87(dd, ] = 7.9, 1.7Hz, 2H),7.78(d, ] = 7.9Hz, IH), 7.54 -
7.49 (m, 3H), 7. 46 - 7. 40 (m, 1H), 6. 98 - 6. 93 (m, 2H), 6. 65 (s, 1H),6.50(d, ] =
2. 2Hz, 1H),6.36(d, ] = 2. 1Hz, 1H), 4. 13(dt, ] = 11.6, 5. 8Hz, 4H), 3. 86 (s, 3H), 2. 04 (s,
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4H) . ESI-MS (m/z) :496. 1 [M+H]"
[0048]  SZHEM 17 :2- (4- ((5— 2 HL —4— B —2- ZK3E —4H- ZRIFMEmEER -7- 35 ) &L ) TR
) KHER 2B (- 20)
[0049] 5 SEjifi 451 3 49 3 A v B £0 [ A 7-(4- R T G ) 5 R R —2- JE R —4H- K
FF w0 B -4- i (0. 39g,0. 001mol) & T N, N— — H 35 HF i i (DMF) 10m1 o, R Ji5 A\
KA R 2. BG (0. 83g,0. 005mol) « 75 7K ik FR 21 (0. 28g,0. 002mol) - P4 " J& 1k 4% (TBAB)
(0. 03g,0.0001mol) , HH# 60° S 12h, [N 584 )h, Hl 2.8 2 R 2 B, A A2 1 f1
EhK B, SR 5 F T0 KB B B T 58, VA AR R Z& T S5 FRERRAE 42 B, BEIR AR c 4R 2
B : Ay = 1:2 ~ 1:8, 2L & W 2- (4~ ((5- & JE —4- P —2— Z% 3L —4H- 2K FF 1L g
B -7- ) A3 ) THEE) BHFRIER. REEOMAR, N 40% ., M P. 1104 ~ 107°C . 'H
NMR (400MHz, cdcl,) 6 12.68(s, 1H),7.91 - 7.83(m, 2H),7.77(d, ] = 7.7Hz, 1H),7.51(d, J
= 7.5Hz,3H),7.43(t, ] = 7.9Hz, 1H), 7.00 - 6.91 (m, 2H), 6. 65 (s, 1H), 6. 49 (d, J
= 2.2Hz, 1H),6.36(d, ] = 2.2Hz, H),4.33(q, ] = 7.1Hz, 2H),4.12(dt, ] =
11.2,5. THz, 4H), 2. 05(dd, ] = 11.8,6.5Hz,4H), 1.35(t, ] = 7. IHz, 3H)..ESI-MS (m/
z) :475. 1 [M+H]"
[0050]  SEJEH 18 :5- & —2- (4~ ((5— $& I —4~ P —2- K FE —AH- ZE FF LG EA -7 5L ) &
) TEM) RFRERFEE (K 21D
[0051] K SEifafsl 3 15 3 i vk B ([l 4k 7- (4— 1R T 0L ) —5— #2 0k —2- ZE 5L —4H- ZEIF
IR i —4— R (0. 39g,0.001mol) ¥ T N,N- — FF J& FH i fiie (DMF) 10m1 1, SR JG A 5- &
K ¥ R F S (0.93g,0. 005mol) « J& 7K % BZ #1 (0. 28g,0. 002mol) « VY T FL yR 4k 4% (TBAB)
(0. 03g,0.0001mol) , BN 60° S B 12h. N 54 )G, F 2.8 L BR 2 EL, A ALZ e fn
KB, SR 5 F J0 KB R B T 58, VA AR R 28 T IR 4 8, BE R AR c 2R &
Be Ak = 1:2 ~ 1:8, 15 24L& 5- & —2-(4-((6- 4 —4- R —2- R HE —4H- 2R 5F
MR —7- 3L ) L) THER) EFRFE. REAME, ™K HN42%. LP. 1133 ~
136 ‘C. 'H NMR(400MHz, cdcl,) & 12.68(s, 1H), 7.86(dd, ] = 7.7, 1.5Hz, 2H),7.75(d, J
= 2.6Hz, IH),7.57 - 7.46(m, 3H),7.38(dd, ] = 8.9, 2.6Hz, 1H),6.89(d, ] =
8.9Hz, 1H), 6. 65 (s, 1H),6.47(d, ] = 2. 1Hz, 1H),6.35(d, ] = 2.0Hz, 1H),4.11(dt, ] =
17. 2, 5. 6Hz, 4H), 3. 86 (s, 3H), 2. 12 - 1. 95 (m, 4H) . EST-MS (m/z) :496. 1 [M+H]"
[0052]  SEJEH] 19 :5- & —2- (4~ ((5— &I ~4~ P —2- R FE —AH- K FF LG ER -7 5L ) &
i) TEAE) EFRRAE (K 22)
[0053] ¥ St 151 3 15 B B v 8 o [ AR T-(4- R T A G ) -5 Bk —2- FE L —4H- F
I Wik Vg R —4- FR (0. 39g, 0. 001mol) ¥ T N, N- — F 3t B [ ik (DMF) 10ml 1, 4R 5 in A
5- S KR .85 (1g,0.005mol) « /K BRER # (0. 28g,0.002mol) « P4 T FL iR 1L 4% (TBAB)
(0. 03g,0.0001mol) , HN# 60° S B 12h, N 5E4)h, H 2.8 B2 8, A HLZ F i f1
Rk, SR 5 F T0 K B R B T 58, VA AR R Z& T e FREIRAE 42 B, BER AR c 2R &
B A ghlE= 1:2 ~ 1:8, 13 BML AW 5- & -2- (4~ ((5- F& 5 —4- Wi —2- ZR & —4H- %9
ML B -7- 2% ) 2L ) THEE) KFMOE. MEOB K, RN 44%, WP, :125 ~
128 °C .'H NMR(400MHz, cdcl,) 8 12.68(s, 1H), 7.87(dd, ] = 7.9, 1. 6Hz, 2H), 7. 74(d, J
= 2.7Hz, 1H),7.55-7.48(m, 3H),7.37(dd, ] = 8.9,2.7Hz, 1H),6.88(d, ] =
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8. 8Hz, 1H), 6.65 (s, 1H),6.48(d, ] = 2.2Hz, 1H),6.35(d, ] = 2.1Hz, 1H), 4. 33(q, ] =
7.1Hz, 2H), 4. 11(dt, J = 17.7,5.5Hz, 4H), 2. 09 - 2. 00 (m, 4H), 1. 35(t, ] = 7. 1Hz, 3H).
ESI-MS (m/z) :510. 2 [M+H]"
[0054]  SEJfifh] 20 :5- R —2— (4 ((5— F& Kk —4— P —2- R Ik —4H- 2R FF b gl -7- &) A
B THEHE) RFERFEE (K 23)
[0055] sty 3 15 B (1) ik Bt [l A 7- (4- YR T A AL ) -5 FR R —2- R —4H- ZRIfL
Wi i —4- B (0. 39g,0. 001mol) ¥& T N, N- — FF J& FE [k ik (DMF) 10m1 7, 4R J5 i\ 5— ¥
KA ER FFliE (1. 15g,0. 005mol) « 5 7K % BR 2 (0. 28g,0. 002mol) - P4 T 3 #R 4L # (TBAB)
(0. 03g,0.0001mol) , JH# 60° J N 12h. RN 5E4 )5, H 4 L B A B, A ALJZE F A
ERIKBE, SR 5 F e KR RN 188, YA IR 28 T e BN RE R 7038, el AR < R U
A= 1:2 ~ 1:8, 5 BML AW 5- 1] —2-(4-((5— F& 5 —4- B —2- & —4H- JR Ik e
B -7- ) A3 ) THR) FFRFE. REEOMAR, N 34%. MP. 1137 ~ 140°C . 'H
NMR (400MHz, cdcl,) 6 12.69 (s, 1H), 7. 93 - 7. 82 (m, 3H), 7. 57 - 7. 46 (m, 4H) , 6.84(d, ] =
8. THz, 1H), 6. 65 (s, 1H), 6. 48(d, ] = 2. 1Hz, 1H),6.35(d, ] = 2. 1Hz, 1H),4.11(dd, ] =
12.8, 5. 6Hz, 4H), 3. 86 (s, 3H), 2. 04 (s, 4H) . EST-MS (m/z) :540. 0 [M+H]"
[0056]  SEJff] 21 :5- IR —2— (4 ((5— F& 2 —4— B —2- R AL —4H- R IF Mgl -7- &) &
) TEM) KRR OEE (K 24)
[0057] A5 SZiEf 3 49 3 1 vk B 00 [EAA 7- (4- IR TR SRE ) -h— FR 3k —2- ZEIE —4H- FEIF
W R —4- R (0. 39g,0. 001mol) ¥ T N, N- — F J& F [k ¢ (DMF) 10m1 1, 4R J5 i A\ 5- IR
KA IR . BE (1. 27g,0. 005mol) 5 /K ik FR 21 (0. 28g,0. 002mol) - PY " F& ¥ 1k 4% (TBAB)
(0. 03g,0.0001mol) , H# 60° J N 12h. SN 545, H 48 L B AL, A HLJZE i A
ERIKBE, SR e FH o AR B A 5%, Y& 59 sk 1 28 i PR B AE 40 8, e AN - PR s -
A= 1:2 ~ 1:8, fF R AW 5- IR —2- (4-((5— F& 5 —4— P —2- 3L —4H- ZX IR
i —7- &) S5 ) THERE) KFROER. REEMAR, %N 39%. M.P. 1124 ~ 127°C . 'H
NMR (400MHz, cdcl,) 6 12.69 (s, 1H), 7.93 - 7.81 (m, 3H), 7. 56 - 7. 47 (m, 4H) , 6. 83(d, J
= 8.9Hz, 1H), 6. 65 (s, 1H),6.48(d, ] = 2.2Hz, 1H),6.35(d, ] = 2.2Hz, 1H),4.32(q, ]
= 7.1Hz, 2H),4. 11(dt, ] = 17.8,5.5Hz, 4H),2.03(d, ] = 2.7Hz, 4H), 1.34(t,] =
7. 1Hz, 3H) . EST-MS (m/z) :540. 0 [M+H]"
[o058]  SEjafh] 22 <A%K AL AW B R v M e
[0059] XA BH 1Ak B W) EAT v e 248 P 165 B V0 At B TR0 7 V2R FH B R MTT Vs
[0060]  ZH ffudkiE F MGC-803 ( N B4l ) « HepG2 ( AFHE4IMY ) » 532N DMEM+15%
NBS+ XU
[0061]  H£VRECH] < FH DMSO Merck) V&), N PBS (=) BLAK Immol/mL FIVAVRELIS ) 1
TR BV, A8 )5 FH DMSO (1) PBS (-) #k, s &K Z 731l 4 384 wmol/L. 192 umol/L.96 nmol/L.
48 pmol/L 24 umol/L 12 rmol/L.6 kmol/L.3 rmol/L,
[0062] % L Ti7 (W48 25470 5 FRUIR W IE AT 1A% 2 DA TRDAE () 4% A2 e e ot HE v o
[0063] 96 FLARFEALADNIKZ H 3 X 104 /mL 140 LA 100 w L, BP 3000 41 / L, &
37°C.5% CO2 ¥EFRAE W o 24 /NI, 43 M INNAE o RIA R L VB, 10 w L/ L, 3T CHEH 72
/NBS o BEFLINN Smg/mL ) MTT (3 (4, 5 - FH L MEME —2- L ) -2, 5 “RFE PUME G IR1L ) )
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VAR 20 w L, MEH 4 /NI S I N VA AR DMS0, 100 1 L/ fL, B F46 M, vk H H MK-2 4 & 3 i
FRACIN 570nm OD {H o 1A 2EEHNHIKE 1C50.

[0064] IS4 IR VE LR 1, Hovp, A5 it A H8 A IBL S it 8] 1) 2% 1) 118 2R AR K A R T T Tk
FALE, WAk B4 4 RARAESLHER] 4 o BTR 210 A8 2= B R BEMy B S &
Yy, R

[0065] & 1 Ak A4t il 8 240 A 1 e 5 R B TC50 ( B4 = mol /L)

[o066] DL Lseit s R, AR L S B A KA BUN RS, AR KR ERRT
AR AR AT MGC-803 (N B SR ZHIE ) 1 HepG2 ( A FFIR ML ) 400350 S5 o HH — s e B 1 41
HIGEPE. Ho kA 2d. 2e.3a.3b. 3d  da. de X HepG2 ( A T4 ) 4 fit Ak K EA B
IFNEIE R« 1A 3e.4b4d 5 MGC-803 ( A B RE 4N AL ) 4N A4 K B A B AT 3 1 AT
HA k5% 3b XF HepG2 ( AFFIE4m i ) 40 Haik A HEi G M 3 T FH M B 2547 5- JUR s
WE o LA 3e % MGC-803 ( N\ B R 4N ML ) 20 Mok B A Beam G M o T FH M REZ5 ) 5- UK
WEIE

[0067]  [IMZ AKAG RS AT AE P06 IR 20 2 HepG2 il MGC-803 {13 FE &2 M

(Cso/lpmoliL)

ety | Me
HepG2
2a 88.04 45.8
2b g1 58.67
2¢ 151.9 63.8
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2d 39.55 77.36
2e 32 62.7
2f 68.07 75.56
3a 20 76
3b 9 99.8
3¢ 88 48.8
3d 53 41.2
3e 164 21.19
3f 120 130
da 20.04 128.5
4b 147 39.06
4c¢ 240 74.46
4d 101 40.34
4e 53 104.8
af 199.4 97.13
1 70.86 48.8

&FY 65 41.2

A 2R KA R B AT A 0T JJE 240 Ml HepG2 AT MGC—-803 U SHREIT -
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