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0DO000-2H-000-2-00)000)-4-00000-6(00000000)000000-2
H-O0ODO-2-00)000)0000)I00000)000405.0mg02.26u mol)d OO
0O0DMSO(100p L)J OSMCC(0.69mgd2.05pu mo)0 0 0000000000000
0000180000000 000000000C0000O0000O0O0O0O0000O0O000O
00

LCMSO O B:Rt=1.570 0 ES* MS m/z 1218.5 [M+2H]*/20 0000 :2435.4
oooooo

(0003

4'-(2-((3-(((2R,3R,4R,55,6R)-3-0 0 00 00O -5-(((2S,3R,4S5,55,6R)-3,5-0 000 O
0-6-(00000000)-4-(((2R,3R,4S,5R,6R)-3,4,5-0000000-6-(0 0000
0D00)000000-2H-000-2-00)000)000000-2H-000-2-00)000)
-4-00000-6-(00000000)000000-2H-000-2-00)000)0000)
000)-2-0000000)-N-(2-000000)-[1,1'-000001-3-0000000)
Doooo

HO_0oOH

<o)
Hogﬁ OH O
0 on N\/\NHZ
°ro Po S o N o]
OH NHAC\/\/ Y\O
o)
(001)

0ODMF(0.5mL)0 0 4'-(2-((3-(((2R,3R,4R,5S,6R)-3-0 0 0 0 00O -5-(((2S,3R,4S,5S,
6R)-3,5-000000-6-(00000000)-4-(((2R,3R,4S,5R,6R)-3,4,5-00 00O
0D0-6(00000000)000000-2H-000-2-00)000)000000-2H-0
0DO0-2-00)000)-4-00000-6(00000000)000000-2H-000-2-0
0D)00D0)0000)I00)-2-0000000)-[1,1'-000001-3-00000(000
60 38.3mg044.7p mol)J 000 OEt3N(21.8y LO156.4p mol)D 00000000
ODMF(0.5mL)00ON-((4-00000000)00000000)000-1,2-0000/(
00019019.3mg058.1ymol)0 00 0000000000000 1.50000000
Dooooo

(00 2)

00.2 MHCI(aq)D OpH30400 0000000000180 000000000000
0D000000.1000000000000504000MeCNOOOOOOODOOOOOO
0000000000000 O00O0000000000000000000(12.4mg0 28
0D)0o0O0oOooo0

LCMSO O B:Rt=1.320 0 ES* MS m/z 899.3 [M+H]*

Dooooo

(0D0O4
2,2'2"-((5'-((2-000000)00O000O00)-[1,1'-00000]-3,3',5-0000)00
0(0D00))000(N-(3-(((2R,3R,4R,55,6R)-3-0 0000 O -5-(((2S,3R,4S,55,6R)-3
5-000000-6-(00000000)-4-(((2R,3R,4S,5R,6R)-3,4,5-0000000-6
(0000000 0)0DO00O000-2H-000-2-00)000)000000-2H-000-2-
00)000)-4-00000-6(00000000)000000-2H-000-2-00)00
0D)00O00)0DO00O000))

10

20

30

40

50



(57) JP 7695773 B2 2025.6.19

goooao
HO_.OH
HO&&‘ OH_OH OH
O
OP‘b o O
O
HO
OH NHAC\/;IV
HQ_OH \[(\o
o] OH o]
e o Lk
OH NHAC O
HO_OH
0 (@]
HO%,Qi OH Og OH l
oHo o oo > N0
NHAc
(00 1)

O0DMF(0.5mL)0 0 3',5,5'-00 0 (2-((3-(((2R,3R,4R,55,6R)-3-0 0000 O -5-(((2S
,3R,4S,55,6R)-3,5-000000-6-(00000000)-4-(((2R,3R,45,5R,6R)-3,4,5-
0D0000D0-6-(00000000)000000-2H-000-2-00)000)0000
0-2H-000-2-00)000)-4-00000-6(00000000)000000-2H-
00-2-00)000)0000)000)-2-0000000)-[1,1'-000001-3-000

00O0O0ODMF(0.5mL)0ONY-((4-00000000)00000000)000-1,2-
000(0O0019013.1mg039.5py mo) 0000000000000 0O001.500

0ooo
oooooo
(0O 2)

0

0O

0

0D00(0O005066.0mgd30.4y mol)D OO0 OEtgN(14.8y LO106.4u mol)0 OO
0

O

O

00.2 M HCl(agq)U OpH3O400ODOOOODODOOOOD180000ODOOODODDODOOO
godoooooboo.i1i0obobOO0OOCOCOO0OO0OOoOooOosbo4000MeCcNODODODOOOOoooonoO
oco0o0oooooD0odoooDO0oooooDU0oooooDOoUoooDoODDUoOooDooDoOoooD4

7.0mg0 700)0

LCMSO O B:Rt=1.570 O ES* MS m/z 1106.9 [M+2H]*/200000:2216.1

oooooo
(0005

3'.5,5'-000 (2-((3-(((2R,3R,4R,55,6R)-3-0 000 0 O-5-(((2S,3R,4S,55,6R)-3,5
-000000-6-(00000000)-4-(((2R,3R,4S,5R,6R)-3,4,5-0000000-6-(
00000000)000000-2H-000-2-00)000)000000-2H-000-2-

00)00O0)-4-00000-6(00000000)000000-2H-000-2-00)00

0)0000)000)-2-0000000)-[1,1'-000001-3-00000)

10

20

30

40

50



(58) JP 7695773 B2 2025.6.19

ooooo
HO.OH
HO&Q‘O o Og OH
O"bé@/o O o §
\/\/N
HO_oH HO N o
NHAC 3
Q.0 OH o
O O/\/\N/U\/o OH
H
o OH NHAC o
O )J\/O
Hogﬁo Og OH /\ﬂ\'
o' O/&/O
oH HO
NHAC
(00 A)

O0MeOH/O (1:1v/v0 7.AmL)0000000O0D0O00O 3',5,5-000(2-((3-(((2R,3R,4R
,58,6R)-3-0 00 000-5-(((2S,3R,4S8,55,6R)-3,5-0 00 000-6-(0 0000000
)-4-(((2R,3R,4S,5R,6R)-3,4,5-0 0 0 0000-6-(00000000)0D0D000OO-2H-
000-2-00)000)000000-24-000-2-00)000)-4-00000-6-(00D0
0000D0)D000D00-2H-000-2-00)000)0000)000)-2-0000000
)-[1,1'-00000]-3-00000000(0007071.2mg031.4py mol)0O100Pd/
C(7.1mg) 0000000000000 O0DODODOOO030050psi(345kPa)0 00000
O0D0O00DODicalite0 0 00DO0O0DDOODDOODOODO(2mL)0 0D O0OOSiliCye
le DMTOO(50mg)0 00300 0000000000000000O0O0DOO0O0O0O00OO
0000000000000 000000D000000000(61.2mg0890)0
LCMSO O B:Rt=1.270 O ES* MS m/z 1088.4 [M+2H]*/200000:2174.4
MALDI-ToF 2195.8 [M-H+Na]*

oooooo

000030000000 000000000ooa:

oooooo

(0 O B)

OO0(7mL)00O0D0O0OODOODO 3,5,5'-000(2-((3-(((2R,3R,4R,55,6R)-3-0 0 O
000-5-(((2S,3R,4S,55,6R)-3,5-0 00 000-6-(00000000)-4-(((2R,3R,4S,
5R,6R)-3,4,5-0000000-6-(00000000)000000O-2H-000-2-00)0
00)00O0O000-2H-000-2-00)000)-4-00000-6-(00000000)00
0000-2H-000-2-00)000)0000)000)-2-0000000)-[1,1'-0000
0]-3-00000000(00070278mg0d123u mo)DOTEA(7ZmL)0DOO0DOO
00001600000 0000000000000000O00O0O0.100NH300050400
OMeCN/O0O0DOODOOODOODOODOODOODOODDOOODOOODOOODOO
00000000000 D000D00(224mg0830)0

oooooao

(0ooOe

4'-(2-((3-(((2R,3R,4R,55,6R)-3-0 0 000 O-5-(((2S,3R,45,55,6R)-3,5-0 0000
0-6-(00000000O0)-4-(((2R,3R,4S,5R,6R)-3,4,5-0000000-6-(00000
000)0000O00-2H-000-2-00)000)000000-2H-000-2-00)000)
-4-00000-6-(00000000)000000O-2H-000-2-00)000)0000)
0D00)-2-0000000)-[1,2'-000001-3-00000)

10

30

50



(59) JP 7695773 B2 2025.6.19

goooao

HQ_OH
O
&ﬁo OH OH O OH
g/ &/O\/\/N O o)

NHAc

0MeOH/O (1:1v/vO05mL) 0000000000 4'-(2-((3-(((2R,3R,4R,55,6R)-3-0
00000-5-(((2S,3R,45,55,6R)-3,5-000000-6-(00000000)-4-(((2R,3R
,4S,5R,6R)-3,4,5-0 0 00000-6-(00000000)000000-2H-000-2-0

0)00D0)00O00O00-2H-000-2-00)000)-4-00000-6(00000000)
000O000-2H-000-2-00)000)0000)000)-2-0000000)-[1,1'-00
000]1-3-00000000(0008093.5mgd98.7u mol)0 OPd/C(100010mg)
00000000000 (50psi(345kPa))0 0000000000030 00000000
000000000000 000O00O0000O0O00O0000O0O00DO00O00O0Ooon

0000C0O0O00O0000.100NH30OO504000MeCN/OD 00000000000
000000000000 O000O00O0000O0O000000000000000000/(
71.6mg 840)0

LCMSO O A:Rt=1.830 0 ES* MS m/z 857.57 [M+H]*

Dooooo

(0oov

0000 3'.5,5'-000(2-((3-(((2R,3R,4R,55,6R)-3-0 0000 O-5-(((2S,3R,4S,5S
,6R)-3,5-000000-6-(00000000)-4-(((2R,3R,45,5R,6R)-3,4,5-00 00O
00-6(00000000)000000-2H-000-2-00)000)000000-2H-0
0O0-2-00)000)-4-00000-6(00000000)000000-2H-000-2-0

0)0O0D0)00O00)I00)-2-0000000)-[1,1'-000001-3-00000000)
Doooo

HO_OH
H
O o\/\/N
HQ-OH NHAc Y\O
o)
HO&E\’O OH OH O
@] Q O AN /U\/O O<
o N O B
o)
NHAC o

0DMSO(1.25mL)0 ODMF(3.75mL)0 00000 a -Gal(100mgd 166 mol)0 0 O
0000000(52.1p LO374py mol)D O2,2'.2"-((5'-(0000000)00000)-[
1,1'-00000]-3,3',5-0000)000(000)0000(0009021.2mg041.5y
mol)D 0 OO OHATU(63.1mg0 166y mol)0 000 ODMF(1.25mL) 0000000
00000000O0000160000000000000000000O0.100NH300
000100400 0MeCNOOODOCOOODOOODOCOOODOODOOOOOODOOOOO
000000000000 0000000000(71.2mg0760)0

LCMSO O B:Rt=1.800 O ES* MS m/z 1313.3 [M+2H]*/20 000 0:2624.3
oooooo

20

30

40

50



(60) JP 7695773 B2 2025.6.19

(0oos

0000 4'-(2-((3-(((2R,3R,4R,55,6R)-3-0 00 00 O-5-(((2S,3R,45,55,6R)-3,5-
000000-6-(00000000)-4-(((2R,3R,4S,5R,6R)-3,4,5-0 00000 0-6-(
00000000)I00000-2H-000-2-00)000)000000-2H-000-2-
00)0OO)-4-00000-6(00000000)000000-2H-000-2-00)00
0D)00O00)0O00)-2-0000000)-[1,1'-000001-3-00000000)
Doooo

HO_OH

o
Hogﬁo oH OH O O
O‘“bé: o o) H O
o N 0
HO NN
OH NHAC 70(\0

ODMF(7.5mL)002-((3'-(0000000)00000)-[1,1'-00000]-4-00)0
00)0O0(00O010055.0mg0 152u mol)d O TEA(63.4p LO 455p mol)D O OO0
0000DMSO(500p L)DOa -Gal(119mg0 197y mol)J 000 O HATU(86.6mg0 2
28p mol)DDMF(500p L)JOODODDOO0OOOODOOOODOOOODOODO1600000
000000000000 00000000.100NH3000706000MeCN/000O0O
000000000000 O0O0D0O00O00OO0OO0ODO0O0DO0O0O0O0O0DONODOO0O0OOoOooon
00000000 (93.5mg0650)0

LCMSO O B:Rt=2.540 0 ES* MS m/z 947.62 [M+H]*

Dooooo

(0ooo9
22'2"-((5'-((00D00000)000O00)-[1,1'-000001]-3,3',5-0000)000(
0Doo))Dooo)

Doooo

O0DCM /TFA/O (10/10/1 v/v/vO5mL)00000000-tert-000 2,2',2"-((5'-(
(0000D00D0)00DO000)-[1,1'-00000]-3,3',5-0000)000(000))000
0000(0O0O0110100mg0147py mol)0 0000000160 00000000000
000000000000 MeOH(ImL)OODOOOODO(lOML)D0ODOO0OOCOOOODO
000000000000 O0O0O0O00O00O0O0O0O000000000000000(57.8
mg.770)000000

LCMSO O A:Rt=2.480 OES” MS m/z 509.3 [M-H]"

Doooo

'H NMR (400 MHz, DMSO-ds): & ppm 13.05 (3H, br s), 7.90 (1H, s), 7.55-7.45 (3H, m), 7.45-
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7.51-7.43 (5H, m), 7.42-7.31 (3H, m), 6.95-6.90 (2H, m), 5.40 (2H, s).
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(1H, 1), 5.30 (2H, s), 5.30 (1H, br s).
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'H NMR (400 MHz, CDCls): 3 ppm 6.85 (2H, d), 6.40 (1H, 1), 1.25 (12H, s), 0.95 (18H, s), 0.15
(12H, s).
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