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(25,3R,4R,5S8)-1-((1-(2-00000000)00000-4-00)000)-2(000000
00)0O000O0-3,4,5-000000
(2S,3R,4R,5S8)-1-((1-(3-00000000)00000-4-00)000)-2(000000
00)00O00O0-3,4,5-000000
(28,3R,4R,58)-2-(00000000)-1-((1-(4-(000000000)0000)000O0
0D-4-00)000)00000-3,4,5-000000 50



(8) JP 7674389 B2 2025.5.9

(2S,3R,4R,58)-2-(00000000)-1-((4-000-1-000000000-4-00)00
0D)00O000-3,4,5-000000
(2S,3R,4R,5S8)-1-((4-0000-1-000000000-4-00)000)-2-(000000
0O0)DO0O0O0O0-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-(2-(1-000000000-4-00)000)00
000-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-((1-(0000-3-00)00000-4-00)00
0)00O0O00-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-((1-(2,2,2-000000000)00000-4-
00)0O0OO0)0O00O00-3,4,5-000000 10
2-000-1-(4-(((2S,3R,4R,55)-3,4,5-0000000-2«(00000000)0000
0D-1-00)000)00000-1-00)0000-1-000
2,2-0000-1-(4-(((2S,3R,4R,58)-3,4,5-0000000-2-(00000000)00
0DO00-1-00)000)00000-1-00)0000-1-000
1-(4-(((2S,3R,4R,55)-3,4,5-0000000-2«(00000000)00000-1-00)
0DO00)000O00-1-00)000-1-000
3-000-1-(4-(((2S,3R,4R,55)-3,4,5-0000000-2«(00000000)0000
0D-1-00)000)00000-1-00)000-1-000
3,3-0000-1-(4-(((2S,3R,4R,58)-3,4,5-0 0 00000-2(00000000)00
0DO00-1-00)000)00000-1-00)000-1-000 20
2-0000000-1-(4-(((2S,3R,4R,55)-3,4,5-0 0 00000-2(00000000)
0DO00O00-1-00)000)00000-1-00)00000

0000000 (4-(((2S,3R,4R,55)-3,4,5-0000000-2(00000000)000
0D0-1-00)000)00000-1-00)00000

000000 (4-(((2S,3R,4R,55)-3,4,5-0000000-2«(00000000)0000
0D-1-00)000)00000-1-00)00000

0000000 (4-(((2S,3R,4R,55)-3,4,5-0000000-2(00000000)000
0O0-1-00)000)00000-1-00)00000

0000000 (4-(((2S,3R,4R,55)-3,4,5-0000000-2(00000000)000
0DO0-1-00)000)00000-1-00)00000 30
((1s,4S)-4-(tert-000)0000000)(4-(((2S,3R,4R,55)-3,4,5-0000000-2-
(00000000)00000-1-00)000)00000-1-00)000000
((1r,4R)-4-(tert-000)00 00 00O O)(4-(((2S,3R,4R,55)-3,4,5-0 000000 -2-
(00000000)00000-1-00)000)00000-1-00)000000
(4-00000000000)(4-(((2S,3R,4R,58)-3,4,5-0000000-2-(00000
0DO00)00000-1-00)000)00000-1-00)00000
(4-(000000000)0000000)(4-(((2S,3R,4R,55)-3,4,5-0000000-2-(
00000000)0I0O000-1-00)000)00000-1-00)00000

0000 (4-(((2S,3R,4R,55)-3,4,5-0000000-2«(00000000)00000-1
-00)00D0)00000-1-00)00000 40
(3-(000000000)0000)(4-(((25,3R,4R,58)-3,4,5-0000000-2-(000O
00000)000O00-1-00)000)00000-1-00)000000
2-0000-1-(4-(((2S,3R,4R,58)-3,4,5-0 00 0000-2(00000000)000
0O0-1-00)000)00000-1-00)00000
0DO00O00-3-00(4-(((25,3R,4R,58)-3,4,5-0000000-2(00000000)0
0D000-1-00)000)00000-1-00)00000
N-ODOODOODOO-4-(((2S,3R,4R,58)-3,4,5-0000000-2(00000000)00
0DO00-1-00)000)00000-1-00000000
N-ODOODOODOO-4-(((2S,3R,4R,58)-3,4,5-0000000-2(00000000)00
0DO00-1-00)000)00000-1-000000000 50
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(25,3R,4R,58)-2- (000000 00)-1-((1-((1S,2R)-2«(000000000)000O0
0DO00)000O00-3-00)000)00000-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1-000000000-3-00)000)0
0O000-3,4,5-000000

(2S,3R,4R,5S8)-2- (000000 00)-1-(((R)-1-(0o-000)000D0O-3-00)000)
0DO00O00-3,4,5-000000

(2S,3R,4R,5S8)-2-(00000000)-1-(((R)-1-(2-(0 0000000 0)0O000)00
000-3-00)000)00000-3,4,5-000000
(25,3R,4R,55)-1-(((R)-1-(2-00000000)00000-3-00)000)-2-«(0000
0000)00000-3,4,5-000000
(2S,3R,4R,55)-1-(((R)-1-(3-00000000)00000-3-00)000)-2«(0000
0000)00000-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1-(2<(00000000O00)I0O0O)O
0DO000-3-00)000)00000-3,4,5-000000
(28,3R,4R,58)-2-(00000000)-1-(((R)-1-(6-(0 0000000 O0)0O000-2-0
0D)00000-3-00)000)00000-3,4,5-000000
(28,3R,4R,58)-2-(00000000)-1-(((R)-1-(4-(0 0000000 O0)0O000-2-0
0D)00O000-3-00)000)00000-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1(0000-3-00)00000-3-00)
0O00)00000-3,4,5-000000
(28,3R,4R,5S8)-2-(00000000)-1-(((R)-1-(4-0000000-3-00)00000 -
3-00)000)00000-3,4,5-000000
(25,3R,4R,58)-2-(00000000)-1-(((R)-1-(4-(0 0000000 O0)0O000-3-0
0D)00O0O0D0-3-00)000)00000-3,4,5-000000
(2S,3R,4R,58)-2-(000000O00)-1-(((R)-1-(5-(0 0000000 0)0000-3-0
0D)00O0O0D0-3-00)000)00000-3,4,5-000000

(25,3R,4R,58)-2-(0 00000 O00)-1-(((R)-1-(2-(0 0000000 O0)0000-3-0
0D)0O0DO0O0OD0-3-00)000)00000-3,4,5-000000
(25,3R,4R,5S8)-2-(00000000)-1-(((R)-1-(4-(0000000O00)0O00O00-5-
00)0000O0-3-00)000)00000-3,4,5-000000
(28,3R,4R,58)-2-(00000000O0)-1-(((R)-1(00000-3-00)00000-3-00
)00D0)00O000-3,4,5-000000
(2S,3R,4R,55)-1-(((R)-1-(000[d]00000-4-00)00000-3-00)000)-2-(
00000000)I0O000-3,4,5-000000

(2S,3R,4R,558)-1-(((R)-1(0 00 [d]000000-2-00)00000-3-00)000)-2
(000D0O0000)000O00-3,4,5-000000

(2S,3R,4R,55)-1-(((R)-1-(0 00 [d]00000-2-00)00000-3-00)000)-2-(
0DO0000000)00000-3,4,5-000000
(4-(000000000)0000)((R)-3-(((2S,3R,4R,55)-3,4,5-0000000-2-(0
0000000)00000-1-00)000)00000-1-00)00000
(2S,3R,4R,58)-2-(000000O00)-1-(((S)-1-(2-(000000O00O0)0000)00
000-3-00)000)00000-3,4,5-000000
(2S,3R,4R,5S8)-2-(00000000)-1-(((S)-1-(4-(00000000O0)0O000-3-0
0D)0O0DO0O0OD0-3-00)000)00000-3,4,5-000000
(2S,3R,4R,5S8)-2-(000000O00O)-1-(((S)-1-(4-(000000O0D0O0)00000O0-5-
00)0000O0-3-00)000)00000-3,4,5-0000000
(28,3R,4R,5S8)-2-(00000000)-1-(((R)-1-(0-000)00000-3-00)000)
0DO00O00-3,45-000000
(28,3R,4R,55)-1-(((R)-1-(2-00000000)00000-3-00)000)-2«(0000
0000)00000-3,4,5-000000
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(25,3R,4R,58)-2-(00000000)-1-(((R)-1-(6-(0 0000000 D0)0O000-2-0
0D)00O000-3-00)000)00000-3,4,5-000000
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1-(4-(0 0000000 D0)0O00O-3-0
0D)00O000-3-00)000)00000-3,4,5-000000

(2S,3R,4R,58)-2- (000000 00)-1-(((R)-1-(2<(000O00O00D0O0)0O00OO-3-0
0D)00O00D0-3-00)000)00000-3,4,5-000000
(25,3R,4R,58)-2-(00000000)-1-(((R)-1-(5-00000000000-2-00)0
0D000-3-00)000)00000-3,4,5-000000

(25,3R,4R,55)-1-(((R)-1-(0 00 [d]00000-2-00)00000-3-00)000)-2-(
00000000)00000-3,4,5-000000

(2S,3R,4R,55)-1-(((R)-1-(0 0 0[d]00000-4-00)00000-3-00)000)-2-(
0DO0000000)00000-3,4,5-000000
(2S,3R,4R,5S8)-2-(00000000)-1-(((S)-1-(4-(000000000)0O000-3-0
0D)00O000-3-00)000)00000-3,4,5-000000
(2S,3R,4R,5S8)-2-(00000000)-1-(((S)-1-(6-(0 0000000 D0)0000-2-0
0D)00000-3-00)000)00000-3,4,5-000000
(2S,3R,4R,5S5)-1-(((1s,4R)-4-(0 0 000000)0000000)000)-2(0000
0000)00000-3,4,5-000000

(2S,3R,4R,5S8)-1-(((1r,48)-4-(0 0000000)000000O0)000)-2-(0000
0000)00000-3,4,5-000000
(2S,3R,4R,5S8)-1-(((1s,4R)-4-(1,1-00000000)0000000)000)-2-(00
0O00000)00O000-3,4,5-000000
(2S,3R,4R,5S8)-1-(((1r,4S)-4-(1,1-00000000)0000000)000)-2-(00
000000)00000-3,4,5-00000000000000000000000000
0000000000 100000000

Dooooo

(2R,3R.,4R.58)-1-(2-0 000 00000)-2-(00000000)00000-3,4,5-00
0ooo

(2R.3R./4R.58)-1-(3-0 0000000 0)-2-(00000000)00000-3.45-00
ggogag

(2R.3R./4R.58)-1-(4-0 0000000 0)-2-(00000000)00000-3.45-00
gggag

(2R.3R4R.58)-1-(2.6-0000000000)-2-(00000000)00000-3.4.5-
ogoggogogg

(2R.3R.4R.58)-2- (0000000 0)-1-(3-(O0 00000 000)00000)1 000
0-3.45-000000

(2R.3R4R.589)-2- (0000000 0)-1-4- (000000 000)00000)0 000
0-3.45-000000

(2R.3R.4R.59)-2- (000000 00O)-1-((R)-2-00000000)00000-3.4,5-0
goggd

(2R.3R.4R.,58)-2- (000000 00O)-1-((8)-2-00000000)00000-3.4,5-0
goggg

(2R.3R.4R.55)-2- (0000 0000)-1-(2-(0000-2-00)000)00000-3.4,5
-ogogpogo

(2R.3R4R.55)-2- (0000000 0)-1-2-(O0 00 00-2-00)000)00000-3.4

5-00000dn0

(2R.3R./4R.589)-2- (0000000 0)-1-(2-(O0 00 00-3-00)000)00000-3.4

5-000000
2R.3R.4R.,58)-1-((44-0 0000000 000)YIO0)-2-(00000000)000
go-3.4.5-000000

10

20

30

40

50
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(2R.3R.,4R.,55)-1-((44- 0000000000000 O00O)-2-(00000000)O0O
ggog-3.4,5-000000

(2R.BR.4R.,558)-1-((4.4- 000000000000 O00O)-2-(O00000000)0O00O
gg-3.45-0000040
(2R.3R.4R.,55)-1-((4-0 000000 000)000)-2-(00000000)Yd0000-
3.4.5-000000

2R.3R.4R.,58)-2-(0 0000 0O00O00)-1-(((1s,45)-4-0 00 0000000)Y000)0
ogogog0-3.4.5-000000

2R.3R.4R.,58)-2-(0 00000 0O00)-1-(((1s,48)-4-0 000 00000000703)00
0)yoggogono-3.45-000000

2R.3R.4R.,58)-2-(0 000000 0O)-1-(((1r4R)-4-00 000000 00000)00
0)yoggoopo-3.4.5-000000

2R.3R.4R,58)-1-(((1s.4S)-4-(tert-0 0 0)O OO DO O O)IHH)-2-(0 000000

0)ogogogpi-3.4.5-000000
(2R.3R.4R.58)-1-(((Ar.4R)-4-(tert-0 0 0)O00O00000)000)-2-(00083000O

0)ogggop-3.4.5-000000
(2R.3R.4R.58)-2- (00000 000O)-1-(((1s.48)-4-(000000000)00O000

gOo)yoggg)yoopopp-3.45-0000040
(2R.3R.4R.,58)-2- (000000 00)-1-((Ar4R)-4-(000000000)00000O0

go)yogg)yopopppp-3.45-0000040
(2R.3R.,4R,558)-1-(((1s.,48)-4-(2-00000000-2-00)0000000)000)-2-

oogooooyooooQo-3,45-000000
2R.3R.4R.,58)-1-((1r4R)-4-(2-0 000 0000-2-00)0000000)000)-2-
@gooooooo)yonopogo@o-3.4,5-000000

2R.3R.4R,58)-2-(0 00000 0O00)-1-(((1s,48)-4-00000000000)0003
gopogpo-3.4,5-000000

2R.3R.4R.,58)-2-(0 000000 0O)-1-(((Ar, 4R)-4-00 00000 0000)000O
gopogpo-3.4,5-000000

2R.3R. 4R, 58)-2-(0 000000 0O)-1-(4- (00000000000 OoOo0O)ydgdp)d
goggg-3.4,5-000000

(2R.3R.,4R.,55)-1-(((1s,45)-4- 0000000000000 0)YO00)Y)-2-(000000

go)yogopop-3.4.5-0000010
(2R.3R,4R.,59)-1-(((1r4rR)-4-0 0000000000000 OO)-2-(0000003

go)yogopp-34.5-000001(0
(2R.3R.4R.55)-2-(0 000 0000)-1-((4-00000000000)Y000)d0000

0-3.45-000000
(2R.BR.4R.,58)-2- (0 00 00000)-1-(000[2.5]10000-6-00000)0 00300
0-3.45-000000

(2R.3R.4R.58)-2- (0000000 0)-1-(000[3.5]000-7-00000)Y00000-
345-000000

(2R.B3R.4R.58)-2- (000000 00)-1-(000[4.5]000-8-00000)Y00000-
345-000000

(2R.3R.4R.5S)-1-(((58.85)-3,3-0 00 0-2-000000[4.51000-8-00)000)-
2-(00000000)YO00000-3.45-000000
2R.3R.4R.,68)-2-(0 00O 0O0O0OMO)-1-((1,2,3.4-00000000000-2-00)0

go)yogogpp-3.4.5-000001(0
(2R.3R.,4R.,55)-1-((2.3- 00 00-1H-0000-2-00)000)-2- (00000 000)0

goggg-3.4.5-000000
(2R.3R.,4R,55)-1-(2-(44- 000000000000 OO)Y)-2-(OOOO0O0000O)0
gogg-3.4.5-000000
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(2R, 3R, 4R, 59)-2- (0000000 0)-1-(2-((1s.49)-4- (000000000 OONO

goo)yoggo)yopooo-3.45-000000
(2R.3R.4R.59)-2-(0 000 0000)-1-(2-((Ar 4R)-4- (0000000 00)00O00O0

goo)yoggo)yopopo-3.45-000000
(2R.3R.,4R,58)-1-(2-((3R,5R.7R)-0 000 00-1-00)O000)-2- (00000000
gogogpg-3.4.5-000000

(2R.3R4R.58)-2- (0000000 0)-1-(2-00000000)00000-3.45-000
ggog

(2R.3R.4R.589)-2- (0000000 0)-1-(2-000000000)00000-3.45-00
ggogag

(2R.3R.4R.58)-1-(2-00000000)-2-(0 0000 000)00000-3.45-000
gonf

(2R.3R./4R,58)-1-(2.3-0 00000000 M0O)-2-(0 00 00000)00000-3.4,5-
goggggg

(2R.3R.4R.,55)-1-(24-0000000000)-2-(0 00000000 0000-3.4,5-
googggg

(2R.3R.,4R.,55)-1-(2,5- 0000000 000)-2-(0 00000000 0000-3,.4,5-
gogggg

(2R.BR.4R.,55)-1-(3 4-0000000000)-2-(00000000)OO0000-3,4,5-
googon
(2R.BR.,4R.,58)-1-(2-0000-4-000000000)-2-(00000000) 30000
-3.4.5-000000

(2R.3R/4R,58)-1-(3-0 0 0-2-000000000)-2-(0 00 00000)00000-3
A4.5-000000

(2R.3R/4R.58)-1-(4-000-2-000000000)-2-(0 00 00000)00000-3
A4.5-000000

(2R.3R/4R,58)-1-(6-000-2-000000000)-2-(0 00 00000)00000-3
A.5-000000

(2R.3R.4R,58)-1-(3 4-0 0000000 M0)-2-(0 000 0000)I0000-3.4,5-0
goggg
(2R.3R.4R.,55)-1-(3-000-2,6-0000000000)-2-(00000000)Y0000O
0-3.45-000000
(2R.3R.4R.,55)-1-(2.6-00000-4-(000-1-00-2-00)00000)-2-(0000
goog)yggoop-34.5-000000
(2R.BR.4R.,58)-1-(2.6-00000-4-00000000000)-2-(000000000)0
gogog-3.4,5-000000
(2R.BR.,4R.,58)-1-(2.,6-00000-3-00000000000)-2-(00000000)3
goog-3.4.5-000000

(2R.3R/4R.58)-1-(4-0000000-26-0000000000)-2-(0000000T0)
oggogg0-3.4.5-000000

(2R.3R4R,58)-1-(2,6-00000-4-(000000-2H-000-4-00)00000)-2-¢
0o0oo0oooo)yonoooo-3.4,5-000000

(2R.3R/4R,58)-1-(2.6-00000-4-(0 0000000 0)J0000)-2-(0000NO
o00)yjooooo-3.4,5-000000
(2R.3R.4R,58)-1-(2.6-00000-4-(0 000 0-2-00)y0Q0o@d@0)-2-(0 00000
go)yogogpp-3.4.5-000001(0
(2R.3R.4R.,55)-1-(2.6-00000-4-(00000-1-00)00000)-2-(00000300O
go)yoogopop-3.4.5-0000010
(2R.3R.,4R.,55)-1-(2,6-00000-4-0000000000)-2-(00000000)00O
ggog-3.4,5-000000
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(23) JP 7674389 B2 2025.5.9

(2R.3R.,4R.,55)-1-(4-0000-2,6-0000000000)-2-(0 0000000300
gg-3.4.5-000000
(2R.BR.4R.,58)-1-4- (0000000 0000)-2,6-0000000000)-2-(O00010

gooo0g)ygopopp-34.5-000000
(2R.BR.4R.,58)-2- (0000000 0O)-1-4-((0 00000000 -3-00)000)000O0

go)yogogpp-34.5-000001(0
2R.3R.4R.,58)-2-(0 000000 0)-1-(4- (0D 00000-2H-000-3-00)000

ooooo)yonopogofp-3.45-000000

2R.3R.4R.,58)-2-(0 0000 000)-1-4- (0 00000-2H-000-4-00)00030

ogoggog0o0)yojoonopo-3.4.,5-000000

(2R.3R./4R.589)-2- (0000000 0)-1-4-0000000000)00000-3.4,5-0
googao

2R.3R.4R.,58)-2-(0 000000 0)-1-(4- (OO0 0000000-3-00)0000)010

goo)yggoop-3.4.5-000000
(2R.3R.4R.,55)-1-(2-([1.12'-0 000 0]-4-00)000)-2-(0 0000000000

0-3.45-000000
(2R.3R.,4R,55)-1-(2-(3,5-00000-[1.1'-000007-4-00)000)-2-(0 0000

goo)yggogop-3.4.5-000000
(2R.3R.4R.,558)-1-(4-(3.,5-000000000000-4-00)-2.6-000000000

0)-2- (000000 poo)yooogg-3,4,5-0g000040

(2R, 3R,4R,558)-1-(4-(3,5-0000-1H-00000-4-00)-26-0000000000
-2- (00 00ooo0o)yddggi-3.4.5-000000
(2R.3R.4R.58)-1-(2-(0 00O [d][1.3]000000-6-00)000)-2-(0 000000
o)yooogoo-3.4,5-000000

(2R.3R.4R.58)-1-(2-(6-0000000[d][2.3]1000000-5-00)000)-2-(00
ooo0gg)yotoonono-3.4.5-000000

(2R.3R.,4R.58)-1-(2-(2.2-00000000([d][1.31000000-5-00)000)-2-¢
0o0o0oooo)yonoooo-3.4,5-000000
(2R.3R.,4R.,5S8)-1-(2-(2,3-0000000([b][2.4100000-6-00)000)-2-(00

gooogo)yoopoppo-3.4.5-000007(0
(2R.3R.4R.,58)-1-(3-(2-0 00 00000)0000)-2-(00O0 0000000000 -

3.45-000000
(2R.3R.4R.,58)-1-(3-(4-0 00 00000)0000)-2-(00 0000001 0000-
3.4.5-000000
(2R.3R./4R.59)-2- (0000 00O00)-1-(3-(00000-2-00)0000)00000-3,

4.5-000004d
(2R.3R.4R.,55)-2- (0000 0000)-1-(3-(00000-3-00)0000)00000-3,

4.5-000004d

2R.3R.4R.,58)-2-(0 00000 00)-1-(1-000000000-4-00)000)000
gg-3.45-000000

2R.3R.4R,58)-1-((1-(2-0 000000 0)00000-4-00)000)-2-(0 0000
oo0)ygooono-3.4,5-000000

2R.3R.4R.,58)-1-((A-(3-0 000000 O)YOI 000 0H-4-00)000)-2-(0 00000
o00)yjooooo-3.4,5-000000

2R.3R.4R.,58)-1-((1-4-0 000000 OO OO0 0H-4-00)000)-2-(0 0000

goo)ygggoop-3.4.5-000000
(2R.3R.4R.589)-2- (000000 00)-1-((1-4- (000000000 OO0O)OOO0O

0-4-00)000)00000-3.45-000001(0
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DCM =0ooboaghn

DIPEA =00000000O0ODOOODO

DMA =0o0oboogobogan

DMF =N,N-ODDODOOOCOOOO0OOd

EtOH =00000
HOAc =00
MeOH =00000

RT =0d
TFA =2,2,2-00000000
goobd1

(2R,3R,4R,5S5)-1-(2-000000CDO0O0O0)-2(0DO0O000ODOO)YOO0DOOO-3,4,5-00
oon

OH
HO,
N
F
HO™ ™
OH
gooooaog

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)00
0)0J0O00D0(100 mgd0.19 mmol)JO01-(2-000000)-2-00000000(194
mgd 0.95 mmol)O DMFO O (5 mL)O K2C03(210 mgO 1.52 mmol)0 0000000
008000180 0000000000000 OO0D0OOCOOODOODOOO(30mL)0OO

OEtOAc(3x 20 mL)DODDOOD0O0O0O0DO0O0OO00O00O0((2x20mML)00O0O0O00O00ON
a,s040 00 0000000000000 000O0O0D0O0000O0O0O0OO00ODOOOOnO
000000000000 0O00O00(2R,3R,4R,55)-3,4,5-000(0000000)-2-(
(000000D0)I000)-1-(2-00000000000)000000000000000

00(63 mgO51%)0ESI MS m/z 646.32 [M + H]*O

Dooooo

00000 (63 mgd0.098 mmol)dEtOHO O (10 mL)D Pd(OH)»/C(200 0 %0 8.6
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mgd 0.012 mmol)J 06N HCI(0.1 mL)DODODO0O0OO00O0COOO0DO(100)018000
0000000000000 O00O00000O00O00000000000000001M
NHzO MeOHO O (10 mL)DOOODOCOOD100000000000000000000
000000000000 000O00O0000O0O0O0(2R,3R,4R,58)-1-(2-000000
00)2(00000000)00000-3,4,5-0000000000000000(21 m
g0 75%)0 'H NMR (400 MHz, CD30D) & 7.29 (td, J = 7.6, 1.8 Hz, 1H), 7.23 (t
dd, J = 7.4, 5.2, 1.8 Hz, 1H), 7.10 (td, J = 7.5, 1.2 Hz, 1H), 7.05 (ddd, J = 9.7,
8.2, 1.2 Hz, 1H), 3.96 (dd, J = 11.9, 2.5 Hz, 1H), 3.88 (dd, J = 11.9, 3.1 Hz, 1
H), 3.51 (ddd, J = 10.4, 9.0, 4.9 Hz, 1H), 3.37 (t, J = 12 Hz, 1H), 3.18 (t, J =
9.0 Hz, 1H), 3.09 (dd, J = 11.1, 4.9 Hz, 1H), 3.05-2.81 (m, 4H), 2.43 (t, J = 1
0.8 Hz, 1H), 2.30 (dt, J = 9.5, 2.9 Hz, 1H); ESI MS m/z 286.14 [M + H]*O
oDoo2
(2R,3R,4R,58)-1-(3-000000000)-2«(00000000)00000-3,4,5-00
000

OH
HO,
N F
HO” ™
OH
gogogoogadg

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-(0000000)00
0)000O00(100 mgd0.19 mmol)J01-(2-000000)-3-00000000(194
mg0 0.95 mmol)J DMFO O (5 mL)0 K2C03(210 mg0 1.52 mmo)0 OO D00 OO
gosodpn18000bO0OOdD0D0DO0DOLOODO0DDODODODODOOODDODODO(EBOML)YODDOO
OEtOAc(3x 20 mL)OODODOODODOODODOODODOODO(Zx20mML)DOODOOODOOON
aSO4u 0000000000000 b o000 oooDb0UooooObOoOooan
doooooDoooDoooooooo(2rR,3R,4R,58)-3,4,5-000(0000O00O00O)-2-(
(OooooooO)yoobo)-1-(3-000O0DO0DODOODOD)YOODDODOODDOODODODOOODOOO
00 (71 mgO 58%)0 ESI MS m/z 646.32 [M + H]*O

oooooad

0000071 mgd0.11 mmol)J EtOHO O (10 mL)O Pd(OH)2/C(200 0 %0 8.6 m
g0 0.012 mmol)D 06N HCI(0.1 mL)DOODODOD0O0DO0O000O(100)0180000
0 I I I I I A O A/ N o Y
OMeOHOO (IO mL) DO ODODDODOOD100000O0O0D0OOODOOODODOODODOODOO
0ooo0ooODoo0ooDoooDoooDoooDooo0od(2R,3R,4R,58)-1-(3-0000000O0O)
-2-(000O0O0DOOoO0)yOOobDOoOo-3,4,5-000000000D000O0DO0O0OD0O (22 mgO7
0%)0 1H NMR (400 MHz, CD30D) & 7.29 (td, J = 7.9, 6.1 Hz, 1H), 7.05 (dt, J
=7.6,1.2 Hz, 1H), 7.00 (dt, J = 10.1, 2.1 Hz, 1H), 6.95-6.87 (m, 1H), 3.96 (d
d, J=12.0, 2.5 Hz, 1H), 3.86 (dd, J = 12.0, 3.2 Hz, 1H), 3.51 (ddd, J = 10.4,
9.0, 4.9 Hz, 1H), 3.34 (t, J = 12 Hz, 1H), 3.18 (t, J = 9.0 Hz, 1H), 3.09 (dd, J
=11.2, 4.9 Hz, 1H), 3.05-2.74 (m, 4H), 2.38 (t, J = 10.8 Hz, 1H), 2.29 (dt, J =
9.5, 2.9 Hz, 1H); ESI MS m/z 286.14 [M + H]*O

ogoada3
(2R,3R,4R,58)-1-(4-0 00 000000)-2(00000000)00000-3,4,5-00
ooad
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10
oooooo
0Oo0oo00oooo(2R,3R,4R,58)-3,4,5-000(0000DO0O0)-2-((00DO0DO0DODOO)OO
0)0 0000100 mgd0.19 mmol)D 0 1-(2-000000)-4-00000000(194
mgOd 0.95 mmol)ODMFO O (5 mL)O K2C0O3(210 mgd 1.52 mmol)D OO O ODOOO
oposolUdl8000lOdO0OO0DOUODOODODODUODODODOODODOODODOODO((O0O ML)ODDODO
OEtOAc(3Ix 20 mL) D 00O DDODDDODDODDODODOOOO(2Zx20mML) 0 O0D0OD0OO0OOCOCDOON
a,So4,0 00000000000 DO00D0DO0DLDO0DU0D0O0DODODU0DO0ODODDODODODODDODDOoOn
00o00ooooooooDoDoo0O0O0Od(2R,3R,4R,58)-3,4,5-000((000D0O0O0O0O)-2-(
(00ooooo)yoboo)-1(4-0000D0DOO0DO0DO0OD) DODO0DODOODODODOOOO
00(70 mgO57%)0ESI MS m/z 646.32 [M + H]*O 20
oooooo
O0000(70 mgOd0.11 mmol)d EtOHO O (10 mL)O Pd(OH)2/C(200 0O %0 8.6 m
g0 0.012 mmol)DO6N HCI(O.1 mL) DO OODDODOODODOO((IODO)OD180000O
0000000000000 000000000D0D0D0D00DD0D0D0D0OO0DO0O00O001M NH
30 MeOHO DO (1O mL) OO ODOODOOO10000000000O0ODOOODODOOO
00o0ooooooooDoDooo0o000oooog(2rR,3R,4R,5S8)-1-(4- 0000000
0)-2(000OD0OO0DOOO)YOOOOO-3,4,5-000000000000000O00 (16 mg
051%)01H NMR (400 MHz, CD30D) 8 7.29-7.19 (m, 2H), 7.05-6.97 (m, 2H),
3.95 (dd, J = 11.9, 2.5 Hz, 1H), 3.85 (dd, J = 11.9, 3.1 Hz, 1H), 3.51 (ddd, J =
10.4, 9.0, 4.9 Hz, 1H), 3.34 (t,J = 12 Hz, 1H), 3.17 (t, J = 9.0 Hz, 1H), 3.09 ( 30
dd, J =11.1, 4.9 Hz, 1H), 3.05-2.72 (m, 4H), 2.37 (t,J = 10.8 Hz, 1H), 2.28 (
dt, J = 9.5, 2.9 Hz, 1H); ESI MS m/z 286.14 [M + H]*[
ooo4
(2R,3R,4R,55)-1-(2,6-0 0000000 0O00O0)-2(000DO0OO0OO0ODO)YOO0O0ODO-3,4,5-
ooooo

OH F
HO,,
v N
¢ 40
HO” ™
OH
gooooaog

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)00
0)00O000(0.30 gd0.57mmol)0J2-(2-000000)-1,3-000000000(0.4
0 g0 1.8 mmol)O O ODIPEA (0.35 g0 2.7 mmol)DJOODMFOO (5 mL)DOO0OO
8500160 00000000000000000O0000NaHCO300000(20 mL)
ODOO00O0ODOEtOAc(3x 20 mL) DD D0ODDO0OODOOODO0OO0O(2x 30 mL)O OO 50
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OdOd0ddNaxSO4u0 0000000 booDobboo0ooooobDbobbooooood
00000 (EtOAc/0D000D1060103) 00000000 OODOOO(2R,3R,4R,558)
-3,4,5-000(0000000)-2-(0000000)000)-1-(2,6-000000000
0)DO0O000DO0000O000O000D0(0.10g026%)0ESIMSmM/z664.364[M+ H]*O
goooogad

0-78000N>0000000(0.10 g0 0.15 mmol)J 0O DCMO D (3 mL)0 BCIa(1.
oM DCMODO1.5mLO1.5 mmoOODODOOODOOOOODO300ODOODOODODOOOO
goo-7ys80000b0O0O0OMeOHOODOODDODOODODODDOODDODOODOLIM NH3zO
MeOHOOOODODOODDOODDOODDOODDODODO(AM NHzOMeOHOO/DCMO 10
A0 000000000000 (2R,3R,4R,59)-1-(2,6-0 000 000OO0O0O)-2-(0O0O
DDD[II:I)[II:II:ID[I-3,4,5-|:||]DDDDDDDDDDDDDD(O.O4OgD87%)[I1H
NMR (500 MHz, DMSO-dg) & 7.33-7.24 (m, 1H), 7.10-7.00 (m, 2H), 4.72-.67 (
m, 3H), 4.15 (dd, J = 6.1, 4.2 Hz, 1H), 3.76-3.71 (m, 1H), 3.54-3.48 (m, 1H),
3.26-3.18 (m, 1H), 3.05-2.99 (m, 1H), 2.96-2.82 (m, 3H), 2.80-2.68 (m, 3H),
2.20 (t,J =10.6 Hz, 1H), 2.06 (dt, J = 9.3, 2.9 Hz, 1H); ESI MS m/z 304.129
[M + H]TO

goos
2R,3R,4R,58)-2-(00000000)-1(3(000000000)00000)00000
-3,4,5-00000

OH
HO/,’
i N CF,4
HO” ™
OH
ggooogddg

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)00
0)IO0O00D0(100 mgdo0.19 mmol)JO1-(2-000000)-3(000000000)
0000 (240 mgd 0.95 mmol)ODMFO O (5 mL)O K2C03(210 mgO 1.52 mmol)O
000000000800 018000000000000000O00O00000O0D0O00(
30 ML)DOODOEtOAC(3x 20 mL)DOO0DODO0O0DO0O0OO00O00O0O0DO(2%x 20 mL)0 OO
DO00O0O00ONa»SO40000000000000D0C0O0O00O00DO00OO0ODOODO0OO

000000000000 000O0000O0O(2R,3R,4R,55)-3,4,5-000(00000
00)-2-(0000000)000)-1-(3(000000000)00000) 000000

0000000000 (70 mgd53%)0ESI MS m/z 696.33 [M + H]*O

Dooooo

0000000000 (70 mgd0.10 mmol)D O ODCMOO (5 mL)OBCI3(1M DCMO
001.0 mLO1.0 mmol)0-78000N,0 000000000000 0200000000
OMeOH(1 mL)DOOOODOOODOOOODOOOOOOD1000000000000000

000O0O0O0O00O01M NHzgOMeOHOO (10 mL)D0ODOOO0OCOD10000000000
000000000000 000O00O00000O000000000O0000(2R,3R,4R,
58)-2-«(00000000)1(3(000000000)00000)0O00O00-3,4,5-0

000000000000 0O00(21 mgd 63%)01H NMR (400 MHz, CD30D) & 7.
59-7.44 (m, 4H), 3.97 (dd, J = 11.9, 2.5 Hz, 1H), 3.86 (dd, J = 11.9, 3.1 Hz, 1
H), 3.52 (ddd, J = 10.4, 9.0, 4.9 Hz, 1H), 3.34 (t, J = 12 Hz, 1H), 3.19 (t, J =
9.0 Hz, 1H), 3.13 (dd, J = 11.1, 4.9 Hz, 1H), 3.09-2.84 (m, 4H), 2.42 (t, J = 1
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0.8 Hz, 1H), 2.34 (dt, J = 9.5, 2.9 Hz, 1H): ESI MS m/z 336.14 [M + H]*O
0o0oe6
(2R,3R,4R,58)-2-(00000000)-1-(4(000000000)00000)0O000
0-3,4,5-00000

OH CFgq
HO[I
. &
HO” ™
OH
gooooao

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)00
0)OOOOD (100 mgD0.19 mmoD01-(2-000000)-4(000000000)
00O00(193 mgd 0.76 mmol)D DMFO O (8m L)O IPEA(0.35 mLO 1.9 mmol)O O
0dooDO0o0oDoDOoosodDi180 000D O0ODODODOO0ODODOODODDODODOODnOO(30
mL)OODOOEtOAc(3x 20 mL) DO D OODDOODOODOODO(2x20mL)DODO0O0O
OO00O0ONaxSOgyu0 0000000 0OODODOODDODODOOOOOODODODODDODOOOOOOO
0o0oDOo0o0DOO0o0oDoDOoooDOooDOooDd(2R,3R,4R,55)-3,4,5-000(00O0D0O0ODO)
.2-((0000000)000)-1-(4(000000000)00000)000000000
0000000 (76 mgOd 61%)0

ogooooano

0-78000Ar0000000(70 mgd0.1 mmol)O O ODCMO O (2 mL)OBCIz(1M
DCMOODO1.0mmo))ODOOODODOODODOO-780200000000020000000
MeOH(20 ML) DO ODOODODODODOOODODDODO2O0O0DODOODODOODOODOODOO
O0o00o0oooOoo0o010% MeOHOO2% NHzgODCMOOOOOOOOOOOOOOAGO
0000000 0DODO0OO0ooDOoo0ooDOoo0oDOoO00Dd(2rR,3R,4R,59)-2-(00D0O0OODDOO)-1
-4-(0D00O0DOO0DO0D0DO)yDDODO0OO0OD)0ODoDOo0O-3,4,5-000000D0O0000O00O00OO0
00 (26 mgO70%)0 1H NMR (400 MHz, CD30D) & 7.58 (d, J = 8.0 Hz, 2H), 7.
44 (d, J = 8.0 Hz, 2H), 3.97 (dd, J = 12.0, 2.5 Hz, 1H), 3.85 (dd, J = 12.0, 3.3
Hz, 1H), 3.51 (ddd, J = 10.4, 9.0, 4.9 Hz, 1H), 3.36-3.33 (m, 1H), 3.18 (t, J =
9.0 Hz, 1H), 3.10-2.71 (m, 5H), 2.38 (t, J = 10.8 Hz, 1H), 2.30 (dt, J = 9.5, 2.
9 Hz, 1H); ESI MS m/z 336.1 [M + H]*O

googrooas
(2R,3R,4R,58)-2(00000000)-1-((R)-2-00000000)00000-3,4,5-0
000000 (2R,3R,4R,58)-2-(00000000)-1-((S)-2-00000000)000
0oo-3,4,5-00000

OH OH
HO, HO,
PN NN
HO” ™ HO™ ™ )
OH OH
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oooogogdd

OAr00D02-0000000000(78 mgd 0.57 mmol)d (2R,3R,4R,5S)-3,4,5-0 0
O((0oooooo)-2-(0OO0OCOO0OO0)00O0)0O0ODODO(200 mgd 0.38 mmol)O O
0OHOAc(30)D OO MeOHDO DO (10 mL)O NaBH3CN(38 mgd 95%0 0.57 mmol)O O

0000oooooooDilis0000ddOdNaHCOzO OO OO0 mL)DODOoooOODOOOO
EtOAc(3x 30 mL) DO DODO0ODO0OODO0ODUODOOOO0OO0OODODODDONaxSO,m,000O0ODODODOO

0000o0o0oo0o0o0o0DDo0DO0oOO0O00O0O30%EtOACOD DD 0D 0D O0DOOOOOOoOODODDOaO
ooooooDoooDoooDoooDoooDooo(2R,3R,4R,58)-3,4,5-000(0 0000

ood)-2-((oooooDO)ooo)-1-(2-0000o0oOooOoO)yOboooo((20000000

01030000)000 (207 mgO 85%)0

oooggod

0-78000Ar0000O0O00O(155 mgd0.24 mmolO20000000103)000DC
MO O (2 mL)OBCI3(3.0 mLO1IMODCMOOO3.0mmol)DODODODODOOOOO-780
200000000020 000000MeOH(20 ML) DOODDODDODODDODODDODODOUOOOOOZ2
00o0ooooooooDoDoo000O00oooo0oo0o0o0Dl10% MeOHO O2% NH3zOD
O |V A o A I I (2 ¢
,3R,4R,58)-2- (00000 oo)-1-((R)-2-D00COCOOO)YDODOoOO-3,4,5-000
0000000000000 (14.5 mgd87%)01H NMR (400 MHz, CD30D) & 7.32
-7.22 (m, 4H), 7.19 (t,J =7.1 Hz, 1H), 3.94-3.61 (m, 2H), 3.48 (td, J = 9.8, 4
.7 Hz, 1H), 3.36 -3.32 (m, 1H), 3.27-2.86 (m, 4H), 2.49 (t, J = 8.7 Hz, 1H), 2.
10 (q, J =10.2, 9.5 Hz, 2H), 1.29 (d, J = 5.6 Hz, 3H); ESI MS m/z 282.2 [M +
H]1*OOOO(2R,3R,4R,59)-2-(0 0 0000O00O)-1-((S)-2-00000000)000OO0
0-3,4,5-000000000000000000(34 mgd67%)01H NMR (400 MHz,
Cb30D) & 7.68-6.63 (m, 5H), 3.82 (d, J =11.7 Hz, 1H), 3.68 (dd, J = 11.9, 3.
0 Hz, 1H), 3.37-3.28 (m, 1H), 3.27-2.94 (m, 5H), 2.66-2.43 (m, 1H), 2.24-2.1
1 (m, 1H), 2.03 (t, J = 10.9 Hz, 1H), 1.24 (d, J = 6.2 Hz, 3H); ESI MS m/z 282
2[M+H|'0000000O0CO0O0OOO0DO0OOODOOODODOOODOOOOODOODOOOOO

oo0ooooooooooDoDoooooog

oogdo

(2R,3R,4R,59)-2- (00D DODO0OO0OOOO)-1-(2-(UO0O0O0-2-00)00DO0)DODO0OO0OO-3,4,5
-0o0ooa0

OH /|
HO/,‘, NS

~ N N
HO” ™

OH
gooogdg

0000000 (2R,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)00
0)00O000 (300 mgdo0.57 mmol)J02-(2-000000)0000(900 mgO 4.86
mmol)d DMFO O (15 mL)d K2C03(1000 mgO 7.24 mmol)D DO OO OO0 O0O 80
001800000000000000000O0000000O00 (30 mL)00O0OEtOAC
(3x 20 ML) 000000000 OD0O0D0O0O(2x 20 mL)J0000O0000NaS040
000000000000 00O0O00O00O0O0D0O00O00O0O0O0DO0DOO0OoOoOoooon
00000000000 002-(2-((2R,3R,4R,55)-3,4,5-000(0000000)-2-((
0000000)000)00000-1-00)000)000000000000000(340
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mgO 95%)0 ESI MS m/z 629.34 [M + H]*O

oooooo

0000000000183 mgd 0.29 mmol)0 0 0DCMO O (5 mL)OBCl3(1MO DCM
0002.1 mLO2.1 mmo)D-78000N,000000000000002000000
OOMeOH (1 mL)D0ODODOODOCOOOOOCOOODODOOD100000000000000
0000000000 1M NH3OMeOHOO (10 mL) DO O0OO0OO0O00100000000
000000000000 0000O000000000000000000000(2R,3R,4
R,58)-2-(00000000)-1-(2«(0000-2-00)000)00000-3,4,5-0000
000000000000 (63 mgd81%)01H NMR (400 MHz, CD30D) & 8.51-8.4
5 (m, 1H), 7.81 (td, J = 7.7, 1.8 Hz, 1H), 7.41 (d, J = 7.8 Hz, 1H), 7.35-7.24 (
m, 1H), 4.07-3.92 (m, 2H), 3.59 (ddd, J = 10.5, 8.9, 4.8 Hz, 1H), 3.54-3.40 (
m, 2H), 3.32-3.19 (m, 3H), 3.13 (t, J = 7.6 Hz, 2H), 2.71-2.57 (m, 2H); ESI MS
m/z 269.15 [M + H]*O

00010
(2R,3R,4R,58)-2-(00000000)-1-(2«(00000-2-00)000)00000-3,4,
5-00000

HO,,,,, N =~
HO” ™
OH
O000oo0oao

OAr0002(00000-2-00)00000000(80 mgd0.63 mmol)O (2R,3R,4R,
5$)-3,4,5-000(0000000)-2-(0000000)000)00O00O0(221 mgO 0.
42 mmol)0 0 0 HOAc(30)0 0O MeOHO O (10 mL)O NaBH3CN(50 mgd 95%0 0.6
2mmo)0 000000 DCOO00DD18000000NaHCO300 000 (30 mL)OO
O000O00O0EtOAc(3x 30 mL) DD DODO0O00O0O00O00O00000ONaS040 0
0000000000000 000O0000000030%EtOACO OO ONONONDOOO
000000000000 00000000000000O0(2R,3R,4R,55)-3,4,5-00
(000D0000)-2-(0000000)000)-1-(2(00000-2-00)0000)00
00000175 mgd 66%)0

DoooO

-78000Ar0000000(175 mgd0.27 mmol)0J 0 ODCMO DO (2 mL)O BCla(3.
mLO1IMODCMOODO3.0 mmo)IODO0ODOOODOO0-780200000000020
O000O0O0MeOH(20 ML) DD OOO0OODOODDO0O0OO0D020000000000
000000000000 0000010%MeOHOO2% NHsODCMOO O OOOODO
000000000000 0000O000000000000(2R,3R,4R,58)-2-(00
00000)-1-(2(00000-2-00)000)00000-3,4,5-000000000
000000 (63 mgd85%)01H NMR (400 MHz, CD30D) & 7.24 (dd, J = 5.1,
.3 Hz, 1H), 7.05-6.67 (m, 2H), 3.95 (d, J = 2.7 Hz, 2H), 3.60 (ddd, J = 10.6,
9.1, 4.9 Hz, 1H), 3.46 (t, J = 9.4 Hz, 1H), 3.31-3.01 (m, 6H), 2.88-2.44 (m, 2
H); ESI MS m/z 274.1 [M + H]*DO

D001l
(2R,3R,4R,58)-2-(00000000)-1-(2«(00000-3-00)000)00000-3,4,
5-00000

P OO0 DOO0OoC OO OoOooao
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OH
S
HO, /\/C
'ty N \
HO :
OH
000000

ODOAr0002(00000-3-00)00000000 (85 mgd0.67 mmol)D (2R,3R,4R,
5$)-3,4,5-000(0000000)-2-((0000000)000)00000(221 mgO 0.
42 mmol)0 0 OHOAc(30)0 00 MeOHO O (10 mL)O NaBH3CN(50 mgd 95%0 0.6
3mmo)D0D0OD0DO00OODO0DOD0O018000000NaHCO300000 (30 mL)dO
DOO00O0OO0O0OOEtOAC(3x 30 mL)DOODODODODOOOOOODOOO0ODOONazS0400
000000000000 0O00O00000O000030%Et0OACO0O0OND0O00NO00O00
0000000000000 O00O0000000O0000O0(2R,3R,4R,55)-3,4,5-000
(000D0O000)-2-((0000000)000)-1-(2«(00000-3-00)000)00
00000 (181 mgO 68%)0

Doooo

-78000Ar0000000 (181 mgd 0.28 mmol)D 0O DCMO O (2 mL)OBCl3(6.
mLO1MODCMOOO6.0 mmol)DOODOOOOOO0-780200000000020
OO0O0OMeOH(20 ML) OO OODODOOOOODOODOODOOD2000000000000
0000000000000 O010%MeOHOO2% NHaODCMOOOOOOOODOOO
000000000000 O0O00O0000000O00O(2R,3R,4R,58)-2-(0 0000
00)-1-(2«(00000-3-00)000)00000-3,4,5-0000000000000
000 (23 mgd29%)0 'H NMR (400 MHz, CD30D) & 7.34 (dd, J = 5.0, 2.9 H
, 1H), 7.11 (d, J = 2.9 Hz, 1H), 7.02 (d, J = 4.8 Hz, 1H), 3.92 (qd, J = 12.2, 2
.8 Hz, 2H), 3.55 (td, J = 9.9, 4.8 Hz, 1H), 3.39 (t, J = 9.5 Hz, 1H), 3.22 (t, J =
9.1 Hz, 1H), 3.15-3.05 (m, 2H), 3.01-2.94 (m, 1H), 2.90-2.85 (m, 2H), 2.42 (t,
J=10.9 Hz, 1H), 2.37-2.29 (m, 1H); ESI MS m/z 274.3 [M + H]*O

0o0o12
(2S,3R,4R,58)-1-(00000000O00)-2«(00000000)00O000-3,4,5-00
000

N OO OoOoOoOoOoooQoooogaog

_OH
HO, -
N
HO” ™
OH
gooooaog

0O00O00O0OAr00O0(2S,3R,4R,58)-3,4,5-000(0000000)-2-(00000
00)000)0O00O00(0.20 g00.38 mmo)J(0D0O0D0O00)00O0O0O0O0(0.18 g
01.0 mmol)J O ODIPEA(0.20 g0 1.6 mmol)JO0OODMFODO(5 mL)DOOOO 85
001600000000000000RTODOOODONaHCO300000 (20 mL)OOO
OOD0EtOAC(2x 30 mL)OOODODOODODDOODOOODODODO(2x20mL) 000000
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ONaSO4,0 00000000 O0DODO0ODODOODODODODOODDODODODOODODOODOOOAg

000000 (EtOAc/O00DO10120107) 00000000 DO0OODOO(2S,3R,4R,
55$)-3,4,5-000(0000000)-2-(0000000)I000)-1(000000000

0D)DOO0O00DO000O0O000O0000(0.17 g0 71%)0

gooooao

0-78000Ar0000000(0.17 g0 0.27 mmol)O O ODCMO O (8 mL)OBCla(1.
oMmODCMOODZ2.0mLO2.0 mmol)DOODDODODODODOOOODO30OO0O0OODOOODOO

gooo-78000000MeOHOODODODODODODODDOODDODOODOLIM NH3zO

MeOHOOOODODOODDOODDODODDOODDOODO(O.5M NHz3OMeOHOO/DCMDO 1
05 0000000000000(2S,3R,4R,58)-1-(O0O0O0O0OOOOO)-2-(0OoOa0O
DDDD)DDDDD-3,4,5-DDDDDDDDDDDDDDDD(0.059gD83%)DlHN
MR (400 MHz, DMSO-dg) & 4.73 (d, J = 4.6 Hz, 1H), 4.64 (d, J = 4.2 Hz, 1H),
4.60 (d, J = 5.1 Hz, 1H), 4.06 (t, J = 5.0 Hz, 1H), 3.65-3.56 (m,2H), 3.44-3.38
(m, 1H), 3.30-3.20 (m, 1H), 3.11-3.02 (m, 1H), 2.81-2.72 (m, 1H), 2.58-2.30
(m, 4H), 1.75-1.55 (m, 5H), 1.46-1.33 (m, 1H), 1.24-1.05 (m, 3H), 0.85-0.70
(m, 2H); ESI MS m/z 260.187 [M + H]*O

oooil3

(2S,3R,4R,58)-2-(0 000000 0)-1-(((1r,4R)-4-(000000000)00O000

oo)yooo)yooooo-3,4,5-00000

_OH
HO, _~
g N
HO” ™ “/CF
OH
oooooa

0O00000(2S,3R,4R,58)-3,4,5-000(0000000)-2-(0000000)000)
00000 (400 mgd0.76 mmol)O (1r,4r)-4-(000000000)000000000

000000 (274 mgd1.52 mmol)J 0 ODCMODO (10 mL)D HOAc(0.2 mL)O OO

00000D0300000000NaBH3(340 mgd1.60 mmo)JO0OCOODODOOO0OO

ORTO180 0000000000 O0O0DONaHCO300000000000000OEtOAc
(3x 20 ML) 00000000000 O00O00(2x 10 mL)JOOO0O0O0O0ONa2S8040
000000000000 O0O0D0O00O00OO0O0ODO0O0DO0O0OONOODONODOOoONOoOoooon

0D00000O00O0000O0(2S,3R,4R,55)-3,4,5-000(0000000)-2-(000

0000)000)-1-(((1r,48)-4-(000000000)0000000)-000)0000
00000000 (375 mgd72%)0ESI MS m/z 688.35 [M + H]*O

Dooooo

0000000000 (240 mgd0.35 mmol)0 O ODCMOCO (5 mL)OBCIzO O (1MO
DCMODOO1.75 mLO1.75 mmol)0-78000N,00000000000000400

DO00O0O0OMeOH(1 mL)OOODOOODOODOOOOORTO10000000000000

0000000000 O01M NHs3OMeOHOO (10 mL)DOOOCOOODO100000000
000000000000 0O00O0000000O00000000000000O0(2S,3R
J4R,58)-2-(00000000)-1-(((1r04S)-4-(000000000)0000000)O
00)00000-3,4,5-0000000000000000(78 mgd68%)01H NMR (4
00 MHz, CD30D) & 3.88-3.77 (m, 2H), 3.69 (dd, J = 9.3, 5.5 Hz, 1H), 3.55-3.
46 (m, 1H), 3.39 -3.34 (m, 1H), 2.99 (q, J = 5.5 Hz, 1H), 2.72 (ddd, J = 12.6,
5.4, 1.0 Hz, 1H), 2.64-2.46 (m, 3H), 2.15-2.02 (m, 1H), 2.02-1.89 (m, 4H), 1.
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56-1.44 (m, 1H), 1.40-1.24 (m, 2H), 1.04-0.85 (m, 2H); ESI MS m/z 328.17 [M
+ H]*O

ooodil4

(2S,3R,4R,5S5)-1-(((15,45)-4-(2-0 0 000000-2-00)0000000)000)-2-(
0oo0ooDOoooDoo)yboooo-3,4,5-00000

_OH
HO, -
% N
HO” ™
- F
OH
gooooao

OAr0 00 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000 (0.25 g00.50 mmol)Ocis-4-(2-00000000-2-00)0000000
000O00D0O0(0.12 g00.70 mmol)O O O NaBH(0.21 g0 1.0 mmol)JDCMO O (15
mL)OOOOORTO30O0O0O0O00O00O0O0O0O00ONaHCO300000 (10 mL)DO0O
0D0ODCM(3x 15 mL)DO0DO0DO0DO0O00000O00O000ONa»S040000000000
000000000000 O0O00O00O00O0O0O0O000000000(EtOAc/0O0OO0O
1070105) 0000000000000 (2S,3R,4R,55)-3,4,5-000(0000000)
-2-((0000000)000)-1-(((1s04R)-4-(2-00000000-2-00)00000
00)000)0000000000000000(0.31 gO091%)0

Dooooo

00O00O0(0.31 gO0.45 mmol)O Pd(OH)»2/C(00020%Pd00.10 gd 0.19 mmol)
OD0O0600O0HCIOMeOHOO(20 mL)0 0000100000000 000000000
000000000000 000O00O0000O0O00O00O00O000O000000000
O3 mLOOCOODOOODOAC,0(0.5 mL)D0DOCOOOOOOORTO16000000Na
HCO3O0ODODO (20 mL)DOOOODOOEtOAC(2x 20 mL) DD OD0DOOOOOOO0OO
DO000ONa»S04,00 0000000000000 00000O00O00OO0O00O0D0O0O
D000O0O0OO0O0O(Et0OAc/000O001040103)00000000000000000
OO00O0OCORTOOOODOODOLIM NHz3OMeOHOO(5 mL)01600000000000
000000000000 0O00O0000000O00(0.5M NH3O MeOHO O/DCMO 1
05)0000000000000(2S,3R,4R,55)-1-(((1s04R)-4-(2-0 0000000 -
2-00)0000000)000)-2«(00000000)00000-3,4,5-0000000
0D00000O0000(0.057 gd39%030000)01H NMR (400 MHz, CD30D) & 3.
86-3.78 (m, 2H), 3.69 (dd, J = 9.3, 5.5 Hz, 1H), 3.55-3.43 (m, 1H), 3.35 (t, J
= 8.9 Hz, 1H), 3.04-2.96 (m, 1H), 2.84-2.68 (m, 2H), 2.68-2.52 (m, 2H), 1.91-
1.68 (m, 3H), 1.66-1.38 (m, 5H), 1.27 (d, J = 21.8 Hz, 6H), 1.26-1.10 (m, 2H);
ESI MS m/z 320.233 [M + H]*O

00015
(2S,3R,4R,5S8)-1-((2,3-0000-1H-0000-2-00)000)-2«(00000000)0
0O000-3,4,5-00000
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_/OH
HO, -
’, N
HO” ™
OH
gogooogd

000000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000O00O0)000)
00000130 mgdD0.23 mmol)D02,3-0000-1H-0000-2-00000000(
40 mgd 0.27 mmol)0 0 ODCMO O (5 mL)O HOAc(0.1 mL)D OO DO30000000
0 NaBH(OAc)3(73 mgOD 0.35 mmol) DO 0ODOOODOODOOORTO18000O000O0O
O0OO0D0OO0OOONaHCOz3OOODODODODOODOODOOEtOAC(3x 20 mL)OD DO O ODOO
000000000 (@2x10m L)DOODOODOONazSO4000000O0O00ODOODO
gbooooooboooooooooooooob oo b ooob0oooooboDooOoood
00 (2S,3R,4R,55)-3,4,5-000(0000000)-2-(0000000)000)-1-((2,3
-0000-1H-0000-2-00)000)00000O0O0ODOOOD0O(©Q0 mgd6e0%)0ESI
MS m/z 654.35 [M + H]*O

gooooao

0000000000 (90 mgd0.14 mmol)J O ODCMO O (5 mL)OBCIzO O (1M DC
MOOOO0.69 mLOO0.69 mmol)0-780 00N 0000000 ODODOOOOO40000O
O00O00OOMeOH (1 mL)ODODOODODOODODOODOOORTO1000DODOODODOODOOODOO
0000000000 1IM NHzOMeOHODO (1O mL)OODODOOOODO100000DO0O0ODO
0o0oDO0o0DO00ooDOoo0ooDOoo0oDOoooDOooDoDOooODoDOoo0oDOoooDOoDoOOn(2S,3R,4R,
55)-1-((2,3-0000-1H-0000-2-00)000)-2«(00000000)00000-3,
45-0000000000000000(23 mgd56%)01H NMR (400 MHz, CD30D)
58 7.20-7.14 (m, 2H), 7.11-7.06 (m, 2H), 3.91-3.80 (m, 2H), 3.76-3.70 (m, 1H
), 3.59-3.51 (m, 1H), 3.42-3.34 (m, 1H), 3.10-2.97 (m, 3H), 2.85-2.60 (m, 7H
): ESI MS m/z 294.17 [M + H]*O

oooile
(2S,3R,4R,58)-1-(2-0 0 00DO0O0O0ODOOO)-2-(0D0O0O0ODOOODO)ODOODO-3,4,5-0
oooad

_OH
HO, -
1, N
HO” ™
OH
gogogoogadg

OAr0 00 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000 (0.20 g00.38 mmol)J(2-000000)0000000(0.19 gO1.0 mm
ol)O O ODIPEA(0.20 g0 1.6 mmol)0 DOODMFOO(5 mL)DOOOOOODOODOOS8S
001600000000000000RTODODOODONaHCO300000 (20 mL)O OO
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OOD0EtOAC(2x 30 mL)OOODODOODODDOODODOODODODO(2x20mL) 000000
ONa»S040000000000000000O00O00O0O0O0O00O00O0O0O0O00O00O
O00O0O0DO(EtOAc/0000010120107) 0000000000000 (2S,3R,4R,
5$)-3,4,5-000(0000000)-2-((0000000)000)-1-(2-00000000
00)0ODODO0D0OO00O0O00O00O000(0.17 g0 71%)0

Dooooo

0-78000Ar0000000(0.17 g0 0.27 mmol)D O ODCMO O (8 mL)OBCla(1.
oMODCMOOO2.0 mLO2.0 mmo)J0 000000000030 000000000
0000-78000000MeOHODODDONCOONOODODOCOOOOOOOO01IM NHgO
MeOHOOOODOOODODODOOOOODODOOOOOOO(0.5M NHzO MeOHO O/DCMO 1
05)0000000000000(2S,3R,4R,58)-1-(2-0000000000)-2-(000
000O00)00000-3,4,5-0000000000000000(0.054 g 74%)0 1H
NMR (400 MHz, DMSO-dg) & 4.71 (d, J = 4.8 Hz, 1H), 4.65 (d, J = 4.2 Hz, 1H)
, 4.61 (d, J = 5.1 Hz, 1H), 4.09 (s, br., 1H), 3.67-3.55 (m, 2H), 3.47-3.36 (m,
1H), 3.31-3.21 (m, 1H), 3.12-3.06 (m, 1H), 2.85-2.76 (m, 1H), 2.72-2.62 (m,
1H), 2.61-2.43 (m, 2H), 2.42-2.32 (m, 1H), 1.75-1.54 (m, 5H), 1.35-1.04 (m,
6H), 0.93-0.80 (m, 2H); ESI MS m/z 274.202 [M + H]*O

00017
(28,3R,4R,58)-1-(3-00000000000)-2«(00000000)00000-3,4,5-
0oooo

_OH
Ho, -
't N
HO” ™
OH
gooogod

OAr0 00 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000 (0.20 g00.38 mmol)IJ(3-0000000)0I000000(0.21 gd1.0m
mol)0 O O DIPEA (0.20 g0 1.6 mmol)0 D0 ODMFOO (5 mL)DOO0OOO0OO0O0O
08500160 000000000000 0ORTOOODOONaHCO300000 (20 mL)O
DO00O0D0EtOAC(2x 30 ML) DO ODODODDOOOOODODOO0ODO(2x 20 mL)0O OO
DO00ONapSO40 0000000000000 O00DN0OO0ODODONCOOODOODOOO
DO00O0O0O0O0D0(EtOAc/000D0D010120107)0000000000000(2S,3R,
4R,5S8)-3,4,5-000(0000000)-2-(0000000)000)-1-(3-000000
00000)0000000000000000(0.25 g0 100%)0

Dooooo

0-78000Ar0000000(0.25 g0 0.38 mmol)D O ODCMOO (8 mL)OBCI3(1.
OMODCMOOO3.0 mLO3.0 mmol)J0D00000O0000030000000000
0000-78000000MeOHODOODODONOONONOODOOOOOOOO01IM NH3O
MeOHOOOODOOODODODOOOOOODOOOOODOO(0.5M NHzO MeOHO O/DCMO 1
05)0000000000000(2S,3R,4R,58)-1-(3-00000000000)-2-(00
000000)00000-3,4,5-0000000000000000(0.095 g087%)01

H NMR (400 MHz, DMSO-dg) & 4.81-4.61 (m, 3H), 4.09 (s, br., 1H), 3.69-3.56

(m, 2H), 3.48-3.36 (m, 1H), 3.32-3.23 (m, 1H), 3.15-3.04 (m, 1H), 2.90-2.77
(m, 1H), 2.63-2.32 (m, 4H), 1.70-1.54 (m, 5H), 1.44-1.32 (m, 2H), 1.25-1.08
(m, 6H), 0.91-0.78 (m, 2H); ESI MS m/z 288.218 [M + H]*O
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ooog1ls
(25,3R,4R,5S5)-1-(2-000000CDO0OO0)-2(0D000C0ODOOO0)YDODOOO-3,4,5-00
ooO

_OH
HO, -
'y, N
F
HO” ™
OH
gooogoad

O (2S,3R,4R,55)-3,45-000(0000C000)-2(0000D00O0)00CDO)D0ODO(
7.50 g0 14.3 mmol)(J. Am Chem.S0c.2017,139,14192-14197)01-(2-00000O
0)-2-00000000(4.14 gO020.4 mmol)(Tetrahedron Asymmetry,2001,12,4,
585-596)0 00000000000 DODOOOO(BU 4NI)(0.450 gd1.22 mmol)0 OO
K2C03(4.14 g0 30.0 mmol)0 0 ODMFOO (40 mL) DO O DODO100001600 000
000000 o0oooRTOODODOOO((300mML)DOODODODOEt,0(2x 100 mL)OD O OO
0000000000000 (3x100mML)D0DO0OO0ONazSO4,00000000O0DOO
000000000000 D000Q0D0OD0O0000DD0U0OO0DO0ODOO(EtOAC/DDOOODO
10100105) 0000000000 000O(2S,3R,4R,55)-3,4,5-0 00000000
0)-2-(Uoooogoo)yboOo)-1-(2-00o0oOO0DU0O0DO)§OOD0O0O0DODODOoDOODODOO
00 ((3.60 g039%)0

oooooo

0-78000N000O00O0DO0O((3.60g05.57 mmol)DOODCMODO (40 mL)OBCIz(1
.OMODCMOODO33 mLO33 mmol)DDDDODOOODOOOO3000O0ODODODOODOO
OooO0o-78000000MeOHOODDOODOODOODOODODDODODODODODOLIM NH3zO
MeOHO O OOODODODODODODODODODODODOODOODO(AM NHzO MeOHO O/DCMO 10
500000000000 00(2S,3R,4R,598)-1-(2- 0000000 O)-2-(OooOo0OOO
00)D0O000-3,45-0000000000000000(1.48 g0d093%)01H NMR (
400 MHz, CD30OD) 6 7.26 (td, J =7.5, 1.8 Hz, 1H), 7.22-7.16 (m, 1H), 7.07 (t
d,J=7.5 1.2 Hz, 1H), 7.04-6.99 (m, 1H), 3.94-3.75 (m, 2H), 3.67 (dd, J = 8.
8, 5.2 Hz, 1H), 3.53 (ddd, J = 9.5, 8.0, 4.9 Hz, 1H), 3.38 (t, J = 8.5 Hz, 1H), 3
.12-2.97 (m, 2H), 2.95-2.77 (m, 4H), 2.63 (dd, J = 12.4, 9.5 Hz, 1H); ESI MS
m/z 286.139 [M + H]*O

ooo19
(2S,3R,4R,55)-1-(3-000-2-00000C0OO00O0)-2(DO0O0O0ODODO0OOO)ODODO0ODO-3
,4,5-0 0000

_/OH
HO, _~
& N Cl
F
HO” ™
OH

oooooaod
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OAr0 00 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000 (0.359g00.67 mmol)J2-(3-000-2-00000000)00000000(
0.14 g0 0.81 mmol)0 O O NaBH(OAc)3(0.20 g0 0.94 mmol)0 DCMO O (10 mL)DO
OOO0ORTO1600000000000000O0NaHCO300000(10mL)DDODOOOD
CM(3x 15 mL) 0000000000000 0O00NaS040000000000000¢0
000000000000 O0O0O0O00O00O0O0O0O000000 (EtOAc/000001090
106) 0000000000000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0
0D00000)000)-1-(3-000-2-00000000)000000000000000
00(0.43 g0 94%)0

Dooooo

0-78000Ar000000(0.43 g00.63 mmol)DJ O ODCMOD (10 mL)OBCl3(1.0
MODCMOOO4.0 mLO4.0 mmo)J 0000000000030 0000000000
000-78000000MeOHOO0D0O0O0NONOODONOO0OOCOOOOO0O1M NH3O Me
OHOOOODOOOODODOOOODOOOOOOODOO(0.5M NHgO MeOHO O/DCMO 105
)00D0O0D0O00O000000(2S,3R,4R,55)-1-(3-000-2-000000000)-2-(0
0000000)00000-3,4,5-0000000000000000(0.15 g0 74%)0°1°
H NMR (400 MHz, DMSO-dg) & 7.42-7.36 (m, 1H), 7.31-7.25 (m, 1H), 7.16-7.
10 (m, 1H), 4.71 (d, J = 4.9 Hz, 1H), 4.67 (d, J = 4.1 Hz, 1H), 4.65 (d, J = 5.2
Hz, 1H), 4.17 (t, J = 5.0 Hz, 1H), 3.72-3.56 (m, 2H), 3.40-3.30 (m, 1H), 3.30-
3.20 (m, 1H), 3.12-3.04 (m, 1H), 2.98-2.92 (m, 1H), 2.87-2.81 (m, 1H), 2.80-
2.67 (m, 4H), 2.44 (dd, J = 11.9, 9.4 Hz, 1H); ESI MS m/z 320.109 [M + H]*O
00020
(2S,3R,4R,5S8)-1-(2-([1,1'-00000]-4-00)000)-2(00000000)0000
0-3,4,5-00000

_/OH
HO, -
74 N
HO” ™
OH
gogooogdg

OArd 0O (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
0000O0(0.20 g 0.38 mmol)D4-(2-000000)-1,1'-00000(0.25 gl 0.96
mmol)O O O DIPEA (0.20 g0 1.6 mmol)0 D OODMFOO(5 mL)DOOO0OO0OO
0085001600 000000000000RTOODCOONaHCO300000 (20 mL)
ODO0O00ODOEtOAC(2x 30 mL)DOODODODOOOODOOOO0DOOOO(2x 20 mL)O OO
0D00O00ONa»SO40000000000000000000O00OO000O00OO000O00O
000000000 (EtOAc/000O0010120107) 0000000000000 (2S,3
R,4R,55)-1-(2-([1,1'-000001-4-00)000)-3,4,5-000(0000000)-2-((
0000O000)00D0)0000000000000000(0.18 g0 67%)0
oooooo

0-78000Ar0000000(0.18 g0 0.26 mmol)D 0 0ODCMO O (8 mL)O BCla(1.
OMODCMOIDOO2.0 mLO2.0 mmo) D000 COO0ODO0O030000000000
0000-78000000MeOHOODODONODONONOOODONOCOOOODOOO1IM NHaO
MeOHOOOOODOOOOODOOOOOOODOOOO(0.5M NH3O MeOH/DCMO 10 5)
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0000000 00000D0(2S,3R,4R,55)-1-(2-([101'-000001-4-00)000)-
2(0000000O0)YD00O00-3,4,5-0000000000000000O0(0.031g03
5%)0 1H NMR (400 MHz, DMSO-dg) & 7.69-7.61 (m, 2H), 7.60-7.52 (m, 2H),
7.50-7.40 (m, 2H), 7.37-7.27 (m, 3H), 4.48-4.60 (m, 3H), 4.19 (s, br., 1H), 3.
73-3.59 (m, 2H), 3.47-3.39 (m, 1H), .3.35-3.23 (m, 1H), 3.16-3.05 (m, 1H), 3.
04-2.89 (m, 2H), 2.85-2.67 (m, 4H), 2.53-2.44 (m, 1H); ESI MS m/z 344.185 |
M + H]O

oooz21
(2S,3R,4R,58)-1-(2,6-00000-4-(000000-2H-000-4-00)00000)-2-(
oooooooo)yoboooo-3,4,5-00000

0

_/OH F
HO, -

3 N

F

HO” ™

OH
gooogdg

OArd 0O (2S,3R,4R,58)-3,4,5-000(0000000)-2-((0000000)000)
0O0O00O0(0.20 g0 0.38 mmol)0 2-(4-(3,6-0000-2H-000-4-00)-2,6-000
0000O00)00000000(0.12 g0 0.50 mmol)d OO NaBH(OAc)3(0.15 g 0.
71 mmol)ODCMO DO (10 mL)JOOOCORTO160000000000000O0NaHCO
300000(10mL)000O0O0ODCM(3x 15 mL)0DODO0O0OODO0O0O00O00O0O0ONa»
so,00000000000000000000000000000000000000
OO0 (EtOACc/0D0O0D0D01060104) 0000000000000 (2S,3R,4R,55)-3,4,
5-000(0000000)-2-((0000000)000)-1-(4-(3,6-0000-2H-000O -
4-00)-26-000000000000)0000000000000000(0.27 gO75
%)0

oooooo

0000O0(0.27 g0 0.36 mmol)O Pd(OH)»2/C (00 020%Pd00.070 g 0.13 mmo
NOODOS5000HCIOMeOHO O(20mL)0 0000100000000 0000000
000000000000 00O000000000000000000001M NHsO Me
OHOOODDOODOOOOODOOOOODOOOOD(0.5M NHgO MeOHO O /DCMO 10 5
)0OOOD0DO0DO0O0D00O000(28,3R,4R,58)-1-(2,6-00000-4-(000000-2H-0
00-4-00)00000)-2«(00000000)00000-3,4,5-0000000000
0000O00(0.12 g0 86%)01H NMR (400 MHz, DMSO-dg) 8 6.98-6.92 (m, 2H
), 4.71 (d, J = 4.8 Hz, 1H), 4.69-4.62 (m, 2H), 4.14 (t, J = 4.9 Hz, 1H), 3.97-3
.82 (m, 2H), 3.72-3.51 (m, 2H), 3.39 (td, J = 11.5, 2.8 Hz, 2H), 3.40-3.30 (m,
1H), 3.30-3.20 (m, 1H), 3.12-3.03 (m, 1H), 2.98-2.56 (m, 7H), 2.42 (t, J = 10.
6 Hz, 1H), 1.81-1.42 (m, 4H); ESI MS m/z 388.193 [M + H]*O

0oo22
(2S,3R,4R,58)-1-(4-000000000)-2(00000000)00000-3,4,5-00
000
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_OH O~
HO,,_~
HO” ™
OH
gooooon

OAr000O(2S,3R,4R,55)-3,4,5-0 0 0(C0b000oO)-2-(Coooooo)yoon)
0O00dog(0.20 gb0.38 mmol)O2-(4-0000000O0)0DDODDODODDOO(0.12 gO
0.62 mmol)d OO NaBH(OAc)3(0.15 gd 0.71 mmol)DDCMO O (10 mL)D OO OO
RTO30 0000000 OO0ODODOOONaHCO3000O0O (A0 mL)ODDOOOODCM(3x%x 1
5mL)0000D0O0O0ODO0O0O0OOOO0OOONazSO4,0 0000000 OODDODDDOODODOO
000000000000 DO0D00O0DOD0O0OO0OO(EtOAC/DDODOOO1I090106)0
0o0oooooooooo(2s,3R,4R,58)-3,4,5-000(000ooono)-2-((0O0 O
ooo0)iooD)-1-(4-000000DOO0OO)YODODODOODDODDODODOODODOOODOC(0.23
g0 86%)0

oooooo

00000((0.23 gdd0.33 mmol)dPd(OH)2/C(O000O20%Pd0O 0.120 g0 0.19 mmol)
OO0O05000HCIOMeOHODO (20 mL) DO O0DOD10000000O0ODOODOODOO
00o0ooooooooDoDoDo0oo0000g0ooooooDoDoDoDOoO0OO0O01IM NHzO MeO
HOOOODODODOOODODODOoOooODOoOoooOoOO(O.5M NHzOMeOHO O/DCMO 10 5)
0o0ooooooooooo(2s,3R,4R,58)-1-(4-00 000000 O0)-2<(0O0O0OODO
00)00O000-3,45-0000000000000000(0.051 g046%)01H NMR
(400 MHz, DMSO-dg) & 7.16-7.01 (m, 2H), 6.90-6.73 (m, 2H), 4.87-4.51 (m,
3H), 4.14 (s, br. 1H), 3.91 (t,J = 6.5 Hz, 2H), 3.70-3.57 (m, 2H), 3.45-3.35 (
m, 1H), 3.34-3.24 (m, 1H), 3.14-3.06 (m, 1H), 2.93-2.83 (m, 2H), 2.73-2.55 (
m, 4H), 2.50-2.39 (m, 1H), 1.71-1.62 (m, 2H), 1.49-1.33 (m, 2H), 0.92 (t, J =
7.4 Hz, 3H); ESI MS m/z 340.212 [M + H]*O

ooog23
(2S,3R,4R,55)-1-(4-0000-2,6-000000000CDO)-2(OC0OO0000ODOO)0OO
0o-3,4,5-00000

_OH F O~
HO, -
'ty N
F
HO” ™
OH
gooogoad

ONoOOO(2S,3R,4R,55)-3,4,5-0 0 0(0000000O)-2-(0OO0O0oooO)yooo)
000gg(1.20 gbo2.29 mmol)D2-(4-0000-2,6-000000000)0000O
000 (0.68 g03.0 mmol)d O ONaBH(OAc)3(0.85 gdd4.0 mmol)D DCMO O (30 m
LOOOOORTO30DDDDODOOODOOOOOONaHCO3OOOOO((30 mL)DDOODO
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ODCM(3x 20 mL) DO OODOOD0OO0OOODOODOO0ONaS0400000000000
000000000000 00O00O00000000000000(Et0OAc/0D0D00O01
0120107) 0000000000000 (2S,3R,4R,55)-3,4,5-000(0000000)
.2-((000D0000)000)-1-(4-0000-2,6-000000000000)000000
00000000000(1.3 g077%)0ESI MS m/z 736.3689 [M + H]*O
Oooooo

00000 (1.30 gO01.76 mmol)d Pd(OH)2/C(0 00 20%Pd0 0.25 g 0.47 mmol)
O0O0O0O0HCI(0.5 mL)OMeOHOO(80 mL)DJODO00OO00D0010000000000
000000000000 0000000000000000000000000001M
NH3OMeOHOOOOOOOOOOOOOOOODOOODOOODOOOO(0.5M NHzO Me
OHOO/DCMO104)0 000000000000 (2S,3R,4R,55)-1-(4-0000-2,6-
000000000O0)-2(00000000)00000-3,4,5-00000000000
0D00O00O0(0.58 g 88%)0 1H NMR (400 MHz, CD30D) & 6.53-6.47 (m, 2H), 3.
94 (t, J = 6.4 Hz, 2H), 3.88-3.75 (m, 2H), 3.63 (dd, J = 8.9, 5.3 Hz, 1H), 3.50
(ddd, J = 9.5, 8.1, 5.0 Hz, 1H), 3.36 (t, J = 8.5 Hz, 1H), 3.06-2.90 (m, 2H), 2.
88 (dd, J = 12.4, 5.0 Hz, 1H), 2.83-2.74 (m, 3H), 2.61 (dd, J = 12.4, 9.5 Hz, 1
H), 1.80-1.68 (m, 2H), 1.54-1.44 (m, 2H), 0.98 (t, J = 7.4 Hz, 3H); ESI MS m/z
376.1604 [M + H]*O

00024
(2S,3R,4R,5S8)-1-((1-(4-00000000)00000-4-00)000)-2(000000
00)0oo00O0-3,4,5-00000

oooooo
0O0000O00(2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000 (600 mgd1.06 mmol)D Otert-0004-000000000-1-00000
000(272 mgOd1.28 mmol)J 0O DCMO O (10 mL)OHOAc (0.2 mL)DOODOOO
000300000000NaBH(OAC)3(337 mgl 1.59 mmo)D DO ODODOOO0OOO
ORTO1800000000000000NaHCO30 0000000000000 OEtOAC
(3x 20 ML) 00 0000000000000 (2x10mL)000000000NazS040
000000000000 00O00D000000000000000000000000
00000000000 O00Otert-0004-(((28,3R,4R,55)-3,4,5-000(000000
0)-2-((000000D0)000)00000-1-00)000)00000-1-0000000
00000000 (740 mgd 97%)0ESI MS m/z 721.42 [M + H]*O

oooooo

OTFA(3 mL)D OO DOOODO0OODDOOOO (740 mgd 1.03 mmol)ODCMO O (6 mL)O O
000000000001000000000RT 0200000000000 TFADODC
MOOOODOOODOODOEtOAc(50 mL)D O OO ONaHCO3O O (2x 20 mL)D O OO0
000000000 O00O00ONaS0,00000000000000000000O0000O
000 (2S,3R,4R,58)-3,4,5-000(0000000)-2-(0000000)000)-1-(0
0000-4-00000)00000(624 mg098%)0000000000000000
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000000000 0OESI MS m/z 621.37 [M + H]*™O

ooooood

OO00ooooooono(228 mgh0.37 mmol)DD04-0000000000O00O (128 mgO
0.74 mmol)DDODDOODODO((10 mL)OPd2(dba)3z(34 mgD 0.037 mmol)d O RuPhos(
35 mgd0.074 mmol)D OO OArd00OCs2C03(361 mgd1.11 mmol)O OO DO OODO
gooilo000180000000OOIOODDDDOOOOOOOOOEtOAC(2x 30 mL)
OCoO00000O00O0o0oD0DO0Od(Ex10mL)DO0O0O0OO0D0O0OOONazSO400000O00OO
goooooooooooboooobOOoOoOogoooooooboboobobooUoOoggooao
Oo0oOo0O0O0ooOo(2s,3R,4R,55)-3 4, 5-0 00000 bopo0ogd)-2-(0oooooo)oo
0)-1-((1-(4-000ooobobh)yooooo0-4-00)O0O)yooooDDDODOOO(2
08 mgOd 79%)0ESI MS m/z 715.39 [M + H]*O

ooooood

0o0oooooooo(11io0 mgd0.15 mmol)DOODCMODO (5 mL)OBCIzOO (1MO
DCMOOOO0.75 mLOO.75 mmol)O0-78000N,0000000O0ODODDOOODO400
ocooOoodoOMeOHAI mL)ODOOOODOOODOODOORTOD1I0OODODOOODOOOODOO
OooooooooboDbaiMm NHzOMeOHODO (IO mL)DOOCOCOOOO1000O0O0DOO
oo000ooo0oOdoooD0ooooD0UoooDO00DOooODoODODUOODODOODn(2s,3R
,4R,58)-1-((1-(4-0 000000 Og)yooooo-4-00)oOO00O)-2(COoOoOogooo)
00000-3,45-0000000000000000(25 mgd47%)01H NMR (400
MHz, CD30D) & 7.04-6.93 (m, 4H), 3.91-3.80 (m, 2H), 3.74 -3.69 (m, 1H), 3.
60-3.49 (m, 3H), 3.41-3.34 (m, 1H), 3.06-2.99 (m, 1H), 2.80-2.56 (m, 6H), 1.
97-1.84 (m, 2H), 1.72-1.58 (m, 1H), 1.41-1.26 (m, 2H); ESI MS m/z 355.20 [M
+ H]*O

00025
(2S,3R,4R,5S8)-2-(0DO0ODODOOOO)-1-(((R)-1-(3-(bbbDbDbDOOO)ybOoOog-2-d
o)yooooo-3-00)ooo)yoobooo-3,4,5-00000

_/OH
HO/,' - N/’," N‘_._
DWW
no™ 2 FaC
OH
0Dooooo

0(2S,3R,4R,55)-3,4,5-0 0 0(0000000)-2-((0000000)000)00000
(0.78 g0 1.5 mmol)0 DCMO O (20 mL)O (S)-tert-0003-000000000-1-0
0000000 (0.45 g0 2.25 mmol)O 0 HOAc(0.5 mL)D OO OORTO100000 0O
00 O0NaBH(OAc)3(0.5 g02.5 mmo)0 DO OOOOOORTOOOODOOOOOOO
000000000 ODCM(25 mL)ODODOOOOODOOONaHCO30O0O0OOO0OO0O0O0O
D000O00ONa»S0,0000000000000000000000000000O00(Et
OAc/000D00307)00000000000000(R)-tert-0003-(((2S,3R,4R,5S)-3
,4,5-000(0000000)-2-((0000000)000)00000-1-00)000)0
0000-1-000000000000000(1.0 g0 94%)01H NMR (400 MHz, CDCI
3) 8 7.40-7.27 (m, 20H), 4.88 (d, J = 11.0 Hz, 1H), 4.82 (d, J = 11.1 Hz, 1H),
4.74 (d, J = 11.4 Hz, 1H), 4.71-4.62 (m, 3H), 4.54 (d, J = 12.1 Hz, 1H), 4.50 (
d,J=12.4 Hz, 1H), 3.73 (dd, J = 10.2, 2.5 Hz, 1H), 3.67 (td, J = 6.8, 5.8, 3.6
Hz, 1H), 3.59-3.42 (m, 3H), 3.39-3.25 (m, 3H), 3.04-2.89 (m, 1H), 2.87-2.79
(m, 1H), 2.76-2.63 (m, 1H), 2.61-2.52 (m, 2H), 2.37-2.25 (m, 1H), 1.88-1.80
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(bs, 1H), 1.60-1.54 (m, 2H), 1.50 (s, 9H); ESI MS m/z 707.404 [M + H]*O
oooooo

00O00O0(1.0 g01.45 mmol)0 0003070 TFAODCMO O (16 mL)D O 0 O 300
000000000000 ORTO20000000000000000EtOAc(30 mL)O
O000O00O0ONaHCO3O0 O OO0 (2x 50 mL)OODOOO0ONaS04000000
0000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)-1-(
($)-00000-3-00000)000000000000(0.8g090%)01H NMR (400
MHz, CDCl3) & 7.40-7.26 (m, 20H), 4.88 (d, J = 10.9 Hz, 1H), 4.83 (d, J = 10.
9 Hz 1H), 4.76-4.62 (m, 4H), 4.56-4.49 (m, 3H), 3.85 (dd, J = 10.1, 7.1 Hz,
1H), 3.73 (dd, J = 10.2, 2.6 Hz, 1H), 3.70-3.63 (m, 1H), 3.59-3.47 (m, 2H), 3.
34 (td, J = 6.6, 6.2, 2.7 Hz, 1H), 3.06-2.91 (m, 3H), 2.90-2.83 (m, 1H), 2.80-
2.44 (m, 4H), 2.31 (tt, J = 13.9, 6.1 Hz, 1H), 1.84 (dtd, J = 13.2, 8.0, 5.6 Hz,
1H), 1.42 (dq, J = 13.8, 7.2 Hz, 1H); ESI MS m/z 607.350 [M + H]*O
oooooo

00000(0.19 g00.31 mmol)002-000-3(000000000)0000(0.11
g0 0.62 mmol)O O ODMFO O (5 mL)O K2C03(0.12 g0 0.93 mmol)J 000000
00001200 000000000000000EtOAc(50mL)00 000000000
000000000 ONaSO4000000000000000000O00O000O000O
D00000O0D0O00O0O0O0OO0(EtOAc/000D0O0208)0000000000000S3
(0O0D0O0D00O000)-2-((R)-3-(((2S,3R,4R,55)-3,4,5-000(0000000)-2-((
0000000)00D0)00000-1-00)000)00000-1-00)00000000
000 (0.1 gO043%)01H NMR (400 MHz, CDCl3) & 8.32 (dd, J = 4.7, 1.7 Hz, 1
H), 7.81 (dd, J = 7.8, 1.8 Hz, 1H), 7.41-7.27 (m, 20H), 6.66 (dd, J = 7.8, 4.7
Hz, 1H), 4.89 (d, J = 10.9 Hz, 1H), 4.84 (d, J = 10.9 Hz, 1H), 4.75 (d, J = 11.5
Hz, 1H), 4.70 (s, 2H), 4.68-4.62 (m, 1H), 4.58-4.49 (m, 2H), 3.88 (dd, J = 10.
2, 7.1 Hz, 1H), 3.74 (dd, J = 10.4, 2.8 Hz, 1H), 3.72-3.49 (m, 6H), 3.40-3.31
(m, 2H), 2.88 (dt, J = 11.9, 5.8 Hz, 1H), 2.78 (dd, J = 12.8, 8.4 Hz, 1H), 2.67
(dd, J = 12.7, 6.6 Hz, 1H), 2.64-2.53 (m, 1H), 2.40 (dq, J = 14.6, 7.3 Hz, 1H),
1.97 (dq, J = 11.7, 5.8 Hz, 1H), 1.63 (dq, J = 12.3, 8.0 Hz, 1H); ESI MS m/z 7
52.362 [M + H]*O

oooooo

0-78000Ar0000000(0.1 g00.13 mmol)DDCMO O (8 mL)O BCI3(1.0M O
DCMOOD0.8 mLOO0.8 mmo)DODODODOODODOOOODODOODODOOOOOO30000
0000000000 0-78000000MeOH(3 mL)DOOOODOOOORTO30000
000000000000 0000000000000001M NHzOMeOHOO (2% 5
mLOOODODODOOD0OODOO0O0OO0DO0OD0O00O0000000000000000O0(MeOH/
DCMO109) 0000000000000 (2S,3R,4R,58)-2-(00000000)-1-(((R)
-1-(3(000000000)0000-2-00)00000-3-00)000)00000-3,4,
5-0000000000000000(0.031 g0060.9%)01H NMR (400 MHz, CD30
D) & 8.25 (dd, J = 4.8, 1.8 Hz, 1H), 7.87 (dd, J = 7.8, 1.8 Hz, 1H), 6.73 (dd, J
= 7.8, 4.7 Hz, 1H), 3.91-3.82 (m, 2H), 3.71 (dd, J = 9.3, 5.5 Hz, 1H), 3.68-3.6
1 (m, 3H), 3.53 (ddd, J = 10.0, 8.5, 5.2 Hz, 1H), 3.44-3.35 (m, 2H), 3.06 (p, J
= 6.1, 5.7 Hz, 1H), 2.90-2.73 (m, 3H), 2.68-2.60 (m, 1H), 2.53 (h, J = 7.6 Hz,
1H), 2.10 (dqg, J = 11.9, 6.1 Hz, 1H), 1.71 (dqg, J = 12.1, 7.9 Hz, 1H); ESI MS
m/z 392.176 [M + H]*O

00026
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1-(4(0000000D00)00D00O0-2-
0D0)0OOOD0-3-00)000)00000-3,4,5-00000
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_/OH o
: 3
HOI,' : ~ e, N
Y Oy
S
HO ;
OH

oooooao

000000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000O00O0)000)
-1-(($)-00000-3-00000)00000(0.14 g0 0.23 mmol)J02-000-4-(0
00000000)IJ0O000(0.1 g00.46 mmol)DDMAD O (5 mL)O Cs2C03(0.22
gd00.69 mmol)JAr00DD00O0ODOODOOS800D180D000DO0ODODOOOOOODOO
000000 0OO0OEtOAc(2x 20 mL) DD 0O DOODOODODOODOO(2%x 20mL)O0 OO
0000 OdONaxSO4u00000000O0OODODODDODODOOU0OOUOUOODODODODODOOOOOOd
000000000000 0000000000004-(000000000)-2-((S)-3-((
(25,3R,4R,558)-3,4,5-000(0000000)-2-((0000000)000)00000-1
-00)000)00000-1-00)000000000000(0.11 g063%)01H NMR (
400 MHz, CDClg) 8 7.39-7.27 (m, 20H), 6.90 (d, J = 1.2 Hz, 1H), 4.89 (d, J =
10.9 Hz, 1H), 4.83 (d, J = 10.9 Hz, 1H), 4.75 (d, J = 11.5 Hz, 1H), 4.70-4.68 (
m, 2H), 4.64 (d, J = 11.5 Hz, 1H), 4.57-4.48 (m, 2H), 3.87 (dd, J = 10.2, 7.3
Hz, 1H), 3.77-3.64 (m, 2H), 3.60-3.42 (m, 5H), 3.34-3.27 (m, 1H), 3.16 (dd, J
= 10.1, 6.5 Hz, 1H), 2.84 (dd, J = 12.2, 5.4 Hz, 1H), 2.76-2.46 (m, 4H), 2.09-
1.98 (m, 1H), 1.72 (dq, J = 12.7, 7.5 Hz, 1H): ESI MS m/z 758.321 [M + H]*O
ogooooano

0-78000Ar0000000(0.11 g 0.15 mmol)D DCMO O (5 mL)O BCl3(1.0MO
DCMOODOO0.75 mLOO.75 mmohO OO O OODOOODOODOOOODODODODOODOS3OO
000000000 OoOo0oDO-78000000MeOH(3 ML) ODOODODOODORTO300
0000000000000 o0ooDoo0oDOoo0oDo0o0ooOoo0ooDoOoOdlM NHzO MeOHDO O (2
x5mL) 0D O0OD0DO0ODDO0ODDOO0ODDOODDODODODDOODDOODDODODODOODOOOOnO((Me
OH/DCMDO109)00000D0O0OO0ODOOODOO(2S,3R,4R,58)-2- (0D 0O DOOCODODO)-1-(
((R)-1-(4-(000000000)00000-2-00)00000-3-00)000)0000
0-3,45-0000000000000000O((0.04g9g067%)0 1H NMR (400 MHz, CD
30D) & 7.14 (s, 1H), 3.90-3.82 (m, 2H), 3.71 (dd, J = 9.3, 5.5 Hz, 1H), 3.65-
3.44 (m, 4H), 3.37 (dd, J = 8.9, 6.7 Hz, 1H), 3.28 (dd, J = 10.1, 6.4 Hz, 1H),
3.06 (q, J = 5.7 Hz, 1H), 2.88-2.80 (m, 2H), 2.76 (dd, J = 12.7, 8.5 Hz, 1H), 2
.71-2.61 (m, 2H), 2.20 (dtd, J = 12.2, 6.9, 4.9 Hz, 1H), 1.86 (dq, J = 12.4, 7.6
Hz, 1H); ESI MS m/z 398.132 [M + H]*O

agoagz27v
(25,3R,4R,58)-2-(00000000)-1-(((S)-1-(3-(000000000)0D000-2-0
0)yboobo-3-00)0o0Oo)ybooboO-3,4,5-00000
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_OH
HO,, -~ N=
‘, N N /
N\
neT FaC
OH
gooooao

0O00O00O0(2S,3R,4R,58)-3,4,5-000(0000000)-2-((0000000)000)
-1-((R)-00000-3-00000)00000 (210 mgd0.35 mmol)0 02-000-3-(
000000O0D0O0)0000(127 mgd0.70 mmol)JDMFO O (5 mL)O DIPEA(0.24
mLO1.39 mmo)J 0000000001000 01800000000000000000
OO00O0O0DOEtOAc(2x 30 mL) DD DODDO0DODODODOO0O(2x 10m L)YDOOOODO
DO0O0ONa»SO40000000000000O00O00O0O0O0O00O00OO0O0O0O00O0O
000000000000 000O00000003-(000000000)-2-((S)-3-(((28,
3R,4R,58)-3,4,5-000(0000000)-2«(0000000)000)00000-1-00
)00D0)00000-1-00)00000000000 (100 mgd 38%)0ESI MS m/z 75
2.36 [M + H]*O

Dooooo

0000000000 (95 mgd0.13 mmol)D O ODCMOO (5 mL)OBCIsO O (1MOD
CMOODO0.63 mLO0.63 mmol)J-78000N,0 0000000000000 4000
DO0O0OO0OOMeOH(l mL)DOOODOCOOODOODOOORTO100000000000000
0000000000 1M NH3OMeOHODO (10 mL)0OO0O0O0O0O01000000000
000000000000 O00D0O00O00O0O0O0O0D0O00000O00O0000O0(2S,3R,4
R,5S8)-2-(000000O00)-1-(((S)-1-(3(00D0000O000)0000-2-00)000
00-3-00)000)00000-3,4,5-0000000000000000(30 mgd59%
)O1H NMR (400 MHz, CD30D) & 8.26 (dd, J = 4.9, 1.8 Hz, 1H), 7.87 (dd, J =
7.8, 1.9 Hz, 1H), 6.73 (dd, J = 7.8, 4.7 Hz, 1H), 3.90-3.82 (m, 2H), 3.76-3.59
(m, 4H), 3.58-3.49 (m, 1H), 3.44-3.34 (m, 2H), 3.11-3.03 (m, 1H), 2.90 (dd, J
= 12.8, 6.8 Hz, 1H), 2.83-2.76 (m, 1H), 2.73-2.61 (m, 2H), 2.60-2.48 (m, 1H),
2.15-2.04 (m, 1H), 1.80-1.67 (m, 1H); ESI MS m/z 392.17 [M + H]*O

00028
(2S,3R,4R,58)-2-(00000000)-1-(((S)-1-(4-(000D00D0O00O0)000DO0O0-2-
0D0)0O0O0O0O0-3-00)000)00000-3,4,5-00000

_OH
: " CF3
HO, -
Igaven!
S
HO” ™
OH

oooooo
0O0000O00(2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
00000(1.42 g02.71 mmol)D O (R)-tert-0003-000000000-1-0000
0000 (0.60 gO03.01 mmol)DOODCMODO (20 mL)OHOAc(0.2 mL)DDO O DOOO
000300000000 NaBH(OAcC)3(745 mgd 3.51 mmo)D O OODODOOO0OOO
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ORTO180 0 DODODODOOODDODOOOONaHCO3UODOOODODODODDODDDODODDOEtOAC
(3x20mL)DODODDOOOOODOOOOODOE@x10mL)OODOOODODONazS040
ocopooooooO0oooooDOoooooDOoOoooobOoOoooOooDoooooDoooooOo
OCo0OO0O0OQ0O0OO0OO0OOO0O0O0O(S)-tert-0003-(((2S,3R,4R,55)-3,4,5-000(0 000
ocoo)-2-(Ooooooo)yDboo)yboDooo-1-00)oOO)YDoOooDOoOD-1-00000
0000000000(1.51 g079%)0ESI MS m/z 707.41 [M + H]*O

ocooooo

OTFA(7 mL)DODOOOOODOOODOD(1.51 9g02.23 mmol)DDCMDO O (20 mL)O O
oopoO0oooopDoodOdl100DO0UO0OCODORTO2000000O0DODODOOTFAOODC
MODOOOOODOOOEtOAc(80 mL) OO DO D ONaHCO3O00 (2x 20 mL) DO ODOO
O0000OO00O000OD00O0ONagSsO400000CDOOODODOODODDODOODODODOO
ocoooooooOO0oO0ooobDOoooooObOO0oO0ooOoODbDO0O0OO0b0DOO0OO(2S,3R,4R,58)-3,
4,5-000(booooobOo)-2-(Obobooooboo)y0ooD)-1-(R)-cOO0O0O-3-00000
0)DODO0DO0D00O0O0OD0OD00O(886 mgd68%)0ESI MS m/z 607.35 [M + H]*O
ocooooo
ocoo0oo0oooo0o0O0O0d(210 mgbo0.35 mmol)oO0O2-000-4-(000CDOOOCD)OO
OO00(162 mgdo0.70 mmol)I DMADO O (5 mL)O Cs2C03(457 mgd 2.40 mmol)O
OCo0O0oO0ooooboOosoubi1s0 OO0 OOoo0ODOOOODDODOOODODODOEtOAC(2
x30mML)DODODODODODODODODOD0ODOO(2x10mL)DDOO0OO0O0O0DOONaz2S0400
coooooooOoOooooOoooooboooooboooooDooooooogoooo
Oo00O0000D0O00004-(00DDODODOODODO)-2-((S)-3-(((2S,3R,4R,55)-3,4,5-0O
oco@ooooog)-2-(booooboOo)yoo)yboooo-1-o0)ooOo)yooood
-1-00)000000000000 (161 mgd61%)0ESI MS m/z 758.32 [M + H]* D
ocooooo

Ooooooooon0(as50 mgh0.35 mmol)DOODCMODO (5 mL)OBCIzODO (1MO
DCMOOO1.0 mLO1.0 mmol)O-78000N0000000000000D40000
OO0O0OOMeOH(Il mL)OODODOODODOUOODOORTOD1I0OODDODODODODODDOOOODOO
OoO0O0oooo0OO0O01M NHzOMeOHODO (IO mL) DO OOODOOO1000000000
oco0o0ooooo0O0oO0oobObO0oOooobOO0ooooODbDO0O0DO0ODODbODDb0OO0O0ODbDDODO(2S,3R4R,
58)-2(00O0O00COO0O)-1-(((S)-1-(4(DOoOoooOpoDO0oOoo)yboooo-2-00)ooDO
oo0-3-00)000)O0D000-3,4,5-0000000000000D0O0O(50 mgO63%
)O1H NMR (400 MHz, CD30D) 8 7.15-7.13 (m, 1H), 3.90-3.82 (m, 2H), 3.74-
3.67 (m, 1H), 3.65-3.43 (m, 4H), 3.40-3.34 (m, 1H), 3.31-3.23 (m, 1H), 3.09-
3.02 (m, 1H), 2.94-2.60 (m, 5H), 2.25-2.14 (m, 1H), 1.94-1.80 (m, 1H); ESI M
S m/z 398.13 [M + H]*O

oo029
(2S,3R,4R,55)-2(0C0DOO0O0O0QOO)-1-(((R)-2-(3-(boboOoOooobooboOo)yooooD-2-0
o)yooooo-3-00)ob0)yoooboobo-8,4,5-00000

_/OH N7 |
HO, _~ /,
. N/ ;. N .
CF
HO” ™ 9
OH
gogoogad

0(2S,3R,4R,55)-3,4,5-0 0 0(0000000)-2-((0000000)000)00000

10

20

30

40



(153) JP 7674389 B2 2025.5.9

(0.8 g0 1.5 mmol)D DCMO O (30 mL)O (S)-tert-0003-000000000-1-00
0D0O00O000(0.42 g0 2.0 mmol)0 O OHOAC(0.5 mL)DOOOORTO1000000O
00 0NaBH(OAc)3(0.48 g02.26 mmol )0 000000 OORTOODOODOOODODO
00000000 ODCM(25 mL)DOOOO0OOOOONaHCOs0O0O0O0O0O0OOO0OO
0DO00O00ONaSO40 0000000000000 0000000O0000000O(EtO
Ac/00000307) 0000000000000 (R)-tert-0003-(((25,3R,4R,58)-3,
45-000(0000000)-2-((0000000)000)00000-1-00)000)00
000-1-000000000000000(1.0 g094%)01H NMR (400 MHz, CDCl3)
5 7.38-7.27 (m, 20H), 4.88 (d, J = 11.1 Hz, 1H), 4.82 (d, J = 11.1 Hz, 1H), 4.
75 (d, J = 11.5 Hz, 1H), 4.71-4.63 (m, 3H), 4.57-4.49 (m, 2H), 3.99-3.87 (m,
2H), 3.85 (dd, J = 10.1, 6.9 Hz, 1H), 3.75-3.68 (m, 2H), 3.63-3.48 (m, 2H), 3.
31-3.25 (m, 1H), 2.89-2.77 (m, 2H), 2.66-2.51 (m, 3H), 2.44 (dd, J = 13.0, 5.
6 Hz, 1H), 1.73-1.57 (m, 3H), 1.46 (s, 9H), 1.45-1.33 (m, 1H), 1.07 (g, J = 10
1 Hz, 1H); ESI MS m/z 721.421 [M + H]*O

Dooooo

00000 (1.0g01.4 mmol)D3070TFAODCM(16 mL)D O DO0O0OO0OO 3000
0000000000 O0OO0ORTO2000000000000000000EtOAc(30 mL)
00000000 ONaHCO30 0000 (2x 50 mL) DO O0O00DONa»S0400000
00000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)-1
((8)-00000-3-00000)000000000000(0.8g092%)01H NMR (40
0 MHz, CDCI3) & 7.85 (bs, 1H), 7.39-7.27 (m, 20H), 4.85 (d, J = 11.0 Hz, 1H),
4.81 (d, J = 10.9 Hz, 1H), 4.72-4.61 (m, 4H), 4.56-4.45 (m, 2H), 3.85 (dd, J =
10.3, 7.6 Hz, 1H), 3.70 (dd, J = 10.3, 2.6 Hz, 1H), 3.63 (dd, J = 9.2, 5.7 Hz, 1
H), 3.57-3.46 (m, 2H), 3.42 (dd, J = 12.7, 3.7 Hz, 1H), 3.34-3.21 (m, 2H), 2.9
2 (dd, J = 11.9, 5.3 Hz, 1H), 2.72 (ddt, J = 16.3, 11.7, 5.2 Hz, 1H), 2.65-2.49
(m, 3H), 2.41 (dd, J = 13.1, 10.6 Hz, 1H), 2.05-1.93 (m, 1H), 1.83-1.69 (m, 3
H), 1.11-0.96 (m, 1H); ESI MS m/z 621.362 [M + H]*O

Dooooo

00000 (0.155 g0 0.25 mmol)002-000-3(000000000)0000(0.09
g0 0.5 mmol)0 0O ODMFO O (6 mL)OK2CO3(0.1 g0 0.75 mmol)DODOODOOO
0001200 0000000000000 00EtOACc(50 mL)DOODD0DO0OOOOOO0O
D000O0O0O0DO0ONaS04000000000000000O0000000O00O00O
000000000000 O00(EtOAc/0000D0208) 0000000000000 3(
000O000O000)-2-((R)-3-(((2S,3R,4R,55)-3,4,5-0 0 0(0000000)-2-(00
0O0000)0O00)00O00D0-1-00)000)00000-1-00)0000000000
0(0.1 gO052.2%)0 1H NMR (400 MHz, CDCI3) & 8.42 (dd, J = 4.8, 1.8 Hz, 1H),
7.85 (dd, J = 7.8, 2.0 Hz, 1H), 7.37-7.27 (m, 20H), 6.95 (dd, J = 7.8, 4.7 Hz,
1H), 4.85 (d, J = 10.9 Hz, 1H), 4.81 (d, J = 10.9 Hz, 1H), 4.73 (d, J = 11.4 Hz,
1H), 4.69-4.59 (m, 3H), 4.56-4.47 (m, 2H), 3.85 (dd, J = 10.1, 6.8 Hz, 1H), 3.
77-3.63 (m, 3H), 3.62-3.45 (m, 3H), 3.25 (td, J = 6.4, 2.5 Hz, 1H), 3.02-2.87
(m, 2H), 2.65-2.54 (m, 2H), 2.54-2.45 (m, 2H), 1.90 (q, J = 5.3 Hz, 1H), 1.84-
1.58 (m, 3H), 1.14-1.01 (m, 1H); ESI MS m/z 766.378 [M + H]*O

oooooo

0-78000Ar0000000(0.1 g00.13 mmol)ODCM(6 mL)D OO OBCIz(1.0M
ODCMOODO0.65 mLOO.65 mmol )00 0000000000000 00O00OO30
000000000000 00-78000000MeOH(3 mL)DOOODOODOORTOS30
000000000000 0000000000000000001M NH3O MeOHO O (
2x 5mL) 0000000000000 C0C0000000000000000000O(Me
OH/DCMO109)0 000000000000 (2S,3R,4R,55)-2-(00000000)-1-(
((R)-1-(3(00000000D0)0000-2-00)00000-3-00)000)00000-
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34,5-0000000000000000(0.033 g062%)01H NMR (400 MHz, CD3
OD) & 8.43 (dd, J = 4.9, 1.8 Hz, 1H), 7.98 (dd, J = 7.8, 1.9 Hz, 1H), 7.13-7.07
(m, 1H), 3.89-3.82 (m, 2H), 3.74-3.69 (m, 1H), 3.66 (dd, J = 9.4, 5.6 Hz, 1H),
3.53-3.46 (m, 2H), 3.37 (d, J = 1.9 Hz, 1H), 2.99-2.92 (m, 2H), 2.80 (dd, J =
12.2, 5.4 Hz, 1H), 2.68 (dd, J = 13.2, 5.3 Hz, 1H), 2.63-2.50 (m, 3H), 1.93 (d
t,J = 9.6, 4.8 Hz, 1H), 1.88-1.76 (m, 2H), 1.76-1.63 (m, 1H), 1.21-1.10 (m, 1
H); ESI MS m/z 406.189 [M + H]*O

00030
(2S,3R,4R,58)-2-(00000000)-1-(((R)-1-(4(000000000)000O00-2-
00)0O0O00O0-3-00)000)00000-3,4,5-00000

g 5\
HO,, : . NA}\CFS
HO™ ™
OH
oooooad

0O000O00(2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)
-1-(($)-00000-3-00000)00000(0.16 g00.25 mmol)002-000-4-(0
0000O0000)00000(0.11 gd0.50 mmol)dDMAD O (5 mL)O Cs2C03(0.24
g0 0.75 mmol)DArJ 0000000000800 018000000000000000
O000O0OO0O0OEtOAC(2x 20 mL)OODODOOOODDOOOOODOOO(2%x 20 mL)O OO
OD000O0ONa»S0,0000000000000000000000O000000000O
000000000000 0000000000004-(0000000000)-2-((R)-3-(
((2S,3R,4R,55)-3,4,5-0 0 0(0000000)-2-(0000000)000)00000-
1-00)000)00000-1-00)000000000000(0.11 g059.5%)01H NM
R (400 MHz, CDCl3) & 7.41-7.27 (m, 20H), 6.89 (d, J = 1.2 Hz, 1H), 4.89 (d, J
= 10.8 Hz, 1H), 4.84 (d, J = 10.8 Hz, 1H), 4.75 (d, J = 11.5 Hz, 1H), 4.72-4.63
(m, 3H), 4.58-4.50 (m, 2H), 3.96 (dt, J = 13.2, 4.2 Hz, 1H), 3.87 (dd, J = 10.2,
7.2 Hz, 1H), 3.81-3.69 (m, 3H), 3.66-3.59 (m, 1H), 3.54 (g, J = 9.9, 9.1 Hz, 1
H), 3.31-3.24 (m, 1H), 3.23-3.12 (m, 1H), 2.89-2.74 (m, 2H), 2.68-2.52 (m, 3
H), 1.81-1.71 (m, 3H), 1.61 (qd, J = 10.6, 10.0, 4.6 Hz, 1H), 1.18 (q, J = 10.7
Hz, 1H); ESI MS m/z 772.331 [M + H]*O

oooooo

0-78000Ar0000000(0.11 g0 0.14 mmol)ODCM(8 mL)D OO OBCl3(1.0M
ODCMOOD1.1 mLO1.1 mmo)DOOODODOODOODDOOODODODODOODODO3000O
000000000-78000000MeOH(3 mL) OO OOOOOORTO30000000
000000000000 00000000000001M NHzOMeOHODO (2x 5 mL)
000000000000 O0O0O0O00O00O000000000000000O0(MeOH/DCM
0109) 0000000000000 (2S,3R,4R,55)-2-(00000000)-1-(((R)-1-(4
(00000000 D0)00DO00D0-2-00)00000-3-00)000)00000-3,4,5-
000000000000 0000(0.049g085%)01H NMR (400 MHz, CD30D) &
7.17 (s, 1H), 3.94-3.85 (m, 4H), 3.74 (dd, J = 9.4, 5.6 Hz, 1H), 3.54 (ddd, J =
10.2, 8.6, 5.2 Hz, 1H), 3.36 (d, J = 9.0 Hz, 1H), 3.20 (ddd, J = 13.4, 10.6, 3.4
Hz, 1H), 3.02 (p, J = 6.1 Hz, 1H), 2.95 (dd, J = 13.0, 9.3 Hz, 1H), 2.79 (dd, J
= 12.4, 5.2 Hz, 1H), 2.74-2.55 (m, 3H), 1.94-1.75 (m, 3H), 1.70-1.58 (m, 1H),
1.30-1.22 (m, 1H); ESI MS m/z 412.144 [M + H]*O
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00031
(2S,3R,4R,58)-2-(00000000)-1-(((S)-1-(3-(0000O00000)I0O0-2-0
0)0OO0O0D0-3-00)000)00000-3,4,5-00000

g NP
HO,, :N NTX
HO” ™ CFs
OH
oooooa

0(2S,3R,4R,55)-3,4,5-0 0 0(0000000)-2-(0000000)000)00000
(0.91 g0 1.7 mmol)DDCMO O (30 mL)O (R)-tert-0003-000000000-1-0
0000000 (0.54 gO02.5 mmol)JOHOAC(0.5 mL)D OO OORTO1000000O
0O00NaBH(OAC)3(0.6 g02.9 mmol)0 D0 O0O0O0OO0OORTOOOOOOODOOOO
D000O0O0O00O0O0DCM(25 mL)DOOOOOOOOODONaHCO30000000000
DO00O0O00ONa»SO040000000000000O0000000O0000000O0O (Et
OAc/00D000307)0000000000000(S)-tert-0003-(((2S,3R,4R,55)-3
,45-000(0000000)-2-((0000000)000)00000-1-00)000)0
0000-1-000000000000000(1.0g081%)01H NMR (400 MHz, CDCI
3) & 7.38-7.27 (m, 20H), 4.88 (d, J = 11.0 Hz, 1H), 4.83 (d, J = 11.0 Hz, 1H),
4.77-4.67 (m, 3H), 4.65 (d, J = 11.5 Hz, 1H), 4.57-4.47 (m, 2H), 3.99-3.89 (m
, 2H), 3.85 (dd, J = 10.1, 6.9 Hz, 1H), 3.73 (dd, J = 11.1, 3.6 Hz, 2H), 3.70 (d,
J =8.7 Hz, 1H), 3.60-3.48 (m, 2H), 3.37 (tt, J = 6.4, 2.3 Hz, 1H), 2.90-2.73 (
m, 2H), 2.65-2.52 (m, 2H), 2.52-2.35 (m, 1H), 1.80-1.72 (bs, 1H), 1.68-1.58 (
m, 2H), 1.48 (s, 9H), 1.45-1.34 (m, 1H),1.02 (q, J = 11.2 Hz, 1H); ESI MS m/z
721.417 [M + H]*O

oooooo

00000 (1.0gd1.4 mmol)D3070TFAODCMO O (16m L)DOO OO OO 3000
0000000000 O00RTO20000000000000000EtOAc(30 mL)O O
DO00O0O0O0ONaHCO30O0OOO(2x 50 mL)DOODOO0ONa»S0,4,0000000
000 (2S,3R,4R,55)-3,4,5-000(0000000)-2-((0000000)000)-1-((R
)-00000-3-00000)000000000000(0.85 g0 93%)0LH NMR (400
MHz, CDCl3) & 7.89 (bs, 1H), 7.38-7.26 (m, 20H), 4.86-4.75 (m, 2H), 4.69 (d,
J=6.8 Hz, 1H), 4.68-4.59 (m, 3H), 4.51 (d, J = 12.1 Hz, 1H), 4.46 (d, J = 12.
1 Hz, 1H), 3.83 (dd, J = 10.3, 7.3 Hz, 1H), 3.72-3.66 (m, 1H), 3.62 (dd, J = 9.
1, 5.6 Hz, 1H), 3.55-3.41 (m, 2H), 3.34-3.26 (m, 3H), 2.80-2.50 (m, 4H), 2.48
-2.34 (m, 2H), 2.07-1.99 (m, 1H), 1.86-1.65 (m, 3H), 0.99 (q, J = 11.0 Hz, 1H
); ESI MS m/z 621.368 [M + H]*O

Dooooo

00000 (0.18 g00.29 mmol)J02-000-3(000000000)0000(0.10
g0 0.58 mmol)0 0 ODMFO DO (6 mL)O K2C03(0.12 g0 0.87 mmol)D O OO OO0
00001200 000000000000000EtOAc(50mL)00 000000000
D000O00O0O0O00ONaS0,00000000000000O00000O00O00O00O
D00000O0D0O000O0O0OD0(EtOAc/000D0O0208)0000000000000S3
(0D0D0D0O00000)-2-((S)-3-(((2S,3R,4R,58)-3,4,5-000(0 00000 0)-2-(0
0D00000)000)00000-1-00)000)00000-1-00)000000000
00(0.1 g0 46.8%)01H NMR (400 MHz, CDCl3) & 8.41 (dd, J = 4.8, 1.8 Hz, 1
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H), 7.84 (dd, J = 7.8, 1.9 Hz, 1H), 7.38-7.27 (m, 20H), 6.94 (dd, J = 7.8, 4.7
Hz, 1H), 4.86 (d, J = 10.9 Hz, 1H), 4.80 (d, J = 10.9 Hz, 1H), 4.74-4.60 (m, 4
H), 4.54 (d, J = 12.1 Hz, 1H), 4.48 (d, J = 12.2 Hz, 1H), 3.85 (dd, J = 10.2, 6.
7 Hz, 1H), 3.73 (dd, J = 10.2, 2.4 Hz, 1H), 3.68 (dd, J = 9.3, 5.8 Hz, 1H), 3.6
5-3.60 (m, 1H), 3.58-3.43 (m, 4H), 2.95-2.86 (m, 1H), 2.81-2.73 (m, 2H), 2.6
3-2.46 (m, 2H), 2.33 (dd, J = 12.7, 8.6 Hz, 1 H), 1.97 (bs, 1H), 1.81-1.56 (m,
3H), 1.10-0.97 (m, 1H): ESI MS m/z 766.37 [M + H]*O

oooooo

0-78000Ar0000000(0.1 g00.13mmol)0DCMO O (6 mL)OBCl3(1.0M O
DCMOODO1.0 mLO1.0 mmo)OODOODOODODO0O0O00OODO0OOOD0OOOOOO30000
0000000000 0-78000000MeOH(3 mL)DOODOOOOOORTO30000
000000000000 0000000000000001M NHzOMeOHOO (2x 5
mLOOODODODOOO0OODOOO0OO0DO0OD0O00O0000000000000000O0(MeOH/
DCMO109) 0000000000000 (2S,3R,4R,58)-2-(00000000)-1-(((S)-
1-(3-(000000000)0000-2-00)00000-3-00)000)00000-3,4,
5-0000000000000000(0.03 g062%)01H NMR (400 MHz, CD30D) &
8.44 (dd, J = 5.0, 1.8 Hz, 1H), 7.98 (dd, J = 7.8, 1.9 Hz, 1H), 7.14-7.07 (m, 1
H), 3.92-3.80 (m, 2H), 3.70 (dd, J = 9.3, 5.1 Hz, 1H), 3.64 (dt, J = 12.6, 2.2
Hz, 1H), 3.57-3.43 (m, 2H), 3.38 (t, J = 8.7 Hz, 1H), 3.13-3.06(m, 1H), 2.96 (
t,J =11.5 Hz, 1H), 2.82 (dd, J = 13.0, 5.4 Hz, 1H).2.78-2.43 (m, 4H), 2.08-1.
98 (m, 1H),1.94-1.84 (m, 1H), 1.83-1.76 (m, 1H), 1.76-1.63 (m, 1H), 1.23-1.1
2 (m, 1H); ESI MS m/z 406.194 [M + H]*O

00032
(2S,3R,4R,58)-2-(00000000)-1-(((S)-1-(4-(000000000)00000-2-
00)0OOOD0-3-00)000)00000-3,4,5-00000

_OH S,\>\

: CF
HO., A~ N/QN 3
HO” ™

OH
gooooo

0O00O00D0(2S,3R,4R,58)-3,4,5-000(0000000)-2-((0000000)000)
-1-((R)-00000-3-00000)00000(0.15 g00.24 mmol)002-000-4-(0
000000O0D0)I0O0O00(0.11 g 0.48 mmol)dDMAD O (5 mL)O Cs»2C03(0.23
g00.72 mmol)DAr00D0DOODD0DOCOOODO8000180000000000000000

D00O0O0O0ODOEtOAc(2x 20 mL)D0DODO0OODOOODO0OO0OO (2% 20 mL)O OO
DO00O0O00ONa»SO400000000000O00D00O0O0O0O00OOOOOOD0O0OO

000000000000 0000000000004-(000000000)-2-((S)-3-((
(25,3R,4R,5S5)-3,4,5-0 0 0(0000000)-2(0000000)000)00000-1-
00)0OO0O)DOD0DO00-1-00)000000000000(0.12 g064.7%)01H NMR
(400 MHz, CDCl3) & 7.43-7.27 (m, 20H), 6.90 (s, 1H), 4.90 (d, J = 10.9 Hz, 1
H), 4.84 (d, J = 10.9 Hz, 1H), 4.78-4.64 (m, 4H), 4.55 (d, J = 12.2 Hz, 1H), 4.
51 (d, J = 12.1 Hz, 1H), 3.96-3.80 (m, 3H), 3.78-3.71 (m, 2H), 3.61 (ddd, J =
10.2, 8.7, 5.6 Hz, 1H), 3.51 (t, J = 9.2 Hz, 1H), 3.44-3.38 (m, 1H), 3.14 (ddd,
J=13.7,11.1, 3.1 Hz, 1H), 2.82-2.74 (m, 3H), 2.65 (dd, J = 11.9, 10.3 Hz, 1
H), 2.40 (dd, J = 12.8, 8.3 Hz, 1H), 1.93-1.82 (m, 1H), 1.83-1.69 (m, 2H), 1.6
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6-1.54 (m, 1H), 1.14 (ddd, J = 18.1, 10.2, 5.8 Hz, 1H); ESI MS m/z 772.329 [
M + H]*O

Dooooo

0-78000Ar0000000(0.12 g0 0.15 mmol)D DCMO O (8 mL)O BClz(1.0MO
DCMODOO1.3 mLO1.3 mmo)IJ0ODOODODO0O0O0O0ODCOOOOOOOCOO30000
00000000-78000000MeOH(3 ML)DOOOOOOOORTO30000000
000000000000 000O0000000001M NHzOMeOHOO (2x 5 mL)O
000000000000 000O0000000000000000O00(MeOH/DCMO
109) 0000000000000 (2S,3R,4R,55)-2-(00000000)-1-(((S)-1-(4-(
0O00000O00O0)00000-2-00)00000-3-00)000)00000-3,4,5-0
0000000000000 00(0.056 g0 90%)01H NMR (400 MHz, CD30D) & 7
.18 (s, 1H), 3.97-3.89 (m, 2H), 3.88-3.85 (m, 2H), 3.72 (dd, J = 9.1, 5.3 Hz, 1
H), 3.56 (ddd, J = 9.3, 8.2, 5.5 Hz, 1H), 3.37 (t, J = 8.7 Hz, 1H), 3.16 (ddd, J
=12.9,11.0, 3.3 Hz, 1H), 3.05 (q, J = 5.7 Hz, 1H), 2.89 (dd, J = 13.0, 9.8 Hz,
1H), 2.82-2.75 (m, 1H), 2.74-2.64 (m, 2H), 2.56 (dd, J = 13.0, 8.4 Hz, 1H), 1.
99-1.85 (m, 2H), 1.80 (dt, J = 13.3, 3.9 Hz, 1H), 1.70-1.58 (m, 1H), 1.30-1.21
(m, 1H); ESI MS m/z 412.154 [M + H]*O

000311

(2S,3R,4R,5S5)-1-(((1s,4R)-4-(0 0 000000)0000000)000)-2-(0000
0O000)00O000-3,4,5-00000

_OH
HO, -
t, N
F
HO” ™
OH F
ggogoogad

gooogoooooooDoDOoOOD-1,4-000000000(2.009g013.9 mmol)ODOOD
CMOO (60 mL)ODIPEA (2.06 gO016.0 mmo)D0OOO0ODOODOO((1.97 gO014.0 m
mo)DAr0 0000000 D0OOORTO1600000000NaHCO30000D0O0 (50 mL)
O000O0O0ODCM(3x 30 mL)DDODODDODODODODODODODOODOODONazSO4z0000OO0
0000000 o0oo0ooDoDoo000000o0oo0o0o0o0DoDoDoDoDD0DO0O0Odgd(EtOAc/
000001030 102) 00000000000 o0D4(Uoobooo0oo)ybooooao
O)OOOOoooOOoODOoOoOoDoODOoOOoOO0ODO(@1.51 gb043%)0

oooooo

0003000 (0.950 g0 3.83 mmol)D DMP(2.12 g05.0 mmol)D O DCMO OO (30 mL
)ORTO1O0ODODODOODODODODODODODUODOODDODODODO@M4omL)DODDODODOOODOOO
0000000000000 0o0ooo0oD0o00ooDo0Do0ooooDoooooDoooooao
OO0 (EtOAc/0D000D0104) 000000000 ODOOM-0D0D000D0ODOODOO
)OOO0O0OoooooooDoDoDOoO0OO0O(0.50g053%)0

oooooo

0-780 0000000000 (0.50g02.0mmol)D0O0ODCMON (10 mL)O DAST (O.
80 gU5.0 mmol)DAr00D00D00OODODODO-78003000000D0000O00ORTOSOO
00o0oooooooD-78000000NaHCOz0D00OO0OO((20mL) DO OoooooOOO
000000000 ODCM (3Ix20mL) DO O OODODOO0ODODODODOODDONazSoO400
0000000000000 0o00000o0ooo0oo0oDoDoDoDDoDDoDo0oD0O0O0Oogao(Et
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OAc/000001010)0 0000000 UOOoOOoOODDM4-(CO00U0DO0OoOoO)yDoooDOaO
O)YOOOODoOODO0DOOoOOoODoODOoOOoOoOD(0.40 g0 75%)0

oooooo

00000 (0.40 gO1.5 mmol)O0 K2C0O3(0.45 g0 0.33 mmol)0 OMeOHO DO DO (25
mL)0O160 0000000000000 0ODOO0DOOOODOODOOODOOOODODOOOO
(EtOAc/0D0D000102)0 000000000 DO0DOM4-(ODODO0O0DO0DODOO)DDDOOO
00)J000o0oooDDoDOoDO0OO000O0(0.21 g086%)0

oooooo
go0oO0O0O0O0DODO0OO0O0OD(0.21 g01.3 mmol)0ODOODODOO((25 mL) Do ODOOOO
CrO03(0.60 g 6.0 mmol)02.0M HoSO4,000(6 ML) ODDODODDDODOOOOOOOOL1O
O000O00O0ORTO160000000D000O0ODOODOODOO(B ML DOOODOO
000001000000 0000000000Q0D0D00D0D0DO((BOML)DOOOODCM(
3x20mL) DO ODDODODODOODODO0DODOODOONaSO400 000000 O0OODOOODO
000000000000 D000OO00D0OD0D0OO00DO0OO(EtOAc/ODD0ODODOL1I01030
1)oooDoooooDoOooooD4-(D0D0DODOO0DODO)ODDODODODODDODODODODOOOD
0000000 (0.22 ¢g096%)0IH NMROODDOOODOOODODOO=0.3200.680
0000000000000 o0ooooDoDoooooDoDoooOoao

oooooo

04-(0000D000O0)DDODO0O0OODODOODODODO(0.0509g00.28 mmol)d (2S,3R,4R,
5§8)-3,4,5-000((0000000O0)-2(C0ODO000Q0DO)D0O0)DD0DDO0O0O(0.247 gOo.
281 mmol)(Lahav et al J Am Chem Soc 2017,139,14192-14197)0 HATU(0.20
g0 0.53 mmol)D OODIPEA(0.11 g0 0.85 mmol)DDMFO O(5 mL) OO DOOORTO
1600000000000 0ONaHCO3D 0O ODOO(20 mL)O O OO OEtOAC(3%x 15 mL)
0000000000000 000(2x20mL) D0 0OO0OD0O0O0ONazSO400000000
0000000000000 o00U00oooooooDoDoDoDo0Do0o0DO0oO0o0oOooOOgao(EtOAc
/000001050103) 0000000000000 ((2r49)-4-(00000ODO0OO)O
0o0o0ooogog)((2s,3R,4R,5S8)-3,4,5-000(0 00000 0)-2-((ODODDODDDOO)OO
0)OOoOooD-1-00)0000(0.13 g068%)00 ((1s,4R)-4-(000000ODOO)0OO
O0000)((2S,3R,4R,58)-3,4,5-0 000 0000DOO0)-2-(O0O0O0OoOoO)yooO)
000o0o-1-00)0000(0.0559g029%) 0000000000 0O0O0O0O0O0OESIMS
m/z 684.352 [M + H]*O

oooooo
oooooooo((ir,4R)-4-(0000O0O0O0O)ODDDOODODO)((2S,3R,4R,5S5)-3,4,5-
ooo@oooooo)-2«(0000CDO0OO0)0C0DO) D 0O0DDOD-1-00)0D000O(0.124 g
00.20 mmol)d O OEt200 0 (10 mL)OLAH(0.050 g01.3 mmol)DAr0 00000
Oo0ooo0O0400000D000O0O0ODOOOODODOONaHCO300 OO0 (20 mL)O
OO00OO0O0OEt,0(3x30mL) D000 0OODODOODOOODDOOONazSO40000O0DOO0
0000ooooooooDoDoO0o000000ooo0oooDoDoDoDoOO0O0OO0O0Odad(EtOAC/O
00001012010 7)00000000O0O0O0ODO(2S,3R,4R,55)-3,4,5-000 (00O
oooog)-2-(0D0oDODDO0OO0)DO00O)-1-(((1s,4R)-4- (D000 O0O0O0O)ODDDOOO
O0)yDOoo)oooooooDOoDOoooO0OO0OO0OO(0.20 gd73%)0ESI MS m/z 670.372 [
M + H]TO

oooooo

0O0000(0.20 g0J0.15 mmol)O Pd(OH)2/C(00 0 20%Pd0 0.050 g0 0.094 mm
ol)D 0200 0HCIOMeOHO O (15 mL)ODODODODOODOOOD100000000ODOOO
0000000000000 0000000000D0000D0D00000001IM NHzO
MeOHOOOOODODODODODODODODODODODOODODODDO(O0.5M NHzO MeOHO O /DCMO 1
05) 0000000000 00d(2s,3R,4R,59)-1-(((1s,4R)-4- (00000 OOO)O
oooooo)yboo)y-2(0D0O0O0O0ODOO)OODODOO-3,4,5-00000000000
00000(0.033 g072%)01H NMR (500 MHz, CD30D) 8 5.75 (td, J = 57.1, 5
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.3 Hz, 1H), 3.90-3.79 (m, 2H), 3.70 (dd, J = 9.3, 5.5 Hz, 1H), 3.55-3.48 (m, 1
H), 3.39-3.33 (m, 1H), 3.04-2.99 (m, 1H), 2.78-2.70 (m, 2H), 2.65-2.57 (m, 2
H), 1.90-1.76 (m, 2H), 1.64-1.46 (m, 8H); ESI MS m/z 310.184 [M + H]*O
000312
(2S,3R,4R,5S8)-1-(((1r,48)-4-(00000000)0000000)000)-2-(0000
0000)00000-3,4,5-00000

_OH
HO,, -
7" "N
vy _-F
HO™ ™ “
OH F
oooood

0Do00O0O00O0((1r,48)-4-(00000000)0000000)((2S,3R,4R,5S)-3,4,5-
00O0(@ODO0O00O0)-2-(0000000)000)00O00O0-1-00)0000(0.25
g0 0.37 mmol)O OO THFO O (10 mL)O LAH(0.050 g0 1.3 mmol)DAr0 0000 O
0000000400000 00000000000000O00ONaHCO300000 (20
mL)OOOOODOEt,0(3x 30 mL)DOODODO0DO0O0O0O00000O0000ONazS04000
000000000000 00O00O000000000000000000000O00(EtO
Ac/0000010120107)0000000000000(2S,3R,4R,55)-3,4,5-000 (
0000000)-2-(0000000)000)-1-(((1r,48)-4-(00000000)000
0000)I00)0000O000O00O000000(0.075 gd30%)0ESI MS m/z 670.
377 [M + H]*O

Dooooo

00000 (0.075 g0 0.11 mmol)O Pd(OH)2/C (00 020%Pd0 0.050 g 0.094 m
mol)D0 0020 00HCIOMeOHO O(20 mL) 00000000010 0000000000
000000000000 0000O000000000000000000001M NH3
OMeOHOOOOODODOOOODODOOOODOOODOODO(0.5M NHgO MeOHO O /DCMO
105)0000000000000(2S,3R,4R,55)-1-(((1r,48)-4-(00000000)0
0000O00)000)-2«(00000000)00000-3,4,5-00000000000
0000O0(0.021 gd60%)01H NMR (400 MHz, CD30D) & 5.71 (td, J = 57.1, 4
.5 Hz, 1H), 3.89-3.77 (m, 2H), 3.70 (dd, J = 9.2, 5.4 Hz, 1H), 3.56-3.48 (m, 1
H), 3.40-3.33 (m, 1H), 3.03-2.96 (m, 1H), 2.73 (dd, J = 12.4, 5.4 Hz, 1H), 2.6
5-2.46 (m, 3H), 2.00-1.81 (m, 4H), 1.80-1.62 (m, 1H), 1.55-1.41 (m, 1H), 1.2
6-1.10 (m, 2H), 1.00-0.82 (m, 2H); ESI MS m/z 310.183 [M + H]*O

000313
(2S,3R,4R,5S5)-1-(((1s,4R)-4-(1,1-00000000)0000000)000)-2-(00
0D000O00)00000-3,4,5-00000

_OH
HO,, -
'ty N
F
HO” ™
OH F
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gooooo

0o0O0/0000-4(000000U0OO0)D0U0OO0UO0OO0OUODOUO(3.209020.2 mmol)
goo
ugoo
M (3 x
gogoo
0oo
goo

L)o O

o000
oogd
mL)O

u
O
a
O
a
g

O

u
O
a
O
g
g

U
0
g
0
g
U

MeOHO O (50 mL)J SOCI2(4.8 g0 40 mmo)J 0O O0OODOOOORTOA0O
000000000000 00O00O0NaHCO30O0O000O (40 mL)DODO OO OODC
A0 ML)DOO0OODDOOD0ODDOODOO0OODONaRS040000000000000
000000000000 00O00O00000O0DMF(30mL)DO0O0O0O000DO
00000000 (2.72 g0 40.0 mmol)D O TBDMSCI(4.52 g0 30.0 mmol)O
ORTO16000000000000000(100 mL)DDO OO OEtOAc(3x 40 m
00000000000 000(2x 100 mL)DOOOO0OO0ONaS04000000
000000000000 0000O0000000000000000O0(EtOAc/O
0109)000000000000000000000000Ar0000O0THF(50
0000000000000 0O00LAH(1.00 g026.3 mmo)0 00000000
0o00100000000000000000000(509)000000000000
00003000000000000000000000000000000000
ODO0O00ODO(Et0OAC/000001040102)0000000000000000
O0O0-(4-(((tert-0000000000)00D0)00D0)0000000)00000
00000000000 (4.6 g088%030000)0

00O

-78000000DMSO(1.95 g0 25.0 mmol)D 0 ODCMO O (80 mL)DOOOOO

000 (1.93 g015.0 mmol)JOODCMODO (20 mL)JAr0 000000000000
00-78001000000000000(2.58 gO010.0 mmol)0O0ODCMOO (20 mL)
0000000000-7800100000000EtaN(5.4 mLO40 mmol)D 0000
0000-78003000000000RTO30000000000000000CONaHCO
300000((0mL)00000000000000000O0DCM(50mL) 0000000
D00000O0D0O00ONaSO0,00000000000000O00O00O00ODO0O0D0O00O
000000000000 O0O0O0(EtOAc/00O0D0D109)00000000000004
(((tert-0000000C000)I0O0)000)-00000000000000C00000
000000 (2.30 gd 90%)0

Dooooo

Do000O00O0O00O00(2.30 gd9.00 mmol)JOOTHFO O (40 mL)O MeMgcCl (3.
OMOTHFOODO4.0 mLO12 mmol)DAr000O00O0COO0ORTO160000000

O

I s [y [ |
O0Ooo0ooooao

O

O0Oodgogogaog

O

DO00O0O0O0O0O0OOO0ONH4CIOODOOO (30 mL)D O OO OEtOAc(2x 50 mL)
DO00000O00O00O0O0ONa»SO40000000000D0O00O0C0O0O0DO0O0
000000000000 O0O0O0O00O(EtOAc/0D0D0O0D104)0000000
ODO001-(4-(((tert-0000000000)I0D0)000)0000000)0O00
000000000 (2.40 gO98%)0

0Doo

00(2.40 g0 8.80 mmol)d DMP(5.60 g0 13.2 mmol)J ODCMO OO (50 mL

)ORTO30O00DODOODODOODODOODODOOODOOO(0mL) 00000000000
000000000000 00O0O00O00O0O0D0O00O00O00O0DO0DO00OooOoooon
0000 (EtOAc/0000010150106)0000000000000 1-(4-(((tert-0

0D00000000)000)000)I00000D0)I000000O0000000(2.11
g0 89%)0

Dooooo

Do0O00O0C00O00O00(2.11 g07.8 mmol)D OO THFO O (30 mL)O TBAF (1.0M

OTHFO OO 10.0 mLO10.0 mmo)DAr0 0000000 O00ORTO30000000N
aHCO30 00 (40 mL)DJODODO0OOOODOOODOEtOAC(2x 30 mL)DOOODOOOO0O
DO0O0O0O0ONa»SO400000000000O00O00O0O0O0OD0OOOOOOOD0OOO

00000000000 (EtOAc/00D0D0D02030101)00000000000001-(
4(00000000)I000000)I000000O0000000(1.10 gd 92%)0
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oooooo

gooO0O0O0oOoDOO0OODO(1.10 g0 7.20 mmol)DOODCMODO (25 mL)ODMAP(O.
25 g0 2.0 mmol)ODIPEA(1.93 g0 15.0 mmo)D 0O O0O0O0OODODODO(1.40 gd 10
O mmo)DAr000000D0OO0OOORTO16000000NaHCO300 OO0 (30 mL)
Oo0o0ooobCcM3x 30 mL) OO DDDODODDODOODODOOOOOODONazSO40 0000
0000000000000 00o0o0o0D0Do0o0o0DO0oO0ooDo0DO0O0Oo0OoODOOO(EtOAC/
ooo00010e6e0103) 0000000 DO0DU0OODM4-000DO0DO0DO0DDODOO)YODODO
00000ooo0ooooDDoDOoOO0OO0O0O(1.85g099%)0

oooooo

O0000(1.70 g06.53 mmol)0DO0ODCMO O (15 mL)O DAST (5.74 g0 35.9 mm
oh)DAr0 0000000 DDORTO1I0DODODOOOOOODDD40D0O0O0DO0DOOOOOO
0-78000000NaHCOzODOOOO(BO ML) DODOODOOODODCM (2x 50 mL)O O
00000000000 D0OD0O0OONazSO4,0000D0O00O0OCDODO0DODDODODODOQODOO
0000000000000 0000000O(EtOAc/O000O0DO1I0110109) 0000
oooooooo0O0(4-(1,2-0000b00oo0)yoD0U0o0ooO)ybDooooDooooao
0000000 (1.45 g079%)0

oooooo

O0000(1.45 g05.13 mmol)0Ko2CO3(1.5 g011 mmol)D O MeOHO O O (40 mL
016000 00000D0DDD0D0O0OO0O0O00OO0O0OO0O0O0OODDDDODOOOOOOOO (Et
OAc/0000D1040102) 0000000000 DOOO(4-(1,2-00000000O)O
O00000)§O0OO0O0oO0oD0ODO0OO00OO0D0ODD0O00OD(0.85 g0d93%)0

oooooo
go0oooooooDoDOo(0.859g04.8 mmol)I 00 O0ODODO(40 mL)yODooOoOooodQd
CrO3(1.5 gO015 mmol)J2.0M H2SO40 00 (10 mL) DO ODODDOODOOODOOOOLO
0000ooooRTOD16000000000O0O0OODDODODODO(GB ML) ODODDOOODOOO
0000100000000 000000000o0DO0D0DO0O0((BoOmML)DOODOODCM(3
x30mL)ODOODODODDODDDODODOOODOOOONazSO400 000000000 OOOOO
ooooooo4-(1,1-00000000) 0000000 O0ODODO0DOODODOODOOOO0
00(0.90 g0 98%)0H NMROODOODDOODOODOODOO=0.3500.65000000
00000000000 ooDoooooDooooao

oooooo

04-(1,1-00000000)00000000O0ODO0O0O(0.192 g01.00 mmol)O O (2S,
3R,4R,5S8)-3,4,5-0 0 0(0 00000 DO)-2-((00000O0O)00D)DO0O0O0O0O(0.34
0 gd0.649 mmol)OHATU(0.46 g01.2 mmol)JODODIPEA (0.19 gO 1.5 mmol)O
DMFO OO (10 mL)ODRTO 160000 0000000O00O0ONaHCO300000 (20 mL)O
OOO0OO0OEtOAc(3x 20 mL) D0 0O0OD0DOOODODODODODOOO(2x20mML)0D0OOOO
ONaSO4,0000000O0DO0DO0OO0ODOODODODOOODODODODODODDODODOODOO
000ooooooo(eEtoAc/000001060104)00000000OOOO0O0O ((2r
,48)-4-(1,1-00000000)000D0O0O0OO)((2S,3R,4R,55)-3,4,5-000(0 00O
oo00d)-2«(000000D0)ODO)DODOOO-1-00)000D0(0.28 gd62%)00((1s
,4R)-4-(1,1-00000000O0)0000O0O0OO)((2S,3R,4R,55)-3,4,5-0 000000
oogd)-2-((000O0DODDODD)D0O0)00O0O00-1-00)0000(0.13 gd29%)00 0O
ooooooooooooan

oooooo
gooO0O0OoQOO((1s,4R)-4-(1,2-0000000O0)O00DO0ODODODO)((2S,3R,4R,55)-3,
4 5-000((@0O0O0ooooOo)y-2-(boooooo)y00og)yooooo-1-00)oooao(o
.13 g00.19 mmol)0 O 0OEt000 (15 mL)OLAH(0.050 g0 1.3 mmol)OAr0 Q0O
0o0o0ooooo0DoD400000000000OO0OO0ODDODODOOOONaHCOzOOOO
O(R20mL)D0 00 0O0OD0OEt0(3x 20 mL)D DD ODO0ODDOODOOODODOOODODONazSO4
0000000000000 o0ooooD0oo0oo0oooo0Do0ooo0oooDoooooDoooooaon
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O(EtOAc/0 00001012010 7) 0000000000 O0DO0Od(2S,3R,4R,55)-3,4,5-
000(0000000)-2-(0000000)000)-1-((1s,4R)-4-(1,1-000000 0
0)D00DOO00D0)00D0) 0000000000 DO0OO0DDO(0.099 gO76%)dESI MS
m/z 684.385 [M + H]'O

gooooao

00000 (0.099 g0 0.14 mmol)d Pd(OH)2/C(0 0 0 20%Pd0 0.050 g0 0.094 m
mol)D 0O O20 00 HCIOMeOHO O (20 mL) OO OO ODODDOOD1000D000DOOODOO
I I I T T A e 9 Y/ I VA . Y
OMeOHOOODODOODDOODDOODDOODDODODDOO(O.5M NH3z3O MeOHO O/DCMO
105) 0000000000000 (2S,3R,4R,55)-1-(((1s,4R)-4-(1,1-000000 0
0)yboooooo)yooo)-2«(OobOoOOoOO0ODO)YOoooOOo-3,4,5-0000000000
0000000(0.034 g0 72%)01H NMR (400 MHz, DMSO-dg) 4.74 (d, J = 4.6
Hz, 1H), 4.65 (d, J = 4.2 Hz, 1H), 4.61 (d, J = 5.1 Hz, 1H), 4.10 (t, J = 5.3 Hz,
1H), 3.69-3.58 (m, 2H), 3.47-3.38 (m, 1H), 3.31-3.22 (m, 1H), 3.14-3.04 (m,
1H), 2.86-2.75 (m, 1H), 2.65 (dd, J = 13.0, 8.3 Hz, 1H), 2.58-2.38 (m, 3H), 1.
85-1.47 (m, 9H), 1.47-1.32 (m, 2H), 1.30-1.18 (m, 2H); ESI MS m/z 324.199 [
M + H]*O

000314
(2S,3R,4R,5S8)-1-(((1r,4S)-4-(1,1-00000000)0000000)000)-2-(00
00o0Do00o0)yDboooD-3,4,5-00000

_OH
HO,, -
N
., _F
HO £ ”ﬂ
OH F
gooooad

Do0O00O00O((1r,48)-4-(1,1-00000000)0000000)((2S,3R,4R,58)-3,
45-000(0000000)-2-((0000000)I000)00000-1-00)0000(0
.27 g0 0.39 mmol)J O OEt,00 0 (20 mL)O LAH(0.080 g0 2.1 mmol)OAr0 OO

0000000000400 00000000000000000NaHCO300000(20
mL)OOOODOOEt,0(3x 30 mL)DODODOD0OODO0OODOD0DO0O00DODOONa»S04000

0000000000000 O00O00O0O0O0O00O00000O000000000O000(EtO
Ac/0000010120107)0000000000000(2S,3R,4R,55)-3,4,5-000(
000O0000)-2-((0000000)000)-1-(((1r,48)-4-(1,1-00000000)0

000000)I00)000000000000000(0.23 gO86%)0ESI MS m/z 6
84.381 [M + H]*O

Dooooo

00000 (0.23 g0 0.34 mmol)d Pd(OH)2/C(0 00 20%Pd0 0.080 g 0.15 mmol
)OODO300D0HCIOMeOHO O (25 mL)0J0O0COO0DO00OO0D100000000000

0000000000000 O00O000000000000000001M NH3O MeOH
000000000000 000000000(0.5M NHaOMeOHO O/DCMO105)0
000000000000 (2S,3R,4R,55)-1-(((1r,4S)-4-(1,1-00000000)000
0O000)000)-2(00000000)-00000-3,4,5-0000000000000
000 (0.092 g0 85%)0 1H NMR (400 MHz, DMSO-dg) & 4.74 (d, J = 4.6 Hz, 1
H), 4.64 (d, J = 4.2 Hz, 1H), 4.60 (d, J = 5.0 Hz, 1H), 4.09 (t, J = 5.1 Hz, 1H),
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3.67-3.58 (m, 2H). 3.42 (dt, J = 9.6, 5.1 Hz, 1H), 3.29-3.20 (m, 1H), 3.12-3.
03 (m, 1H), 2.82-2.74 (m, 1H), 2.57-2.33 (m, 4H), 1.90-1.64 (m, 5H), 1.54 (t,
J =19.4 Hz, 3H), 1.45-1.30 (m, 1H), 1.19-1.04 (m, 2H), 0.89-0.74 (m, 2H); ES
I MS m/z 324.198 [M + H]*O
goooad
10000000000 33031000 000D booDoo0ooooooobooooodad
goooobooooooooboo

ooog
gogoggpoggeBA200000000ICseOOOOOMO00OMN
oooao
O000GBA200HEK293TOUOODUODUOUOUODUODUODDODODDODDODOODUODUOUOUOODDODDODOD DoOoas
---CGC AAA TGG GCG GTA GGC GTG---3' 00D ODODOOB ---TAG TCA GCC ATG
GGG CGG AGA ---3 )0 00 OO0OPCRODOODOGBA20GBA20 000 O0ODOOODOBCOL
13630 0 ABM Inc.0 00O pLenti-GllII-CMVODOOODODODDOODOOOOOODD
00000000000 D0OHEK293TO O OO ODODOODODOOVirus Packaging MixO A
BMOODODOODOLVO53-60740000000pLenti-GlII-CMVOODOOODOODOGBA
200 00000000000 b0 0000 b 000D ooODoDUoooOooObOooOoooboao
OO00OHEK293TUO OO OOUOOODODDOODODOGBA20 0000000 DODDODDODDODOOOGOO
goooooboooooooooooooob o000 b ooob0oooobDooOoood
ogooad
gooooao
dooodoDoooDOooDoOoobMsOoOODOOoDOODODO100 MmMOODODO1%v/v C10EG
gooz200 mMOOODODOODOOO(pHS.5) D 0000O0DD0DOODODOODOOODOHEK293
TOODOGBA20 00D O0ODOODOODO(O0.25 mg/mL)0O0GCased OO0 (20 p M (6
R,7R,8S5)-8-0 0 0-4-00000[2.5]0000-6,7-0000)000Db00O01000000
doddodoooooobbodooooooz20pplO0DDoboooyYs0pM4-0000O00O00O0
Oo00D-p-DODODOODOODOOS% bMSOO O O20 py LO(6R,7R,8S)-8-000-4-0
ooof[2.5]0000-6,7-0000000000GBA2000D0O0O0ODOODOOZ20 plL
dodoooooboboobbotboouoooooil10%y DMSoOO OO o oOoooooObObOoOooOooad
0000.083 mg/mL GBA2 D O0O0DODOODODO250uy M4-0000O0O0ODOODODOAO-
-DO0OD0O0O0OU0OO0OUODUOoOoDODODOO0OU0U000 oo oOoDoODbODbO00oUoOoOoOOaGeGBA20OO
gooooo3700500000000000000D0D0O0ODODOUOO0OO0OODODOO0On
37002000 000000GBA2000O0O0ODOOODO(G0 pL)YDO.5 M NaOHO
3MOOOO(pH 10.5)00000000000000000Biotek Synergy H4
goddoooooboobooooo3es5S nmbOoboooo450 n mb0000oooaO
oo bobobobboooooooboboboboooo o oo oboDooooooao
000000000000 O0DOoOO0DO0ICsed 00O GraphPad PrismOOOO0OOAO
OddoooobobobobboooooooboboboboooooobooboooOodgliCseO
GBA20 0 0B0%00 00 O0OO0OOODO0OO0OO0OOODODODOODODDODOOOOO
oooao
gbddooooooobooeBA2000 00000l nMOSOuMOOOUOICsUOO
O
oooad
gooceBA20 000 0O0DO0OODOO0OO0OO0OOOO3DO0DO0OO0OOODOOOO**"00ICsg
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it il AR GBA2 ICs,

) (2R, 3R, 4R, 58) - 1-(2-7 /A r 7 = xF ) -2-(k K e
FURAFN)ERY P-3,4,5- U A—/L

0 (2R, 3R, 4R, 58)-1-(3-7 A 7 = xFL)-2-(k K e
FUATFN)ERY U-3,4,5-F ) A—)b

. (2R, 3R, 4R, 58)-1-(4-7/vF a7 = xF))-2-(k Ko "
XUAFN)ERY -3, 4,5- b A—

g (2R, 3R, 4R, 5S)-1-(2,6-Y 7 )4 7 = xF))-2- (k& v
RrXx AF L) ERY 2-3,4,5- 84—/
2R, 3R, 4R, 58)—2-(& R ¥ A F)-1-3-(~ U 7 v

5 FrRAFN) T 2 xFN)ERY -3 4,5~k F— s
b
(2R, 3R, 4R, 58) 2-(& R ¥ AF ) -1-(4-(r Y 7

6 AT RAFIV) T = 2 F ) BRY -3, 4,5- Y A ok
—

. (2R, 3R, 4R, 58) 2- (& R F v AF ) -1-(R)2-7 = es
=) Ry P-3,4,5- 8 A—1

" (2R, 3R, 4R, 58) 2 (& R A F)L)-1-((S)-2-7 = e
A7) Ry P-3,4,5- 8 F—)1

. (2R, 3R, 4R, 5S)—2-(&E KX A F)-1-2- (U ¥ »
= ) T ) BR Y $254-3, 4, 5 U A—ile

10 (2R, 3R, 4R, 5S) 2- (& Fa ¥ AF ) -1-2-(F 47 e
=2 AN)TF)N)ERY -3, 4,5- 1 F—)b

- (2R, 3R, 4R, 58) 2—-(t Fr ¥ AF L) -1- - (F 47 e
T3 AN)ZFN)ERY P -3,4,5- Y F—v

19 (2S, 3R, 4R, 58) ~1- (¥ Z ~AF L)L A F))-2-(kE R v
FURATFI) ERY PV -3,4,5- 8 A—)b
(28, 3R, 4R, 5S)—2- (& R X F 1) -1-(((1r, 4R) -

13 4-(FY Z)da AF)) 7 a~Fior) AF L) B Hok ok
Yo-3,4,5- U A —)
(2S, 3R, 4R, 5S)-1-(((1s, 4S)-4-(2-7 A v T o, -

14 2-A ) Z7a~nFN) AFN)-2-(E ReFdFAF ok

L) R 2 -3,4,5- b A —b
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F e 5l A PR GBA2 ICs

(2S, 3R, 4R, 58)-1-((2,3-Y & Fu-1H-A > F »—2-A

15 W) AFN)-2-(BE KX AF ) el r-3,4, 5 R
Y A—n

6 (2S, 3R, 4R, 5S) -1-(2-+ 7 m ~F L)L F)L)-2-(k K en
aX v RAFNL)ERY Pr-3,4,5- 8 Y A—v

17 (2S, 3R, 4R, 58)-1- (3~ 7 m~F L7 L) -2- (b es
FaXxs 2AF L)X -3,4,5- U A—)1

- (2S, 3R, 4R, 5S) -1-(2-7 A 7 = xF/N)-2-(k Fn en
XFUAFN)ERY P-3,4,5- b Y F—)b

19 (2S, 3R, 4R, 58) -1-(3-7 mm-2-7 )40 7 = XF)) - e
2-(E FaX T AF ) BRY P-3,4,5- U A—/)b
(2S, 3R, 4R, 5S)-1-(2-([1,I'-E 7 = =)L ]-4-A L) =

20 Fu)-2-(E FaFx AF )Xy o-3 4,5-LV g
FA— I
(2S, 3R, 4R, 5S)-1-(2,6-Y 7 v Fu-4-(F F Tk Fr-

21 H-B T o—4-—A ) 7 = xF))-2-(E FaF I A F R
) EARY P-3,4,5- 8 U F—b

- (2S, 3R, 4R, 5S)~1-(4-7 FF ¥ 7 = X F))-2-(k K nm e
FUAFI)EXRY -3, 4,5- 8 F— )
(2S, 3R, 4R, 5S) -1-(4-7 hF¥ 2,6~V 7 A0 7 = 3

23 FL)2-(E ReFxL AF )Y -3 4,5- 1 b
A —
(2S, 3R, 4R, 5S)-1-((1-(4- 7N F R T = =)L) XY ¥

24 VA=A W) AFNA)-2-(E RrF I AF L) XY D ok
-3,4,5- U A—
(2S, 3R, 4R, 5S) 2- (& FrF ¥ A F)L)-1-((R)-1- (3~

25 (M7 FarAF )Y Pr-2-4)Er ) Jo- REE
A N) AFN)ERY Pr-3,4,5- b A—1
(28, 3R, 4R, 5S) -2- (& K& A F)L)-1-(((R)-1- (4~

26 (FPUZNABRAFIV)TFT S —-2-A )l o ok
“3-A W) AFN) ALY -3 4, 5- 8 U A—)L
(2S, 3R, 4R, 5S) -2- (& Fr & A F 1) -1-(((S)-1-(3-

27 (P ZnFuarFLnyrydr-2-4eal) - Rag
FANW)AF V) ERY -3 4 5- 8 A—)L
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il

G2l

GBAZ ICs

28

(2S, 3R, 4R, 5S)—2—- (b FuaF o A F /) -1-(((S)-1-(4-
(FRYZAFaAFL)F TS —-2-A ) Er ) I
“3-AINW) AF V)XY -3, 4,5- N A—)L

% %k k

29

(2S, 3R, 4R, 5S) 2- (& Fr ¥ AF /) -1-(((R)-1-(3-
(R ZNAFBAF L)Y Pr-2-A L) E°RY -
A IW)AFA)ERY -3 4,5- Y A—)L

k%%

30

(2S, 3R, 4R, 5S)—2- (& FuF* o X F)-1-((R)-1- (4-
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