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I AR IR = e - TRT= g -2, HZ3%8 F LA« -CH,» -OMe - CF, . COCH, /1~ COOH, » 25 I [%]
3o 2L I, TPSIUARII L 2 Sk o A2 — 25 T, TP ER L S0 DU B EE | T
BAEE NEAER LB BN VR BTN EE A — 85T R, TIPS IR AL S U
L TUBNER N BAER R E Ak A — 25 T, TPSER AL S0 N BN /iR
JUBNER T8 2R o £ — 285 I, TPS I AL S e/ A sl Uitk o A2 — 25T Y, vk
v A20.1.2.3.4.5.6.7.8.95k10. /E—2E 5 I, y5£5, vy sE 1, KL eCH,, Cy e —Me-1, HZ
&-0Me (FL5H242)

[0125]  fE—2e 51, AR IR TPS R S st AL 5l b AR
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HO O ; ~OH
HOl HO'“P.:: HO
1 -0
HO
X1

(01271 Horh, yHly” S20F110 2 [RIFEES, FeE A2 CH,, Cyde LA B+ 1, 3- BRI 2R AL 1, 4-
HRURRIT AR JIRIGE = e - TRT= g -2, HZ3% F LA« -CH, « -OMe  -CF, . COCH, #1-COOH, » 25 L[]
4o A 2771, TP S 2 BN ER o F — 28 5 1 vh , TIPS HURI L S 2 PR . A
BNER SENER EENER \ENER LR B gL A — 2 R, TIPSR S U
EhHANER R N ER E BN ER A 2T T, TPSEUAR I S 2 /S BN ER BN ER
JUBRER R  AE— e DT T, TPSHUR I S/ N Eh sl UM ER o £F — 285 R, y ik
v A20.1.2.3.4.5.6.7.8.95k10. /£ —2E 5 I, y525, vy sE 1, HideCH,, Cy e — -1, HZ
J&-0Me (K EH52) oA E—2C 7T, yA2 1,y 522, K CH,, Cy st — M -2, H 752 -CO0H (b 15
153)

[0128] i%l

(01291  HaalAk
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No. £ RLIEEN
01 | IL A-1 jrac-2-O-& T A& = F K&K -1,3,5-0-& F £ -4-0- %
£ -myo-LEE(IL A-1)
02 | I A-2 jrac-4-O-(5-(F A A)RE)-2-O-RTE - F A a1
-1,3,5-0-2K F A -myo-ILBE (II_A-2)
03 | Il A-3 fac-2-O-8 T % — % X # K 4-0-(5- F & % %
#£)-1,3,5-0- K 7 A& -myo-ILEZ
04 | I A-4 frac-2-O-R T = F K K 4-0-(5-T & A # KL X
#)-1,3,5-0-X ¥ % -myo-ILEZ
05 | Il A-5 lrac-4-O-2-(4-TE A R%B-1-X)T X)2-0-RT A=
P A Ak 3 -1,3,5-0-k F & -myo- LB
06 | 11 B-1 @,6-3-0-(4-F # & F %)-1,3,5-0-k F #-2-0- % %
-myo-ILEF
07 | I B2 @,6- X -0-(4- F & A F % )2-0-(5- 7 & £ X
#£)-1,3,5-0- % 7 & -myo-LEF
08 | Il B-3 @,6- X -0-(4- F & X F % )2-0-9- 7 & & £
#)-1,3,5-0-k F % -myo-ILEE
09 | I B-1 ¥,6- = -0-F % -2-0-(19- ¥ & % + & -10- % -I-
#)-1,3,5-0-k ¥ ¥ -myo-/ILEE
10 | I B-2 ¥,6-=-0-F %-2-0-29-F & % =+ 7.-9,20- = $k-1-
#)-1,3,5-0-k F % -myo- LB
11 | I A-6 fac-2-0-4& T 4k = 7 & # X -1,35-0- kK F &
-4-0-(3-(3F P X &) A 2 )-myo-ILEE
12 | Il A-7 frac-2-O-BR T A = F X K-1,3,5-0-K F %-4-0-(4-
F A% 2 )-myo-WLEF
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13 | II_A-8 frac-2-0-4& T & = 7 & & X -1,35-0- kK 7 &
-4-0-(6,6,6- = & T % )-myo-ILEF

14 | ILA9 pac2-O-RT A -F XK 4-0-3-4-FALEEXL)
A A)-1,3,5-0-k F A -myo-ILEE

15 | II_A-10 jrac-2-0- 4 T #& = ¥ & # & -13,5-0- k& 7 £
-4-0-(3-B-Z A F 2)X X)A\ &X)-myo- LB

16 | IL A-11 jrac-2-O- & T #% = F £ 2 % 4-0-Q- % X £ C
#)-1,3,5-0-k ¥ % -myo- LB

17 | I A-12 frac-2-O- 8 T £ = F XA 2 X 4-0-2- %A £ T
#)-1,3,5-0-k F # -myo-LEE

18 | II_A-13 jrac-2-0- 4 T #& = F & # £ -13,5-0- kK 7 &
-4-O-(5-(1H-st v -1- 2 ) %, & )-myo-LEF

19 | 1L A-14 frac-4-O-(5-TBA K R K)-2-0-RT A7 A # K
-1,3,5-0-2k F A -myo-ILEE

20 | II_A-15 jrac-2-O-& T A =P A # X -4-0-(10- T A A KA K
#)-1,3,5-0-X ¥ % -myo-ILEZ

21 | [I_A-16 jrac-4-0-(10-(F A X)) E £)-2-0-RT A F A i
-1,3,5-0-2k F 4 -myo-LEE

22 | ILA-17 |rac-2-O-& T & = F &k # % -4-0-F %-1,3,5-0-K F
K -myo-ILEF

23 | I A-18 jrac-2-O- & T #% = F £ # % -4-0-(7-F & & &
#)-1,3,5-0-K ¥ % -myo-LEZ

24 | II_A-19 frac-2-O-R T A= F X #K-13,5-0-k F %£-4-0-;A
¥ -myo-ILEF

25 | I C-1 [1,2,3,4,6-A-0-F #-5-0-% A & -myo-ILEF

26 | 11 C-2 |,2,3,4,6-F-0-F %-5-0-(2-% A £ T X )-myo-LEF

27 | I C-3 [,2,3,4,6-A-0-F & -5-0-(9-F & & £ X)-myo-ILEF

28 | I D-1 [rac-2,4,6-=-0-F%-3,5-0-T T % -1-0-% A % -myo-

AILBZ
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29 | I A-1 [rac-4-O-/% % -myo-ILEF

30 | I A-2 |rac-4-O-(5-(FF & )% & )-myo-ILET

31 | I A-3 |rac-4-O-(5-F & & X A)-myo-ILEZ

32 | I A-4 lrac-4-O-(5-F & A& A X )-myo-ILEF

33 | I A-5 [rac-4-O-(2-(4- T Bt & 9%k " -1-%) T & )-myo-ILEZ

34 | 11 _B-1 2-0-/%#%-myo-LEE

35 | Il B-2 R-O-(5-F & & & &)-myo-ILEE

36 | III B-3 R-0-(9-F & £ &)-myo-ILEE

37 | Il B-4 2-0-(19-F & &+ /L& )-myo-ILEF

38 | Il B-5 2-0-(29-F & & =+ /L& )-myo-ILEF

39 | I A-6 |rac-4-O-(3-(3F P 3 &)A & )-myo-ILAEE

40 | 11 A-7 frac-4-O-(4-F # % #)-myo-ILEZ

41 | 1L A-8 frac-4-0-(6,6,6-= A T % )-myo-ILEE

42 | I A-9 lrac-4-O-(3-(4-F & A& X )& 2 )-myo-LEZ

43 |11 A-10 frac-4-0-(3-3-(Z= A 7 & )% &) & )-myo-LEE

44 |11 A-11 frac-4-O-(2-3F /% & T % )-myo-ILEZ

45 | 1l A-12 jrac-4-0-(2-3% 7 & T % )-myo-ILEE

46 | 111 A-13 frac-4-O-(5-(1H-#t=%-1-3) /% 25 )-myo-ILEE

47 | I A-14 frac-4-O-(5-T Bt & & 1% K)-myo-ILEF

48 | I A-15 frac-4-0-(10-F & A # X & X)-myo-ILEE

49 |11 A-16 jrac-4-O-(10-(F f 2) % K )-myo-ILEF

50 | Il A-17 rac-4-O-F % -myo- LB

51 |1 A-18 rac-4-O-(7-F & A& & & )-myo-LEZ

52 |1 A-19 [rac-4-O-# % -myo-ILEF

53 | III_A-20 rac-4-O-(3-(4-(2-(FF &R A& # K)T £)-1H-1,2,3- =% -1-
H)A &K)-myo-ILEF

54 | 1I1_A-21 rac-4-0O-(6-(4-( F & K #& %) 1H-1,2,3- == - %) T

#)-myo-MLEE
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55 | III C-1 [5-O-% % -myo-ILEF

56 | III C-2 [5-O-(2-3% & # T #)-myo-MLEF

57 | I C-3 [5-0-(9-F & A& £ &)-myo-MEF

58 | Il D-1 [rac-1-O-# % -myo-ILEF

59 | IV_A-1 [rac-1,2,3,5,6- & -0-(3- &4 -1,5- = & K H [e][1,3,2] =
£ 24 -3-2)-4-0- /% & -myo-ILEF

60 | IV _A-2 [rac-4-O-(5-(F & 2 )% #£)-1,2,3,5,6- Z-0-(3- 8 4-1,5-
Z AR [e][l,3,2] = A F-3- A)-myo-MLEF

61 | IV_A-3 [rac-4-O-(5-F & A X %)-1,2,3,5,6- £-0-(3- A 4L -1,5-
= AR FHF[e][l1,3,2] = Ak A= -3- K )-myo-MLEZ

62 | IV _A-4 lrac-4-O-(5-F £ A # K % #)-1,2,3,5,6- £-0-(3- &AL
-1,5- = AR [e][1,3,2] = & 4 -3- & )myo- ALEE

63 | IV_A-5 rac—4—0-(2—(4- LB EARSE-1-A)T A )-1 2,3,5,6- &
-0-(3- & L -1,5- = & X FF [e][l,3,2] = & B & -3-
3 )-myo- LB

64 | IV B-1 [1,3,4,5,6-%-0-(3-&M-1,5-= 2 K H[e][1,3,2] = A%
Z2-3-%)-2-0-% % -myo-HJLE-fl:r

65 | IV B-2 2-O0-(5-% & & & #£)-1,3,4,5,6- £-0-(3- A 4L-1,5- = &
R [e][l,3,2] = £ # -3- 2 )-myo-ALEF

66 | IV B-3 R-O0-(9-F # & £ £)-1,3,4,5,6- £-0-(3- & A -1,5- = &
R FF[e][l,3,2] = & 4= -3- A )-myo-ILEF

67 | IV B-4 R-0-(19-F & & + & %£)-1,3,4,5,6- 2 -0-(3- & L -1,5-
= 2K H[e][1,3,2] = # Bk A2 -3- 2 )-myo-ILEF

68 | IV B-5 2-0-(29-F & & =+ /L )-1,3,4,5,6- £-0-(3- A H-1,5-
= AR FHF[e][l1,3,2] = Ak A2 -3- 2 )-myo-MLEZ

69 | IV_A-6 [rac-1,2,3,5,6- & -0-(3- & -1,5- = & K H [e][1,3,2] =
F 2 -3-2)-4-0-(3-(3F P X £)A £ )-myo-ILEZ

70 | IV_A-7 [rac-4-O-(4-F % X #£)-1,2,3,5,6- 5.-0-(3- & 4L -1,5- =

A K HF[e][1,3,2] = Ak 42 -3- & )-myo-MLEF
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71 | IV_A-8 [rac-1,2,3,5,6- & -0-(3- & H -1,5- = & K # [e][1,3,2] =
F 7 -3-2)-4-0-(6,6,6- = A T £ )-myo- MLEZ

72 | IV_A-9 [rac-4-0-(3-(4-F & A X K )R #£)-1,2,3,5,6- & -0-(3-
FA-1,5-= 5 K H[e][1,3,2] = fME Z2-3- &£ )-myo- LB

73 | IV_A-10 [rac-1,2,3,5,6- & -O-(3- &t -1,5- = & K # [e][1,3,2] =
A A -3-2)-4-0-3-G-(Z A T £)F £)A £)-myo-
i

74 | IV_A-11 [rac-4-O-(2-3F 1% 2 T %)-1,2,3,5,6- &.-O-(3- A L -1,5-
= AR FHF[e][l,3,2] = Ak A -3- 2 )-myo-MLEZ

75 |IV_A-12 rac-4-O-(2-3F & % T % )-1,2,3,5,6- £-0-(3- & L -1,5-
= 2K H[e][1,3,2] = # Bk A2 -3- 2 )-myo-ILEF

76 | IV_A-13 |rac-1,2,3,5,6- -O-(3- £ AL -1,5- = & K # [e][1,3,2] =
B Z2-3-2)-4-0-(5-(1 H-"ew - 1- £ %, A )-myo- MU EE

77 |IV_A-14 [rac-4-0-(5- T Bt & & & #£)-1,2,3,5,6- £ -0-(3- & 1L
11,5-= K HF [e][1,3,2] = £ 22 -3- 2 )-myo-ILEE

78 | IV_A-15 [rac-4-0-(10- % & 2 # & % #£)-1,2,3,5,6- £ -0-(3- &
&-1,5- = R K H[e][1,3,2]= &M 4+ -3- K )-myo-MLEZ

79 |IV_A-16 rac-4-O-(10-(F & &) % %)-1,2,3,5,6- & -0-(3- A ik
11,5-= A3 5 [e][1,3,2] = A 22 -3- 2 )-myo-ILEE

80 |[IV_A-17 frac-4-O-¥F % -1,2,3,5,6- & -0-(3- & L -1,5- = & K #
[e][1,3,2] = &M% 22 -3- A )-myo-MLEF

81 | IV_A-18 frac-4-0-(7-F # & & #)-1,2,3,5,6- £ -0-(3- & 1L -1,5-
= A R [e][l,3,2] = Ak A -3- 2L )-myo-ILEF

82 | IV _A-19 frac-1,2,3,5,6- &-0-(3- A -1 ,5-= & XK ¥ [e][1,3,2] =
A 72 -3-)-4-0-7 % -myo-LEZ

83 | IV_A-20 frac-4-0-(3-(4-(2-(F A A # X)) T K)-1H-1,2,3- =74 -1-

EH)A £)-1,2,3,5,6- & -O-(3- &t -1,5- = & X #

[e][1,3,2] = &M% 22 -3- A )-myo-MLEF

25



CN 119630679 A

W B B 22/70

[0134]

84 | IV _A-21 jrac-4-0-(6-(4-( 7 & A& # £ )-1H-1,2,3- =% -1-£) T
#)-1,2,3,5,6-5-0-(3- & f-1 ,5-= & ¥ #[e][1,3,2] =
B A2 -3-2)-myo-WLEZ

85 | IV_C-1 [1,2,3,4,6-#-0-(3- &AL -1,5- = & K # [e][1,3,2] = A&
Z#-3-%)-5-0-7 A -myo-ILEF

86 | IV C-2 [5-0-(2-% A\ A& T %)-1,2,3,4,6- £-0-(3- A L -1,5-= &
F I [e][l,3,2] = # M 22 -3- 25 )-myo-ILEF

87 | IV _C-3 [5-0-(9-F & & £ %)-1,2,3,4,6- 5-0-(3- A -1,5-= &
* H[e][1,3,2] = &Mk 42 -3- 25 )-myo-ILEF

88 | IV D-1 [rac-2,3,4,5,6- & -0-(3- A -1,5- = & K ¥ [e][1,3,2] =
E 2 -3-2)-1-0-7 2 -myo- LB

80 | V. A-1 fac-4-0-3-% R AR EL)2-0-RT A= F A &L
-1,3,5-0-1 7 # -myo- NLEZ

90 | V. A-2 frac-4-0-(6-F R A T HK)2-0-RT A -—F A= R
-1,3,5-0- % F A -myo-MLEF

91 | VI A-1 [rac-4-O0-(3-& R A& A & )-myo-ILEF

92 | VI A-2 lrac-4-O-(6-%& R % @ % )-myo-LEL

93 | VII_A-1 [rac-4-O-(3- & # 2 A #£)-1,2,3,5,6- £-0-(3- & L -1,5-
= AR [e][1,3,2] = B 4¢-3- 2 )-myo-NLEF

94 | VII_A-2 [rac-4-0-(3- & & & & £)-1,2,3,5,6- & -0-(3- & L -1,5-
= 8K HF[e][1,3,2] = Ak A2 -3- 2 )-myo-LEF

95 | VIII B-1 2-0-(19-F & & + /L 4)-1,3,5-0-k 7 & -myo-MLEF

96 | VIII B-2 2-0-(29-F & & —+ /L H)-1,3,5-0-k F & -myo-MLEF

97 | IX D-1 |rac-2,4,6-=-0-F % -1-O-7 & -myo-ILEE

98 | I A-20 rac-2-0- 4 T & = ¥ X # X 4-0-(5- & £ X
#)-1,3,5-0-k F 3 - myo-ILEE

99 | II_A-21 [rac-4-0-(6- & & -6- A KT K)-2-0-R T A = F K #
3 -1,3,5-0- % F & -myo-ILEF

100 | 11 B-4 W,6-1-0-(4-F & A& F £)-2-0- % 7 & -myo-ILEE
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101 | II B-5 R-O-(5-( F & &) & % )-4,6- X -0-4- F & & F
%)-1,3,5-0-% 7 X -myo-MLEZ

102 | 1L B-6 R-O-(5-A % /% #)-4,6--0-(4-F &K F%)-1,3,5-0-
K P H -myo-LEZ

103 | 11 B-7 @4,6- X -0-(4- F & & F %£)-2-0-5-4-(F & & 7
#)-1H-1 ,2,3-;¢-1-;;£m #)-1,3,5-0-X 7 % -myo-L
iF

104 | 11 B-3 @,6-=-0-F#-2-0-(6,6,6-= & T %)-0-1,3,5-K F &
-myo-ILEF

105 | 11 B'-4 R-O-(6-A A -6-A KT #)-4,6-=-0-F %-1,3,5-0-%
¥ 3 -myo- ILEE

106 | 11 B'-5 @,6-=-0-F %k -2-0-2-%F X % T %)-1,3,5-0- kA 7 %
-myo-ILEF

107 | Il B'-6 @,6-=-0-F%-2-0-2-F AL T H)-13,5-0-kF &

[0135] -myo- LB

108 | II C-4 [1,2,3,4,6-#-0-F %-5-0-(5-F & A X &)-myo-ILEZ

109 | 11 C-5 [1,2,3,4,6-&-0-F #-5-0-(6,6,6- = . T & )-myo-ILEE

110 | I C-6 [1,2,3,4,6-A-0-F A& -5-0-(5-(4-(F A F £)-1,2,3-=
v -1- )% & )myo-ILEF

111 | I D-2 jac-2,4,6-=-0-F %-3,5-0-£ T %-1-0-(9-F A &+
#)-myo-MLEE

112 | 11 D-3 jac-2,4,6-=-0-F%-1-0-2-F A X T ¥%)-3,5-0-C
X -myo- ILEF

113 | Il D-4 fac-2,4,6-=-0-F %-3,5-0- £ T £ -2-0-% A % -myo-
LB

114 | Il D-5 [rac-2,4,6-=-0-F %-3,5-0-B T %-1-0-(6,6,6- = A T
#)-myo- LB

115 | Il D-6 |rac-2,4,6-=-0-F%-1-0-2-3c X % T %£)-3,5-0- 2 C

¥ -myo- ILEF

27



w B P

CN 119630679 A 24/70 71

116 | III A-22 jrac-4-O-(6- &k -6- £ X & 2 )-myo-ILEF

117 | 11 B-7 R-O-(5-(F & A& ) /& A )-myo-ILEF

118 | 111 B-8 [2-0-(6,6,6-=# T & )-myo-ILEZ

119 | I B-9 R-O-(6- &% -6-A KT & )-myo-NFE

120 | III B-10 R-O-(2-3 /% % T #)-myo-LEE

121 | 111 B-11 2-0-(2-3% A & T & )-myo-MLEF

122 | L B-12 2-O-(5-& % % & )-myo-LEF

123 | 111 B-13 2-O-# A & -myo-ILEF

124 | III_B-14 2-O-(5-(4-( 7 & & F & )-1H-1,2,3- = =& -1- & ) &
#)-myo-MLEE

125 | I B-15 R-O-(5-T Bt & 2 /% A& )-myo-ILEZ

126 | III_B-16 R-O-((1-(2-(F & A # K)T K)-1H-1,2,3- =74 -4- %) F
#)-myo-ILEF

(01361 | 127 | 11 C-4 [5-O-(5-F & & % & )-myo-MLEE

128 | I C-5 [5-0-(6,6,6-= & T #&)-myo-ALEZ

129 | I C-6 [5-O-(5-(4-( F & £ 7 £ )-1H-1,2,3- = =& -1- £ ) &
A )-myo-/ILEF

130 | Il D-2 jrac-1-O-(9-F & & £ X )-myo-MEF

131 | Il D-3 jrac-1-O-(2-3 7 2 T & )-myo-MLEF

132 | 1l D-5 [rac-1-0-(6,6,6-= & & #)-myo-ILAEE

133 | Il D-6 |rac-1-O-(2-3 1% 2 T & )-myo-ILEF

134 | I D-7 frac-1-O-((1-2-(F & A & £)T £)-1H-1,2,3- = 7 -4-
) ¥ A&)-myo- LB

135 | III_D-8 frac-1-O-(5-(4-( ¥ £ & F 2 )-1H-1,2,3- =2 -1- £ ) /%
A)-myo-LEF

136 [IV_A-22 [rac-4-O-(6- & % -6- AR T #)-1,2,3,5,6- 2-0-(3- &4k

-1,5- = R R H [e] [1,3,2] = & Z2-3- 2 )-myo-ILEF
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137 | IV _B-6 [1,3,4,5,6-&-0-(3-A&A-1,5- = & K ¥ [e] [1,3,2]= &M
Z2-3-2)- 2-0- % A K -myo-ILEE

138 | IV_B-7 R-O-(5-(F &)X #)-1,3,4,5,6-2-0-(3-AM-1,5- =
K FF[ e] [1,3,2] = & 242 -3- 2 )-myo-ILET

139 | IV_B-8 R-0-(6,6,6-= & T %)-1,3,4,5,6- &-0-(3-& - 1 ,5-=
AR H[ e] [1,3,2] = &k 42 -3- 25 )-myo-ILEF

140 | IV_B-9 R-O-(6-&A % -6-A KT %)-1,3,4,5,6- -0-(3- & H-1,5-
Z AR H[ e] [1,3,2] =AM A -3- 2 )-myo-MLEF

141 | IV_B-10 R-O-(2-3% /% %X T %)-1,3,4,5,6- & -0-(3- A -1,5- = &
[ e] [1,3,2] = &M Z2-3- A )-myo-MLEF

142 [ IV _B-11 R-O-(2-3%x A £ T #)-1,3,4,5,6- £-0-(3- AL -1,5-= 2,
K [e] [1,3,2] = Ao & -3- 25 )-myo-MLEF

143 [ IV B-12 R-O-(5-(4-( 7 & A F £ )-1H-1,23- = =& -1- &£ ) /%
%)-1,3,4,5,6- 5-0-(3- & 4-1,5-= & R #[e] [1,3,2]=
F M 22 -3-2)-myo-WLEE

144 | IV_B-13 2-O-(5-T Bt & 4 /% #£)-1,3,4,5,6- -0-(3- & -1,5-=
A K [e] [1,3,2] = A M 2 -3- 2 )-myo-ILEF

145 | IV_B-14 R-O-((1-2-(F A A H L) T )-1H-1,2,3- =72 -4-F)F
%)-1,3,4,5,6- £-O-(3- A AL -1,5- = A K F[e] [1,3,2]=
F B 2 -3- 25 )-myo-ILEF

146 | IV C-4 [5-0-(5-F & % % %£)-1,2,3,4,6- £-0-3- & fL-1,5- = &
R IF[e] [1,3,2]= & 2= -3- & )-myo-ILEF

147 | IV_C-5 [5-0-(6,6,6-= & T %)-1,2,3,4,6- £ -0-(3- A -1,5-=
2 R H[e] [1,3,2] = &S 42 -3- 2L )-myo-MLEF

148 | IV C-6 [5-O-(5-(4-( 7 & A F £ )-1H-1,23- = =& -1- &£ ) /%
%)-1,2,3,4,6- £-0-(3- & 4-1,5-= A R #[e] [1,3,2]=
F W 22 -3- 2 )-myo-ILEF

149 | IV _D-2 frac-1-0-(9-F & & £ %£)-2,3,4,5,6- &-0-(3- & 1L -1,5-

= F R [e] [1,3,2] = A 42 -3- &5 )-myo-ILEF
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150 | IV_D-3 [rac-1-0-(2-% & % T #)-2,3,4,5,6- 2-0-(3- & 1L -1,5-
Z AR [e] [1,3,2] = &M Z=-3- 25 )-myo-ILEF

151 | IV_D-4 frac-1-O-(5- T B & % /% % )-2,3,4,5,6- £ -0-(3- & &
-1,5- = 5K H [e] [1,3,2] = & Z2-3-2)-myo-ILEE

152 | IV_D-5 [rac-1-0-(6,6,6-= & T #)-2,3,4,5,6- &.-O-(3- &K1 -1,5-
Z AR H[e] [1,3,2] = & Z=-3- 35 )-myo-WLEF

153 | IV_D-6 |rac-1-O-(2-3F 5% £ T #)-2,3,4,5,6- & -O-(3- f 1L -1,5-
Z AR FH[e] [1,3,2] = F ¢ -3- A )-myo-ALEF

154 | IV D-7 jrac-1-0-((1-(2-(F & & #% )T K )-1H-1,2,3- = ¢ -4-
E)F £)-2,3.4,56- 5-0-(3- £ 1L -1,5- = & K # [e]
[1,3,2]= & 7= -3- & )-myo-ILEF

155 | IV_D-8 frac-1-O-(5-(4-(F & & F X )-1H-1,2,3- = »¢ -1- &) X
#)-2,3,4,5,6- 5-0-(3- & 4L -1,5- = &, K H[e] [1,3.2]=
B 24 -3-25)-myo-LEE

156 | V.B-1 R-O0-(5- & & A & & )4,6- X -0-4- F & £ F
#)-1,3,5-0-k F % -myo-ILEF

157 | V. C-1 [5-O-(5-& £ A% 4)-1,2,3,4,6- £-0-F & -myo-ILEF

158 | V_D-1 [rac-1-O-(5-%& R & X #4)-2,4,6-=-0-F %-3,5-0-BC
# -myo- LB

159 |VIIl B'-1{4,6-=-0-F %-2-0-(6,6,6- = & T & )-myo-ILEF

160 |VIII B'-2 2-0-(6-& % -6-A K T #£)-4,6- —-0-F & -myo-MLEZ

161 |VIII B'-3 B,6-=-0-7F % -2-0-(2-3 /% 2 T & )-myo-ILEF

162 |VII B'-4 [4,6-=-0-F %-2-0-2-% A\ & T % )-myo-MEE

163 | IX D-2 jrac-2,4,6-=-0-F 4k -1-0-(9- F & & £ &)-myo-ILEF

164 | IX D-3 [rac-2,4,6-=-0-F 3 -1-0-(2-3% # & T & )-myo-MEE

165 | IX D-4 jrac-1-O-(5- & 3k /% #5)-2,4,6- =-O-F 3k -myo- ILEF

166 | IX D-5 jrac-2,4,6-=-0-F %-1-0-(6,6,6- = i T £ )-myo-ILEF

167 | IX D-6 jrac-2,4,6-=-0-F % -1-0-(2-3F /% % T &)-myo- L&
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168 | IX D-7 jrac-1-O-(5- T Bt & X /% #)-2,4,6- = -0-F & -myo- L
i

169 | IX D-8 [rac-2,4,6- = -O- ¥ % -1-0-(5-4-( ¥ & % ¥
)-1H-1,2,3-= 7% -1- )X & )-myo- LB

170 | IX D-9 |rac-2,4,6-=-0-F 3 -2-0-% A & -myo-ILEF

171 | IX_D-10 frac-2,4,6- = -O0- F % -1-0-(1-Q2-(F A A & £X) T
H)-1H-1,2,3- =7 -4- ) 7 £ )-myo-ILEF

172 | X D-1 jrac-1-O-(5-#& £ A &% #)-2,4,6- =-0-F F -myo-ILEF

(01401 T LA 1 1 FHASCRIT iR A5 725 A M AT AU S A0 2 R HAR T 75 5 A WY
TIPSR S LA S F T EL A e IR o A — 28T T R T 5 T A AR T A
IR 8T 5615234456 TAISFR s Al FHAR Py« IR, AE— 285 TR AR e 0t 1
—Rhi e A IR TIPS R AL B P 7 ik, LRI R A P SO T B O 561 o A — 2805
T AT B 7 — Pl g A B A TP IR SR T 125, FLATER N L N SO &
FYJT 562 AE— 2L T A AR L T — Rl e AL R TP IR SR 5 75, H g
R SCATFHRI G BT 53 o AE— 2R3 T AR IABEPE 7 — R e5 A I TP EUA I 12
G ITIE, FLEFEN R SCA TG O 54 AE—28 T T, AR ISRt 17— 25 A<
KB TPS IR SR T 125, AN F P SCA & O 565 - AE— 285, AL W]
TRt 17—l S AR TIPS I I S 5 v, AN SCA TN & O 566 . 7
—EETT IR AR R T —Fhifil £ A B IPS I S it 5 7k AR A S
FHI B BT ST AE— 2T T AW L T — Ml e A BRI TPS R UL S R 5 75
HAGERN R SCAFF RIS T 568

[0141]  FE—2875 b AR WITR Ot 17—l & 5 oA A IR TP ISR AL & 1 (181
an, e B I E RS PSSR S W) RO FRIRRI T i, B dm i Y R SCA T
IR 515 52 75 58375 58475 55 75 586 J5 SETET SE8AT A —F (U@ A
[0142]  J5 51 AEEH G OUT , AR BHIG PSR I A9 (B AL A5 91 A) W] DA ot
IV_ARYHRAMAIBE R PR AT OF 50 o “ORAPEE" BGP R L (AR 3k ORI AE 3t
BT 30,07 - THIZIE QEU IR EARFBHRAR-H 21 P6) 9- 25k FIL AL O RPN A Fil
THO0 T A EAR I B PR 4P o CTV_ARrR RN T A F QT T T AR AR TR AR SCHikrb firadk
OREFr (A5 BT A=W S LA M B I SAA00) OB 1K 5B o RN, SUT TT_ AR Hh R4 m] DA
T T AR R R BRI AT BT I /KR AT o B0, T AR Hp A4 RT DA o) (8 A A
FIGERAL IR (2) ZRAF LA SCHR A 1 (2) Ol 26 (Martin S55,J Org Chem 1994;
59 (17) :4805-4820,Kardivel M,Org Biomol Chem 2008;6(11) :1966-1972) . “B§AFHLNH]”
SRLG AT DLE (AR S IR B PRI (Ts) Bl B RE (Ms) - 25 IS
[0143] U552 A )7 S, R, BR A IR T, 2, 3- =M, sUT_AME AR LA
WU S P RO R AR A - LA 5 20, AT TT_ AR rh Rl AT A (8 A=AV T AR
HATAIA PR DAL AR IR o 5107 28 Fh s SRR« FR TRV T_ART Ll Fh R A2 5
18 Y ISR CRIR A S A E 0 55— AN, SR, BR A AR B, sUT_AME &)

[0139]

31



CN 119630679 A ﬁ'ﬁ HH :I:; 28/70 1L

PLBAS APV ARIRSERAV DURISAE SV IT-A, DLl st 25 S Ja SR /4 5
PR IR

[0144] 523451 BRI LABE SRS PT AT FHROARIL G B s 123k - IR, th
Y1 BA] PLEL R IV B R RMABE RIS (75 5€3) o 20TV BRI AT DA 4 50T T T
BI) FH TRMAB R (Y S B o [RIR, QI TT BRHR A AT DLt 20T T Bk VITT BRgHh (R (E R
IR RERAT o 2AVITT BRgrR AR DLl AR TT B AR 2 S0 o s, 20T T
BEKB A HR A A3 B P DA I A (3) Bk (4) i e R0 7 e RE A R4 e i B AE A
FiRHEAR T HI% (3) #1(4) (Aiba T ,0rg Biomol Chem 2016314 (28) :6672-6675H1Chen
W25 Eur J Med Chem 2015593:172-181) AF ] #5AR, MR, S BURINL, 2,3- =M, KT B
AR DA F e IR R 123k - LA 5 X, 5T TT B Hp R4 il DA i 5T T T B
FIBEE R ARV DR AR IR RN & R “ s ) 2 s RS AR AT « S DL T A

[0145]  J5 %4 (b1 CRl PtV O a4 3R75 O %4) IV Ciraa]
PR DAE S ATV g R AR (b S B T T T CRrb Rl T DA o AR AR T T IR
FAHAT i, ST CHHR AR AT DA i ) (33) il B He AL IO A 3R AT - I
HTE I B AR EAR T #14 (33) (Phenix C.%%,ChemBioChem2008;9 (10) : 1591-1602) .
Z NLAI8A,

[0146] 55 4LA T DALl sUIV DI HR AR LR 475k (O 565) o ATV DI rH Al
AT DL B T T DI P TR AR R A S8 o ST TT DR R R RT DASE S PR TR TX DI 35k
AT o PR TX D] DA Hr AR T T DR 7K AR A o d5c i, U T DA R [RIMACRT DA 3 ]
A (34) il G B B A A B AL 3R AT - AN e A (34) I il 5 £ &2 A K (Chen,
2015, [F b)) AN, YR, S IR, 2, 3- =M, 50T DAL AT DL Fe R Bk
73R DA A 5K, s IX DR rh PRl t mT DA i (5 FH 5 TX . DRI F A Ay 4 SR AT
SR R A N 3R S IE9A

[0147]  J5 56 :/E N7 SR, MR, S A IURINT, 2, 3- =Mk N eI, U1 Bib &
Yy AT DA 4% IR 5 Se6 rh ATk i B g 23k A DA 5 28, AT T T BRg A ()t o] DA s 4t
0V BIIE S IR A E S dR OB RIBRSE s 77 28 F s IO 3RAS o PR RIMAY BT
DA H e A 3 8 i B iR R e 3 SR PER 53— R, 4R, 2 A AR it PR P i 2 A
W, ITT Bk & n] DLs S AR 2 2 AT T B 3875 - 2 WK TB.

[0148]  J5 57 AE )7 ANV, MR, EH UL, 2, 3- =iy, ST e AT At
FEIT ZTH TR BAGE R SRAT DA A 5, 30T T Crigrh fAl AR AT DA 8 =0V Cii&
SRR E R AR TFR R IE i o 7707 22 P s S N 3RAT » F TRIAY_CRT DATE s rh ]
P33 I T R b BE L ST . 2 DLIKISB.

[01491  J5 58 /E Ny SEBIMER, UR 5iR, A A BRI, 2, 3- =My, XTI Db Sy m Dl
T ZE8 TR I B AR 15K DA A X, sUIX DIy rh fRlAR AT DA s 8 I =0V Ciy
LR G XOE =80 1R IR IR & R s 7707 8 R A s SOV BRAS « R TR] A
V_C GLrhxog =) Al R i R AR bE S DL MOZ A SE R S AL S0 T T DI 27K i
ST AN T — R, YR kR, S B EL AR, SRITT DIty il GHLrR e 7R, T RA
22 FR AR TX. DRI 23R AT, FEFR R B T =4k . & ILIKI9A

[0150]  ACSCHEAE AR R TIPS U AL &4 (B4, 28 Atk &1 2L 590531
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e EW) VAR AR Emy o i 7L SR 1T, AR A , Emy o MU HIAC R AL AT I TPS X
PRI SR T Fros R AL IR, 404n , ASCrR g BRI 5401 22530 b Ta]
sefEmyofg AL UL A Y, K Shmy o Al e HA H i S MR A GR— BB = 5B DU 26
TURIZESS) RARIEN B T 25 S IE A A o

(01511 AL AT Bt 1625 B B Ak bl 1 290n 5 vk LAl s A kv
FIT IR S AL AL FR R AL S o s St T AT &8 (Bldn, s b S = a
53) , HTEZM g it 1 AT & (BN, e B AL S W1 = AL 5153) HIT- e I 1005
B IRT T SRS AR ORI DIR I 20 ) FHI -

[0152]  TII.Z9¥4 5%

[0183]  ACLWIREEME 7 T TR/ SR 7 A SCA T HIBIR A O (140, R 5 ) 1Y
JTE A G Hrh Ak 29 S 5 2 D — AR BRI TRS R 574 (14,
W H S E WS EY) A — L5, R 29 S 5 AL W TP EIA
e &Y (B, de B Y ZEE W3 &) BB 5 — BBl Z 2y F T hes
B e A —i

(01541 AR FHIARTE WA & Hi5 BT 2541 S b (1 S 3R IR A e ik 22
WO R BT AL SR S P 5 IR, B8 T8 MR A PRI A 2 ] (0 AR EAS
PR T DU R W5 (0 n, AL U TR B SBRAIZR) JRTa0) (1, SIS 223t 5K 51
($94n,NaC1) FIpHI T A~ (BIan , iR ER iR ah BRI AR 1A TR)

[0185] Xt FUEARIIGOL T, “2% Bl o] e A e i Tl e o 5
HAE AT 2053 2R A AR R B R O o (140, 0. 9% (w/v) NaCLUKIRIRD » 2477 F T4
MG IS VEM BT, B R 5 B ALY 25 A S AT A 2 AR R 7R RO o
Frid 8GR L2 Se v B R TN S e VRS A R I o2 1 A S e i BUE A
2

[0156]  ZGMAH & AT LA S MR L % T Ph95 % IR PR Ak 43 o AE— LB T TR, 45140, AR
KR Z A ST LA S 20 96 290 96 HOTE VE R (B, AR BRI TS EA L
EWE A, BB IS — el 2 R e T A ) -

[0187] & & B bt FH 0 29 A1 B W I A0 S it ME A o 9, AR B TPB AR Y
at (Ban, % H i S 2 EeSE R A &9 , 5 2575 E ARz sk,
WK TR S5 467K (140, 0.9% (w/v) NaCLIKIATR) 4165 « AR 751 W] ALASE T4k
e F A RHETT i AT 2 o« (0 R 5 o TR Sl 7 ] LA SR 1 PR 2 0 SR e
B, BIAnE 2R 2 A DR I 250w v o HIT B I8N IR A 70 G P (AR T < 3
P eI 2 PR R TR A 1 VAT FLIRGR]  WLRI AT AT AN RO SR s A= mT e g g ) 71 01X
PR LA 20 (05— el 2 MR IR ST , COFREANIR T8 ASE BT B o

[0158] 2 iy, £ F T B Nt FH Ol S5 PRy, an, AL W TPS IR
ety (BN, v B i ST Z= A S Y532 H I L S ) LA TR (B ROk
SR, H AT B IS H A 20 S 2 i FH @ om] (1A, JCr e REUK) BE THAY

(01591 2o aH & W] LA LA RIS KPR i PR S B oI 2 o - BB
A ZTR ARG T AR O RSO GE TR, I HLERTE MR o3 (dn, A & B F JUL R
WRERTE) 2 AN, T WIS BRI o3, AR ARSI i) 43 BSOS S el Bl s 71 o IX RS TR T
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SR AT CAGE TG 510 B s i 452 AR S alva 71, 9 4Kk 1, 3- 1 Rk il 25 o HiAth
A2 AR AN ) C0 175 (HANBR TS B IR - S5 15 U TR RN AN A e, 205 B
A H R Ek H R .

[01601  Ffth A5 A M Jite FHIF it 751 B0 4 0 S ikt 2 X IR IS AR L 1 751 sl Dby 2B 1 T e i
MRS W R G0 0 HOTEVE R I BBRe il 551 . e Bk N S W m] LA 2% | r)
FeZ MRSl Gk, anFLiR B 32 B IS WA 10 IR G ek A 1 2 - AR b
7S i T A A B R TP AR AL S W il 91 L A W A i (L RE 2 A ik T
FIR S SRR SRR B o« 2 DL, 4940, CERWI: 25 R 5 925) (Remington: The
Science and Practice of Pharmacy) ,#523fk,2021,F AR H k4 (Academic Press) ;
0S6340475,0US6488962,US6451808,US5972389,US558283741US5007790;US20030147952,
US20030104062,US20030104053,US20030044466,US2003003968841US20020051820;
W02003035041,W02003035040,W02003035029,W02003035177,W02003035039,
W02002096404,W02002032416,W02001097783,W02001056544,W02001032217,
W01998055107,W01998011879,W01997047285,W01993018755F1W01990011757 .

(01611 FRIEA L A1 25 ik A i C R 7 70 2%, Rl e il i R & B A il
Rr AR R T2

[0162] AL HHIASR B T AR AL B AR 3R 5 T A S el A S i 41 s 299 il
A ARSI T2 IE S, sl SRR b e Em, B TEZ.

[0163] AL HHIAHR B T AR AL B AR L3R 5 T A S el A S 41 s 299 il
A e g B 2 BE X s ESCE AT R R E I, HR TR T AN/ s
B AL AT ks O o

[0164] AL HHIASRBE T AR AL B AR L3R 5 T A S el S i 4l s 259 il
A I T2 1 SO, BandE S E IR T TR e ny , Tl Tk
A/ BIRTT AT IR S L 259 o

[0165] TV il S A&

[0166] AR BHIEFRME T il it At & o e 2Rl b At & T LR S s (Blan, &) , Ha
B EABIFN — s AN, AT 7562 — Mk 2 A R B TP IR I &5 (1
an, 28 H L S 1 E AP 34 AL &) R/ SR BEASC A T 5 - H b
o FH sl HC At a3 7R

[0167]  ARHEAC A IHFR AL i) Sl il s AT LA 5 T sl i B 5, AR AR 23011
D=5 1 5 TR ARG L, slAR B A ST A T I 5 A8 A R BRI TP AR A &4 (Bl
28 H L S E S 3R A I G 1) o AE—2e 5 i, Bl Sk dil i T A5 2
AN, B —AE A B A HAt 5 T, R Skl i rT DA S — A 2 AN, HA
—ME LT,

[0168]  fE—2ETypfrh, il S A A K IR TIPS UL &9 (Blan, %6 5 ik 51 214k
G5 3R A AL S ) (TR S o A8 FAB 5 T il 2 A A B TP IR
& WBan, 1% 3 A S E S5 34 AL &) W IR+ (14D, BEEE
SHEHR) o AE 285 T, H 52 S A ARIE A I TP BRI 1 (B, e F
ISP S YB3 B A I S 1) (A8, R A i B A A A o £ HoAth 7
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[, il ioE S A B AT AR B IPS BRI &4 (BN, 8 3 b A1 =0 5453
PRI S ) IR (1N, B ek SR, O T B s A B A

[01691 I AN, P DA B AR I AT AT T 5 A5 & T2 T A A A TIPS HAR
R A (Blan, 2 H b S P11 2S5 3L I AL AL 5 0) 1 — R ek 22 i g 1 B
SUR

(01701  5FI ANl it A G IO UEHH 15 AT B A 2 R E AT 0 s dd DU A E A N -
SO A S I s BRI R (E AR T I« BRI A I 2R B A R AR s F i
LAl B TOATAT BN YT 55 A8 N o XA I I B EAN PR T FL A TR (B, R
7 ~ T TS O ) S YCF A (BT, CD ROM) &5 o QA EASSCHR I T, R R “UHH 57 AT DL fu F
PR AR B 1 BB 5 g itk o V. ST TIPS EUR A & 91 s

(01711 AR BHFRME 7 AL B TIPS B &9 (Bl dn, 2 A i &1 A0 553
RIS W) 1677 R A DU 5 1 o AE— L8 T T, SO SY I oA &
HA R IPSHUR IO & (B, 125 3 v &L A S5 34 Ak I 4L 0L &) 168 L =3
2 H ISR/ SR (B, BRI ES  HAP) JE Rk sk A= K RE /T, a4l a) pirad 32 10 7 H]
B RBR A AT S sk 29 A5 W« IR, AR BRI TPS B AL &4 (4, 198
H LGP E S5 344 &) BERE T 11897 ANTs S BE 5 S AH S I 50
LTSI

[0172] AL AT T2 I RN 2l Hia s A0/ sk B s PR A, SR/ sl L SR T
2, A REE AL B TIPS BRI &9 (B an, 2t H b &1 =0 S5 341k 41t
G, A PSRRI S W12 5 i Fh A 380G 7 R/ 2Bl L B A i AN/ sl e
R

[0173] AR BHIATRME & H ey EREs S 25 o i, o ds i e 1 sk 1
B A A S AL AL PR AR S o A TR R T 28 I b S L 20 S5 341l 411
EY, HHT A RS iRy g A/ sl = 2R .

[0174]  AE—2e75 1, AL IPSHURII L & (B, 25 3 b S =0 G5 341
LRI &) FTVLSRES I 2k B s -

[0175] A G AR Hmyo - IURE I e A0 A Bl s o IR ALERA . 1. & B AR P I my o - JLEE
F(D) @)+ (3) (4) . (31)(32) + (33) Fl1(34)

[0176]  1,3,5-0-KH 3 -myo- JLEZ (1) : PLAT/E Gkl 7 (1) A Martin S5,
J.0rg.Chem.1994;59 (17) :4805-4820) .

[0177]  2-0- 8 T 2 HFILRERE-1,3,5-0- R B -myo- [JUEE (2) : SRSk P A 1 (2)
14 (Kadirvel , 2008, [ 1) .

[0178]  4,6--0- (4-FIEFEIE) -1,3,5-0- K P -myo- L (3) : L RTAE SCHk PR T
(3) 5% (Aiba, 2016, 7] 1) .

[0179]  4,6- —"-0-"F2%-1,3,5-0- K H & -myo- JUEE (4) : BLRTAE Sk TA T (4 05 Ak
(Chen, 2015, [ ) .

[0180]  2,4,6-—-0-F%-1,3,5-0- K HE -myo- JILAF (31) : JERTAE STk A T (31) 1Y
4k (Song FZ5,0rg Biomol Chem 2012;10:3642-3654) .

[0181]  2,4,6-—-0-"F%E-myo- JLEZ (32) : bR AESCHRP A T (32) 5 AL (Chen, 2015,
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A b s

[0182] 1,2,3,4,6- F.-0-"F3E-myo- JJLEF (33) : EHIAESCHRHPAIA T (33) U5 (Gurale

B4, Carbohydrate Res 2018;461:38-44)

[0183]  rac-2,4,6-=-0-F3&-3,5-0- L EE -myo- LS (34) : L HIAE SCHR AP T (34)

)4 Ak (Song, 2012, [A] |) o

[0184]  A.2 Be3LE A uk s b I 5k

[0185]  1- (4- 2-HLHD) WRME-1-3) LR (5) :/E0°C T, A1 - (4- 2-BRFELIL) TREE-1-

1) 20 (1.74g,10.10mmol) 75— % P15 (DOM, 0. 2W) H R i R N = & (TEA, 2. 1mL,

15.15mmol) MTs-C1(2.31g,12.12mmol) KRN TR AWIEZ0 FHEHET2h ) F LA e 4 - 7k
BA W o PR g ik v (RS, DCM: MeOH (MeOH) (95:5)) 4ifk,, #1551 .28g (5) (K Z66%) -

HPLC-MS (45#4A) :rt=0.24min;m/z: 191,193 [M,M+2] ",

[0186]  4-FHBEIRAMGI - AL T (7) -

(o}
MeONa 05%:—@ 0
18 h, 40°C g
l "“0’(,9\0

9 ' 9
0187 g
[ ] HOHBr HO’H\O/ -
TEA, DCM 7
6 ta, 24h

[o188]  PUEL.9-HIAUEL T-1-1F (6) KO- T--1-J7 (0.5g,2. 24mmol) F1FHEEEH4N (25mL
100mmo1) 7R EY1E40°C M HE18h KR AW I AR LA Hh k4 K 7 B il o Pl £
kAl (FERE, Ok (Hex) : SR TE (EtOAc) 4:1) , 15 5)324mg (6) (K% 83%) . 1H NMR
(400MHz , 55 -d) 83.63 (t,J=6.6Hz,2H) ,3.36 (t,]=6.6Hz,2H) ,3.33(s,3H) ,1.59-1.52
(m,4H) ,1.29 (m,10H) .

[0189] P2, 4- L RRAIR9 - A B -5 (7) < 1) (6) (1.5g,8.61mmol) £ZEDCM (28. 7mL) H-
M AN DITEA (1.80mL,12.91mmol) F1Ts-C1(2.13g,11.19mmol) ¥ N IR SW7E =15,
Thﬁﬂhﬁﬁﬁmﬁﬁﬁﬁﬁﬁﬁ KA ML= HINa, SO, T, i S AE T ik 4 -
B BA W3 1 Pk 6 ph 4l (REJR , Hex : EtOAc 4:1) DL135]2.15g (7) (76%) . 1H NMR
(400MHz , 5175 -d) 87.78(d, J=8.3Hz,2H) ,7.34(d,J=8.3Hz,2H) ,4.01 (t,J=6.5Hz,2H) ,
3.35(t,J=6.6Hz,2H) ,3.32(s,3H) ,2.45(s,3H) ,1.61(dt,]J=8,6.6Hz,2H) ,1.56-1.51 (m,
2H) ,1.32-1.22(m, 10H) .

[0190]  4- LKL 19- HH AL 1L -10- k-1 -5 (13) -
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Ho’H“Br C)—O’H‘Br
@ BuLli, THF/HMPA
0 HMPA X 0°C, 30min Ha\ MeOH24h o o /18
I N e T L VAT
ta 24h Li s S
] 10 9
() ]
0191 C)—o MsCl, TEA
[ ] ’H\Hﬁ— THF, 48h rt
p-TSOH 1 8

MeOH
2.5 dias ("&
o HO X

8 TEA, DCM
12 ta, 24h 13

[0192]  2PEE1.2- ((9-JRTF-HL) %a3E) & -2H- MR (8) : [A19- 1R F-1-% (2.18g,9.77mmol)
Flp-TsOH (37mg, 0. 19mmol) (R SR, Us N3, 4- — % -2H- Mg (1.3ml, 14.65mmol) « B
RHREPIFE60C MiHES . 5K R G HIKFMRE, TICBEARIN (2%) , HINa,S0, T4, L 3
R Elﬂy':—[ﬁf\/%?fﬂ Kk B Wpim o Pk (oS alifl (R, Hex : EtOAc 9:1) ,15%12.4g (8)
(K280 %) » 'H-NMR 5 It i ik b TR A A (Grube A%, Eur J Org Chem 2006;1285-
1295) .

[0193] U2 HIEHERSS-9-He-1-F5 (9) : AE0°C N, F1%%-9-4-1-F% (5.22g,33 . 8mmol) £F
THF (0. 35M) H VAR S INTEA (6. 3mL , 44mmo1) AMs -C1 (3. 5mL, 44mmo1) o 52 N VR 5 W1E
i M HEEEL6hI KRR, FHDCMAREN (x2) , FiNa,SO, T4, ik i s vh KRl 4 2%
B P e i (REJRS, Hex : EX0Ac (20:1)) , 73518 1g (9) (% >99%) . 'H-NMR 5
T SRk P R AR AR TE] (Langmuir: the ACS journal of surfaces and colloids.,2013,
Vol.29(2) ,p.570-580) »

[0194]  2DIE3.10- A A28 -1-H (10) 7] (9) (8.17g,35.2mmol) FHEN IISMHHEE AN £EMe OH
(35.2mL, 176mmol) H IR - ¥ SNV IR S 7 E4S C N iR 18h FHR SW H/KF RS, Tk
A<HY(2x) , FHINa, SO, T4, 1of B8 HAF 23 Fh ZL BRI 711 o Ry 2 B P i Pt e i ik 4l (RER
Hex:EtOAc 20:1) ,75%4g (10) (S%67 %) o'H NMR (400MHz , 5515 -d) 83.34 (td, J=6.6,
1.0Hz,2H) ,3.31(s,3H),2.15(tdd,7=7.1,2.7,1.0Hz,2H) ,1.91 (td,7=2.7,1Hz,11) ,
1.62-1.45(m,4H) ,1.41-1.23(m,8H) .

[0195]  2PEE4.2- ((19-HAEIE+JL-10-He-1-38) A58 —4-2H- 0 (11) FEXHIE-40
‘Crry (10) (1.41g,8.42mmol) [FPUZRKAR (THF) F17< FHAL A IE I (HMPA) [ AR (1.2:1)
PRSI . 6M n-BuLi g LoiA T (7.45mL, 11.93mmol) , B AE AR RIIRLEE N hd k305 4
H HZE—22AF0°C N iEE300 B AE S A -20°C T, 2212 8 D11 (8) (2.16g,7.02mmol) FJHMPA
VIR AEMHFIELEE N HePEL02 Bl G , SRR R T 2 =500  AEAR IR N B 22/ N o 72 0ki8
HIN ({E4°C ) IS IIIN HCLZKIA TR ANt BuMeO , 245 5 1 HINaHCO MU ANIA AN AN £ /K B4
Tt —22 HIHo/KNa, SO, T8 i e , 7RIk I 2088 BRI 771 o R 72 B Wil ot PRkt 35 4
¥, (REJR:  Hex:EtOAc 10:1) ,75%51.28g (11) (I2%46%) .'H NMR (400MHz , 5 {/5-d) 54 .55
(dd,7=4.4,2.8Hz,1H) ,3.85(ddd,7=10.8,7.6,3.6Hz,1H) ,3.71(dt,7=9.6,6.8Hz, 1H) ,
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3.51-3.45(m,1H) ,3.35(dt,7=9.6,6.8Hz,1H) ,3,34 (t,7=6.8Hz,2H) ,3.31(s,3H) ,2.14-
2.08(m,4H) ,1.82(tdd,7=10.8,7.6,4.6Hz,1H) ,1.71(dt,7=12.8,2.8Hz,1H) ,1.63-1.40
(m,10H) ,1.39-1.21 (m,16H) ,0.90-0.79 (m,4H) .

[0196]  LIE5. 19- FHAA 1 JL-10-%e-1-F5 (12) : 7] (11) (3.28g,8.31mmol) {FMeOH (0. 6M)
FH PR FR P Dlp - TsOH (95mg, 0. 5mmo1) o B4 SN TR S HI/E60°C M cFE3 . 5K R A VK
MRE, THCIEAR L (2x) |, TINa, SO, T4, 1o B8 AE TS Fh BRI RO 4, 73 212 . 6
(12) (%>99%) .'H NMR (400MHz , ({}j-d) 3.61 (t,J=6.6Hz,2H) ,3.34(t,]=6.6Hz,2H) ,
3.31(s,3H) ,2.11(t,J=7.2Hz,4H) ,1.56-1.30 (m, 26H) -

[0197]  PUE6.4- R R 19 - FH 2L T JL-10-%k-1-F5 (13) : /£0°C I, A (12) (2.6g,
8.37mmo1) £EDCM (0. 5M) FRFIE R HI s INTEA (1. 4ml, 10. 05mmo1) -DMAP (102mg, 0 .83mmo1) Fil
Ts-C1(1.92g,10.05mmol) o K¢S MRS WIAE =il N HEHECh I F7E 1223 Fhifk 4 K 5k B Wi b
Pt et GERS, Hex:EtOAc 10:1) ,15212.45g (13) (%63 %) HPLC-MS (G5FB) :rt
=5.20min;m/z:465[M+1]",482[M+23] ",

[0198]  4- FHELRHR29 - AL —+J1-9,20- —Hk-1-F5 (16)

]
] 9
0 4 ”0“\\
‘S*QNO_ gy BrNop oL Z L TN o
Q 8 ’ s .
14

BuLi, THF/HMPA
=40, 30min
0°C, 30min

13

o]
[0199] TEA, DCM l 078

16

[0200]  ZPHEL.19-7R-1-F5IEJL-9-H (14) R JC/KTHE (0. 1M) FRR7R (R (0. 318g,
3.66mmol) [IA RN SN IR N R 3A43 13 (300mg, L HT7E400°C MIEL24/ NI T4 o
IR 204591 , 3 (13) (0.85g,1.829mmol) 7 /K THF (2mL+2mL) 7R D0 22 T 1
SRR 2R AT IR R e FE4he SR, i SN TR Sk B =, IR T tBuMe ORI
BANUZ T AINaHCO, K IR TR , TINa, SO, T4, 1 A N A Bis AT 2 7 4t
TR B o BE Wi oot Rt i k4l b (REJRS , Hex : E£0Ac10:1) , 15 5)467mg (14) (ZR68%) -
"H NMR (400MHz , 5175 -d) 83.39 (t,J=6.8Hz,2H) ,3.34 (t,J=6.8Hz,2H) ,3.31(s,3H) ,2.12
(t,J=6.6Hz,4H) ,1.83(q,J="7.2Hz,2H) ,1.57-1.51 (m,2H) ,1.49-1.22 (m,24H) .

[0201]  2EE2.29- AL — 1 /1-9,20- —He-1-F7 (15)  fE X HIZE - 40 CI%%-9-Jh-1- i
(230mg, 1.48mmo1) £FTHF /HMPAFTE S IATR (1.2: 1) Mgy IN1 . 6M n-BuLi ) 1F L beiATR
(1.9mL,3.09mmol) , BeE /AR M 30408l I AE0C Madb— 2P i 3050 B AL 18 4]
F-20CH, &8s N (14) (462mg, 1.24mmol) FRIHMPATATR o AEAHFIR B R BiRE 100805 , B
I PR 2 =il A AR R FE22/ NN AR VK HT T (FE4°C N) L ERIHIN HCL/K PR
tBuMeO, 12245 % 1) JHINaHCO, Ml FVA R AR AN ER /K P I 0t — 28 TG 7KNa, S0, T8 i 8=
FEJRHE N 72088 BRI o R 5 B W o PRkt (e 7k 2l (REJRS+5 % AgNO, , Hex :EtOAc 4:
1), 155169 7mg (15) (E12%) «'H NMR (400MHz , 58 1¥57) 83.64 (t,J=6.6Hz,2H) ,3.36 (t,
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J=6.6Hz,2H) ,3.33(s,3H) ,2.13(t,J=7.0Hz,8H) ,1.58-1.52(d,J=8.2Hz,4H) ,1.51-
1.41(m,8H) ,1.41-1.23(m,26H) .

[0202]  2PEK3.4- ARG 29 - AL —1-/1.-9,20- —H-1-fi5 (16) : /£0°C N, ] (15)
(69.7mg,0.156mmo1) £EDCM (0. IM) HI VAR H S JINTEA (43uL,0.325mmol) \DMAP (3. 3mg,
0.027mmo1) FTs-C1 (62mg,0.325mmol)  ZR )i , Kt s S T & /K Mt BuMe OFRE A HILIE
JHHBAINaHCO, /KIS RN S 7K e , HINa, SO, T, b B8 AE I I~ 2 BRIE 1, DTS 238 (4
RV« B 5% B Wil i Pk o i 7k 2l b, (RER ,Hex :EtOAc 10:1) ,75%]63.3mg (16) (KE
67%) o 'H NMR (400MHz , 5{({}5-d) §7.77 (d,J=8.0Hz,2H) ,7.32(d,J=8.0Hz,2H) ,3.99 (¢, ]
=6.6Hz,2H) ,3.34 (t,]=6.6Hz,2H) ,3.30(s,3H) ,2.43 (s,3H) ,2.12-2.10 (m,8H) ,1.66-
1.49(m,4H) ,1.48-1.39(m,8H) ,1.39-1.12(m, 26H) .

[0203]  JR-7-FAE AL Pk (17) o601, 7- P Pake (3.27mL, 19, 38mmo 1) 1T EZ 55N
(3.88mL,19.38mmol) [FVEGHI(E40°C It if4h KR AW I FAE s ik 4 K7 1)
I e ek Al (REJR , Hex : EtOAc 10:1) ,7351.4g (17) (34.5%) - 'H NMR (400MHz , 5%
5-d) 83.40 (t,J=6.9Hz,2H) ,3.36 (t,J=6.6Hz,2H) ,3.33(s,3H) ,1.89-1.82 (m,2H) ,
1.60-1.53(m,2H) ,1.47-1.40 (m,2H) ,1.39-1.32(m,4H) .

[0204]  4-FHELORMHIG 3 - B UL TR (18) :/E0°C N, [M3- & &L - 1-F% (1g,9.89mmol) £
DCM (0. 2M) FRAIE RIS INTEA (2.07mL , 14 . 84mmo1) FITs-C1(2.26g,11.87mmol) - B4 N
GRS MhihE24h, SR IE HIZKE KT HER KB A L= HINa, SO, T4, i S8 e s
R4 o 5% B ) s (R 2, (REFRS , Hex :EtOAc 4:1) ,75501.27g (18) (50%) . 'H
NMR (400MHz , 515 -d) 87.80 (d,J=8.3Hz,2H) ,7.36 (dd,J]=8.3,0.7Hz,2H) ,4.11 (t,]=
6.3Hz,2H) ,3.38(t,J=6.3Hz,2H) ,2.46 (s,3H) ,1.89 (p,]=6.3Hz,2H) .

[0205]  1- (5-P%5E) - 1H-IEWE (19) : A LH-IEEMe (0. 78g, 11.49mmol) FCs,CO, (3. 74mg,
11.49mmol) £E i (ACN, 57mL) H IR S s Nt , 5- X6t (1.56mL, 11.49mmol) KRS
WIAE 00 N BFE 18N SN TR S i I TAE TS PRIk 4 o R o RS Wil i R s e il ik ik
(e , Hex :EtOAc 1:1) ,158]1.1g (19) (45%) -HPLC-MS (Z5ffA) :rt=3.00min;m/z:218,
220 [M+1,M+3]7,

[0206]  jl-4-KRIFERFHE (20) Kf /& -4-HL PR (5.02g,51 . 2mmol) £EDMF (102mL) FH AR
JIK,CO, (10.61g, 77mmol) FFEJ (6.09mL, 51 . 2mmol) RLEE, i F:72h, SRS FH7K (200mL) 7
B M CBEAE I (3x150 mL) oA I AN T 15 MeS0,) FH I8 - Fras KBRIA A, 13
#9.9g(20) (>99%) HPLC-MS (55#4:A) :rt=3.70min.

[0207]  4-FHELORMAIR6 - S AU CUE (22) -

0
!
NaN; DMF oss~©— 0.0 .
6 18 h, 80°C 6 Cl - S
0208 ~
[ ] HO%BF — p HOHN:; i D/ O N3
21

TEA, DCM
ta, 24h

[0209]  PPR1.6- S5 -1-F (21) K6- R - 1-F5 (428ul,3.27mmo ) A& HUAL
(850mg, 13.08mmol) {EDMF (0. 8M) HIF IR AE80°C Mt 18ho SR, K S N R W 7K/
EtOACR K, H IR /KTEE: (3%) KA HLE HINa, SO, T8, 1o 857 a3 ik 4 , 3 5 470mg
(21) (>99%) .'H NMR (400MHz , 5515 -d) 3.65 (t, J=6.8Hz,2H) ,3.27 (t,]=6.8Hz, 2H) ,
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1.70-1.56 (m,4H) ,1.40 (m,4H) .

[0210]  2pI%2.4- HIERRRFRG - & 2L R (22) : A4F0°C N, Fp-Ts-C1 (720mg, 3. 78mmol)
WINZE (21) (515mg, 3. 60mmol) FITEA (1.5mL,10.79mmol) 75 T-DCM (0. 6M) IR « 34 5 N
IREYEZEN PR KL THEtOACH I T110%  NaHSO KIS TR BER: - K /KAH TIEt0Ac
AHN (3%) o B IR = T AINGHCO, /KIS TR e 5T T 7K Na, SO, T o B8 BRI AR 5%
B o e e i T 4l (REFGHex :EtOAc 6:1) ,7351666mg (22) (62%) 'H NMR (400MHz,
S}-d) 87.79(d,J=8.0Hz,2H) ,7.35(d,J=8.0Hz,2H) ,4.03 (t,J=6.4Hz,2H) ,3.23(t,]
=6.8Hz,2H) ,2.45(s,3H) ,1.66 (p,7=6.4Hz,2H) ,1.55 (p,J=6.4Hz,2H) ,1.41-1.18 (m,
4H) ,

[0211]  4-FHILORMEIR2 - PR L A (23) 1A 2-TAN AR (3mL, 34 . Ommo1) £EDCM (85mL)
H A AP R DITEA (7. 10mL, 50 . 9mmo1) ANTs-C1 (7.77g,40.8mmol) , H-Bi 3R A1 & ¥
PEL8h o REKIAS N2 S R TR S I T TIDCMER I (2x) A A NLUE T EK P %, HINa,So,
T AT FLS W e o R B Wl A B A A e R4t (Hex-EtOAc,4:1) ,13%516.23g
(76%) (23) .'H NMR (400MHz , %({}5-d) 87.78(d,J=8.2Hz,2H) ,7.32(d,J=8.2Hz,2H) ,4.06
(t,J=6.8Hz,2H) ,2.43(s,3H) ,1.51 (q,J=6.8Hz,2H) ,0.63 (m, 1H) ,0.38 (ddd,J=8,6,
4Hz ,2H) ,-0.01(dt,J=6,4Hz,2H) .

[0212]  4-FHELORfEER2 - IR k3L A B8 (24) A 2-FA k3 AT (1.09mL, 8. 76mmol) fEDCM
(22mL) H IS INTEA (1.83mL, 13 . Immo1) Al1Ts-C1(2.00g,10.5mmol) , JF H BR1FIOTRE
EBEEE18h LKA IR S MR S Hh H FIDCOMAE N (2x) o B H B HLUE FHER K%, H
Na, SO, T8, HAE T2 k4 o R B i i A B A A R E IR 1 2l (Hex-EtOAc, 4:1) , 132
1.53g(65%) (24) .'H NMR (400MHz , %({}5-d) §7.81 (d, J=8Hz,2H) ,7.37 (d,J=8Hz,2H) ,
4.06 (t,]=6.7THz,2H) ,2.47 (s,3H) ,1.89-1.76 (m,1H) ,1.76-1.43 (m,8H) ,1.10-0.99 (m,
2H) .

[0213]  4- FIBELORHIR 3 - (4- A ZL 2R 3L) N R (25) « i3 - (4- AR N -1 -1
(0.96mL,6.02mmo1) £EDCM (15mL) FRIE RIS IITEA (1.26mL,9.02mmol) A1Ts-C1 (1.38g,
7.22mmol) , H H R RIF IR A Wi PE 18h o KoK N2 SN TR S I HIDCMAE Y (2x) o
GIHINANUE KB %, TINa, S0, T, HAE FLas vk 4 K vk B il A e i A AR R E IR
- 4lifk (Hex-EtOAc,4:1) ,73%1.59g (82%) (25) .'H NMR (400MHz , S({/5-d) 67.81 (d, J=
8Hz,2H) ,7.37(d,J=8Hz,2H) ,7.00(d,J=8.6Hz,2H) ,6.80(d,J=8.6Hz,2H) ,4.04(t,]J=
6Hz,2H) ,3.80(s,3H) ,2.61(dd,]=8.2,6.8Hz,2H) ,2.48(s,3H) ,2.03-1.86(ddt,J=8.2,
6.8,6Hz,2H) .

[0214]  4- FHILOR R 3 - (3- (s AR 2R0E) TS (26) : h)3- (3- (sl FHAE) 2R3 N -1-
7 (0.91mL,4.90mmol) £EDCM (12mL) H R A FH R DINTEA (1.02mL,7.35mmol) flITs-C1
(1.12g,5.88mmol) , J HAGZRIFIUTE APt Hi 18h o K /K N2 SN TR S b I HIDCOMAR Y
(2x) FEFFIANUE FHER KD, HINa, SO, T8, A F2s rhik 4 7% B Wl A € s
e F4fift (Hex-EtOAc,4:1) ,135]1.53g (87%) (26) .'H NMR (400MHz , ({5 -d) 57.63 (d,
J=8.5Hz,2H) ,7.28(d,J=7.8Hz,1H) ,7.21-7.16 (m.2H) ,7.19(d,J=8.5Hz,2H) ,7.12(,J
=7.8Hz,1H) ,3.88(t,J=6.2Hz,2H) ,2.56 (dd,8.0,7.6Hz,2H) ,2.29(s,3H) ,1.81(ddt,J=
8.0,7.6,6.2Hz,2H) .
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[0215]  4- FHELRAHTR 3 - O FHORIE) TR (27) 13- CRFHHZRED) N -1-F% (1g,6.66mmol) £
DCM (17mL) FRAIE R A S INTEA (1.39mL,9.99mmo1) F1Ts-C1 (1.52g,7.99mmol) , 31 H K41
TR AP FEL8h K ER IN 2 SN TR AP FR F FIDCMAR Y (2x) S I AALE FHERKYE
B, TINa, SO, T, I AE FLas Rk 4 o 5% B Wl sl A ey Ae ki T 2lifk (Hex-EtOAc, 4:
1) ,#3501.85g (87%) (27) .'H NMR (400MHz , 5 {55-d) 87.81(d,J=8.0Hz,2H) ,7.37(d,J=
8.0Hz,2H) ,7.07(d,J=8.0Hz,2H) ,6.98(d,J=8.0Hz,2H) ,4.05 (t,J=6.4Hz,2H) ,2.62(t,
J=7.5Hz,2H) ,2.48(s,3H) ,2.32(s,3H) ,1.95(tt,J=7.5,6.4Hz,2H) .

[0216]  4- FHELIRMAIRS - £ BTk (29) -

" - .
et , SO
¢l 0
—_—

[0217]

0 o N
HoN WOH _ 0= HO N AN
DMF - EtsN, DCM e ﬁ’lk
18h, 60°C 28 o, 18h 29

[0218]  PYEL.N- (5-FE KAL) LM% (28) : [A5- 534k - 1-[¥ (50g,485mmol) H12,5- %
RISt - 1- L LR (758, 485mmol) £F — H AL e (DMF, 0. 5M) HA [ H 8 I TEA
(101mL, 727mmol) , B HIRAT60°C Rt HE 18h SR , B A Fim o B B s e 2 AN
TR EL B iR A EMe OH MR, FF FHTRA - 410401 F i pH (£910) , W EFHF = kA =+, 155
70.4g (28) (100%) ol FHIZML L UE— 2B 40ML . 'H NMR (400MHz,CD,0D) 83.57 (t,]=
6.5Hz,2H) ,3.18(t,J=7.0Hz,2H) ,1.94(s,3H) ,1.65-1.47 (m,4H) ,1.49-1.32 (m,2H) .
[0219]  2PUE2.4- FHELRTAIRS - LW 3L KRR (29) : 17 (28) (70.4g,485mmol) £EDCM (0. 5M)
FR R S IITEA (101mL, 727mmo1) F1Ts-C1 (92g,485mmol) o4 S M TR S Wfr a= i ke
18h, #R = FHZK/DOMA K FH AU ATINGHCO FHER /K35 o K- AT HLIZ HINa, SO, T, i e ) FAE s
HVkE , 135092 45g (29) (63%) 'H NMR (400MHz , 515 -d) :87.84-7.74 (m,2H) ,7.37(d,J=
8.1Hz,2H) ,5.59 (s, 1H) ,4.04(t,J=6.3Hz,2H) ,3.21(q,J=6.8Hz,2H) ,2.47(s,3H) ,1.98
(s,3H),1.68(dt,J=7.8,6.6Hz,2H) ,1.57-1.43 (m,2H) ,1.39 (qd,J=7.3,3.0Hz,2H) .
HPLC-MS (4#4A) :rt=3.42min;m/z:300 [(M+1]",

[0220]  (((10-2E3L) S A0 HHED) 2K (30) : b i 7E Sk iR 1 (4) 195 A (Hanbali M.
%2 Bioorg Med Chem Letters 2006;16(10) :2637-2640) .

[0221]  4- FHELRFHIRS - (R4 30) TRER (35) : 7EO°C I, 5~ (PR4ESE) & -1-1% (11.2g,
57.Tmmol) 7F S H At (DCM, 0. 4M) W IR R Il = i (TEA, 12mL, 86mmol) A1Ts-C1
(11g,57.7Tmmol) o ¢ [ N TR ST &0 I HFE 18hIAE LS Fhfedfis o e B B it ol Aok €3t
FaiE (FREJR , Hex /OB tAc (4:1)) ,#3515.32¢ (35) (U376 %) HPLC-MS (5:fFA) :rt=
4.55min;m/z: 349 [M+1]",371 [M+23]"

o]
1
NaNs, DM o3~ ) of Ly

5 18 h, 80°C 5 Cl
0222
[ ] HOHBr |-|c;;,’(’a‘|'s|3 -
TEA, DCM 37
36 ta, 24h

[0223]  4-HIELIRAAPRG - & R KT (37)
[0224]  PYR1.5-F HUAE K- 1-17 (36) - Re5-%k-1-1% (0. 10mL, 0. 89mmo1) Fl1-E &L
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(63mg,0.98mmol) £F — FIEE LI (DMF, 0. 2) HRI IR AE80°C Rtk 18h SR , B S I TR
EPHIK/ELOACER K, FIE KB (3x%) A HLUZHINa,SO, T4, i S A FL s ik 4, 15
F)57mg (36) (50%) - 'H NMR (400MHz , ({5 -d) 83.63 (t,J=6.8Hz,2H) ,3.26 (t,]=6.8Hz,
2H) ,1.61(p,J=7.2Hz,2H) ,1.58 (p,J=6.8Hz,2H) ,1.52-1.36 (m,2H) .

[0225] P02 4- HELORGHFR S - & AL KR (37) *csc_san_02_N37:/E0°C |, 1] (36)
(54mg,0.42mmol) £EDCM (0. 2M) H AR T s IITEA (87ul,0.63mmol) F1Ts-C1 (80mg,
0.42mmol) o ¥ [ N R G WIE S T i FE60h, SRS 7K /DOMES K I FHER /K B A B UE
Na, SO, T4, 1 IO A 28 Hhk4is , 752 92mg (37) (78%) <HPLC-MS (G5 #4-A) :rt=3.00min;m/
7:284[M+1]",

[0226]  3-F& R AER IR (38) «K43-BLPIR HIFR (10.70m1, 98mmol) A1E AL (8. 92g,
137mmol) FITE A IIAMAEDMSO (P FH : 49 . 0m1) FR o BRATR I 45 C I PE18h o AR B
W% A E =05, BRI A I A NUE FHJCK IR BREE T, S I8 P e 2 A 1
WedE GBS AR A E LIRS . 'H NMR (400MHz , 5015 -d) 83.62 (s, 3H) ,3.47 (t,]=
6.3Hz,2H) ,2.87(t,]=6.6Hz,2H) .

[0227] B.u R

[0228]  B.1.Ge3EfUREf T

[0229]  FEFFA:AEO0C T, 11 (2) « (3) + (4) + (33) 5k (34) (leq) 7F — FHILFARLAZ (DMF,0.2M) Hh
FIR A N B (2. 15eq) o« MENINSERN B SGPAE il N HiPEs 0 Bl i , AN INbE
B SN 0, SRS FHZK P K I HIEt0AC A B 35 A5 HUZ HINa, SO, T4 , i 1 -7 31
25 IR AR o B R BA P i st ekt (R AR B4t 54

[0230]  FEFB:AE0C N, (2) « (3) « (4) + (33) 2k (34) (leq) ZEDMF (c=0. 15M) Hf{JiA
IS (1. 2eq) o« YIS INTERIN , KR SW/E =R M HitEomin. feJo , IS INE 3L S
R AR, SR IE 7KK I TIE t0AC A< Y o K A HL= HNa, SO, T4, 1 S8 I A FLas ik 4
HE% R i Pk kAl (REIR) 13 214l 5.

[0231]  FEFFN:AE0C N, (2) « (3)  (4)  (33) 5k (34) (Leq) ZEDMF (0. 2M) FRRIP& R P I
Lile M INTE s, BHR A WIE =R FREEES 0Bl i 5 , U B SR 751 o fof S B AE IR T-H5¢
FAV AN RN TR AL EE TR R , SR 5 7KK I FHEt0Ac A< B o KA AILJE JTINa, SO, T4,
T JE AL LS PR A Ik B Wl ek e s ik Al (RERD A3 2 Ak S

[0232]  B.2. i wEfbRE

[0233]  FEFPK: Bt - UEATA ) (11 B W11 C.VIII B 8kIX D) /Af#£ETHF/MeOH (7:3,
0.05M) TR &9, B fe s I B S A A0  BHR S B TS0 N IFE = M b2
KRR AP AR AR, ks, AR R FrFe & 9.

[0234]  B.3./KEfET

[0235]  FLFEC. B bedt - ATA 4 (1T ALTT BI1 B <IT DV A.V _B.V DukVIIT-B) JAfi#
FEMeOH/7K/DCM/ =50 LR (3:1:1:1,0. M) IR AP HRHAIRAE = P BiPd i i
S N AR IR TR, USRI Fr b 590 .

[0236]  FLFED keIt - ATA 4 (1T AT BI1 B <IT DV A.V _B.V DukVIIT-B) JAfi#
FEMeOH/7K/DCM/ =5 LR (3:1:1:1,0. 1) (IR AP HRHAIRAE = P iR . 28,
FEILAS N EBRIE M S TFA e, B R B WA A MeOHH , JTITRA- 40044 IR ALFE B % pHohy
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TR, W JEIFAE A N EBRIA A, A R AT &9 .

[0237]  FRJPE: ket -HUEE AT (T1_ABkV_A) AEPUZRKIE (THE) (c=0. 1M) AR

PNIN0. 1M TBAFAETHF (1. 2eq) HRTA R R RO TR A P07E =it P4 HE18h, TIZKIE K I ]

EtOAcH=HY o KA HLIE TINa, SO, T8 , 15 B8 T AE 125 R4 o K B IR Aif(EMe OH/ 7K /DCM/ =

BOTR (3:1:1:1,0. 1) MRS IFRARAE =00 P& SR E RS T BRI

it B TRA 5, B ok BE Wi i AEMe O (MeOH) i, FHIRA- 40044 JiSALFR 1 2 pH ot , 1ok

JEE s N RBRvaAL, IR R TR e &

[0238]  FLFEF et - U ATA 4 (1T AT BI1 B <IT D.V_A.V _B.V DukVIII-B) JAfi#

LEDCM/ = 5RO (4:1,0. 14M) TR AW Rz A 250 M HchE Lho SR MK (2

FEO. IM) K SN TR A = P IHEL8h im0 S 2 HFRK B R s ik 4 , LTS 2

ATt &5

[0239]  FLFES W hedt-IUREATA Y (1T AT BI1 B <IT DV A.V _B.V DekVIII-B) ig@ﬁ

{EMeOH/HCL IN(10:1,0.1M) [O7RGYIF I FRHARAE =it ok60°C M iFfE48h. il , A 1S

FBRIE R BHCL I , 7% B TR AR AEMe OH Y, FHTRA - 40048 IS ALEE 1 25 pHOM AR 7‘

JEIEAE S N EBRIEA, ISR TR &9

[0240] B.4. N

[0241]  FEJFM: AR H] & (VI ALV _CEkX D) (leq) -CuSO, * 5H,0 (0. 4eq) FIHTH IR FH

(0.6eq) I AI7K (0.07M) EPEﬁ/»ermzﬂhzﬁﬁu&ﬁﬁﬁWTHFthE”J/»ermz (0.35M) o RF SR TR

YIrE =i N AE60°C MRS P iR 24h, AEie . B A B s WPk A B R B s

fiRA-MeOHHT, FTITRA- 40044 AR ALFE B 2 pH B , s 872 25 1 BBRIEHT, AR R At

“W.

[0242]  FRFFL: ARk (ITT BEKIX D) (leq) <CuSO, * 5H,0(0.4eq) FIHTEAIMERE (0.6eq)

FE7K (0. 07TM) FR TR S IS i (2eq) TTHFqﬂEﬁ/ﬁ/ﬁz (0.35M) o Rf S N TR A WIAE

it METEMESSU M ERE20h, fEfkie Bk JE I AR s e A o KR B W K/ DCMAR P

SRIG B HLE HINa, SO, T8, i JE A A Hhke s , A 2 Fr e i &0«

[0243]  B.5.&%UCLHFEF

[0244] & J7P: a4 (V_BokX D) (leq) /ETHF/7K (9:1,0.08M) 7RG HH IO s

JJDDIPEA (3eq) FPPh, (2.6eq) K SN AFPIAE60°C M igHE4h, 285 HIZKE KT #h KB
% o R HLE HINa, SO, T8, i JE I AR s vhike s , 1 B T tb & . CFdEA T4kt .

[0245] B. 6. B IE e 7

[0246]  FEFFQ: A HRI4A (IT_AVITT BukIX D) (leq) £EDMF (0. IM) H AR 8 IHTEA

(4eq) FITEILIR (2eq) o ¥ S MR G YIFE =il N B PEARI A B2 ik 4 o K 5k B W VA e

MeOH T, FHTRA- 4004 IEALFE B 2 pHO BRI , 1 I EAE B2 B RBRIAT o e, B ok B Wi

Pt ek atife | SRS G,

[0247]  B.5.MERICLIEF

[0248] ARG Bl RS ATA ) (ITT _AVI ATIT B.IIT CERITI D) (leq) IAf#ZEDCM

(0.02M) 1, ﬁ/ﬁﬁulﬂﬂék(m 4eq) {EACN (0. 43M) HHIMIETR o K G =i D HiHE30mine &

JETRIIN N- 2 3E-1,5- A F T lel[1,3,2]- M -3- 1 (7. 2eq) FHAE %0 NhtHkat

o) BERSHTR GO C N HITFR DA T 2 S (19. 2eq) /£ (5. 5M) FRIIIE
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W RHA R =R IR IF B RE Lh R SW HIRE BRER B e 15 I HIDOMAE B o 3 A HLIE HNa,, SO,
T A LS Rk 4 R B i PR e ik Al e (RERD) L 13- 218 S5

[0249]  FEFEH: Bt - WUREAT A (ITT AVI ALTIT BITI CuRITI D) (leq) JAfAEAEDCM
(0.02M) /1, FFER IIPUme (18eq) FEACN (0. 43M) H VAR - B IR S04 =10 F BiFE30min. 4k
J& L IRIIN,N- = 3E-1,5- AR el [1,3,2] - 5B -3- 1 (9eq) HE =i FitsEt
o B, B RN TR G PIAE0C M AT I T Bl A A (24eq) /EC KT (5. 5M) A
W RHA R =R IR IF B PE Lh R S W HIRE BRER B e 14 I HIDOMZE B o 3 A HLIE HNa,, SO,
T A LS Rk 4 R B i PR e ik Al e (RERD) 13- 218 &

[0250] PR BBt - WUREATA ) (11T AVI ALTIT B ITI CuRITI D) (leq) JAf#AEDMF
(0.05M) H1, FES IIZEZL P (18eq) ZEDMEF (5M) HI VAR - BHR A WE =05, P HiFE30min. S8
J& L IRIINN- = 3E-1,5- AR el [1,3,2] - 5B -3- ¢ (9eq) HAE =i FitEEt
o B, B RN TR G PIAE0C M AT I T Bl A A (24eq) /EC KT (5. 5M) FHIFTA
WA E B F iR I BERE Lh BRI R ER B e I FHEt0Ac A< Y (x2) KA HLE
JINa, SO, T-H , i JE AR FL s ik 4 % B il DR e iy 4l b (RERD) 13- 218 &5
[0251]  B.6.WERGTEI AR R

[0252]  FEFT BRI S (IV AWVIT-ALIV BLIV CuRIV D) JRfRAETHF /MeOH/ /K (3:
1:1,0.01M) RGP, BE IS P8 i B 2 A A AR s B0 « RHR A L T A A5 P IR =E
T MR R AR RHR AW AW, S S8 TR i o 18 P DA NaOH /K AR (IN) (L &
Yool TR R Pnimsd ORI AE sephadextE (PD-10,G-25-M) b4tk AT AR T
et H-NMRAS AT K 003 1 = dh— 2B A6 IARE 7 (Sep-Pack, Waters, 1g,C18) -1
i FH/KBE Al B T R0y Pl H- MRS AT o

[0253]  FEFT BB S W (IV AWVIT-ALIV BLIV CuRIV D) JAfRAETHF /MeOH/ /K (3:
1:1,0.01M) RGP, BEIE I8 o B 2 A A AR sk B0 « RHR A L T A AU M IR =E
T MR K AR R A Y AW, S S8 TR i o 18 P DA NaOH /K AR (IN) (i &
Yol 10Ff-RHa it 24-48h. e, KHA TRGE L KBl AE sephadexfE (PD-10,G-25-M)
AL BT S T I HNMRAS AT o B A S 1 P — 2 A AL (Sep-
Pack,Waters,lg,C18) it FH/KBEMAtAY o KR A 2555 T3 ' H-NMR 43477 o

[0254]  FEFT s LAL S (IV AVIT-AVIV BL IV CukIV D) HIZERRY (40eq) - [A) Hfs
(40eq) FEITFA (0. 045M) FAIRALTE SR 5 22 M8 N INTBMSBr (40eq) HH¥ TR G {250 T HidFE4h,
FZKERK, I IDCOMARHY (3x) o KK IEAE TS Hhie 4 o 10 25 I/ K AR NaOHZK IR T (IN) %%
R pH 9-10, Jal sk HIZKPe R &9/ sephadextt (PD-10,G-25-M) | 4lifk AT A2
Sy PR T IF I H-NVRA T o 527 055 I P it — 25 A AT 17 (Sep-Pack®C1814, 1g,
Waters Corp.,Milford,MA,USA) |13t FH/KVEE Y, A AT 243 ¥ T I 1 1t 'H-NMR 45
Hro

[0255] C.&HIEMATI-X

[0256] C.1.H[A4AII A.IT B.II B .II CAOII D

[0257]  rac-2-0-#0 | B HILAERE-1,3,5-0- K 3L -4-0- A -myo- JULRE (TT_A-1) AR
Pod BT EAERR A, N3T7uL (3eq) 1-P504hi 45 2148mg (TT_A-1) (#313%) HPLC-MS AT
A) :rt=4.90min;m/z:375[M+1]",
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[0258]  rac-4-0- (5- (FFIE OKAD) -2-0- U T - IR -1,3,5-0- R -myo- JJLEZ
(TT_A-2) ARHEIE FEFACFEFPA, L. 04mL (Beq) (((5-7RJK3E) 530 HIEE) ZK15 51 183mg
(I1_A-2) (fr%22.8%) JHPLC-MS (554FA) :rt=4.99min;m/z: 481 [M+1]",503 [M+23] ",
[0259]  rac-2-0-#0 ] "R -4-0- (5- 5L KID) -1,3,5-0- K AL -myo - JJLEZ
(1T_A-3) AR B R FEA , 24 1mg (2. 2eq, £E3mL. DMFHY) (A1 - 75 - 5- A BL ke 15
F)26mg (IT_A-3) (K3 11%) JHPLC-MS (Z6FB) :rt=3.22min;m/z: 405 [M+1] ",

[0260]  rac-2-0-f ] 3~ HILRERL-4-0- (5- AR KID) -1,3,5-0- K 3 -myo- /]Il
B (11 A-4) ARMEE B LT A, M351uL 6-TRCRZES (3eq) 1321107mg (1T A-4) (g
2R36%) JHPLC-MS (55#4-A) :rt=4.99min;m/z:447 [M+1]".

[0261]  rac-4-0- (2- (4- CBARIRZE-1-30) 45 -2-0- BT B SRR -1,3,5-0- K
Fe-myo-JJILEE (11 _A-5) ARHsE e 3L FE A, M700mg (2.5eq, ££7 . 3mL DMFHY) 1] (5)
(2.5eq, fE7. 3mLI{JDMFH) 73 21]460mg (11_A-5) (A%68%) HPLC-MS (Z51-A) :rt=1.90min;
m/z:459[M+1] ",

[0262]  4,6-40-0- (4- AL ED) -1,3,5-0- K 3 -2-0- kB -myo- ULEE (IT_B-1) AR
1 TR TB, M 200mg (3) FI87uL (1. 5eq) (M1 -k hif 8] 142mg (1T B-1) (KH61%) -
HPLC-MS (45#4B) :rt=3.43min;m/z:501 [M+1]", 523 [M+23] ",

[0263]  4,6-B-0- (4-HEAFED) -2-0- (5- 5L AL -1,3,5-0- K 1 B -myo - [JLEZ
(IT_B-2) AR HE1E B RV AL B, 400mg (3) F1505mg (3eq) 1)1 -7 -5- AL kb 15 5
180mg (IT_B-2) (Wr%36.5%) HPLC-MS (55#:A) :rt=4.26min;m/z:531 [M+1]",553 [M+23] ",
[0264]  4,6-0-0- (4- A ELEL) -2-0- (O-HEIE T -1,3,5-0- K -myo - I
(1T B-3) : AR EE AL B, A500mg (3) F1420mg (1. 1eq) (7) #3£]430mg (1T _B-3) (i
%63%) »'H NMR (400MHz , 6{/5-d) 87.20(d, J=8.6Hz,4H) ,6.82(d, J=8.6Hz,4H) ,5.48(d,
J=1.2Hz,1H) ,4.60(d,J=11.3Hz,2H) ,4.47(d,J=11.3Hz,2H) ,4.38-4.35 (m, 1H) ,4.30
(t,J=3.6Hz,2H) ,4.24-4.22 (m,2H) ,3.82(q,J=1.6Hz,1H) ,3.79 (s,6H) ,3.47 (t,J=
6.8Hz,2H) ,3.34(t,]J=6.8Hz,2H) ,3.31(s,3H) ,1.64-1.50 (m,8H) ,1.33-1.21 (m,6H) .
[0265]  4,6- "-0-"F2E-2-0- (19- A J1L-10-He-1-28) -1,3,5-0- K H 2 -myo- LA
(I1 B -1) A e 3R 7B, M43 7mg (4) F11631mg (1. 1eq) (13) 155]504mg (1T B’ -1)
(%66 %) . 'H NMR (400MHz , ({5 -d) 87.28 (s, 10H) ,5.49 (d,J=1.3Hz,1H) ,4.68(d,]=
11.8Hz,3H) ,4.55(d,J=11.8Hz,2H) ,4.45-4.40 (m,1H) ,4.34 (t,J=3.6Hz,2H) ,4.27 (m,
2H) ,3.85(q,J=1.6Hz,1H) ,3.48(t,]=6.8Hz,2H) ,3.34 (t,]=6.8Hz,2H) ,3.31 (s,3H) ,
2.11(t,7=7.0Hz,4H) ,1.60(q,7=7.0Hz,2H) ,1.54-1.51 (m,2H) ,1.44(q,7=7.0Hz,4H) ,
1.37-1.24(m, 16H) .

[0266] 4,6-—-0-F%3E-2-0- (29-HHEL—+J1-9,20- —Fk-1-35) -1,3,5-0- K FHEL-
myo-JLEZ (11 B -2) ARl 402 /7B, M404mg (4) 1721mg (1. 1eq) (16) £3£]776mg
(TT_B -2) (Br89%) - 'H NMR (400MHz , ({5 -d) 87.28 (s, 10H) ,5.49 (d,J=1.3Hz, 1H) ,
4.68(d,J=11.8Hz,2H) ,4.55(d,J=11.8Hz,2H) ,4.44-4.42 (m,1H) ,4.34 (t,J=3.7Hz,
2H) ,4.27 (m,2H) ,3.85(q,J=1.7Hz,1H) ,3.47 (t,]J=6.8Hz,2H) ,3.34 (t,]=6.8Hz,2H) ,
3.31(s,3H) ,2.11(t,7=7.2Hz,8H) ,1.61(p,J=6.9Hz,2H) ,1.55-1.50 (m,2H) ,1.45(p,J=
7.0Hz,8H) ,1.38-1.25 (m,26H) .
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[0267]  rac-2-0-4 | 2~ HIALRERE-1,3,5-0- 2R FH3E-4-0- (3- G FHHREL) 2L -myo- L
B (11 A-6) AR T AL R FN, 1. 848g (2.5eq.) (27) 3 5I374mg (IT A-6) (Y
35%) JHPLC-MS (544:A) :rt=4.99min;m/z: 437 [M+1]",459 [M+23] ",

[0268]  rac-2-0-F ] HUEREEE-1,3,5-0- 2R 3L -4-0- (4- R KD -myo-JILEZ (11
A-T) ARYEIE AR PN, I (2.5eq.) 1-7R -4- LG5 278 1mg (TT_A-7) (fex
71%) JHPLC-MS (544:A) :rt=5.09min;m/z: 389 [M+1]", 411 [M+23] ",

[0269]  rac-2-0-F | 3 FIILREIE-1,3,5-0- 7k FH3E-4-0- (6,6,6- =LA -myo- LA
(IT_A-8) AR L L RE PN, 1. 158g (2.5eq.) 6-77-1,1,1- =g\ b3 81574mg (1T
A-8) (%61%) -HPLC-MS (55#4-A) :rt=4.73min;m/z: 443 [M+1]",465[M+23] ",

[0270]  rac-2-0-F0 ] FE " FHELRERL-4-0- (3- (4- SRR IN3E) -1,3,5-0- R AL -
myo- JJLEE (IT_A-9)  AR4fs1m LI FE PN, M 1.59¢g (2.5eq.) (25) 755)45Tmg (11_A-9) (K
251%) JHPLC-MS (544:A) :rt=4.72min;m/z:453[M+1]",455[M+23] "

[0271]  rac-2-0-# ] 2 HIEEAEIE-1,3,5-0-ZK AL -4-0- (3- (3- (g AL AFH) N
) ~myo- JJLE (TT_A-10) « FR4fs L FALRE PN, M1.53g (2.5eq.) (26) 35807mg (1T _A-
10) ($r2296 %) HPLC-MS (5514A) :rt=4.99min;m/z: 491 [M+1]",

[0272]  rac-2-0-#0 ] FE " HHEEER-4-0- Q-3 L) -1,3,5-0- K A -myo- JJLEZ
(TT_A-11) « HHE R RN, A 1.53g (2.5eq.) (24) £35]50mg (IT_A-11) (BER5%) -
HPLC-MS (55#4A) :rt=5.26min;m/z:401 [M+1]",423[M+23] ",

[0273]  rac-2-0-#U ] F: " HFEERERE-4-0- Q-TANELED) -1,3,5-0- K HFEE -myo- JJL
(TT_A-12) ARPEE B A FE A, 1. 45g (Teq.) (23) 132)552mg (IT_A-12) (KRF25%) .
HPLC-MS (5514A) :rt=4.65min;m/z:373[M+1]",395[M+23] .

[0274]  rac-2-0-40 ] 3 FIELRERE-1,3,5-0-k 1 %E-4-0- (5- (TH-nEme-1-35) TR -
myo-JJLEE (1T _A-13) AR HEE Fbe L0 RE P A, M 214mg (19) 3201 74mg (11 _A-13) (KK
609%) -HPLC-MS (5:#4-A) :rt=4.11min;m/z: 441 [M+1] ",

[0275]  rac-4-0- (6- OFEIE KAL) -2-0- T - HFIEREEE-1,3,5-0- K A -myo- JJLEZ
(TT_A-14) ARPEE IR PN, Mg (3eq.) (29) 15 8]241mg (TT_A-14) (JE50%) -
HPLC-MS (5614A) :rt=3.78min;m/z:432[M+1]",

[0276]  rac-2-0-F | 3 HERESL-4-0- (10- 5 A RIESRED) -1,3,5-0- K i3 -myo-
JIUEEE (TT_A-15) « Mg e B E R A, AB00mg (2.5eq.) 11- -+ —F2 £ g 1558)50mg (1T _
A-15) (lZ14%) .'H NMR (400MHz , 5515 -d) 85.47 (d,J=1.6Hz, 1H) ,4.39 (ddt,J=10.1,
4.1,2.8Hz,1H) ,4.24 (t,7=2.8Hz,2H) ,4.18(dt,J=5.2,2.1Hz,1H) ,4.14 (q,J=1.6Hz,
1H) ,4.11-4.08 (m,1H) ,4.09(q,J=7.1Hz,1H) ,3.70(d,J=10.1Hz,1H) ,3.59 (td,J=9,5,
6.5Hz,1H) ,3.58(td,J=9,5,6.5Hz,1H) ,2.25(t,J=7.6Hz,2H) ,1.58 (p,J=6.8Hz,2H) ,
1.55(p,J=6.8Hz,2H) ,1.30-1.23 (m,12H) ,1.22(t,J=7.1Hz,3H) ,0.92(s,9H) ,0.13 (s,
6H) o

[0277]  rac-4-0- (10- (F5IE) 223 -2-0-40 | AL 3RS -1,3,5-0- K & -myo- ]Il
i (I1 A-16) AR P TG FEFA, 407 . 9mg (2. 1eq.) (30) 35144 . 5mg (1T A-16) (fi%
14%) JHPLC-MS (554FA) :rt=6.13min;m/z:551 [M+1] ",

[0278]  rac-2-0-# ] F —HIEAEEE-4-0-F3E-1,3,5-0-k 3 -myo- L (IT A-17) 4R
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Pl TR A, N0 . ImL (Leq.) BHAE 43 2150mg (1T A-17) (%10%) HPLC-MS (551
A) :rt=3.83min;m/z:319[M+1]",341 [M+23] ",

[0279]  rac-2-0-#0 ] "R -4-0- (7- 5L PIL) -1,3,5-0- K A -myo - JJLEZ
(IT_A-18) ARz JHHc LA, N780mg (2.5eq.) (17) 152]163mg (IT_A-18) (%
25%) +HPLC-MS (5c#-A) :rt=4.79min;m/z:433[M+1]",455[M+23] ",

[0280] rac-2-0-# ] FH —HIEAEEE-1,3,5-0- Kk I -4-0- N3 -myo- JJLEZ (IT A-19) 4R
PEl B R P A, 481l (eq.) 1- PN KA 2 139mg (1T _A-19) (%41 %) HPLC-MS
(FAFD) srt=4.41min;m/z: 347 [M+1] 7,369 [M+23] ",

[0281] 1,2,3,4,6-71-0-"~5-5-0- PN Fs-myo- LS (TT_C-1)  ARY 0 A S AR 7B,
M200mg (33) FI141uL53 -1 -1- B K (3eq, 80%) 3 £]107mg (11 _C-1) (SCH50%) -
HPLC-MS (55f4A) :rt=5.98min;m/z: 670 [M+1]",692 [M+23] ",

[0282] 1,2,3,4,6-F.-0-"F3E-5-0- @-FRAAE L) -myo-JUFE (11 _C-2) AR T bt
TEFEFFB, M200mg (33) Al1114mg (1.5eq) (23) #52108mg (TT_C-2) (S%49%) -HPLC-MS (55F
A) :rt=6.56min;m/z:700[M+1]", 722[M+23] ",

[0283] 1,2,3,4,6-11-0-"F2%-5-0- (9- A T3E) -myo- JYUAF (11 _C-3) AR Tk 2k
{LFES 7B, M 200mg (33) F1156mg (1.5eq) (7) £321127mg (IT_C-3) (%51 %) HPLC-MS (54
A) :rt=7.11min;m/z:789[M+1]",810[M+23] ",

[0284] rac-2,4,6-—-0-"~FE-3,5-0-0. L 3E-1-0- PN EE -myo- LIS (11 D-1) AR H1m H
LRV FB, M162mg (34) FI152uL 753 -7 PN - 1- B FIZK (3eq, 80%) 732 146mg (IT_C-1)
(%83 %) HPLC-MS (55#4:A) :rt=5.08min;m/z:537 [M+23] ",

[0285]  rac-2-0-# | 3 T HHILRERL-4-0- (B5-FREYKID) -1,3,5-0- K 3 -myo- JJLIE (TT_
A-20) A FRTAIA (TT_A-4) (1.58g,3.56mmol) £EMeOH/ THF (0. 15M) HA¥JIA TR FH s I S 2
(1M, 11mL, 10.96mmol) A I RHATRAT 250 M ek 18h, ZRJ, JIIHCT 1IM/DOMPZE A I HEh
IRV A HUE TINa, SO, T, s JEITAE TL s Fh k4 o K4 7 B i ol sk ta il vk 2t (e
J5Z , Hex/EtOAc 1:1) #3%]575mg (IT_A-20) (38%) -HPLC-MS (44£1-A) :rt=3.91min;m/z:419
(M+1]7,

[0286]  rac-4-0- (6-2a3&-6-FfNEL) -2-0- 50 T 3 IR 3L -1,3,5-0- 2k &L -myo-
JULEE (1T A-21) : [AFpAlfR (IT_A-20) (80mg,0.19mmol) <TEA (53uL,0.38mmol) FIAL (2,5-
SEARIERE e - 1-39) BRIR S (59mg, 0. 23mmo1) AEDCM (0. 15M) H VR SIS e A — e i )
VAR (2.8mL,1.91mmol) , FHRAATRAE 20 M 18h, SR , FHZK/DOMPAR K I FHER /K e %
ANLZTINa, SO, T4, 1 AR LA Fhik 4, 15 2 72mg (11 A-21) (90%) <HPLC-MS (551FA)
rt=3.66min;m/z:418[M+1]",

[0287]  4,6-X-0- (4- AR IE) -2-0- By 3 -myo- JJUEE (IT_B-4) ARYEIH AL AR
FrA, \248mg (3) F1171mg (2eq) HLPNIEIRIT2]184mg (1T_B-4) (S#68%) HPLC-MS (G&4-A) -
rt=4.07min;m/z:469[M+1]",

[0288]  2-0- (5- (FFHAL) JkID) -4,6-A-0- (4- AT -1,3,5-0- K I -myo- JJLEZ
(I1_B-5) ARFmETFE AR A, M 162mg (3) F1262mg (2eq) (35) 135]179mg (11 B-5) (e
78%) HPLC-MS (551FA) :rt=4.90min;m/z:607 [M+1]",629[M+23]",

[0289]  2-0- (5-%3E/K3E) -4,6-M-0- (4- AR -1,3,5-0- 2K I -myo- JJURZ (1T
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B-6) : AR HEIH T & 5 iR L P, M110mg (V_B-1) £32]203mg (1T B-6) (100%) .HPLC-MS
(ZAFD) srt=3.24min;m/z: 516 [M+1] ",

[0290]  4,6- M -0- (4- FHFHAIETIL) -2-0- (5- (4- (FHEEEHSED) -1H-1,2,3-=m-1-3) /X
) -1,3,5-0- K EE -myo- JUEZ (11_B-7) AR B H ik SO N AR M, M 126mg (V_B-1) I
16mg (leq.) 3- AR AL - 1 - 43 2] 142mg (1T _B-7) (100%) HPLC-MS (55#-A) :rt=3.97min;
m/z:612[M+1]",

[0291]  4,6-—-0-7F3k-2-0-(6,6,6- =5 4L) -0-1,3,5- K HHE -myo- L% (I1_B -3) .
FRAEE PR LR FPB, ) 200mg (4) F1142mg (1.2eq) 6-77-1,1,1- =5 6if 3589, 9mg (1T
B’ -3) (Jr#33%) HPLC-MS (51FA) :rt=4.90min;m/z:509[M+1]",532[M+23]",

[0292]  2-0- (6-ZJE-6-ACHE) -4,6- —-0-F-1,3,5-0- K 3L -myo- JUfiE (IT B’ -
4)  FRYEE B VAR 7B, M200mg (4) F11126mg (1.2eq) 6- 7R O Hilit32]70mg (1T B -4) (W
227%) JHPLC-MS (5444-A) :rt=3.75min;m/z: 484 [M+1] ",

[0293]  4,6-—-0-7F3E-2-0- Q-IRFLIE) -1,3,5-0- K FHEL -myo- [l (IT_B -5) 4R
PRI e VR B, M 175mg (4) F1152mg (1. 2eq) (24) £35]184mg (IT B’ -5) (K83 %) .
HPLC-MS (5614A) :rt=5.20min;m/z: 467 [M+1]",

[0294]  4,6-"-0-"F5L-2-0- Q- FFAFRECIHD) -1,3,5-0- K HHEE -myo-JliZ (IT_B -6) 4R
P ke R 7B, ) 200mg (4) F11195mg (1.5eq) (23) £42)230mg (11 B’ -6) (g>99%) .
HPLC-MS (55#4A) :rt=4.74min;m/z: 439 [M+1]",461 [M+23] ",

[0295]  1,2,3,4,6-11-0-"F2%-5-0- (5- A KIE) -myo- JYURE (I1_C-4) AR T2k
TELFEFFA, \250mg (33) F1144mg (1.5eq) 1 -75-5- AL e 15 246mg (T1_C-4) (REE16%) »
HPLC-MS (55f4A) :rt=6.36min;m/z: 732[M+1]", 754 [M+23] ",

[0296] 1,2,3,4,6-11-0-%3E-5-0-(6,6,6- —JR . 55) -myo-JJLEZ (1T _C-5) : AR B FHe
SR A, N 250mg (33) FI174mg (2eq) 6-7%-1,1,1- =5 ki 53 8162mg (1T_C-5) (KFK
53%) HPLC-MS (551FA) :1t=6.38min;m/z: 770 [M+1]",792[M+23]",

[0297] 1,2,3,4,6- F1.-0-"~3%L-5-0- (5- (4- (A IEHIE) -1,2,3-=m-1-38) T%3E) -myo-
LEZ (11 _C-6) : AR ] s o S S R PM, M 110mg (V_C-1) F121mg (2eq.) 3- ALY -1 -4k
#3%1102mg (IT_C-6) (85%) HPLC-MS (55#4-A) :rt=5.59min;m/z:813[M+1] ",

[0298]  rac-2,4,6-—=-0-"%%-3,5-0-LL3E-1-0- (9-HEIE T3 -myo- JIEE (I1_D-2) .
AR FGE RV FE B, A 203mg (34) F11210mg (1.5eq) (7) £32]270mg (IT_D-2) (KE>99%) »
HPLC-MS (5514A) :rt=6.06min;m/z: 656 [M+23] .

[0299]  rac-2,4,6-=-0-"FFL-1-0- 2-FANILID) -3,5-0- L3 -myo- [JLEE (I1_D-3) -
MR T Fe A R B, M 215mg (34) F1163mg (1.5eq) (23) 155246mg (11_D-3) (%>
99%) HPLC-MS (54:A) :rvt=>5.53min;m/z:568[M+23] ",

[0300]  rac-2,4,6-=-0-73-3,5-0-MLHE-2-0- PN F -myo- JJUAE (11 D-4) : AR4fE ]
POHACRETA, ) 215mg (34) F1201mg (3eq) HLPN AT )232mg (1T D-4) (SC#>99%) HPLC-
MS (5c#FA) :rt=4.97min;m/z: 537 [M+23] ",

[0301]  rac-2,4,6-=-0-%3£-3,5-0- L L3E-1-0-(6,6,6- =FHCFL) -myo- L% (IT_D-
5) ARy e R P A, M 250mg (34) F1230mg (2eq) 6-77-1,1,1- =3 Cif+5)107mg
(IT_D-5) (J%33%) JHPLC-MS (46#4A) :rt=5.62min;m/z: 637 [M+23] ",
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[0302]  rac-2,4,6-=-0-7F3-1-0- @-FFKILEL) -3,5-0- L HE -myo- JJUEE (11 D-6) :
R B ELA R A, M 250mg (34) F1211mg (1.5eq) (24) 52]124mg (IT_D-6) (SCF41%) -
HPLC-MS (5514A) :rt=6.06min;m/z: 596 [M+23] .

[0303] C.2.H[EAIIT AIIT B.III CFIIII D

[0304]  rac-4-0-J%FE-myo-ILEE (TTT_A-1) AR HE 10 FH/KAEFEFE, M48mg (TT_A-1) £33
16.6mg (ITT_A-1) (KZ53%) .

[0305]  rac-4-0- (5- (CF4EIL) JkIE) -myo- JLEZ (TTT_A-2) A4 FH/KARRE 7C, M 48mg
(IT A-2) #3520, 71mg (IT1_A-2) (J=2558%) HPLC-MS (55#4B) :rt=1.83min;m/z: 357 [M+
11°,

[0306]  rac-4-0- (5- FAAELRID) -myo- JULEE (TTT_A-3) « ARHEE F7K-FEFC, A 26mg (TT_
A-3) 155012, 3mg (11T A-3) (B268%) HPLC-MS (5544B) :rt=0.53min;m/z: 281 [M+1]",
303[M+23]",

[0307]  rac-4-0- (5- FHSIEHILRIL) -myo- A% (TTT_A-4) ARHEE /KRR C, FETES
M OKPEALEE) , N100mg (TT_A-4) 13 2)42mg (TTT_A-4) (%61 %) HPLC-MS (ZRB) :rt=
0.92min;m/z:309[M+1] ",

[0308]  rac-4-0- (2- (4- ZWHNKE-1-38) £30) -myo- JJLEF (1T1_A-5) « ARys1E HI/K i
F-C, \38mg (IT_A-5) #52]24mg (TT1_A-5) (%86%) HPLC-MS (4¢#4-B) :rt=0.23min;m/z:
335[M+1]7,

[0309]  2-0-Jk3E-myo-JJLEE (11T B-1) : AR 410 FH/KMEFE FF, M127mg (IT_B-1) 135
55.5mg (ITT_B-1) (%87 %) -HPLC-MS (4544-A) :rt=1.65min;m/z:251 [M+1]",273[M+23]",
[0310]  2-0- (5-HEEILRIL) -myo-JLEE (T11_B-2) AR P H/KfERE F7F, A 180mg (I1_B-
2) 3584mg (TTT_B-2) (r#88%) .'H NMR (400MHz ,MeOH-d,) §374 (t,J=6.4Hz,2H) ,3.67
(t,J=2.6Hz,1H) ,3.56 (t,J=9.6Hz,2H) ,3.37(t,J=6.4Hz,2H) ,3.35(dd,9.6,2.6Hz,2H,
2H) ,3.29(s,3H) ,3.11(t,J=9.6Hz,1H) ,1.62-1.53 (m,4H) ,1.44-1.36 (m,2H) «

[0311]  2-0- (9-PF4EILTID) -myo- JJLE (111 _B-3) : ARHEIE FH/KMRFLFF, M430mg (TT B-
3) £35)240mg (11T B-3) (297 %) HPLC-MS (554B) :rt=2.53min;m/z:337[M+1]",

[0312]  2-0- (19- ALY -myo-ILEE (111 B-4) : AR JaE T /KEFEFC, M 337mg
(VIII B-1)#5%)200mg (111 B-4) (:2260%) (HPLC-MS (55#4B) :rt=4.43min;m/z: 477 [M+
11°,

[0313]  2-0- (29- 52—+ J 120 -myo- LS (I11 B-5) AR 10 TI/KARFETC, M 284mg
(VIII B-2){5%|75mg (11T B-5) (KZFE27%) »

[0314]  rac-4-0- (3- CAHIZREL) NAL) -myo- JLAE (T11_A-6) AR5 JTUKARFE 7S, A
344mg (IT_A-6) 35166 . 4mg (ITT_A-6) (F67 %) -HPLC-MS (Z&LFA) :rt=2.8Tmin;m/z:
313[M+1]7,

[0315]  rac-4-0- (4- IR NI -myo-LEZ (IT1_A-7)  ARYEE /KA FL S, N 767mg (1T
A-7) 135)225mg (11T A-7) (Kr2£43%) HPLC-MS (541N :rt=2.60min;m/z:265[M+1] ",
[0316]  rac-4-0-(6,6,6- =33 -myo- JUEF (111 A-8) AR P TI/KIRFE 7S, M424mg
(IT A-8) 755274mg (ITT_A-8) (2290%) HPLC-MS (51A) :rt=2.66min;m/z:319[M+1] ",
[0317]  rac-4-0- (3- (4-FHEIEIRID) NI -myo-LEF (TT11_A-9) AR T/KREE TS, A
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409mg (IT_A-9) 153/196mg (111 _A-9) (%66 %) -HPLC-MS (Z5-A) :rt=2.66min;m/z: 329
(M+1]7,

[0318]  rac-4-0-(3- (3- (=LA I KAL) AL -myo-JJUAE (I11 A-10) AR P /KRR
S, M209mg (TT_A-10) 155]146mg (ITT_A-10) (%93%) HPLC-MS (5c#4-A) :rt=3.01min;
m/z:367[M+1]",

[0319]  rac-4-0- 2-IKIELLEL) -myo-[JLEFE (TTT_A-11) AR Hm H/KAREFEFS , A 68mg
(I1 A-11) {5%045mg (11T A-11) (2296 %) JHPLC-MS (5441:A) :rt=2.65min;m/z: 277 [M+1] .
[0320]  rac-4-0- (2-FANELID) -myo-[JUEE (1T1_A-12) A4 1E HFIZKARRE 7S, M 486mg
(1T _A-12) 1550355mg (111 A-12) (2296 %) (HPLC-MS (55#4A) :rt=1.09min;m/z: 249 [M+
1%,

[0321]  rac-4-0- (5- (1H-HEME-1-J5) T2 -myo-JULRE (TTT_A-13) AR JEE FH/KERE TS,
M137mg (IT_A-13) #32|77mg (11T _A-13) (78%) HPLC-MS (Z5£HA) :rt=1.65min;m/z:
317 [M+1]7,

[0322]  rac-4-0- (5- £Wi2d 3 K3 -myo- JIUEF (TTT_A-14) ARHEE H7KRFE S, M 254mg
(1T _A-14) 15%51180mg (ITT A-14) (BrzE>99%) HPLC-MS (55#-A) :rt=2.71min;m/z: 308 [M+
11°,

[0323]  rac-4-0- (10- AL AL 2EIL) -myo- JULEZ (111 A-15) ARJEE HI/KRFEITS, A
63mg (IT_A-15) £35]30mg (IT1_A-15) (%64 %) -HPLC-MS (4s#4-A) :rt=3.11min;m/z:379
(M+1]7,

[0324]  rac-4-0- (10- (F5AIE) 2238 -myo-JLEZ (T11 A-16) AR I T/KMFFE TS, M25mg
(IT A-16) 73%019mg (I1T A-16) (S298%) JHPLC-MS (55#4-A) :rt=3.54min;m/z: 427 [M+1] ",
[0325]  rac-4-0-F13E-myo-JULEE (ITT A-17) ARJEE FH/KMBFEFES, M58mg (IT A-17) £33
27mg (ITT_A-17) (WZET76%) .'H NMR (400MHz , 5:1}j-d) 3.87 (t,J=2.8Hz,1H) ,3.55 (s,
3H) ,3.36(dd,1i=9.6,2.8Hz,1H) ,3.30-3.22(m,3H) ,3.15(t,J=9.2Hz,1H) «

[0326]  rac-4-0- (7- 5P -myo- JJLEE (111 A-18) ARG H/KAREFETS, M167mg
(IT_A-18) 15%1103mg (ITT A-18) (287 %) HPLC-MS (5514A) :rt=2.5Tmin;m/z: 309 [M+
11°,

[0327]  rac-4-0-PNEE-myo- LA (111 _A-19) ARFEE /KR TS, M128mg (11 _A-19) 15
F166mg (ITT A-19) (JE80%) o'H NMR (400MHz ,MeOH-d4) §3.88 (t,J=2.4Hz, 1H) ,3.69
(td,J=9.2,7.2Hz,1H) ,3.68(td,J=9.2,7.2Hz,1H) ,3.56 (t,J=9.5Hz, 1H) ,3.39-3.33
(m,2H) ,3.30-3.23 (m, 1H) ,3.19-3.12(m, 1H) ,1.58(h,J=7.2Hz,2H) ,0.87 (t,J=7.2Hz,
3H) .

[0328]  rac-4-0-(3- (4- (2- (R 43D -1H-1,2,3- =M -1-F) NED) -myo- JJLEZ
(ITT_A-20) : MR PRI S o S S R M, M5 7mg (VI A-1) 161 . 3mg (1.5eq.) (20) 15%34mg
(IT1 A-20) (35%) AEULIGHL T, i e (2 ik JHPLC-MS (551A) :rt=2.84min;m/z: 452
(M+1]7,

[0329]  rac-4-0- (6- (4- (A ILHRIL) -1H-1,2,3-=ma-1-50) 25D -myo-JJLEE (I11 A-
21) < AR s SO RR M, A 99mg (VI_A-2) F127mg (Teq.) PNARIR FHEEAS 2]109mg (111
A-21) (86%) -HPLC-MS (45#4A) :rt=2.39min;m/z:390[M+1] ",
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[0330]  5-0-py2E-myo-LEZ (111 C-1) AR T A FK, M107mg (I1_C-1) 1321
15mg (111 C-1) (JE42%) »'H NMR (400MHz MeOH-d4) 83.84 (t,J=2.8,1H) ,3.64 (t,]=
7.4Hz,2H) ,3.56 (t,]=9.6Hz,2H) ,3.24 (dd,J=9.6,2.8Hz,2H) ,2.86 (t,]=9.6Hz, 1H) ,
1.54(q,J=7.4Hz,3H) ,0.83 (t,J="7.4Hz,4H) .

[0331]  5-0- (2-FRAAIELEL) -myo- JULEE (111 C-2) AR E B S AL A2 K, M 108mg
(I1 C-2)#3%15mg (111 C-2) (5E39%) o 'H NMR (400MHz ,MeOH-d4) §3.88 (t,]=2.8Hz,
1H) ,3.80(t,J=7.2Hz,2H) ,3.61(t,J=9.6Hz,2H) ,3.29(dd,J=9.6,2.8Hz,3H) ,2.91(t,J
=9.6Hz,1H) ,1.47(q,J=7.2Hz,2H) ,0.80-0.62 (m, 1H) ,0.41-0.30 (m,2H) ,0.07-0.10 (m,
2H) .

[0332]  5-0- (9- AR FETHE) -myo-JULEE (ITT_C-3) AR T EL R 7K, M 127mg
(1T _C-3) 135127mg (IT1_C-3) (SE50%) 'H NMR (400MHz ,MeOH-d4) §3.96 (t,J=2.8Hz,
1H) ,3.80(t,J=7.0Hz,2H) ,3.67(d,J=9.6Hz,2H) ,3.40 (t,]=6.8Hz,2H) ,3.35 (dd,J=
9.6,2.8Hz,2H) ,2.97 (t,J=9.6Hz,1H) ,1.64 (t,J=7.0Hz,3H) ,1.57 (p,J=6.8Hz,3H) ,
1.35(br,10H) .

[0333]  rac-1-0-PN2&-myo-JJURE (111 D-1) < AR B 240 A 7K, M107mg (IX D-1)
5 5)46mg (11T C-1) (J%95%) .'H NMR (400MHz ,MeOH-d4) §4.04 (t,J=2.8Hz, 1H) ,3.59
(t,7J=9.6Hz,1H) ,3.54(dt,J=9.2,7.2Hz,1H) ,3.53(t,J=9.6Hz,1H) ,3.38(dt,J=9.2,
7.2Hz,1H) ,3.24(dd,J=9.6,2.8Hz,1H) ,3.09(t,J=9.6Hz,1H) ,3.01 (dd,J=9.6,2.8Hz,
1H) ,1.55(h,J=7.2Hz,2H) ,0.85(t,J=7.2Hz,3H) .

[0334]  rac-4-0- (6-255-6-"ANCED) ~myo- JUEE (TTT_A-22) AR T/KERE TS,
7omg (I1_A-21) 135]50mg (111 A-19) (J&280%) . 'H NMR (400MHz ,MeOH-d,) 83.94 (t,]=
2.5Hz,1H) ,3.82-3.77 (m,2H) ,3.61 (t,J=9.5Hz,1H) ,3.42-3.39 (m,2H) ,3.34-3.30 (m,
1H) ,3.23-3.19(m, 1H) ,2.22(t,J="7.4Hz,2H) ,1.68-1.61 (m,4H) ,1.47-1.39 (m,2H) .
[0335]  2-0- (5- (43D KD -myo- UL (111 B-7)  ARHEIE /KA FF, M179mg (TT
B-5) 158 75mg (IIT B-7) (271 %) -HPLC-MS (55#-A) :rt=2.83min;m/z: 357 [M+1]",379
[(M+23] ",

[0336]  2-0-(6,6,6- =FC.HL) -myo- L% (111 _B-8) : M4k 1E FH R L K, M\ 85mg
(VIII B -1) f3554mg (ITT B-8) (BrzE>99%) -HPLC-MS (55#4-A) :rt=2.69min;m/z: 319 [M+
11°,

[0337]  2-0- (6-%2E-6-"ARC 25 -myo- LT (I11-B-9) ARFmH I FHACFETK, M
75mg (VITT_B' -2) #3%45mg (1TT_B-9) (F>99%) -'H NMR (400MHz , MeOH-d,) §3.78 (t,]J=
6.4,1H) ,3.76(t,J=6.4,1H) ,3.69(q,J=3.0Hz,1H) ,3.59 (td,J=10.0,3.0Hz,2H) ,3.39
(dt,J=10.0,3.0Hz,2H) ,3.14(td,J=9.2,3.6Hz,1H) ,2.20(t,J=7.6Hz,2H) ,1.67-1.57
(m,4H) ,1.47-1.39 (m, 2H) .

[0338]  2-0- (2-BfJkIELIE) -myo-JULEE (ITT B-10) : ARPE I M FEFK, M 200mg
(VIII B -3)73%]120mg (111 B-10) (B%>99%) HPLC-MS (544-A) :rt=2.69min;m/z: 277
(M+1]7,

[0339]  2-0- 2-PANELEL) -myo-JJUEZ (111 B-11) ARYmE NI FZAL R 7K, M 261mg
(VITI B’ -4) #3%]150mg (ITT B-11) (§>99%) .'H NMR (400MHz,MeOH-d,) 83.84 (t,J=
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6.9Hz,2H) ,3.70 (t,J=2.7Hz,1H) ,3.58 (t,J=9.5Hz,2H) ,3.37 (dd,J=9.5,2.7Hz,2H) ,
3.12(t,J=9.2Hz,1H) ,1.50(q,J=6.9Hz,2H) ,0.81-0.69 (m, 1H) ,0.43-0.39 (m, 2H) ,0.07-
0.03(m,2H) .

[0340]  2-0- (5-2FL/ K3 -myo-WIEE (111_B-12)  ARHE1E /K fEFE FFF, M105mg (1T_B-6)
138150mg (TTT_B-12) (fc93%) « ' NMR (400MHz ,MeOH-d,) §3.79 (t,J=6.2Hz,2H) ,3.70
(t,]J=2.7THz,1H) ,3.57 (t,J=9.2Hz,2H) ,3.40(dd,J=10.0,2.7Hz,2H) ,3.15 (t,J=
9.2Hz,1H) ,2.93(t,J=7.6Hz,2H) ,1.74-1.61 (m,4H) ,1.53-1.45 (m,2H) .

[0341]  2-0-JRINEL -myo-[JLEE (111 B-13) AR Pu1m H/KREFEFF, A 183mg (11 B-4) £3%
73mg (ITT_B-13) (F86%) -'H NMR (400MHz ,MeOH-d,) 84.49 (d,J=2.6Hz,2H) ,3.93 (t,]=
2.8Hz,1H) ,3.57 (t,J=9.6Hz,2H) ,3.40(dd,J=10.0,2.8Hz,2H) ,3.13(t,J=9.2Hz, 1H) ,
2.81(t,J=2.4Hz,1H) .

[0342] 2-0- (5- (4- (FHEEHED) -1H-1,2,3- =M -1-F) %I -myo-JULEE (111 B-14) 4R
P KRR PF, M142mg (IT_B-7) 153 565mg (111 B-14) (B T77%) -HPLC-MS (5cFA) :rt
=1.28min;m/z:362[M+1] ",

[0343]  2-0- (5- ZFisa B kIL) -myo- U (111 _B-15) « AL FE1E FHEE I o FE -Q, M 46mg
(IT_B-12) #130mg (leq.) 2,5- A ARIEIS LT -1 - B LTRSS 2)30mg (ITT_B-15) (5356 %) -
HPLC-MS (5614A) :rt=1.06min;m/z: 308 [M+1]",

[0344]  2-0- ((1- (2- (PREEBREL) £ -1H-1,2,3- =M -4-55) FIEE) -myo-JJIEE (I11_B-
16) < R A ROV AR FL, M 109mg (TTT B-13) A71mg (1.1eq.) (38) 3%118mg (111 B-
16) (68%) oHPLC-MS (46#-A) :rt=0.97min;m/z:348[M+1]",

[0345]  5-0- (5- A LI -myo- JULEE (111 C-4) ARYE1E TP 3 b F 7K, M46mg (IT
C-4) 1381 7mg (TTT_C-4) (F>99%) - 'H NMR (400MHz ,MeOH-d,) §3.94 (t,J=2.8lz, 11) ,
3.79(t,J=6.7THz,2H) ,3.66 (t,J=9.5Hz,2H) ,3.40(t,J=6.5Hz,2H) ,3.36-3.32(dd, J=
10.0,2.8Hz,2H) ,3.32(s,3H) ,2.95(t,J=9.2Hz,1H) ,1.68-1.56 (m,4H) ,1.47-1.40 (m,
2H) .

[0346]  5-0-(6,6,6- =FRC.HE) -myo- L% (111_C-5) « ARS8 S0 B 7K, M 160mg
(IT_C-5) {3 %129mg (TTT_C-5) (F43%) .'H NMR (400MHz ,MeOH-d,) 83.94 (t,]J=2.8lz,
1H) ,3.79(t,J=6.6Hz,2H) ,3.66(t,]J=9.6Hz,2H) ,3.34(dd,J=10.0,2.8Hz,2H) ,2.95(t,
J=9.2Hz,1H) ,2.21-2.09 (m,2H) ,1.68-1.56 (m,4H) ,1.52-1.46 (m, 2H) »

[0347]  5-0- (5- (4- (AL FEL) -1H-1,2,3-=mMr-1-F) ;K FD) -myo-JJUEE (111 C-6) 4R
i DS IE LR K, A 102mg (TT_C-6) 1581 15mg (TTT_C-6) (%33%) ' NMR (400MHz,
MeOH-d,) 8§7.97 (s, 1H) ,4.53 (s,2H) ,4.42 (t,J=7.1Hz,2H) ,3.94 (t,J=2.8Hz, 1H) ,3.78
(t,]=6.6Hz,2H) ,3.65(t,J=9.5Hz,2H) ,3.37(s,3H) ,3.33(dd,J=10.0.2.8Hz,2H) ,2.94
(t,J=9.2Hz,1H) ,1.95(p,J="7.1Hz,2H) ,1.66 (p,J=6.6Hz,2H) ,1.45-1.38 (m,2H) .

[0348] rac-1-0- (9-HSEIETEL) -myo- LAY (11T _D-2) AR 4 IR 30 F2 P K, A
196mg (IX D-2) 55]109mg (ITT D-2) (J&>99%) -HPLC-MS (55#4-A) :rt=2.89min;m/z:337
(M+1]7,

[0349]  rac-1-0- (2-FANIEL L) -myo-JLEE (I11 D-3) : AR T ZAAFE P K, A
181mg (IX D-3) 153 %I87mg (111 D-3) (Z>99%) -HPLC-MS (551FA) :rt=1.06min;m/z: 249
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(M+1]7,

[0350]  rac-1-0- (5- £ a2 KEL) -myo-LEF (11T D-4) AR faad MR AR TK, A
107mg (IX D-4) {35/57mg (111 D-4) (fr>99%) .'H NMR (400MHz ,MeOH-d,) 84.13 (s, 1H) ,
3.70-3.60 (m,3H) ,3.51 (q,J=7.1Hz,1H) ,3.35-3.28 (m, 2H) ,3-20-3.16 (m,3H) ,3.10(d,J
=9.5Hz,1H) ,1.95(s,3H) ,1.69-1.60 (m,2H) ,1.58-1.49 (m,2H) ,1.47-1.39 (m,2H) »

[0351]  rac-1-0-(6,6,6- —F.2%) -myo- JLEE (111 D-5) AR Faal M FE2EAAFETK, M
102mg (IX _D-5) 153 %55mg (111 D-5) (Z>99%) -HPLC-MS (551FA) :rt=2.72min;m/z: 319
[M+1]",341[M+23] ",

[0352]  rac-1-0- (2-FA/KEEL L) -myo-JLEE (111 D-6) : AR T ZA L P K, A
119mg (IX D-6) 153%5]76mg (111 D-6) (%64 %) HPLC-MS (554FA) :rt=2.72min;m/z: 277 M
+117,299[M+2377,

[0353]  rac-1-0- ((1- (2- (FHAEFRED £ -1H-1,2,3- =M -4-50) D) -myo- LA
(TTT_D-7) AR JJad FHJB - BAE A2 7K, A 248mg (TX_D-10) 43 5)130mg (TTT_D-7) (#5%93%) -
HPLC-MS (5614A) :1t=0.99min;m/z: 348 [M+1]",

[0354] rac-1-0- (5- (4- (FHAILHHEL) -1H-1,2,3-=mha-1-50) ;X D) -myo-JJIEZ (111 D-
8) M HEim B S B L 27K, M 250mg (IX D-8) 155/143mg (111 D-8) (J%E>99%) .'H NMR
(400MHz ,MeOH-d,) 88.04 (s, 1H) ,4.57 (s,2H) ,4.46 (t,J=7.0Hz,2H) ,4.17 (t,J=2.8Hz,
1H) ,3.74-3.65(m,3H) ,3.54(dt,J=9.4,6.5Hz,1H) ,3.41 (s,3H) ,3.40-3.37 (m 1H) ,3.24
(t,J=9.2Hz,1H) ,3.15(dd,J=10.0,2.8Hz,1H) ,1.98 (p,J=7.2Hz,2H) ,1.69 (p,J=
6.9Hz,2H) ,1.48-1.41 (m,2H) .

[0355]  C.3.HI[EfAIV ATV B.IV CHOIV D

[0356] rac-1,2,3,5,6-F-0- (3-%Afk-1,5- &K I ell1,3,2] —SHHEZ-3-3L) -4-0-
JiEE -myo- JLEE (IV_A-1) < ARSI BEFR U AR PH, M 76mg (IT1_A-1) 5557 .6mg (IV_A-1)
%16 %) JHPLC-MS (55#:A) :rt=4.15min;m/z: 1161 [M+1]",

[0357]  rac-4-0- (5- (F4ID) kD) -1,2,3,5,6-7.-0- 3-%Afk-1,5- 4 X [e]l[1,3,
2] A 3-F) -myo- JULEE (TV_A-2) : AR¥Js1E FRE IR (L FE FPH, M 20mg (TTT_A-2) 75 2]30mg
(IV_A-2) (%242%) JHPLC-MS (46#4B) :rt=3.24min;m/z: 1267 [M+1] ",

[0358] rac-4-0- (5- KK -1,2,3,5,6-F-0- (3-%4k-1,5- — &K Ff[e]l[1,3,2]
TR -3-30) -myo- IUEE (TV_A-3) AR HHam BRI L R P, M45mg (TTT_A-3) 15 598mg
(IV_A-3) (%51 %) JHPLC-MS (46#4B) :rt=2.95min;m/z: 1191 [M+1]",

[0359]  rac-4-0- (5- AR K3 -1,2,3,5,6-F1-0- (3-%4k-1,5- &K el [1,
3,2] A -3-30) -myo- LEE (TV_A-4) ARPR10 PR FE PG, M42mg (TTT_A-4) 155
23mg (TV_A-4) (KCE14%) JHPLC-MS (544B) :rt=2.99min;m/z: 1219 [M+1] 7,

[0360]  rac-4-0- (2- (4- OPREERIE-1-35) £38) -1,2,3,5,6-11.-0- 3-5Ffk-1,5- &K
Hlell[1,3,2] —5A4-3-35) -myo- LIS (IV_A-5) AR FIRSER IV AL FeH, M 24mg (TTT A-
5) £35)29mg (IV_A-5) (§:%32%) HPLC-MS (55#4:B) :rt=2.37min;m/z: 1245[M+1] ",

[0361]  1,3,4,5,6-7.-0- 3-%fk-1,5- — &K IFle]l [1,3,2] — 5B -3-30) -2-0- 7kt -
myo-JLEZ (IV_B-1) : AR TR (L A2 7 H, M 150mg (11T B-1) #32]399mg (IV_B-1) (i
57%) HPLC-MS (541:A) :rt=4.15min;m/z: 1161 [M+1] ",
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[0362]  2-0- (5-F53L kIL) -1,3,4,5,6- 71-0- 3-%Afk-1,5- — & FH[el[1,3,2] 4
[z -3-38) -myo- JYURE (IV_B-2) : AR TR (LA 7H, M 84mg (111 B-2) 15571mg (IV_B-
2) (K%219.9%) JHPLC-MS (55£FA) :rt=3.99min;m/z: 1191.6 [M+1]",

[0363]  2-0- (9-F5IEFIL) -1,3,4,5,6- f1.-0- 3-%Afk-1,5- — & FH[el[1,3,2] 4
[ -3-28) -myo- JJLEF (IV_B-3) : AR¥m1H ISR (L FEFFH, M 240mg (TT1_B-3) 7351 10mg (IV_
B-3) (r212.4%) HPLC-MS (5514B) :rt=3.95min;m/z: 1247 [M+1]", 1264 [M+23] ",

[0364]  2-0- (19- &L+ L3E) -1,3,4,5,6-F-0- B-%fk-1,5- — 4k f[e][1,3,2] —
A -3-30) -myo- LB (IV_B-4) AR Pl B (b F2)7H, )A200mg (ITT_B-4) 15 580mg
(IV_B-4) (J%14%) -HPLC-MS (44#B) :rt=5.17min;m/z: 1387 [M+1] ",

[0365]  2-0- (29- AL D) -1,3,4,5,6-11-0- B-%fb-1,5- —4 %I [e](1,3,2]
AR 3-8 -myo- [JUEE (IV_B-5) AR P T BEER (L A2 7 H, M 75mg (111 B-5) 15 5)20mg
(IV_B-5) (SCE11%) . 'PNMR (162MHz, 56{}j-d) 6-1.15,-4.17,-4.76.

[0366] rac-1,2,3,5,6-F1.-0- 3-%fb-1,5- —AAR I [ell1,3,2] —FUBEI-3-3E) -4-0-
(3- CWFFAZREL) NAL) -myo- [JLEE (IV_A-6) AR B T BEFR LA PH, M50mg (IT1_A-6) 152
44 .6mg (IV_A-6) (J%23%) .*'P NMR (162MHz , 5{/5-d) §-0.71,-1.32,-1.89,-3.00,-4.16.
HPLC-MS (55#A) :rt=4.46min;m/z:1223[M+1] ",

[0367]  rac-4-0- (4- P& kI -1,2,3,5,6-F-0- B-%fb-1,5- —A XTI el [1,3,2] —
SR -3-20) -myo- JULEZ (IV_A-7) AR T BERR (FEFPH, M50mg (T1T_A-7) 73 5]45mg (IV_
A-7) (20%) *'PNMR (162MHz , ({5 -d) §-0.50,-1.20,-1.96,-3.05,-4.16 . HPLC-MS (%
PFA) :rt=4.44min;m/z: 1175[M+1] ",

[0368] rac-1,2,3,5,6-1.-0- 3-%fb-1,5- — A [ell1,3,2] —FUBEI-3-3E) -4-0-
(6,6,6- =325 -myo-JJLAE (IV_A-8) AR FB R (A2 7H, 50mg (ITT A-8) 15£]48mg
(IV_A-8) (J5225%) .*'PNMR (162MHz , 5({}5-d) 6-0.67,-1.28,-1.85,-2.99,-4.10,HPLC-MS
(ZAFD) :rt=4.31min;m/z:1229[M+1] ",

[0369]  rac-4-0- (3- (4- HIAEIEIRIL) !N3E) -1,2,3,5,6- -0~ B-%AfL-1,5- "4k [e]
[1,3,2] — 54 -3-5) -myo- ULEE (TV_A-9) « A4k FHEEFR 1L R o, A 50mg (111 _A-9) 15
F148mg (IV_A-9) (K2%25%) .°'P NMR (162MHz , 515 -d) 6-0.74,-1.33,-1.85,-3.00, -
3.00,-4.15.HPLC-MS (5+1-A) :rt=4.29min;m/z: 1240[M+1]".

[0370] rac-1,2,3,5,6-F.-0- 3-%fb-1,5- —AAX I [ell1,3,2] —FUBEI-3-3E) -4-0-
(3- (3- (C4UEY) K30 N 3D -myo-JULEE (IV_A-10) < AR 38 F s (b A2 H, M50mg (TTT
A-10) /3535mg (TV_A-10) (K Z20%) .*'P NMR (162MHz , % {}j-d) 5-0.52,-1.24,-1.84, -
3.01,-4.11.HPLC-MS (5+1-A) :rt=4.51min; 1277m/z: [M+1]".

[0371]  rac-4-0- 2-FFKELE) -1,2,3,5,6-T1-0- 3-%fk-1,5- ~ 4K I[e]l[1,3,2]
RS- 3-50) -myo- ULEE (IV_A-11) < AR @ TR (LA 7 H, M45mg (TTT_A-11) £55]33mg
(IV_A-11) (eE17%) .°'P NMR (162MHz , 5({}j-d) 8-0.59,-1.18,-1.93,-3.03,-4.15,HPLC-
MS (5c#FA) :rt=4.46min;m/z: 1187 [M+1] ",

[0372]  rac-4-0- 2-FFANELE) -1,2,3,5,6-T1-0- B3-%fk-1,5- ~ 4K I [e][1,3,2]
A -3-30) -myo- LS (IV_A-12) AR @ RS (L RE P H, A52mg (TTT_A-12) 1524 7mg
(IV_A-12) (rE19%) .°'P NMR (162MHz , 55 -d) 6-0.68,-1.24,-1.90,-3.00,-4.15,HPLC-
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MS (5c#FA) :rt=4.15min;m/z: 1159 [M+1] ",

[0373] rac-1,2,3,5,6-F1.-0- 3-Ffb-1,5- —A X [elll,3,2] —FUBEA-3-3E) -4-0-
(5- (LH-MEEMR - 1-35) TR ED) -myo- JILEE (IV_A-13) « R4 i (1 f2 FeH, M 50mg (ITT_A-13)
550100mg (IV_A-13) (JZE54%) .*'P NMR (162MHz, 6({/5-d) §-0.72,-1.39,-1.88,-3.00, -
4.13,HPLC-MS (544A) :rt=4.08min;m/z: 1227 [M+1] ",

[0374]  rac-4-0- (5- a3 k) -1,2,3,5,6-F.-0- 3-%Afk-1,5- —&AFIH[e]l1,3,
2] AU -3-20) ~myo- [JUEE (IV_A-14) AR5 1E I BERIC AL H, M 35mg (IT1 A-14) 15 2]
14mg (IV_A-14) (KE10%) °'P NMR (162MHz , ({}j-d) 8-0.75,-1.63,-1.78,-2.98,-4.04.
HPLC-MS (55#4A) :rt=3.82min;m/z: 1218[M+1] ",

[0375]  rac-4-0- (10- A28 at) -1,2,3,5,6- 11.-0- (3-%Afk-1,5- &I [e] (1,
3,2] AR -3-2) -myo- [JUEE (IV_A-15) AR T BERR (2 7H, M30mg (111 A-15) 15 2]
7.5mg (IV_A-15) (E7%) °'P NMR (162MHz, 55{}j-d) -0.51,-1.17,-1.92,-3.07,-4.18.
HPLC-MS (55#4A) :rt=4.65min;m/z: 1289 [M+1] ",

[0376]  rac-4-0- (10- CF4EL) 2230 -1,2,3,5,6-1.-0- (3-%fk-1,5- ~ %I [e][1,3,
2] T -3-30) -myo- IUEE (IV_A-16) AR Bl B (LR P H, M19mg (TTT_A-16) 1531
13mg (IV_A-16) (%22%) °'P NMR (162MHz , ({5 -d) -0.50,-1.14,-1.93,-3.07,-4.18.
HPLC-MS (55#4A) :rt=>5.11min;m/z: 1337 [M+1] ",

[0377]  rac-4-0-F%t-1,2,3,5,6-F-0- 3-%AfkL-1,5- "k F el [1,3,2] FHAe-3-
) -myo-JUEE (TV_A-17) AR B0 R AL A2 FPH, M 27mg (TTT_A-17) 32 10mg (TV_A-17)
(%6 %) .*'P NMR (162MHz , ({/5-d) 6-0.83,-1.43,-1.80,-3.17, -4.20 . HPLC-MS (5FA)
rt=3.96min;m/z: 1105[M+1]",

[0378]  rac-4-0- (7-FAE PR -1,2,3,5,6-F1-0- (3-%4k-1,5- — &K I el [1,3,2]
TR -3-50) -myo- JUUEE (TV_A-18) AR5 TR A2 H, M50mg (IT1 A-18) 15£]32mg
(IV_A-18) (r16%) .°'P NMR (162MHz, 5({}j-d) 6-0.54,-1.18,-1.92,-3.06,-4.17 ,HPLC-
MS (5c#FA) :rt=4.25min;m/z: 1219[M+1] ",

[0379] rac-1,2,3,5,6-1.-0- 3-Ffb-1,5- —A X [ell1,3,2] —FUBEI-3-3E) -4-0-
A -myo- [JLEE (IV_A-19) AR TR LA H, 66mg (11T A-19) #32]20mg (IV_A-19)
%6 %) . *'P NMR (162MHz , (15 -d) -0.59,-1.24,-1.92,-3.01,-4.14.HPLC-MS (5:1A) :
rt=3.98min;m/z: 1133 [M+1]",

[0380] rac-4-0- (3- (4- (2- (A 230 -1H-1,2,3-=ms-1-Z5) 3D -1,2,3,5,
6-11.-0- 3-%fk-1,5- ~ZARI (el [1,3,2] “FhZ4-3-20) -myo- JUEFE (IV_A-20) : AR Hm1E
AR FH, M34mg (ITT_A-20) 7535 14mg (IV_A-20) (§%14%) .°'P NMR (162MHz , (175 -
d)8-0.63,-1.61(d,J=6.2Hz) ,-2.97,-3.98,HPLC-MS (55#-A) :rt=4.16min;m/z: 1363 [M+
1%,

[0381]  rac-4-0- (6- (4- (FIAEILERIL) -1H-1,2,3-=m-1-35) ) -1,2,3,5,6-F.-0-
(3-%fb-1,5- KT [el [1,3, 2] 524 -3-38) -myo- UL (IV_A-21) AR ¥sm T BERR (b
FEFH, M40mg (IT1 A-21) 155)15mg (IV A-21) (CE11%) .°'P NMR (162MHz , ({5 -d) §-
0.95,-1.45,-1.78,-3.04,-4.12,HPLC-MS (54£FA) :vt=4.00min;m/z: 1300[M+1] ",

[0382] 1,2,3,4,6-11-0- B-%Eft-1,5- &K [el[1,3,2] —SAA4-3-3 -5-0-Py3E-
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myo- JJLEZ (IV_C-1) AR Hall I BEFR L A2 P H, M 15mg (11T C-1) 3 £]10mg (IV_C-1) (&
13%) -*'P NMR (162MHz , 5{{5-d) 6-0.16,-3.40, -3.90 . HPLC-MS (5444A) :rt=4.04min;m/z:
1133[M+17°,

[0383] 5-0- 2-BANIELID) -1,2,3,4,6- 71-0- 3-%Afk-1,5- — & FH (el [1,3,2] 4
JiEA%-3-35) -myo-JJLEE (IV_C-2)  ARJam HEER L FEF-H, M15mg (TTT_C-2) 73 2]10mg (IV_C-
2) (J214%) .°'P NMR (162MHz , S{}5-d) §-0.21,-3.36,-3.90,HPLC-MS (5FA) :rt=
4.17min;m/z: 1160 [M+1]",

[0384]  5-0- (9-FI5IEFIL) -1,2,3,4,6- f1.-0- 3-%Afk-1,5- — & FH[el[1,3,2] 4
JiEA%-3-55) -myo-JJLEE (IV_C-3) ARl HEER L FEFPH, M27mg (TTT_C-3) 73 2]15mg (IV_C-
3) (KE15%) .*'P NMR (162MHz , 55{}-d) §-0.07,-3.35,-3.92,HPLC-MS (5FA) :rt=
4.55min;m/z: 1248 [M+1]",

[0385] rac-2,3,4,5,6-1.-0- 3-Ffb-1,5- —AAH I [ell1,3,2] —FUBEI-3-3E) -1-0-
PNEE-myo- [JLEE (IV_D-1) A4 1m FBEFR (L A2 FPH, M61mg (TTT_D-1) 15 5853mg (IV_D-1) (U&
Z17%) o>'P NMR (162MHz , 5{{/5-d) 6-1.76,-2.59,-3.97,-4.47,-4.69 . HPLC-MS (5:4A) : rt
=4.10min;m/z:1133[M+1] ",

[0386]  rac-4-0- (6-%43E-6-F MK -1,2,3,5,6-F1.-0- 3-8 k-1,5- A ell1,
3,2] “HBEAL-3-50) -myo- JILEE (TV_A-22) : ARHEE FHIS IR L FE FFPH, M 130mg (IT1_A-22) 15
F6mg (IV_A-22) (r%1%) .*'P NMR (162MHz , 5({/j-d) 8-1.64,-1.81,-2.31,-2.89,-4.09.
HPLC-MS (55#4A) :rt=3.44min;m/z:1205[M+1] ",

[0387]  1,3,4,5,6-H.-0- 3-%fk-1,5- "% KFH[el[1,3,2] “SAMEAe-3-35) -2-0- )y
H-myo-JJUEE (IV_B-6) AR B (A2 7H, M54mg (11T B-13) #32]10mg (IV_B-6) (%
3.6%) ."'P NMR (162MHz , ({5 -d) -2.03,-4.28, -4.89 . HPLC-MS (£:/:A) :rt=3.98min;m/
z: 1129 [M+1]",

[0388] 2-0- (5- (WAL kAL -1,3,4,5,6-H.-0- B-%fk-1,5- ~ &I elll,3,2]
FIEAL-3-30) -myo-JJLEE (IV_B-7) AR Pzl IR (L FEFPH, M6 7mg (TT1_B-7) 1532 75mg (IV_
B-7) (232%) .°'P NMR (162MHz , 551} -d) 8-1.06,-4.00, -4 .63 . HPLC-MS (541:A) :rt=
4.43min;m/z: 1267 [M+1]",

[0389] 2-0-(6,6,6-—F'3L) -1,3,4,5,6-F-0- 3-%fk-1,5- A k) [e][1,3,2]
e -3-38) -myo- [JUEF (IV_B-8) «AHim IR (b F27R , M54mg (TT1_B-8) 15 %156mg (IV_
B-8) (227%) .°'P NMR (162MHz , 551} -d) 8-0.76,-3.76, -4 .57 HPLC-MS (541:A) :rt=
4.37Tmin;m/z: 1229 [(M+1]1",

[0390]  2-0- (6-FHE-6-A ) -1,3,4,5,6-11-0- B-%fk-1,5- —4 k) [e]l1,3,2]
TRAMEAS-3-50) -myo- JULEE (IV_B-9) AR HE1E HBEFR L P2 PR, M46mg (TT1_B-9) 15 £]23mg
(IV_B-9) (rZ14%) .°'P NMR (162MHz , 5 1/5-d) 6-0.71,-4.15, -4 .34, HPLC-MS (544A) :rt
=3.7Tmin;m/z:1204[M+1] ",

[0391]  2-0- 2-B)kILLID) -1,3,4,5,6- 71-0- 3-%Afk-1,5- — & FH[el[1,3,2] 4
[ -3-55) -myo- JJLEE (IV_B-10) : 410 FHBEFRCFE PR, M 121mg (IT1_B-10) 73 £]124mg
(IV_B-10) (r%24%) .°'P NMR (162MHz , 5} -d) 8-1.09,-4.00, -4.64 . HPLC-MS (554-A) :rt
=4.40min;m/z:1187[M+1] ",
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[0392]  2-0- 2-BANIELID) -1,3,4,5,6- 71-0- 3-%Afk-1,5- — & FH (el [1,3,2] 4
JiEA%-3-35) -myo-JJLEE (IV_B-11) « AR4s1m HBER L FEFH, M 62mg (TTT_B-11) 15%185mg (IV_
B-11) (J%29%) .>'P NMR (162MHz , 5{/5-d) §-1.30,-3.99,-4.70 HPLC-MS (54FA) :rt=
4.15min;m/z: 1159 [M+1]",

[0393] 2-0- (5- (4- (FASEAELFEL) -1H-1,2,3-=mr-1-%5) jkHD) -1,3,4,5,6-H.-0- (3-%R,
fb-1,5-"F K [e] [1,3, 2] 5 BE4-3-38) -myo-JLEF (IV_B-12) : AR T BERRICAE 7
G, M65mg (TTT_B-14) 13525mg (IV_B-12) (Z11%) .*'P NMR (162MHz , 517 -d) -0.64, -
3.84,-4.44 HPLC-MS (551FA) :rt=3.92min;m/z: 1272[M+1]",

[0394]  2-0- (5- W FkED) -1,3,4,5,6-11.-0- B-%fk-1,5- Ak f[e][1,3,2] —
FELL-3-20) -myo-JLEE (IV_B-13) AR 18 FEERR (L F2)7H, M 30mg (I1T _B-15) 13 %]10mg
(IV_B-13) (J5r:%8%) .°'P NMR (162MHz , ({5 -d) §-0.61,-4.30(d,J=3.6Hz) HPLC-MS (54}
A) :rt=3.73min;m/z: 1218 [(M+1]",

[0395] 2-0- ((1- 2- (FEEHRED 5D -1H-1,2,3-=mh-4-FL) FHIL) -1,3,4,5,6- F1.-0-
(3-%fb-1,5- KT [el [1,3, 2] 524 -3-38) -myo- UL (IV_B-14) : AR ¥sm HIBERR (L
FEFEG, M118mg (ITT B-16) /351101mg (IV_B-14) (K%24%) .*'P NMR (162MHz , {5 -d) -
1.44,-4.02,-4.58 HPLC-MS (551FA) :rt=3.84min;m/z: 1258 [M+1] ",

[0396]  5-0- (5-FI5IL kIL) -1,2,3,4,6- 71-0- 3-%Afk-1,5- — & FH[el[1,3,2] 4
Jee-3-35) -myo- JULEE (IV_C-4) AR 4Js1E R (A2 FrH, M 23mg (1T11_C-4) 5 2)6mg (IV_C-
4) (%6 %) .°'P NMR (162MHz , S({/5-d) §-0.06,-3.39,-3.90 . HPLC-MS (5:1FA) :rt=
4.03min;m/z: 1192 [M+1]",

[0397]1  5-0-(6,6,6-—F.C\FL) -1,2,3,4,6-F-0- 3-%fk-1,5- Ak f[e][1,3,2] —
D -3-38) -myo- [JUEF (IV_C-5) AR S R (b 2 7H, M 28mg (TT1_C-5) 1521 10mg (IV_
C-5) (Z9%) .°'P NMR (162MHz , 5({}5-d) §-0.11,-3.21,-3.83.HPLC-MS (54fA) st =
4.34min;m/z: 1230 [(M+1]",

[0398]  5-0- (5- (4- (FISEILFFEL) -1H-1,2,3-=m-1-30) jk3D) -1,2,3,4,6-F.-0- (3-%4
f6-1,5- 2k (el [1,3,2] —SAMELL-3-50) -myo-JJLEF (IV_C-6) ARJE1E BRI FETH,
M15mg (111 C-6) 3] 7mg (IV_C-6) (JZE13%) .*'P NMR (162MHz , S({}5-d) 6-0.50,-2.93, -
3.74,HPLC-MS (511-A) :rt=3.84min;m/z: 1273[M+1]".

[0399]  rac-1-0- (9-HAAETH) -2,3,4,5,6-71-0- 3-%fk-1,5- ~ 4K I [e][1,3,2]
A -3-30) -myo- [JUEE (IV_D-2) AR B HBEFR (L A2 FPH, M 113mg (TT1_D-2) 15 £ 100mg
(IV_D-2) (f5224%) .*'PNMR (162MHz , 5({}-d) 8-1.97,-2.60,-4.01,-4.49,-4.61 HPLC-MS
(ZAFD) :rt=4.40min;m/z: 1248 [M+1] ",

[0400]  rac-1-0- (2-FAANREZ D) -2,3,4,5,6-F1-0- (3-%4k-1,5- Ak Ff[e]l[1,3,2]
AR 3-8 -myo- [JUEE (IV_D-3) AR P T BEER (A2 7 H, M96mg (111 _D-3) 75 %/90mg
(IV_D-3) (r%20%) °'P NMR (162MHz , 5({/5-d) 5-2.28,-2.56,-4.03,-4.49, -4 .58 . HPLC-
MS (55#FA) :rt=4.08min;m/z:1160[M+1] ",

[0401]  rac-1-0- (5-ZFha I kAt -2,3,4,5,6-F.-0- 3-%Afk-1,5- “AFKIH[e]l1,3,
2] A2 -3-25) -myo- JUURE (IV_D-4) AR FBFR (76, A59mg (IT1T D-4) 15£]10mg
(IV D-4) (fr%4%) .>'P NMR (162MHz , S{/5-d) §-2.18,-2.69,-3.76,-4.30, -4.54 . HPLC-MS
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(ZAFD) :rt=3.71min;m/z:1219[M+1] ",

[0402]  rac-1-0-(6,6,6- —JR\3%) -2,3,4,5,6-f1.-0- (3-%Afk-1,5- —AFKIH [e]l[1,3,
2] B2 -3-25) -myo- JJURE (IV_D-5) AR FBS R (2 7H, M 64mg (11T D-5) 15 £]25mg
(IV_D-5) (}r%10%) °'P NMR (162MHz , 5({/5-d) 6-1.90,-2.58,-3.97,-4.46, -4.64 . HPLC-
MS (5c#FA) :rt=4.28min;m/z: 1230 [M+1] ",

[0403]  rac-1-0- (- kKD -2,3,4,5,6-F1-0- 3-%4k-1,5- — &K I [e]l[1,3,2]
AR 3-8 -myo- [JUEE (IV_D-6) AR P T BEER (A2 7 H, M7 1mg (111 _D-6) 75 %)25mg
(IV_D-6) (I528%) .*'P NMR (162MHz , 5({}-d) 6-1.94,-2.49,-4.12,-4.50,-4.71 . HPLC-MS
(ZAFD) :rt=4.35min;m/z: 1188 [M+1] ",

[0404]  rac-1-0- ((1- 2- (FEIRED D) -1H-1,2,3-=mhr-4-FL) FHIL) -2 .3 4,5 ,6-
F-0- B-Ffb-1,5- “F R [el [1,3, 2] 52k -3-28) -myo-JJLAE (IV_D-7) AR JT1igk
PRIV LG, M130mg (TTT_D-7) /35104mg (IV_D-7) (A% 22%) *'P NMR (162MHz , 54} -d) -
2.38,-2.62,-3.63,-4.36,-4.50 HPLC-MS (55f4A) :rt=3.89min;m/z: 1259 [M+1] ",

[0405]  rac-1-0- (5- (4- (FSIERIIE) -1H-1,2,3-=mk-1-3) XF) -2,3,4,5,6-F1.-0-
(3-%fk-1,5- “A I [ell1,3,2] “SMi2e-3-2) -myo- Uz (IV_D-8) : M T wsia (b,
FLFH, M46mg (TTT_D-8) 155 10mg (TV_D-8) (6% ) .°'P NMR (162MHz, %({}5-d) §-2.06, -
2.65,-3.84,-4.36,-4.59,HPLC-MS (55#-A) :rt=3.86min;m/z: 1273 [M+1]",

[0406]  C.4.HA[R[{AV AV BV CFIV D

[0407]  rac-4-0- 3-BHRFLNID) -2-0- U] F —HERERE-1,3,5-0- %k 3 -myo - LI
(V_A-1) AR G L AR FA, M 613mg (2. 1eq.) (18) 13%185mg (V. A-1) (19%) HPLC-MS
(%1B) :rt=3.15min;m/z: 388 [M+1] ",

[0408] rac-4-0- (6-B%RFLCID) -2-0- U] 5 HEREERE-1,3,5-0- kR 3 -myo - LI
(V_A-2) ARSI FHEE R AR FA, A391mg (2eq.) (22) 5:236mg (V_A-2) (13%) -HPLC-MS (5%
4B) :rt=4.83min;m/z: 430 [M+1] ",

[0409]  2-0- (5-&E I KHD) -4,6-M-0- (4-FHFEAFFTID) -1,3,5-0- K I -myo- JJLEZ (V.
B-1) : ARPE 0 F e b R P A, A 236mg (3) FI311mg (2eq) (37) 7551225mg (V_B-1) (e
76%) JHPLC-MS (54J:A) :rt=4.55min;m/z: 542[M+1] ",

[0410]  5-0- (5-Z&&HKHD) -1,2,3,4,6- 1.-0-FHK-myo- [JUE (V_C-1) AR b KA,
FEFFA, A200mg (33) F1180mg (2eq) [ (37) 15 2)218mg (V_C-1) (%93%) -HPLC-MS (&N -
rt=6.30min;m/z:765[M+23]",

[0411]  rac-1-0- 5-E&ILKIL) -2,4,6-—=-0-F%H-3,5-0- W L FE-myo-[JLEE (V_D-1) .
FRPEm L C LB, A 285mg (34) F1254mg (1.5eq) (37) 152351mg (V_D-1) (KF>99%) -
HPLC-MS (5614A) :rt=5.55min;m/z:610[M+23] .

[0412]  C.5.HI[AAVI A

[0413]  rac-4-0- (3-Z R FEANFL) -myo- ILEE (VI_A-1) AR B0 H/KMEFRE 7S, M166mg (V_
A-1) 58110mg (VI_A-1) (97%) HPLC-MS (444-A) :rt=2.59min;m/z: 265[M+1] ",

[0414]  rac-4-0- (6-BRIECIL) -myo-JLEE (VI_A-2) AR B HI7KAERE 7S, A279mg (V_
A-2) #3%1160mg (VI_A-2) (81%) HPLC-MS (55#4:A) :rt=2.59min;m/z:306 [M+1] ",

[0415]  C.6.HI[A{AVII A
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[0416]  rac-4-0- (3-B%H(HFHNKD) -1,2,3,5,6-F.-0- 3-%4k-1,5- —FAFKFf[e]l[1,3,2]
AR 3-8 -myo- [JURE (VIT A-1) ARJEE R (U2 P H, M 55mg (VI_A-1) 55)15mg
(VIT A-2) (r6%) *'PNMR (162MHz , (/5 -d) 8-0.38,-1.11,-1.80,-3.06,-4.12,HPLC-MS
(FAFD) :rt=4.11lmin;m/z: 1174[M+1] ",

[0417]  rac-4-0- (3-B%(FHNK) -1,2,3,5,6-F1.-0- 3-%4k-1,5- —FA XTI [e]l[1,3,2]
TR 3-8 -myo- IUEE (VIT_A-2) AR B I BERR R P H, M40mg (VI_A-1) 15 544mg
(VIT_A-2) (fr%28%) .°'P NMR (162MHz , 55 {/5-d) 8-0.63,-1.25,-1.88,-3.02, -4. 14 . HPLC-
MS (5c#FA) :rt=4.31min;m/z: 1216 [M+1] ",

[0418]  C.7.H[A]4AVIII BFIVIII-B

[0419]  2-0- (19-FAAE LAY -1,3,5-0- K A -myo-JLEF (VITT B-1) AR B
FALFEFK, M504mg (1T B -1) 7351337mg (VITT B-1) (%91 %) »'H NMR (400MHz , %475 -d)
85.50(d,J=1.3Hz,1H) ,4.58(t,J=3.9Hz,2H) ,4.32 (br,2H) ,4.27 (br,1H) ,3.82 (br, 1H) ,
3.62(t,J=6.8Hz,2H) ,3.35(t,J=6.8Hz,2H) ,3.31 (s,3H) ,1.67 (p,J=7.2Hz,2H) ,1.54
(p,J=7.2Hz,2H) ,1.38-1.18(s,50H) .

[0420]  2-0- (29-HAFE —+JUHL) -1,3,5-0- R L -myo- JLEE (VITT_B-2) « AR 410
VALK, N776mg (1T B -2) 1551282mg (VITT B-2) (KR46%) .'H NMR (400MHz , 55175 -
d)85.49(d,J=1.3Hz,1H) ,4.57(t,J=4.0Hz,2H) ,4.32(dt,J=4.7,1.7Hz,2H) ,4.26 (br,
1H) ,3.82(d,J=1.7Hz,1H) ,3.61 (t,J=6.8Hz,2H) ,3.35(t,J=6.8Hz,2H) ,3.31 (s, 3H) ,
1.65(q,J=8.7,7.0Hz,2H) ,1.54(p,J=6.8Hz,2H) ,1.38-1.18(s,59H) .

[0421]  4,6-—-0-"F3E-2-0- (6,6,6- —F 2L -myo-JJLEE (VITI_B -1) A B /KR
F#S, A90mg (IT_B’ -3) 13 2I85mg (VITI_B' -1) (&% 96%) -HPLC-MS (Z5F-A) :rt=4.19min;
m/z:521 [M+23]",

[0422]  2-0- (6-55L-6-F ) -4,6- —-0- L -myo- U (VITT B -2) AR $E1H /K
fRFEFS, M 70mg (IT B’ -4) 15%168mg (VIII B -2) (%>99%) JHPLC-MS (551FA) :rt=
3.19min;m/z:474[M+1] ",

[0423]  4,6-"-0-F3E-2-0- @-INKIELEL) -myo-JUEE (VITT B -3) AR /KR 7
S, M185mg (I1_B’ -5) 52]180mg (VITI B’ -3) (K#H>99%) -HPLC-MS (5:44-A) :rt=4.43min;
m/z:457[M+1]",479[M+23]",

[0424]  4,6-"-0-7F3E-2-0- @-TANIELEL) -myo- JUEE (VITT B’ -4) AR /KRR 7
S, M237mg (IT_B’ -6) 1351230mg (VITT B -4) (KE>99%) HPLC-MS (Z51FA) :rt=4.43min;
m/z:451[M+23]",

[0425] C.8.HIAMARIX D

[0426]  rac-2,4,6-—=-0-"F3-1-0- PN -myo- JJLEF (IX D-1) AR P /KRR 7S, A
68mg (IT_D-1) £3%563mg (IX D-1) (98%) HPLC-MS (55f4-A) :rt=4.36min;m/z:511[M+23] ",

[0427]  rac-2,4,6-=-0-F%3E-1-0- (9-FHEIETIL) -myo- RS (IX_D-2) AR S FH7K i
FEFS, M306mg (IT D-2) £53%5]198mg (IX D-2) (68%) +HPLC-MS (55#4A) :rt=5.29min;m/z:
607 [M+1]",629[M+23]",

[0428] rac-2,4,6-—-0-3L-1-0- Q-FAHIELIL) -myo- JLEE (IX D-3) : ARYE 1 FH/K MR
FEFS, M255mg (1T D-3) £53%]181mg (IX D-3) (74%) HPLC-MS (55#4A) :rt=4.77min;m/z:
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519[M+1]7,

[0429]  rac-1-0- (5-24L) k3L -2,4,6-=-0-"FF -myo- JJLEZ (IX_D-4) :R¥s10 H S %Mk
Yk R FE P, M262mg (X D-1) 15:5]198mg (IX D-4) (79%) HPLC-MS (55#4-A) :rt=3.16min;
m/z:536[M+1] ",

[0430]  rac-2,4,6-=-0-"%3L-1-0-(6,6,6- = \3L) -myo-JJLEE (IX D-5) : ARJE1H /K
fRFE TS, M107mg (1T D-5) £3:2102mg (IX D-5) (>99%) HPLC-MS (554FA) :vt=4.89min;m/
72:589[M+1] ",

[0431]  rac-2,4,6-—-0-F%-1-0- C-ILKELE) -myo-JJLEE (IX D-6) AR w1 T /KR
FJFS, M124mg (IT D-6) 15%]118mg (IX D-6) (>99%) HPLC-MS (55#4-A) :rt=5.28min;m/z:
548 [M+1]7,

[0432]  rac-1-0- (5- LMkaadt kIL) -2,4,6-=-0-"F I -myo- JLEE (IX_D-7) « ARJE1H FHME
I AR FQ, M 112mg (TX_D-4) F136mg (1. 1eq.) 2,5- " SARNMEIEE -1 - T OFREEFF 2] 107mg
(IX_D-7) (89%) HPLC-MS (5:A) :rt=3.82min;m/z:579 [M+1]",

[0433]  rac-2,4,6-=-0-%3L-1-0- (5- (4- (AL L) -1H-1,2,3- =Mk -1-55) k&) -
myo-JJLEZ (IX_D-8) « AR Ham FH 5 S AR M, M 226mg (X_D-1) F156mg (2eq.) 3- AL -
1-Hif35)254mg (IX_D-8) (>99%) HPLC-MS (551FA) :rt=4.01min;m/z:633[M+1]",

[0434]  rac-2,4,6-—-0-"F%-2-0- BN R -myo- JILAF (IX D-9) AR T/KBRFE TS, A
164mg (1T D-4) 15%120mg (IX_D-9) (77%) -HPLC-MS (5544-A) :rt=4.24min;m/z:489[M+1]",
[0435] rac-2,4,6-—-0-"~F-1-0- ((1- 2- (FEEHIL) 45D -1H-1,2,3-=m-4-55)
FHIL) -myo- JLEZ (IX_D-10) « AR B A i il S S A2 L, A 185mg (TX_D-9) A154mg (1. leq.)
(38) 1551234mg (IX_D-10) (>99%) HPLC-MS (55#4:A) :rt=3.88min;m/z:618[M+1] ",

[0436]  C.9H[AfKRX D

[0437]  rac-1-0- (5-B%(FLKEL) -2,4,6-=-0-FFE -myo-JLEE (X _D-1) ARP10 FH/KARFE
%S, M394mg (V_D-1) 551263mg (X D-1) (70%) -HPLC-MS (5:#}-A) :rt=4.74min;m/z: 585 [M
+23]",

[0438]  D.{LEWIIISRAE : AT A G

[0439] D.1.NMR

[0440]  {fAgilent VNMRS-400 (f£400.10MHz ALK HFI/E162MHZ A0 P) | 10 SRNMRIE o 1
H-NMRHT (2 A B AT IMS I ppmd& /s, H HAB A H4% () PAHZ R AE P NMRHR, Al
FHPIARS EE BAENMRIS o 386 775 PIUAT ) BR , AEL TR OO 2 5 H- NMRFfT DA 150 8

[0441]  D.2.HPLC-MS

[0442]  S50-A . =80 A% (HPLC) 2795A1 1iance Waters Aquity 54 I#sDAD Agilent
LLOOFIAS M ZSMS Waters ESI triple cuadrupolo Quattro microffife, 7 AN 1OuL S,
[\MeOH. 185 H5LCT Premier1FEAZ s €A THS R BT (SURERAIF TA GE &7 E N HT) 4347 5
(MS) , i FUE 2 FL 29 (EST) AR I EAE, N RIS - 750 F11500Da 2 [RIF=H 1% , 550 . 2FPHY—
A, HIEDAm/ 7 (BLIE ) %) 75 o [ 7 A : ZORBAX Extend-C18 3.5um 2.1x 50mm (T 35
C) o

[0443] 382 55A40A, (i EhAH
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" R A A3 B
1 K+0.05 F BR CH+0.05 ¥ BR
[0445] 3. & 00A BEE
B} 8] . 3 . o
¢ exifor) (mL/min) A (%) B (%) W &
[0446] 1 0.0 0.50 95.0 5.0 5
2 0.50 0.50 95.0 5.0 5
3 5.50 0.50 0.0 100.0 5
4 7.50 0.50 0.0 100.0 S
[0447]  Z5A0B . 5 0CHL AT RE ARG M &5 A1 BT LTQ XL EST- & B} (Thermo

Scientific) (BB E AR 1% (Y Thermo Ultimate3000SD (Thermo Scientific
Dionex) #E4 THPLC-MS ; 7 N 5L - 20uL & FE b ffMeOH (¢ =0 . 5mg/mL) o 183k FUMB 55 H 25 DA TE AT
G AT oK B BUE BRI T B DAn/ z GEIEER) %) 7 o [5] 2 AH : ZORBAX Extend-C18
3.5um 2.1x 50mm (T* 35°C) .

[0448] 4. Z%4FB, s
[0449] EHARA AR
1 7K+0. 05 HIiR CJE+0. 05HfiR
[0450] 555 554B, B
Bt 9] IR o o
(min) (mL/min) A (%) B (%) Wy &
[0451] 1 0.0 0.50 95.0 5.0 5
2 0.50 0.50 95.0 5.0 5
3 5.50 0.50 0.0 100.0 5
4 7.50 0.50 0.0 100.0 5
[0452] £ fRC: HHSYCHL AR B AR I 25 A T3 {Y LTQ XL EST- & FBfF (Thermo

Scientific) (I E AL 1% Thermo Ultimate3000SD (Thermo Scientific
Dionex) #F{THPLC-MS ;7 A\ 5uL-20uL &AL HMeOH (¢ =0. 5mg/mL) - 18 1 LT 55 HL 25 DA E A
TR Aok B B 0 8 9 HE Rhm/ 2z (BRI %) 7ix o [ %8 4H : Xbridge BEH Amide

2.oum 4.6x150 mm XP.

[0453] 6. &45C, sl

[0454] whAa A 348 B

ouss] 1 H>0+0.1% DEA+40 AcN
mM AcONH4

[0456] 37 5504CL B
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B 18] IR o o
(min) (mL/min) A (%) B (%) th &
[0457] ] 0.0 1.0 5.0 95.0 5
2 10.0 1.0 60.0 40.0 5
3 15.0 1.0 60.0 40.0 .
[0458]  £5OED . 5 G H, AR B A4S I 25 AT LTQ XL EST - F-BJF (Thermo

Sc1ent1flc) s SR O T EREER: {)(Thermo Ultimate3000SD (Thermo Scientific

Dionex) JF{THPLC-MS ;75 N\ 5uL-20uL &AL FMeOH (¢ =0. 5mg/mL) - 18 13 Fi 5§
PABL AT K F BT

3.5um 2.1x 50mm (T* 35°C) .

ZHEVUERM
ORI LI DAm/ 2 (BRI %) 7 H o [ 7 A : ZORBAX Extend-C18

[0459] 8. 554D, sl
A A R348 B
[0460] 1 H>O0+0.1% DEA+40 AcN
mM AcONH4
(0461 9. 4D, BiRE
B 18] % 3 o o
{oxin) (mL/min) A (%) B (%) i &
[0462] ] 0.0 0.90 99.0 1.0 5
2 5.00 0.90 99.0 1.0 5
3 7.00 0.90 0.0 100.0 5
4 10.00 0.90 0.0 100.0 5
[0463]  Z5{FE: S YGH AR BE SRS &5 A BT LTQ XL EST- &Pk (Thermo
Scientlflc) B E B A 0,13 Y Thermo Ultimate3000SD (Thermo Scientific
Dionex) PF4THPLC-MS ; 73 N\ SuL-20uL S AL 7K (c=0. 5mg/mL) « 1 13k F It 55 L B DA TE R £
B Aok A s £ ELIEE DAm/ 2 GBI %) 7 H o[ €A : Atlantis Premier BEH
Cl8 AX 2.5um 2.1x 100mm,SN 1013130715504,
[0464] %10 S54FE, i 2hAH
wmehAa A w4t B
[0465] H,O+10 mM AcN
NH4+COOH
[0466]  ZR11: 254K, BAEE
i Y ) )
(min) (mL/min) A (%) B (%) i £
[0467] | 0.0 0.50 100.0 0.0 1
2 2.00 0.50 100.0 0.0 5
3 &.00 0.50 0.0 100.0 5
4 12.00 0.50 0.0 100.0 5

62



CN 119630679 A ﬁ'ﬁ HH :F;

[0468] S5 AFF T 55 00 H AR B AIAS: I A BTG (X LTQ XL EST- &P} (Thermo
Scientific) (BB ERAH Y Thermo Ultimate3000SD (Thermo Scientific
Dionex) A THPLC-MS; 7 N5uL-20uL &A1 7K (c=0. 5mg/mL) o 1 1 HL T 55 FL ES LA IE A6
B A2k 1 i R 2 HLIEE DA/ 2 (B 1) 9% ) 7 H o 8] 7 AH : CORTECS T32. 7um 2. 1x

59/70 7

150mm, SN 1353131615509,

[04691  ZR12.544F, st
R4 A A4 B
[0470] H>O+0.1% DEA+40 AcN
mM AcONH4
[0471] 3513 5&4F, B
Bt 18] IR o .
Cmin) o ey A (%) | B (%) W &
[0472] 1 0.0 0.50 100.0 0.0 1
2 3.00 0.50 100.0 0.0 5
3 8.00 0.50 0.0 100.0 5
4 12.00 0.50 0.0 100.0 5
[0473]  SCJwf3)
[0474] {51
[0475]  rac-4-0-7%X3-myo-JIfEE-1,2,3,5,6- 1. (EF8) T4HEh
[0476] AR JE1m R R I AR P FE 71, M64mg (TV_A-1) 15514 . 9mg L 591 (1_A-1) (B&

31%) . 'H NMR (400MHz ,D.,0) §4.99-4.91 (m, 1H) ,4.42(q,J=9.6Hz,1H) ,4.15-3.95(m,3H) ,
3.88-3.81(m,1H) ,3.79-3.71 (m,2H) ,3.64 (m,3H) ,1.65(p,7.2Hz,2H) ,1.35-1.29 (m,4H) ,
0.88(m,7.2Hz,3H) .°'P NMR (162MHz,D,0) §3.94, 3. 26 . HPLC-MS (55#4:C) : rt=10.02min;m/
2:797 [M+1+DEA] ", 870 [M+1+2DEA] ",

(04771 fb&Ep2
[0478]  rac-4-0- (5-FHLREL) -myo-JJIEF-1,2,3,5,6- F. (ER) +4AEh
[0479]  AR$EE HBERER LR FE 71, M30mg (IV_A-2) 1558 24mg v 52 (1_A-2) (&

39%) o 'H NMR (400MHz,D,0) 85.10-5.01 (m, 1H) ,4.50-4.39 (m, 1H) ,4.18-4.01 (m, 3H) ,3.92-
3.85 (m,1H) ,3.81-3.71 (m,2H) ,3.61 (t,]=6.8Hz,2H) ,1.70-1.63 (m,2H) ,1.62-1.55 (m,
2H) ,1.45-1.38 (m,2H) .*'P NMR (162MHz,D,0) 54.76,2.86,2.54, -0. 16 HPLC-MS (5514:C) :rt
=10.36min;m/z:813[M+1+DEA]", 886 [M+1+2DEA] ",

[0480] L5403
[0481]  rac-4-0- (5-FHAFLKIL) -myo-HlfF-1,2,3,5,6- F1. (BER) +84Eh
[0482]  Aidffsam FHBSTR BRI AR 9 R 1, M97mg (IV_A-3) #3520 . 5mg i &3 (1_A-3) (&

28%) « 'H NMR (400MHz ,D,0) 85.00-4.96 (m, 1H) ,4.52-4.42 (m,1H) ,4.23-4.61 (m, 3H) ,3.86-
3.72(m,3H) ,3.51(t,J=6.8Hz,2H) ,3.35(s,3H) ,1.70-1.60 (m,4H) ,1.41-1.34 (m,2H) .
HPLC-MS (44#4-C) :rt=10.13min;m/z: 827 [M+1+DEA] ", 900 [M+1+2DEA] ",

[0483] k{544
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[0484]  rac-4-0- (5-FRILKIL) -myo-JIfiFE-1,2,3,5,6- F1. (D) +—4Hh

[0485]  FRHm T BERRER B PR PR 7 T, M23mg (TV_A-4) 13504 . 4mgfb 5404 (T_A-4) (i
25%) "I NMR (400MHz,D,0) 85.08 (s, 1H) ,5.51-4.43 (m, 1H) ,4.25-3.97 (m,3H) ,3.86-3.72
(m,4H) ,2.20(t,J=7.6Hz,2H) ,1.71-1.64 (m,2H) ,1.562-1.55(m,2H) ,1.36-1-32(m,2H) .
HPLC-MS (45#4-C) :rt=10.46min;m/z: 841 [M+1+DEA]",914 [M+1+2DEA] ",

[0486] Y55

[0487]  rac-4-0- (2- (4- ZWEEEIRIE-1-30) 230 -myo- U5 -1,2,3,5,6- F1. (BEFER) -ahEh
[0488]  HEHH T RETRES B (R PP FE 7T, M31mg (IV_A-5) 3512 8mgfb &5 (I A-5) (&
12%) -'H NMR (400MHz,D,0) 84.93-4.86 (m, 11) ,4.45(q,J=9.6Hz, 1) ,4.28-4.20 (m, 2H) ,
4.18-4.11(m,4H) ,4.06(q,J=9.6Hz,2H) ,4.01-3.88(m,2H) ,3.88(t,J=9.6Hz,2H) ,3.44-
3.29 (m,4H) ,2.18(s,3H) -HPLC-MS (Z444C) :rt=10.28min;m/z: 808 [M+1+DEA] ", 881 [M+1+
2DEA]", 954 [M+1+3DEA] ",

[0489]  {¥ {546

[0490]  2-0-JkKE-myo-JJLAE-1,3,4,5,6- 11 (W52 T4AEh

[0491]  ARHEE RS IRER DR FP RS T, M325mg (IV_B-1) 75588 . 56mg ¥ <16 (I_B-1) (Ui
#236%) o 'H NMR (400MHz,D,0) 54.36 (m, 3H) ,4.08(q,J=9.6Hz, 1H) ,4.00 (t,J=9.6Hz,2H) ,
3.92(t,J=7.2Hz,2H) ,1.63 (p,J=7.2Hz,2H) ,1.37-1.30 (m,4H) ,0.96-0.80 (m,3H) .”'P
NMR (162MHz ,D,0) 53.28,2.32,1.45.HPLC-MS (4£4-0) : vt =10.23min;m/z: 724 [M+1]",797 M
+1+DEA]", 870 [M+1+2DEA] ",

[0492]  fL&5H7

[0493]  2-0- (5- AL L) -myo-JILEE-1,3,4,5,6- 11 () [-¥AER

[0494]  FE3HE TRERRES B AR PP FE 7 T, M7 1mg (IV_B-2) 3316 Tmgv &7 (1 B-2) (&
12.5%) o' NMR (400MHz,D,0) 84 .38 (q,J=9.5Hz,2H) ,4.20 (br, 1H) ,4.13-4-05 (m, 3H)
3.90 (t,J=7.2Hz,2H) ,3.51 (t,J=6.8Hz,2H) ,3.52(s,3H) ,1.67 (p,J=7.2Hz,2H) ,1.62
(p,J=7.2Hz,2H) ,1.40 (p,J="7.2Hz 2H) .°'P NMR (162MHz,D,0) §1.66 (br) ,1.23 (br)
HPLC-MS (45#4-C) :rt=10.24min;m/z: 827 [M+1+DEA]",900 [M+1+2DEA] ",

[0495] X548

[0496]  2-0- (9- A THL) -myo-f¥-1,3,4,5,6- . (BEHR) T8Eh

[0497] R T BERRER B PR 978257 T, M1 14mg (IV_B-3) 15 2] 10mg it 548 (I_B-3) (i
11.4%) «'H NMR (400MHz ,D,0) 84.24 (q,J=8.8Hz,2H) ,4.02 (s, 1H) ,3.95 (t,J=9.7Hz,3H)
3.71(t,J=6.8Hz,2H) ,3.33(t,]J=6.8Hz,2H) ,3.18(s,3H) ,1.48(t,J=6.8Hz,2H) ,1.42
(q,J=6.8Hz,2H) ,1.17 (m, 10H) .”'P NMR (162MHz,D,0) §1.45,1.24,0.71.HPLC-MS (4:4D)
rt=0.64min;m/z: 737 [M+1]",810 [M+1+DEA] ", 883 [M+1+2DEA] ",

[0498] {59

[0499]  2-0- (19- AL LD -myo-EE-1,3,4,5,6- 7 (B T8hh

[0500] R B TS BARE AR P RE T, M35mg (IV B-4) 155113 . 5mg L &9 (I B-4) (&
43%) o'H NMR (400MHz,D,0) 84.20 (q,J=8.8Hz,2H) ,4.08 (s, 1H) ,3.97-3.83 (m,3H) ,3.73
(t,J=7.5Hz,2H) ,3.32(t,J=6.7Hz,2H) ,3.18 (s,3H) ,1.50-1.39 (m,4H) ,1.12 (br,30H) .
*'P NMR (162MHz,D,0) §2.29,1.56,1.37.HPLC-MS (454-D) :vt=6.90min;m/z: 1023 [M+1+
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2DEA]",1095[M+1+3DEA] .

[0501]  fL5H10

[0502]  2-0- (29- S AL 4 /L) -myo-JILEF-1,3,4,5,6- 10 () T8AER

[0503] AR ff 1 T B FR i B PR J7H2 57 1, M 18mg (IV_B-5) 73 2 5mg{t. 5410 (I_B-5) (fie%
34%) ' NMR (400MHz,D,0) 84.25(q,J=9.4Hz, 2H) ,4.03-3.92 (n,4H) ,3.72-3.66 (m, 21 ,
3.32(t,J=6.7Hz,2H) ,3.18(s,3H) ,1.51-1.38 (m,4H) ,1.17-1.11 (m,50H) .*'P NMR
(162MHz,D,0) 51.47,0.91,-0.25,

[0504]  fL 511

[0505]  rac-4-0- (3- W HHAEL) IN3L) -myo-JILEZ-1,2,3,5,6- F1. () 1-8Nsh

[0506] R T BEFRER B PR 727 T, M44mg (TIV_A-6) 132 10mg L5711 (I_A-6) (i
30%) «'H NMR (400MHz,D,0) 87.19(d, J="7.8Hz,2H) ,7.11 (d,J=7.8Hz,2H) ,4.43-3.83 (m,
2H) ,3.81-3.66 (m,2H) ,2.59 (t,J=8Hz,2H) ,2.22(s,3H) ,1.90-1.78 (m,2H) .HPLC-MS (54}
C) :rt=9.90min;m/z:713[M+1]",785[M+1+DEA]", 759 [M+1+2DEA]", 932 [M+1+3DEA] ",

[0507] k512

[0508]  rac-4-0- (4-HEKIL) -myo-JUEE-1,2,3,5,6- . (BER) T-8NEh

[0509] R SRR ER B PR 7R 5 T, M4Tmg (TV_A-7) 13210 2mgfb. 5912 (T_A-7) (i
#230%) o 'H NMR (400MHz,D,0) 84.57-3.85 (m,6H) ,3.71-3.60 (m,2H) ,1.63-1.52 (m, 2H) ,
1.52-1.43(m,1H) ,1.13-1.07 (m,2H) ,0.79(d,J=6.6Hz,6H) .HPLC-MS (5:4}E) :rt=
10.13min;m/z:665[M+1]", 738 (M+1+DEA] ", 811 [M+1+2DEA] ", 884 [M+1+3DEA] ",

[0510] {513

[0511]  rac-4-0- (6,6,6- = .3E) -myo-JJlEE-1,2,3,5,6- A (L) +4Hih

[0512] ARl TR B D R PR T, M 48mg (IV_A-8) 1523 . 8mg L 513 (1_A-8) (%
10%) »'H NMR (400MHz,D,0) 84.58-3.86 (m,6H) ,3.78-3.59 (m,2H) ,2.17-2.05 (m, 2H) ,1.60
(p,J=7.6Hz,2H) ,1.50 (p,J=7.6Hz,2H) ,1.35 (p,J=7.6Hz,2H) .HPLC-MS (5:{}-C) :rt=
10.49min;m/z: 865 [M+1+2DEA] ",

[0513] k514

[0514]  rac-4-0- (3- (4- FIEEARED) NID) -myo-JIEE-1,2,3,5,6- F. (B T-8NEh

[0515] ARl TR BRI R PR T, M48mg (IV_A-9) 1524 . Img X 514 (1_A-9) (Ji%
11%) -'H NMR (400MHz,D,0) 87.23 (d,J=8.6Hz,2H) ,6.88(d,J=8.61z,2H) ,4.46-3.80 (m,
6H) ,3.79-3.68 (m,2H) ,2.58 (t,J=8.0Hz,2H) ,1.85(p,J=8.0Hz, 2H) .HPLC-MS (5:#}:C) : rt
=10.11min;m/z:729[M+1]",802 [M+1+DEA] ", 875 [M+1+2DEA] ",

[0516]  fL 515

[0517]  rac-4-0- (3- (3- (= HEL) K30 WAL -myo- W -1,2,3,5,6- F (BER) T8ER
[0518]  HR B ST BARE AR P FE T, M35mg (IV A-10) 1358 . 6mg b & H15 (I_A-10) (K
#32%) o'H NMR (400MHz,D,0) §7.59 (s, 1H) ,7.53(d,J=7.8Hz, 1) ,7.46 (d,J="7.8lz, 1) ,
7.41(t,J=7.8Hz,1H) ,4.50-3.89 (m,5H) ,3.87-3.72(m,3H) ,2.71(t,J=8.0Hz,2H) ,1.95-
1.83 (m, 2H) cHPLC-MS (55#4C) :vt=9.55min;m/z: 767 [M+1]", 840 [M+1+DEA]", 913 [M+1+
2DEA]".

[0519] k516
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[0520] rac-4-0- Q- KIELED) -myo-JJIEF-1,2,3,5,6- 11 (FEER) +EhEh

[0521] B ST BR R AR PR T, M33mg (IV A-11) 1356 . 6mg{b&Hn16 (I A-11) (K
#26%) o 'H NMR (400MHz,D,0) 84.49-3.81 (m,6H) ,3.79-3.61 (m,2H) ,1.73-1.64 (m,21H) ,
1.63-1.55(m,2H) ,1.52-1.45(m,2H) ,1.43-1.36(m,2H) ,1.22-1.16 (m,1H) ,1.14-0.99 (m,
2H) JHPLC-MS (5544C) :rt=10.34min;m/z:677 [M+1]", 823 [M+1+2DEA] ",

[0522] X517

[0523]  rac-4-0- 2-FRAHESIE) -myo-JILEE-1,2,3,5,6- 11 (BEER) +4MEh

[0524] AR T ERER DL R PP R T, M46mg (IV_A-12) #3219 bmg b 517 (1_A-12) (4K
HR27%) »'H NMR (400MHz,D,0) 84.55-3.84 (m,6H) ,3.77-3.71 (n,2H) ,1.44 (q,J=7.3Hz,
2H) ,0.74-0.59 (m, 1H) ,0.32-0.21 (m,2H) ,0.10-0.10 (m, 2H) cHPLC-MS (%&4C) :rt=
10.77min;m/z: 649 [M+1]", 795 [M+1+2DEA] ",

[0525]  f¥ {5418

[0526]  rac-4-0- (5- (1H-M MR -1-5) kI -myo-JJIiF-1,2,3,5, 6- F. (FER) +4802h

[0527] R SRR ER B PR 7R 57 T, M100mg (IV_A-13) 5218 8mg b 5418 (I_A-13)
(K%25%) o 'H NMR (400MHz,D,0) 87.60 (dd,J=2.2,0.8Hz,1H) ,7.46 (dd,J=2.2,0.8lz,
1H) ,6.24(t,J=2.2Hz,1H) ,4.63-3.89 (m,6H) ,4.08 (t,J=7.2Hz,2H) ,3.73-3.56 (m,2H) ,
1.76 (p,J=7.2Hz,2H) ,1.62-1.51 (m,2H) ,1.18(p,J=7.2Hz,2H) ;HPLC-MS (5:44:C) :rt=
10.13min;m/z: 717 [M+1]", 790 [M+1+DEA] ", 863 [M+1+2DEA] ",

[0528] {519

[0529]  rac-4-0- (5- A2 KAL) -myo-JUlE-1,2,3,5,6- . (BEHR) T8Eh

[0530] ARl TR ER BRI R PR/ T, M 14mg (TV_A-14) #3213 Img b A5 H19 (1_A-14) (4K
#229%) »'H NMR (400MHz,D,0) 84.55-3.84 (m,61) ,3.70-3.47 (n,2H) ,3.09 (t,]=6.8lz,
2H) ,1.90(s,3H) ,1.55-1.42(m,2H) ,1.25-1.18 (m,4H) .HPLC-MS (54/4:E) :rt=4.88min;m/
7:781 [M+1+DEA] ", 854 [M+1+2DEA] ",

[0531] {5420

[0532]  rac-4-0- (10-3BEZED) -myo-JILEE-1,2,3,5,6- A (WD) +—4h3h

[0533] AR RSB R DL R PP R 2 T, N7 . 5mg (TV_A-15) £33 . 4mgfv, & 420 (1_A-15)
(%59%) o 'H NMR (400MHz ,D,0) 84.58-3.76 (m,6H) ,3.78-3.58 (m, 2H) ,2.08 (t,]=7.6Hz,
2H) ,1.61-1.52(m,2H) ,1.45(t,J=7.6Hz,2H) ,1.21 (br,12H) .HPLC-MS (554FE) :rt=
5.20min;m/z: 838 [M+1+DEA]", 911 [M+1+2DEA]", 984 [M+1+3DEA] ",

[0534] k521

[0535]  rac-4-0- (10-FFHEZXIL) -myo-LEE-1,2,3,5,6- F1. (BEER) +8hEh

[0536] R SRR R B PR PP AR5 T, 12, 9mg (IV_A-16) /552 8mgfb 5421 (I_A-16)
(J5%231%) o 'H NMR (400MHz,D,0) 84.49-3.74 (m,6H) ,3.72-3.63 (m,2H) ,3.51 (t,J=6.8Hz,
2H) ,1.60-1.53(m,2H) ,1.45(t,J=6.8Hz,2H) ,1.22 (br, 12H) ;HPLC-MS (Z#4F) :rt=
6.27min;m/z:810[M+1+DEA] ", 883 [M+1+2DEA] ",

[0537] {522

[0538]  rac-4-0-F%k-myo-JlfE-1,2,3,5,6- fi. (BEHR) T-4MEh

[0539] ARl TR ERER DL R PR/ T, M 10mg (IV_A-17) #3210 6mg b A 422 (1_A-17) (4K

66



CN 119630679 A ﬁﬁ HH :I:; 63/70 1L

#8%) o 'H NMR (400MHz,D,0) 84.49-3.77 (m,6H) ,3.52 (s, 3H) .HPLC-MS (54FE) :rt=
2.26min;m/z: 668 [M+1+DEA]", 741 [M+1+2DEA] ", 814 [M+1+3DEA] ",

[0540]  f¥ {5423

[0541]1  rac-4-0- (7-FEILPEL) -myo-JIFE-1,2,3,5,6- F1 (L) 402k

[0542]  ARHEE RS ERE DR FP RS T, M30mg (TV_A-18) 75219 Tmg b &7123 (1_A-18) (Ui
#42%) o'H NMR (400MHz,D,0) 84.45-3.79 (m,5H) ,3.77-3.60 (m,3H) ,3.40 (t,]=6.8Hz,
2H) ,3.26 (s,3H) ,1.66-1.38(m,4H) ,1.25 (br,6H) ;HPLC-MS (5644:C) :vt=10.98min;m/z:
855[M+1+2DEA]",

[0543] {524

[0544]  rac-4-0-PN2E-myo-JJlfE-1,2,3,5,6- A (BER) 8EL

[0545] AR T ERER DL R BP R T, M20mg (IV_A-19) 321 . bmg b AH24 (1_A-19) (4K
#210%) o 'H NMR (400MHz,D,0) 84.40-3.60 (m,8H) ,1.60-1.51 (m,2H) ,0.81 (t,J=7.2Hz,
3H) JHPLC-MS (54E) :rt=3.49min;m/z: 696 [M+1+DEA]", 769 [M+1+2DEA]", 842 [M+1+3DEA] ",
[0546] Y525

[0547]  rac-4-0- (3- (4- 2-FRIEZED) -1H-1,2,3-=mM:-1-55) N ED -myo-JJlAE-1,2,3,5,
6- 1. () 18k

[0548] AR JJm il FHEER TSI PR 4P FE 7T, M 14mg (TV_A-20) #3513 . Omg b 5925 (T_A-20) (I%
#229%) o'H NMR (400MHz,D,0) §7.81 (s, 1H) ,4.53-4.44 (m, 2H) ,4.39-3.60 (m,8H) ,2.84(t,]
=8Hz,2H) ,2.44 (t,]=8Hz,2H) ,2.16-2.05 (m, 2H) ;HPLC-MS (5¢#-E) :rt=4.73min;m/z:
762 [M+1]",835 [M+1+DEA] ", 908 [M+1+2DEA] ", 981 [M+1+3DEA] ",

[0549] ¥ {526

[0550] rac-4-0- (6- (4- FRE) -1H-1,2,3-=mk-1-FL) 25 -myo-JJIfF-1,2,3,5,6- .
() +—8NEh

[0551] AR T ERER DL R PR T , M 15mg (IV_A-21) #3211 . 9mg b 5126 (1_A-21) (4K
#R16%) - I NMR (400MHz,D,0) 88.13 (s, 1H) ,4.35 (t,]=7.2Hz,2H) ,4.39-3.43 (n, 8H) ,
1.88-1.78(m,2H) ,1.62-1.54 (m,2H) ,1.36-1.23 (m,4H) ;HPLC-MS (44#FE) :rt=4.94min;m/
7:849 [M+1+DEA] ", 922 [M+1+2DEA] ", 994 [M+1+3DEA] ",

[0552]  f¥ 52T

[0553]  rac-4-0- (3-ZdELANED) -myo-ILfE-1,2,3,5,6- A (BEHR) +45NEL

[0554] R an SRR R B PR 7 A2 5 T, M 15mg (VI_A-1) 1321 Imgfb 51027 (1_A-22) (i
FR17%) »'H NMR (400MHz,D,0) 84.40-3.80 (m,61) ,3.08 (t,]=6.4Hz, 2H) ,1.94-1.88 (m,
2H) JHPLC-MS (44f4E) :rt=1.63min;m/z:638[M+1]", 711 [M+1+DEA] ", 784 [M+1+2DEA] ",
[0555]  f¥ {5428

[0556]  rac-4-0- (6-2dFC ) -myo-JUfE-1,2,3,5,6- . (BER) T-8NEh

[0557] ARl TR BRI R PR T, M4dmg (VI_A-2) 13515 6mg b 5428 (1_A-23) (4&
#48%) »'H NMR (400MHz,D,0) 84.40-3.80 (m, 6H) ,3.55-3.65 (m,2H) ,2.92(dd,J=7.6,
5.6Hz,2H) ,1.70-1.40 (m,4H) ,1.28-1.13 (m,4H) -HPLC-MS (5:#4:C) :rt=9.23min;m/z: 752
[M+1+DEA]", 825[M+1+2DEA] ",

[0558] ¥ {54729
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[0559]  5-0-PNE-myo-JUEE-1,2,3,4,6- . (B 8Nk

[0560]  F ¥ FTHEREE PR P HE 7 1, A10mg (IV_C-1) 3213 3mgfb 5929 (1_C-1) (e
45%) .'H NMR (400MHz ,D,0) 54.64-4.56 (m, 1H) ,4.38 (q,J=9.6Hz, 2H) ,4.02-3.93 (m, 2H) ,
3.71(t,J=7.4Hz,2H) ,3.34(t,]=9.6Hz,1H) ,1.58(q,J=7.4Hz,2H) ,0.81 (t,J=7.4Hz,
3H) JHPLC-MS (54FE) :rt=3.41min;m/z: 696 [M+1+DEA]", 769 [M+1+2DEA]", 842 [M+1+3DEA] ",
[0561] {530

[0562]  5-0- (2-FRNEEZID) -myo-JLEE-1,2,3,4,6- 10 (%) Ak

[0563] R Pl JH A PR Ml O/ 27 T, M 10mg (IV_C-2) 1523 53mg v 5430 (I_C-2) (iK%
HR47%) »'H NMR (400MHz,D,0) 84.36 (q,J=9.6Hz,2H) ,3.99-3.91 (m,2H) ,3.81 (t,J=
7.6Hz,2H) ,3.65-3.55 (m, 1H) ,3.36-3.26 (m,1H) ,1.47 (q,J=7.6Hz,2H) ,0.70-0.61 (m,
1H) ,0.32-0.26(m,2H) ,0.01--0.04 (m,2H) ;HPLC-MS (54#}-E) :rt=4.96min;m/z: 722 [M+1+
DEA]",795[M+1+2DEA]", 868 [M+1+3DEA] &

[0564] {531

[0565]  5-0- (9- A THL) -myo-fE-1,2,3,4,6- A (BHR) T8Eh

[0566] ARl TR D R P T, M 15mg (IV_C-3) 13216 . Tmg L. 531 (I_C-3) (%
58%) «'H NMR (400MHz ,D,0) 84 .54-4.46 (m,2H) ,4.44-4.15(m,3MH) ,3.84 (br, 1) ,3.66 (t, ]
=7.6Hz,2H) ,3.40 (t,J=6.8Hz,2H) ,3.26 (s,3H) ,1.63-1.53 (m,2H) ,1.53-1.43 (m,2H) ,
1.23(br, 10H) ;HPLC-MS (544FE) :rt=5.95min;m/z: 810 [M+1+DEA]", 883 [M+1+2DEA] ", 956 [M
+1+3DEA] ",

[0567] L5432

[0568]  rac-1-0-P~%E-myo-JJlfiF-2,3,4,5,6- F1 (B a2k

(05691 AR Jai T msER R B (A PR T, M53mg (IV D-1) 15513 28mg b 5932 (I D-1) (I
#34%) o'H NMR (400MHz,D,0) 84.60-3.80 (m,6H) ,3.70-3.52 (m,2H) ,1.66-1.53 (m, 2H) ,
0.81(t,J=7.6Hz,3H) ;HPLC-MS (5£E) :rt=3.65min;m/z:696 [M+1+DEA]", 769 [M+1+
2DEA]",842[M+1+3DEA]".

[0570] ¥ {533

[0571]  rac-4-0- (6-2d & -6-ARCHD) -myo-JJUfE-1,2,3,5,6- F1. (R &L

[0572] AR JJmu FHBEER TSI OR3P RR 7 T, Mbmg (IV_A-22) 1351 . 42mg v 5933 (1_A-24) (1%
#31%) o'H NMR (400MHz,D,0) 84.36 (q,J=9.2Hz, 1H) ,4.06 (q,J=9.2Mz, 1H) ,4.00(d, J=
8.0Hz,1H) ,3.94 (t,J=9.2Hz,1H) ,3.78(q,]=8.0Hz,1H) ,3.72-3.67 (m,1H) 3.67 (t,J=
6.8Hz,2H) ,2.21(t,J=6.8Hz,1H) ,1.58 (p,J=6.8Hz,2H) ,1.55(p,J=6.8Hz,2H) ,1.32(p,
J=6.8Hz,2H) .HPLC-MS (54#4E) :rt=2.25min;m/z:694 [M+1]", 767 [M+1+DEA]", 840 [M+1+
2DEA]".

[0573] {534

[0574]  2-0-PN&E-myo-JIEE-1,3,4,5,6- . (B 8Nk

[0575]  ARJE 1 FH SRR FiE TR PP L e 1, M 30mg (IV_B-6) £3:-%5mg b &34 (I_B-6) (=
23%) »'H NMR (400MHz ,D,0) 84.80-4.70 (m, 1H) 4.55-4.43 (m, 21) ,4.24 (brs, 1H) ,4.22-4.13
(m,2H) ,3.84(t,]=7.2Hz,2H) ,1.64(q,J=7.2Hz,2H) ,0.94(t,]=7.2Hz,3H) ;HPLC-MS (5%
PFE) :rt=4.85min;m/z:623[M+1]",796 [M+1+DEA] ", 769 [M+1+2DEA] ",
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[0576] ¥ {535

[0577]  2-0- (5- L Bk 3E) -myo-JUEE-1,3,4,5,6- A (BER) T-8NEh

[0578] R T BERRER B PR 97 F2 7 T, M 12mg (IV_B-13) 15 2I8mg b 5435 (I_B-7) (i
89%) »'H NMR (400MHz,D,0) 84.80-4.70 (m, 1) ,4.48-4.31 (m,2H) ,4.13-3.87 (m,5H) ,3.86-
3.74 (m,1H) ,3.19 (t,J=6.7Hz,2H) ,1.99(s,3H) ,1.72-1.61 (m,2H) ,1.56 (q,J=7.6Hz,
2H) ,1.46-1.37 (m,2H) ;HPLC-MS (54#-E) :rt=4.97min;m/z: 781 [M+1+DEA]", 854 [M+1+
2DEA]".

[0579] {536

[0580]  2-0- (6,6,6- =JR.C 3L -myo-IEE-1,3,4,5,6- 1 (B 1805k

[0581]  ARHEA TR IREE D R PR 7T, M 58mg (IV B-8) 1558 5mg ¥ £5436 (I_B-8) (i
20%) »'H NMR (400MHz,D,0) 4.80-4.70 (m, 1H) ,84.45-4.30 (m, 2H) ,4.15-3.86 (m,41) ,3.86-
3.70 (m, 1H) ,2.32-2.08 (m,2H) ,1.67 (p,J=7.6Hz,2H) ,1.60(p,J="7.6Hz,2H) ,1.47 (p,]=
7.6Hz,2H) .*'P NVR (162MHz,D,0) 83.23,2.24,1.51 HPLC-MS (4&4FE) :rt=4.85min;m/z:
719[M+1]",792 [M+14DEA] ", 865 [M+1+2DEA] ", 938 [M+1+3DEA] .

[0582] Y5437

[0583]  2-0- (6-%43E-6-5AMRC ) -myo-JLEF-1,3,4,5,6- 11 (D) T8AEE

[0584] AR TR AR DL R P T, M 24mg (IV_B-9) 1524 . 2mg V. 5437 (1_B-9) (%
24%) "I NMR (400MHz ,D,0) 84.73-4.83 (m, 1H) ,4.43-4.31 (m,2H) ,4.15-3.99 (m,3M) ,3.96
(m,2H) ,2.31(t,J=7.6Hz,2H) ,1.66 (p,]J=7.4Hz,4H) ,1.48-1.42 (m,2H) .”'P NMR (162MHz,
D,0)82.96,1.94,1.39.HPLC-MS (5¢#E) :rt=1.7Tmin;m/z:694 [M+1]",767 [M+1+DEA]", 840
[M+1+2DEA]", 913 [M+1+3DEA] ",

[0585]  {¥ {5438

[0586] 2-0- - kEEED) -myo-IEE-1,3,4,5,6- . B Ak

[0587] AR 41 T B R M Bt PR PP A2 /57 1, M 124mg (IV_B-10) 3217 2mg X, 5438 (1_B-10)
KCRT.7%) o'H NMR (400MHz ,D,0) 84.92-4.65 (m,2H) ,4.57-4.28 (m, 2H) ,4.18-3.87 (m,
3H) ,3.86-3.74 (m,1H) ,1.89-1.74 (m,3H) ,1.73-1.64 (m,2H) ,1.64-1.53(m,2H) ,1.53-1.41
(m,2H) ,1.20-1.10 (m,2H) ;HPLC-MS (45#4:E) :rt=>5.16min;m/z:677[M+1]",750 [M+1+DEA]",
823[M+1+2DEA]", 896 [M+1+3DEA] ",

[0588] ¥ {54739

[0589]  2-0- (2-PANEELIL) -myo-JILEE-1,3,4,5,6- 11 (R [-¥AER

[0590]  ARJE1E TR FREE LR IR 71, M65mg (IV B-11) 2423 . Omgfb 5439 (I_B-11) (&
HR4.T%) o'H NMR (400MHz,D,0) 85.00-4.78 (m, 1H) ,4.33-4.15 (m,2H) ,4.05-3.83 (m,4H) ,
3.84-3.68(m,1H) ,1.44(q,J=7.2Hz,2H) ,0.77-0.60 (m, 1H) ,0.38-0.25 (m,2H) ,0.07--
0.08 (m,2H) ;HPLC-MS (544E) :rt=1.94min;m/z:649[M+1]", 722 [M+1+DEA]", 795 [M+1+
2DEA]", 868 [M+1+3DEA] ",

[0591] {540

[0592]  2-0- (5-FILKED) -myo-JULfE-1,3,4,5,6- 71 (R T84k

(05931 R ¥ T WsER R B (R PR 7 T, M 73mg (IV B-7) 155113 . 6mg . 59740 (I_B-12) (I
#R27%) o 'H NMR (400MHz,D,0) 85.21-4.73 (m, 2H) ,4.60-4.17 (m,2H) ,4.40 (q,J=9.6Hz,

69



CN 119630679 A ﬁﬁ HH :I:; 66/70 1L

1H) ,4.08(q,J=9.6Hz,1H) ,4.03-3.89 (m,1H) ,3.89 -3.70(m,1H) ,3.63 (t,]=6.5Hz,2H) ,
1.75-1.59 (m,4H) ,1.48-1.44 (m,2H) ;HPLC-MS (54#4:E) :rt=4.85min;m/z:667 [M+1] ",
[0594]  {k. 541

[0595]  2-0- (5- (4- (I FEHH3E) -1H-1,2,3- =Mk -1-35) TkED) -myo-JJLEE-1,3,4,5,6- 11
() AR

[0596] AR 4f 1 T B R i Bt PR 9P A2 /57 1, M 25mg (IV_B-12) 15510 8mg L. 5441 (I_B-13)
(eFR56%) - 'H NMR (400MHz, D,0) 58.08 (s, 1H) ,4.61 (s,2H) ,4.47 (t,J=7.2Hz,2H) ,4.47-
4.28 (m,3H) ,4.17-3.87 (m,4H) ,3.39 (s, 3H) ,1.97 (p,J=7.7Hz,2H) ,1.69 (p,J=7.7Hz,
2H) ,1.45-1.33 (m,2H) .”'P NMR (162MHz,D,0) 83.65,2.66,1.67.HPLC-MS (5:4FE) :rt=
5.33min;m/z:907 [M+1+2DEA] ",

[0597]  {k 542

[0598]  2-0- ((1- 2-FRELID) -1H-1,2,3- =M -4-3L) FEL) -myo-JJLf#E-1,3,4,5,6- 11
(IR T —NEh

[05991 AR JJm il FHBEER TSI OR3P R 7T, A100mg (IV_B-14) 15 F45mgft. 59542 (1_B-14) (I
#R57%) »'H NMR (400MHz,D,0) 88.16 (s, 11) ,5.07 (s, 2H) ,34.73-4.83 (m, 1H) ,4.63 (t,]=
7.2Hz,3H) ,4.32(brs,3H) ,4.04 (brs,2H) ,2.81 (t,J=7.2Hz, 2H) ;HPLC-MS (444E) :rt=
1.16min;m/z: 880 [M+1+2DEA]", 953 [M+1+3DEA] ",

[0600] {543

[0601]  2-0- %P HE-myo-JILEE-1,3,4,5,6- 11 (MR T4AEh

[0602]  FR ¥ am Bk ER R B PR 7R 57T, M25mg (IV_B-6) 1527 bmgft. 54743 (I_B-15) (i
#40%) o'H NMR (400MHz,D,0) 54 .64 (s, 2H) ,4.42-4.34 (m,3H) ,4.14-4.06 (m,3H) ,2.88(t, ]
—=2.4Hz, 1H) .*'PNMR (162MHz,D,0) 52.89,1.95,1.43 HPLC-MS (4#FE) :rt=3.20min;m/z:
693 [M+1+DEA] ", 766 [M+1+2DEA] ",

[0603]  {k 544

[0604]  5-0- (9- AL &AL -myo-JILEE-1,2,3,4,6- T1. (R T-¥AEh

[0605] R I BEFRER B PR 727 T, Mbmg (IV_C-4) #3211 . Tmg b 5944 (I_C-4) (i
37%) o 'H NMR (400MHz,D,0) 84.64-4.45 (m, 1H) ,4.43-4.35 (n, 1H) ,4.32-4.16 (m, 11) ,
4.023-3.87(m,2H) ,3.77-3.70 (m,2H) ,3.66-3.55(m, 1H) ,3.42(t,J=6.8Hz,2H) ,3.26 (s,
3H) ,1.65-1.56 (m,2H) ,1.53 (iq,J=6.8Hz,2H) ,1.20-1.23 (m,2H) ."'PNMR (162MHz,D,0) §
3.64,3.23,2.63.HPLC-MS (5¢14E) :rt=4.67min;m/z: 826 [M+1+2DEA]",899 [M+1+3DEA] .
[0606] {545

[0607]  5-0-(6,6,6- —JR 55 -myo-JILAE-1,2,3,4,6- 1 (R +-84ER

[0608] AR 41 B ER i B PR 972 57 1, M 10mg (IV_C-5) 73 2] Imgf. 5945 (I_C-5) (%
13%) o 'H NMR (400MHz,D,0) 54.58-4.16 (m,3H) ,4.02-3.90 (m,2H) ,3.80-3.71 (m,2H) ,3.39-
3.22(m,1H) ,2.23-2.02(m,2H) ,1.67-1.56 (m,2H) ,1.51 (p,J=7.4Hz,2H) ,1.38-1.30 (m,
2H) HPLC-MS (55f4E) :rt=6.12min;m/z: 865 [M+1+2DEA]", 938 [M+1+3DEA] ",

[0609]  {L. 546

[0610]  5-0- (5- (4- (FHAEZEHIE) -1H-1,2,3- =Mk -1-35) 7830 -myo-JILEE-1,2,3,4,6- F1
() AR
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[0611] R I BERRER B PR PR 7 T, M Tmg (IV_C-6) #3212 5mg b 5945 (I_C-6) (=
46%) »'H NMR (400MHz,D,0) 87.99 (s, 1H) ,4.53 (s, 2H) ,4.50-4.35 (m, 1H) ,4.37 (t,J=
7.0Hz,2H) ,4.06-3.84 (m,3H) ,3.78-3.68 (m,2H) ,3.30(s,3H) ,1.86 (t,J=7.6Hz,2H) ,
1.69-1.58(m,2H) ,1.33-1.14 (m,4H) ;HPLC-MS (5:#4:E) :rt=3.20min;m/z: 762[M+1] ",
[0612] {547

[0613]  rac-1-0- (9-FSEFIL) -myo-JlfE-2,3,4,5,6- . (BERR) T-8NEh

[0614] ARl AR AR D R P T, M100mg (IV_D-2) 13 2 44mg ¥, 5447 (1_D-2) (Ji%
57%) «'H NMR (400MHz ,D,0) 84.65-4.39 (m,4H) ,4.29 (d,J=11.6Hz, 1) ,4.18-3.94 (n, 1H) ,
3.85-3.73 (m,1H) ,3.72-3.65 (m, 1H) ,3.47 (t,J=6.6Hz,2H) ,3.33(s,3H) ,1.71-1.61 (m,
2H) ,1.56 (p,J=6.6Hz,2H) ,1.30 (brs, 10H) ;HPLC-MS (4f4E) :rt=5.45min;m/z:810 [M+1+
DEA]",883[M+1+2DEA] .

[0615] L5748

[0616]  rac-1-0- Q-FFHIELIL) -myo-JIE-2,3,4,5,6- F1. (L) 402k

[0617]  ARPE0 FHESERER R PP FE 7T, M90mg (IV_D-3) #3815 . 4mg . 54948 (1 _D-3) (&
#223%) »'H NMR (400MHz,D,0) 84.64-4.32 (m,5H) ,4.22-4.09 (m, 1H) ,3.78-3.65 (m, 21H) ,
1.49-1.41(m,2H) ,0.72-0.59 (m, 1H) ,0.34-0.27 (m,2H) ,0.04--0.04 (m, 2H) .HPLC-MS (54}
E) :rt=4.92min;m/z: 722 [M+1+DEA]", 795 [M+1+2DEA] ", 868 [M+1+3DEA] ",

[0618] {549

[0619]  rac-1-0- (5- OWEZF I -myo-JlE-2,3,4,5,6- . (R +8NEL

[0620] ARl TR L R P27 1, M 10mg (IV_D-4) 1321 . Tmg . 5449 (I_D-4) (Ji%
22%) »'H NMR (400MHz ,D,0) 84 .39-4.22 (m,2H) ,4.10-4.00 (m, 1H) ,3.97-3.86 (m, 1) ,3.73-
3.66 (m,1H) ,3.54-3.46 (m,1H) ,3.09 (t,J=6.5Hz,2H) ,1.90(s,3H) ,1.62-1.52 (m,2H) ,
1.49-1.41(m,2H) ,1.37-1.29 (m,2H) ;HPLC-MS (55#4:E) :rt=3.10min;m/z: 781 [M+1+DEA] ",
854 [M+1+2DEA]", 926 [M+1+3DEA] ",

[0621] {550

[0622]  rac-1-0- (6,6,6- =F.C\3E) -myo-JULEF-2,3,4,5,6- F (W5HR) 1-4lEh (CSC-sanl7-
016)

[0623] ARl TR AR D R P HE 71, M 23mg (IV_D-5) 1320 6mg ¥, 5450 (I_D-5) (fir%
3.4%) HPLC-MS (54f4E) :vt=6.83min;m/z: 719 [M+1]",865 [M+1+2DEA] .

[0624] {5451

[0625]  rac-1-0- 2-FfMkIEZLHD) -myo-IfE-2,3,4,5,6- F1. (BEFR) 14Nk

[0626] ARl T ER AR L R P FE 7 1, M 25mg (IV_D-6) 1521 . 6mg ¥ 5451 (I_D-6) (fir%
8.5%) HPLC-MS (5414E) :rt=6.35min;m/z:677[M+1]", 750 [M+1+DEA] ", 823 [M+1+2DEA] ",
896 [M+1+3DEA] ",

[0627] k{552

[0628] rac-1-0- (5- (4- (FHAEELHPEL) -1H-1,2,3-=mr-1-3L) ;X3 -myo-JJIfiF-2,3,4,5,
6- 1. () 1-#Msh

[0629] ARl TR D R P FE 77 1, M 10mg (IV_D-8) 15216 . 3mg ¥ 5452 (I D-7) (%
82%) .'H NMR (400MHz,D,0) 88.07 (s, 1H) ,4.61 (s,2H) ,4.51-4.41 (m, 1) ,4.46 (t,]J=

71
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7.2Hz,2H) ,4.36-4.24 (m,1H) ,4.16-3.88 (m,1H) ,3.84-3.52 (m,3H) ,3.39 (s, 3H) ,2.00-
1.92(m,2H) ,1.87-1.61(m,2H) ,1.48-1.26(m,2H) ;HPLC-MS (4¢f}E) :rt=>5.19min;m/z: 835
[M+1+DEA]", 908 [M+1+2DEA] ",
[0630] ¥ {5453
[0631]  rac-1-0- ((1- (2- (FEESREL) 45D -1H-1,2,3- =i -4-30) D) -myo-JJLE% -2,
3,4,5,6- 1. (W) T—8NEh
[0632] AR TR ERER DL R P HE 7 T , M 104mg (IV_D-7) 32144 . Imgft. 5453 (I_D-8) (4&
#55%) o 'H NMR (400MHz,D,0) 88.01 (s, 1H) ,4.94 (d,J=12.4Hz,1) ,4.86 (d,J=12.4Hz,
1H) ,4.63-4.57 (m,3H) ,4.51-4.33 (m,2H) ,4.31-4.08 (m,3H) ,4.02-3.78 (m,1H) ,2.73 (¢, ]
=7.1Hz,2H) ;HPLC-MS (55#4E) :rt=1.21min;m/z: 880 [M+1+2DEA] ", 953 [M+1+3DEA] ",
[0633]  ZGHH=E
[0634] AL TRES 45 it T A NI
[0635] AR PEAATIR I iR (14 Y M E (Ferrer M%5,Sci Rep 2017;7:6858,doi:
10.1038/s41598-017-07203-x) PFU A K BHRO TIPS AR S (Bl dn, 1 &1 2 32) Hpi
N ZEAE S R B RR B 245 S RSN T 6
[0636]  fifi 196 FLAR o K50 - 10OMTE FBI PN BE DA FE AT A N I (R 19 AR I 2%
NMAFA L B IPS BRI &) SR A2 5500, 7510, 000844 1M1 2% 25.0 ) HL B )= 55 5mM
TR AR AL . 6 TaMES TR ST A LAY AIIA ) 1 . SmMBEIRERF112 . SmMES I LR ¥ T
ARG BE, IR pHIA T 2T . 4,
[0637]  JE i fBiotek Powerwave XSTALANT YEICE tF (BioTek Instruments,Inc.,
Winooski,VT,US) I &t 550nmAb MK ' R (134 B SR AE S50 1 LAy DO CRE vk W 2 TR 65 45 i
30min. fE %= N, 7L E YRz e b G ARO T A 3minill EI O .
[0638] LT3k FMR GRS DIAR T T+ I TR £ 2R 1106 A1 24min 2 [R] R PETE RN R )
FEM SR PEAG I A5 o T AE6 24min 2 [AIZRAFIN AR, 78 A EAES R eEh T AR
my o - LR RERR FE AT A=A By 1 A SN BB RS dity 1A T 38T o 1 P AT PR A (55

H) 50N SRS A A A R R S S AR -

MR (Fam¥K) —fFE GElFD

4k BN % = .
[0639] HH R (FAMEK)

[0640] 2314,
[0641] 14
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et | WM AD et | MR

1 = 27 =t
2 -+ 28 -+
3 =t 29 3
5 +++ 30 4=t
6 Pk 31 Jis
7 ++ 32 +++
8 $=F 33 e=fede
9 + 34 ++
10 L) k) .
11 +¥ 36 4=+
12 ++ 37 ++

[0642] L, i oL i
14 Feb=h 39 ot
15 ++ 40 ++
16 +=t 41 +
17 43 42 ++
18 ++ 43 ++
19 ++ 44 £3
20 + 45 ++
21 + 46 +
22 ¥ 47 el
23 ++ 48 e
24 +++ 49 =1
25 + 50 b
26 + 51 =t

[0643] 52 i8S

53 ++
[0644]  [X{3].
[0645]  +++-EC, <5uM

[0646]
[0647]
[0648]
[0649]

1= S7
P aeri

[0650]

++-5UMCEC,, < 10pM

+-EC_>10uM

kksk

Rz R, “ RS 50 # 0T,

A R 2" 0y, 5 A TR
RURIEESR o A W PR 2 s 3 AR T 03 mT AR kR 4 A B TS AR A W) — N B MEAS

APIPESE T 2, PR, TER T DA 5 BRI A A RO B AR K

EICE R BT B SR E e M O AR R S REA SR HORA R A B - T
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SR , X H 2T SOX IR MR P 5 o LB S A THEE I BhRE M ok
A BT UE GRS

(06611 WPHRFAE St U I AR KT At 58 00 M s AR B ) — R Mo, DA T HA A
FEABEES AR B ) — B s D0, AT A i B FHASUER A SRR T 7 2 M B A
/B N s S Sl U 2 R H] , e Fedb T B S« P, B AR
MR AT, XIS RO ORI T A I ST s S M 2 SCRITERL Y
R SR, ARSI AT S H T4 A RRR A F , e A B AR B R R
HIBR SR T ANT R T R AR -

[0652] AT BERE AR AATAT R SRR AR , i B2 SR I Al BRI ZER A
SEIRIRE -
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