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[o076] A BHIEAA A (1D WIH& 75T -
[0077]  Hrp BRI A& 1 K& vk R -
[0078]
COOH H._O CooH 1a: R=OH
HaCO o 1b: R=H
7. 1c: R=Cl
O + o O O 1d: R=F
HaCO OCHz R OCHg R 1e:R=0CH;,
OCHg OCHs

1 OCHg 1f: R=NO,

[0079]  HAEMLEY (D WHl& 75w -
[0080] (1) 34 G-NH,=G,~NH, ~ G,~NH,. G,,—NH, 8 G,,~NH,, R=H. K& . F23L. C, ~ C, L%

B\ €y~ Co MBEE e T AL BRI, & R £ F -
[0081]

COCH
HaCC N
N A
G-NH
HsCO * 2 :
p) |
OCHj O A
R
1a~1f I-1~1-24

[0082] SR JiM) A N HEER . S EANEL = LK% /EDCI/HOBt 371 A A DMF,

[0083]  Hirf24 R=NH, I, & R E 0T -
[0084]

1=21~1-24 |-25~|-28

[0085]  ifJR )k Fe/HCL Y% SnCl, ;%55 B A& /K SBEEE /K FEE o
[0086]  (2) %4 G-NH,=G,~NH, ~ G,,— NH2 B, A R LW -
[0087]
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[o088] [z V4l B A FAEAN . LM Bl a3 C 8 FREE O RE

[0089]  DLFREAKR B b &M 25 B L 45 K

[0090] A% BH 4 A0 G W) AE AR AR T R I Py 57 40 i 5 G 0 o) v P 1 AR 7 v
N

[0091] A4k} NJFFERIK N B2 40 e (HUVEC) 48 fbk

[0092]  ¥SVEECHI -

[00903]  (1)PBS ¥

[0094]  NaCl8. 00g, KC10. 20g, Na,HPO, » 12H,03. 49g, KH,P0,0. 20g, I =ZX /KK )G, B
2 1000m1, m= s KB 5 4 CHRAF % H

[0095]  (2)0. 25% ik £ [ AR

[0096]  FREXEEER AW 0. 25g, I\ PBS ¥, 11+t 28 58 VAR, )24 48 100ml, 1 JERR
W Jh— 20 CIREA .

[0097]  (3) WEME=E (MTT) ¥V

[0098]  FREX MTT50mg, fi A PBS A8 H £ AAF N 10ml, #E ) i +E 2 56 Wil Ja , il vERR I,
4°CREJCIRAT » WY JA N A FHAA 2

[0099]  FAE 77 v « FH AR AR CDMSODHE BT 4 0 4k & 0 B ol Ay ok B2 10°ML PR RERL, T FH
FH 41 5 7 VR C T e TR B

[0100]  $RAEVFE -

[0101] I MEME S (MTT) yEREATINE, BEUDIRAIT -

[0102] (1) Buab+He%d: KPR A R4 A9 N FIK 3 52 40 i CHUVEC)—J, A 0. 25% i 2k
A BT WAL 1~ 2min, BB ST W] IR ST [P 45 | 40 j 22 (5] L 40 B 7] BRIE I I, 7 /)
FREE R IR, NN ZDVE S 10% 357 A8 4 ML (9 DMEM 15 95 4 14K , 25 220 IR 4N Y., Rk
0 Mo B

[0103]  (2) HY4H Mo 23 fh T 96 FLA b, 100w 1/ fL, FFFLZY 5000 A4 , B E IR 02
BRI RESE 24 /DI

[01041  (3) K40 Mt HELL (55 10% AR2F L35 B DMEMD BN 2540 (& 10% A 2 1l 37 f) DMEM il
5 U BE 4y 5 R 10-5mol/L.10-6 1 mol/L.10-7 umol/L 4545 254, 100 u 1/ L, 535
24 /B,

[0105]  (4) FFFLMIN Smg/ml ) MTT %53 20 1 1, 37°CHYHE 4h.

[0106]  (5) W3 EIEVE, NN DMSO, 150 u 1/ 4L, AR EARHE 5 43 %h.

[0107]1  (6) FHEGEC ARl AEH AN 570nm b & Bk FLIRWROGAE

[0108] 3K 1. AR BIE /- ASV)DHI BTk A S 48 . (HUVEC) 383 ) 1C;, (mol/L)

BH
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[0109]
ICso(mol/L) ICso(mol/L)
B A Y HUVEC ML &) HUVEC
I-1 2.06x107 I-18 5.92x107
I-2 3.54x10°¢ I-21 3.23x107
I-3 1.82x107 1-22 2.57x107
I-5 6.87x10° 1-25 3.58x107
I-6 2.42x107 1-29 2.86x107
1-9 3.98x107 1-30 2.57x107
I-10 1.82x10° 1-31 1.76x107
I-11 8.36x107 1-34 3.35x107
I-17 4.12x107 CA-4 4.64x107

[0110] 3R | AL G AR T 5T R Ak 2 45 4y [R) ST 91

[o111]  Z5 PRI LE SRR B, AR R AL &9, W 1-1.1-3.1-6.1-9.1-25.,1-29.1-30,
1-31 F1 1-34 XF A ik P 52 40 e CHUVEC) 385 A B B id s vE A, JF BAL T CA-4.
[0112] AR BISSRAL T —Fhia 7 5 M A A R i I 2 A &9, K &AM A
R T AW L2 103k, TR 254 A 0] UL 18 R 7 sl 3 2%
FE P B R3E  5E R BOI B | VIRV v S ) S ) ) 2 b M sl T =K

[0113]  —fith, A BHIY CA-4 BT A TR 77 i s AFHFIEEHY 1mg ~ 5000mg/ Ko
AR ZEL AN R 0 7 B A, A6 P ) e A T

BAXHEA
[0114]  sEjfs) 1
[0115]  N-(2, 3,4, 6~ V4 -0- & B 5 —1- it 48 — B —D— Mg e i %8 4 2% ) - (B) -3- (8" - #%
B -4’ - PAESEEIL ) -2-(37,47,57 - =P IERE) B (I-1) (K614
[ot16]  (E)-3-(3" - J&& -4 - &) K& -2-(37,47,67- = -HFEE) XE -
IR (1a)
[0117]  7E 500m]l =S NN 3, 4, 5- —FHEILK LB (50g, 0. 22mo1) \3- i Fk —4- H
AFEEZEFEE (34g, 0. 22m01) \62. 5ml = L&A1 150m] ZBREF, Hi # R 2 140°C, [ Y 4h,
5 BN K ER IR 200ml, =i T b . A oA R AT, 2 kN, o gE, [ AR A
100ml & W 45 i, 15 0 LEHIR ) 47, 5g, 77 %24 61%, m. p. 184 ~ 186°C ( SCHR{H 184 ~
186°C [Bioorg. Med. Chem. , 2005, 13 (11) : 3853-3864])
[0118]  'HNMR (300MHz, DMSO), 8 (ppm) :12. 42 (1H, s, COOH), 8. 95 (1H, s, OH), 7. 57 (1H, s,
=CH), 6. 81 (1H, d, J=8. THz, 5’ —ArH), 6. 61 (1H, dd, J=2. 1Hz, J=8. 4Hz, 6’ —ArH), 6. 54 (1H, d,
J=2. 1Hz, 2" -ArH), 6. 44 (2H, s, 2” & 6”-ArH), 3. 73 (3H, s, OCH,), 3. 72 (3H, s, OCH,), 3. 69 (61
,'s, 2X0CH,). N-(2, 3, 4, 6- P —0— ZBkHk —1- 48, — B -D- kMt 2 5L ) - (B) -3- (3" - 3¢
B -4 - PERIEEL ) -2-(37,47,57 - = PAEIEEIL) NFEEE (1-1)
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[0119] % G,-NH, (0. 4g, 1. 15mmol) ¥%§ T* DMF (6ml), 4G J5 43 #tk i A 1a (0. 41g, 1. 15mmo1)
, EDCI (0. 22g, 1. 15mmo1) , HOBt (0. 16g, 1. 15mmol) , = ¥ FF 24h. {5811 e B, H 48 £ i
(3X20m1) $2HL HHUZ KKK (2X50ml) MR EhK (2X50ml) ¥k, To/KH B8 T445, it
T8 Pk E BRI B C AR A4 0. 9g, RERAEIZ AT (A / LR Sl =2/1) , 13585
B E K 0. 3g, Y& 38. 2%, m. p. 92-95°C ;

[0120]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 72 (1H, s, -CH=), 6. 70 ~ 6. 62 (3H,m, 5’ —ArH, 6’
~ArH&2’ -ArH), 6. 41 (2H, s, 27&67-ArH) , 6. 29 (1H, d, J=9Hz, NH), 5. 42 (1H, brs, —ArOH) , 5. 37 ~
5. 27 (2H, m, H-1, H-2), 5. 05 (1H, t, J=9. 6Hz, H-3), 4. 83 (1H, t, J=9. 6Hz, H-4), 4. 33 (1H, dd, J
=4. 2Hz, J=12. 3Hz, H-6a) , 4, 13 ~ 4. 05 (2H, m, H-6b&H-5) , 3. 96 (3H, s, 4’ —ArOCH,) , 3. 85 (3H, s
, 47-ArOCH,) , 3. 84 (6H, s, 37&5”-Ar0CH,) , 2. 08, 2. 02, 1. 98, 1. 97 (each3H, each s, 4 X 0Ac) ;
[0121]  IR(em) :3404 (OH), 2944 (CH), 1751 (ester, C=0) , 1670 (amide, C=0), 1581, 1511, 1
234 (0CH,), 1127 (0Ac) , 1038 (OCH,)

[0122]  MS(ESI (+) 70eV, m/z) :690. 2 [M+H] ";MS (ESI (=) 70V, m/z) : 724. 4 [M+C1] ";

[0123] HR-MS(1:TOF MS ES(+)5.96e4) :Calc. Mass:712. 2217, C4,H,,NO,.Na. Found
Mass:712. 2223.

[0124]  SCjtEfH) 2

[0125]  N-(2,3,4,6- U -0- £ Bt 3& —1- Jlid 50 — B -D— b i 2 FL P 25 ) - (B)-3-(3” - }&%
-4’ - REREIL ) -2-(37,47,57 - =PRI WHELE (1-2) KH14%

[0126]  #f G,—NH, (0. 4g, 1. 15mmol) , 1a (0. 41g, 1. 15mmol) £ [A] I-1 #§ VE 73 1 25 4 [& 14
0. 32g, Y% 40. 8%, m. p. 118-120°C ;

[0127]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 73 (1H, s, -CH=), 6. 66 ~ 6.61 (3H, m, 5" -
ArH, 6" —ArH&2’ —ArH), 6. 42 (2H, s, 2”7 &6” —ArH), 6. 29 (1H, d, J=9. 6Hz, NH), 5. 43 (1H, brs, —
ArOH), 5. 42 (1H, s, H-4), 5. 34 (1H, t, J=9. 3Hz, H-1), 5. 12 ~ 5. 11 (1H, m, H-2), 5. 01 ~
4. 98 (1H, m, H-3), 4. 13 ~4. 09 (3H, m, H-5, H-6a and H-6b), 3. 97 (3H, s, 4’ -Ar0CH3), 3. 85 (9
H, s, 4” -ArOCH, 3” &5 ” -Ar0CH,) , 2. 14, 2. 04, 1. 99, 1. 98 (each3H, each s, 4 X 0Ac) ;

[0128]  IR(em™) :3407 (OH), 2941 (CH), 1750 (ester, C=0) , 1677 (amide, C=0), 1581, 1509, 1
229 (0CH,), 1126 (0Ac), 1082 (OCH,), 1051

[0129]  MS(ESI (+) 70eV, m/z) :690. 2 [M+H] "; MS (ESI (=) 70V, m/z) :688. 0 [M-H] ";

[0130] HR-MS(1:TOF MS ES(+)5.85e3) :Calc.Mass:712. 2217, C33H39NO15Na. Found
Mass:712. 2221.

[0131]  SCjtfe) 3

[0132] N-(1,3,4,6- DU -0- & Bt 5k —2- i 4 — B -D— ML Mg 75 & B 35 ) -(B) 3-8 - #&
-4’ - ARSI ) -2-(37,47,57 - WAL WHELE (1-3) [KIH14%

[0133] 4 G,—NH,. HC1 (1. 15g, 3mmol) ¥%§ T DMF (12ml) , {50 = 2% (0. 42ml, 3mmol) « 455
SREINN 1a (1. 08g, 3mmol) , EDCI (0. 58g, 3mmol) , HOBt (0. 41g, 3mmol) , 25y #iHE 24h, WV
WOMA S e (80m1), KBk (2X100m1) , PRI Er EEKBE (3X 100m1) , Jo/KBRL R EE T4, il
P& IR ZE BRI, 19 28 OB OO 2, TEIRAEEMT CHMEE / 2R 4BE =1/1) , 43 E (4[]
4 0. 39g, L 18. 9%, m. p. 78-80°C ;

[0134] 'H-NMR (300MHz, CDC1,) & (ppm):7.70(1H, s, -CH=),6.68 ~

12
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6. 65 (1H, m, 5’ -ArH), 6. 60 ~ 6. 58 (2H,m, 6’ —ArH&2’ —-ArH), 6. 33 (2H, s, 27&6”-ArH) , 5. 66 (1
H, d, J=8. THz, NH), 5. 51 (1H, d, J=9. 6Hz, H-1), 5. 17 ~5. 02 (2H, m, H-3, H-4) , 4. 44 ~ 4. 35 (1H
,m, H-2), 4. 26 (11, dd, J=4. 6Hz, J=12. 5Hz, H-6a), 4. 16 (1H, brs, -ArOH), 4. 13 ~4. 09 (1H, m,
H-6b), 3. 96 (31, s, 4’ —ArOCH,) , 3. 85 (3H, s, 4”-ArOCH,) , 3. 83 (6H, s, 3”&5”-ArOCH,) , 3. 77 ~
3. 74 (1H, m, H-5), 2. 10, 2. 09, 2. 01, 2. 00 (each3l, each s, 4X0Ac) ;

[0135]  IR(cm) :3400 (OH), 2941 (CH), 1753 (ester, C=0) , 1665 (amide, C=0), 1581, 1512, 1
234 (0CH,) , 1127 (OAc), 1038 (OCH,)

[0136]  MS(ESI (=) 70V, m/z) :688. 0 [M-H] ;

[0137]  HR-MS(1:TOF MS ES(-)6.50e3) :Calc.Mass:688. 2241, C,,H,NO,.. Found
Mass:688. 2245.

[0138]  SEZjiffsl 4

[0139]  N-(2, 3,4, 6- V4 -0- LBLEE —1- B4 — B -D- nibisg a2 HE 2% ) — (B) -3— (4" - F4E
KE)-2-(37,47,57 - ZREEIRRE ) N (1-5) [l

[0140]  (B)-3-(4" - FGR3L) ZK3L - 2-(37,47,57 - =HFIL) K3 - W (1b)
[0141]  7E 500ml =FUHF A 3,4, 5- —FHILK LR (10g, 44. 2mmo1) \4- FEFE K F
% (5. 4ml, 44. 2mmol) . 10m1 = ZJ&H1 100m] ZFRHET, itk FHE 2 140°C, N 20h, 12 1500
A WM EL IR 60m1, 23R T I A A e Ll ATt 45 1k O g [ A, FHZY 100ml &
fit T 45 0, A AR 4. 4g, PPN 28. 9%, m. p. 209 ~ 211°C ( SCER{E :212°C [Biooreg.
Med. Chem. , 2005, 13 (11) : 3853 ~ 3864. ])

[0142]  N-(2, 3,4, 6- 4 -0- ZBLAE —1- Bi4 — B —D— nibAsg A & B 28 ) — (B) -3— (47— F4JE
AH)-2-(37,47, 57 - ZREIEFRE ) WiEBtE (1-5)

[0143]  G,~NH, (0. 9g, 2. 6mmo1) , 1b (0. 9g, 2. 6mmol) Z:[F] 1-1 PRAETS 8 B (4 6 4 0. 8g,
45. 4%, m. p. 83-85C ;

[0144]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 78 (1H, s, ~CH=), 7. 00 (2H, d, J=8. 8Hz, 2” —ArH
,6”—ArH), 6. 71 (2H, d, J=8. 8Hz, 3’ -ArH, 5’ —ArH), 6. 41 (2H, s, 2”&6 "-ArH) , 6. 29 (1H, d, J=9Hz, N
H), 5. 38 ~5. 27 (2H, m, H-1, H-2) , 5. 05 (1H, t, J=9. THz, H-3), 4. 84 (1H, t, J=9. 5Hz, H-4) , 4. 3
4(1H, dd, J=4. 1Hz, J=12. 5Hz, H-6a) , 4. 10 ~ 4. 06 (1H, m, H-6b), 3. 96 (3H, s, 4”~ArOCH,), 3. 8
7 (1H, m, H-5), 3. 84 (6H, s, 3”&5”-Ar0CH,), 3. 77 (3H, s, 4’ —ArOCH,) , 2. 08, 2. 02 (each3H, each
s, 2X0Ac), 1.98, (6H, s, 2X0Ac) ;

[0145] IR (cm):2941 (CH), 1751 (ester, C=0), 1676 (amide, C=0), 1603, 1513, 1384,
1236 (OCH,) , 1127 (OAc) , 1037 (OCH,)

[0146]  MS(ESI (+)70eV,m/z) :674. 3[M+H]";

[0147]  HR-MS(1:TOF MS ES(+)7.22e3):Calc. Mass:696. 2268, C,H,,NO,,Na. Found
Mass:696. 2272.

[0148]  SCJEfH) 5

[0149]  N-(2, 3,4, 6- VU -0- LBE3E —1- W5 — B -D- mtmg-FLpE 2L ) - (B) -3- (47 - E I
KE)-2-(37,47, 57 - ZHEEIRRE ) NI (1-6) Ml

[0150]  G,~NH, (0. 9g, 2. 6mmo1) , 1b (0. 9g, 2. 6mmo1) Z2[A] 1-1 #E/EFF R s LB 4 0. 6g, IE
34. 1%, m. p. 76-78°C ;
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[0151]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 78 (1H, s, =CH=), 7. 00 (2H, d, J=8. 8Hz, 2" —ArH, 6
’—ArH), 6. 71 (2H, d, J=8. 9Hz, 3’ -ArH, 5’ -ArH), 6. 43 (2H, s, 27&6"-ArH) , 6. 29 (11, d, J=9. 3Hz, N
H), 5. 43 (1H, d, J=3. 4Hz, H-4), 5. 35 (11, t, J=9. 3Hz, H-1), 5. 14 (1H, dd, J=3. 5Hz, J=10. 3Hz,
H-3), 4. 98 (1H, t, J=9. 5Hz, H-2) , 4. 13 ~ 4. 07 (3H, m, H-5, H-6a&H-6b), 3. 98 (3H, s, 4”"-Ar0CH,
), 3.85(6H, s, 37&5”-Ar0CH,), 3. 77 (3H, s, 4’ ~ArOCH,) , 2. 14, 2. 04, 1. 99, 1. 96 (each3H, each
s, 4X0Ac) ;

[0152]  IR(em'):2936(CH), 1750 (ester, C=0), 1679 (amide, C=0), 1603, 1513, 1371, 1231 (
OCH,), 1177, 1127 (0OAc), 1052 (OCH,), 910

[0153]  MS(ESI (+)70eV,m/z) :674. 2[M+H]";

[0154] HR-MS(1:TOF MS ES(+)7.64e3):Calc.Mass:696. 2268, C,,H,,NO,,Na. Found
Mass:696. 2273.

[0155]  SEjfsl 6

[o156] N-(2,3,4,6- 0 -0- & Bt % -1- i 5 -B-D-mt W A A
F)-(E)-3-(3" - & 4" - FEIEKI)-2-(37,47,57 - ZFHILKE ) Witz (1-9)
() i) 2%

[o1571  (B)-3-(3" - 4" - F& ) #F& -2-(37,47,57 - —HHKE
(1c)

[0158]  7F 250ml =FUHH NN 3,4, 5- —FEIEK LR (13. 3g, 58. 8mmol) \3- & —4-
FIHEFE (5g, 29. 3mmo1) 13. 3ml = ZF&FN 26. 6ml LERET, Hidl R 2 140°C, MY 18h,

15 1B M N Eh R 40ml, =R kA A L mEEANT 5k ROV, gk, AR 2
100ml ZEFE LS, 15 AERRY) 7. 0g, 7724 63. 1%, m. p. 208 ~ 210°C.,

[0159]  '"HNMR (500MHz, DMSO-d;), & (ppm) :7.64 (1H, s,=CH), 7. 11 ~ 7. 09 (2H, m, 6’ &2’ —Ar
H), 7. 04 (1H, d, J=9. 3Hz, 5’ -ArH), 6. 47 (2H, s, 2”& 6”-ArH), 3. 82 (3H, s, 4’ ~ArOCH,) , 3. 71 (
3H, s, 4” —=ArOCH,), 3. 69 (6H, s, 3” &5” ~ArOCH,) .

[0160] N-(2,3,4,6- 4 -0- & Wt & -1- Wi 4 -B-D-mk W A A M
F)-B)-3-(3" - 4" - FRILFE )-2-(37,47,57 - ZHEFLREL) NHEBHZ (1-9)

[0161]  G,~NH, (0. 9g, 2. 6mmo1l) , 1c (0. 98g, 2. 6mmol) ) Z2[F) [-1 BAEF R E 1K 0. Tg,
% 38. 2%, m. p. 69-72°C ;

[0162]  'H-NMR (500MHz, CDC1,) & (ppm) :7.69 (1H, s, -CH=), 7. 05 (1H, d, J=2. 15Hz, 2" -ArH)
,6.91(1H, dd, J=2. 15Hz, J=8. THz, 6" -ArH), 6. 72 (1H, d, J=8. 7THz, 5’ —ArH), 6. 40 (2H, s, 2”86 "~
ArH), 6. 32 (1H, d, J=9. 2Hz, NH), 5. 36 ~ 5. 28 (2H, m, H-1, H-2), 5. 04 (1H, t, J=9. 6Hz, H-3), 4.

83 (1H, t, J=9. 6Hz, H-4), 4. 32 (1H, dd, J=4. 3Hz, J=12. 5Hz, H-6a), 4, 14 ~ 4. 09 (2H, m, H-6b&H
-5),3.96 (31, s, 4’ -Ar0CH,), 3. 85 (3H, s, 4”-ArOCH,), 3. 84 (6H, s, 3”&5”-Ar0CH,), 2. 07, 2. 04,
2.02, 1. 98 (each3H, each s, 4X0Ac) ;

[0163]  IR(cm') :2943(CH), 1752 (ester, C=0), 1678 (amide, C=0), 1596, 1505, 1372, 1236 (
OCH,), 1127 (0OAc), 1064 (ArC1), 1038 (OCH,) ;

[0164]  MS(ESI (+)70eV,m/z) :708. 2[M+H] ";MS (ESI (=) 70V, m/z) : 742. 6 [M+C1];

[0165] HR-MS(1:TOF MS ES(+)7.99e3):Calc.Mass:730. 1879, C,5H,gNO,,NaCl. Found
Mass:730. 1884.

B

N
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[o166]  Sijitifs] 7

[0167] N-(2,3,4,6- 4 -0- & Wt % -1- Wi % -B-D- Mt m§ 2 F M
FE)-(F)-3-(3" -G 47 - MEIERKE)-2-(37,47, 57 - =WEILFEL) WEEE (1-10)
iEHES

[0168]  #f G,—NH, (0. 9g, 2. 6mmol) , 1¢c (0. 98g, 2. 6mmol) £ [H] 1-1 #EAES A 14 0. 6g, YL
32, 8%, m. p. 93-95C ;

[0169]  'H-NMR (500MHz, CDC1,) & (ppm) :7. 70 (1H, s, ~CH=), 7. 03 (1H, d, J=2. 15Hz, 2" —ArH)
,6.93(1H, dd, J=2. 15Hz, J=8. 75Hz, 6’ -ArH), 6. 73 (1H, d, J=8. THz, 5’—ArH), 6. 42 (2H, s, 2786”
~ArH), 6. 33 (1H, d, J=9. 25Hz, NH), 5. 43 (1H, d, J=3. 5Hz, H-4), 5. 35 (1H, t, J=9. 3Hz, H-1), 5. 1
4 (1H, dd, J=3. 5Hz, J=10. 3Hz, H-3), 4. 98 (1H, t, J=9. 55Hz, H-2), 4, 14 ~ 4. 09 (3H, m, H-5, H-6
a&H-6b), 3. 97 (3H, s, 4’ ~ArOCH,), 3. 86 (9H, s, 4”~Ar0CH,, 3”& ”-Ar0CH,), 2. 14, 2. 04, 2. 00, 1.
96 (each3H, each s, 4X0Ac) ;

[0170]  IR(cm™):2941(CH), 1748 (ester, C=0), 1682 (amide, C=0), 1596, 1505, 1371, 1234 (
OCH,), 1127 (0Ac), 1082 (ArC1), 1063 (OCH,)

[0171]  MS(ESI (+) 70eV, m/z) : 708. 2 [M+H] ; MS (EST (=) 70V, m/z) : 742. 6 [M+C1] ";

[0172] HR-MS(1:TOF MS ES(+)3.10e4):Calc.Mass:730. 1879, C4;H.eNO, ,NaCl. Found
Mass:730. 1883.

[0173]  SCjtEfs) 8

[0174] N-(1,3,4,6- U -0- & W 2 -2- Wi 4 -B-D- ot s A & B
F)-B)-3-(3" - & 4" - BEILZFEE ) -2-(37,47,57 - ZHEIIFIL) WEEEHE (1-11)
[ il 2%

[0175]  G,~NH,. HC1 (1. 15g, 3mmo1) , 1c (1. 2g, 3mmol) 28 [F] I-3 #4E43 [ 14 0. 6g, %
26. 7%, m. p. 119-121°C ;

[0176]  'H-NMR (500MHz, CDC1,) & (ppm) :7. 67 (1H, s, ~CH=), 7. 005 (1H, d, J=2. 2Hz, 2’ -ArH
), 6.89 (1H, dd, J=2. 2Hz, J=8. THz, 6’ ~ArH), 6. 72 (1H, d, J=8. THz, 5’—-ArH), 6. 33 (2H, s, 2786 "~
ArH), 5. 67 (1H, d, J=8. 6Hz, NH), 5. 57 (1H, d, J=9. 6Hz, H-1), 5. 14 (1H, t, J=9. 4Hz, H-3), 5.0
6 (1H, dd, J=9. 3Hz, J=10. 35Hz, H-4), 4. 38 (1H, t, J=9. 4Hz, H-2) , 4. 26 (1H, dd, J=4. THz, J=1
2. 45Hz, H-6a), 4, 13 ~ 4. 10 (1H, m, H-6b), 3. 96 (3H, s, 4> ~ArOCH,), 3. 85 (3H, s, 4” ~ArOCH,)
,3.84(6H, s, 37&5”7-Ar0CH,) , 3. 78 ~ 3. 75 (1H, m, H-5), 2. 11, 2. 09, 2. 01, 2. 00 (each3H, each
s, 4 X 0Ac) ;

[0177]  IR(cm™) :2939 (CH), 1751 (ester, C=0), 1673 (amide, C=0), 1597, 1504, 1368, 1233
OCH,), 1128 (0Ac), 1077 (ArC1), 1041 (OCH,)

[0178]  MS(ESI (=) 70V, m/z) : 742. 6 [M+C1]";

[0179] HR-MS(1:TOF MS ES(+)1.61e4):Calc.Mass:730. 1879, C4;HeNO, ,NaCl. Found
Mass:730. 1884.

[0180] St 9

[0181]1  N-(2, 3,4, 6- 4 -0- ZBLAE —1- Bi% — B -D- ML A 2 B 2L ) - (B)-3-(3” , 47 - —
FAAFEARIE ) -2-(37,47, 57 - = HEELIRIL ) WMmBEHZ (1-17) K&

[o182]  (E)-3-(37,4" - A& ) KA -2-(37,47,57- =RERE) HKE - NHIE (le)
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[0183]  7E 250ml =HUEHIIA 3, 4, 5- —FEILE LR (5g, 22. Immol) .3, 4— IR
A (3. 7g, 22. lmmo1) \5ml = ZJ& M 50ml LFRET, itk 2 140°C, MY 20h, {511 m#k,
N ER IR 30m1, = N A L AT A5 b SOV, 198, [ A 2 80ml L E
G0, B OERIRMZE N 3g, P23 36. 3%, m. p. 205-208°C ,

[0184]  'HNMR (300MHz, DMSO—d,), & (ppm) :12. 45 (1H, brs, COOH), 7. 67 (1H, s, =CH) , 6. 88 (2
H,s,2°&6° -ArH), 6. 54 (1H, s, 5’ -ArH), 6. 49 (2H, s, 2”& 6”-ArH), 3. 73 (3H, s, 4’ —ArOCH,) , 3
.T1(6H, s, 3”& ” -ArOCH,), 3. 68 (3H, s, 4” —-ArOCH,) , 3. 36 (3H, s, 3’ —~ArOCH,).

[0185]  N-(2,3,4,6- V4 -0- LMEIE —1- % — B -D- MEAg# A HEZE ) - (B)-3-(37 ,4" - —
AL ETE ) —2-(37,4” , 57 - = ASEZEIL ) NMEEI% (1-17)

[0186]  G,—NH, (0. 9g, 2. 6mmo1) , 1e (0. 97g, 2. 6mmo1) ZA[A] 1-1 ¥EAEIS ¥R B (A [ 14 0. 5g,
K 27. 4%, m. p. 82-84°C

[0187]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 77 (1H, s, —CH=), 6. 85 (11, dd, J=1. 8Hz, J=8. 4H
z, 6’ —-ArH), 6. 74 (1H, d, J=8. 4Hz, 5’ —-ArH) , 6. 46 (3H, s, 2°, 2”46 "-ArH) , 6. 32 (1H, d, J=9. 2Hz, N
H), 5. 39 ~5. 31 (2H, m, J=9. 5Hz, H-1, H-2) , 5. 05 (11, t, J=9. 7Hz, H-3) , 4. 84 (1M, t, J=9. 5z, 1
-4), 4. 34 (1H, dd, J=4. 1Hz, J=12. 6Hz, H-6a), 4. 11 ~ 4. 06 (11, m, H-6b) , 3. 92 (3H, s, 4’ —Ar0C
H,), 3. 89~ 3. 88 (1H, m, H-5), 3. 85 (61, s, 3”&5”-Ar0CH,), 3. 81 (3H, s, 4”-Ar0CH,), 3. 49 (3H, s
, 3”7 =ArOCH,), 2. 08, 2. 02 (each3H, each s, 2X0Ac), 1. 98 (6H, s, 2X 0Ac) ;

[0188] IR (em™):2941(CH), 1753 (ester, C=0), 1676 (amide, C=0), 1581, 1514, 1383,
1232 (0CH,), 1127 (0Ac), 1038 (OCH3)

[0189]  MS(ESI(+)70eV,m/z) :704. 3[M+H]";

[0190] HR-MS(1:TOF MS ES(+)7.89e3) :Calc. Mass:726. 2374, C,,H,,NO,.Na. Found
Mass:726. 2378.

[o191]  sEjfs] 10

[0192]  N-(2, 3,4, 6- P4 -0- LMt —1- Jii48 — B -D- MLmg 3R 2L ) - (B)-3-(3” , 4" - =
AR IRIE ) —2-(37,47, 57 - = HIEIEFEL ) NMEIENZ (1-18) [ %

[0193]  G,~NH, (0. 9g, 2. 6mmol) , 1e (0. 97g, 2. 6mmol) £ [F] T-1 $AE 1% 3% €4 [l 14 0. 6g, UL
K 32. 9%, m. p. 72-74°C

[0194]  'H-NMR (500MHz, CDC1,) & (ppm) :7. 75 (1H, s, -CH=), 6. 83 (1H, dd, J=1. 85Hz, J=8. 45
Hz, 6’ —-ArH), 6. 73 (1H, d, J=8. 45Hz, 5’ -ArH), 6. 46 (2H, s, 27&6”7-ArH) , 6. 45 (1H, d, J=2Hz, 2’ -A
i), 6. 31 (1H, d, J=9. 3Hz, NH), 5. 42 (11, d, J=3. 4Hz, 1-4) , 5. 34 (11, t, J=9. 3Hz, H-1), 5. 13 (1H
, dd, J=3. 5Hz, J=10. 3Hz, H-3), 4. 97 (1M, t, J=9. 8Hz, 1-2), 4. 11 ~ 4. 08 (3H, m, H-6a, H-6b and
H-5), 3. 91 (3H, s, 4’ ~ArOCH,) , 3. 83 (61, s, 3”&5”-Ar0CH,), 3. 82 (3H, s, 4”-Ar0CH,) , 3. 47 (3H
,s,3” =ArOCH,), 2. 12, 2. 02, 1. 98, 1. 95 (each3H, each s, 4X0Ac) ;

[0195] IR (em™):2938(CH), 1750 (ester, C=0), 1677 (amide, C=0), 1580, 1514, 1371,
1235 (0CH,), 1127 (0Ac) , 1052 (OCH,)

[0196] MS(ESI(+)70eV,m/z) :704. 2[M+H]";

[0197] HR-MS(1:TOF MS ES(+)4.64e4):Calc. Mass:726. 2374, C,,H,,NO,.Na. Found
Mass:726. 2380.

[o198]  SEjifs) 11
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[0199]  N-(2,3,4,6- U -0- £ B & —1- il % — B —D— Ntk e 7 25 B 2% ) — (B) -3- (37 — 4
B 47 - PESEIEIL ) -2-(37,47,57 - =R IEZE) NmELE (1-21) HHl4

[0200]  (E)-3-(3" — A2 -4 - 4L ) Rk -2-(37,47,67 - = - P& ) XE -
Wil (11)

[0201]  7E 100ml =FUHH A 3, 4, 5- =FHEIERK LR (2. 4g, 10. 6mmol) | 3- ik —4-
FIEIKFEE (1. 92g, 10. 6mmol) 2. 4ml = ZJZH1 24ml LFRET, HidE AR ZE 140°C, MY 12h,
15 B W vk Eh R 14, 4ml, B3 N i . A O AN, b N, o g, [ A4
2 150ml L BEE 4L &, 13 E EEIRP Al 1. 868, 1= %K 45. 0%, m. p. 225-227°C ( SCHR1E -
223°C [Bioorg. Med. Chem. , 2005, 13 (11) : 3853 ~ 3864. ])

[0202]  N-(2,3,4,6- U —0— & B 3 —1- it & — B —D— Ntk e 4 25 B 2% ) — (B) -3—- (3" — fif§
-4’ - AR ) -2- (37,47, 57 - = MAIEEE) FFEEE (1-21)

[0203]  G,~NH, (0. 9g, 2. 6mmol) , Lf (1. 0g, 2. 6mmol) R[] I-1 $AE4S3 %S 7 €4 [ {4 0. 75g, it
# 40. 6%, m. p. 80-82°C

[0204]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 73 (1H, s, —-CH=), 7. 53 (1H, d, J=2. 1Hz, 2" -Arl]),
7.20 (1H, dd, J=2. 1Hz, J=8. 85Hz, 6’ -ArH), 6. 90 (1H, d, J=8. 82Hz, 5’ -ArH), 6. 40 (21, s, 27&6 -
ArH), 5. 35 (1H, d, J=9. 3Hz, NI, 5. 29 (1H, d, J=9. 5Hz, H-1), 5. 08 ~ 5. 02 (1H, m, H-3), 4. 83 (1H
, t, J=9. 5Hz, H-2), 4. 35 ~ 4. 30 (1H, m, H-4) , 4. 09 (1H, dd, J=4. 6Hz, J=12. 6Hz, H-6a), 3. 98 ~
3. 96 (11, m, H-6b) , 3. 98 (3H, s, 4’ ~ArOCH,), 3. 93 (3H, s, 4”-Ar0OCH,) , 3. 88 (1H, s, H-5), 3. 85 (
6H, s, 3”7 &5” —ArOCH,) , 2. 08, 2. 02 (each3H, each s, 2X0Ac) 1. 98, (6H, s, 2X 0Ac) ;

[0205]  IR(cm™):2943(CH), 1752 (ester, C=0), 1678 (amide, C=0), 1615, 1533 (NO,), 1236 (
OCH,), 1127 (0Ac), 1039 (OCH,)

[0206]  MS(ESI(+)70eV, m/z) : 719. 3[M+H] ";MS (ESI (=) 70V, m/z) : 717. 2[M-H] ;

[0207] HR-MS(1:TOF MS ES(+)2.98e4) :Calc.Mass:741. 2119, C;,H.N,0,,Na. Found
Mass:741. 2124.

[0208]  sEjifs] 12

[0209]  N-(2,3,4,6- U -0— & B & —1- it 5 — B —-D— ntk g 2 FL B 2% ) - (B) -3—- (3" — 1§
B4 - PERER ) -2-(37,47,57 - = HEIER) RFEEE (1-22) RIHl#&

[0210]  G,~NH, (0. 9g, 2. 6mmo1) , 1f (1. 0g, 2. 6mmol) Z2[A] 1-1 #E/E/S RS B (L [E 4 0. 8g, %
43. 3%, m. p. 100-102°C

[0211]  'H-NMR (300MHz, CDC1,) & (ppm) :7. 75 (1H, s, -CH=), 7. 51 (1H, d, J=2. 1Hz, 2" —Arl]),
7. 23 (1M, dd, J=2. 1Hz, J=8. 9Hz, 6’ -Arl), 6. 91 (11, d, J=8. 9Hz, 5’ -Arl), 6. 42 (2H, s, 27&6"-Ar
H), 6. 39 (10, d, J=9. 4Hz, NH), 5. 44 (11, d, J=3. 3Hz, H-4), 5. 34 (11, t, J=9. 2, H-1), 5. 14 (1H, d
d, J=3. 4Hz, J=10. 3Hz, H-3), 4. 98 (11, t, J=9. 8Hz, H-2), 4. 13 ~ 4. 09 (3H, m, H-5, H-6a&H-6b)
,3.97 (3H, s, 4’ -ArOCH,) , 3. 93 (3H, s, 4”-Ar0CH,) , 3. 86 (61, s, 37&5"-Ar0CH,), 2. 17, 2. 04, 2. 0
0, 1. 93 (each3H, each s, 4X0Ac) ;

[0212]  IR(em™):2941(CH), 1750 (ester, C=0), 1680 (amide, C=0), 1615, 1533 (NO,), 1371,
1231 (0CH,) , 1127 (0Ac) , 1085 (OCH,)

[0213]  MS(ESI (+)70eV, m/z) : 719. 3[M+H] ";MS (ESI (=) 70V, m/z) : 717. 4 [M-H] ";

[0214] HR-MS(1:TOF MS ES(+)1.98e4) :Calc.Mass:741. 2119, C;,H.N,0,,Na. Found
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Mass:741. 2123.

[0215]  SEjfs)] 13

[0216]  N-(2,3,4,6- P4 -0— £ B & —1- il %0 — B —D— Ntk e 7 25 B 2% ) - (B)-3-(3” - &
Be-47 - FEIIER ) -2-(37,47,57 - =IO ) NMEZ (1-25) 14

[0217] ¥ 1-21(0. 6g, 0. 83mmo1) ¥ T 20ml £ E¥, NH,C1 (0. 32g, 5. 98mmol) % T 6ml 7K,
EIFWE, IMNIEJE Fe ¥y (0. 24g, 4. 3mmol) , FHIEL A1 3. 5h, 458 11 e I, A Ak 8 1= € Bk Fe
W1 RV S EEVRGk BEv , HET 38V 4 N 1R £ 30m1, 7K 20m1, 23 A HLZ , FFAK IR
7K (2X20m1) ¥, H9 T NaHCO, (1 X 30m1) ¥k, HAT NaCl (2 X 30m1) ¥k, Jo /KB IR B+ 15 4h,
o g, BET, 19 AR R AR AL 0. 6g, AERAEJEMT (Z&H e / HEE =200/1) , 49 35 (] 44
0. 45g, W# 78. 3%, m. p. 90-92°C ;

[0218]  'H-NMR (500MHz, DMSO-d,) & (ppm) :7. 61 (1H, d, J=9. 3Hz, NH), 7. 29 (1H, s, —C
H=), 6.83~6. 74 (1H, m, 6’ -ArH), 6. 63 (1H, d, J=8. 5Hz, 5’ -ArH), 6. 46 (1H, s, 2" -ArH), 6. 41 (
2H, s, 2”&6”-ArH), 5. 47 (1H, t, J=9. 3Hz, H-1), 5. 36 (1H, t, J=9. 45Hz, H-2), 5. 00 (1H, t, J=9. 4H
7z, H-3), 4. 87 (1H, t, J=9. 65Hz, H-4) , 4. 63 (2H, s, NH,), 4. 17 ~ 4. 15(1H, m, H-6a), 4. 09 ~
4. 04 (2H, m, H-6b&H-5) , 3. 74 (3H, s, 4’ -ArOCH,), 3. 71 (3H, s, 4”-ArOCH,), 3. 70 (6H, s, 37&5 "~
ArOCH,), 1. 99, 1. 98, 1. 95, 1. 93 (each3H, each s, 4X0Ac) ;

[0219] IR (em™):3407 (NH,), 2941 (CH), 1753 (ester, C=0), 1677 (amide, C=0) , 1582, 1514,
1236 (OCH,), 1126 (0Ac), 1037 (OCH,)

[0220]  MS(ESI(+)70eV,m/z) :689. 3 [M+H]";

[0221] HR-MS(1:TOF MS ES(+)2.31e4):Calc.Mass:689. 2558, C,,H,,N,0,,. Found
Mass:689. 2563.

[0222]  sEjfsl 14

[0223]  N-(1- i 40 —B-D- Mt Mg A 2 B 5 )-(E)-3-(3" - & 2 4" - 1 & B K
H)-2-(37,47,57 - ZHEERE ) W (1-29) K&

[0224]  1-1(0. 4g, 0. 58mmo1) ¥§T 5ml FEEEY / FELH I, =R 4h, 15 10 W, 715 pH
{H2 6, ¥ ie T, ML R RAE Z A (AU b/ BIE =10/1), 185 s 4l 0. 20g, /=3
3 66. 1%, m. p. 125 ~ 127°C ;

[0225]  'H-NMR (500MHz, DMSO-d,) & (ppm) :8. 87 (1H, s, ~ArOH), 7. 62 (1H, d, J=9. OHz, NH) , 7
.30 (1H, s, -CH=), 6. 79 (1H, d, J=8. 5Hz, 5’ -ArH), 6. 55 (1H, dd, J=2. OHz, J=8. 4Hz, 6’ -ArH), 6.
52 (1H, d, J=2. 1Hz, 2’ -ArH), 6. 47 (2H, s, 276 "-ArH) , 4. 96 ~ 4. 81 (3H, m, OH-2, 3&4) , 4. 45 ~
4. 43 (1H, m, OH-6) , 3. 80 ~ 3. 75 (2H, m, H-1land H-2), 3. 73(3H, s, 4’ -ArOCH,), 3. 72(3H, s, 4”
~ArOCH,), 3. 68 (6H, s, 3”&5”~Ar0CH,) , 3. 44 ~ 3. 40 (1H, m, H-3) , 3. 21 ~ 3. 12 (3H, m, H-5, H-6a
and H-6b), 3. 07 ~ 3. 03 (1H, m, H-4) ;

[0226]  'H-NMR (300MHz, DMSO-d,+D,0) & (ppm) :7. 31 (1H, s, -CH=), 6. 81 (1H, d, J=8. 6Hz, 5’
-ArH), 6. 58 (1H, dd, J=1. 9Hz, J=8. 6Hz, 6’ -ArH), 6. 51 (1H, d, J=1. 9Hz, 2’ -ArH), 6. 47 (2H, s, 2”
&6” -ArH), 4. 83 (1H, d, J=8. 7THz, NH), 3. 80 ~ 3. 78 (2H, m, H-1land H-2), 3. 75(3H, s, 4’ —Ar0
CH,), 3. 74 (3H, s, 4”-ArOCH,) , 3. 69 (6H, s, 37&5”"-Ar0CH,) , 3. 46 ~ 3. 41 (1H, m, H-3), 3. 24 ~
3. 19 (3H, m, H-5, H-6aand H-6b), 3. 10 ~ 3. 08 (1H, m, H-4) ;

[0227] IR (em):3411(0H), 2937 (CH), 1654 (amide, C=0), 1583, 1510, 1240 (OCH,) , 1125, 1
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079 (OCH,) , 1026

[0228]  MS(ESI (+) 70eV, m/z) :522. 1 [M+H]";MS (ESI (-) 70V, m/z) :556. 3[M+C1];

[0229] HR-MS(1:TOF MS ES(+)5.126e4) :Calc. Mass:544. 1795, C,,H, NO,,Na. Found
Mass:544. 1799.

[0230]  SEjEfs) 15

[0231]  N-(1- Jlit 4 -B-D- Mt Mg 2 FL M E)-B)-3-3" -3 & 4" - F &
5)-2-(37,47,57 - = HEEIKIL) NIEIHE (1-30) &

[0232]  HX 1-2(0. 4g, 0. 58mmo1) , Z: [F] 1-29 #EVEIS M ClE & 0. 22¢, K 72. 7%, m. p. 12
6-128°C ; 'H-NMR (500MHz, DMSO-d,) & (ppm) :8. 87 (1H, s, —ArOH), 7. 42 (1H, d, J=9. 1Hz, NH), 7
.33(1H, s, —CH=), 6. 79 (1H, d, J=8. 5Hz, 5’ -ArH), 6. 55 (1H, dd, J=2. OHz, J=8. 5Hz, 6’ -ArH), 6.
51 (1H, d, J=2. OHz, 2’ -ArH), 6. 49 (2H, s, 2”&6” -ArH) , 4. 83 ~ 4. 78 (2H, m, OH-2, 3) , 4. 72 ~
4.69 (1H, m, 0H-4), 4. 55 ~ 4.53 (1H, m, 0H-6), 4. 27 (1H, d, J=5Hz, H-1), 3. 79 (1H, s, H-4
), 3.73(3H, s, 4> —ArOCH,), 3. 72 (3H, s, 4” -ArOCH,) , 3. 69 (6H, s, 3” &5” ~ArOCH,) , 3. 67 ~
3.66 (2H, m, H-2, H-3), 3. 43 ~ 3. 40 (2H, m, H-6a and H-6b), 3. 36 ~ 3. 35 (1H, m, H-5) :
[0233]  'H-NMR (300MHz, DMSO—-d+D,0) & (ppm) :7. 34 (1H, s, ~CH=), 6. 81 (1H, d, J=8. 6Hz,
5’ -ArH), 6. 59 (1H, dd, J=2. OHz, J=8. 6Hz, 6’ -ArH), 6. 51 (1H, d, J=2. OHz, 2" -ArH), 6. 49 (2H,
s, 2”7 &6” —ArH) , 4. 81 (1H, d, J=8. 4Hz, NH), 3. 80 (1H, s, H-4), 3. 78 (1H, m, H-1) , 3. 74 (3H, s,
4’ —ArOCH,), 3. 73 (3H, s, 4”-ArOCH,), 3. 69 (6H, s, 3”&5” -ArOCH,) , 3. 67 (1H, s, H-2), 3. 48 ~
3.46 (1H, m, H-3) , 3. 45 ~ 3. 42 (2H, m, H-6a and H-6b), 3. 40 ~ 3. 39 (1H, m, H-5) ;

[0234]  IR(cm'):3416(0H), 1651 (amide, C=0), 1583, 1512, 1411, 1240 (OCH,), 1125, 1084 (
OCH,) , 1024MS (EST (+) 70eV, m/z) :522. 1 [M+H] "; MS (ESI (-) 70V, m/z) :556. 3[M+C1];

[0235] HR-MS(1:TOF MS ES(+)2.46e4):Calc.Mass:544. 1795, C,;H,,NO, Na. Found
Mass:544. 1800.

[0236] St 16

[0237]  N-(2- Jlii 4 -8B -D- Mt Mg A & M £ )-E)-3-(3" - & & 4" - F
5)-2-(37,47,57 - = HEEIKIL) NIEBHE (1-31) &

[0238]  HY 1-3(0.4g, 0. 58mmol) , £ [A] 1-29 ¥ /£ 18 2K [ & [& 14 0. 16g, UK % 52. 9%,
m p. 122-124°C.,

[0239]  SEjfs] 17

[0240]  N-(1- Jlii4 — B -D— nibM - FLRE RS ) - (B) -3- (47 - AR ) 2-(37,47,57- =
FEAFEREL) IIAELZ (1-34) Hil#

[0241]  HY 1-6(0. 39¢g, 0. 58mmo1) , £8 [A] 1-29 # 1F 73 1% &% {4 [# 14 0. 18g, W & 61. 5%,
m. p. 109-112°C,

[0242]  SEjEfs] 18

[0243]  F 5l

[0244]  HUSLjfs) | S AL-&9 0. 5g, e kr 2g, B 1g RA , HIGE 30% SEEAEWRIE
), R R

it
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