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-3,4-0000-3-00000-2-00

gbo-2-00000000-2-0
ooo0D0O-3-00)-2H-1-0000O

O
O

O
O

O
g
g
u
O
g
t
O
g

oooono-2-0
)-2H-1-0 000

oooono-2-0
)-2H-1-0000O

oooono-2-0

ooooon-2-0

oooono-2-0

oooono-2-0

ogboobog-2-0

ocooooOoO00-3-00)-2H-1-000000O0
-3,4-0000-3-00000-2-00000000-2-0
oooODDDOO0O00-83-00)-20H-1-0000000
-3,4-0000-3-00000-2-00000000-2-0
ocooDoDoOO0O00-8-00)-2H-1-0000000
-3,4-0000-3-00000-2-00000000-2-0
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-4-(5-000-2-000
25) (2R, 3R, 4S)-6-0
-4-(5-0 000 -2-00
26) (2R, 3R, 4S)-6-[0
-4-(5-t-0 0 0 0 -2-0
27) (2R, 3R, 4S)-6-0

oooooOO0oO00-3-00)-2H-1-000000O0
-3,4-0000-3-00000-2-00000000-2-000
ocooDDD0OO0O000-8-00)-204-1-0000000
-3,4-0000-3-00000-2-00000000-2-00
ocoooODoOO00000-8-00)-2H-1-0000000
-3,4-0000-3-00000-2-00000000-2-00
-4-(6-0 000 -2-00 oo0oobDoO0oO0oo0-3-00)-2H-1-00000000

28) (2R, 3R, 4S)-6-0 -3,4-0000-3-00000-2-00000000-2-00
-4-(5-0000D00000-2-00000C00DDODO00O00O00O-8-00)-20-1-0D00000
g

29) (2R, 3R, 45)-6-000-3,4-0000-83-00000-2-00000000-2-00
-4-(4-0000DDOOO0O0-2-00000C0O0ODODO0O0O0O-8-00)-20H-2-00000
O

30) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-=-2-00
4-(b-0000D0O0O000-2-0000C0C0O0ODDODOOOO-8-00)-2H-2-00000
O

31) (2R, 3R, 45)-6-000-3,4-0000-3-00000C-2-0000000D0O-2-00
-4--00000D00000000O0-3-00)-2H-1-00000000

32) (2R, SR, 4S)-6-000-3,4-0000-8-00000-2-00000000-2-00
-4-(2-0000D0D00000000-3-00)-24-1-0000000

OOooooogogdg
OooooooQgdg

33) (2R, 3R, 45)-6-0000000-8,4-0000-3-00000-2-000C0C0ODODOO
-2-000~+4-C-000000oooooooobo-3-00)-2-1-0000DODOO

34) (2R, SR, 4S)-6-0000000-8,4-0000-3-00000-2-00000D0D0O
2-000-4--0000o0oboo0oobobo-8-00)-2H-1-000000O0O

35) (2R, 3R, 45)-6-00000000-8,4-0000-3-00000-2-000000O

-2-000~+4-C-000000000o0ooo-3-00)-28-1-000000D0O

36) (2R, 3R, 4S)-6-0 00 000O0DODCOOOO-3,4-000D0-3-00000-2-00

ocoooo-2-0004--000000000O0O00O00O0=-3-00)-24-1-0000000

a
O
g
g
u
O
g
u

4-

O

4-

O

O Ooo0oooo

g
a
O
O
g
u
O

37) (2R, 3R, 4S)-6-0 00 00000000-3,4-0000-3-00000-2-0000
000-2-000-4-(2-0000000000000-3-00)-2H-1-0000000

38) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-0000000-2-000 -
(-0000000000000-3-00)-24-1-0000000

39) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-0000000-2-000 -
G-000-2-0000000000000-3-00)-2H-1-0000000

40) (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-000000000 -2-0
0-4-(2-0000000000000-3-00)-2H-1-0000000

41) (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-000000000 -2-0
0-4-(5-000-2-0000000000000-3-00)-2H-1-0000000

42) (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-([1,31000000 -2-0
)-2-000-4-(2-0000000000000-3-00)-24-1-0000000

43) (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-([1,3]00000-2-00)

2-0004--00D0D00000O0O000ODO-3-00)-24-1-0000000

44) (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-00000D00O0O-2-00
-4-2-00000D00000O00O0O0-3-00)-2H-1-00000000
45) (2R, 35S, 4R)-6-000-3,4-0000-8-000C00-2-0000000O00O0-2-00
-4-(2-0000D000000000-3-00)-24-1-0000000
46) (2Ss, 3R, 4S5)-6-000-3,4-0000-83-000C00-2-00000000O0-=-2-00
-4-2-0000000000000-3-00)-24-1-00000000
47) (2S, 35S, 4R)-6-000-3,4-0000-8-000C00-2-0000000O00O0-2-00
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-4-(2-0000000000000-3-00)-24-1-000000000
48) (2S, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-00
-4-(2-0

ibobooboooobobobobobooooboobobaoann
OoOO0OO0OD0C((free acid)J0000O0DDOOOOOOOODODOODO

O
O
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gbooooboobobotboooooooboboboboo
ooooOOoO0o001loooooooooooooo@ooo
yYooooooooooooooooooooooooooo

O

O
O

O

O Ooogoo
O 0Ooogoo
O 0Ooo0ooo
O O oQgogo
O Ooogoo
O 0Ooo0gooo
O 0Oo0ooo
O Ooogoo
O 0Ooogoo
O 0Ooo0gooo
O O ogoo

O

od
oo
g
4-0
oo

od
od
od
od

O 0Oooo
O 0ooo
O Oooo

Y Y
O Ooogoo
O 0Ooooo
O 0Ooo0gooo
OO ogoo
O 0Ooogoo

OO oo
O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo

oooooboood
oboooooad
ugboooaood
ooooooogd
g

oooi1ioocogao
1000000
oooooboog
ooooooogd

ibooboooboooboboboboboooboobooobaonn

oooao

0001000000000 o@IDOO0O0o0oOooooao
0ooDoAvWwoz2-000000000000D000000a0
000000(@)00ODDDOODDOOODDODOODDOOODDOOOd (thiocar
transfer reagent) 0 0 0D 0000000 OOODOA@®HDHU2-000000000
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(14) JP 4520992 B2 2010.8.11

goooad
AF—1A3
R® 1
N R
wMe — Me
o] R® (o) R?
(VIL) (11 d1Ly) 10
RY 1
N R
Mo — Me
o nmRZ o "y Rz
(VIL) aiL)
oooooao
o@ono RIOOR0DODODOOCDI00DOOOOOOOOOO )} 20
1. 0ooogd1l

oooobooooi1loooooobooboilcoooboobooooooboood
Oy oooDoOooooooooooaInoz2-000ooooooooaywoooooo

0000000000000 (@)I0OO00O000(@O1L)
02)000(@)I0000000000000000000000000002-0000
0000000000000 O00DO00DO00@O2)00
03)000@)I0DD0OD0NOD0NOD0OD0ODQ)IODDONDONODD@O3)00000n
0ooooon
000100000000000000000Q@IND02-00000000000 V)00
000000000000 000000000 30
0oooo0

000000000 Mg(Clo,),0 Cocl,O Liclo,0 NaCl0,0 CaCl,0 znCl,0 LiBF,0 O O Zn(
T, 000000000000000000000000000000000000000
0000000000000 000000000000000000000000000
00000O00O000000000000000
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0000000000000 0@INDIOO0OOD0OOD0OOD0OONOONOODO0ONOODOoOOO
0000000O000000000000000000000000000000000
0000000000000000040000000000000000 )0l
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(16) JP 4520992 B2 2010.8.11

0002000000000000000000000000DOODOOOODOOR,1"-
000000000000 D0O0OO01,1"-00000000-1,2,4-00000000-2-0
000000000000 01,1"-0000000-2,2-00000000000000
0000000000000 000000O00O0O0oOoooao

oooooo

00030 0000000000000000000000000000000O000R
ORPODRPORYM ORI DDDOOODDOIDOO0O(DHIDOOODO

0oooooo

0000000000050 000000000@ORMDOONDODNDONDOODODOD
0000000000000 00000000000000000000000000¢(P

a
d/C;palladium on carbon)D 0D 00000 OOODO (Raney-nickeDO OO OO OOODOO
ooooODoODOO0OO0O0O0O0O0OooOoOoODODDODOOO0O0O0O0OO0OooOOODDDCuso,d Cu(oAc)
SOCoCl,OSnCl,OOONiCI,LOUODODOOOONaBH,0 D OO OD0OODO0ODODOOODOOOOO
goooooooob bbb ooooooobooDoboobood
goooooobobobboooo

oooooo
ooooo
AF—AL5
X R
0, o
R >=s L Rl — 4 #
=ITR G R s
N - N
O,N ~_-OH H,N ~_-OH
- ™
b -
o™ “R* 0~ "R
oooooo
O@OORMORMRPOO*00O000DI0DDO0O00ODOOODDOO)
. gooooz2

coooi1oooo@uooooooooDbDooooo20001002-00000000
oawooooooooooo(GnDoOODbOoOoOoOoOoOooooD1oODbO20000000
oooobooooooooooewnHDoooooo

good

2000000000000 (¢GvHDOOOOOOOOO@MIHDOOOODOOOOOO
oooooooo@H)yoooooobooooooboooooooooooboooooao
t-0000o0fdgoooooooooooooooooooool,8e-0000O0OoOs-4
Oo0ooo-7v-0o@BUUODOOODDODODODODOOODODO

O Ooo0oooo
O 0Ooo0gooo

ocooooao

0003000000010 oo0oo0oDooooooDooooMooooao
oooooao
ooo0o0oDoDoOO000000oo01000D0OD0D0DU0DU0o0ooDoDoOoODoODDDODOO0OoDOoO0oo
oo0o0oo0ooODO0oO00O0oO0O0o0ooOoOoOoo0o0oDDODO0ODO0O0O0DO0O0OoooODooDoOoDoODOoOOooOoOg
ooooooDoOOoooood

oooooao
ooo0oo0oo0ooOO0o000oO0O0ooooOoooDOoODO0D00O0O0ooooDooDooDoDOoooOg
000o0Doo0oooDoDooooon((TT1cd time to contracture)l D0 000 OODOOOO
Oo0o0oDoD@OOO0O0OxOOoooLwLwPx HRYOODOODODODODODODODOODODDODOODOOO
OOO0O0ODDOOO0O0O (LDHO Lactate dehydrogenase)J 0 0 OO0 O O0OD0ODOOOOOOBMS-18
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04480

O

oooooooooobooooooboooooboooooooboooooDoao
ooobOooooboboosBMsS-1804480 0 0 DO OOOODOOOOO

O
]

Oo0o00DoDDoODOoOO00oO0OoO0O0@nvitro)D OO O 0O (in vivo)D OO0
oooooOoDOoOO0oO0oO0oO0oO0OoooooOoDODDODOoDOoO0ooDOoOoooooooDOoOO
0 00O 0O O (percutaneous transluminal coronary angioplasty;PTCA)0O O
(coronary artery bypass graft;CABGO) 0 0 0D OO0 O0O0DOdODOOOOOOOO
000000000000 oooDoDo0D0o0ooDOoo0ooooooDoDooooog
000000000000 ooooDoDoDoooooooooooaon
oooooooooOoOoao

O Ooo0oo0oooao

goobOoooobooooboooooooooao

gbobdooboooooooboobobdobooooobooboboboobooao
oooobooogoao

Oo0ooooooooooooooooo

g
u
O
g
u
O
g
g

00000000000000000000000000000000000
Xx00O0O0ODODO0ODO0OO0OO0O0OO0ODO0O0OO0ODO0O0OO0ODO0O0OO0OO0O0OO0O00O0O00000a0
0000000000

O
00
<0O001> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-000000000)IO00]-24-1-000000000
0000000000 CC2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-24-1-00 0 00 0 400mg(1.42mmo)0 2-0 0 0 0 0 O O O 155mg(1.42mm
oNDOOD0D0O00D0D00(CH,CN)IMID DO O0D0DO00O000000O00 [Mg(Clo,),]1318mg(l.
42mmoD0 000000010000 000000O0NaHCO,00O010mMI0O 00000000
3M00O0000000000MgS0,000000000000000000000000
0000000000000 O00O0@O00:00000=2:1)0000000000 518
mg(0 0930 )0 000
Do0o0o00
0 H NMR (200 MHz, CDCl3) & 1.39(s, 3H), 3.61(s, 3H), 3.62(s, 3H), 3.85(s, 1H),
.13(d, 1H), 4.23(d, 1H), 4.44(s, 1H), 6.75(br-s, 1H), 6.78-6.93(m, 5H), 8.06(dd
1H), 8.45(d, 1H)

(002) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-2-
0-4-(2-0000000000000-3-00)-2H-1-0000000000
00010000000 0800mg(2.05mmol)0 CH,ClL,8mID 0 0000 -2-000000
00000470mg(2.05mmol)0 4-0 0000000000 25mg0.2mmo)0 0 000 O
020000000000NaHCO,0 0 02m0000000000030mi0O0000
000000000000MgS0,00000000000000000000000
000000000000 @O00:00000=1:1) 0000000000 220mg(
970 )0 0O O
0ooo
TH NMR (200 MHz, CDClg) & 1.53(s, 3H), 3.62(s, 3H), 3.66(s, 3H), 4.50(s, 1H),
.83(dd, 1H), 6.42(d, 1H), 6.51(d, 1H), 7.02-7.23(m, 2H), 7.38(d, 1H), 7.78(d, 1
H), 8.15(dd, 1H)
<0O0O02> (2R, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000 -2-

Ooooooo0ooooooooooogogoao
OOo0ooDoooo0ooooo4oooooogogooao

Ooooooooooooooooooood
Oooooooooooooooooogoogoooag

N

o Y O
OoooooogoQgQg
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(18) JP 4520992 B2 2010.8.11

000-4-(2-0000000000000-3-00)-2H-1-000000000

O0(@O1) (2R, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-000000000)000]-24-1-000000000
0000000000 (2R, 3S, 48)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00 0 0 O 500mg(1.78mmol)0 2-0 0 0 0 0 0 O O 194mg(L.78mm
oDI0DOD0DOD0DODO0DODO0ODD1000100000000000000000615mg(00 8
o0 )0 00O

Dooooo

0 H NMR (200 MHz, CDClg) & 1.50(s, 3H), 3.52(s, 6H), 4.05-4.23(m, 3H), 4.47(s,
1H), 4.60(br-s, 1H), 6.71-6.96(m, 5H), 8.08(dd, 1H), 8.38(d, 1H)

0(@O2) (2R, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000010000000 0280mg@0.72mol)J 0000000000100 020000
0000000000000 270mg(0 0860)I0000

Dooooo

0 H NMR (200 MHz, CDCl) & 1.67(s, 3H), 3.53(s, 3H), 3.57(s, 3H), 4.27(dd, 1H),
4.60(s, 1H), 6.32(d, 1H), 6.78(d, 1H), 7.00-7.28(m, 3H), 7.43(d, 1H), 7.76(d, 1
H), 8.16(dd, 1H)

<0 003> (2S, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(2-0000000000000-3-00)-2H-1-000000000

0(@O1) (2S, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-000000000)000]-2H-1-000000000
000O00O00000C2S, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00 0 0 O 300mg(1.07mmol)0 2-0 0 0 00 00 O 117mg(l.07mm

oDI0DOD0DODDODODODODODD1000100000000000000000329mg(007

o0 )0 00O

oooooQ

0 H NMR (200 MHz, CDClg) & 1.50(s, 3H), 3.52(s, 6H), 4.05-4.23(m, 3H), 4.47(s,
1H), 4.60(br-s, 1H), 6.71-6.96(m, 5H), 8.08(dd, 1H), 8.38(d, 1H)

0(@O2) (2S, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000010000000 0250mg@0.64mmol)0 0000000000100 020000
0000000000000 242mg(00880)0000

TH NMR (200 MHz, CDCl3) & 1.67(s, 3H), 3.54(s, 3H), 3.57(s, 3H), 4.27(dd, 1H), 4
.60(s, 1H), 6.33(d, 1H), 6.78(d, 1H), 7.00-7.22(m, 3H), 7.43(d, 1H), 7.76(d, 1H)
, 8.16(dd, 1H)

<0 004> (2S, 38, 4R)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(2-0000000000000-3-00)-2H-1-000000000

0(@O1) (2S, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-000000000)000]-2H-1-000000000
0000000000 (2S, 38, 48)-6-000-3,4-0000-3,4-0000-2-00000

000-2-000-2H-1-000 00 0 1g(3.56mmol)0 2-0 0 0 0 O O O O 389mg(3.56mmol)

0000000000001000100000000000000000 1.24g(0 O 890

YO OO0

Dooooo

0 TH NMR (200 MHz, CDCl;) & 1.39(s, 3H), 3.61(s, 3H), 3.62(s, 3H), 3.85(s, 1H),

4.13(d, 1H), 4.23(d, 1H), 4.44(s, 1H), 6.75(br-s, 1H), 6.78-6.93(m, 5H), 8.06(dd

1H), 8.45(d, 1H)

(0 02)(S, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000 -2-0

0-4-(2-0000000000000-3-00)-2H-1-000000000

O O
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(19) JP 4520992 B2 2010.8.11

0000010000000 035mg0.90mmo)D 0000000000100 020000
0000000000000 338mg(00870)I000

ooooon

0 H NMR (200 MHz, CDClg) & 1.53(s, 3H), 3.62(s, 3H), 3.66(s, 3H), 4.50(s, 1H),
4.83(dd, 1H), 6.42(d, 1H), 6.51(d, 1H), 7.02-7.23(m, 2H), 7.38(d, 1H), 7.78(d, 1
H), 8.15(dd, 1H)

<0005 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(6-000-2-0000000000000-3-00)-2H-1-0000000001
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-[(@-000-2-000000000)I007]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00 0 0 0 300mg(1.07mmol)0 5-0 00 -2-0 0000000 131
mg(1.07mmol)0 0 000000000010 0010000000000000000028
img(0 O 650 )0 0 O O

Dooooo

0 H NMR (200 MHz, CDClg) & 1.36(s, 3H), 2.26(s, 3H), 3.61(s, 3H), 3.62(s, 3H),
3.91(s, 1H), 4.18(d, 1H), 4.26(brms, 1H), 4.41(s, 1H), 6.63-6.71(m, 3H), 6.86(dd
, 2H), 806(dd, 1H), 8.54(d, 1H)

0 Mass : 405(M*), 340, 272, 190, 144, 123, 75

0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(6-000-2-0000000000000-3-00)-2H-1-00000000010
0000010000000 0300mg@0.74mmol)J 0000000000100 020000
0000000000000 264mg(0 0800)0000

oooooo

0 TH NMR (200 MHz, CDClZ) & 1.52(s, 3H), 2.37(s, 3H), 3.53(d, 3H), 4.46(s, 1H),
4.80(dd, 1H), 6.27(d, 1H), 6.47(d, 1H), 6.85(d, 1H), 7.07(d, 1H), 7.22(s, 1H), 7
.75(d, 1H), 8.13(dd, 1H)

<0 006> (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(4-000-2-0000000000000-3-00)-2H-1-000000000
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-[(6-000-2-000000000)I00]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00000 1g(38.56mmol)0 3-0 00 -2-0 000000 00.44 g
3.56mmo0 000 C00C0COODCODI0001000000000000000001.15
g(C 0800 )IOOD

ooooon

0 H NMR (200 MHz, CDClg) & 1.32(s, 3H), 2.33(s, 3H), 3.23(s, 1H), 3.63(s, 3H),
3.65(s, 3H), 4.23(d, 1H), 4.26(d, 1H), 4.42(s, 1H), 4.48(d, 1H), 6.78-6.86(m, 3H
), 6.89(d, 1H), 7.51(s, 1H), 8.01-8.07(dd, 1H), 8.37(d, 1H)

0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(4-000-2-0000000000000-3-00)-2H-1-00000000010
0000010000000 0300mg@0.74mmol)0 0000000000100 020000
0000000000000 137mg(00420)0000

oooooQ

0 TH NMR (200 MHz, CDClZ) & 1.41(s, 3H), 2.73(s, 3H), 3.60(s, 3H), 3.68(s, 3H),
4.52(s, 1H), 5.58(d, 1H), 5.59(d, 1H), 7.02(d, 1H), 7.11-7.27(m, 3H), 7.76(d, 1H
), 8.10(dd, 1H)

<0007 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(-000-2-0000000000000-3-00)-2H-1-000000000
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
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000-4-[(5-000-2-000000000)I00]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00 0 0 O 700mg(2.48mmol)0 4-0 0 0 -2-0 0000 0 O O 356
mg(2.48mmo)0 0 000000000010 0010000000000000000079
img(0 0 750 )0 0 0O O

oooooo

0 H NMR (200 MHz, CDClg) & 1.41(s, 3H), 3.61(s, 3H), 3.62(s, 3H), 3.77(s, 1H),
4.22(d, 1H), 4.43(m, 2H), 6.67(d, 2H), 6.80(d, 1H), 6.91(d, 1H), 8.07(dd, 1H), 8
.35(d, 1H)

0(@O2) (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-00000000010
0000010000000 035mg0.82mol)J 0000000000100 020000
0000000000000 348mg(00910)0000

oooooo

0 TH NMR (200 MHz, CDClZ) & 1.52(s, 3H), 3.52(d, 1H), 3.64(s, 3H), 3.67(s, 3H),
4.52(s, 1H), 4.78(dd, 1H), 6.41(d, 1H), 6.47(d, 1H), 7.11(d, 1H), 7.20(dd, 1H),
7.34(d, 1H), 7.77(d, 1H), 8.18(dd, 1H)

<0008 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-000000000
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-[(5-000-2-000000000)I00]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00000 1g(38.56mmol)05-0 00 -2-0 000000 00.44 g
(3.56mmo)0 000 0000000010000 00000000000000001.32
g(00920)0 000

Dooooo

0 H NMR (200 MHz, CDClg) & 1.39(s, 3H), 2.24(s, 3H), 3.31(s, 3H), 3.61(s, 3H),
3.77(d, 1H), 4.21(d, 1H), 4.43(s, 1H), 6.20(s, 1H), 6.59(d, 1H), 6.70(d, 1H), 6.
92(d, 1H), 8.03(dd, 1H), 8.44(d, 1H)

O0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-00000000010
0000010000000 0300mg0.74mmol)0 0000000000100 020000
0000000000000 29Img(00880)0 000

ooooooQ

0 TH NMR (200 MHz, CDClZ) & 1.66(s, 3H), 2.25(s, 3H), 3.36(s, 3H), 3.67(s, 3H),
4.53(s, 1H), 4.86(d, 1H), 6.21(s, 1H), 6.53(d, 1H), 7.09(d, 1H), 7.13(d, 1H), 7.
27(d, 1H), 7.76(s, 1H), 8.13(dd, 1H)

<0009 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-(6-000-2-0000000000000-3-00)-2H-1-0000000001
0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(4-000-2-000000000)I000]-28-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-000 00 O 1g(3.56mmol)0 5-0 0 0 -2-0 0 0 0 0 0 O O 548mg(
3.56mmo)0 0000000000010 00100000000000000000927ng
(0oe600)I 00O

ooooon

0 H NMR (200 MHz, CDClg) & 1.50(s, 3H), 3.66(s, 6H), 4.40(d, 1H), 4.49(s, 1H),
4.75(t, 1H), 5.22(d, 1H), 6.61(d, 1H), 6.95(d, 1H), 7.46(d, 1H), 7.69(dd, 1H), 8
.09(dd, 1H), 8.18(d, 1H)

0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
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000-4-(6-000-2-0000000000000-3-00)-2H-1-0000000001
0000010000000 0250mg@0.57mol)J 0000000000100 020000
0000000000000 1140mg(00510)0000

DoooooQ

0 TH NMR (200 MHz, CDClZ) & 1.54(s, 3H), 3.54(s, 1H), 3.63(s, 3H), 3.68(s, 3H),

4.51(s, 1H), 4.80(d, 1H), 6.47(d, 1H), 6.52(d, 1H), 7.12(d, 1H), 7.76(dd, 1H), 8
.06(dd, 1H), 8.17(dd, 1H), 8.25(d, 1H)

<00 010> (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
00-4-(5-0000-2-0000000000000-3-00)-2H-1-00000000

(0O01) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
00-4-[(5-0000-2-000000000)I00]-28-1-000000000
000D0O0O0DO0O00C(2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
00-2-000 -2H-1-00 0 0 0 0 200mg(0.71mmo)0 4-0 000 -2-0 00000009
omg(0.7lmmo)0 000 0O00O00O00D10001000000000000000002
25mg(0 0 750 )0 00 O

oooooQ

0 TH NMR (200 MHz, CDClZ) & 1.38(s, 3H), 3.60(s, 3H), 3.61(s, 3H), 3.60-3.80(br-
s, 4H), 4.20(br-s, 2H), 4.43(s, 1H), 6.20-6.80(br-s, 3H), 6.90(d, 1H), 8.05(dd,
1H), 8.41(d, 1H)

(@02 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
00-4-(5-0000-2-0000000000000-3-00)-2H-1-00000000

O
g
g
u
O
g

000000000000 336mg(0090)0000

00000

TH NMR (200 MHz, CDClg) & 1.52(s, 3H), 3.46(s, 1H), 3.61-3.66(m, 6H), 4.49(s,
1H), 4.82(dd, 1H), 5.96(d, 1H), 6.48(d, 1H), 6.73(dd, 1H), 7.07(d, 1H), 7.30(d,
1H), 7.78(d, 1H), 8.14(dd, 1H)
<00 011> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-00000000010
0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(5-000-2-000000000)I00]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00 0 0 O 500mg(1.78mmol)0 4-0 0 0 -2-0 0000 OO O 334
mg(l.78mmol)0 0 000000000010 0010000000000000000053
5mg(0 0 640 )0 0 O O
DoooooQ
0 TH NMR (200 MHz, CDCl;) & 1.41(s, 3H), 3.62(s, 3H), 3.76(s, 1H), 4.24(d, 1H),
4.43(m, 2H), 6.67(d, 1H), 6.79(dd, 1H), 6.89(d, 1H), 6.93(d, 1H), 8.05(dd, 1H),
8.35(d, 1H)
0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-000000000
O
O
O
O
4

g
u
O
oooboo0o1wmooooooOo32omgo.vemmoDOD OO0 O0DOOOOOODIDOO200000
a
O
g

0000100000000 300mg0.64mmoDN0 0000000000100 020000
000000000000 316mg(0 0970)0000
00000
TH NMR (200 MHz, CDCl3) & 1.52(s, 3H), 3.64(s, 3H), 3.67(s, 3H), 4.52(s, 1H),
.82(d, 1H), 6.44(d, 1H), 6.55(d, 1H), 7.13(d, 1H), 7.30(d, 1H), 7.34(dd, 1H), 7
.77(d, 1H), 8.19(dd, 1H)
<00 012> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
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00-4-(5-t-0000-2-0000000000000-3-00)-24-1-0000000
O

(0O01) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
00-4-[(5-t-0000-2-000000000)000]-2H-1-000000000
000O00O00O00C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
00-2-000 -2H-1-00 0 0 O O 500mg(1.78mmol)0 4-t-0 000 -2-0 000000
294mg (1.78mmo)0 0000000000010 001000000000000000
0 600mg (0 O 760 )0 000

00000

TH NMR (200 MHz, CDClg) & 1.27(s, 9H), 1.35(s, 3H), 3.62(s, 3H), 3.63(s, 3H),

.82(br-s, 1H), 3.94(s, 1H), 4.29(d, 1H), 4.42(s, 1H), 6.77-6.95(m, 5H), 8.06(dd

1H), 8.58(d, 1H)

(0 O02) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
00-4-(5-t-0000-2-0000000000000-3-00)-2H-1-0000000

0

0000100000000 350mg(0.78mmoN0 0000000000100 020000
000000000000 349mg(0 0920)0 000

0oooo

14 NMR (200 MHz, CDClg) & 1.11(s, 9H), 1.52(s, 3H), 3.37(d, 1H), 3.58(s, 3H),

.67(s, 3H), 4.50(s, 1H), 4.92(dd, 1H), 6.36(d, 1H), 6.45(d, 1H), 7.11(d, 1H), 7

.24-7.32(m, 2H), 7.81(d, 1H), 8.14(dd, 1H)
<00013> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-

O
g
a
O
g
g

oo0o-4-(6-0000-2-000000D0D0O0000O0-8-00)-24-1-000000000

@D0O1) 2R, 3R, 45)-6-000-34-0000-83-00000-2-0000000O00O0-2-
oo0-4-[G-0000-2-000000000HY000]7-2H-1-000000000
OoooooDoOoon0OQER, SR, 4R)-6-000-3,4-0000-3,4-0000-2-00000
O0-2-000-2H-1-00000C0O500mg(1-78mmo)O05-0000-2-00000000O2

26mg (L.78mmo)0 O OODODOOOOOOOILOOIODODDOOOO0OOOOOODOODOGDO

O

> OO

a
O
g
g
u
O
0

4.

365mg (O O 500 )0 00O
00000
TH NMR (200 MHz, CDCl3) & 1.35(s, 3H), 3.54(s, 1H), 3.63(s, 3H), 3.64(s, 3H),

.19(m, 3H), 4.42(s, 1H), 6.57(ddd, 1H), 6.65(dd, 1H), 6.90(d, 1H), 6.93(dd, 1H)

7.72(br-s, 1H), 8.07(dd, 1H), 8.56(d, 1H)
(002) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-2-
00-4-(6-0000-2-0000000000000-3-00)-28-1-000000000

0000100000000 309mg(0.76mmoN0 0000000000100 020000
000000000000 290mg(00850)d000

ooooo

1H NMR (200 MHz, CDCl3) & 1.56(s, 3H), 3.62(s, 3H), 3.66(s, 3H), 4.50(s, 1H),

82(d, 1H), 6.35(dd, 1H), 6.49(d, 1H), 6.83(ddd, 1H), 7.11(d, 1H), 7.20(dd, 1H)
7.78(d, 1H), 8.17(dd, 1H)

<0 0O014> (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000O-2-

O
O
O
O
O
O

00-4-4-00000000OD0-2-000000000000C0O-=-3-00)-2H-1-000

ooooao

(D01 (2R, 3R, 45)-6-000-3,4-0000-8-00000-2-0D0D00000O00O0O-2-
O0-4-[(6-000000000-2-000000000H)0007]7-2H-1-000000O00
O

OCOoO0ODDOO0OO0OO0OCCER, SR, 4R)-6-000-3,4-0000-8,4-0000-2-00000
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000-2-000-2H-1-000 0 0 0 163mg(0.58mmo)0 2-0 00 -3-00000000 0
000O000097mg(0.58mmoN0 0 0000000000100 010000000000
0000000 214ng(0 0830)0 000
DoooooQ
0 TH NMR (200 MHz, CDCl;) & 1.35(s, 3H), 3.64(s, 3H), 3.65(s, 3H), 3.86(s, 3H),
4.30(d, 1H), 4.43(s, 1H), 4.67(t, 1H), 6.87(t, 1H), 7.08(d, 1H), 7.17(d, 1H), 7.
61(dd, 1H), 8.05(dd, 1H), 8.08(d, 1H), 8.21(d, 1H)
0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(4-000000000-2-0000000000000-3-00)-2H-1-0010
0oooo
0000100000000 204mg(0.46mmoD0 0000000000100 020000
000000000000 152mg(0 0680 )00 00O
00oooo
14 NMR (200 MHz, CDClZ) & 1.36(s, 3H), 3.57(s, 3H), 3.67(s, 3H), 3.94(s, 3H),
.46(s, 1H), 5.41(d, 1H), 6.70(d, 1H), 7.01(d, 1H), 7.34(ddd, 1H), 7.54(dd, 1H),
7.81(dd, 1H), 8.01(d, 1H), 8.13(dd, 1H)
<00 015> (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(5-000000000-2-0000000000000-3-00)-24H-1-00 0O
ooooon
O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000 -2-
000-4-[(5-000000000-2-000000000)I0007-24-1-0000000
O

O OoOooo

000O0O0O00O00C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
00-2-000-2H-1-00 000 01.173g(4.17mmo)0 3-0 00 -4-0 00000000
000O000697mg(4.17mmo)0 0000 O0CO0CODCOOD10001000000000
0000000 305mg(00160)0000

ooooo

14 NMR (200 MHz, CDClZ) & 1.42(s, 3H), 3.62(s, 6H), 3.85(s, 3H), 4.27(d, 1H),
.44(m, 2H), 6.80(d, 1H), 6.93(d, 1H), 7.42(dd, 1H), 7.53(d, 1H), 8.04(dd, 1H),
.34(d, 1H)

(@O02) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000 -2-
00-4-(5-000000000-2-0000000000000-3-00)-2H-1-000
0oooo

0000100000000 290mg0.65mmoDN0 0000000000100 020000
000000000000 152mg(0 0680 )00 00

00000

14 NMR (200 MHz, CDClZ) & 1.54(s, 3H), 3.64(s, 3H), 3.68(s, 3H), 3.86(s, 3H),
.53(s, 1H), 4.89(d, 1H), 6.52(d, 1H), 7.14(m, 2H), 7.47(d, 1H), 7.78(m, 1H), 7.
95(dd, 1H), 8.15(m, 1H)

<00 016> (2R, 3R, 48)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(G-000000000-2-0000000000000-3-00)-24H-1-000O
Dooooo

O0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
O00-4-[(-000000000-2-000000000)I007-24-1-0000000
O

T Y N e o Y

000000000 C(2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
00-2-000-2H-1-0 000 0 0 500mg(1.78mmo04-0 00000000 -2-000
0000315mg(l.78mmoN0 0000000000010 001000000000000
0000O0259mg(0 0320)0000

Doooao

OoOoo0oooog
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0 TH NMR (200 MHz, CDClZ) & 1.42(s, 3H), 3.62(s, 3H), 3.62(s, 3H), 3.96(s, 1H),
4.28(d, 1HM), 4.44(s, 1H), 4.45(d, 1H), 6.74(d, 1H), 6.89-7.00(m, 3H), 8.07(dd, 1
H), 8.34(d, 1H)

0(@O2) (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-G-000000000-2-0000000000000 -3-00)-2H-1-000
Do0O0O0O00

0000010000000 0235ng0.51mmo)I 0000000000100 020000
0000000000000 195mg(0 0760)0000

Do0O0O0O00

0 1H NMR (200 MHz, CDClZ) & 1.45(s, 0.6H), 1.53(s, 2.4H), 3.55(s, 1H), 3.61(s, O
.6H), 3.62(s, 2.4H), 3.67(s, 2.4H), 3.68(s, 0.6H), 4.51(s, 1H), 4.85(d, 1H), 6.4
8(d, 1H), 6.63(s, 1H), 7.03(d, 0.2H), 7.12(d, 0.8H), 7.52-7.59(m, 2H), 7.73(d, O
_2H), 7.80(d, 0.8H), 8.18(dd, 1H)

<00 017> (2R, 3R, 48)-6-0 00 -3,4-0000-3-00000-2-00000000-2-

0Oo00-4--00000000O0ODODDOO-3-00)-2H-1-0000000O000
OO000D0DD1000000200mg(0.46mmo) 00000 O01OMIDOOO0ODODOOOOOOO
ogooiloomg0 0 0000003000000 oooo0oooDooooooodd
ooo0ooDoODoO000O0Oo0oooooo0DoDDODOo0O00O00o0ooDoDoDoDoOoDoDoOoDoOooOg
Oo0o00ooDoDOo@U0O0:00000=2:1)0000000000177mg(0 090000
O

oooooao

O *H NMR (200 MHz, CDCl3) & 1.43(s, 3H), 3.34(br-s, 2H), 3.47(br-s, 1H), 3.60(s,

3H), 3.62(s, 3H), 4.42(s, 1H), 4.75(d, 1H), 6.20(d, 1H), 6.31(d, 1H), 6.55-6.63
(m, 2H), 6.78(d, 1H), 7.02-7.22(m, 2H), 7.35(dd, 1H)
<00 018> (2S, 3S, 4R)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000004000000 00214mg(0-49mmoN0 00000000 O0017000000
00000000000 174mg(0 0880)0 000
oooooo
0 H NMR (200 MHz, CDCl) & 1.43(s, 3H), 3.34(br-s, 2H), 3.47(br-s, 1H), 3.60(s,
3H), 3.62(s, 3H), 4.42(s, 1H), 4.75(d, 1H), 6.21(d, 1H), 6.31(d, 1H), 6.57-6.63
(m, 2H), 6.78(d, 1H), 7.06-7.26(m, 2H), 7.37(dd, 1H)
<00 019> (2S, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
000000300000 00242mg(0.56mmoN0 0000000000170 00000
00000000000 177mg(00790)0000
oooooQ
0 H NMR (200 MHz, CDClg) & 1.56(s, 3H), 3.37(br-s, 2H), 3.43(br-s, 1H), 3.54(s,
3H), 3.60(s, 3H), 4.25(dd, 1H), 4.65(s, 1H), 6.19(d, 1H), 6.44(d, 1H), 6.54(d,
1H), 6.61(dd, 1H), 6.80(d, 1H), 7.09-7.23(m, 2H), 7.38(d, 1H)
<00 020> (2R, 3S, 4R)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000002000000 00187mg(0.43mmoN0 000000 O00O0017000000
00000000000 142mg(0 0820)0 000
Dooooo
0 H NMR (200 MHz, CDClZ) & 1.56(s, 3H), 3.36(br-s, 2H), 3.42(br-s, 1H), 3.54(s,
3H), 3.59(s, 3H), 4.24(dd, 1H), 4.65(s, 1H), 6.18(d, 1H), 6.44(d, 1H), 6.52(d,
1H), 6.61(dd, 1H), 6.79(d, 1H), 7.05-7.26(m, 2H), 7.36(d, 1H)
<00 021> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(6-000-2-0000000000000-3-00)-2H-1-0000000001
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00000050 0000000170mg(0-38mmoN0 0000000000170 00000
00000000000 148mg(0 0930)0 000

ooooon

0 TH NMR (200 MHz, CDClZ) & 1.42(s, 3H), 2.37(s, 3H), 3.32(s, 2H, NH,), 3.44(s,
1H, OH), 3.60(s, 3H), 3.61(s, 3H), 4.41(s, 1H), 4.73(d, 1H), 6.20(d, 1H), 6.28(d
, 1H), 6.47(d, 1H), 6.58(dd, 1H), 6.78(d, 1H), 6.87(d, 1H), 7.18(s, 1H)

<00 022> (2R, 3R, 45)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-000000000
0000008000000 D0DO224mg(0.50mmoN0 00000000 O0017000000
00000000000 152mg(0 0730)0000

DoooooQ

0 TH NMR (200 MHz, CDCl;) & 1.42(s, 3H), 2.25(s, 3H), 3.61(s, 3H), 3.62(s, 3H),
4.44(s, 1H), 4.78(d, 1H), 6.20(s, 1H), 6.27(d, 1H), 6.39(s, 1H), 6.62(dd, 1H), 6
.77(d, 1H), 6.95(d, 1H), 7.19(d, 1H)

<00 023> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(4-000-2-0000000000000-3-00)-2H-1-0000000001
0000006000000 00107mg(0.-24mmoN0 00000000 O0017000000
00000000000 S82mg(0 0820)0000

ooooon

0 H NMR (200 MHz, CDClg) & 1.47(s, 3H), 1.91(s, 3H), 3.56(s, 3H), 3.36(s, 3H),
4.40(s, 1H), 4.79(d, 1H), 6.26(s, 1H), 6.59(dd, 1H), 6.71(s, 1H), 6.76(s, 1H), 6
.95(d, 1H), 7.12(t, 1H), 7.23(d, 1H)

<00 024> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(G-000-2-0000000000000-3-00)-2H-1-00000000010
00000070 0000000218mg(0.47mmoN0 000000 O00O0017000000
00000000000 167mg(00810)0000

oooooQ

0 TH NMR (200 MHz, CDClZ) & 1.41(s, 3H), 3.37(br-s, 2H), 3.53(s, 1H), 3.62(s, 3H

). 3.64(s, 3H), 4.43(s, 1H), 4.70(d, 1H), 6.19(d, 1H), 6.27(d, 1H), 6.58(d, 1H),
6.62(d, 1H), 6.79(d, 1H), 7.15(dd, 1H), 7.27(d, 1H)

<00 025> (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(G-0000-2-0000000000000-3-00)-24-1-00000000
O

0000001000000 000207mg0.45mmo)I 0 0000000001700 000
000000000000 160mg(d 0820)0 000

ooooon

0 1H NMR (200 MHz, CDClZ) & 1.41(s, 3H), 3.36(s, 1H), 3.47(br-s, 2H), 3.60(s, 3H

), 3.62(s, 3H), 3.65(s, 3H), 4.41(s, 1H), 4.75(d, 1H), 6.14(d, 1H), 6.22(d, 1H),
6.28(d, 1H), 6.57(dd, 1H), 6.70(dd, 1H), 6.77(d, 1H), 7.24(d, 1H)

<0 0 026> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-
00-4-(5-t-0000-2-0000000000000-3-00)-2H-1-0000000
O

000001200000 000220mg0.45mmol)0 0 0000000001700 000
00000000000 167mg(00810)0 000

0oooo

TH NMR (200 MHz, CDClZ) & 1.16(s, 3H), 1.42(s, 3H), 3.35(br-s, 3H), 3.56(s, 3H

), 3.65(s, 3H), 4.40(s, 1H), 4.92(d, 1H), 6.24(s, 1H), 6.26(d, 1H), 6.59(m, 2H),
6.79(d, 1H), 7.20-7.23(m, 2H)

<00 027> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(6-0000-2-0000000000000-3-00)-24-1-00000000

g
a
O
g
a
O
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O

000000130 0000000231Img0.51mmol)J 0 0000000001700 00 0
00000000000 043mg(00200)0000

DoooooQ

0 TH NMR (200 MHz, CDClZ) & 1.42(s, 3H), 3.60(s, 3H), 3.62(s, 3H), 4.41(s, 1H),
4.73(d, 1H), 6.20(d, 1H), 6.28(d, 1H), 6.52(dd, 1H), 6.60(ddd, 1H), 6.76(d, 1H),
6.81(dd, 1H), 7.13(dd, 1H)
<0 0028 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-2-
00-4-(5-000000000-2-0000000000000-3-00)-2H-1-000
0oooo

000001500000 000155mg0.32mol)0 0000000000170 0000
000O00000000S51img(0 0350)0000

00oooo

TH NMR (200 MHz, CDClg) & 1.42(s, 3H), 3.60(s, 3H), 3.65(s, 3H), 4.43(s, 1H),
.83(d, 1H), 6.19(m, 1H), 6.26(d, 1H), 6.60(dd, 1H), 6.78(d, 1H), 7.30(s, 1H), 7
.40(d, 1H), 7.92(dd, 1H)
<0 0029 (2R, 3R, 4S)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
00-4-(4-000000000-2-0000000000000-3-00)-2H-1-000
00000

0000010000000 0117mg(0.24nmol)0 0 0000000001700 000
0000000000 083mg(0 0 750)0000

0oooo

TH NMR (200 MHz, CDClg) & 1.29(s, 3H), 3.54(s, 3H), 3.66(s, 3H), 3.93(s, 3H),
.41(s, 1H), 5.29(d, 1H), 6.39(d, 1H), 6.58(t, 1H), 6.71(m, 1H), 7.26(m, 2H), 7.
47(d, 1H), 7.69(dd, 1H)
<0 0 030> (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-00000000-2-
00-4-(5-000000000-2-0000000000000-3-00)-2H-1-000
0oooo

000001600000 000100mg(0.2mol)0 00 0000000017000 000
0000000000 78mg(00850)0000

0oooo

14 NMR (200 MHz, CDClZ) & 1.41(s, 3H), 3.51(s, 1H), 3.59(s, 3H), 3.64(s, 3H),
J42(s, 1H), 4.77(d, 1H), 6.22(d, 1H), 6.27(d, 1H), 6.60(dd, 1H), 6.81(m, 2H), 7
.46(m, 2H)
<00 031> (2R, 3R, 4S)-6-0 00-3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000001000000 00200mg0.46mmoD0 0000000 2mi0 0000000
00087y 1€0.93mmo)0 0000000 00.13mI(0.93mmo0 4-0 000000000
0 17mg(0.14mmol)0 0 0000000020000 0000 0 O NaHCO,0 O O 10mi0 O O
000000003mOO00000000000000MgS0,000000000000
O
0
O
O

MO OoOoOoogoo MO OoOoOooogoo

MO OoOoOoooo-g

000000000000 00000000000000@O00:00000-=2:1)

000000000 21Img(0 0 970)0 000

00000

14 NMR (200 MHz, CDClZ) & 1.56(s, 3H), 2.02(s, 3H), 3.54(s, 3H), 3.60(s, 3H),
4.34(s, 1H), 5.96(d, 1H), 6.39(d, 1H), 6.59(d, 1H), 7.06(m, 1H), 7.16-7.25(m, 2H
), 7.38(d, 1H), 7.79(d, 1H), 8.17(dd, 1H)
<00 032> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000
0000003100000 000106mg0.22mol)0J 0 0000000001700 00 0
00000000000 085mg(00870)I000
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DoooooQ
0 TH NMR (200 MHz, CDCl;) & 1.46(s, 3H), 2.01(s, 3H), 3.52(s, 3H), 3.56(s, 3H),
4.28(s, 1H), 5.89(d, 1H), 6.21(d, 1H), 6.38(d, 1H), 6.61(m, 2H), 6.88(d, 1H), 7.
07(m, 1H), 7.18(m, 1H), 7.33(dd, 1H)

<00 033> (2R, 3R, 45)-6-0000000-3,4-0000-3-00000-2-00000
000-2-000-4-(2-0000000000000-3-00)-2H-1-000000000
000000170000 00 100mg0.25mmoD0 0000000 2mi0 000000000
023p 1€0.25mmoD0 0000000052y 10.37mmo)0 4-0 000000000 09.1m
g(0.07mmoDI 0000000030 000000000NaHCO,0 00 1omiD 000000
000D040mMI00 000000000000 000000MgS0,0 0000000000
0000000000000 O00O0000000000000(@@O00:00000-=2:1
YDOOOODODDODOODO9mg(DOsed )OO

0ooooo

0 H NMR (200 MHz, CDClg) & 1.45(s, 3H), 2.02(s, 3H), 3.51(s, 1H), 3.61(s, 3H),
3.64(s, 3H), 4.45(s, 1H), 4.79(d, 1H), 6.35(d, 1H), 6.55(d, 1H), 6.63(d, 1H), 6.
94(d, 1H), 7.02-7.22(m, 2H), 7.32(d, 1H), 7.76(dd, 1H)

<00034> (2R, 3R, 45)-6-0000000-3,4-0000-3-00000-2-00000
00-2-000-4-(2-0000000000000-3-00)-24-1-000000000
000001700000 000 100mg(0-25mmol)0 0 O O O 76p 1(0.75mmol)0 O O O O
000 104u 1(0.75mmol)0 4-0 000000000 O 9mg(0.07mmo)0 0000000
0033W0000000000000000113mg(0 0930)0000

0oooo

TH NMR (200 MHz, CDClg) & 1.48(s, 3H), 2.00(s, 3H), 2.02(s, 3H), 3.52(s, 3H),
.57(s, 3H), 4.30(s, 1H), 5.92(d, 1H), 6.44(d, 1H), 6.53(d, 1H), 6.68(d, 1H), 7.
00-7.22(m, 3H), 7.29(m, 1H), 7.73(dd, 1H)

<00 035> (2R, 3R, 45)-6-00000000-3,4-0000-3-00000-2-0000
0000-2-000-4--0000000000000-3-00)-24-1-00000000
O

W oOOoOoOooogd

ooo1voooOoO0O0s8omgo.2ommoDO OO OOOODOOOIIMICOODODOOO
0O23p 1(0.20mmoH) 00 00O0O0DOC0O0O42u 1I(0.30mmo) D OO0 COCOODI0DDO0OO
OOoOOO0O0OONaHCOZ O OO 1wOmIOOOOOOOOO3miOCOOOCOOODOOODOO
ooooOMso,0 000 00o0booocooooocooobooooooooooonn

O
O
O
O
0000000 @OoOOoOO0:00000=2:1) 000000000 D0 93mgd 0920)0
O

OoOoo0oo0oood

0Dooo

14 NMR (200 MHz, CDClg) & 1.47(s, 3H), 3.51(br-s, 1H), 3.62(s, 3H), 3.65(s, 3H

), 4.46(s, 1H), 4.82(d, 1H), 6.40(d, 1H), 6.58(d, 1H), 6.77(s, 1H), 7.01(d, 1H),
7.07(t, 1H), 7.18(t, 1H), 7.32-7.49(m, 3H), 7.70-7.76(m, 2H), 7.95(d, 1H)

<00 036> (2R, 3R, 45)-6-0000000000000-3,4-0000-3-00000-2
-00000000-2-000-4-2-0000000000000-3-00)-2H-1-0000
ooooo

0000001700000 0 00 80mg(0.20mmol)0 00000000 OO 28y 1(0.20mmol

Y OOODOODDOOODODO33WOO0O00000000000000 94mg(0 0 940)000
O

Dooooo

0 TH NMR (300 MHz, CDCl;) & 1.47(s, 3H), 3.50(br-s, 1H), 3.61(s, 3H), 3.65(s, 3H

), 4.46(s, 1H), 4.83(d, 1H), 6.40(d, 1H), 6.54(d, 1H), 6.79(d, 1H), 7.02(d, 1H),
7.09(dd, 1H), 7.21(dd, 1H), 7.38(d, 1H), 7.77(dd, 1H)

<00 037> (2R, 3R, 45)-6-00000000000-3,4-0000-3-00000-2-0
0000000-2-000-4-(2-0000000000000-3-00)-2H-1-00000O

OooooogogoQg
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oooo

000000170 00000009mg0.22mmoH0 000 0CO0OIMIDOOOOOOO
Ooo00oDDOoOO0OO0Os8u 1(0.3dmmo)0 00000 ODOOOODODOOAL7u 1(0-22mmol)T
oooooogdoilo0o0o00ooooooooo3CEULODOoDOoDOoooDoDooooooodd
67mg(0 0 640 )0 00O

oooooao

0 *H NMR (300 MHz, CDCl3) & 1.49(s, 3H), 2.68(s, 3H), 3.50(s, 1H), 3.60(s, 3H),
3.64(s, 3H), 4.46(s, 1H), 4.78(d, 1H), 6.07(s, 1H), 6.40(d, 1H), 6.47(d, 1H), 6.
60(d, 1H), 6.99(d, 1H), 7.08(dd, 1H), 7.20(dd, 1H), 7.29-7.39(m, 2H)

<0 0038 (2R, 3R, 49)-6-0 00 -3,4-0000-3-00000-2-0000000-2-0
00-4--0000000000D0DO0O-3-00)-2H-1-000000DO00O0

o@o1l) (2R, 3R, 49)-6-000-3,4-0000-3-00000-2-0000000-2-0
O0-4-[2-00000000O)YODDO]-2H-1-000000ODODOO
ooooooooooDERr, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
00-2-000-2H-1-00 00 00 200mg0.79mmo)O0 2-0 00 0 00 O O 213mg(0.95mmol
)Y OOOODOoDUoDOoooooo1WoooD10 000000 oooooo0oO0OOooi1oomg(ooer
o)oooao

ocooooao

0 *H NMR (300 MHz, CDCl3) & 1.31(s, 3H), 3.48(s, 3H), 3.62(d, 1H), 3.73(d, 1H),
4.12(d, 1H), 4.16(br-t, 1H), 4.50(br-t, 1H), 6.72-6.92(m, 5H), 8.03(dd, 1H), 8.3
4(d, 1H)

o@o?2 (2R, 3R, 49)-6-000-3,4-0000-3-00000-2-0000000-2-0
00-4-2-0000000000ODODO-3-00)-2H-1-000C0O0D0O0O0
000001000 oooo0oogi1z2omg(o.30mmoDDO 000 D0OOOOODIDOO20000
Oo000DDD0ODO000000011omg(00O 870 )00 00

oooooao

0 *H NMR (300 MHz, CDCl3) & 1.44(s, 3H), 2.95(d, 1H), 3.46(s, 3H), 3.68(d, 1H),
3.74(d, 1H), 4.76(dd, 1H), 6.36(d, 1H), 6.57(d, 1H), 7.05-7.41(m, 4H), 7.77(d, 1
H), 8.14(dd, 1H)

<0 0039 (2R, 3R, 45)-6-0 00 -3,4-0000C-3-00000-2-00000C00O-2-0
00-4-G-000-2-0000000000D0ODO0O=-3-00)-2H-1-000000D00CO
Oo@o1l) (2R, 3R, 49)-6-000-3,4-0000-3-00000-2-0000000-2-0
O0-4-[(-000-2-00000000O0)YIOO]-2H-1-000000O0O0OO
oooooooooo @R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
O0-2-000-2H-1-0 000 0O 0O 400mg(1-59mmo)0 4-0 00 -2-00 0 0 0 O O O 390mg
Q. 74mmoH0 00 00CQ0C0ODODODOO0I0D001I00000O0O0O0O000OOOOODDO300m
g(0 0480 )0 00O

oooooao

O *H NMR (300 MHz, CDCl3) & 1.34(s, 3H), 3.49(s, 3H), 3.62(d, 1H), 3.74(d, 1H),
4.15(d, 1H), 4.50(d, 1H), 6.61-6.69(m, 2H), 6.81(s, 1H), 6.91(d, 1H), 8.02(dd, 1
H), 8.23(d, 1H)

o@o?2 (2R, 3R, 49)-6-000-3,4-0000-3-00000-2-0000000-2-0
oo0-4-G-000-2-00000000D0D0DO0O00O-3-00)-20H-1-000000000
0000010000000 oi1z2omg(o.30mmoDDO 000 D0OOCOOODIDOO20000
ooooooOooooDoogoeomg( de7OdD OO

ocooooao

0 *H NMR (300 MHz, CDCl3) & 1.44(s, 3H), 2.95(br-s, 1H), 3.47(s, 3H), 3.68(d, 1H
), 3.72(dd, 2H), 4.69(d, 1H), 6.34(d, 1H), 6.53(d, 1H), 7-11-7.35(m, 3H), 7.76(d
, 1H), 8.17(dd, 1H)

<0 0 040> (2R, 3R, 45)-6-0 00 -3,4-0000-3-00000-2-000000CO0O0ODO -
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2-000-4-(2-0000000000000-3-00)-2H-1-000000000
0(@O1) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-000000000 -2
-000-4-[(2-000000000)I000]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
0000-2-000-2H-1-00 0 0 0 0 200mg(0.75mmol)0 2-0 0 0 0 0 O O O 81mg(0-74m
mDHOODDO0DODO0DD0DO0O00D001000100000000000000000275mg(0 0
950 )0 0 0 O

Dooooo

0 H NMR (300 MHz, CDClZ) & 1.72(s, 3H), 2.36(br-s, 1H), 3.55(s, 3H), 4.35(d, 1H
), 4.43(d, 1H), 5.60(br-s, 1H), 6.38(d, 1H), 6.55(t, 1H), 6.66(d, 1H), 6.76(m, 1
H), 7.01(d, 1H), 7.80(dd, 1H), 8.34(d, 1H)

0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-000000000 -2
-000-4-(2-0000000000000-3-00)-2H-1-000000000
0000010000000 0120mg@0.32mo)J 0000000000100 020000
000000000000 09mg(00710)0000

oooooo

0 TH NMR (300 MHz, CDClZ) & 1.76(s, 3H), 3.32(br-s, 1H), 3.84(s, 3H), 4.88(d, 1H
), 6.31(d, 1HM), 6.53(d, 1H), 7.05-7.27(m, 3H), 7.43(d, 1H), 7.83(d, 1H), 8.20(dd
» 1H)

<0 0 041> (2R, 3R, 48)-6-000-3,4-0000-3-00000-2-000000000 -
2-000-4-(5-000-2-0000000000000-3-00)-2H-1-00000000
O

0@ O01) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-000000000 -2
000-4-[(5-000-2-000000000)I00]-24-1-000000000
0000000000 C2R, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-00000
0000-2-000-2H-1-00 00 0 0 100mg(0.40mmol)0 4-0 00 -2-0 00000009
9mg(0.44mmo0 00000 C0O00OD0D10001000000000000000001
50mg(0 0 950 )0 0 0 O

oooooo

0 H NMR (300 MHz, CDCl) & 1.73(s, 3H), 2.70(br-s, 1H), 3.52(s, 3H), 4.36(d, 1H
), 4.38(d, 1H), 5.87(br-s, 1H), 6.26(d, 1H), 6.49(d, 1H), 6.50(s, 1H), 6.99(d, 1
H), 7.81(dd, 1H), 8.34(d, 1H)

0(@O2) (2R, 3R, 4S)-6-000-3,4-0000-3-00000-2-000000000 -2
-000-4-(G-000-2-0000000000000-3-00)-2H-1-000000000

0000010000000 060mg(0.14mmoN)0 000000000010 00200000
000000000000 065mg(00980)0 000

000000

O *H NMR (200 MHz, CDCl3) & 1.73(s, 3H), 3.40(d, 1H), 3.88(s, 3H), 4.80(dd, 1H),
6.29(s, 1H), 6.50(d, 1H), 7.15-7.36(m, 3H), 7.80(d, 1H), 8.20(dd, 1H)

<0 0 042> (2R, 3R, 45)-6-0 00-3,4-0000-3-00000-2-([1,3]000000
-2-00)-2-000-4-(2-0000000000000-3-00)-2H-1-00000000
O

0@O1) (2R, 3R, 48)-6-0 00 -3,4-0000-3-00000-2-([1,3]000000 -2

-00)-2-000-4-[(2-000000000)I00]-2H-1-000000000
0000000000 C(2R, 3R, 4R)-6-000-3,4-0000-3,4-([1,3]000000-2-
00)-2-000 -2H-1-0 0 0 0 0 O 900mg(3.22mmol)0 2-0 0 0 0 0 O O O 352mg(3.22mmo
NDOODO0D0DO0DO00DODO0OO0OODD1000100000000000000000 965mg(0 077
0D)oaooo

Do0o0o0aQ
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O *H NMR (300 MHz, CDCl3) & 1.41(s, 3H), 3.57(br-s, 1H), 4.03(m, 6H), 4.51(d, 1H

), 5.41(s, 1H), 6.76(m, 4H), 6.95(d, 1H), 8.04(dd, 1H), 8.38(d, 1H)

O Mass : 388, 258, 190, 129, 109, 73

Oo@o?2) (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-(([1,3]J000D00OO-2
-00)-2-0004-(2-00000C0O0OODOODOO-3-00)-2H1-000OO0DDDOOO
oooboO1oooooogoOgsoomgo.7rmmoDO0O0O0DOOCOOODODIDOO20000
00000000000 0O0193mg(0 O0580)0 000

oooood

O *H NMR (300 MHz, CDCl3) & 1.55(s, 3H), 3.20(d, 1H), 4.10(m, 4H), 4.77(dd, 1H),
5.16(s, 1H), 6.40(d, 1H), 6.55(d, 1H), 7.06(t, 1H), 7.09(d, 1H), 7.13(t, 1H), 7
-42(d, 1H), 7.79(d, 1H), 8.02(dd, 1H)

0 Mass : 430, 412, 339, 190, 73

<0 0043> (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-([1,3]100000O-2-
0o0)-2-000-4-R-000000000DDOO0O0O=-3-00)-2H-1-00000000OO
Oo@o1l) 2r, 3R, 45)-6-000-3,4-0000-3-00000-2-([2,3]0 0000 -2-
ood)-2-000A4-[(2-0000DbDOoO0o0oOo)oQboOd]l-2H-1-COoOgoboooo
ooooooooooE@r, 3R, 4R)-6-0 00 -3,4-00 00 -3,4-([1,3]C 000 0O -2-0
0)-2-0 00 -2H-1-0 00 O O 0O 600mg(2.05mmo)0 2-0 00 0 0 0O O O 668mg(2.05mmol)
Jo0ooOoOo0U0oo0oDbDOO01lo0oDi1000oboDbDoOOoOoOobDoOoOoOob0Does8mg(D O 81O

yYoooao

oooooaod

O *H NMR (300 MHz, CDCl3) & 1.38(s, 3H), 1.49(d, 1H), 2.15(m, 1H), 3.95(m, 3H),

4.08(d, 1H), 4.33(m, 3H), 4.40(t, 1H), 4.79(s, 1H), 6.84(m, 4H), 6.97(d, 1H), 8.

06(dd, 1H), 8.60(d, 1H)

0 Mass : 402, 258, 190, 143, 109, 87

o@o?2 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-(1,3]u0D00O0O-2-
0o0)-2-000~4-R-000000000DDO0O0O-3-00)-2H-1-0000000C0OO0
000001 oooooggisomg(o37mmoDDO 00 0DODOOCOOOODIDOO20000
0o000oO0OO0oO0ooboOOoOO0Ogi138smg(Uds4nHooono

oooDoo

0O *H NMR (300 MHz, CDCl3) & 1.50(d, 1H), 2.04(s, 3H), 2.20(m, 1H), 3.92(m, 2H),

4.20(dd, 1H), 4.30(dd, 1H), 4.87(s, 1H), 5.32(d, 1H), 6.45(d, 1H), 6.52(d, 1H),

7.08(t, 1H), 7.23(m, 2H), 7.42(d, 1H), 7.72(d, 1H), 8.14(dd, 1H)

U Mass : 444, 426, 206, 160, 87

<0 0044> (2R, 3R, 49)-6-000-3,4-0000-3-00000-2-00000000O-2-
ood-4-(2-000D00CO0OO0O0ODOOOO-3-00)-2H-1-0OD00OO0DODOOO

O@o1l) 2R, 3R, 45)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-0000C0O0O0DOO)YYoO0OO]-2H-1-00000000OO
gooooooooDEeRr, 3R, 4R)-6-000-3,4-0000-3,4-0000-3,4-0000

-2-000000D00-2-000-2H-1-000 0 00O818mg(2-64mmoNO 2-0 000000
0289mg2.64mmoD)0 000000000 O0ODI000I00000O0O0O0OOODODODOOO
0 0833mg(0 0 750)0 0 OO

oooDoo

0 *H NMR (300 MHz, CDCl3) & 1.26(m, 6H), 1.38(s, 3H), 3.72(m, 2H), 3.89(m, 2H),

3.92(d, 1H), 4.08(s, 1H), 4.26(d, 1H), 4.40(dd, 1H), 4.57(s, 1H), 6.43(s, 1H), 6
.82-6.92(m, 5H), 8.06(dd, 1H), 8.50(d, 1H)

Oo@o?2 (2R, 3R, 45)-6-000-3,4-0000-3-00000-2-ODO0000DODO-2-

0o0o0-4--000000000O0OD0O0OO0O-3-00)-2H-1-00000000O0

000001 0oooooggz2oomg(o48mmoDO 00 0DO0OCOOODICOO20000

OooboOOoOO0oOoobOooOogi199omgmooeon)ooono
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DoooooQ
0 TH NMR (300 MHz, CDCl;) & 1.27(t, 6H), 1.55(s, 3H), 3.73(m, 3H), 3.92(m, 2H),
4.65(s, 1H), 4.88(d, 1H), 6.41(d, 1H), 6.51(d, 1H), 7.05(m, 2H), 7.22(dd, 1H), 7
.42(d, 1H), 7.79(d, 1H), 8.14(dd, 1H)

<0 0 045> (2R, 3S, 4R)-6-0 00 -3,4-0000-3-00000-2-00000000-2-
000-4-(2-0000000000000-3-00)-2H-1-000000000

0(@O1) (2R, 3S, 4R)-6-000-3,4-0000-3-00000-2-00000000-2-
000-4-[(2-000000000)000]-2H-1-000000000
0000000000 (2R, 3S, 45)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 00000 1.19(3.54mmol)0 2-0 0 0 0 O O O O 387mg(3.54mmo
DOO0DO0DO0DO0DO0O0OO0000010001000000000000000001.159(0 078

0)Yoood

0DoDoo0oo

0 *H NMR (300 MHz, CDClg) & 1.07(t, 3H), 1.24(t, 3H), 1.54(s, 3H), 3.58(m, 2H),
3.80(m, 2H), 4.03(dd, 1H), 4.16(d, 1H), 4.31(d, 1H), 4.60(m, 2H), 5.78(br-s, 1H)

6.72-6.87(m, 4H), 6.91(d, 1H), 8.08(dd, 1H), 8.42(d, 1H)

o2 (2R, 35S, 4R)-6-0 00 -3,4-0000-3-00000-2-000D00OC0O0O0O-2-
00-4--0000000000000-3-00)-2H-1-000000000
000010000000 0200mg(048mmoD0I 00 0O00ODOODOODOIO0O020000
0000000 Oo0oDOoDOi1e9mg(0 O 770)00 00O

goooo

1H NMR (300 MHz, CDCl3) & 0.84(t, 3H), 1.14(t, 3H), 1.68(s, 3H), 3.61(m, 3H),
.78(m, 1H), 3.87(m, 1H), 4.28(dd, 1H), 4.75(s, 1H), 6.33(d, 1H), 6.79(d, 1H), 7
.03(dd, 1H), 7.06(d, 1H), 7.21(dd, 1H), 7.42(d, 1H), 7.76(d, 1H), 8.16(dd, 1H)

O Mass : 460(M")

<0 0046> (2S, 3R, 49)-6-000-3,4-0000-83-00000-2-00000000O0-2-
000 -4-(2-000000DO0OO00OO0ODOO-3-00)-2H-1-0000000O00

o@o1l) (s, 3R, 49)-6-000-3,4-0000-3-00000-2-000000003-2-
000 -4-[(R-00000000O0)o0O0O]-2H-1-00000000OO
ODO00O0oo0oO0oooges, 3R, 4R)-6-000-3,4-0000-3,4-0000-2-000003
000-2-000-2H-1-0 00 0 0O 0 450mg(1.45mmo)02-0 0 000 OO O 159mg(1.45mm
(') 1 Y0 e A 1515 o [ (R
10)0000

oooooad

O H NMR (300 MHz, CDClg) & 1.07(t, 3H), 1.24(t, 3H), 1.54(s, 3H), 3.58(m, 2H),
3.80(m, 2H), 4.03(dd, 1H), 4.16(d, 1H), 4.31(d, 1H), 4.60(m, 2H), 5.78(br-s, 1H)
, 6.72-6.87(m, 4H), 6.91(d, 1H), 8.08(dd, 1H), 8.42(d, 1H)

o@o?2) (s, 3R, 49)-6-000-3,4-0000-3-00000-2-000000003-2-
0ood0-4-(-000000D000O0O0DOO-3-00)-2H-1-000000000
000001000000 00180mg0.43mmoDND 0D ODOOOODOOI0O00O20000
0000000000 DOO0OD159mg(0 0O 800)H)O D OO
0
0
3

W oOooOoooog o

goooo
14 NMR (300 MHz, CDClg) & 0.84(t, 3H), 1.14(t, 3H), 1.68(s, 3H), 3.61(m, 3H),
.78(m, 1H), 3.87(m, 1H), 4.28(dd, 1H), 4.75(s, 1H), 6.33(d, 1H), 6.79(d, 1H), 7
.03(dd, 1H), 7.06(d, 1H), 7.21(dd, 1H), 7.42(d, 1H), 7.76(d, 1H), 8.16(dd, 1H)
0 Mass : 460(M")
<0 0047> (2S, 3S, 4R)-6-0 00 -3,4-0000-83-00000-2-00000000O0-2-
000 -4-2-00000000000D00O0-3-00)-2H-1-000000000
o@ol) (s, 3s, 4R)-6-000-3,4-0000-3-00000-2-0000000O0-2-
000 -4-[(2-0 00000000 )H)0OO]-2H-1-00000D0O0DOO
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ooooooooogees, 38, 49)-6-000-3,4-0000-3,4-0000-2-00000
000-2-000-2H-1-0 0000 0 346mg(1.12mmoD)O0 2-0 0 00 0 O O O 122mg(l.12mm
ohHh0DO0DODDOO0OO0D0DD0O010 001000000000 DODO0ODO0O0000nDA4a1emg(0 O 8
o0 )0 00O

ogooooad

0 1H NMR (300 MHz, CDCIZ) & 1.26(m, 6H), 1.38(s, 3H), 3.72(m, 2H), 3.89(m, 2H),
3.92(d, 1H), 4.08(s, 1H), 4.26(d, 1H), 4.40(dd, 1H), 4.57(s, 1H), 6.43(s, 1H), 6
.82-6.92(m, 5H), 8.06(dd, 1H), 8.50(d, 1H)

o@ao?2) (s, 3s, 4R)-6-000-3,4-0000-3-00000-2-0000000O0-2-
0b0d0-4-(2-000000DO0O00O0ODOO-3-00)-2H-1-000000000
0000010000000 0i13omgdo.3immoDD 00D 0 DOODOODOOI0O0O200 00
00DO00O0O0DOooDOooDOoD12smg(d 0870 )00 OO

oooooao

0 H NMR (300 MHz, CDClg) & 1.27(t, 6H), 1.55(s, 3H), 3.73(m, 3H), 3.92(m, 2H),
4.65(s, 1H), 4.88(d, 1H), 6.41(d, 1H), 6.51(d, 1H), 7.05(m, 2H), 7.22(dd, 1H), 7
.42(d, 1H), 7.79(d, 1H), 8.14(dd, 1H)

0 Mass : 460(M%)

<O 0O0O48> (2S5, 3R, 49)-6-000-3,4-0000-3-00000-2-00000000-2-
0obod-4-(-000000D0OO0O0O0ODOO-3-00)-2H-1-000000000
00000046000 00000200mg(0.43mmo)0 00 D0DODOOOOODOI7ODODOODNO
0oo0ooooooDoooil7/mg(0 O950)0 00O

ogooooad

0 TH NMR (300 MHz, CDCIZ) & 0.84(t, 3H), 1.14(t, 3H), 1.68(s, 3H), 3.61(m, 3H),
3.78(m, 1H), 3.87(m, 1H), 4.28(dd, 1H), 4.75(s, 1H), 6.33(d, 1H), 6.79(d, 1H), 7
.03(¢dd, 1H), 7.06(d, 1H), 6.78(d,1H), 7.02-7.22(m,2H), 7.35(dd,1H)

0 Mass : 430(MY)
gododoodooodoooioooobooobooboooDo0oooo0oooo0ooODUoooDooooOoao
oooao

<gool>>xouootooboobooboooood

oooooOoOO0OO0001l0o0ooooOOoDODO0D0DU0DO0O0OoOoDOoDoOODDODDDODODO0O0DOOoOno
0000000000000 0000000 Antiischemic effects)D 000 00O0O0O0O
ooooooDoOooooog

oooooao

Oooooogo@ooo4s0g0 D DD 0D ODDDODODOODDODDODODOO) IODODOODODDOOO
000000 (Sodium pentobarbital)d 100mg/kg0 OO0 OO0 OO0 ODO0OO0OODOODOODOO
oo0l/kg O O0D0DDDODODODODODOODODOOOOODDOOOOOOOODO (cannulal PE240)
00000000000 (rodent ventilator)D OO OODOODODODODODODOODODDOOO

000000 OCannula)J 000000 0ODOODODODDOOOO0ODODOODOODODOOOd
0000 (Langendorff Apparatus) 0 0000000000 OCOCOODDDODOOOOOOO
0000000 D0O0OD 85mmHg)O O 0,950 /COo50 0 0 00003700000 (modified
Krebs-Henseleit bicarbonate buffer(d O <mM/L>:NaCl1160 KCl4.70 MgSO,1.10 KH,PO,1
.170 NaHCO0z24 .90 CaCl,2.520 0 0 00 08.3200000002.0) 0000000000
Oo00D0DDD0ODO0O0000@:1vol/vo) DO OO OO OOO (latex balloon)D 00 00O
0oo0o0o00oD0OD00000O0ooo0o0O0oo0o0DOoODO0DO0U0D0DO0DOooooDooDoODoDoOoDOoOOooOg
O O (pressure transducer)d 0 0O 0O O O 0O O (isovolumetric)d O O (Plugsys bridge am
plifier)J OO DO ODOOO (Linearcorder mark 8 WR 3500)0 0 0 000 0ODO O 150 00O
O00DO00O00000O00D0O0ODOOO (LvEDPO left ventricular enddiastolic pressure)d 5
mmHgOD 0 0 0000000000000 O0O00OOO0O0

ocooooao

0000000 (Baseline)D 0O OO0ODOODOODO (HRO heart rate)D 00O O O O (CFO cor
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onary flo)0 O OO0 0 DODDOOO0DO0ODDODODOODOODOODOOOOOODOCLVDPO left v
entricular developed pressure) D1 0 00 00O 0O O 0O (LVSPO left ventricular peak s
ystolic pressure)J 0 00O 0O 0O O O O (LVEDPO left ventricular end diastolic ptrssu
re) 0000000000 0O0O0O0DOO0OO0OD0OODOOO (cardiac output)D OO0 OO 0O
00000000004 Langendorff heart)D 00 00 O 0O O O O (cardiac performance)
000000000000 DOO0OO0OO00O0OD (Double product RPP (rate-pressure produ
ctH) )OO DODDoDEHRUODDOoDoDOO(VDP) O OO Do oooooooooooooooao
0000 (aortic cannula) D 00D 00O OO0O0O0ODOODOO (coronary flow probed O O
1.onm)OOD0OODOODODO (electromagnetic flownmeter) D OO D ODOOOODODO
OO0O0O0D00O0D0Opooyes0v/Cco 5000 00000DB0O0O3Y0 0000000000
00000000 o0oDoOO0oO0oO0oooOodago.040 dimethylsulfoxide, DMSO)O O O O O
oo0o0oo0DoDDODO0OO000O0Oo0ooOooOooODDDODO0O0DO0DOoOoooUOoDOoDODDODDODODoDOoDOg
0000000 (HRO heart rate)J 00O OO0 O (CFO coronary flow)y O 0 OO0 0O 0O OO
00000000 O0oDoDOoOoOo3000000((global ischemia) 00000 OOO (Global

ischemia) D O OO0 0D O0O0OOOOOCVEDP)OSMHgODO OO O OODODODOOOO(Min)O
OOO0ODDO(TCO time to contracture) D 0 0000 O0O0O0OOO3000000000
OO0oooDoooo(dvbP, HR, CRAHO OO O0DDODODOOODO300000D0D0OOOO0OO
000000000 Od (lactate dehydrogenase, LDH) O OO0 OO0 O0ODO0O0OO0O0O0OO
000000000000 oooODoODoDO0o0ooD1IWmoooo

oooao
OO

OO o0oood
OO0 o0ooo

178 H R L AT X 9 5 B AR 3 1

REREY XU AR ML ORI 0 5 DB AR 1 (10 1« M)
LVDP X HR! EDPz LDH4
(%) (mmHg) TTCs (G2 (unit/g)
YL 15.8 45.1 19.8 31.3
BMS-180448 67.6 16.5 27.8 17.2
Eial 1 DILEY 53.8 19.8 25.3 4.6
Eihl 2 DILEY) 57.6 29.3 24 .4 17.9
EiEh 3 DILEY 66.8 15.3 26.6 12.6
EHahl 5 DILESY 47.4 21.0 29.0 20.2
Ehah) 6 DILEY 74.3 6.3 26.7 9.6
EaH 7 DAY 59.4 23.3 25.6 21.1
Eah 9 DILEY 61.1 27.0 23.5 30.1
Ehafl 10 DILEW 54.2 36.7 24.4 17.3
Eah| 16 DILEY 79.3 13.3 26.5 na’
Ej 20 DILEY 42.0 43.3 21.3 3.9
Eah) 36 DILEW 48.4 27.3 24.9 na®
LEDERAEE X OHEK
2:3LEE R T
3 IS 75 e g i
A FLRR K REER O R R EBER
5mot assayed (HIE 219)
OoO0o0o0oo0oao

ugbdtbwgmobdobooboooboobobobooooobooboboboooooboobaonn

ooooODODOO0OO00O0O0O0oooooODODDOOO0OO0OEvDP)ODDODODODDO (Double Product
parameter, LVDPx HR) U O O OO OOODOOOODODODOOOODOO.8OOOOOO
gboobooooooobobobobooooboboobooboobooooobobobao
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OOO0O5mmHgO O 45.1mmHQ0 OO OO O0OODOOOOO0OOOOOOO(CTCOOI19.800000
ocoooooOOO0OO0oOoOoooooooDODODbOOoOoOoEDHOOooODoOODODDODOO31.8unit/

g0 00O
DoooooQ

0BMS-1804480 D 00O D DODOODDOODDOODOO(LVDPx HR)YOO OO OO O67.60000
000O00O00O0000000000(EDP)016.5mHgl 00 000000000000

OTTC027.80 000000000 C0LWHOOOD17.2unit/gl 000000000000
0000000000000 O00O00O00O00000000000

ooooon

0000000000000 0000000000000000EDPD TTCO LDHO 00 O

0000000000000 O0BMS-1804480 00D O ODDOODOODOOOOOODODOG
00160 0000000000 (LVDPx HR)DDO OO OO O 74.30 079.30 0 BMS-180448
000000000000 0000000000000000000000000000
0000000000000 O000000000000000000000000000
0000000000000 O0000000000000000000000000000
0000000000000 O000000000000000000000000000
000000000000 00000O00

<0002 000000000000000000000

000000000010 0000000000000000000000000000

0000000000000 (Antiischenic effects)0 000 000000000000
00

oooooo

OO0O0DOO0OO0OO(@soo40g0 0000 0O0DDOOOODODOOO)Y D DDOOOODODOOC
pentobarbital)d 75mg/kg0 O OO0 O0O00D0ODOOO0OO0ODOOOO0ODODOOOOODAO (trache
otomy)D OO ODOODO10mi/kgD O OO O O (stroke volume)D OO0 OO0 O0OODOOe00O
gooooodogooobooouoooogogoooboogUobooUogoDboogugbooo
00000000 o0oDoooo0oDooo0o0oooDoo0o0oo0oDooDo0ooDoDoooooDood
0000000000000 0ooodprobed)D 0000 0OCOOODODO (Homeothermic b
lanket control unit)0 0 000 O0O00DOOOCO370 00 00d0O0ODOOODOOODODDODOOO
O0D0DO0O0O0O0000d (mean arterial blood pressure)D 000 R ODODODODODOO
0000000000000 000P23XLO OO O O (Statham P23XL pressure transduce
r, Grass , 00000 QCOOODOO)YdOODOOoOoOooOoOoOooooDov/s0oOobDDOOO
0 (ECG/RATE Coupler, Hugo Sachs Electronicl , 00 0)JDOO0OOODOODOODODO
0000000 O0O0DbDOO0OO00DOoOdgdGraphtec Linearcorder WR 3310, Hugo Sachs E
lectronicO)0 000 OOO0ODOOOOOODODOOOODOOO

oooDooo

00o0oDooooooD(elye HHY OO OODODODOOOOODODODOOoODODOODOoOoDOOO
(left thoracotomy)l O 0000 D0OO0O0DO0ODODODODODDODOOODOODOODODOOO
goooooOoooobooooooooOogoooDoogUoobooUogoooDoogugbooo
goopoDoOoG-ooooo HYYooooooDbO@Guwre)DOOOooDOOoOOoDODO
(left anterior desending coronary artery, LAD) O OO O OO0OODOODOODOO
0000 (thoracic cavity) U O O OO0 O0Od0oOoOQoOOOoOoDoDOoOOoOoooooOod
OO0O00OD0OPEDOODO (PELOO, 2.5cm)d0 0 00O g0 00000D0O0O0OO
0o0o0o0ooDoooooDooooooooooan 00000 (vehicle)O O
0o0ooooooooDooooooDooagson oooooooooood
oooooBMs-1804480 0 000 DOOOOOO Oo0do.3mgzkgd 0 OO OO

OooooooQgoo
OO0 ooooogogog
OOoo0oooao
O 0Oooo
OO oo
O 0Oooo

ugoo
uboooobobobopEOb0ODO0O0OO0CODODOODO uboooobobobad
(hemostatic)J D DO O OOODODOPEDOODOODODOOODODDOOODODODOODODOO

OoooooogogQgoao

[
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000450 000000000000 000 occlusionN)D0O00O0OOO0OODODOOO
ooooeocnnDOOOOOoOgd

oooooao

00000000 o0ooDoooooo(reocclusionN) 0010000000000 ((Evans b
luve)2miD 0O 00D O0OO0OOO0DO0OOOOOOOODODDODOOODODOOODODODDODOODDODOOO
oo00o0oD0DDODO0O000U0O00ooOooOO0O0ODDDODO0DO0D0DU0DO0DO0DOoDOoDoODOoOoODoODsS06e000O00
(slice)l 00000 D0ODDODOO0OODOODO0ODODODOODODDODOOODOOOOOOD
000000000 0d (compact micro vision system) 0 0 0O 0O O O (Hi-scope)d O
Oo0O00D0oODO0OO0O0O0O0O0mage proplus) D 0000000 O0OODOOOOOOO
ooooooO0oO0oO0oo0oOooooooooDoDOoDoDUoo0oOoooooDoooDoDoOooooOg
0o0o0oo0DDoDoOD0o00000o0oo0o0o0oDDO0ODO0D0D0D0Do0Do0o0ooDoDoDoDoDoDOoOOoooOog
O000DDO0OD000000O000AAR(area at risk) 00 O0O0OOODODOOO
Oo00D0DDODO0ODO0OD0ODAROODODOOOOODDODODODODODOOOODODOODDDOOOOOZL™
OAAR(ODHOODOOO

0010

AAR(O) =(00O0OOOOAROIDOD)Y(@OOOOOOODO)x 100
0Oo0o0o0oDo0ooi1002,3,5-0 00 0000000000000 0OOTCOUOOOd
0 (2,3,5-triphenyltetrazolium chloride(TTC)phosphate buffer, 370 , pH7.4)0 15
ooo1o000000 Formalin) 00200240000 000000000000
0 O O (dehydrogenase)d 0 O O O (cofactor) O O NADHO 0 O 2,3,5-0 0 0 O
0000000 00D0DO0OO00o0oDoDoDO0oo0Do (formazan dye)J OO0 OO0
OO0O0D0DDO0O0(brick-red color)D OO ODO0DODO0DODODODODODOOODODOOO
000000000 O0o0oo2,3,5-000000000000O0OODDODODOOOOO
00000000 ooooooooao

00

oo0D2,3,5-0 0000000000000 00000OO0DDODODDODODOOOOO
00000000 0DoDoOo0Ooo0ooo0On (nfarct zoned)J OO AARDOODDOOOO
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