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A1l deiM, 371 sheke

1) (2R,3R)-2-(2,4-YZEF Q. 2H9)-3-(4-(4-ZF 2 = A I A 2| d-1-¢ )-1-(11-1,2,4-E 2] o} Z=-1-
) RE-2-2

2) (2R,3R)-2-(2,4-0 = F 0 23d)-3-(4-9| 5 A g 7 2| 9¥-1-Y)-1-(1H-1,2,4-E gl o} = HE-2

3) (2R,3R)-2-(2,4-T)ZF 2 24 )-3-(4-(2-ZF 2 29 5 A g d 2] d-1-9)-1-(1H-1, 2, 4-E & o} =-1-
) RE-2-2

4) (2R,3R)-2-(2,4-T)ZF 9 2 ¥ d)-3-(4-(3-ZF 2. 29 = A 1 H g d-1-U)-1-(1H-1, 2, 4-E gl o} =-1-
) RE-2-2

5) (2R,3R)-3-(4-(2-F 2 2H A A Hgd-1-2)-2-(2,4-0ZF 2 2 d)-1-(1H-1,2,4-E g o} Z-1-¢) F
E-2-2

6) (2R,3R)-3-(4-(3-ZF22H = A FHHU-1-9)-2-(2,4-0| ZF 2 29d)-1-(1H-1,2,4-E gl o} Z-1-Y) F
E-2-&,

7 (2R,3R)-3-(4-(4-ZF22H = A A H g d-1-2)-2-(2,4-0 ZF 2 2 d)-1-(1H-1,2,4-Ego}Z-1-¢) F
E-2-&,

8) (2R,3R)-3-(4-(2-B 2 R =A) g H & d-1-9)-2-(2,4-T) ZF ¢ 29 d)-1-(1H-1,2,4-E & o} Z=-1-d) F
E-2-%,

9) (2R,3R)-3-(4-(3-B 2R H=A) I Hg d-1-9)-2-(2,4-0ZF 2. 29 d)-1-(1H-1,2,4-E g o} &-1-¢) F
E-2-&,

10) (2R,3R)-3-(4-(4-B 2R =A) A Fd-1-9)-2-(2,4-T] ZF 2 29 d)-1-(1H-1,2,4-E g o}=-1-4) 3
E-2-%

11) (2R, 3R)-2-(2,4-H&F 2 39d)-1-(1H-1,2, 4-Egfo}E-1-9)-3-(4-(2-(E EF 2w ') 7 5 A] ) 9] 7|
Y-1-) Fe-2-&
12) (2R, 3R)-2-(2,4-H&F 22 3d)-1-(1H-1,2, 4-Egfo}E-1-9)-3-(4-3-(E EF L2 ") 7 = A ) 9] 7|
2ld-1-9) -2,
13) (2R, 3R)-2-(2,4-H&F 2 39d)-1-(1H-1,2, 4-Egfo}E-1-9)-3-(4-(4-(EG EF 2w ") 7 5 A] ) 9] 7|

2 ¥-1-9) P h-2- %,

14) 2-((1-((2R,3R)-3-(2,4-H=F L 29 d )-3-3} o] =5 A -4-(1H-1,2,4-Eg]o}E-1-) F-&-2-) v #| 2]

_4_
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—4-d) Al EY,

15) 3-((1-((2R,3R)-3-(2,4-U)ZF o 2 Hd)-3-5l o] EZA|4-(1H-1,2,4-Eglo}&=-1-d) Fe-2-a) I f & o
4= S AR EF

16)  4-((=((2R,3R)-3-(2,4-0 B 72 2.3)-3-50] =2 A -4-(1li-1,2, 4- E 2] o} - 1-2) -5h-2-2) 9] i 2] )
S RIERIEESRES

17) (2R,3R)-3-(4-(2,4-0)F 2 2H A I H g d-1-9)-2-(2,4-T S22 2 7 d)-1-(10-1,2,4-E& o} =~
1-9) F-ek-2-2

18) (2R,3R)-3-(4-(3,4-t)Z22H =A) I g d-1-9)-2-(2,4-t) ZF o 2 d)-1-(10-1,2,4-E g o} =-
1-d) Fek-2-&,

19) (2R,3R)-3-(4-(4-222-2-FF 29 =A) I d gl d-1-9)-2-(2,4-1EF 29 d)-1-(11-1,2,4-E ¥
of£-1-9) F-E-2-%,

20) (2R,3R)-3-(4-(2 4-tEF 25 A) 9 7 2| d-1-2)-2-(2 4-t &EF 23 d)-1-(1H-1,2 , 4-E 2| o} &~
=) FE-2-&,

l

21) (2R,3R)-3-(4-(4- 22 2-3-FF2d=5A) I gl d-1-9)-2-(2,4-1EF 29 d)-1-(11-1,2,4-E ¥
o}ZE-1-d) Fe-2-2

l

22) (2R,3R)-3-(4-(4-F 2 2-2-v g =52 I g d-1-4)-2-(2,4-0UZF 2 29 d)-1-(1H-1,2,4-E & o} =-
-9 F-gh-2-2,

23) (2R,3R)-2-(2,4-YEF 2 29d)-3-(4-(F g d-2-<d A I 2| d-1-)-1-(1H-1,2,4-E g o} F-1-9Y)
Re-o-g,

24) (2R,3R)-2-(2,4-HEF 2 29d)-3-(4-((5-wE ] gl d-2-d) A F F 2] D-1-¢)-1-(1H-1,2,4-E & o}
£-1-9) F-ek-2-2,

25) (2R,3R)-2-(2,4-0) =20 2 Hd)-3-(4-((5-ZF ¢ 29 g d-2-9) A I H g d-1-2)-1-(1H-1,2,4-E
go}E-1-Y) F-et-2-2

26) (2R,3R)-3-(4-((5-E 223 g d-2-d) A I A g d-1-Y)-2-(2,4-U ZF 225 d)-1-(11-1,2,4-E ]
o}E-1-A) Fet-2-2,

27) (2R,3R)-2-(2,4-t]ZF 2 27 d)-1-(1H-1,2,4-Ego}ZE-1-¥)-3-U-((5-(Ex ZF o2 v e) v g -
2-H)SANFAHH-1-9) Fe-2-&

o

28) (2R,3R)-3-(4-((-Z22-5-(EgEFFo2ve) I dd-2-)SAD) A 2 d-1-Y)-2-(2,4-T]| ZTF 229
@)-1-(10-1,2,4-EFo}E-1-d) F-&H-2-&,

29)

(2R,3R)-2-(2,4-t) ZFF 2 2 ¥ d)-3-(4- (I v d-2-d A I H 2 -1-A )-1-(1H-1,2,4-EF o} Z-1-Y ) F- 5~
2-%,

30) (2R,3R)-2-(2,4-t)EFF 2 2 W d)-3-(4-((5-ZF 29 g d-2-) S A]) ¥ # 2] -1~ )-1-(1H-
1,2,4-Egjo}E-1-) Feh-2-&,

31) (2R,3R)-3-(4-((5-Z 223 gnd-2-d) A I H 2 d-1-U)-2-(2,4-Y EF 2 29 d)-1-(1H-1,2,4-E
glo}E-1-d) F-e-2-2,

32) (2R,3R)-3-(4-((5-B 2RI g d-2-2)SAD) I d g d-1-9)-2-(2 4-T ZF 2 29 d)-1-(11-1,2,4-E
glo}E-1-d) F-e-2-2,

33) (2R,3R)-2-(2,4-v1ZF 0 29 d)-3-(4-((5-wWE I gnd-2-) S ) 9 H g d-1-2)-1-(1H-1,2,4-E ¢
o}E-1-A) F-e-2-%,

3)  (2R,3R)-3-(4-((4-Z 22340 1) 3 3] 2] ©1-1-91)-2~(2,4-T) S 8 2 3] W) -1- (11,2, 4-E 2] o} -
1-9) ¥ gh-2-2,
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35) (2R,3R)-2-(2,4-4ZF 2 29 d)-3-(4- (A dolr ) Ao 2] d-1-d)-1-(1H-1,2,4-E ] o} E-1-d ) F-&t-
2%,

36) (2R,3R)-2-(2,4-0ZF 0 29 d)-3-(4-((2-ZF 2.2 dd)o}u| ) F F gl Pd-1-2)-1-(1H-1, 2, 4-E gl o} =
“1-) R E-2-E,

37) (2R,3R)-2-(2,4-TZF 0 29 d)-3-(4-((3-ZF 2.2 dd)olu| ) F gl Pd-1-2)-1-(1H-1,2, 4-E gl o} =

“1-) R E-2-E,

38) (2R,3R)-2-(2,4-T)ZF 9 29 d)-3-(4-((4-ZF ¢ 2 d)o}m ) 3 7 2] P-1-2)-1-(1H-1, 2, 4-E & o} =
-1-Y) FEk-2-2,
39) (2R,3R)-3-(4-((2-ZF 2= D)o}n =) I H g d-1-9)-2-(2,4-1 ZF 2 29 d)-1-(11-1,2,4-EF o} =~
1-d)Fek-2-&,

40) (2R,3R)-3-(4-((3-ZF 2= D)oln =) w2 d-1-9)-2-(2,4-1 ZF 2 29 d)-1-(11-1,2,4-EF o} =-
1) F-e-2-2,

lkl

41) (2R, 3R)-3-(4-((2-B.2 R d)olu| ) ¥ | g d-1-Y)-2-(2,4-T| 2 F 2 29 d)-1-(1H-1,2,4-E&| o} =-
1) E-2-2,

42) (2R,3R)-3-(4-((3-Bm R d)oln =)&) d-1-Y)-2-(2,4-t] ZF 29 d)-1-(1H-1,2,4-E & o} &~
1) e-2-2,

43) (2R, 3R)-3-(4-((4-B2H A d)olu| ) d | g d-1-Y)-2-(2,4-T| 2 F 2 2 ¥ d)-1-(1H-1,2,4-E&| o} =-
1) F-e-2-2,

44) (2R,3R)-2-(2,4-0)&F 229 d)-1-(1l-1,2,4-EZo}E-1-U)-3-4-((2-(E EF =W d) Hd ) o} |
)9 H g Y-1-2) Fel-2-&

45) (2R,3R)-2-(2,4-0) & F 229 d)-1-(11-1,2,4-EZo}E-1-¥)-3-4-((3-(E EF e =w ) Fd ) o}
)3 H ) g-1-2) Fel-2-&

46) (2R,3R)-2-(2,4-0) & F 229 d)-1-(11-1,2,4-EZo}E-1-U)-3-4-((4~(E EF =) Fd ) o} |
)9 H g g-1-2) Fel-2-&

47) 2-((1-((2R,3R)-3-(2,4-T EF 2 2 9d )-3-3}o]| == A]-4-(1H-1,2,4-E g o} Z-1-¢) F&-2-) I #| gl
-4-A)olu )l ZL}o] EY

48) 3-((1-((2R,3R)-3-(2,4-U] ZF ¢ 2 ¥ d)-3-3}o| EEA]-4-(1H-1,2,4-Eg] o} Z-1- ) F-e-2-2 ) 7] | ] ]
-4-A)olu i wl ZL}o] EY

49) 4-((1-((2R,3R)-3-(2,4-U EF 2 2 7d )-3-3}o] =EA]-4-(1l-1,2,4-E g o} Z-1-¢) F&-2-) I #| gl
-4-A)oln )l o] EY

50) (2R,3R)-3-(4-((2,4-vjE2 29 d)olv ) 9 H 2 el-1-¥)-2-(2,4-1 & F e 29 d)-1-(1l-1,2,4-E g o}
E-1-d)F-ek-2-8,

51) (2R,3R)-3-(4-((3,4-tjE2 2 d)oln ) 9 H gl el-1-¥)-2-(2,4-1 & F 2 =9 d)-1-(1l-1,2,4-E o}
E-1-d)F-ek-2-8,

52) (2R,3R)-3-(4-((4-E22-2-ZF 2 2 Fd)o}n )T g g-1-U)-2-(2,4-t] ZF ¢ 2 7 )-1-(1H-
1,2,4-Eg]o}E-1-9)Feh-2-,

53) (2R,3R)-2-(2,4-0)Z2F Q2 29 d)-3-(4-((2,4-" ZF 23 d)o}n =) 2 9-1-9)-1-(11-1,2,4-E
o}Z-1-Y) F-ek-2-2

54) (2R,3R)-3-(4-((4-F22-3-ZF 2 ZHd)olu ) g d-1-9)-2-(2,4-T) ZF ¢ 23 d)-1-(1H-
1,2,4-Eg]o}E-1-9)Feh-2-,

55) (2R, 3R)-3-(4-((4-EZ22-2-vid g d)olv| ) T H g d-1-¢)-2-(2,4-Y EF 2 29d)-1-(11-1,2,4-E

ZJobE-1-9) P R-2- &,
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56)
(2R,3R)-2-(2,4-H&EF 0. 29d)-3-(4-(F g d-2-Lor =) g A g d-1-4)-1-(1H-1,2 4-E g o} F-1-Y ) F-&F-
-,

57) (2R,3R)-2-(2,4-H &EF 0. 29d)-3-(4-((5-HE 7 gl d-2- ) o} =) 9] A 2] D -1-¥)-1-(1H-1, 2, 4-E ]
ol£-1-Y) Fek-2-2

58) (2R,3R)-2-(2,4-T) =229 29 d)-3-(4-((5-ZF ¢ 29 g H-2- ) o}n| 1) ¥ 7 2] §1-1- )-1-(1H-
1,2,4-Egjo}&E-1-d) Fe-2-2,

59) (2R,3R)-3-(4-((-FZZ2J T d-2-d) ol =) I H 2 d-1-U)-2-(2,4-t] ZF 229 d)-1-(1H-1,2,4-E
glo}&-1-) Fe-2-8,

60) (2R,3R)-3-(4-((3-ER22-5-(EgEFe=2ve) g d-2-) ol ) I H g T -1-Y)-2-(2,4-T &F
#d)-1-(1H-1,2,4-Edo}&-1-Y ) F-E-2- %,

61) (2R,3R)-2-(2,4-T)ZF 2 2¥d)-1-(1H-1,2,4-Ego}ZF-1-4)-3-U-((5-(Egx| SF o2 ) g a -
2-)obr) ) I H B d-1-d) Feh-2-&,

62) (2R,3R)-2-(2,4-0)ZF 2 2 ¥ d)-3-(4- (¥ g nH-2-Yo}r] ) 1] H ¢ H-1-Y )-1-(1H-1, 2, 4-E gl o} Z-1-
) Fek-2-8,

63) (2R,3R)-2-(2,4-0)ZF 2 29 d)-3-(4-((5-EF S 29 g d-2-)o}r) ) I 7 & d-1-Y )-1-(1H-
1,2, 4-Eg]o}ZH-1-Y) Fek-2-2

64) (2R,3R)-3-(4-((5-P.m w3 g ngd-2-a)oln| x-) I 2] g-1-2)-2-(2,4-0 ZF ¢ = 7 )-1-(1H-

1,2, 4-Egjo}&-1-9) - e-2-&

65) (2R,3R)-3-(4-((5-F 22 g v d-2-)olr| ) I 2] d-1-YU)-2-(2,4-U ZF L 23 d)-1-(1H-

1,2 4-Egjo}E-1-) Feh-2-2,

66) (2R,3R)-2-(2,4-H&F Q.29 d)-3-(4-((5-FlE I glu|d-2-d ) o] =) 9] A g D -1-¥)-1-(1H-1,2 4-E
glo}&-1-Y) Fe-2-8,

67) (2R,3R)-2-(2,4-T)EF 223 d)-3-(4-(HE (3 d) o} ) I A gl T -1-Y)-1-(1H-1, 2, 4-E 2l o} F- 1~
) Fek-2-8,

63) (2R,3R)-2-(2,4-T)EF 229 d)-3-(4-((2-EF29d) () o ) I H g d-1-d)-1-(1H-1,2,4-E
golE-1-9) F-ek-2-&,

69) (2R,3R)-2-(2,4-ZEF 229 d)-3-(4-((3-ZF o 29d)(HE)oln =) H g d-1-¥)-1-(1H-1,2 ,4-E
Zol&E-1-9) F-ek-2-&,

70) (2R,3R)-2-(2,4-T)EF 229 d)-3-(4-((4-ZF29d) () or ) I H g d-1-d)-1-(1H-1,2,4-E
ZolE-1-9) F-ek-2-&,

71) (2R,3R)-3-(4-((2-EF2 =2 D) (M) o ) A A g d-1-9)-2-(2 4-T EF 2 29 d)-1-(1H-1,2,4-E 7]
o} E-1-9) B E-2-

IM

72) (2R,3R)-3-(4-((3-Z2=2F D) (M) ol ) I 2l tl-1-U)-2-(2,4-t EF . 29 d)-1-(11-1,2,4-E &
o}Z-1-Y) Fek-2-2

IM

73) (2R,3R)-3-(4-((4-EZ229d)(HE)oln| =) F g d-1-Y)-2-(2,4-0 EF L 29 d)-1-(111-1,2,4-E &
o}Z-1-Y) F-ek-2-2

IM

74) (2R,3R)-3-(4-((2-B2RFd)(HE) ol ) H gl tl-1-U)-2-(2,4-t EF 2 29 d)-1-(1l-1,2,4-E
o}Z-1-Y) F-ek-2-2

75) (2R,3R)-3-(4-((3-B 2RI L) (HE)olr ) 3 H 2l tl-1-U)-2-(2,4-1 EF . 29 d)-1-(11-1,2,4-E &
o}Z-1-Y) F-ek-2-2

76) (2R,3R)-3-(4-((4-P2rIHd)(HE)oln =) F g d-1-9)-2-(2,4-0 EF L 29 d)-1-(111-1,2,4-E =]
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oFE-1-9) HE-2-&

77) (2R, 3R)-2-(2,4~ ﬂ%—$ 2H9d9)-3-U-(ME2-(EgEFo2vE) I d)oln =) 9 gl d-1-)-1-(1H-
1,2, 4-Egjo}&-1-d) P eh-2-2,

78) (2R,3R)-2-(2,4-UEF 2 29d)-3-4-(ME B-(EFEF 2 e)dd) ol =) I A g d-1-¢)-1- (11~
1,2, 4-Eg|o}&-1-9) Fe-2-&,

79) (2R,3R)-2-(2,4-UEF 2 29d)-3-4-(ME U-(EFEF 2 ) dd)olr) =) I A & d-1-¢)-1-(11-
1,2, 4-Eg|o}&-1-9) Fe-2-&,

80) 2-((1-((2R,3R)-3-(2,4-U] ZF 9 2 ¥ d)-3-3}o| E 2 A|-4-(1H-1,2,4-E g o} Z-1-U) F-e-2-9 ) 7] o 2] ]
-4-d) (M) o )l o EY

81) 3-((1-((2R,3R)-3-(2,4-T) ZF 2 2 ¥ d)-3-5}o| =2 A -4-(1H-1,2,4-E g o} Z-1-) F-e-2-) I 7| g ]
-4-d) (M) o )l o EY

82) 4-((1-((2R,3R)-3-(2,4-U] =59 2 ¥ d)-3-3}o| E 2 A]-4-(1H-1,2,4-E g o} Z-1-) F-e-2-4 ) 7] | 2] ]
-4-d) (M) o )l o EY

l‘U

83) (2R,3R)-3-(4-((2,4-t)ZF2=2Hd) () ol ) I H g d-1-U)-2-(2,4-0) ZF o 2 9 d)-1-(1H-1,2,4-
EgolE-1-d) Feh-2-%,

84) (2R, 3R)-3-(4-((3,4-H 2 23d) (M E) obv| =) 9 H 2 ©-1-9)-2-(2,4-H EF 2 29 d)-1-(1H-1,2 4~
EgolE-1-d) Fet-2-%,

85) (2R,3R)-3-(4-((4-222-2-ZF 2 2vd)(Ha)oln =) I 2| d-1-¥)-2-(2,4-T ZF =2 d)-1-
(1H-1,2,4-Ego}&-1-d) F-&-2-&,

86) (2R,3R)-2-(2,4-1EF 229 d)-3-(4-((2,4-0 FF .25 d) (M) o}v| ) T H 2| - 1-¢)-1-(1H-
1,2, 4-Ego}E-1-Y) F-eh-2-5

87) (2R,3R)-3-(4-((4-E22-3-ZF29d) (M) ol =) F A g d-1-9)-2-(2,4- 1 EF =29 d)-1-
(1H-1,2,4-Ego}&-1-d) F-&-2-&,

83) (2R, 3R)-3-(4-((4-2 = 2-2-v &3 d) (&) o} 1) v} o] 2] I -1-9)-2- (2, 4-T &=F . =3 d ) -1-(1H-
1,2,4-Egjo}E-1-) Feh-2-&,

89) (2R,3R)-2-(2,4-0ZF 2 29 d)-3-((1- (3 g u ¥-2-2) 1] o 2] Y -4-U ) - A] )-1-(1H-1,2,4-E ] o} Z=-1-
) RE-2-2,

90) (2R,3R)-2-(2,4-H EF 229 d)-3-((1-A dF F 2| e -4-d) A )-1-(1H-1,2,4-E ] o} Z-1-Y ) F- &t
2-%,

91) (2R,3R)-2-(2,4-0)ZF 0 29 d)-3-((1-(2-ZF 299 9 H g d-4-2) S A-1-(1H-1,2, 4-E B o} =~
1-) Fe-2-2,

92) (2R, 3R)-2-(2,4-1EF 229 d)-3-((1-(3-FF 229 9) 9 d g d-4-L) A )-1-(11-1,2,4-E | o} &~
1-9)F-e-2-&,

93) (2R,3R)-2-(2,4-v1ZF o 29d)-3-((1-(4-ZF 225 d) 9 ¥
1-d)Hek-2-2,

AC)

H-4-) 5 A)-1-(11-1,2,4-Eglo}&-

94) (2R, 3R)=3-((1-(2-H2EAD) I 3| 2] -4-D) 5 A))-2-(2, 4-H &5 . 29 d)-1-(11-1,2, 4-E 2] oh &~
1-9)F-e-2-&,

95) (2R,3R)-3-((1-(3-E=Z2=2dd) I gl d-4-Y) & A )-2-(2,4-UEF 22 9d)-1-(1H-1,2,4-E ] o} &~
1-9) F-ek-2-2

96) (2R, 3R)=3-((1-(4-2 22 ) I 2] -4-D) 5 A))-2-(2, 4-H EF 2. 29 d)-1-(11-1,2, 4-E 2] oh& -
1-9)F-e-2-&,

97) (2R, 3R)-3-((1-(2-B 2= d)J A gt -4-<d ) o} 2=)-2-(2,4-H EF 2 29 d)-1-(11-1,2,4-E | o}&-

_8_
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1-9) R E-2-2,

98) (2R, 3R)-3-((1-(3-B 2 d) 3 A g d-4-A) 5A))-2-(2,4-H=F 229 d)-1-(11-1,2,4-E g o} =~
=) e-2-&,
99) (2R,3R)-3-((1-(4-B x| d) Ao d-4-U) 5] )-2-(2,4-H & F =23 d)-1-(11-1,2,4-Egfo}Z-
=) e-2-&,

100)  (2R,3R0)-2-(2,4-1) 72 25 d)-1-(1H-1,2,4-E ] o} Z-1-9)-3-((1-(2-(E 2] EF 0. 2 &) 5 ) 3] 9
HH-4-2) S A P B-2- 2,

IM

101) (2R,3R)-2-(2,4-11&F 2 2 ¥ d)-1-(1H-1,2,4-E g o} £-1-9)-3-((1-(3-(E| EF .2 v &) ¥ d ) 1] ¥
ZH-4-Y)SA) B E-2-&

102) (2R,3R)-2-(2,4-11&EF 2 2 ¥ d)-1-(1H-1,2,4-Eg o} £-1-9)-3-((1-(4-(E| ZF .2 v &) ¥ d) 1] ¥
FH-4-Y)SA) FE-2-&

103) 2-(4-(((2R,3R)-3-(2,4-T EF 227 d)-3-3}o| =5 A -4-(1H-1,2,4-Eg o}&-1-4) F-&-2-d ) 4] ) 7]
A d-1-gHHlz | EY,

104) 3-(4-(((2R,3R)-3-(2,4-Y EF 227 d)-3-3}o| =5 A -4-(1H-1,2,4-Eg o}&-1-Y) F-&-2-d ) 4] ) 7]
A d-1-gHHlz ol EY,

105) 4-(4-(((2R,3R)-3-(2,4-H EF 227 d)-3-3}o| =5 A -4-(1H-1,2,4-Eg o}&-1-4) F-&-2-d ) 4] ) 7]
A d-1-gHHlz | EY,

106) (2R,3R)-3-((1-(2,4-" 223 d) I 2| d-4-D) SA)-2-(2,4-H ZEF 227 d)-1-(1H-1,2,4-E o} &
-1-Y) Fek-2-2,

107) (2R,3R)-3-((1-(3,4-v1 2 29 d) I Hd-4-A) FA])-2-(2,4-t] ZF . 29 d)-1-(1H-1,2,4-E g o} &
-1-Y) Fek-2-2,

108) (2R,3R)-3-((1-(4-E2=2-2-FF 249 d) I A g d-4-¢) FA])-2-(2,4-1FF 22 9d)-1-(1H-
1,2, 4-Eg]o}E-1-) - e-2-2,

109) (2R,3R)-2-(2,4-1UEF 2 29d)-3-((1-(2,4-gEF . 29d) 9 F g d-4-d ) S A])-1-(1H-1,2,4-E&] o}
Z-1-d)Fe-2-2,

110) (2R, 3R)-3-((1-(4-E22-3-ZEF 29 d) 9 gl d-4-A) & A)-2-(2,4-Y EF 2 25 d)-1-(1H-

1,2, 4-Eg]o}E-1-) - e-2-%,

111) (2R,3R)-3-((1-(4-F=2=2-2-vE g d) 3 H g d-4-A)FA)-2-(2,4-U ZFF . 2Hd)-1-(10-1,2,4-E¥
olE-1-d) Fe-2-2

112)

(2R,3R)-2-(2,4-1ZF 2 =9 d)-3-((1-(F gl d-2-D) v o 2| d-4-U) A )-1-(11-1,2,4-E 2] o} Z-1-A ) F-eh-
2-%,

)

113) (2R,3R)-2-(2 4-T] Z2 0 2 3 d)-3-((1-(5-m &3] 2] e1-2-2])
E-1-d)HE-2-g,

19 2] ¥ -4-4)2A])-1-(1H-1,2,4-E & o}

114) (2R, 3R)-2-(2,4-t]&EF 2 Hd)-3-((1-(5-EF =297 d-2-¢)
golE-1-d) Fe-2-&,

H,

A d-4-L)FA])-1-(1H-1,2,4-E

115) (2R,3R)-3-((1-(-EF 229 g d-2-A) I gl d-4-4) A )-2-(2,4-U ZEF 229 d)-1-(11-1,2,4-EF]
olE-1-U) FE-2-&

116) (2R,3R)-2-(2,4-HEF229d)-3-((1-(3-vWE-5-(Eg| ZF 2 ) I g d-2-d) I 2| d-4-L) =
AD-1-(10-1,2,4-Eg]o}E-1-) F e-2-&,

117) (2R,3R)-2-(2,4-1EFF 23 d)-3-((1-(5-HE I g rd-2-d) I A & H-4-L ) $A])-1-(1H-1,2,4-E
olE-1-d) Fe-2-2,
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118) (2R,3R)-2-(2,4-t)ZF 2 29 d)-3-((1-(5-ZEF o =9 gud-2-4) J #| g J-4-2 ) £ A] ) -1-(1H-
1,2, 4-Eg]o}ZH-1-Y) Fek-2-& |
119) (2R,3R)-3-((1-(5-F2 29 g d-2-) I gl e-4-L) 21 )-2-(2,4-0] ZF Q0 29 d)-1-(1H-1,2,4-E
glo}&-1-Y) B e-2-2,
120) (2R,3R)-3-((1-(5-BRE Ry g-2-d)d H 2] d-4-Y ) 2] )-2-(2,4-0) ZF 2 2 9d )-1-(1H-1,2,4-E
glo}&-1-4) Fe-2-8,
121) (2R,3R)-2-(2,4-T) =229 & #d)-1-(11-1,2,4-ET o} Z-1-Y)-3-((1-(4~(EF ZF ¢ 2 v &) 9] g 7] Tl -
2-) ] H g d-4-2) S A L EF-2-&

122)  (2R,3R)-2-(2,4-0)EF 0 23 d)-3-((1-(2-ZF 2 23 d) 9] 7 2] ©-4- ) ohv] 1) -1-(1H-1,2, 4-E Z] o} &
1) RE2-g,

123) (2R,3R)-2-(2,4-0)&F 229 d)-3-((1-Hd I H g d-4- ) o} 1= )-1-(1H-1,2,4-E o} EZ-1-Y) -5~
2%,
124) (2R,3R)-2-(2,4-t]ZF 0 29 d)-3-((1-(3-ZF 229 d) g 7 gl d-4- ) o} = )-1-(1H-1, 2, 4-E | o} Z

~1-)HE-2- g,

125)  (2R,3R)-2-(2,4-T1&F L =29d)-3-((1-(4-ZF =3 d) v g g d-4-2) o}m| 2= )-1-(1H-1, 2, 4-E g ob&
-1-9) FE-2-2,

126) (2R, 3R)-3-((1-(2-F 223 d) J] ol e 9-4-) o}P| 1) -2-(2, 4-H & F 2 =2 ) -1-(11-1, 2, 4-E 2] o} &~
1_0&)_?_%—2——‘%,

127) (2R, 3R)-3-((1-(3-2 22 d) 3 d g] d-4-) o} 1) -2-(2,4-H EF L 23 d)-1-(11-1,2,4-E 2| o} &~
l_oE] )_‘?‘%_2_% ’

128)  (2R,3R)-3-((1-(4-Z 22 D)3 d e d-4-) o} 1) -2-(2,4-T] FF 2. 2 A 9)-1-(11-1,2, 4-E 2| o} F-
1_%)2%_2_%’

129) (2R, 3R)-3-((1-(2-B2Ed) v s e d-4-<)opr] ) -2-(2 4-T S F L 29 d)-1-(11-1,2, 4-E ] o} &~
1_%)2%_2_%’

130) (2R, 3R)-3-((1-(3-B2Rd) ¥ 2 d-4-)opr] ) -2-(2,4-H S F L 290 d)-1-(11-1,2,4-E2| o}E~
l_oE])l?__%_Z_%’

13D (2R, 3R)-3-((1-(4-B2Rd) ¥ 2 d-4-<) opr] 1) -2-(2,4-H S F L 20 d)-1-(11-1,2,4-E2| o}E~
1_?5’]_)_]?‘%_2_%’

132)  (2R,3R)-2-(2,4-11FF 2 290d)-1-(1H-1,2,4-Ee]opE-1-9)-3-((1-(2-(E EF e 2 E) 5 d) 9 5
B e-4-2d) o) 1) R it-2-,

133) (2R, 3R)-2-(2,4-H=F 2 29d)-1-(11-1,2,4-E]o}E-1-2)-3-((1-(~(Ed &F = H =) 9 d) 7] 9]
Z e -4-¢d)obv ) F-eh-2-2,

134)  (2R,3R)-2-(2,4- EF L 2o d)-1-(11-1,2,4-E ] o}E-1-9)-3-((1-(4-(E FF 2 2 v &) 3 ) 3] 7
2] E1-4-) o] 1) 52— %

135)  2-(4-(((2R,3R)-3-(2,4-1) &F @ 27| d)-3-3} o] =FA]-4-(1H-1,2,4-E 2] o} F-1-9) F-&1-2-% ) o} ] 1)
Aeflgd-1-d) Ml E o] EY

136)  3-(4-(((2R,3R)-3-(2,4-UEF . ZH|d)-3-8} ] =Z A]-4-(11-1,2,4-E&] o}F-1-) F-§-2- 2 ) o} i)
Aefgd-1-d) Ml E o] EY

137)  4-(4-(((2R,3R)-3-(2,4-H&F 2 23 d)-3-3o| =5 A|-4-(1H-1,2 4-E 2| o}E-1-2) F-&-2-< ) o} =)
g d-1-d) o] B,

138) (2R, 3R)-3-((1-(2,4-HF 2= d) o 2| d-4-<) o}r| 1) -2-(2, 4-H EF 2. 230 )~ 1-(1H-1,2 4-E=] o}
—é__l_??]_)l?‘%_z_%’

_10_
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139) (2R,3R)-3-((1-(3,4-tjE2 29 d) I H g d-4-d ) o}r| =)-2-(2 4-t] EF- 2 29 d)-1-(1H-1,2,4-E g o}
E-1-d)F-ek-2-8,

140) (2R,3R)-3-((1-(4-F22-2-FF 2 23 d)Ju gl d-4-d) o} :=)-2-(2,4-1 ZFF 2 239 d)-1-(1H-
1,2, 4-Eg]o}ZH-1-Y) Fek-2-& |

141) (2R,3R)-2-(2,4-t1 &EF 2 2 9d)-3-((1-(2,4-H FF e 23 d) 9 #| 2] d-4-2 ) o}w| 1= )-1-(1H-1,2,4-E ¥
o}%-1-9)) B Eh-2-2

142) (2R,3R)-3-((1-(4-E22-3-ZF 2 29d) 9 H gl dd-4-U) o}n| ) -2-(2,4-Y EF- 2 2 7d )-1-(1H-
1,2 4-E2jo}E-1-) Heh-2-2,

143) (2R,3R)-3-((1-(4-22-2-vd o) I H g d-4-Y)o}v| =)-2-(2 4-Y EF L2 9d)-1-(1H-1,2 4-E
YolE-1-Y) Fek-2-2

144) (2R,3R)-2-(2,4-v1 & F 0 29 d)-3-((1-(F g v-2-) I gl e -4-Y ) o} w] 1= )-1-(1H-1, 2, 4-E #| o} F-1-
) Hek-2-8,

145) (2R,3R)-2-(2,4-H&F 0 29d)-3-((1-(5-HE 7 gl d-2-) A #| g H-4-Y ) o} .= )-1-(1H-1,2,4-EF
oFE-1-) F-2-&

146) (2R,3R)-2-(2,4-0)ZF 0 29 d)-3-((1-(5-ZEF o 298 d-2-4) 7 F &) d-4- ) o} = )-1-(1H-
1,2,4-Ego}&-1-9) F-ek-2-&,

147) (2R,3R)-3-((1-(-FZ =23 d-2-d) A H| gl d-4-d) o} =)-2-(2,4-C] FF 229 d)-1-(1H-1,2,4-E
glo}&-1-Y) Fe-2-8,

lh

148) (2R,3R)-2-(2,4-T)=F 9 29 d)-3-((1-(3-WE-5-(Eg| ZF 2 2 E) 3 g g-2-2) 3 7 2| g -4-2 ) o} 7]
=)-1-(1H-1,2,4-Eg]o}=-1-4) FEel-2-2

149) (2R,3R)-2-(2,4-1EF 2 29 d)-3-((1-(F nd-2-) F A g d-4- ) o} 12 )-1-(1H-1, 2, 4-E ] o} F-
1-90) E-2-2,

150)  (2R,3R)-2-(2,4-t&F 2. 29d)-3-((1-(5-mE g g v e -2-d) I Al 2] D -4-d) opr| 12)-1-(1H-1,2,4-E
ZopE-1-d) FE-2-g,

151) (2R,3R)-2-(2,4-T) =229 2 #d)-3-((1-(5-=F ¢ 29 g v d-2-) 9] # & d-4- ) o} 1] 1= )-1-(1H~-
1,2,4-Ego}&-1-9) 1 ek-2-8

152) (2R, 3R)-3-((1-(5-Z 229 2] 1] 1l-2-1) 3 2] P-4~ ) o} ] 1) -2-(2,4- ] ZF @ 2 30 d)-1-(1H-
1,2,4-Eejo}E-1-9) P gk-2-2,

l

153) (2R, 3R)-3-((1-(5-B 2Ry gn|d-2-) 3 gl d-4-Y)o}n| 1-)-2-(2 4-H ZF 2 29 d)-1-(1H-
1,2,4-Eg|o}&-1-Y) F-e-2-2,

154) (2R,3R)-2-(2,4-T)ZF 2 23d)-1-(11-1,2,4-Ego}ZF-1-4)-3-((1-(4-(Eg| = F o2 v e) g gu d-
2-d) g d-4-d) ol o) F-ek-2-8

155) (2R,3R)-2-(2,4-01ZF o 2 9d)-3-(M e (1-8|d ¥ H g P -4- ) o} .= )-1-(1H-1, 2, 4-E g o} Z=-1-Y ) 3
El-2-2

156) (2R,3R)-2-(2,4-v1&F 2 29 d)-3-((1-(2-F =¥ d) v A g d-4-d) (&) o} 1= )-1-(1H-1,2,4-E
ZopE-1-Y) Fek-2-2

157)  (2R,3R)-2-(2,4-H&F 2 239d)-3-((1-(3-SF e =23 d) g o 2| d-4-) (v &) opv] 1=)-1-(1H-1,2,4-E
ZopE-1-d) FE-2-g,

mlu

158) (2R,3R)-2-(2,4-t1ZF o 29 d)-3-((1-4-ZF s =9 d) g gl g-4-2) (d &) o}1| 1= )-1-(1H-1,2,4-E
ZolE-1-Y) Fek-2-2

159) (2R,3R)-3-((1-(2-EZ229d) A H 2 d-4-¢) (H &) o}m =)-2-(2,4-0 EF L 29 d)-1-(11-1,2,4-E &
o}Z-1-Y) F-ek-2-2

_11_
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160) (2R,3R)-3-((1-(3-E2=2F ) H g d-4-L) (HE)o}r| =)-2-(2,4-t] EF 2 29 d )-1-(11-1,2,4-E =
ol£-1-Y) Fek-2-2

161) (2R,3R)-3-((1-(4-Z2=2Hd)a gl d-4-4) (FE)o}r] = )-2-(2,4-t] 2 F 2 29 d)-1-(1H-1,2,4-E ¢
oFE-1-9)Fe-2-&

162) (2R,3R)-3-((1-(2-r 2RI g d-4-d) (HE)o}r| =)-2-(2,4-t] EF 2 29 d )-1-(11-1,2,4-E =
ol&-1-Y) Fek-2-2

163) (2R, 3R)-3-((1-(3-rzrdA ) d-4-4) (FE)o}r] =)-2-(2,4-t] 2 F 2 29 d)-1-(1H-1,2,4-E ¢
obE-1-9)FEe-2-&

164) (2R,3R)-3-((1-(4-E 2R A I g d-4-L) (HE)o}r| =)-2-(2,4-t] EF 2 29 d )-1-(11-1,2,4-E <
ol£-1-Y) Fek-2-2

165) (2R,3R)-2-(2,4-"]&F Q29 d)-3-(HE (1-2-(EFEF L2 e) s d) Ao gl d-4-d ) o} .= )-1- (11~
1,2, 4-Eg]o}=H-1-Y) Fek-2-2

166) (2R, 3R)-2-(2,4-T) ZF- 0 29 d)-3- (ML (1-(3-(E ZF 0 2 D)3 d) 9 5 2] ¥-4-2 ) o} 1] )~ 1~ (1~
1,2,4-Ee]o}%-1-2) P §-2-2,

167)  (2R.3R)-2-(2,4-T) E790 23 9)-3- (M & (1-(4-(E ) Z5 2 2 e) #) 9) 7 3l 2] ©-4-91) o} 1] 1) -1-(1h-
1,2,4-Ee]o}&-1-2) P §-2-2,

168) 2-(4-(((2R,3R)-3-(2,4-T EF 2 2 9d )-3-3} o] =EA]-4-(1H-1,2,4-E g o} Z-1-¢) F&-2-) (W &) o}
v ) e d-1-d) Ml Z Lo ER

169) 3-(4-(((2R,3R)-3-(2,4-T) EF 2 2 9d)-3-3} o] =EA]-4-(1H-1,2,4-E g o} Z-1-¢) F&-2-) (W &) o}
)y g P-1-d) 2 Yol EY

170)  4-(4-(((2R,3R)-3-(2,4-T)Z = ¢ 29 d)-3-3}0| =2 A]-4-(11-1,2,4-E & o} =-1-2) B et-2-2) (&) o}
v g d-1-d) A F Lo EY

171) (2R,3R)-3-((1-(2,4-v1 2229 d) v H g d-4-A) (&) o}r] :=)-2-(2,4-U ZF 2 2 ¥ d)-1-(11-1,2,4-
EgolEH-1-d) FE-2-%

172) (2R,3R)-3-((1-(3,4-vE =229 d) g d-4-d) (&) o} =)-2-(2,4-E] ZF 2 29 d)-1-(1H-1,2, 4~
EgolEH-1-d) FEk-2-%

173) (2R,3R)-3-((1-(4-EF2&2-2-ZF o 2Hd) I d-4-9) (H &) o} =)-2-(2 4-T ZF e 29 d)-1-
(1H-1,2,4-Egjo}&E-1-Y) H-E-2-&,

174) (2R,3R)-2-(2,4-01Z2F 2 29 d)-3-((1-(2,4-" ZF =23 d) v # g Dd-4-2) (&) o}m] =) -1-(1H-
1,2,4-Ego}&-1-9) 1 ek-2-8,

175) (2R,3R)-3-((1-(4-E22-3-ZF 2 29 d) I g (FEd)olm=)-2-(2,4-t] ZF 2 29 d)-1-
(1H-1,2,4-Egjo}&E-1-Y) H-E-2-&,

176) (2R,3R)-3-((1-(4-EZ2=2-2-ve g d) I d | d-4-d) (HE)o}n| = )-2-(2,4-H FF 29 d)-1-(1H-
1,2,4-E8]0}Z&-1-9)Feh-2-,

177) (2R,3R)-2-(2,4-t]&=F 2 2¥d)-3-((1-d 9 H g d-3-L) o} 1= )-1-(1H-1, 2, 4-E gl o} =-1-Y ) F- &k~
2-%,

178)  (2R,3R)-2-(2,4-0U)ZF o 2 Hd)-3-(3-(H dolv) =) 9 Z8d-1-9)-1-(1H-1,2 4-Eg| o} Z-1-Y ) F-E}-
2-%,

179) (2R,3R)-3-((R)-3-(4-Z 2 2 =) I ST d-1-9)-2-(2,4-1 ZF 2 24d)-1-(11-1,2,4-E g o} -
-d)Hek-o-g o

180) (2R,3R)-3-((S)-3-(4-Z 2 2 =5 I ST d-1-9)-2-(2,4-1 ZF 2 29d)-1-(11-1,2,4-E g o} =-
- Fe-2-&

_12_
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A4l oA, A7) Hhee rFEAolREs s, AFEHEA R EYE 9 ng-vdos T
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2 ate AU
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at7] ghebA le = {2 BAISE Setwdt, of7] gehd 602 FAH= stgeEs WAl @AE E3E)

= 37] s 12 BAEE SeHEY Al

Ar
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7] 884 1, le, 1f 2 604,
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[0001]

[0002]

[0003]

[0004]

[0005]

[0006]

[0007]

[0008]

=551 10-1404862

o

AT 17
A1 WA A78 F o] 3 3o e FE, wE ol gFgHor L3 S FEARoR ¥dsE
A oty 2AE

7l & & oF
T 2R ¢ e GHE e ArE EdolE f&Al, 19 A=Wy, ol = Al
2=, 2 I8 49 28] A8 F s A% 19 =0 #d Aotk

I

A 3 ams 9= sk, A7) o2 A 9 OAIDS A 5o WAAE RS g o] Wol whAy
kil ok, o]#dk el RS 2ot (Candida spp.), °oFH A B A~(dspergillus spp.) W AHEIA X
Y| Q. E =292 (Cryptococcus neoformans)®t &S 7134 HAd] 9a) 7]eds= 740]\3} Ty A AlEE A
RE FAFAE S0 dx, I T WAV Foe EAlde] A, o Ay, WA s fAge] FE
3] Frtela e o] FAlel wel B A4S THAEAE S5 kg4 —5—/‘33 Zh= gl Aol oigk
8F7F F7ksta e, olggk s wal e 7AE JAS e XHFEY AEE g X &
Ae 2 v FEAVE FAEH A Sl .

ol
2
N
o,
Gl
do
o
o
™
=

A ZA 1980 ] Rl Eola= AT TV Ve ERlolE: FEAEC] Hily
FAQ oZE 5799 EgolEd EFIYUE(fluconazole; F=53] A|2099818%), o|EgtAUE
(itraconazole; M= 53] A|4,267,179%) 55 & F At} oo = FH=EY XFAE 7H EgolE s3&E
2ZA GHESF A440372350) 62159 FEm el Ba]ZUZ(voriconazole)©o], FHES #)|241232% (Shionogi
Co.)ell Xghel 52489 o]agAtEo], FHE53] A659751% (Takeda Co.)oll Egjo}EEo] /HA o] glow, b=t
E3] 57169693 (Kaken Co.), W]=E3 2009/0299071(Fujifilm Finechemicals Co.), Bioorganic Medicinal
Chemistry Letter, 2010, 20, 2942-29459} Archiv der Pharmazie, 2009, 342, 732-739(Second Military
Medical University)el I#@do] 7fAEo] dom, AES WO 01/89447%(Second Military Medical
University)el J#ePE 2= EgjobE FA7F A s

R AN )
R
=

5|

2

Al Aol diel] Wujz AP A AHAES k1A
=i )

[ez] =
= o =

bdg B kel AsEe] SN & w, oefFord FEI WHT W
S A

ol o e 24, = a7
& deEhlA . mebd, a3 ABARA Bu kiAol wa, AW FeAol Fon, nu e Xy
24S 2t sgEe] adHa Y

B, 5 A AW HAAS 2t e EgolE shdhe, o]9] ofstHow s 87t A

79 HE e
719 BHAE A SAstel, B owge ) Aoy 12 BASE SiHE, Ei ole dHoR H8vs
@ 4 Az,
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SE53 10-1404862
[0009] [3}&4] 1]
N
LN
NTOR,
OH
%A
[0010] Ar
[0011] 7] Aol A,
[0012] Ar& 1 U1x] 57119 sz2Alo 2 X3E Hdo]i;
& -
N N
O\ B S /Q }35 /O\l\ ~(‘é"N\j/Rz\B
[0013] A= Re TR . SR B e o)aL;
[0014] BE HA ALY, EE s EE F Y RE ATE Ad, dErd == gavrdoe]i;
[0015] Ri& F4 TE Gy EZo)a;
[0016] R,= 0, NH B+ NCHzolal; 2
[0017] Rev =94o2 &2, Gy €4, (i TEYY e Aotwo|t},
[0018] s A, 7] 3kek] 1004 B RIASEAY, T s T T oY RE XS vEvde]a, R
EyHoez g2, (y 44 EE (G 2o
[0019] w3 v sH A=, 4] 384 164 BE HA &S AY, vl RyE X $E I rtde|a, RyiE 24, (-
, 4 BE Cy FRIey
[0020] Ee utEA s AE, 4] 38 1004 BE vXEHAY, Ee sl B T Ol RE X FE ddela, R
NCH; 0] o}
[0021] wgk v AlE, A7) 34 14 BE F oUle RyE X3k #Hd, FEud EE ggurdela, A7) R

% shvhs 2RAlela, e sk TR, Gy 27, G FRGZIAY Ee A7) Ry T e Gy 270

r

[0022] w3 vk s A=, Ry 242 F, Cl, Br, HWE, EgZF o 2rdE T Alolwolt),

[0023] w3k v A, ArS F 1Y 20z X3ty dHdo|y, WUl vl A= 2, 4-vEF 2 dolt}.
[0024] 2 o mE FFEEA vt g e FAHR o= us g

[0025] 1) (2R,3R)-2-(2,4-T)ZF 2 2¥d)-3-4-(4-ZF 2 29 5 A g #H 2] d-1-9)-1-(1H-1, 2, 4-E & o} =-1-

D) RE-2-2,
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[0026]

[0027]

[0028]

[0029]

[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

[0038]

[0039]

[0040]

[0041]

[0042]

[0043]

[0044]

[0045]

[0046]

[0047]

SSS0ol 10-1404862

2) (2R, 3R)-2-(2,4-T) Z5 0 23 d)-3-(4-7 35 A ] 9 @] -1~ )~ 1-(111-1,2, 4-E 2] o} = T2

3) (2R,3R)-2-(2,4-T) EF 2 23 9)-3-(4-(2-ZF 2. 23 5 A]) ¥ o] 2] d-1-)-1-(1H-1,2,4-E g o} F-1-
A)F-eh-2-&,

4) (2R,3R)-2-(2,4-U ZEF 22 ¥ d)-3-(4-(3-ZF L 2H 5 A v v & d-1-9)-1-(1H-1,2,4-E | o} E-1-
Ay e-2-2

5) (2R, 3R)-3-(4-(2-Z 2 2H 5 A I A F d-1-2)-2-(2,4-T| 272 2 H d)-1-(1H-1,2, 4-E & o} F-1-L) -
B-2-%,

6)  (2R,3R)-3-(4-(3-ZE A% A) WAl W-1-2)-2-(2,4-T B2 2 2 d)-1-(1H-1,2, 4-E 2] o}E-1-) 3
g-0-g,

7) (2R, 3R)-3-(4-(4-F 2 23 5 A) 9] | g d-1-2)-2-(2,4-T ZF 2 23 d)-1-(1H-1,2, 4-E g o} F-1-2) 7
g$-o-g,

. (2R,3R)-3-(4-(2-B 2R o= A) v 7| 2| d-1-U)-2-(2,4-T] EF 2 29 d)-1-(1H-1,2,4-Eg| o} Z-1-Y ) #
g-2-&

9) (2R, 3R)=3-(4-(3-H.2 2= A 9 2] |-1-91)-2-(2, 4 % 2. 2o ) -1-(1H-1, 2, -2 e obi-1-e)
g-2-g,

10) (2R,3R)-3-(4-(4- B2 R A= AN F g d-1-2)-2-(2,4-YZF ¢ 27 d)-1-(1H-1,2,4-E o} Z-1-d) 5
g-2-2,

1) (2R,3R)-2-(2,4-0 229 23 d)-1-(11-1,2,4-Ed] 0} E-1-U)-3-(4-(2-(Ea] 22 0 2w &) 7] 5 4] ) 1] 7]
2 El-1-2) Heh-2-8

12)  (2R,3R)-2-(2,4-0) 57225 d)-1-(1H-1,2,4-E ] o}&-1-%)-3-(4-(3-(E7]
g d-1-) FE-2-&

1h
i

Fo ") 5A]) ] 7]

13) (2R,3R)-2-(2,4-HZEF L 29 d)-1-(11-1,2 4-Eg| o} F-1-U)-3-(4-(4-(E] ZF . = v &) ¥ 5 A] ) 3] 5]
g d-1-2) Fe-2-&

14)  2-((1-((2R,3R)-3-(2,4-T) ZF- 2. 25 d)-3-30] =S A-4-(1H-1,2,4-E & o}F-1-2) F-5-2-9)) 9] s 2] ol
~4-) Sz EY,

15)  3-((1-((2R,3R)-3-(2,4-1) FF L. 25| d)-3-3to| =5 A -4-(11-1,2,4-E&] o} F-1-d) P @-2-4) I sl 2] &
~4-) Sz EY,

16)  4=((1=((2R 3R)3~(2,4-T1 B39 2 ) -3-5fo] EHA|-4=(1H-1,2, 4-E 2] o} F-1-20) 2 §-2-0) 7] 2]
~4-) Sz EY,

17) (2R, 3R)=3-(4-(2,4-H 2225 %A 3 | g D-1-9)-2-(2,4-H EF L 23 d)-1-(11-1,2,4-E 2| o} &~
1-)Fe-2-2,

18) (2R, 3R)-3-(4-(3,4-t) FR = A Il 2 D-1-9)-2-(2, 4-H EF L. 25 d)-1-(1H-1,2, 4-E 2] o} &~
1-9)Fe-2-2,

19) (2R, 3R)-3-(4-(4-Z ZE-2-FF 2235 A 9 g d-1-9)-2-(2,4-H EF L 23 d)-1-(111-1,2,4-E¢]
o}E-1-Y) B eh-2-2,

20)  (2R,3R)-3-(4-(2,4-U) 229 2|5 A ) 9ol g ¥-1-2)-2-(2,4-T] ZF 0 2 ¥ d)-1-(1H-1,2,4-E 2] o} -
1-)Fe-2-2,

21)  (2R.3R)-3-(4-(4-FRR-3-ZF 0 2ol =) ¥ o2 ¥-1-2)-2-(2,4-T 2T Q 259 )-1-(1l-1,2,4-E 2]
o}E-1-d) Fe-2-%

22) (2R, 3R)-3-(4-(4-FZ2-2-md o A ) 3 of| 2| d-1-2)-2-(2,4-H ZF 2 2 d)-1-(1H-1,2,4-E 2| o} &~
1-9)Feh-2-2,

23)  (R,3R)-2-(2,4-t) ZF 0 25d)-3-(4-(3] 2] 9-2-2 & A ) 9] o 2 - 1-2)-1-(1H-1,2, 4-E 2] o} - 1-2) )
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[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

[0056]

[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

[0065]

[0066]

[0067]

$E-2-g

qul

24) (2R, 3R)-

SSS0ol 10-1404862

2-(2,4-"&F229d)-3-(4-((-mE v gl d-2-) 5D J # 2] - 1-)-1-(1H-1,2,4-E ] o}

E-1-)FE-2-2,

25) (2R, 3R)

-2-(2,4-1EF 229 Y)-3-(4-((5-F

Foryd-2-d) A ) A e d-1-2)-1-(11-1,2,4-E

#obE-1-9) B eh-2- 2,

26) (2R,3R)
o} E-1-9) P gk

27) (2R,3R)

-3-(4-((5-22=29gd-2-d)SA) I # 2 d-

2-%,

1-9)-2-(2,4-vZF 2 2¥d)-1-(11-1,2,4-E9

l

-2-(2,4-9&EF 2 29d)-1-(111-1,2,4-Eglo}&-1-¥)-3-(4~((5-(Eg EF L =2v g ) 9 & d-

2-9) S A) 9] 2] §i-1-90) HEk-2- 2,

3-(UU-(B-E22-5-(EdeFemva)vgd-2-d)SAD v d-1-¢)-2-(2,4-HEF 229

9)-1-(11-1,2,4-Eg|o}&-1-d) F-&-2-2,

28) (2R ,3R)-

29)

(2R,3R)-2-(2,4-T] =+
2-%,

30) (2R,3R)

-2-(2,4-9&

2'9)-3-(4- (312 v -2-91 % A1) 9] o €] ©1-1-90)-1-(1H-1,2, 4-E o] o} B-1-91) -6

Fo.23d)-3-(4-((5-=F 2292 nd-2-d) S A ¥ o 2] - 1-2)-1-(1H~

1,2,4-E 2] o}E-1-2) P §h-2-2,

31) (2R,3R)

-3-(4-((5-22 2 Frd-2-d)SA) I A d

-1-¥)-2-(2,4-9FF 2249 d)-1-(11-1,2,4-E

#obE-1-9) R ek-2- 2,

32) (2R,3R)

-3-(4-((5-BRZ R v e-2-2 )2 A ) 3 o 2] ¢~

1-)-2-(2,4-g&EF29d)-1-(11-1,2,4-E

#obE-1-9) R ek-2-2,

33) (2R,3R)

oFE-1-9) H- -2

34) (2R,3R)
1-9) R E-2-g,
35) (2R,3R)~
2-%,

36) (2R,3R)~
-1-9) e,
37) (2R,3R)-
-1- o]) E} 92— ,Q
38) (2R,3R)~

S1-9) B E-2- 2,

39) (2R,3R)
1-9) - gh-2-2,

40) (2R,3R)
1-9) - gh-2-2,
41) (2R,3R)

1-9) - gh-2-2,

42) (2R,3R)
1-9) F-gh-2-2,

43) (2R,3R)
1-9) ¥ 5h-2-2,

2-(2,4-T1FF

-3-(4-((2-2 2= )t =) g H e d

© 2 9)-3-(4-((5- &3] 2] o) W-2-1) S A]) 9] €] §1-1-90) - 1-(1H- 1,2, 4-E 2]

—o
=,

-3-(4-((4-2 2= d)obv =) A g -1-9)-2-(2,4-H EF 2 23d)-1-(11-1,2,4-E | o}&-
2-(2 4t & F 2 d)-3-(4-(dd otr] o) | 2] d-1-9)-1-(1H-1, 2, 4-E g o} F-1-9 ) F- 8-
2-(2,4-"&EF229d)-3-(4-((2-FF 223 ) ot =) v Al 2 d-1-2)-1-(1H-1,2,4-E 2| o}&

2-(2,4-"&EF2299)-3-(4-((3-FF 23 d) ot =) v Al 2] d-1-2)-1-(1H-1,2,4-E 2| o}&

2-(2,4-T EF- 0 250'D)-3-(4-((4-EF-6. 250 ) o} 1) 3] 2 W1-1-91)-1-(1H-1,2, 4-E el o} 5

-1-9)-2-(2,4-0 &FF .29 d)-1-(1-1,2,4-Eg| o} &~

“3-(A-((3-FREAD)ob w) I A HU-1-U)-2-(2,4-T) FF L 23 d)-1-(11-1,2,4-Eg] o} &~
-3-(4-((2-B2 R D)ol ) dH g d-1-U)-2-(2,4- T ZF 25 d)-1-(11-1,2,4-E ] o} Z~
-3-(4-((-B2EI D)ol ) dH g d-1-U)-2-(2,4- T ZF 25 d)-1-(11-1,2,4-E ] o} Z~
-3-(4-(4-BR T3 Y)okr] 1) 7 7 2 ©l-1-9)-2-(2,4-0) EF 2 2.5 W) -1-(1-1,2, 4-E 2] o} -
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[0068]

[0069]

[0070]

[0071]

[0072]

[0073]

[0074]

[0075]

[0076]

[0077]

[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

SEE36 10-1404862
44) (2R,3R)-2-(2,4-T)ZF 2 29d)-1-(1H-1,2,4-Ego}ZF-1-4)-3-(4-((2-(Eg| = F o 2 v &) 7 d ) o}n]
g e-1-9) R ek-2-&
45) (2R,3R)-2-(2,4-T)ZF 2 29d)-1-(11-1,2,4-Ego}ZF-1-4)-3-(4-((3-(Eg| = F o 2 v &) 7 d ) o}n]
)y gd-1-¢) R E-2-2
46) (2R,3R)-2-(2,4-T)ZF 9 2 Hd)-1-(11-1,2,4-ET o} Z-1-U)-3-(4-((4~(EF ZF o 2w &) F d ) o} 1|
g y-1-9) Re-2-&

47) 2-((1-((2R,3R)-3-(2,4-Y & F 223 d)-3-3} | =FA|-4-(1H-1,2,4-EFo}Z-1-4) F-et-2-4) 9 7 gl dd
-4-Q)olm )l o] EY
48) 3-((1-((2R,3R)-3-(2,4-Y&EF 2 &7 d)-3-3} | =FA|-4-(1H-1,2,4-EFo}Z-1-4) F-et-2-4) 9 7 gl dd
-4-Q)olm| )l o] EY
49) 4-((1-((2R,3R)-3-(2,4-T EF 2 2 7d )-3-3}o]| =EA]-4-(1l-1,2,4-E g o} Z-1-¢) F&-2-4) I H g
-4-Q)olr )l o] EY
50) (2R,3R)-3-(4-((2,4-t1E2 2 Hd)olr| ) 9 H Bl tl-1-U)-2-(2 ,4-t] EF e 29 d)-1-(1H-1,2,4-E g o}

E-1-d)Fe-2-&,

51) (2R,3R)-3-(4-((3,4-t)F 22 D)ol ) B H 2l Pd-1-2)-2-(2,4-0) ZF 0 29 d)-1-(1H-1,2,4-E gl o}

E-1-d)F-ek-2-8,

52) (2R,3R)-3-(4-((4-E22-2-ZF 2 2 Fd)o}n )T g g-1-Y)-2-(2,4-T] ZF ¢ 2 ¥ d)-1-(1H-
1,2, 4-Eg]o}ZH-1-Y) Fek-2-2

53) (2R,3R)-2-(2,4-t)ZF 2 2 Y)-3-(4-((2,4-t) ZF 2 2y d) o} ) ¥ H 2] H-1-¥)-1-(1H-1,2,4-E &
o}£-1-Y) Fek-2-2

54) (2R,3R)-3-(4-((4-ZF22-3-ZF 0 2 dd)o}n ) J H g d-1-Y)-2-(2,4-t] =F 2 294 )-1-(1H-

1,2 4-Egjo}E-1-) Feh-2-2,

55) (2R,3R)-3-(4-((4-Z22-2-vdH ) olv| ) T H g d-1-¢)-2-(2,4-Y EF 2 29d)-1-(1H-1,2,4-E
YopE-1-Y) Fek-2-2

56)
(2R,3R)-2-(2,4-4ZF 2 29 d)-3-(4-(F g d-2-Lopr =) v o 2| d-1-U)-1-(1H-1,2 ,4-E gl o}F-1-Y ) F-&F-
2-%,

57) (2R,3R)-2-(2,4-H&F 0. 29 d)-3-(4-((5-HlE g gl d-2- ) o] =) 9] A 2 A -1-¥)-1-(1H-1,2,4-E
o}£-1-Y) Fek-2-2

58) (2R,3R)-2-(2,4-T)Z2 9 2 Hd)-3-(4-((5-ZF ¢ 29 g H-2-) o}n] =) 7] 7 2] §1-1- )-1-(1H-
1,2,4-Ego}&-1-d) Feh-2-2,

59) (2R,3R)-3-(4-((5-ER2 23 t-2-)o}v| ) T H g -1-Y)-2-(2,4-Y EF 2 29d)-1-(11-1,2,4-E
ZJobE-1-9) P e-2- &,

60) (2R, 3R)-3-(4-((3-Z =25~ (Ea]% SR E-2-)ob] ) v o F H-1-9)-2-(2, 4-T =5
Hd)-1-(11-1,2,4-E | o}ZE-1-A) BEek-2-& |

61) (2R,3R)-2-(2,4-T)ZF 9 23 d)-1-(11-1,2,4-E o} Z-1-¥)-3-(4-((5-(EF ZF o =g 3 g d-
2-)otr) ) I H g d-1-d) Feh-2-&,

62) (2R,3R)-2-(2,4-t]&F 2 23 d)-3-(4-(F g v Pd-2-Lo}ln| =) ¥ H &) P -1-Y )-1-(1H-1, 2, 4-E gl o} =-1-
) FE-2-8,

63) (2R,3R)-2-(2,4-T) =229 2 Hd)-3-(4-((5-ZF ¢ 239 g nt-2- ) o}n] =) 7] F & T -1- )-1-(1H-
1,2,4-Ego}&-1-9) FEk-2-2

64) (2R, 3R)-3-(4-((5-RE2R I gn|tl-2-d)o}n| ) I H g T -1-)-2-(2,4-Y EF 2 29 d)-1-(1H-

_20_



SSS0ol 10-1404862

1,2, 4-EgjobE-1-d) P eh-2-&,

[0089] 65) (2R, 3R)-3-(4-((5-EF 22 gnd-2-)oln o) T H 2|l -1-U)-2-(2,4-U ZF 2 25 d)-1-(1H-
1,2,4-Egjo}&-1-U) Fek-2-2,

[0090] 66) (2R,3R)-2-(2,4-"UEF 2 29d)-3-(4-((5-wE I g d-2-) o}m| =) F | 2] d-1-)-1-(1H-1,2,4-E
golE-1-d) Fek-2-2,

[0091] 67) (2R,3R)-2-(2,4-t)ZF 2 2 ¥ d)-3-(4-(HE () o} ) I oA 2l -1-Y)-1-(1H-1, 2, 4-E 2l o} Z- 1~
) RE-2-2

[0092] 68) (2R,3R)-2-(2,4-0)ZF 2 29 d)-3-(4-((2-ZF o 25d) (") olr) =) I H g d-1-¥)-1-(1H-1,2,4-E
golE-1-d) Fek-2-2,

[0093] 69) (2R,3R)-2-(2,4-v1ZF 2 29 d)-3-(4-((-ZEF 23 d) (We) opr] =) ¥ H gy F-1-Y)-1-(1H-1,2,4-E
golE-1-d) Fek-2-2,

[0094] 70) (2R,3R)-2-(2,4-0)ZF 9 29 d)-3-(4-((4-ZF o 25 d) (W) olr) =) I H g d-1-¥)-1-(1H-1,2,4-E
golE-1-d) Fek-2-2,

[0095] 71) (2R,3R)-3-(4-((2-Fz2dd)(He)olr ) I g d-1-2)-2-(2,4-T) ZF 2 27 d)-1-(1H-1,2,4-E 7
o}&-1-U) FE-2-2

IM

[0096] 72) (2R,3R)-3-(4-((3-EZ=2Hd) (W) oln| =) H g d-1-¥)-2-(2,4-1 EF =29 d)-1-(1H-1,2,4-E ¥
o}E-1-A) F-et-2-&,

lu

[0097] 73) (2R,3R)-3-(4-(4-E2 =23 d) (M) ol ) I A 2l d-1-4)-2-(2,4-t EF .29 d)-1-(1H-1,2,4-E
o}E-1-A) Fet-2-2,

lu

[0098] 74) (2R,3R)-3-(4-((2-B2rndAd)(He)olr ) g d-1-2)-2-(2,4-t) ZF 2 271 d)-1-(1H-1,2,4-E 7
olE-1-U) FE-2-&

[0099]  75)  (2R,3R)-3-(4-((3-B2EA ) (v &) opr] ) 5] 2 1l-1-81)-2- (2, 4-1]
oFE-1-9) HEk-2- 2,

mlu

o =29d)-1-(1H-1,2,4-E%

[0100] 76) (2R,3R)-3-(4-((4-B2rndd)(He)olr ) g d-1-9)-2-(2,4-t) ZF 2. 27 d)-1-(1H-1,2,4-E7
olE-1-U) FE-2-2,

[0101] 77) (2R,3R)-2-(2,4-t)EF 2 W d)-3-(4-(HE (2-(Eg EF e 2vE) dd)olv o) I H 2l e -1-L)-1-(1H~-
1,2, 4-Egjo}ZF-1-9) Fek-2-8

[0102] 78) (2R,3R)-2-(2,4-t)ZFF 2 W d)-3-(4-(HE G- (Eg EF2HE) dd) olv o) I H 2| -1-L)-1-(1H-
1,2, 4-Egjo}ZF-1-9) Fek-2-8

[0103] 79) (2R,3R)-2-(2,4-t)EF 2 W d)-3-(4-(HE (4-(Eg EF2HE) dd)olv o) I H 2|l -1-L)-1-(1H~
1,2, 4-Ego}ZF-1-9) Fek-2-8

[0104] 80) 2-((1-((2R,3R)-3-(2,4-1)3
-4=) (M E) o )wl o] EY

ﬂllL

2 29d)-3-3lo| =FA]-4-(10-1,2,4-E gl o}Z-1-d) F-ek-2-d) v 2] el

[0105] 81) 3-((1-((2R,3R)-3-(2,4-H=F L 29 d)-3-3}0] =5 A -4-(1l-1,2,4-Eg]o}E-1-4) F-&-2-) v #| 2] =
—4-) (M) opr ) mlz el EY,

[0106] 82) 4-((1-((2R,3R)-3-(2,4-H=F L 2 d)-3-3} o] =5 A -4-(1H-1,2,4-Eg]o}E-1-) F-&-2-) v #| 2] o
—4=d) ()t )l e EY,

0107 83)  (R,3R)-3-(4-((2,4-0) 2R 2 ) (W) o}v] ) 7)ol 2] €1-1-91)-2-(2, 4~ FF 2. 2.3 )-1-(1H-1,2,4-
E7obE-1-9) R E-2- 8,

[0108] 84  (2R,3R)-3-(4~((3,4-t) 2R 2 ) (W) o}v] ) 7)ol €] €1-1-9)-2-(2,4-F) FF 2. 23 W)-1-(1H-1,2,4-
E7o}E-1-9) R E-2- &,

[0109] 85) (2R, 3R)-3-(4-((4-S 2 2-2-FF 29 d) (M E) opr| ) A A 2| & -1-2)-2-(2,4-TEF 229 d)-1-

mlu
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[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

(11,2, 4-E 2]} &-1-21) - gh-2-

36) (2R,3R)-

2-(2,4-9%

SSS0ol 10-1404862

29d)-3-(4-((2,4-"ZF 23 d) (M) ohr] =) A o 2 d-1-)-1-(1H-

1,2, 4-Eg|o}&-1-¢) Fek-2- %,

87) (2R, 3R)-3-(4-((4-SEE-3-FF 229 d) (v ) opv] =) 9 ] d-1-2)-2-(2, 4-HEF L 23 d)-1-
(1H-1,2,4-Ego}E-1-d) Fe-2-&,

88)  (2R,3R)-3-(4-((4-FEE-2-w Qo) (D) obm] 1) 9] o 2] - 1-20)-2-(2, 4-T] B2 2 23 W) - 1-(1H-
1,2,4-E o} E-1-9) P gh-2-2,

89) (2R,3R)-2-(2,4-HZF 223 d)-3-((1-(F g nd-2-2) ¥ | 2] I -4-L ) S A])-1-(1H-1, 2, 4-E g o}&-1-

D) e-2-2,

90) (2R,3R)-2-(2,4-1EF 29 d)-3-((1-9d A g d-4-L) S A])-1-(1H-1,2,4-EFo}&-1-Y ) -5~
2-%,

91) (2R,3R)-2-(2,4-t)ZF2 29 )-3-((1-(2-EF 2 29 d) I H g d-4-2 )3 A )-1-(1H-1,2,4-E ] o} =-
1-9) F-ek-2-2,

92) (2R,3R)-2-(2,4-T)ZF2 29 Y)-3-((1-(3-EF 229 d) I H g d-4-2 )3 A )-1-(1H-1,2,4-E ] o} =-
1-d)Fek-2-2,

93) (2R,3R)-2-(2,4-0) =20 2 Hd)-3-((1-4-ZF 2. 29 J) I F g d-4-2) A )-1-(1H-1,2,4-E & o} =~
1-d)H-E-2-8,

94) (2R,3R)-3-((1-(2-E2R A A H g d-4-L) ZA])-2-(2,4-TU EF 29 d)-1-(1H-1,2 ,4-E&| o} &~

-9 F-gh-2-2,

95) (2R,3R)-3-((1-(3-EZ=Z2Hd) I gl d-4-4) & A )-2-(2,4-U EF 22 9d)-1-(1H-1,2,4-E | o} &~

-9 F-gh-2-2,

96) (2R,3R)-3-((1-(4-E2 29 A A g d-4-L) ZA])-2-(2,4-TU EF 29 d)-1-(1H-1,2,4-E&| o} &~

-9 F-gh-2-2,

97) (2R, 3R)-3-((1-(2-B= R 3d) 9] 7| 2] d-4- ) o} 1) -2-(2 4-T] EF . 23 d )-1-(1H-1,2 , 4-E 2] o} &~

=) -2,

98) (2R,3R)-3-((1-(3-E 2RI H g d-4-d)2])-2-(2,4-1) ZF e 2Hd)-1-(10-1,2,4-E g o} =-

-9 F-gh-2-2,

99) (2R, 3R)-3-((1-(4-B 2= d) 3 A g d-4-L) 5A))-2-(2,4-H=F 2239 d)-1-(11-1,2,4-E g o} =~

=) 522,

100)  (2R,3R)-2-(2,4-H&EF 2 =3d)-1-(1H-1,2,4-Eg|o}E-1-9)-3-((1-(2-(Eg EF=H9) 3 d) ¥ 5

Z-4-) A

HE-2-5,

101)  (2R,3R)-2-(2,4-H&EF L =3d)-1-(1H-1,2,4-E 2| o}E-1-9)-3-((1-(3-(Eg ZF . =H9) 3 ) ¥ 5
YH-4-) A FE-2-&

102) (2R,3R)-2-(2,4-11 & F Q2 29 d)-1-(1H-1,2,4-Eg o} ZF-1-9)-3-((1-(4-(E| ZF 2 v &) | d ) 1] ¥

Z-4-) A

Bg-2-2,

103)  2-(4-(((2R,3R)-3-(2,4-HZF L 23d)-3-3} | =5A]-4-(1l1-1,2,4-E g o}E-1-d ) F-&-2-2) 54 7
dAejd-1-)nlzrel EY,

104)  3-(4-(((R,3R)-3-(2,4-1) BF- Q. 25 d)-3-50] = B Al -4-(1li-1,2, 4- 2] o} - 1-) 7-6-2-2 ) A1) 5]
A e-1-) M o] £,

105)  4-(4-(((2R,3R)-3-(2,4-HEF L 23d)-3-3} | E5A]-4-(1l1-1,2,4-E g o}E-1-d ) F-&-2-2) 54]) 7
HAed-1-Hnlzrel EY,

106) (2R,3R)-3-((1-(2,4-v F&2 29 d) g d-4-4) &) )-2-(2,4-t) ZF 2 29 d)-1-(1H-1,2,4-EF o} =
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[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

SSS0ol 10-1404862

-1-9) Fe-2-8,

107) (2R,3R)-3-((1-(3,4-"E =223 d) | d-4-) SA])-2-(2,4- Y EF L 23 d)-1-(11-1,2,4-E&|o}&
-1-d)FE-2-&,

108) (2R,3R)-3-((1-(4-F2=2-2-FF 249 d) I A d-4-¢) FA])-2-(2,4-1FF 22 9d)-1-(1H-
1,2,4-Egjo}&-1-U) Fek-2-2,

109) (2R,3R)-2-(2,4-1&F 223 d)-3-((1-(2,4-t ZF =29 ) I H g d-4-d)FA)-1-(1H-1,2,4-E & o}
Z-1-d)Fek-2-2,

110) (2R,3R)-3-((1-(4-E2=2-3-FF 249 d) I A g d-4-¢) FA])-2-(2,4-1FF 22 9d)-1-(1H-
1,2,4-Egjo}&-1-U) Feh-2-2,

111) (2R,3R)-3-((1-(4-E2=2-2-ve 3 d) I 2| d-4-D) A )-2-(2,4-Y ZEF 2 237 d)-1-(1H-1,2,4-E ¥
o}&-1-d) FE-2-2

112)

(2R,3R)-2-(2,4-H EF 2 29 d)-3-((1-(F 2| -2-d) A | 2| A -4-A) & A )-1-(1H-1,2,4-E 2] o} F-1-U ) F- Bk~
2-%,

113) (2R,3R)-2-(2,4-1UEF 2 29d)-3-((1-(5-wE ] gl d-2-d) I H 2] d-4-L ) %A )-1-(1H-1, 2, 4-E & o}
£-1-9) F-ek-2-2,

114) (2R,3R)-2-(2,4-T)ZF 2 23 d)-3-((1-(5-ZF 2 29 g d-2-d) g d g] d-4-9 ) 2] )-1-(1H-1,2,4-E
glofE-1-d) F-e-2-&,

115)  (R,3R)-3-((1-(5-2 223 ] 9-2-9) 3 5| 2] -4-90) $4))-2-(2,4- ) B2 230 ) -1-(1H-1,2,4-E 2]
oFE-1-9) Heh-2-&

116) (2R,3R)-2-(2,4-YEF229d)-3-((1-(3-vWE-5-(Eg| ZF o2 E) I gl d-2-d) I 2| d-4-L) =
AD-1-(1H-1,2,4-Eg]o}E-1-) Fe-2-&,

117) (2R,3R)-2-(2,4-1EF 23 d)-3-((1-(5-HE I g d-2-d) I A g H-4-L ) $A)-1-(1H-1,2,4-E
o}E-1-A) Fet-2-&

118) (2R,3R)-2-(2,4-0) =20 2 Hd)-3-((1-(5-ZF ¢ 29 grd-2-4) I & d-4-2 ) 2] )-1-(1H-
1,2, 4-Egjo}ZF-1-9) Fek-2-8

119) (2R, 3R)-3-((1- (-2 =2 I g rd-2-d) v o 2l d-4-) FA])-2-(2,4-H ZF =9 d)-1-(1H-1,2,4-E
#obE-1-9) R eh-2- 2,

120) (2R,3R)-3-((1-(5-R.2 Ry gnd-2-) 3 ¥ 2| g-4-U )2 A] )-2-(2 4-U ZF 2 27 d)-1-(1H-1,2,4-E
golE-1-d) Fek-2-2,

12D (2R,3R)-2-(2,4-HZF 23 d)-1-(1H-1,2,4-E2]o}E-1-)-3-((1-(4-(EgEF =2 d ) ¥ v d -
2-) 9 e d-4-) S A FH-2-2,

122)  (2R,3R)-2-(2,4-H1 ZF & 2 9)-3-((1-(2-Z5 & 2 9) 9] 9 2] fl-4-20) o] )~ 1= (11,2, 4-E 2] o}
-1-9) Rk g,

123)  (2R,3R)-2-(2,4-YEF 225 9)-3-((1-#d 9 A gl dd-4-) o} 1] = )-1-(1H-1,2,4-E 2| o} F-1-U ) F- ¥k~
2-%,

124)  (R,3R)-2-(2,4-T EF 2 29 W)-3-((1-(3-FF 0 2.9 ) 3 9 2 ¥-4-2) o] 1)-1-(1H-1,2, 4-E 2] o} 5
SEIL S

125)  (2R,3R)-2-(2,4-F1 EF & 2 d)-3-((1-(4-Z5 & 29 9) 9] 9 2] fl-4-20) o] )~ 1= (11,2, 4-E 2] o}
-1-9) Rk 2,

126) (2R,3R)-3-((1-(2-E=2=29d) I gl d-4-Y)o}H| =)-2-(2,4-1 ZFF 229 d)-1-(1H-1,2 ,4-E | o} &~
1-g)Hek-2-2,
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[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]

[0168]

[0169]

[0170]

[0171]

SE53 10-1404862
127) (2R, 3R)-3-((1-(3-E2 =2 ) I g d-4-L) o} :=)-2-(2,4-T EF 2 27 d)-1-(11-1,2,4-EZ| o} &~
1) Feh-2-2,

128) (2R, 3R)-3-((1-(4-E2 =2 ) A H g d-4-L) o} :=)-2-(2,4-T EF 2 27 d)-1-(11-1,2,4-E&| o} &~
1) Feh-2-2,

129) (2R, 3R)-3-((1-(2-B 2R ) g d-4-d) o} :=)-2-(2,4-T EF 2 25 d)-1-(11-1,2,4-E&| o} &~
1) Fe-2-3,

130) (2R,3R)-3-((1-(3-E2xdAd) 9 g d-4-) o} x)-2-(2, 4-t) ZF 2. 29 d)-1-(1H-1,2, 4-E & o} =~
1) Fe-2-3,

131) (2R,3R)-3-((1-(4-P2rHd) I 2 d-4-Y)o}n| =)-2-(2,4-t] FF 2 29 d)-1-(1H-1,2,4-E gl o} F-
1) Fe-2-3,

132) (2R,3R)-2-(2,4-T) =229 2 Hd)-1-(11-1,2,4-Eg o} Z-1-2)-3-((1-(2~(EF ZF ¢ 2 v &) F d ) 9] 7
E]T‘L]__—4 ??]_)O]’U]-J—)T]ﬂ' 2 =

133) (2R,3R)-2-(2,4-T)ZF 2 23d)-1-(1H-1,2,4-Ego}ZF-1-4)-3-((1-(3-(Eg| Z=F o2 v e) ¥ d) 1 7
g -4-)opr) ) Fek-2-&

134) (2R,3R)-2-(2,4-t) ZF 0 2 9d)-1-(1H-1,2,4-Egjo}ZE-1-9)-3-((1-4-(Eg ZF o 2 d) 3 d ) ¥
g -4-)opr) ) Fek-2-&

135)  2-(4-(((2R,3R)-3-(2,4-t] & F 2 29| d)-3-3}o| =FA|-4-(1l-1,2,4-E o} Z-1-Y ) F&h-2-) o} 1| i)
o d-1-d) iz o] EY

136)  3-(4-(((2R,3R)-3-(2,4-H&FF L 23| d)-3-3Fo| =5 A|-4-(11-1,2,4-E 2| o}L-1-A) F-&-2-) o] i)
g gd-1-d)lz o] EY

137)  4-(4-(((2R,3R)-3-(2,4-UEF 2 2 d)-3-3}0]| =FA]-4-(1H-1,2,4-E ] o}&-1-d) F-eh-2- ) o} v )
v gd-1-d)Hlz o] EY
138) (2R,3R)-3-((1-(2,4-vjE2 29 d) I H g d-4-d ) o}r| =)-2-(2,4-t] EF 2 29 d)-1-(1H-1,2,4-E g o}

F-1-9) P e-2-2,

139) (2R,3R)-3-((1-(3,4-tjE2 29 d) I H g d-4-d ) o}r| =)-2-(2,4-H] EF e =9 d)-1-(1H-1,2,4-E o}
E-1-d)F-ek-2-8,

140) (2R, 3R)-3-((1-(4-Z2R-2-FF 225 d)d 2| d-4-)o}r| 1=)-2-(2 4-H EF 223 d)-1-(1H-
1,2 4-EgjolE-1-d) Fe-2-&,

141) (2R,3R)-2-(2,4-t] & F 2299 )-3-((1-(2,4-"EF L =23 d) gl d-4-d ) o} = )-1-(11-1,2,4-E &
olZ-1-Y) Fek-2-2

142)  (2R,3R)-3-((1-(4-F22-3-ZFF o 2 d) I d g d-4-d)oln 1x)-2-(2,4-T) FF e 25 d)-1-(1H-
1,2, 4-Egfo}&-1-9) - e-2-2,

l

143) (2R, 3R)-3-((1-(4-E22-2-vddd) I 7 gl t-4-U) o} 1| ) -2-(2,4-T EF- 2 29 d)-1-(1H-1,2,4-E
golE-1-Y) Fek-2-2

144) (2R,3R)-2-(2,4-v1&F 2 29 d)-3-((1-(F g v-2-) I 8] e -4-Y ) o}w| 1= )-1-(1H-1, 2, 4-E #| o} Z-1-
) Fek-2-8,

145) (2R,3R)-2-(2,4-T) & F 225 d)-3-((1-(5-vE I g d-2-d) I F 2| Tl -4-L ) o} ] 1= )-1-(1H-1,2,4-EF]
o}Z-1-Y) F-ek-2-2

146) (2R,3R)-2-(2,4-T)Z2 9 2 #d)-3-((1-(5-ZF ¢ 29 g H-2-9) 9] # & d-4- ) o} 1] 1= )-1-(1H-
1,2,4-Eg]o}E-1-9)Feh-2-5,

147) (2R,3R)-3-((1-(5-Z 22y gd-2-d) v A gl d-4- ) o}u| =)-2-(2,4-U| Z2F 2 2 ¥ )-1-(1H-1,2,4-E
gopE-1-Y) Fek-2-2
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[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

[0192]
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148) (2R,3R)-2-(2,4-T) = F 9 23 d)-3-((1-(3-WE-5-(Eg| ZF o 2 e) 3 g gd-2-2) 3] 7 2| g -4- ) o} 7]
%)-1-(1H-1,2,4-Edo}&-1-Y) L E-2-&

149) (2R,3R)-2-(2,4-t)ZF 2 =9 d)-3-((1-(F gud-2-) g gl P -4-Y ) o} .= )-1-(1H-1, 2, 4-E 2] o} Z-
1) Fe-2-3,

150) (2R,3R)-2-(2,4-H &F 0 29 d)-3-((1-(5-FE I glu|d-2-d) A #| g d-4-Y) o} = )-1-(1H-1,2 4-E
YolE-1-Y) Fek-2-2

151) (2R,3R)-2-(2,4-T) =229 29 d)-3-((1-(5-Z=F ¢ 29 g 7 d-2-) 9] F & -4~ ) o} 1] 1= )-1-(1H~-
1,2, 4-Eg]o}ZH-1-Y) Fek-2-2

152) (2R,3R)-3-((1-(5-F=Z =2y g rd-2-<)J A g d A )olm] 4=)-2-(2,4-HEF 299 )-1-(1H-
1,2,4-Ee]o}&-1-) P §h-2-2,

153) (2R, 3R)-3-((1-(5-R2 R3] g tl-2-) 3| 5 2| Tl -4~ ) o} 1| 1) -2~ (2, 4-T] EF- 2 2 5 d )-1-(1H-
1,2 4-Egjo}E-1-) Feh-2-%,

154) (2R,3R)-2-(2,4-T)ZF 2 23d)-1-(1H-1,2,4-Ego}ZF-1-4)-3-((1-(4-(Eg| =F o2 v e) v g u d-
2-d) g d-4-d) o) o) F-ek-2-8

155) (2R,3R)-2-(2,4-T1&F 2 =9 d)-3-(WEd (1-d 49 H g d-4-Y) o} = )-1-(1H-1, 2, 4-E g o} Z-1-d) F
e-2-&,

156) (2R,3R)-2-(2,4-T)=ZF 9 23 d)-3-((1-(2-ZF ¢ 29 Jd) I g d-4-2) (d &) o} .= )-1-(1H-1,2,4-E
YopE-1-Y) Fek-2-2

157) (2R,3R)-2-(2,4-v1 & F Q0 29 d)-3-((1-(3-F =¥ d) I A g d-4-d) (&) o} = )-1-(1H-1,2 ,4-E
glo}&-1-Y) Fe-2-8,

158) (2R,3R)-2-(2,4-T1&F 2 29 9d)-3-((1-4-ZF =9 d) g d-4-d) (v &) o}m) = )-1-(1H-1,2 ,4-E
golE-1-9) F-ek-2-&,

159) (2R,3R)-3-((1-(2-EZ229d) I 2|d-4-¢) (H &) o}m] =)-2-(2,4- EF L =29 d)-1-(1l1-1,2,4-E &
O]—%_l %’]_)l?‘% 2 =

160) (2R,3R)-3-((1-(3-EZ2Z29d) I 2|d-4-¢) (H &) o}m] =)-2-(2,4- EF L =29 d)-1-(1l1-1,2,4-E &
o}E-1-Y) Fek-2-2

161) (2R,3R)-3-((1-(4-ZF 22 D) A g d-4-d) (M) o}pr| :=)-2-(2 4-TEF 2 =29 d)-1-(1H-1,2,4-E 7
o} E-1-9) HE-2-2,

162) (2R,3R)-3-((1-(2-P2rHd) I 2 d-4-L) (H &) o}r =)-2-(2,4-0 EF L 29 d)-1-(111-1,2,4-E &
olZ-1-Y) Fek-2-2

163) (2R,3R)-3-((1-(3-R2rHd) I 2 d-4-¢) (H &) o}m =)-2-(2,4-0 EF L 29 d)-1-(111-1,2,4-E &
olZ-1-Y) Fek-2-2

164) (2R,3R)-3-((1-(4-P2rId) I 2 d-4-<) (H &) o}r =)-2-(2,4-0 EF L 29 d)-1-(111-1,2,4-E &
o}Z-1-Y) F-ek-2-2

165)  (2R,3R)-2-(2,4-t&F L 29d)-3-(ME (1-(2-(EZF e 2re) 3 d) ¥ 7l el d-4-< ) o} ] 2= ) - 1-(1H-
1,2, 4-Egjo}&-1-4) F-eh-2-&

166)  (2R,3R)-2-(2,4- “4 Z2F2299d)-3-(ME(1-G-(EEF 2 ) d) I o 2l d-4-d) o} 1] =) -1- (1~
1,2, 4-Egfo}&-1-9) - e-2-2,

167) (2R,3R)-2-(2,4-t]ZF Q29 d)-3-(HE (1-4~(EF EF 2 e)ad) I o gl d-4-< ) o} 1| .= )-1- (11~
1,2,4-Eg]o}E-1-9)Feh-2-5,

168)  2-(4-(((2R,3R)-3-(2,4-t] ZF Q2 23| d)-3-3} 0| =F A -4~ (11-1,2,4-E 2o} E-1-Y ) F-e-2-A ) (H & ) o}
) d-1-Y)dlz Lol EY
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[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

[0207]

[0208]

[0209]

SE=53 10-1404862
169) 3-(4-(((2R,3R)-3-(2,4-Y)FF 22 d)-3-3} | =FA|-4-(1H-1,2,4-EFo}Z-1-4) F-&t-2-4) ([ &d ) o}
1) 9 Hf| g d-1-) e EY
170)  4-(4-(((2R,3R)-3-(2,4-t] & F 2 29| d)-3-3} 0| =FA|-4-(1l-1,2,4-EZ|o}Z-1-d ) F-&t-2-d) (W E) o}
v )9 d-1-g )Ml x Lo ER
171) (2R,3R)-3-((1-(2,4-v)ZF =2 =) v g d-4-4) (d &) o} 1=)-2-(2,4-t) Z2F 2 =3 d)-1-(1H-1,2,4-

EgobE-1-9) Rt E-2-&,

172) (2R,3R)-3-((1-(3,4-vjZ 229 d) v H g d-4-d) (&) o}r] :=)-2-(2,4-U ZF 2 29 d)-1-(11-1,2,4-
EgjoE-1-d) i e-2-2,

173) (2R,3R)-3-((1-(4-FE2E-2-ZF ¢ 2ud) v u g d-4-d) (&) o} :=)-2-(2,4-TZF 2o 2 d)-1-
(1H-1,2,4-E]o}&-1-) F-&-2-2,

174) (2R,3R)-2-(2,4-01Z2F 2 29 d)-3-((1-(2,4-" ZF =23 d) 97 g Dd-4-2) (&) o}m] 3= )-1-(1H-
1,2 4-Egjo}E-1-) Feh-2-2,

175) (2R,3R)-3-((1-(4-Z22-3-Z2F 2 2dd) v H g d-4-d) (&) o}r] =)-2-(2,4-1]
(1H-1,2,4-E]o}E-1-) - &-2-2,

i

FoEdAd)-1-

176) (2R,3R)-3-((1-(4-F =2 2-2-vd ¥ d) g d-4-2) (H &) o}n| 1= )-2-(2,4- ZF 2 & Y )-1-(1H-
1,2,4-E@o}E-1-9) - e-2-&,

177) (2R,3R)-2-(2,4-t1ZF 2 28 d)-3-((1-A 4 9 o g P¥-3-2 ) o} 1| .= )-1-(1H-1, 2, 4-E ] o} Z=-1-Y ) K&
2-%,

178) (2R ,3R)-2-(2,4-0) =29 29 d)-3-(3- (A Dol =) F S d-1-Y)-1-(11-1,2,4-E ] o} Z-1-Y ) F-El-
2-%,

179) (2R,3R)-3-((R)-3-(4-ZZ2H|=5A) I & d-1-4)-2-(2,4- FF 29 d)-1-(1-1,2,4-E g o} F-

-d)Fe-2-&, o

180) (2R,3R)-3-((S)-3-(4-ZZ22H|=5A) I & d-1-4)-2-(2,4-g FF 229 9)-1-(1-1,2,4-E g o} F-
1) e-2-2

L3, A7) e 12 FAEE SEL v gAE EEsta o, &, 38 19 F3tEdA 2 2 C3
A= v ghzA B ubgo)] wE 33tES (2R, 3R) - G o R =43 3gEo|tt. uEA E o
oAl B3] AR ofYstE o, & U] e 0|59 Fslo|dHAANA = 33,

Tk 2 dgo) w2 315k 19| FEL oZEH Axd F Jde FIE E SusEr ¥3sih

EY, B owEe A7) aEhA 12 AsE dehE, EE old] ofFHom §87ted de fFadiom ¥d
dhe A S FohH 2 =S Avdr

Aot Ee sk 19 3EE, ol dAEHow FErbee 4, o|dEA, FIE E fustEe, 5%
FAFA A AN HHAAES Zr] wiol, ZotH(Candida spp.), ob¥@e A (Aspergillus spp.), ZH
EFdA2 W EEZWA(Cryptococcus neoformans) L Ew] A3bo)E(Trichophyton spp.) 59 thekst AaA 7+
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[0211]

, AT, g2a, &

T
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glop=at B Z1o] wha)

Agtd, Exprizts, WddEgz2=, JEF JHEAM

Tl ~E,

A
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Aol E,
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Pjo
!
T

9g, 3O FFE, Ty, 4, oie

o Folgre AzH
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Plo
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BT % FAA Y

0.05 mg/kg/day WA 100 mg/kg/day=

A=

mg/kg/day WA 200 mg/kg/day, Hth vpghZ]
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[0214]

[0215]
[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]

[0224]

SSS0l 10-1404862

(W82 1]
N
-
QN,\N
oH
L,
Ar R,B
2
1a
N
N B
ol [
N\
Ar
1b
N
-
7N
N oHf /O\‘
o] B
Ar
1c
N
-
Y
N o
paas
Ar B
1d
471 W2 1o0A Ry, Ry, BE %A Ald npe gon], 4] 7Azbe] w4l Su) E vl A5l

7] 3}eka 29] o EFAEE FA FAUER, oAE 5o B [Chem. Pharm. Bull., Tasaka®], 1993, 41(6),
1035-10421 71 AE W) upel Az 4 o,

d7) B4 3a, 3b, 3¢ HEi= 3de] BghEX sHebA 29 Sekw 12¢ Wetel 1 WA 3 El sjdelhe o
AHgE= Aol nhghA s

o, FAAR] dEs FAUEF®Na), Bk

47 @rlee B FA97) EE R sle.
ool i 18-t o xpul A 22 ([5,4,0] &0 A~

[<5]
F(K005) EE WEAUVEE(MeONa) 59 F7)97); ==
7A(DBU) 59 719718 & 5 2
A7) A EFwje eEFHIRGC)E(LICI0), 2FHZRANEWNACIO), EEHFH IR )EKCI0), AwHZ
2HJE(CsCIO) & AHEE = U,
A7) shetal 19 FFES A Fsly] YT WS wkSgu] Fo|A AAEE= AHo] ulEAEH, FA|Ho T )

g, odgs, oMEYEH, YA, HudixFein=, fuddFRAL, HESSEEFd o 4
718 FollA AAlE= Aol Ert

T 3] v B fUIsd dbg WHE o] 83t AY, wlelARTE o83 AUIE Bl AAE
RS AE 30 WX 200C] ¥HS L%oA], 28 U1K 24A17F ot wulslo] &)

Y, B EwWe 8by] kA 20 dERd whel o], A7) sEh 12 fAEE Sg= (3 1014, A7
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[0225]

[0226]
[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

SS90l 10-1404862

N7 N
LN \-B Y 5
oy O tor ()
N Kf)\N
o H R;—X .

\ U\ o\
4 N
REAP L. L
Ar A R,
11
1h
A7) wbga 20014 Ar, Ry ¥ B A Ao niep Zom, R WEelx, X& A, wighASAE Br e

(<0

A7) gska] led 1fE A 237 93 oAb bEe 2 171 98 AFAolwrR 28] =2 = (NaCNBH,), 2
FEYoIHEA B 23] =2 =(Na(0Ac)sBH), B #-32] Y (BHs-Pyridine) 52 3dA] sl Elelw(1V) o]AX R

(Ti(i-Pr0)y) 9 #&LFA=E AR 5= 9L

[e]
A=

oBL

74

-

}7] &g 1gyt 1hE A x3sH7] 918 eEEE (KC03), BRI EFNa,(0;) & FAUEFNa) 52 F71%
7] 2734 8o HWEoy HER wEy) wEAI7)AY, Ee AFAo-E 23 =2 = (NaCNBH,), AFEF

©:

s

OLAI % A B3 E 2] = (Na(0AC) BN S] EAIBkol CLAEM, AAF Ei TEA Fol oM AA0lA EEoHI=
£ Apgatel HgAd 4 .

47 BekA) 19 SRS Az A1 wge g EulFlA AAHE o] migAse, TALoRE v
g, oeg, JHEIEL, Yuls A, \—4 WYLl s, CudaEAs, HEdS R Sel 457
gl FolA AAHE Ae] Eut,

EE 7] WS BAAQ V1A g RS olgaU, nlelAnsE o) gd

715 F3 AN
=]

(e}
gl o H
glom 0 WA 200C, Ht} vEAE A= 30 WA 200C 9 WHS 2xoA], 28 YA 24A17F F<¢F wwks}
SFA o

9
RN

wigel 2y

B owge] WE EeiclE GEAL 99T AN AAN FAAS A, bR Awd 29 Ane Aw
9 ool f8alA 48R & ol

wgg YAl Aok FAF g

olsh, B wHe a7) Axdel olete] wrh FAeA AwelaA @k w, 7] ANelE B wEe o5
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[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]

[0246]

[0247]

SSS0l 10-1404862

)
ot
oy
e
M
(i
i
o,
1o
a2
)
N
N
%)
et
)
o
fetl
S
ol

g e ok,

AN 1 (R,3R)-2-(2,4-H EF LA Y)-3-(4-(4-FF L 233 A) 32 B-1-0)-1- (11,2, 4-EF o} &-
1-9) R -2-29 A=

nto] 223 ¥hg &) 4-(4-FF L2 A I A2 (180.5 mg, 0.92 mmol)S Wil oPHMEYUEZHA nL)ddl &
gA171 %, dEHEZUIE(133.4 mg, 1.25 mmol) 2}
1-(((2R,3R)-2-(2,4-1 & F 2 2Hd)-3-vd A &#-2-2) ¥ &)-11-1,2,4-E2]o}Z(126.0 mg, 0.48 mmol)S 7}
g &, 160TCelA 303 &< HMELEJ% ZAbete] HhgAITl & wbES FAA < At stelA E
A7), ofld olAElo]ER 3% F ZHF9 2FER AFEY {7 £dFe B, 2EE 771
BuSS T Al delA dx % 5 4 AREs AYHE aEvE
g s Feke] wE AAske] A wA deje] A ShES FESFUATHEE 42 9).

1H—NMR(CDClg, 300 MHz) & 8.00(s, 1H), 7.78(s, 1H), 7.53-7.44(m, 1H), 6.98-6.91(m, 2H), 6.86-6.69(m,

4H), 5.34(bs, 1H), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.25-4.11(m, 1H), 3.02-2.89(m, 2H),
2.62-2.59(m, 2H), 2.28-2.20(m, 1H), 1.98-1.93(m, 2H), 1.85-1.72(m, 2H), 1.00-0.96(d, 3H).

g7) A el 1ol M oF frAgE e s AAlste], ahr] AAld 2 WA 339 shgt=S A7 dskelt.

AAld 20 (2R,3R)-2-(2,4-HEF L 299)-3-(4-H=5A o2 d-1-)-1-(11-1,2,4-E 2| o}&-1-) v eh-2-&
o A=
'H-NMR(CDCL3, 300 MHz) & 8.00(s, 1H), 7.78(s, 1H), 7.35(m, 2H), 7.01(m, 2H), 6.78(m, 4H), 5.34(bs,

1H), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.92(m, 2H), 2.60(m, 2H), 2.24(m, 1H),
1.95(m, 2H), 1.79(m, 2H), 0.99(d, 3H).

AAE 3 (R,R)2-(2,4- T B0 2:Y)-3-(4-(2-Z 0 2ol 5A) W A2 T-1-0)-1-(18-1,2,4-E ] o} &
1-) R e-2-29 Az
1H—NMR(CDC13, 300 MHz) & 8.02(s, 1H), 7.78(s, 1H), 7.48(m, 1H), 7.01(m, 2H), 6.78(m, 4H), 5.34(bs,

M), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.60(m, 2H), 2.24(m, 1H),
1.95(m, 2H), 1.79(m, 2H), 0.99(d, 3H).

AAldl  4: (2R,3R)-2-(2,4-UEF L2 H)-3-(4-(3-SF L 2H A I H g d-1-Y)-1-(1H-1,2,4-E g o} =~
1-d)He-2-29 A=z

1H—NMR(CDC13, 300 MHz) & 8.00(s, 1H), 7.75(s, 1H), 7.48(m, 1H), 7.02(m, 2H), 6.78(m, 4H), 5.34(bs,

1H), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.53(m, 2H), 2.24(m, 1H),
1.95(m, 2H), 1.79(m, 2H), 0.99(d, 3H).

AANd 5 (2R,3R)-3-(4-(2-Z==HZA)AH Y Hd-1-¢)-2-(2,4-t| 2 0 2 Hd)-1-(1H-1,2,4-Eg o} =-1-
A Rg-2-89 A=
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[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

[0259]

[0260]

SSS0ol 10-1404862

1H_NMR(CDC13, 300 MHz) & 8.02(s, 1H), 7.88(s, 1H), 7.48(m, 1H), 7.01(m, 2H), 6.78(m, 4H), 5.50(bs,

1H), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.60(m, 2H), 2.24(m, 1H),
1.95(m, 2H), 1.79(m, 2H), 0.99(d, 3H).

AN 6 (R,B)-3-(4-(-FE2EAXA) AN D-1-D)-2-(2,4-U EF L2 D)-1-(1H-1,2, - o} -1-
Drd-2-29 Az
1H—NMR(CDClg, 300 MHz) & 8.00(s, 1H), 7.82(s, 1H), 7.48(m, 1H), 7.02(m, 2H), 6.78(m, 4H), 5.50(bs,

1), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.53(m, 2H), 2.24(m, 1H),
1.95(m, 2H), 1.79(m, 2H), 0.99(d, 3H).

AAe 70 (2R,3R)-3-(4-(4-ZE2HSAD I H I U-1-9)-2-(2,4-t) Z2F . 2Hd)-1-(1H-1,2,4-E g o} =-1-
d)FEe-2-29 A=

1

H-NMR(CDCls5, 300 MHz) & 7.99(s, 1H), 7.78(s, 1H), 7.49-7.44(m, 1H), 7.22-7.19(m, 2H), 6.82-6.70(m,

4H), 4.85-4.82(m, 2H), 4.82(s, 1H), 2.96-2.92(m, 2H), 2.63-2.60(m, 2H), 2.26-2.24(m, 1H), 1.98-1.93(m,
2H), 1.80-1.74(m, 2H), 0.98 (d, 3H).

AN 8 (2R,3R)-3-(4-(2-EERISA) A d-1-9)-2-(2,4-IFF 2 25d)-1-(1H-1,2,4-E| o} &-1-
A)Fe-2-29 A=
'H-NMR(CDCI;, 300 MHz) & 8.10(s, 1H), 7.91(s, 1H), 7.48(m, 1H), 7.05(m, 2H), 6.87(m, 4H), 5.52(bs,

M), 4.90(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.95(m, 2H), 2.60(m, 2H), 2.24(m, 1H),
2.01(m, 2H), 1.81(m, 2H), 1.10(d, 3H).

AAd 9: (2R,3R)-3-(4-(3-EHEEIH=A) I HEd-1-Y4)-2-(2,4-H ZSF 2.2 ¥d)-1-(1H-1,2,4-E & o} =-1-
d)Hek-2-89 Az
H-NMR(CDCls, 300 MHz) & 8.00(s, 1H). 7.82(s. 1H). 7.48(m, 1H), 7.02(m. 2H). 6.78(m, 4H), 5.50(bs.

1H), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.53(m, 2H), 2.24(m, 1H),
1.98(m, 2H), 1.79(m, 2H), 1.09(d, 3H).

A A4 10:
(2R,3R)-3-(4-(4-BE 2RI SA) A H g d-1-9)-2-(2,4-J EZF 229 9)-1-(18-1,2,4-EFo}&-1-9) ¥ &-2-&
9 A=

"H-NMR(CDCls, 300 MHz) & 8.00(s, 1H), 7.81(s. 1H), 7.48(m, 1H), 7.02(m, 2H). 6.78(m, 4H), 5.48(bs,

M), 4.87(d, 1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.41(m, 2H), 2.24(m, 1H),
1.98(m, 2H), 1.79(m, 2H), 1.0(d, 3H).

AAe 11: (2R,3R)-2-(2,4-T)ZF 2 29 d)-1-(11-1,2,4-E& o}Z-1-¥)-3-(4-(2-(E ZF o 2 ) ¥ =A])
g d-1-g) Fe-2-29 A=

1H—NMR(CDCI;;, 300 MHz) & 7.89(s, 1H), 7.73(s, 1H), 7.48(m, 3H), 6.87(m, 4H), 5.52(bs, 1H), 4.90(d,

1H, J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.95(m, 2H), 2.60(m, 2H), 2.24(m, 1H), 2.01(m, 2H),
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[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

SSS0ol 10-1404862

1.81(m, 2H), 0.97(d, 3H).

AA 120 (2R,3R)-2-(2,4-HEF L 25d)-1-(11-1,2,4-E&o}&-1-U)-3-(4-(3-(EF EF 22 E) 7= A])
W d-1-9) B e-2-29] Az
'H-NMR(CDC1,, 300 MHz) & 7.92(s, 1H), 7.73(s, 1H), 7.51(m, 3H), 6.78(m, 4H), 5.50(bs, 1H), 4.87(d, 1H,

J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.91(m, 2H), 2.53(m, 2H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 0.98(d, 3H).

Ao 13: (2R,3R)-2-(2,4~ %“Er‘girﬂ]‘é)—l—(lH—l,z,zl—EﬂO]—%—l—oé)_3_(4_(4_(E‘3];Ei__ergitq]g)rd]_}%}\])
A5 ed-1-9) Fe-2-g ) A%

1

H-NMR(CDCl;, 300 MHz) & 7.98(s, 1H), 7.78(s, 1H), 7.52-7.45(m, 3H), 6.94-6.91(d, 2H), 6.79-6.69(m,

2H), 4.85-4.83(q, 2H), 4.33(s, 1H), 3.03-2.93(m, 2H), 2.66-2.63(m, 2H), 2.29-2.27(m, 1H), 1.98-1.97(m,
1H), 1.86-1.77(m, 3H), 0.97(d, 3H).

AAld 140 2-((1-((2R,3R)-3-(2,4-H EF L 239 )-3-3}o| EFA-4-(1H-1,2,4-E 2| o} E-1-U ) F&-2-4) ¥} 9]
ga-4-D)SA) Mz ELY A=
'H-NMR(CDC3, 300 MHz) & 8.10(s, 1H), 7.91(s, 1H), 7.63(m, 3H), 6.96(m, 4H), 5.68(bs, 1), 4.87(d, 1H,

J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.94(m, 2H), 2.58(m, 2H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 1.09(d, 3H).

AA 15: 3-((1-((2R,3R)-3-(2,4-UZF 2 2 ¥d)-3-8lo]| =2 A]-4-(1H-1,2,4-E g o}=-1-¢ ) F-&-2-4 ) 9] ¥
Fd-4-A) S AR EH Y A%
"H-NMR(CDC1s, 300 MHz) & 8.10(s. 1H), 7.90(s. 1H). 7.68(m, 3H). 6.96(m, 4H), 5.70(bs. 1H), 4.87(d. 1H,

J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.95(m, 2H), 2.62(m, 2H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 1.09(d, 3H).

AAe] 160 4-((1-((2R,3R)-3-(2,4-T| 2 Q 2 5| J)-3-5to| =2 A|-4-(1H-1,2,4-E 8] o}&-1-2 ) B g}-2-9 ) 1] o]
Pd-4-Y) ANz ELY A=

1H—NMR(CDC13, 300 MHz) & 8.11(s, 1H), 7.92(s, 1H), 7.71(m, 3H), 6.96(m, 4H), 5.70(bs, 1H), 4.87(d, 1H,

J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.95(m, 2H), 2.62(m, 2H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 1.12(d, 3H).

AAld 170 (2R,3R)-3-(4-(2,4-HEZZHFHA) A E|d-1-Y)-2-(2,4-UZSF L 2¥d)-1-(1H-1,2,4-E & o} Z-
1-g)BE-2-89 AZ

1H—NMR(CDC13, 300 MHz) & 8.13(s, 1H), 7.90(s, 1H), 7.59(m, 2H), 6.61(m, 4H), 5.70(bs, 1H), 4.87(d,

1H), 4.80(d, 1H), 4.18(m, 1H), 2.95(m, 2H), 2.52(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.10(d, 3H).

AAd 18: (2R,3R)-3-(4-(3,4-"UE==F A IS d-1-9)-2-(2,4-0=ZF 2 23d)-1-(1H-1,2,4-E & o} =-
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[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

S=S5| 10-1404862
1-9)Fe-2-2¢ Az

1H—NMR(CDClg, 300 MHz) & 8.12(s, 1H), 7.89(s, 1H), 7.61(m, 2H), 6.61(m, 4H), 5.70(bs, 1H), 4.87(d,

1), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.36(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.12(d, 3H).

AA G 19: (2R,3R)-3-(4-(4-F22-2-FF9 2ol %A 2] W-1-9)-2-(2,4-T EF 2 2o Y)-1-(18-1,2,4-E
FobE-1-) R e-2-9] A=
IH—NMR(CDCI;;, 300 MHz) & 8.12(s, 1H), 7.90(s, 1H), 762(m, 2H), 6.81(m, 4H), 5.70(bs, 1H), 4.87(d, 1H),

4.80(d, 1H), 4.18(m, 1H), 2.95(m, 2H), 2.52(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H), 1.08(d,
3H).

AAd 20: (2R,3R)-3-(4-(2,4-YEF L =2HFA)AHEH-1-9)-2-(2,4-tEF L =2Hd)-1-(18-1,2,4-E&]o}
Z-1-9)Fe-2-29 A=z
"H-NMR(CDCls, 300 MHz) & 8.12(s. 1H). 7.89(s. 1H), 7.61(m, 2H). 6.61(m, 4H), 5.70(bs. 1H), 4.87(d,

1H), 4.80(d, 1H), 4.18(m, 1H), 2.94(m, 2H), 2.31(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.10(d, 3H).

AAle 210 (2R,3R)-3-(4-(4-EEEZ-3-TFZH =AY HEd-1-9)-2-(2,4-1&F .29 d)-1-(11-1,2,4-E
glo}E-1-d) Fe-2-29 Ax
H-NMR(CDCls, 300 MHz) & 8.12(s, 1H), 7.99(s, 1H), 7.72(m, 2H), 6.61(m, 4H), 5.70(bs, 1H), 4.87(d,

1H), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.59(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.09(d, 3H).

AAe 220 (2R,3R)-3-(4-(4-ZZ=2-2-vdHEA]) g d-1-9)-2-(2,4-1] ZFF 225 d)-1-(18-1,2,4-E & o}
E-1-9)Be-2-89 A=F

1H—NMR(CDC13, 300 MHz) & 8.12(s, 1H), 7.99(s, 1H), 7.42(m, 2H), 6.91(m, 4H), 5.70(bs, 1H), 4.87(d,

1), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.59(m, 2H), 2.24(m, 1H), 2.15(s, 3H), 1.98(m, 2H),
1.79(m, 2H), 1.09(d, 3H).

AAle] 230 (2R,3R)-2-(2,4-HEFL29d)-3-(4-(Fd-2-d A A H g d-1-9)-1-(1H-1,2,4-E & o} =~
1-4)F&-2-&9 A=

1H—NMR(CDC13, 300 MHz) & 8.32(s, 1H), 7.98(s, 1H), 7.66(m, 3H), 6.94(m, 4H), 5.70(bs, 1H), 4.87(d, 1H,

J=14.4Hz), 4.80(d, 1H, J=15.2Hz), 4.18(m, 1H), 2.95(m, 2H), 2.62(m, 2H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 1.12(d, 3H).

AAE 24: (2R,3R)-2-(2,4-UZF 2 =#d)-3-(4-((5-WE g d-2-Q)2A) I8 d-1-9)-1-(16-1,2,4-E8)
o}&-1-9)Re-2-29] A=

IH_NMR(CDClg, 300 MHz) & 8.30(s, 1H), 7.91(s, 1H), 7.42(m, 2H), 6.94(m, 4H), 5.70(bs, 1H), 4.87(d,

_33_



[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

[0293]

[0294]

[0295]

[0296]

[0297]

[0298]

[0299]

S=S0ol 10-1404862

1H), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.59(m, 2H), 2.31(s,,3H), 2.24(m, 1H), 1.98(m, 2H),
1.79(m, 2H), 1.09(d, 3H).

AAd 25: (2R,3R)-2-(2,4-UE29 29d)-3-(4-((5-EF 229 P-2-U) LA 9 o g H-1-9)-1-(18-1, 2, 4-
EgolE-1-D)RE-2-29 Ax
H-NMR(CDCls, 300 MHz) & 8.30(s. 1H), 7.91(s. 1H), 7.42(m, 2H). 6.94(m, 4H), 5.70(bs. 1H), 4.87(d,

1), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.59(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.09(d, 3H).

AAle] 26: (2R,3R)-3-(4-((5-F229FH-2-4)SA) YA d-1-9)-2-(2,4-0 EF .29 d)-1-(11-1,2,4-E
golE-1-Y) Bek-2-29] Az
'H-NMR(CDCls, 300 MHz) & 8.32(s, 1H), 7.98(s, 1H), 7.49(m, 2H), 6.94(m, 4H), 5.70(bs, 1H), 4.87(d,

1H), 4.80(d, 1H), 4.18(m, 1H), 2.93(m, 2H), 2.62(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.12(d, 3H).

AN 27: (2R,3R)-2-(2,4-0)EF 2 25d)-1-(18-1,2,4-E&o}&-1-9)-3-(4-((5-(ET EF o 2w &) ¥ d-
2-) A HYH-1-D) B e-2-29] A=
'H-NMR(CDCl5, 300 MHz) & 8.30(s, 1H), 7.95(s, 1H), 7.49(m, 2H), 6.94(m, 4H), 5.70(bs, 1H), 4.87(d,

1), 4.80(d, 1H), 4.18(m, 1H), 2.97(m, 2H), 2.65(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.13(d, 3H).

A Al 28: (2R,3R)-3-(4-((3-EEZEZ-5-(EFSFLLE2YY)HId-2-4)SA) ¥ g d-1-4)-2-(2,4-HEF .2
¥d)-1-(1H-1,2,4-EFo}=-1-d) F&-2-29] Az

1H—NMR(CDC13, 300 MHz) & 8.30(s, 1H), 7.95(s, 1H), 7.49(m, 2H), 6.94(m, 3H), 5.70(bs, 1H), 4.87(d,

1H), 4.80(d, 1H), 4.18(m, 1H), 2.97(m, 2H), 2.65(m, 2H), 2.24(m, 1H), 1.98(m, 2H), 1.79(m, 2H),
1.13(d, 3H).

AAS 29: (2R,3R)-2-(2,4-TFF- L 230Y)-3-(4-(] 2] A-2- L A o 2 W-1-2)-1-(1H-1,2, 4-E ] o} &
1-)Re-2-29 Az

1H—NMR(CDC13, 300 MHz) & 8.50(s, 1H), 8.48(s, 1H), 8.01(s, 1H), 7.78(s, 1H), 7.54-7.46(m, 1H), 6.92-

6.88(m, 1H), 6.81-6.69(m, 2H), 5.40(bs, 1H), 4.88(d, 1H), 4.81(d, 1H), 3.06-2.99(m, 1H), 2.97-2.90(q,
20), 2.66(t, 2H), 2.36-2.28(m, 1H), 2.08-2.02(m, 2H), 1.94-1.83(m, 2H), 1.01-0.97(d, 3H).

AAle  30:  (2R,3R)-2-(2,4-UEFLZHY)-3-(4-((5-FF L 2Yv|d-2-)SA) I g d-1-9)-1-(1H-
1,2,4-Ego}&-1-¢) 7 e-2-29 A=

1H—NMR(CDC13, 300 MHz) & 8.51(s, 1H), 7.90(s, 1H), 7.78(s, 2H), 7.49-7.47(m, 1H), 6.75(m, 2H), 4.84(q,

2H), 3.01(m, 2H), 2.65(m, 2H), 2.30(m, 1H), 1.91(m, 4H), 0.98(d, 3H).

AAle] 31: (2R,3R)-3-(4-((5-FZ=2¥ T u|d-2-A) A A d-1-U)-2-(2,4- 1 EF 2 25d)-1-(11-1,2,4~-
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[0300]

[0301]

[0302]

[0303]

[0304]

[0305]

[0306]

[0307]

[0308]

[0309]

[0310]

[0311]

S=S51 10-1404862
EfolE-1-d)FE-2-29 A=

1H—NMR(CDClg, 300 MHz) & 8.50(s, 1H), 7.95(s, 1H), 7.81(s, 2H), 7.48(m, 1H), 6.75(m, 2H), 4.84(q, 2H),
3.01(m, 2H), 2.65(m, 2H), 2.33(m, 1H), 1.91(m, 4H), 0.98(d, 3H).

AR 320 (R,3R)-3-(4-((5-B2 2 2] v W-2-9) § A 7 2] ©-1-91)-2-(2, 4- 0| $F 0 2 D)-1-(18-1,2,4-
Egolz-1-9) R e2-g9 Az

1

H-NMR(CDCls, 300 MHz) & 8.50(s, 1H), 7.99(s, 1H), 7.78(s, 2H), 7.49-7.47(m, 1H), 6.77-6.73(m, 2H),
4.85-4.84(q, 2H), 3.02-2.91(m, 2H), 2.67-2.63(m, 2H), 2.30(m, 1H), 2.02-1.81(m, 4H), 0.96(d, 3H).

A 33 (R,3R)-2-(2,4-H EF L 299)-3-(4-((5- S & 9] D-2-2) $ A S ol €] B-1-2)-1- (11,2, 4-E
golE-1-9)#e-2-39 Az
1H—NMR(CDClg, 300 MHz) & 8.50(s, 1H), 7.99(s, 1H), 7.78(s, 2H), 7.49-7.47(m, 1H), 6.77-6.73(m, 2H),

4.85-4.84(q, 2H), 3.02-2.91(m, 2H), 2.67-2.63(m, 2H), 2.35(s, 3H), 2.30(m, 1H), 2.02-1.81(m, 4H),
0.96(d, 3H).

AAle] 34: (2R,3R)-3-(4-((4-EZZ2¥d)olv =) A d-1-¢)-2-(2,4-1EF . 2¥d)-1-(11-1,2,4-E& o}
-1-9) Fe-2-2 9] A=

S 10 tert=FE-4-(U-SE2=2d ol ) v H g d-1-7t= R g o] E| FA

ﬂﬂﬂiﬂ%ﬂ%%ﬁﬂﬂtmh%%%JUEMHFFPﬂEEQ]]Eﬂﬂg,0%5mmgéﬂEﬂaEi%%
(16 mL)ell &3IAIZl F 4-F2Zobd (640 mg, 0.005 mmol) ¥} AF EoPHEARZI =2 =(3.2 g, 0.015
mmol)E 7F8kaL 80°C A 0T‘%%‘4ﬂ££4‘ ZAbstel WAL SRFE Theke]l WeS FAAZH.
Az F5% ole opAlE] ] = (100 mL)?r_ 34 5, FHF(200 n) = AHt {7 §MFS
w=elshlh. el & T vl del AxAZl F gdstelM S8 wFA17a Ak

ARvEIYAE F 2] Al ste] tert—l??§—4—(4—%%§i§iiﬂ;i ) g d-1-7t2 5 dY e ES 55}
ATHEE: 65 %).

=%
o
&7

3ol

E!

ﬁ
&
=]
e

9A 2: N-(4-S229d) I A g d-4-0}719] 34

_‘dﬁ—'
JFI
i
=
©
ul

obAlElo] el 91 F 0 Tol A 6N BAFEN(5 nl) S Fhske] 3A7F FF WAL, FHRFE Jhete] ukg
FAAZT, AN 58 WeEe og opiEHelER AR F, A% £5E BFS N FARIER -
SO ol 10 WA 12 Bl PIYE HEG 28D, A DA 2FER AN F7] $043
2 st 228 47 S95S B GAnt A AR F sl F BHAA N-(4-2
22 d--oh & SESATHEE 87 %),

A 1o A AxE tert—%ﬂ—%—4—(4—ﬁiiﬁﬂ%J_OPUli)ﬁ%ﬁﬂalﬂd—l— (973.2 mg, 3.1 mmol)E o€

A3
(2R.3R)-3-(4-(4-F 22 ol ) A H g -1-Y)-2-(2,4-T| ZF e 2 ¥ d)-1-(1H-1,2. . 4-E g o} ZF-1-Y ) - EF-
2_%0 S

A7] A 2004 AZE N-(4-Z2299) I H 2 H-4-0}71(400.0 mg, 1.9 mmol)S oHHAEVUEH %o F HF
2ol E(134.1 mg, 1.3 mmol)e} 1-(((2R,3R)-2-(2,4-0)ZF 2 2 u|d)-3-m &S A e-2-)w e )-1H-1,2,4-
2Jo}2(158.9 mg, 0.6 mmol)<S 7Fakar, 150°CelA] 308 E<t mlolaw s xA}sle HP—"—/\]ZiD‘r. ARz F5

ES St etelA &mE AAsSAL, Y olAHCIER sAg & FRFY AER AFHEY §7] &
S EEedvh. #EE §71 ‘Q‘UH%‘E T4 AL UEd el A A ERA EF% et A T FFA

= %
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[0312]

[0313]

[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

SS=S0ol 10-1404862

a, AaE Y Zees Ay AaRviEadga s $etol 2 AAlste] 24 sges FSsiv(s
3

1H—NMR(CDClg, 300 MHz) & 7.99(s, 1H), 7.78(s, 1H), 7.49-7.45(m, 1H), 7.09(d, 2H), 6.80-6.70(m, 2H),

6.47(d, 2H), 4.88-4.76(q, 2H), 3.19-3.17(m, 1H), 2.94-2.89(m, 2H), 2.67-2.64(m, 2H), 2.22-2.20(m, 1H),
2.08-1.96(m, 3H), 0.97(d, 3H, J=7.0Hz).

g7 Aol 34 M ek FARRE o AAJste], shy] AAldl 35 WA 889 Ehghes 747t ekl

AAle] 35: (2R,3R)-2-(2,4-UEFLEHd)-3-(4-(ddopv| =) g d-1-9)-1-(1H-1,2,4-Ego}&-1-4) ¥
®-2-29 A=

1H—NMR(CDC13, 300 MHz) & 7.99(s, 1H), 7.78(s, 1H), 7.48(m, 2H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.97(d, 3H).

AAd 36: (2R,3R)-2-(2,4-T1EF 9 2Hd)-3-(4-((2-EF 2 =Hd)o}n| ) ¥ #H g d-1-9)-1-(1H-1,2,4-E 3
o}E-1-d)FE-2-29 Ax

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.78(s, 1H), 7.48(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.97(d, 3H).

AAd 37: (2R,3R)-2-(2,4-UEZF Q2 ¥Hd)-3-(4-((3-ZF e 2Hd)olv| =) I HFd-1-9)-1-(1H-1,2,4-E &
o}EF-1-9)He-2-29] Az

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.79(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.98(d, 3H).

A 38: (2R,3R)-2-(2,4-UEFQ=2¥Y)-3-(4-((4-ZF 2 2¥Yd) ol ) d-1-d)-1-(1H-1,2,4-E 3
olZ-1-d)F&-2-29 AF

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.78(s, 1H), 7.48(m, 1H), 7.11(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.98(d, 3H).

AAle] 39: (2R,3R)-3-(4-((2-EZZ2¥d)olv =) H g d-1-¢)-2-(2,4-1EF . 2¥d)-1-(1H-1,2,4-E &}
E-1-Y4)Fe-2-89 Ax

1H—NMR(CDC13, 300 MHz) & 8.00(s, 1H), 7.79(s, 1H), 7.48(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.99(d, 3H).
AAld 400 (2R,3R)-3-(4-((3-FZZdHd)olv )2 d-1-9)-2-(2,4- 1 EF 229 d)-1-(18-1,2,4-E& o}
E-1-9)Re-2-29 Az

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.79(s, 1H), 7.52(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
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[0326]

[0327]

[0328]

[0329]

[0330]

[0331]

[0332]

[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

SSS0ol 10-1404862

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.00(m, 3H), 0.99(d, 3H).

AAle] 41: (2R,3R)-3-(4-((2-B2RJd)o}u ) g d-1-9)-2-(2,4-t ZEF 225 d)-1-(18-1,2,4-EZ o}
E-1-9)Re-2-29 A=z

1H—NMR(CDClg, 300 MHz) & 8.05(s, 1H), 781(s, 1H), 7.48(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.64(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.98(d, 3H).

AAle] 42: (2R,3R)-3-(4-((3-EZRIF )l =) H g d-1-4)-2-(2,4-HEF . 2Hd)-1-(1H-1,2,4-E &}
E-1-4)Fe-2-29 Az

1H_NMR(CDC13, 300 MHz) & 8.05(s, 1H), 7.82(s, 1H), 7.52(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.66(m, 2H), 2.21(m, 1H), 2.00(m, 3H), 0.98(d, 3H).

AAe 43: (2R,3R)-3-(4-((4-BE2RFY)olu =) H e d-1-4)-2-(2,4-t| EF 2 29d)-1-(1H-1,2,4-E & o}
Z-1-Y)Fe-2-29 A=z

1H—NMR(CDC13, 300 MHz) & 8.04(s, 1H), 7.82(s, 1H), 7.5Im, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
4.83(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.66(m, 2H), 2.21(m, 1H), 2.01(m, 3H), 0.98(d, 3H).

AAe] 44: (2R,3R)-2-(2,4-t1ZF 9 2¥d)-1-(1H-1,2,4-E&o}&-1-9)-3-(4-((2-(Ed SZ o 2 W ") H Q) o}
=) d-1-g)He-2-2-9 Az

1H_NMR(CDC13, 300 MHz) & 7.98(s, 1H), 7.75(s, 1H), 7.5Im, 1H), 7.10(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.83(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.66(m, 2H), 2.21(m, 1H), 1.96(m, 3H), 0.98(d, 3H).

AN 45: (2R,3R)-2-(2,4-T BF0 2lY)-1-(1H-1,2,4-E &) o E-1-0)-3-(4-((3-(E & EF0 2 o] &)W ) o}
o)) 9-1-2) R ek-2-2 9] AZ

1H—NMR(CDC13, 300 MHz) & 7.98(s, 1H), 7.76(s, 1H), 7.5Im, 1H), 7.10(d, 2H), 6.75(m, 2H), 6.47(d, 2H),
4.83(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.65(m, 2H), 2.21(m, 1H), 1.98(m, 3H), 0.98(d, 3H).

A A 46: (2R,3R)-2-(2,4-TZF ¢ 2¥d)-1-(1H-1,2,4-Edo}E&-1-9)-3-(4-((4-(E SZ o 2 d)Hd)o}
=) d-1-g)He-2-8-9 Ax

1H—NMR(CDC13, 300 MHz) & 7.98(s, 1H), 7.74(s, 1H), 7.5Im, 1H), 7.10(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.83(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67(m, 2H), 2.23(m, 1H), 1.97(m, 3H), 0.99(d, 3H).

AN 4T 2-((1-((2R,3R)-3-(2,4-H EFL 2519)-3-5 0| ZFA-4-(1H-1,2,4- B2l o}E-1-2) ¥ 0-2-2) o]
gd-4-d)ohu )iz EF Y A=

1H—NMR(CDC13, 300 MHz) & 8.05(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 2H), 6.51(d, 2H),
4.93(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67(m, 2H), 2.23(m, 1H), 1.97(m, 3H), 1.10(d, 3H).
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Aol 48t 3-((1-((R,3R)-3-(2, 4 EF L 2HW)-3-5}0| = FA|-4-(1H-1,2,4-E 2 0}E-1-2) 3 ¥-2-2) 7]
gdu-4-d)olr )l F o] EFH ] AF

1H—NMR(CDC13, 300 MHz) & 8.04(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 2H), 6.51(d, 2H),
4.93(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.65(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 1.09(d, 3H).

AN 490 4-((1-((R 3R-3-(2, 4-H) EF 2 299)-3-3}o| 2 S A4 (11,2, 4-E ] o} 1- Q) Feb-2-2) 39
Fdd-4-A)otu )il F | EH Y A2

1H—NMR(CDClg, 300 MHz) & 8.05(s, 1H), 7.74(s, 1H), 7.5Im, 1H), 7.31(d, 2H), 6.75(m, 2H), 6.51(d, 2H),

4.93(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.67(m, 2H), 2.23(m, 1H), 1.97(m, 3H), 1.09(d, 3H).

A 50: (R,3B)-3-(4-((2,4-H F2 D) o}w] 1) 3l €] B-1-2)-2-(2,4-H) BF L 2 W)-1-(1H-1,2,4-E
FolE-1-9) ¥ g-2-29 A=

1H—NMR(CDC13, 300 MHz) & 8.03(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 1H), 6.51(d, 2H),
4.93(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.65(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 1.00(d, 3H).

AAd 51 (2R,3R)-3-(4-((3,4-H 2223 d)obr] =)ol 2| D-1-9)-2-(2, - EF L 239d)-1-(1H-1,2,4-E
ForE-1-d)FE-2-29 A=

1H—NMR(CDC13, 300 MHz) & 8.03(s, 1H), 7.78(s, 1H), 7.6Im, 1H), 7.22(d, 2H), 6.75(m, 1H), 6.51(d, 2H),
4.93(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.65(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 1.02(d, 3H).

AAle 520 (2R,3R)-3-(4-((4-BE2E-2-FFL2¥d)olv =) ¥ d-1-¢)-2-(2,4-HEF 29 d)-1-(1H-
1,2,4-Ego}E-1-4) F&-2-29] Az

1H—NMR(CDCIS, 300 MHz) & 8.03(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 1H), 6.51(d, 2H),

4.95(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.65(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 0.99(d, 3H).

AA 4 53: (2R,3R)-2-(2,4-"EF L 29 9)-3-(4-((2,4-TEF L2 ) olv ) A H g d-1-9)-1-(1H-
1,2,4-Edo}l&-1-Y) 7 &-2-29] A=

1H—NMR(CDC13, 300 MHz) & 8.02(s, 1H), 7.74(s, 1H), 7.63(m, 1H), 7.21(d, 2H), 6.75(m, 1H), 6.51(d, 2H),
4.95(q, 2H), 3.18(m, 1H), 2.93(m, 2H), 2.65(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 0.98(d, 3H).

AAe 541 (2R,3R)-3-(4-((4-B2E-3-FFL2¥d)olv =) g gd-1-¢)-2-(2,4-HEF 29 d)-1-(1H-
1,2,4-Ego}&F-1-4) F-&-2-&9] A=z

1H—NMR(CDC13, 300 MHz) & 8.03(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 1H), 6.53(d, 2H),

4.95(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.64(m, 2H), 2.23(m, 1H), 1.99(m, 3H), 0.99(d, 3H).

AAd 55: (2R,3R)-3-(4-((4-F==2-2-vdHd)olu| ) v Hed-1-9)-2-(2,4-0ZF o =3d)-1-(18-1,2,4-
EfolE-1-Y) 7 &-2-89 A=

_38_



[0355]

[0356]

[0357]

[0358]

[0359]

[0360]

[0361]

[0362]

[0363]

[0364]

[0365]

[0366]

[0367]

S=S0ol 10-1404862

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.74(s, 1H), 7.61m, 1H), 7.22(d, 2H), 6.75(m, 1H), 6.53(d, 2H),

4.95(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.64(m, 2H), 2.23(m, 1H), 2.12(s,3H), 1.99(m, 3H), 0.99(d, 3H).

HAAld 560 (2R,3R)-2-(2,4-0EF 2 2Hd)-3-(4-(F g d-2-Lo}r| =) H #| 2] D-1-Y)-1-(11-1,2,4-E & o} &~
1-9)Re-2-8¢) Az
"H-NMR(CDCls, 300 MHz) & 8.11(s, 1H), 8.05(s, 1H), 7.81(m, 1H), 7.22(d, 2H), 6.75(m, 2H), 6.53(d, 2H),

4.95(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.64(m, 2H), 2.43(m, 1H), 2.12(s, 3H), 2.03(m, 3H), 1.10(d,
3H).

AAle 570 (2R,3R)-2-(2,4-1EFL.2¥d)-3-(4-((5-HEH g d-2-4) o] =) ¥ g d-1-¥)-1-(1H-1,2,4-E
golE-1-Y) Bek-2-29] A=
"H-NMR(CDCls, 300 MHz) & 8.11(s, 1H), 7.74(s. 1H). 7.61(m, 1H). 7.22(d, 2H), 6.75(m, 1H), 6.53(d., 2H).

4.95(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.64(m, 2H), 2.43(m, 1H), 2.31(s,3H), 1.99(m, 3H), 1.10(d, 3H).

ANe 58 (R,3R)-2-(2,4-H B0 29Y)-3-(4-((5-B50 2o 2| T-2-2 ) o}u] 1) 9 9 2] D-1-2)-1- (1
1,2,4-E2jo}E-1-9) $e-2-29 A=
1H—NMR(CDC13, 300 MHz) & 8.05(s, 1H), 7.87(s, 1H), 7.46(m, 1H), 7.32(d, 2H), 6.73(m, 2H), 6.30(d, 1H),

4.81(q, 2H), 4.34(d, 1H), 3.56(m, 1H), 2.91(m, 2H), 268(m, 2H), 2.24(m, 1H), 2.01(m, 2H), 1.45(m, 3H),
0.96(d, 2H).

AN 590 (2R,30)-3-(4-((5-F 22 W-2-)o}v] =) 9] ]2 ©-1-9)-2-(2, 4-T S0 23 9)-1-(11,2, 4-
EjobE-1-9) Fek-2-29] A%

1

H-NMR(CDC1;, 300 MHz) & 7.97(s, 1H), 7.77(s, 1H), 7.48-7.45(m, 1H), 7.34-7.30(d, 2H), 6.75-6.72(m,

2H), 6.30-6.27(d, 1H), 4.83-4.80(g, 2H), 4.38-4.35(d, 1H), 3.58-3.55(m, 1H), 2.93-2.89(m, 2H), 2.69-
2.63(m, 2H), 2.25-2.22(m, 1H), 2.06-1.93(m, 2H), 1.53-1.38(m, 3H), 0.96(d, 2H).

Al 60: (2R,3R)-3-(4-((3-F22-5-(EgEF ez ) v gd-2-D) ol =) A d-1-Y)-2-(2,4-HEF L
299)-1-(18-1,2,4-E o} &-1-d) F&-2-2 9 A=
H-NMR(CDC3, 300 MHz) & 8.03(s, 1H), 7.82(s, 1H), 7.46(m, 1H), 7.32(d, 21), 6.73(m, 1H), 6.3(d, 1H),

4.81(q, 2H), 4.34(d, 1), 3.56(m, 1H), 2.91(m, 2H), 268(m, 2H), 2.24(m, 1H), 2.01(m, 2H), 1.45(m, 3H),
0.97(d, 2H).

AN 61: (2R,3R)-2-(2,4-T)ZF ¢ 29d)-1-(18-1,2,4-EFo}ZF-1-9)-3-(4-((5-(Eg 2o =2vd) v g d-
2-)oln ) HE d-1-Q) He-2-8 9] A=

1H—NMR(CDCI;;, 300 MHz) & 7.99(s, 1H), 7.94(s, 1H), 7.79(s, 1H), 7.48(m, 1H), 7.19(m, 1H), 6.76(m, 2H),

6.33(m, 1H), 4.83(q, 1H), 4.36(m, 1H), 3.53(m, 1H), 2.91(m, 2H), 2.70(m, 2H), 2.23(m, 1H), 2.03(m,
4H), 0.99(d, 3H).
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A6l 62 (2R,3R)-2-(2,4-T1 F %2 251d)-3-(4- (] 2] 1] W-2-Lokm 1) 7 s 2] W-1-2)-1-(1H-1,2, 4-E P o} &
) RE2-2d Ax
IH—NMR(CDClg, 300 MHz) & 8.00(s, 1H), 7.92(s, 1H), 7.78(s, 1H), 7.48(m, 1H), 7.19(m, 1H), 6.76(m, 2H),

6.30(m, 1H), 4.83(q, 1H), 4.36(m, 1H), 3.53(m, 1H), 2.91(m, 2H), 2.70(m, 2H), 2.23(m, 1H), 2.03(m,
4H), 0.98(d, 3H).

AAd  63: (2R,3R)-2-(2,4-UEFL2HY)-3-(4-((5-ZF L 29 Fu|d-2-Y)o}u| ) v | F P -1-Y )-1-(1H-
1,2,4-Ego}l&-1-d)F&-2-29 Ax
H-NMR(CDCls, 300 MHz) & 7.99(s, 1H), 7.92(s, 1H), 7.78(s, 1H), 7.49-7.45(m, 1H). 7.21-7.17(m, 1H),

6.79-6,73(m, 2H), 4.84-4.81(q, 1H), 4.38-4.35(m, 1H), 3.54-3.52(m, 1H), 2.93-2.91(m, 2H), 2.70-
2.62(m, 2H), 2.25-2.24(m, 1H), 2.08-1.96(m, 4H), 0.97(d, 3H).

AAle]l  64:  (2R,3R)-3-(4-((5-EZEI W d-2-Y)olv] ) ¥ F 2| d-1-9)-2-(2,4-1 7 25 d)-1-(1H-
1,2,4-EgolE-1-9)Fa-2-29 Ax
'H-NMR(CDCLs, 300 MHz) & 8.01(s, 1H), 7.93(s, 1H), 7.78(s, 1H), 7.48(m, 1), 7.19(m, 11), 6.76(m, 2H),

4.83(q, 1H), 4.36(m, 1H), 3.53(m, 1H), 2.91(m, 2H), 2.70(m, 2H), 2.23(m, 1H), 2.03(m, 4H), 0.99(d,
3H).

AAe 65 (2R,3R)-3-(4-((5-EFZ =29 v|d-2-d)o}v| )M Hgd-1-U)-2-(2,4-t] EF L. =¥ d)-1-(1H-
1,2,4-E@o}E-1-9) Fe&-2-29 A=
"H-NMR(CDCl5, 300 MHz) & 8.00(s, 1H), 7.93(s, 1H), 7.78(s, 1H), 7.48(m, 1H), 7.19(m, 1H), 6.76(m, 2H),

4.83(q, 1H), 4.36(m, 1H), 3.53(m, 1H), 2.91(m, 2H), 2.70(m, 2H), 2.30(m, 1H), 2.03(m, 4H), 0.98(d,
3H).

AAd 66: (2R,3R)-2-(2,4-UEF ¢ 2¥d)-3-(4-((5-HEF g d-2-9) ol =) ¥ ¥ & d-1-¥ )-1-(18-1, 2, 4-
Ego}lE-1-d)Fe-2-8 9 Ax
"H-NMR(CDCls, 300 MHz) & 8.41(s, 1H), 8.06(s, 1H), 7.98(s, 1H), 7.48(m, 1H), 7.19(m, 1H), 6.91(m, 2H),

4.83(q, 1H), 4.36(m, 1H), 3.53(m, 1H), 2.91(m, 2H), 2.70(m, 2H), 2.34(s, 3H), 2.23(m, 1H), 2.03(m,
4H), 1.12(d, 3H).

AAld 67: (2R,3R)-2-(2,4- HEF 23 d)-3-(4-(ME (D) opv =) H o g d-1-Y)-1-(18-1,2,4-Ego}&-1-
) EE-2-&9 A=

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.91(s, 1H), 7.48(m, 2H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.70(s, 3H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 4H),
0.99(d, 3H).

AAld 681 (2R,3R)-2-(2,4-H1EF L2 d)-3-(4-((2-TFL23d) (&) o}V =) 9l ol & 2 -1-9)-1-(1H-
1,2,4-Ego}E-1-9)F&-2-29 A=
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IH—NMR(CDClg, 300 MHz) & 8.02(s, 1H), 7.91(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.70(s, 3H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 4H),
1.01(d, 3H).

AAd  69: (2R,3R)-2-(2,4-t)EF 2 29d)-3-(4-((3-EF 2 29 d) (W) o}v| =) H o g H-1-9)-1-(1H-
1,2,4-Edo}E-1-9) 5 e-2-22] Az
"H-NMR(CDCls, 300 MHz) & 8.02(s, 1H), 7.91(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.70(s, 3H), 2.67-2.64(m, 2H), 2.21(m, 1H), 2.01(m, 4H),
1.01(d, 3H).

AAle) 700 (2R,3R)-2-(2,4-HEFL2HE)-3-(4-((4-EF 223 d) (M) o}v] =) 3 o g 2 -1-9)-1-(1H-
1,2,4-EgolE-1-9)Fa-2-29 Ax
'H-NMR(CDCLs, 300 MHz) & 8.02(s, 1), 7.93(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.75(m, 2I), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.72(s, 3H), 2.65(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.00(d,
3H).

AN 71 (2R,3R)-3-(4-((2-2223) (M R) ol ) 9 2 B-1-2)-2-(2,4-T) EF L 23l d)-1- (15
1,2,4-Edo}E-1-9) P e-2-29 Az
1H—NMR(CDC13, 300 MHz) & 8.03(s, 1H), 7.91(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.77(m, 2H), 6.49(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.70(s, 3H), 2.66(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.01(d,
3H).

A4 72: (2R, 3R)-3-(4-((3-22=23d) (dd)otv =) A ¥ g d-1-9)-2-(2,4-H SF .23 9)-1-(1H-
1,2,4-Ego}E-1-4) F&-2-29] Az
H-NMR(CDCI;, 300 MHz) & 8.02(s, 1), 7.91(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.76(nm, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.70(s, 3H), 2.67(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.01(d,
3H).

AA 4 73: (2R,3R)-3-(4-((4-E =223 d) (W) olv =) H g d-1-9)-2-(2,4-T ZF e 25 d)-1-(1H-
1,2,4-E8o}&-1-9) Fe&-2-29 A=

1H—NMR(CDC13, 300 MHz) & 8.02(s, 1H), 7.93(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.72(s, 3H), 2.65(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.01(d,
3H).

AA 4 74: (2R,3R)-3-(4-((2-B2RHAG) (HE)ohv =) 9 H g d-1-Y)-2-(2,4-H ETF L 29 d)-1-(11-
1,2,4-Ego}E-1-9)F&-2-&9 A=

1H—NMR(CDCIB, 300 MHz) & 8.12(s, 1H), 7.93(s, 1H), 7.51(m, 1H), 7.09(d, 2H), 6.77(m, 2H), 6.49(d, 2H),
4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.75(s, 3H), 2.66(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.12(d,

_41_



[0394]

[0395]

[0396]

[0397]

[0398]

[0399]

[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

SSS0ol 10-1404862

3H).

A4 75: (2R,3R)-3-(4-((3-x.2RrHd) (v a)oln| ) v g 9¥-1-U)-2-(2,4- T ZF 2 =¥ d)-1-(1H-
1,2,4-Ego}&-1-¢) 7 &-2-29 A=
"H-NMR(CDCls, 300 MHz) & 8.12(s, 1H), 7.92(s. 1H), 7.59(m, 1H), 7.39(d, 2H), 6.76(m, 2H), 6.47(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.73(s, 3H), 2.67(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.11(d,
3H).

A4 76: (2R, 3R)-3-(4-((4-E2=¥d) () o}r =) A ¥ 2 D-1-9)-2-(2,4-H EF 2 239d)-1-(1H-
1,2,4-EgolE-1-9)Fe-2-29 Ax
'H-NMR(CDCI;, 300 MHz) & 8.12(s, 1H), 7.93(s, 1H), 7.53(m, 1H), 7.39(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.74(s, 3H), 2.65(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.12(d,
3H).

AAld 770 (2R,3R)-2-(2,4-HEF L2 d)-3-(4-(ME (2-(Eg EF L2 g) s d)otv] =) F g d-1-)-1-
(18-1,2,4-Ego}E-1-d) F&-2-29 Az
'H-NMR(CDCI5, 300 MHz) & 8.05(s, 1H), 7.93(s, 1), 7.51(m, 1H), 7.09(d, 2H), 6.77(m, 2H), 6.49(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.59(s, 3H), 2.43(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.08(d,
3H).

AAle 78: (2R,3R)-2-(2,4-UEFL2Hd)-3-4-(MEB-(EgEF2WE) v d)olr =)y g d-1-Y)-1-
(10-1,2,4-Ego}ZEF-1-9) B e-2-2 9] Ax
"H-NMR(CDC1s, 300 MHz) & 8.05(s. 1H), 7.92(s. 1H). 7.59(m, 1H). 7.39(d, 2H), 6.76(m, 2H), 6.47(d, 2H).

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.59(s, 3H), 2.42(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.07(d,
3H).

AAe 79: (2R,3R)-2-(2,4-UEF2Z2HY)-3-U-(ME(4-(EZEF L2 ) d)o}v| ) v H g d-1-Y)-1-
(18-1,2,4-Ego}l&-1-d) Fe&-2-89] A=

1H—NMR(CDC13, 300 MHz) & 8.06(s, 1H), 7.93(s, 1H), 7.53(m, 1H), 7.39(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.59(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.08(d,
3H).

AAd 80: 2-((1-((2R,3R)-3-(2,4-UEF L 2HH)-3-3}0| =EZA]-4-(10-1,2,4-E o} F-1-Y) T &-2-Y ) 9] ¥

u-4-2) (A1) ojr] ;)Mo 2] Az

1H—NMR(CDC13, 300 MHz) & 8.01(s, 1H), 7.90(s, 1H), 7.45(m, 1H), 7.02(d, 2H), 6.77(m, 2H), 6.49(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.59(s, 3H), 2.43(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.00(d,
3H).

AR 81: 3-((1-((2R,3R)-3-(2,4-T)ZF 2 2Hd)-3-8}0| == A]-4-(1H-1,2,4-E & o} Z-1-9) 2 &-2-) 9] 7
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[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

S==35 10-1404862
F8-4-2) (MY obul )zt 2D A=

1H—NMR(CDClg, 300 MHz) & 7.99(s, 1H), 7.90(s, 1H), 7.45(m, 1H), 7.02(d, 2H), 6.56(m, 2H), 6.32(d, 2H),

4.81(q, 2H), 3.18(m, 1H), 2.90(m, 2H), 2.55(s, 3H), 2.42(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.98(d,
3H).

AAle) 82: 4-((1-((2R,3R)-3-(2,4-HEF 2 25d)-3-3o| EFA|-4-(1H-1,2,4-E g o} E-1-U) B 2-2-2) 9] 7]
Zd-4-d) (M) opr =)z o] EY Y| A=
H-NMR(CDC3, 300 MHz) & 8.01(s, 1H), 7.89(s, 1H), 7.51(m, 1), 7.39(d, 2H), 6.75(m, 2H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.99(d,
3H).

AAle 83:  (2R,3R)-3-(4-((2,4-tEZZ¥d)(WE)olu| )2 d-1-9)-2-(2,4-t| EF 2254 )-1- (18-
1,2,4-Edo}lE&-1-¢) F&-2-29] A=
"H-NMR(CDCls, 300 MHz) & 8.11(s, 1H), 8.01(s, 1H), 7.78(m, 1H), 7.45(d, 2H), 6.95(m, 1H), 6.51(d, 2H),

4.91(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.99(d,
3H).

AAle]  84:  (2R,3R)-3-(4-((3,4-H22=3Y) (ME) o7 =) 3o g d-1-9)-2-(2,4-HEF L2 d)-1-(1H-
1,2,4-EgolE-1-9)Fa-2-29 Ax
'H-NMR(CDCI5, 300 MHz) & 8.11(s, 1H), 7.89(s, 1H), 7.51(m, 1H), 7.39(d, 2H), 6.75(m, 1H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.01(d,
3H).

AAe] 85: (2R,3R)-3-(4-((4-F22-2-ZF L 2¥d)(WE) o)A d-1-Y)-2-(2,4-T EF 229 Yd)-1-
(18-1,2,4-Egol&-1-A) T &-2-& 9] A=

1H—NMR(CDC13, 300 MHz) & 8.08(s, 1H), 7.93(s, 1H), 7.51(m, 1H), 7.39(d, 2H), 6.75(m, 1H), 6.57(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 1.00(d,
3.

Al 86: (2R,3R)-2-(2,4-HEFL2HH)-3-(4-((2,4-HEF225d) (&) obv| =) 9 | 2 d-1- )-1-(1H-
1,2,4-Ego}&-1-4)F&-2-&9] Az

1H—NMR(CDC13, 300 MHz) & 8.09(s, 1H), 7.89(s, 1H), 7.51(m, 1H), 7.39(d, 2H), 6.75(m, 1H), 6.51(d, 2H),

4.88(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.98(d,
3H).

AAd 87: (2R,3R)-3-(4-((4-F22-3-ZEF L 2dd)(ME)olr| ) d g d-1-9)-2-(2,4-t ZF L 25d)-1-
(1H-1,2,4-Ego}&-1-D)F&-2-&9 A=

1H_NMR(CDC13, 300 MHz) & 8.11(s, 1H), 7.99(s, 1H), 7.71(m, 1H), 7.39(d, 2H), 6.75(m, 1H), 6.57(d, 2H),
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[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

S=S0ol 10-1404862

4.91(q, 2H), 3.18(m, 1H), 2.94(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.99(d,
3H).

AAle] 88: (2R,3R)-3-(4-((4-E=2=-2-vWgsd)(dE)o}u| o) g d-1-d)-2-(2,4-t| EF 2254 )-1- (18-
1,2,4-Ego}l&-1-d) 7 e-2-29 A=z
"H-NMR(CDCls, 300 MHz) & 8.11(s, 1H), 7.89(s, 1H), 7.51(m, 1H), 7.39(d, 2H), 6.75(m, 1H), 6.47(d, 2H),

4.82(q, 2H), 3.18(m, 1H), 2.91(m, 2H), 2.57(s, 3H), 2.41(m, 2H), 2.21(m, 1H), 2.01(m, 4H), 0.99(d,
3H).

AAle] 89: (2R,3R)-2-(2,4-"ZF2¥d)-3-((1-(H v d-2-¢) F gl d-4-4) S A])-1-(1H-1,2,4-EF o} =
-1-9) FE-2-2 9] A=

1-(Fgrg-2-) A A H-4-8(19.4 mg, 0.08 mmol)S N N-fHEEZEoln=(0.5 mL)d] ¢
tert-FEA1=(10.7 mg, 0.01 mmol)S Y ALdA 2A17F FoF wHkA|z T, A3z =59 v 3
(((2R,3R)-2-(2,4-t]Z2F 2¥d)-3-H e A &-2-U) W &)-11-1,2,4-E2]o}Z(20.0 mg, 0.08 mmol)I} F=
B (13.2 mg, 0.01 mmol) & 7F8tar, AF2olA 1AZF B¢t WAzt AR £59 WSES o
HolERZ gMsta, dEgERetelE 23} F§q02 A & A La5E2 AFHst §7] &9
st EEE 7] EuSs T4 bl delA dx:A F, AdstdA E E

(e}

7]aL,
AR AFEE AU AzetEad9E Boo Pel AAste] TA HFES FEHAHEE 21 9.

1H—NMR(CDClg, 300 MHz) & 8.30(d, 1H, J=1.4Hz), 8.28(d, 1H, J=2.6Hz), 7.87(s, 1H), 7.62(s, 1H), 7.37(d,

1H, J=1.2Hz), 7.22-7.13(m, 1H), 6.99-6.86(m, 2H), 5.38(s, 1H), 4.45-4.28(m, 2H), 3.99-3.91(m, 1H),
3.35-3.26(m, 2H), 2.00-1.92(m, 2H), 1.59-1.47(m, 2H), 1.33-1.31(dd, 3H, J=3.1Hz, J=3.4Hz).

g7) DA 89ell Mo} fALeE W o ® AASte], E17] AAld 90 WA 1219 8gES ZH7 At
AAe] 90: (2R,3R)-2-(2,4-tZF L 2HY)-3-((1-H g d-4-L )2 A])-1-(18-1,2,4-Eg]o}=-1-Y ) F-&-

2-&9 A=

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.18(m, 2H), 6.83(m, 2H), 6.72(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAle 91: (2R,3R)-2-(2,4-UEFLE2HY)-3-((1-(2-EF .2¥d) g d-4-4)FA])-1-(1H-1,2,4-E & o}
E-1-Y9)Re-2-29 Ax

1H—NMR(CDCI;;, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 1H), 7.09(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAd 92: (2R,3R)-2-(2,4-T)1EFQ =¥ d)-3-((1-(3-ZF 2. 29 49) v g d-4-Y)ZA])-1-(18-1,2,4-EF o}
E1-9)FE-2-g9 A=z

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).
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[0432]

[0433]

[0434]

[0435]

[0436]

[0437]

[0438]

[0439]

[0440]

[0441]

[0442]

[0443]

[0444]

[0445]

[0446]
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AA 93t (R,3)-2-(2,4-T EF L ZAW)-3-((1-(4-F - 231 W) 3 2] -4-2) § A))-1-(1H-1,2,4-E 2] o}
£-1-9) P E-2-29 Az

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 1H), 7.10(m, 2H), 6.83(m, 2H), 6.72(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AN 941 (2R,30-3-((1-(2-BEEAD) 3 2] B-4-2) $4)-2-(2,4-T EF- L 25 9)-1-(1H-1,2,4-E ] o} &
1-9) R ek-2-29) A=

1H—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.42(m, 1H), 7.19(m, 2H), 6.83(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAle] 95: (2R,3R)-3-((1-(3-E22¥d) I D-4-4)SA])-2-(2,4-H FF 2 2¥d)-1-(1H-1,2,4-Ego}Z-
1-9D) R e-2-2) Az

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 8H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAe 96 (2R,3R)-3-((1-(4-FZ2oAE) A 2] D-4-2) $A)-2-(2,4-D EF L 2 d)-1-(1H-1,2,4-E ] o} &-
1-) R e-2-29 Az

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.28(m, 3H), 6.83(m, 2H), 6.72(m, 2H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAd 97: (2R,3R)-3-((1-(2-B 2R )" e d-4-U)o}n =)-2-(2,4-TEF ¢ 2 ¥d)-1-(1H-1,2,4-E o}
E-1-Y)Fe-2-29 Ax

lH—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.52(m, 1H), 7.19(m, 2H), 6.93(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAo 98: (2R,3R)-3-((1-(3-E2EIHY)HHd-4-A)SA])-2-(2,4-0ZF 2 2Hd)-1-(11-1,2,4-E g o} =~
-9 REeE-2-29] A=

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 1H), 6.99(m, 3H), 6.81(m, 2H), 6.67(m, 1H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAld 99: (2R,3R)-3-((1-(4-E2R ) H 2 d-4-4)&A])-2-(2,4-UZSF 29 d)-1-(1H-1,2,4-E & o} Z-
1-g)BE-2-89 Ax

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1), 7.77(s, 1), 7.32(m, 2H), 6.83(m, 2H), 6.72(m, 3H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAld 100: (2R,3R)-2-(2,4-UEF L 294)-1-(1H-1,2,4-E o}&-1-9)-3-((1-(2-(Eg EF =29 d)Hd)
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[0447]

[0448]

[0449]

[0450]

[0451]

[0452]

[0453]

[0454]

[0455]

[0456]

[0457]

[0458]

[0459]

S=5061 10-1404862
HHZD-4-D)SADFR-2-29] A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.50(m, 1H), 7.17(m, 2H), 6.92(m, 2H), 6.69(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

ANl 1010 (2R,3R)-2-(2,4-HEF L2 D)-1-(1H-1,2,4-E8 }Z-1-9)-3-((1-3-(E& B0 27 D) W)
A2 B4~ D) S A FE-2-2 9 A=
1H_NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 4H), 6.99(m, 2H), 6.67(m, 1H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAle] 1020 (2R,3R)-2-(2,4-HEF2=29d)-1-(1H-1,2,4-Ego}E-1-U)-3-((1-(4-(EF EF L =2vE) ¥ <)
A d-4-D)SA)FE-2-29 A=X

H-NMR(CDC1, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.34(m, 2H), 6.83(m, 2H), 6.74(m, 3H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

A A4 103:
2-(4-(((2R,3R)-3-(2,4-T1 =2 0. 2 ¥ d)-3-3}0| =F A]-4-(1H-1,2,4-E g o} =-1- ) F-ek-2-2) S A ) F H g P -
-z Yol Ed Y AR

"H-NMR(CDC1s, 300 MHz) & 7.91(s. 1H), 7.77(s. 1H). 7.50(m, 1H). 7.37(m, 1H), 7.27(m, 1H), 6.92(m, 3H).

6.62(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AA4 104:
3-(4-(((2R,3R)-3-(2,4- Y EF L 24 )-3-3}o| EEA|-4-(1H-1,2,4-Eg o} &-1-Y ) B &-2-U) &A] ) v #| F -
-d)wzUolEF Y A=

"H-NMR(CDCl5, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.26(m, 3H), 6.99(m, 2H), 6.67(m, 2H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

A Al 105:
4-(4-(((2R,3R)-3-(2,4-HEF L. 2¥)d)-3-3}o| EFA|-4-(1H-1,2,4-E g o} Z-1-¢) B &-2-) A H #H B d-
1-d)izYo|EE Y Az

H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.47(m, 2H), 7.32(m, 2H), 6.83(m, 2H), 6.74(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAd 106: (2R,3R)-3-((1-(2,4-HE=2=2Hd) A d-4-Y)SA)-2-(2,4-HZFF 2 =2Hd)-1-(18-1,2,4-Ed
o}Z-1-d)He-2-89 A=F

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.55(m, 1H), 7.25(m, 1H), 7.11(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).
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[0464]
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[0467]
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AAld 107: (2R,3R)-3-((1-(3,4-HZ=22Hd) A g d-4-4)SA)-2-(2,4- EF . 299 )-1-(1H-1,2,4-E &
obE-1-9) ¥ E-2-29 A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.11(m, 1H), 6.83(m, 1H), 6.72(m, 2H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AN 108 (2R,3R)-3-((1-(4-B22-2-FF 2 23d) o2 B-4-) $4))-2-(2,4-T EF 2 23 d)-1-(1-
1,2,4-E2jo}E-1-0) $e-2-29 A=
1H—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.45(m, 1H), 7.25(m, 1H), 7.01(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AR 109: (R,3R)-2-(2,4-0EF 25 9)-3-((1-(2,4-0 EF 2 25 D) 7 9 2] W-4-9) S A))-1-(1H-1,2, 4-E
gobE-1-9) R e-2-9] Az
1H_NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.35(m, 1H), 6.94(m, 1H), 6.83(m, 1H), 6.72(m, 2H),

6.55(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AAe 1100 (2R,3R)-3-((1-(4-EZ2-3-EF L 2¥d) I d-4-A) & A])-2-(2,4-t] EF L. =¥ d)-1-(1H-
1,2,4-E@o}&-1-9)Fe&-2-29 A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.37(m, 2H), 7.11(m, 1H), 6.65(m, 2H), 6.49(m, 1H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

A A4 111: (2R,3R)-3-((1-(4-2E2=2-2-v g d)dH g d-4-Y) =2 A )-2-(2,4-t EF 2.2 ¥d )-1-(1H-
1,2,4-Ego}F-1-4) F-&-2-29] Az

1H_NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.25(m, 1H), 7.15(m, 1H), 7.01(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.20(s, 3H), 1.91(m, 2H), 1.50(m,
2H), 0.92(d, 3H).

AAld 112: (2R,3R)-2-(2,4-HEF L 29 d)-3-((1-(F g d-2-4) I H & d-4-) &A])-1-(18-1,2,4-Eg| o} =-
1-9)Re-2-89 A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.75(s, 1H), 7.55(m, 1H), 7.30(m, 1H), 6.94(m, 1H),

6.83(m, 1H), 6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m,
2H), 0.92(d, 3H).

AN 13 (R,3R)-2-(2,4-UEF 20 )-3-((1- (- D51 2] W-2-9) 9] 2] ©-4-2) A )-1-(1H-1,2,4-E
Fole-1-9) Pe-2-29 A=

1H—NMR(CDCI;;, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.65(s, 1H), 7.30(m, 2H), 6.94(m, 1H), 6.72(m, 2H),
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[0474]

[0475]

[0476]

[0477]

[0478]

[0479]

[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]

S=50ol 10-1404862

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.31(s, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

A 114: (2R,3R)-2-(2,4-01E2 2 29d)-3-((1-(5-EF 2. =¥ T d-2-U)H 7 g d-4-9) & A] )-1-(1H-
1,2,4-EZo}&-1-d) - &-2-89] A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s. 1H), 7.61(s, 1H), 7.29(m, 2H), 6.94(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.31(s, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

A A4 115: (2R,3R)-3-((1-(5-EE2Z2Y g d-2-Y) Y H g d-4-Y) &A])-2-(2,4-U EF .2 ¥d)-1-(1H-
1,2,4-EgolE-1-9)Fa-2-29 A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.72(s, 1H), 7.59(m, 2H), 6.94(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.31(s, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AN 1160 (2R,30)-2-(2, 4T EF L2 Y)-3-((1-(3-L-5-(E EF L 2o Q) 2] 9-2-2) o 2] W4~
) SA)-1-(1H-1,2,4-E 7] o}&-1-U) $E-2-29] A%

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.87(s, 1H), 7.72(s, 1H), 7.59(m, 2H), 6.94(m, 1H), 6.72(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.31(s, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

A 117: (2R,3R)-2-(2,4-HEFL239)-3-((1-(5-wEH g v d-2-) ¥ o] g D -4~ ) &A])-1-(1H-
1,2,4-Ego}E-1-4) F&-2-29] Az

1H—NMR(CDC13, 300 MHz) & 8.25(s, 1H), 8.15(s, 1H), 7.85(s, 1H), 7.60(m, 2H), 6.94(m, 1H), 6.70(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 2.31(s, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AAd  118:  (2R,3R)-2-(2,4-UEZEFE 2 2Hd)-3-((1-(5-ZF o 2y v d-2-4) 9 # g d-4-L ) & A] )-1-(1H-
1,2,4-E@o}&-1-9) Fe&-2-&9 A=

1H—NMR(CDC13, 300 MHz) & 8.29(s, 1H), 8.20(s, 1H), 7.86(s, 1H), 7.60(m, 2H), 6.94(m, 1H), 6.67(m, 1H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AN 1190 (R,3B-3-((1-(5-F2 2 2] H-2-2) 3 2] W-4-2) $A)2-(2, 4 T BT L 2o d)-1-(1H-
1,2,4-E7 0k 1-) R e-2-29 A=

1H—NMR(CDCI;;, 300 MHz) & 8.29(s, 1H), 8.20(s, 1H), 7.89(s, 1H), 7.65(m, 2H), 6.94(m, 1H), 6.65(m, 1H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAld 1200 (2R,3R)-3-((1-(5-BEEYEr[d-2-¢) I d-4-)SA)-2-(2,4-HEF =25 d)-1-(1H-
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[0487]

[0488]

[0489]

[0490]

[0491]

[0492]

[0493]

[0494]

[0495]

[0496]

[0497]

[0498]

S==5| 10-1404862
1,2,4-E20}E%-1-2) P e-2-29] Az

1H—NMR(CDClg, 300 MHz) & 8.29(s, 1H), 8.20(s, 1H), 7.88(s, 1H), 7.69(m, 2H), 6.94(m, 1H), 6.69(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AAe 121: (2R,3R)-2-(2,4-tZZ ¢ 2Hd)-1-(10-1,2,4-E&o}&-1-9)-3-((I-(4~(EF S Z 2. = v g ) ¥ g1
d-2-9) 9 H g d-4-) A B ek-2-2-9] Ax

1H—NMR(CDC13, 300 MHz) & 8.29(s, 1H), 8.12(s, 1H), 7.86(s, 1H), 7.60(m, 2H), 6.92(m, 1H), 6.67(m, 1H),
4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.75(m, 3H), 1.91(m, 2H), 1.50(m, 2H), 0.92(d, 3H).

AA e 122: (2R,3R)-2-(2,4-UEF 2 29d)-3-((1-(2-=F 2. 2 4) 9 #lg d-4- ) o} = )-1-(16-1,2,4-E 7]
o}&E-1-d) Fe-2-29] Ax

e29d)9 g d-4-2(36.0 mg, 0.19 mmol)& 7 Sl&&(1 mL)ol = ¥ (2R,3R)-3-o}1] :=-2-
Fo=dd)-1-(11-1,2,4-Eglo}&E-1-4) F-e-2-2(50.0 mg, 0.19 mmol)S 7}sitt. A3z 54
WS- E e Bo] ElEHE(IV) o] AZREAIZ(0.06 mL, 0.21 mmol)E 718k, A2o]A 4A17F HoF WYkAIZl & &
FAlOPeH 23] =8 =(35.0 mg, 0.56 mmol)E WL AF=olA 18A7HE<t wnkste] WhgA| vt Axe] wh-g&3g)
ol SRHTE 7t WS TAAT F SN S FF5AI71AL old ofMHO|ER FESte] #7] &l
=S BEskad. EgE f7] £05S 5 sRbtadlgde A AzA7 F Agyhd A 2aEaddE B

KR
of &2l AAlstel FA sgES FESNTH(TE 4 %),

}_

ol

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 1H), 7.09(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

A7) Ao 1220 A9 FAFSE Wb o B AAE | 8l7] AAld 123 WA 1769 3FES 747 ATt

AAe] 123: (2R,3R)-2-(2,4-HEFL2¥d)-3-((1-d 9 ¥ 8] d-4-¥) o9 =)-1-(1H-1,2,4-EFo}=-1-Y) &
B-2-29 A=
"H-NMR(CDCls, 300 MHz) & 7.90(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.18(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAd 124: (2R,3R)-2-(2,4-UEZEZ 2 2Hd)-3-((1-(3-=F o 2¥d) 9 # g d-4-Q) o}u| x)-1-(1H-1,2,4-E g
o}Z-1-d)He-2-89 AF

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AN 125: (2R,3R)-2-(2,4-T)1EF 0 2Hd)-3-((1-(4-ZSF e 2¥d) ¥ g d-4-Y) o} = )-1-(1H-1,2,4-E 7]
o Z-1-Y) F-e-2-229] Ax
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[0499]

[0500]

[0501]

[0502]

[0503]

[0504]

[0505]

[0506]

[0507]

[0508]

[0509]

[0510]

[0511]

[0512]

S=S0ol 10-1404862

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.74(s, 1H), 7.36(m, 1H), 6.90(m,4H), 6.75(t, 2H), 4.91(d, 1H),

4.71(d, 1H), 3.39(m, 2H), 3.19(m, 1H), 2.72(m, 3H), 1.95(m, 2H), 1.51(m, 2H), 0.91(d, 3H).

AN 126: (2R,3R)-3-((1-(2-22259) 5 o) -4~ ) obm] i )-2-(2, 4-T| EF-9 25 W)-1-(1H-1,2, 4-E & o}
F1-9)Pe-2-29 A=
1H—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1), 7.42(m, 1H), 7.19(m, 2H), 6.83(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAd 127: (2R,3R)-3-((1-(3-Z=223d) v g d-4-Y)o}u| =)-2-(2,4-T ZF 2 2¥d)-1-(1H-1,2,4-E & o}
E-1-4)Fe-2-29 Az
"H-NMR(CDCl5, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AA 128 (2R, 3R)-3-((1-(4-22 299 7] 58] e-4-21 ) o} 1) -2 (2, 4-T] B2 0 2 W) )-1-(1H-1,2, 4-E ] o}
E1-9)r@-2-29 Az

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.36(m, 1H), 7.18(m, 2H), 6.84(m, 2H), 6.74(m, 2H),
4.93(d, 1H), 4.71(d, 1H), 3.58(m, 2H), 3.19(m, 1H), 2.76(m, 3H), 1.92(m, 2H), 1.5(m, 2H), 0.92(d, 3H).

AAd 129: (2R,3R)-3-((1-(2-E2RHd)d ¥ d-4-) o} x)-2-(2,4-T| EF ¢ 2 ¥d)-1-(10-1,2,4-E & o}
E-1-4)Fe-2-29 A

lH—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.52(m, 1H), 7.19(m, 2H), 6.93(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAld 130: (2R,3R)-3-((1-(3-EERHAd) I g g d-4-g) ot x)-2-(2,4- | FEF L 29 d)-1-(18-1,2,4-E& ¢}
F1-9)re-2-29 A=

1H—NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 1H), 6.99(m, 3H), 6.81(m, 2H), 6.67(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAld 131: (2R,3R)-3-((1-(4~-E2RHd) g d-4-Y) ol x)-2-(2,4-TZF ¢ 2 d)-1-(18-1,2,4-E & o}
E-1-Y4)Fe-2-89 Ax

1H_NMR(CDC13, 300 MHz) & 7.91(s, 1), 7.77(s, 1H), 7.32(m, 2H), 6.83(m, 2H), 6.72(m, 3H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d, 3H).

AAld 132: (2R,3R)-2-(2,4-"EF L 29d)-1-(1H-1,2,4-E o}&-1-9)-3-((1-(2-(Eg EF =W d)Hd)
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[0513]

[0514]

[0515]

[0516]

[0517]

[0518]

[0519]

[0520]

[0521]

[0522]

[0523]

[0524]

[0525]

S=S0ol 10-1404862
g d-4-d)otr| =) FH-2-S 9 A=

1H—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.50(m, 1H), 7.17(m, 2H), 6.92(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAd 133 (2R,3R)-2-(2,4-HEF 225 d)-1-(11-1,2,4-EF o}E-1-)-3-((1--(E EF 2. =2HE) ¥ d)
¥ ¥ g d-4-d) o] =) F&-2-2 9] A=

H-NMR(CDCL, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 4H), 6.99(m, 2H), 6.67(n, 1H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1), 2.99(m, 4H), 2.15(bs, 1), 1.97(m, 2H), 1.48(m, 2H), 0.92(d, 3H).

AN 134 (R,30)-2-(2,4-H EFLZHY)-1-(1H-1,2, 4-Ee]o}&-1-2)-3-((1-(4-(EI EF 2 2o W) W)
552 9-4-2)ob ol ) R E-2-2 8] A

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.34(m, 2H), 6.83(m, 2H), 6.74(m, 3H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d, 3H).

AAo] 135: 2-(4-(((2R,3R)-3-(2,4-HZF 2 25| d)-3-3}0| == A]-4-(11-1,2,4-E & o} Z-1-Y ) F-€-2-< ) o} ]
=) d-1-d) sz Yol EH Y Az
"H-NMR(CDC1s, 300 MHz) & 7.91(s. 1H), 7.77(s. 1H). 7.50(m, 1H). 7.37(m, 1H), 7.27(m, 1H), 6.92(m, 3H).

6.62(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AA e 1360 3-(4-(((2R,3R)-3-(2,4-UZF 2 25| d)-3-3}o| = EA]-4-(1H-1,2,4-E g o} Z=-1-Y ) FEl-2-Y ) o} 1]
V) Ed-1-d)AF Yo EHE AZ

"H-NMR(CDCl5, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.26(m, 3H), 6.99(m, 2H), 6.67(m, 2H), 4.82(m, 2H),
3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d, 3H).

AA 137: 4-(4-(((2R,3R)-3-(2,4-TZF 2 2H|d)-3-3}0| == A]-4-(11-1,2,4-E & o}Z=-1-Y ) H-&-2-Y ) o}
)Y d-1-Q) Az ol EE Y Ax
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.47(m, 2H), 7.32(m, 2H), 6.83(m, 2H), 6.74(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAld 138: (2R,3R)-3-((1-(2,4-tE=2 =25 d)dH g d-4-L)o}v x)-2-(2,4-t) EF 2 2Hd)-1-(1H-1,2,4-E
golE-1-d) Fe-2-&9 A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.55(m, 1H), 7.25(m, 1H), 7.11(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).
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[0526]

[0527]

[0528]

[0529]

[0530]
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[0533]
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[0535]

[0536]

[0537]

[0538]
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AR 1390 (R,3R)-3-((1-(3,4-H F225) 9 A 2] -4 ) o} ¥ 1)-2-(2, 4-T) B F L 2 )-1-(1H-1,2,4-E
Fobg-1-) R -2-9| Az
1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.11(m, 1H), 6.83(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AA ¢ 140: (2R,3R)-3-((1-(4-EF=Z=2-2-ZF 2 =2¥d) s g d-4-d) ol x)-2-(2,4-HU EF 2 29d)-1-(1H-
1,2,4-Ego}&-1-d)F&-2-29] A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s. 1H), 7.45(m, 1H), 7.25(m, 1H), 7.01(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AR 141 (2R,3R)-2-(2,4-0 B F 25 9)-3-((1-(2,4-0) $F 0. 25 9) 7 2] W-4- ) o} ] 22)-1- (181, 2, 4-
Egol-1-9) R e2-g9 Az
1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.35(m, 1H), 6.94(m, 1H), 6.83(m, 1H), 6.72(m, 2H),

6.55(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

ANl 1420 (R,3R)-3-((1-(4-222-3-EF2 2319) %2 9-4-Q) oo 1)-2-(2,4-T EF-L 2309)-1-(1H-
1,2,4-E2)0}E-1-0) $e-2-29 A=
1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.37(m, 2H), 7.11(m, 1H), 6.65(m, 2H), 6.49(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAld 143: (2R,3R)-3-((1-(4-F&22-2-vd¥d) g d-4-Q)o}n =)-2-(2,4-T1 S F 0 2 ¥ d )-1-(1H-
1,2,4-Ego}F-1-4) F&-2-&9] Az
H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.25(m, 1H), 7.15(m, 1H), 7.01(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.18(s, 3H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

AAle] 144: (2R,3R)-2-(2,4-HEF L 23 d)-3-((1-(F g d-2-L) 9 v g d-4-d) o}v] :=)-1-(1H-1,2,4-E o}
E-1-9)Re-2-29 A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.75(s, 1H), 7.55(m, 1H), 7.30(m, 1H), 6.94(m, 1H),

6.83(m, 1H), 6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

A A4 145: (2R,3R)-2-(2,4-HEF L 2¥d)-3-((1-(5-HE v g d-2-d) 9 7 &) d-4-Y ) o} 7] .= )-1-(1H-
1,2,4-Ego}E-1-9)F&-2-g9 A=
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1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.65(s, 1H), 7.30(m, 2H), 6.94(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
31).

AAd  146:  (2R,3R)-2-(2,4-UEF22 =2 Hd)-3-((1-(5-ZF ¢ =¥ d-2-9) 9 g d-4- ) o}m] = )-1-(1H-
1,2,4-EFo}&-1-d) F&-2-&9 A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s. 1H), 7.61(s, 1H), 7.29(m, 2H), 6.94(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

ANl 1470 (2R, 3R)-3-((1-(5-F 229 g d-2-) 9 ¥ 2 d-4-) o} =)-2-(2,4-H EF 2. 23 d)-1-(1H-
1,2,4-EgolE-1-9)Fe-2-29 Ax
H-NWR(CDCLs, 300 MHz) & 7.91(s, 1H), 7.77(s, 1), 7.72(s, 1), 7.59(m, 2H), 6.94(m, 1), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAd 148  (2R,3R)-2-(2,4-T)EF o =H4d)-3-((1-(3-"E-5-(Eaq EF e =W d) ¥ d-2-d) g d-4-
)opr]e)-1-(1H-1,2,4-E & o} &-1-9 ) R oh-2-29] A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.36(m, 1H), 7.18(m, 1H), 6.84(m, 1H), 6.74(m, 2H),

4.93(d, 1H), 4.71(d, 1H), 3.58(m, 2H), 3.19(m, 1H), 2.76(m, 3H), 1.92(m, 2H), 1.50(m, 2H), 0.92(d,
3H).

AAle] 149: (2R,3R)-2-(2,4-HE&F L. 29d)-3-((1-(F v d-2-4)H H g d-4-4 ) o}r] % )-1-(1H-1,2,4-E
olF-1-9)He-2-29] Ax
"H-NMR(CDCl5, 300 MHz) & 8.25(s, 1H), 8.15(s, 1H), 7.85(s, 1H), 7.60(m, 2H), 6.94(n, 1H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAlg  150: (2R,3R)-2-(2,4-t) ZF 0 23d)-3-((1-(5-v & ¥ g v P -2- ) o ¥ &) 2 -4~ ) o} ] = )-1-(1H-
1,2,4-E8o}&-1-9) F&-2-29 A=

1H—NMR(CDC13, 300 MHz) & 8.25(s, 1H), 8.15(s, 1H), 7.85(s, 1H), 7.60(m, 2H), 6.94(m, 1H), 6.70(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 3H), 2.31(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

Al 151: (2R,3R)-2-(2,4-HEF L2 9)-3-((1-(-FF 229 gv|d-2-9) 9 7 g d-4-2) o}v] =)-1-(1H-
1,2,4-Ego}E-1-9)F&-2-&9 A=

1H—NMR(CDCI;;, 300 MHz) & 8.19(s, 1H), 7.89(s, 1H), 7.76(s, 1H), 7.37(m, 2H), 6.75(m, 2H), 4.93(d, 1H),
4.72(d, 1H), 4.53(d, 2H), 3.22(q, 1H), 3.06(m, 2H), 2.86(m, 1H), 1.89(m, 2H), 1.37(m, 2H), 0.92(d,

_53_



[0552]

[0553]

[0554]

[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

[0561]

[0562]

[0563]

[0564]

SSS0ol 10-1404862

3H).

AN 1520 (R,3R)-3-((1-(5-2 22520 Y-2-2) 9 9 2 ©-4-8)o}r] 1) -2-(2,4-T EF 2 2 Y)-1- (1
1,2,4-E2jo}E-1-0) Fe-2-29 A=
1H—NMR(CDClg, 300 MHz) & 8.29(s, 1H), 8.20(s, 1H), 7.89(s, 1H), 7.65(m, 2H), 6.94(m, 1H), 6.65(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAle 153:  (2R,3R)-3-((1-(5-E =R | d-2-9) 9 ¥ 2| d-4-U) o}r] :=)-2-(2,4-H EF 2 =3 d)-1-(1H-
1,2,4-EgolE-1-9)Fe-2-29 Ax
'H-NMR(CDCI5, 300 MHz) & 8.28(s, 2H), 7.88(s, 1H), 7.76(s, 1H), 7.36(m, 1H), 6.75(m, 2H), 4.92(d, 1H),

4.71(d, 1H), 4.54(d, 1H), 3.21(m, 1H), 3.07(m, 2H), 2.83(m, 1H), 1.88(m, 2H), 1.35(m, 2H), 0.97(d,
3H).

AA e 154: (2R,3R)-2-(2,4-T)E2 9 =¥ d)-1-(1H-1,2,4-Ed o}&-1-U)-3-((1-(4-(Ex)E2 o = v d) ¥ g 1|
d-2-d) 9 d g d-4-d)o}pr| =) REF-2-29] AF
"H-NMR(CDCls, 300 MHz) & 8.47(d, 1H), 7.88(s, 1H), 7.76(s, 1H), 7.36(m, 1H), 6.74(m, 3H), 4.94(d, 1H),

4.72(d, 1H), 3.18(m, 3H), 2.88(m, 1H), 1.91(m, 2H), 1.43(m, 2H), 0.92(d, 3H).

AAldl  155:  (2R,3R)-2-(2,4-UEF L. 23d)-3-(ME(1-dH g d-4-Y)o}v]| =)-1-(11-1,2,4-Eg| o} Z~
1-d)He-2-29 A=z
"H-NMR(CDCl5, 300 MHz) & 7.90(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.18(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAd 1560 (2R,3R)-2-(2,4-T)ZF 0 2Hd)-3-((1-(2-ZF 2. 2Hd) ¥ ¥ g d-4-Y) (&) o}m] = )-1-(1H-
1,2,4-Edo}l&-1-Y) 7 &-2-29] A=

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 1H), 7.09(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAle]  157: (2R,3R)-2-(2,4-HEF2299)-3-((1-3-EF 2294 9 H g d-4-4) (A &) o}v :=)-1-(1H-
1,2,4-Ego}&F-1-4)F-&-2-&9] Az

1H_NMR(CDC13, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAle] 158 (2R,3R)-2-(2,4-t]EF=2Hd)-3-((1-(4-EF L. 29d) I g d4-4) (D) o} = )-1-(1H-
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1,2,4-E20}E%-1-2) P e-2-29] Az

1H—NMR(CDClg, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 1H), 7.10(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AA ) 1590 (R,3R)-3-((1-(2-F 22AD) 3 2] D-4-2) (WD) obv] :)-2-(2, 4-0| BF L 29 9)-1- (11,2, 4-
EgolE-1-9) R e2-g9 Az
1H_NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.42(m, 1H), 7.19(m, 2H), 6.83(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAE 160: (2R,3R)-3-((1-(3-Z==#Hd)udgd-4-¢) (HE) ol = )-2-(2,4-T| EF 2 =¥ d)-1-(18-1,2,4-
EfolE-1-d)FE-2-29 A=
"H-NMR(CDCls, 300 MHz) & 7.90(s, 1H), 7.76(s. 1H), 7.31(m, 2H), 6.99(m, 1H), 6.81(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
20), 0.92(d, 3H).

A 1615 (R,3B)-3-((1-(4-Z22AD) A& D-4-2) (D) obvl :)-2-(2, 4-H| EF 2. 2 D)-1- (11,2, 4-
Egol-1-9) R e2-g9 Az
1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.28(m, 3H), 6.83(m, 2H), 6.72(m, 2H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAd 162: (2R,3R)-3-((1-(2-E=rHd)ddad-4-g)(dD)o}rx)-2-(2,4-T| =2 ¢ =¥ d)-1-(18-1,2,4-
EgolE-1-d) e-2-89 A=x

1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.52(m, 1H), 7.19(m, 2H), 6.93(m, 2H), 6.70(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AN 163 (2R,3R)-3-((1-(3-B2E3D) 3 2 ¥-4-2) (D) ok ol 12)-2-(2,4-F| FF- 023 W)-1-(1H-1,2,4-
EFolE-1-9) Fe-2-29] A%

1H—NMR(CDCI;;, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 1H), 6.99(m, 3H), 6.81(m, 2H), 6.67(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAE 164: (2R,3R)-3-((1-(4-B223d)vHad-4-¢) (HE) ol )-2-(2,4-T| EF e 23 d)-1-(18-1,2,4-
EfolE-1-Y) 7 &-2-89 A=

1H_NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.32(m, 2H), 6.83(m, 2H), 6.72(m, 3H), 4.82(m, 2H),
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3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

Al 1650 (2R,3R)-2-(2,4-HEF L 29d)-3-(ME(1-2-(Eg EF 2 D))y v D-4-Y) o}r| 2)-1-
(18-1,2,4-Ego}E-1-d) F&-2-&9 A=
'H-NMR(CDCI5, 300 MHz) & 7.91(s, 1), 7.77(s, 1), 7.50(m, 1), 7.17(m, 2H), 6.92(m, 2H), 6.69(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAo 166: (2R,3R)-2-(2,4-tEF 2 2¥d)-3-(HME(1-(3-(EdZF2v ) d) I H g d-4-)o}m| =)-1-
(1H-1,2,4-E&o}EF-1-9) 8 e-2-29] A=
"H-NMR(CDCls, 300 MHz) & 7.90(s, 1H), 7.76(s, 1H), 7.31(m, 4H), 6.99(m, 2H), 6.67(n, 1H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

Al 1670 (2R,3R)-2-(2,4-H1EF L 29d)-3-(ME (1-(4-(E EF =M D))y d g D-4-Y) o}r| 2)-1-
(18-1,2,4-Ego}E-1-d) F&-2-29 Az
'H-NMR(CDCI5, 300 MHz) & 7.91(s, 1H), 7.77(s, 1), 7.34(m, 2H), 6.83(m, 2H), 6.74(m, 3H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

Al 168: 2-(4-(((2R,3R)-3-(2,4-HEF L2 H)-3-3} | EFA|-4-(1H-1,2,4-E & o} F-1- L) F&-2-9) (A
Dot ) A g d-1-d) RG] ELY Az
H-NMR(CDCy, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.50(m, 1), 7.37(m, 1H), 7.27(n, 1H), 6.92(m, 3H),

6.62(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

AAle 169: 3-(4-(((2R,3R)-3-(2,4-UEF L2 H)-3-3}| EFAI-4-(1H-1,2,4-E&| 0} &-1-L) £ &-2-2) (A
Dopu ) d-1-d) iz ELY A=
'H-NMR(CDCl3, 300 Miz) & 7.90(s, 1H), 7.76(s, 1H), 7.26(m, 3H), 6.99(m, 2H), 6.67(m, 2H), 4.82(m, 2H),

3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d,
3H).

AAE 1700 4-(4-(((2R,3R)-3-(2,4-TZF 0 2 ¥ d)-3-3}o| E2A|-4-(11-1,2,4-E g o} Z-1-¢ ) F-&-2-< ) (1]
)olu =) H e d-1-g )z ol EF e AZF

1H—NMR(CDCI;;, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.47(m, 2H), 7.32(m, 2H), 6.83(m, 2H), 6.74(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).
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AAl] 1710 (2R,3R)-3-((1-(2,4-HE 223 d) ¥ 2| d-4-<4) (WD) o}v] =2)-2-(2,4-H EF- L. 25d)-1-(1H-
1,2,4-EgolE-1-9)Fe-2-29 Ax
H-NMR(CDC3, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.55(m, 1), 7.25(m, 1H), 7.11(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

AN 172:  (2R,3R)-3-((1-(3,4-tZ2==2Hd) 9 sg d-4-d) (H &) o} = )-2-(2,4-T EF 2 =9 d)-1-(1H-
1,2,4-Ego}E&-1-d)Fe-2-29 A=z
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s. 1H), 7.35(m, 2H), 7.11(m, 1H), 6.83(m, 1H), 6.72(m, 2H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAle 173: (2R,3R)-3-((1-(4-E22-2-FFL29d) 9 g d-4-A) (M) o}r| :=)-2-(2,4-HEF L2 d)-
1-(10-1,2,4-Ego}E-1-9) ¥ &-2-2 9 Az
'H-NMR(CDCLs, 300 MHz) & 7.91(s, 1), 7.77(s, 1H), 7.45(n, 1H), 7.25(m, 1), 7.01(d, 11), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

AN 174 (R,3R)-2-(2,4- 0 EF L 259)-3-((1-(2,4-0 B2 259) ¥ )2 B-4-2) (W] &) o} ] 22)-1- (14
1,2,4-Edo}&-1-9) P e-2-29 Az
1H—NMR(CDC13, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.35(m, 1H), 6.94(m, 1H), 6.83(m, 1H), 6.72(m, 2H),

6.55(m, 1H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m,
2H), 1.48(m, 2H), 0.92(d, 3H).

AAle 175: (2R,3R)-3-((1-(4-22-3-FFL29d) I g d-4-L) (M) olv| :=)-2-(2,4-HEF L2 d)-
1-(1H-1,2,4-E&o}&-1-4) F-&-2-&9] Az
'H-NMR(CDC3, 300 Miz) & 7.91(s, 1), 7.77(s, 1), 7.37(m, 21), 7.11(m, 1), 6.65(m, 2H), 6.49(m, 1H),

4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.15(bs, 1H), 1.97(m, 2H), 1.48(m,
2H), 0.92(d, 3H).

AAle 1760 (2R,3R)-3-((1-(4-FZ=2-2-vdad) g d-4-g) (D) o}v| 2)-2-(2,4-T EF L2 d)-1-
(18-1,2,4-Ego}&-1-d) F&-2-89 A=
"H-NMR(CDCls, 300 MHz) & 7.91(s, 1H), 7.77(s, 1H), 7.25(m, 1H), 7.15(m, 1H), 7.01(d, 1H), 6.83(m, 1H),

6.72(m, 2H), 4.82(m, 2H), 3.58(m, 2H), 3.19(m, 1H), 2.99(m, 4H), 2.26(s, 3H), 2.18(s, 3H), 2.15(bs,
1H), 1.97(m, 2H), 1.48(m, 2H), 0.92(d, 3H).

AAle 177: (2R,3R)-2-(2,4-TEFL2¥4)-3-((1-¥d g d-3-4) ol x)-1-(1H-1,2,4-E o} &-1-4) &
Bg-2-29] AZ

-9 o g d-3-25 ARgehs AS Alelstas A7) AAld 1220049k AR W e® AAlsto] A Skt
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[0604]

[0605]

[0606]

[0607]

[0608]

[0609]

[0610]

[0611]

[0612]

[0613]

[0614]

[0615]

[0616]

[0617]

SS90l 10-1404862

1H—NMR(CDClg, 300 MHz) & 7.90(s, 1H), 7.77(s, 1H), 7.35(m, 2H), 7.18(m, 2H), 6.83(m, 2H), 6.72(m, 2H),

4.82(m, 2H), 3.19(m, 3H), 2.97(m, 2H), 2.63(m, 1H), 2.15(bs, 1H), 1.71(m, 1H), 1.49(m, 3H), 0.92(d,
3H).

AAle] 178: (2R,3R)-2-(2,4-UEFLZHH)-3-(3-(ddopr]| =) & d-1-9)-1-(1H-1,2,4-Eo}&-1-4) ¥
B-2-2-9] A|x

(3

N-sl sl BeE-g-obrl e AbgSHE e Asistat, 47 AAd 13} $AT WHow Axetel, EA S

1H—NMR(CDC13, 300 MHz) & 8.47(d, 1H), 7.88(s, 1H), 7.76(s, 1H), 7.36(m, 1H), 6.74(m, 3H), 4.94(d, 1H,
J=14.3Hz), 4.72(d, 1H, J=14.6Hz), 3.18(m, 3H), 2.88(m, 1H), 1.91(m, 2H), 1.43(m, 2H), 0.92(d, 3H).

AAe 179: (2R,3R)-3-((R)-3-(4-E 22 =5A)H & d-1-9)-2-(2,4-UEF L 2Hd)-1-(1H-1,2 4-EZ| o} &
-1-d)F-2-29 A=

R)-3-(4-F 22 =AD& ds ARshe 2l Alejstae, 7] Al 13 sdst o= dAste, &
Al Bt S ST (& 28%).
H-NMR(CDCL3, 300 MHz) & 8.21 (d, 2H), 8.01(s, 1H), 7.82(s, 1H), 7.48(m, 1H), 7.02(m, 2H), 6.93(d,

2H), 4.93(m, 2H), 4.74(d, 1H), 3.57(m, 4H), 2.16(m, 2H), 0.92(d, 3H).

AAd 180t (2R, 3R)-3-((8)-3-(4-F2RA=ADV E2H-1-9)-2-(2,4-HEF L2 d)-1-(1l-1,2 4-E2|°} &
-1-9) FE-2-2 9] Az
(S)-3-(4-FR2AFADIAEALDS AHEshe A ALfstals, 471 AAld 194 e Bor dAs,

A shgtes 5T

ol
=]

1H—NMR(CDC13, 300 MHz) & 8.21 (d, 2H), 8.01(s, 1H), 7.82(s, 1H), 7.48(m, 1H), 7.02(m, 2H), 6.93(d,

2H), 4.93(m, 21), 4.74(d, 1), 3.57(m, 4H), 2.16(m, 2H), 0.92(d, 3H).
AA 10 BA

A 104 AF" (2R,3R)-2-(2,4-TZF 0 2HY)-3-(4-(4-ZF 2 2952 A # g d-1-9)-1-(1H-1,2,4-E
Yol Z-1-d) Fek-2-2(50 mg) @} vl ZEolH o] E(20 mg)S 718 HE(35 mg) o2 FHHsIg T AxA]
I, FEA65 ng) D SFEFEAE(30 mg) ot A 3083 WU A o)At yAHES o] &ale] EAIZ L. A
2 F5H EFE A4S vlete] HA Bz AlxseiT.

-

Al 10 AR 33T BN

aRA Aoz ot SRzt A(Candida albicans), ‘Yt L2} Bele}(Candida glabrata), XYtk AFX
obol(Candida krusei), oty EZZEA(Candida tropicalis), ot} de}Z A Z A~ (Candida
parapsilosis), B AHEFAAXS WL EEWA(Cryptococcus neoformans)<, AP O RA ofAd A A 3Fn|
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[0618]

[0619]

[0620]

[0621]

[0622]

SS=50l 10-1404862

7V (Aspergillus fumigatus), EdFdo|E wElZZu9o]E(Trichophyton mentagrophytes, KCTC(Korean
Collection for Type Cultures: gr=ARxAd@eER), EgIdo|E FHHA(Trichophyton rubrum,
KCCM(Korean Culture Center of Microorganisms: $t=AJm2ld@e]EF)E o] §3te] & dgo e 33&E9]
MRl90 GAE A7FskGlth. 3k 7] EgaelE dElaRstolE W EgIdlolE FHAS AL AFE
5 ATCC(American Type Culture Collection)ollA ot RS AF&3IAAT

Aol AH&EE A7 oF T o ¥zt gty agtdgE, gt 352
vy gt deAls, EgladielE wEtazsto]lE g EgjmdlelE FHY
(sabouraud dextrose agar, Difco, BD-0109)el], IAHEFTAHZ: UL EETrA
mold agar: YM agar, Difco, 271210)01] a3 okam e FhME s WolEEu| A (nalt extract agar,
Difco, 211220)°] Z+zt 53k F 35TolA 2 WA 1043F F83] wjFsisict.

00“

HgE 75 T 284 JAde g F2YE FHste] vy #HIe 0.85 ¢ Ea A A YES 5 nloll S5 dE
Al71aL, 530 nmoll A &3 =7} 0.1080] H == H A3 & RPMI(Roswell park memorial institute) 1640 BH koY

o7 1:508.2 3|4slar, sAdS thA] 1:200.2 At #47} 1.O><103 =] 5.O><103 CFU/mLo] H%E%F 3

of
-

o] dEFae Fulakgith., olam A s FulpEse] A9ds #47b 0.4x10° WA 5.0%10° CFU/mLe] %
% =iA

So]® ZHe] ALe= F47b 0.4x10° A 5.0x10°

FHAA AEE RPMI 1640 wig oz % Aol HEHOZ 0.0156 WA 32 pe/ul7} HEE 348t A%
Skt o] W, FIPAR AL E1Uﬂ%’S%E’\]E(dlmethylsulfo><1de DMSO)9) EsEx= HEHOZ 19(V/V)7} H
ZE 5. 84 &4 ALE 47 0.1 my B F 8T 79 AF #9S 0.1 A BT
AYEIAL I ERAE A3 anA AdFo Afols 24 A7 F, AHEIAS YO FE2Ag) ofx
WA FuspEAe] A= 48 A7 &, Eglmdle]lE wEa=dolES Eglmule]lE FHHY Qo=
59 F dld FEoA o AS FFE Sgow AASAY, EE deput2EF(alanarblue™)E o] &3] A
Fo] SA ol Hlel 80 % JAHE FEE AAsAT. BE AFE 7 AF sndtdl thate] 23] wkEE)
ory, 3 FAAIMCy pg/ml)SE F 12 T 20 JeERRAT
#£ 1

G A3 A I (MICyo peg/ml)

AAe | e | e 7&"431{ ﬂﬂj o EEE O}ﬁﬂ EE%E’_ Eﬂ]i
s | gu s | age | T4 ERT sape | Z7E | A | gholE | FeolE
S R R R T e vl I s B
=0.015 0.25 0.062 0.062 <0.015| <£0.015| <0.125| <0.125| <0.125

<0.015 - - - - - <0.125 - -

13 =0.015 - - - - - 1 - -
29 <0.015 1 0.5 0.25 0.062 <0.015 1 0.062 <0.125

32 =<0.015 | 0.125 0.125 <0.015] <0.015| =0.015| <0.125| <0.125] 0.031
34 <0.015 | 0.125 0.031 <0.015| =0.015| <0.015| <0.125 | <0.125 | <0.125

58 =0.015 1 <0.062 | 0.125 0.062 - 0.125 <0.125 | <0.125
59 <0.015 0.25 0.062 0.125 <0.015 | =0.015 0.25 <0.125 | <0.125
63 =0.015 1 =0.062 - - - 0.25 <0.004 | 0.015

125 <0.015 | 0.125 0.062 0.031 | =0.015| =0.015 0.25 <0.125 | <0.125
128 <0.015| 0.062 | <0.015| 0.031 0.031 =0.015 0.25 0.015 | <0.125

148 <0.015 0.25 <0.062 - - - 1
151 <0.015 1 0.25 0.25 0.125 - 1 <0.004 | 0.015
153 <0.015 | 0.125 0.125 0.25 <0.015 | <0.015 1 0.5 <0.125
HEls 0.031 2 0.5 0.25 0.5 0.25 0.25 0.125 <0.125
=
=33 4 >32 4 > 32 > 32 0.5 > 128 16 4
U
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[0623]

[0624]

[0625]

[0626]

[0627]

[0628]

s==4

10-1404862

# 2
z‘ﬂ—;ﬂﬁ %_L*é@j"}(MICao ﬂg/mL)
Ao Mg | Foo) dnjghe| AAe] WS [ Fhojo dujgks] AAe He | Zho oy GE( ks

3 <0.015 70 <0.015 118 <0.015

16 <0.015 73 <0.015 120 <0.015

25 <0.015 79 <0.015 123 <0.015

26 <0.015 82 <0.015 134 <0.015

30 <0.015 89 <0.015 137 <0.015

35 <0.015 90 <0.015 146 <0.015

38 <0.015 93 <0.015 147 <0.015

46 <0.015 96 <0.015 149 <0.015

49 <0.015 102 <0.015 155 <0.015

60 <0.015 105 <0.015 158 <0.015

62 <0.015 114 <0.015 161 <0.015

64 <0.015 115 <0.015 167 <0.015

67 <0.015 116 <0.015 170 <0.015
471 3 1 9 20 yERd bpel o) el Mg St E2 T FHAAR] BRelayE 2 EFIUE
Hlg] @48 73 7 an s ATt
AR 20 sz olFHSAY AY
o e] AAld 32, 34, 63, 122 2 1259 FGES 0.5 ¢ HEAERZ A S84 1A 42 10 nl/ked &
T2 d8% & IR vh92=(FA 457, 9 30g AF)l 25 <k vid 18] 10 mg/kg WA 50 mg/kge] oF= &
L2 AF5Fo7](sonde)E F&E 1 mle FAVIE AMESHY @ W2 AAlFoste olgAdsd AldS AASH
ATt
Ad Ay, HA& BT FoAF 10 mg/kg7t A= 27 & AE 2 AU Wk, 7F g4 Wk, 1F FAY W)
T =4 F4e] sl

S, FAoE st A
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