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[0011]  B.#5,6,7,4 -0-WU BT R L E T I0 (@) 8i6,7,4° -0- =48I R LR THIT (b)
T DMEH, IR IR £ SR AR, IR FE s RN S5 B =N K, IR O R %
B, B HLZ AR J5 SR RAE IR T 15 20T 8 4 3 B ol R AT A

[0012] 4T LR FCIERATAD) (1) 1EH &1 TT R RE M 259 1 LA o

(00131  Pfradt st il 0. - JHF o o SR et LI S B 890 . T B W s Kl B e
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S HBE 9 g L 7 W L PROE I B e B R B R L B U R g R e
JeE B A il e e A R

[0014]  JagshE 248 1 Bl 2k i e Bl 3 2 LR Bl 2 45 i

[0015] AR AR A

[0016] 1. AKEHSEHLIAT 3 4 = T nlERATAY (D Myt E R EE T RO/ K
HHE T,

[0017] 2 AR BRIRBEMI AT 28 £ 3 nlkSRAT AN (D) BP9 A5 & >k, T8

[0018] 3. A K BAIRHERIAT R 4R T uBERATAEY) (D MI6fr 25 547 £ 2 345 £ B 3 fR
I8 m T EYIRRR e, B TIRAT
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gl

K|

B [=115¢ BR
[0019] B 1NAK MR AT 3 4 R H ok SR AT A2 (DD I Z5 s -
[0020] |29 AC K W FITIA IR T 28 £ 3 F e RESRAT AR (D) il 46 U5 VA IR S S A I

B A

[0021] "R AR A BHAR RE— 22 B Ui B, AHAS AR AR 5 20O0E A B I DA RR 1), 255 - 4 % B
FIr R BAEAT RS e, 350 J8 T A% R B (R AR 476 1

[0022]  Sjitifd1 -

[0023] BT R L F10%E (21.6mmol) , 5 A FREF30Z=F (158. Tmmol) (FERE 20 =+ — &[] i
4N, A H G IRAE AR IR A E 18 505,6,7,4” -0- U BT R 2510 () 5.3 g, 54%)
6,7,4 -0-=LBITRoEFH LD 2.1 g, 23%) .

[0024]  5,6,7,4" -0-VYZWHIT 8 2 % HFC (a) , F R AL 'H-NUR (CDC1,, 400 MHz) 6:
7.88 (d, 2H, J =8.4 Hz, Ar’-H-2,6), 7.49 (s, 1H, Ar-H-8), 7.27 (d, 2H, J =
6.0 Hz, Ar’-H-3,5); 6.62 (s, 1H, Ar-H-3); 2.44 (s, 3H, COCH,, 2.35 (s, 9H,
COCH, X 3) .

[0025]  6,7,4" -0- =ZWAT 82 & H 70 (b) , F [ fk. 'H-NMR (CDC1,, 400 MHz) 6:
12.90 (s, 1H, OH), 7.91 (d, 2H, J = 7.8 Hz, Ar’-H-2,6), 7.29 (d, 2H, J = 7.9
Hz, 2H, Ar’-H-3,5), 6.96 (s, 1H, Ar-H-3), 6.70 (s, 1H, Ar-H-8), 2.37 (s, 3H,
COCH,) , 2.35 (s, 6H, COCH,X2) .

[0026]  SLjitifsl2:

[0027] BT R E5.9% (12.7Tmmol) , 5 2 FRHETF6 %1 (63 . 5mmol) AL IE6Z= T+ —if [l /i 4
NI A H R IR A A R EAT S 2)5,6,7,4 -0-N BT R 2. 15T (@) (3.42 g, 59%)
6,7,4 -0-=2 BT = &6 (b) (1.03 g, 20%) -

5
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[o028]  SEjiidsl3:

[0029] AT R 2 %5.9%¢ (12. Tmmo) , 5 Z BT 24 2=+ (254mmol) HEWE 122 T+ — e [F] i 4
AN, H S IR AE A A 2T 15 85,6,7,4" -0-D 2Bk T & 2 =170 (a) (4.63g,80%) Al
6,7,4 -0- =4I RLEH G D0) (0.57 g, 11%) .

[0030]  sEjitifsl4:

[0031] 5,6,7,4 -0-WWZBITRLETH I (@) 8i6,7,4 -0- =BT R L= L (b) (1
mmol) V& T T-J&DMF (10 mL) ,7][])\I(ZCO3 (691 mg, 5 mmol) and JRAY (1.5 mmol) , iR
BEFEL R R AN K (B0 mL) 1, F 2R . B 3EAT AEHL (50 mL X 3) , A IF LR L. TR)Z
AN EE/K (100 mL) ¥k, To/KBRER AN T8 , V80K ik 4 , FHAE RS AT 70 B 13 2L A P eBlid
[0032]  7-0-IECHE-5,6,4" -0-=Z AT E2FHTT (1) ; @Ak, % 72% 'H
NMR (400 MHz, CDC1,) 8 7.87 (d, J = 8.8 Hz, 2H, Ar’-H-2,6), 7.26 (d, J = 8.8
Hz, 2H, Ar’-H-3,5), 6.92 (s, 1H, Ar-H-3), 6.57 (s, 1H, Ar-H-8), 4.09 (t, J =
6.5 Hz, 2H, OCH), 2.44 (s, 3H, COCH), 2.34 (s, 3H, COCH,), 2.33 (s, 3H,
COCH,) , 1.88 - 1.76 (m, 2H, CH), 1.49 - 1.42 (m, 2H, CH), 1.39 - 1.31 (m,
4H, CH,x2), 0.92 (t, J = 6.7 Hz, 3H, CH)."°C NMR (100 MHz, CDCl,) & 176.23,
168.90, 168.73, 167.83, 161.23, 155.79, 155.69, 153.17, 141.77, 130.86,
128.94, 127.47, 122.32, 111.09, 108.26, 98.70, 69.63, 31.36, 28.69, 25.44,
22.52, 21.12, 20.85, 20.10, 13.94.

[0033]  7-0-IE+ —kidk-5,6,4 -0- =L BRI FZ FHIL (c2) PAFEMK, =% 72%;
'"H NMR (400 MHz, CDC1,) 6 7.86 (d, J = 8.4 Hz, 2H, Ar’-H-2,6), 7.25 (d, J =
8.4 Hz, 2H, Ar’-H-3,5), 6.92 (s, 1H, Ar-H-3), 6.56 (s, 1H, Ar-H-8), 4.08 (t,
J = 6.4 Hz, 20, OCH,), 2.44 (s, 3H, COCH), 2.34 (s, 3H, COCH,), 2.33 (s, 3H,
COCH,), 1.91 - 1.71 (m, 2H, CH), 1.49 - 1.40 (m, 2H, CH), 1.38 - 1.23 (m,
16H, CH,x8), 0.88 (t, J = 6.7 Hz, 3H, CH). '"C NMR (100 MHz, CDCl,) & 176.20,
168.89, 168.72, 167.82, 161.21, 155.77, 155.68, 153.16, 141.75, 130.85,
128.91, 127.46, 122.31, 111.06, 108.22, 98.71, 69.62, 31.91, 29.69, 29.65,
29.63, 29.56, 29.53, 29.33, 29.23, 28.74, 25.78, 22.67, 21.12, 20.86, 20.11,
14.10.

[0034]  7-0-1E+ /Uit -5,6,4 -0- =2 BT L FH L (¢3) WA, F=3% 57%;
'"H NMR (400 MHz, CDC1,) & 7.87 (d, J = 8.4 Hz, 2H, Ar’-H-2,6), 7.25 (d, J =
8.4 Hz, 2H, Ar’-H-3,5), 6.92 (s, 1H, Ar-H-3), 6.57 (s, 1H, Ar-H-8), 4.09 (t,
J = 6.5 Hz, 20, OCH,), 2.44 (s, 3H, COCH), 2.34 (s, 3H, COCH), 2.33 (s, 3H,
COCH,) , 1.91 - 1.74 (m, 2H, CH), 1.51 - 1.39 (m, 2H, CH), 1.26 (s, 28H, CH,
X14), 0.88 (t, J = 6.7 Hz, 3H, CH,) . ""C NMR (100 MHz, CDCl,) & 176.22,
168.90, 168.73, 167.84, 161.24, 155.79, 155.70, 153.17, 141.78, 130.87,
128.96, 127.47, 122.33, 111.09, 108.28, 98.69, 69.63, 31.91, 29.69, 29.65,
29.57, 29.53, 29.34, 29.32, 29.23, 28.75, 25.79, 22.67, 21.13, 20.85, 20.11,
14.08.

[0035]  7-0-Jliif2E-5,6,4" -0-=ZBHAT 2L FHIG (c4) WK, 7R 70%; 'H
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NMR (400 MHz, CDC1,) & 7.86 (d, J = 8.8 Hz, 2H, Ar’-H-2,6), 7.24 (d, J = 8.8
Hz, 2H, Ar’-H-3,5), 6.91 (s, 1H, Ar-H-3), 6.56 (s, IH, Ar-H-8), 5.43 - 5.30
(m, 2H, =CHX2), 4.08 (t, J = 6.4 Hz, 2H, OCH), 2.44 (s, 3H, COCH,), 2.33 (s,
3H, COCH,), 2.33 (s, 3H, COCH), 2.08 - 1.95 (m, 4H, CH,x2), 1.88 - 1.77 (m,
2H, CH), 1.50 - 1.40 (n, 2H, CH), 1.39 - 1.18 (m, 20H, CH,X10), 0.87 (t, J
= 6.7 Hz, 3H, CH). ""C NMR (100 MHz, CDCl,) & 176.18, 168.88, 168.71, 167.80,
161.21, 155.76, 155.68, 153.17, 141.76, 130.86, 130.02, 129.74, 128.92,
127.45, 122.31, 111.08, 108.24, 98.70, 69.60, 31.89, 29.75, 29.68, 29.52,
29.44, 29.31, 29.21, 28.75, 27.23, 27.20, 25.79, 22.67, 21.11, 20.85, 20.10,
14.09.

[0036]  7-0-IEC 36,4 -0-—ZBHATHZ FHor d) FERE A, 5% 72% 'H NR
(400 MHz, CDC1,) & 12.72 (s, 1H, OH), 7.89 (d, J = 8.8 Hz, 1H), 7.26 (d, J =
8.8 Hz, 2H), 6.63 (s, 1), 6.54 (s, 1), 4.06 (t, J = 6.5 Hz, 2H), 2.35 (s,
3M), 2.34 (s, 3M), 1.96 - 1.73 (m, 2), 1.51 - 1.40 (m, 21), 1.39 - 1.30 (m,
4H), 1.29 - 1.19 (m, 3H), 0.97 - 0.87 (m, 3H). °C NMR (100 MHz, CDC1,) &
182.42, 168.84, 168.43, 163.30, 157.30, 154.91, 153.48, 152.60, 128.74,
127.66, 123.55, 122.41, 105.85, 105.72, 91.29, 69.44, 31.39, 29.68, 28.76,
25.44, 22.53, 21.11, 20.21, 13.95.

(00371 7-0-IE-- 4kt -6,4" -0- LR K2 FHC (d2) #EREME; % 68%; 'H
NMR (400 MHz, CDC1,) 8 12.72 (s, 1H, OH), 7.90 (d, J = 8.8 Hz, 2H, Ar’-H-2,
6), 7.27 (d, J = 8.1 Hz, 2H, Ar’-H-3,5), 6.64 (s, 1H, Ar-H-3), 6.56 (s, 1H,
Ar-H-8), 4.07 (t, J = 6.5 Hz, 2H, OCH), 2.36 (s, 3H, COCH), 2.35 (s, 3H,
COCH,) , 1.96 - 1.70 (m, 2H, CH), 1.51 - 1.39 (m, 2H, CH), 1.39 - 1.14 (m,
16H, CH,x8), 0.88 (t, J = 6.7 Hz, 3H, CH). '°C NMR (100 MHz, CDCl,) & 182.44,
168.84, 168.44, 163.31, 157.31, 154.93, 153.47, 152.63, 128.78, 127.67,
123.58, 122.42, 105.88, 105.77, 91.29, 69.45, 31.91, 29.69, 29.65, 29.63,
29.57, 29.54, 29.34, 29.25, 28.81, 25.78, 22.67, 21.12, 20.23, 14.08.

(00381 7-0-iE-/\ki e -6,4" -0- ~ZBHAT &K 2 FHC (d3) #EREME; % 53%; 'H
NMR (400 MHz, CDC1,) & 7.83 (d, J = 8.8 Hz, 2H, Ar’-H-2,6), 7.20 (d, J = 8.5
Hz, 2H, Ar’-H-3,5), 6.57 (s, 1H, Ar-H-3), 6.49 (s, 1H, Ar-H-8), 3.99 (t, J =
6.5 Hz, 2H, OCH), 2.29 (s, 3H, COCH,), 2.27 (s, 3H, COCH,), 1.80 - 1.71 (m,
2H, CH), 1.42 - 1.33 (n, 2H, CH), 1.32 - 1.12 (m, 28H, CH,x14), 0.81 (t, J
= 6.7 Hz, 6H, CH). ""C NM\R (100 MHz, CDCl,) & 182.43, 168.83, 168.42, 163.31,
157.30, 154.92, 153.48, 152.63, 130.02, 129.74, 128.77, 127.67, 122.41,
105.88, 105.76, 91.28, 69.43, 31.89, 29.77, 29.74, 29.69, 29.65, 29.52,
29.44, 29.32, 29.30, 29.22, 28.82, 27.23, 27.20, 25.79, 22.67, 21.12, 20.23,
14.08.

(00391 7-0-JifisdE 6,4 -0-—ZBHAT R 2 FHor (d4) FERE A 5% 59%; 'H NIR
(400 MHz, CDC1,) 8 12.72 (s, 1H, OH), 7.90 (d, J = 8.8 Hz, 2H, Ar’-H-2,6),
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7.27 (d, J = 8.8 Hz, 2H, Ar’-H-3,5), 6.64 (s, 1H, Ar-H-3), 6.55 (s, IH, Ar-H-
8), 5.47 - 5.16 (m, 2H, =CHX2), 4.06 (t, J = 6.5 Hz, 2H, OCHZ), 2.36 (s, 3H,
COCH3), 2.34 (s, 3H, COCHS), 2.09 - 1.92 (m, 4H, CH2><2), 1.87 - 1.76 (m, 2H,
CHQ), 1.51 - 1.40 (m, 2H, CH2>, 1.40 - 1.21 (m, 20H, CHZXIO), 0.88 (t, J =
6.7 Hz, 3H, CH). C NMR (100 MHz, CDC1,) 6 182.43, 168.83, 168.42, 163.31,
157.30, 154.92, 153.48, 152.63, 130.02, 129.74, 128.77, 127.67, 122.41,
105.88, 105.76, 91.28, 69.43, 31.89, 29.77, 29.74, 29.69, 29.65, 29.52,
29.44, 29.32, 29.30, 29.22, 28.82, 27.23, 27.20, 25.79, 22.67, 21.12, 20.23,
14.08.

[0040]  Sijsti {55 :

[0041]  F|FHCellTiter 96° AQueous One Solution Cell Proliferation Assay (MTS)
D7 VAT OB T A AR K PR 4 Tukar t JHCT - 116 5MDA -MB-23 148 Ff 196 FLAR (1000-
5000 4HifE/FL, &FL200 nL) ,37°CHE & 24/, I SZ R i GRBESN2.5-40 wD , 4k 4R37°
CHEB T2/, B FLINA A Cel1Titer 96° AQueous One Solution Cell Proliferation
Assay (MTS) solution (Promega) ,37°CHi%¥ & 1/NF, ] Bio-Rad 680 Microplate
Reader (Bio-Rad, USA) 490nmill ot . & fa Ml B IC, 1H , & 32 I IC, M8 WL T 3.

ICs5p Values(uM)

Compound
Jukart | HCT-116 | MDA-MB-231
NRE =100 | =100 =100
IRAZEH T | 9577 | =100 =100
a =100 | =100 =100
b =100 | =100 =100
cl 14,79 | 2202 59.93
0042l c2 22.47 | 55.56 68.54
c3 =100 | =100 =100
c4 76.23 | =100 =100
dl 1.80 11.50 53.91
d2 1912 | .33.53 =100
d3 =100 | =100 =100
d4 =100 | =100 =100
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