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oon Az H,0 0 0.1 % HCOOH; B: DO OODDOODOO.1 % HCOOH
ao: MS: ODODOOOOOODod
ooaoao: 100 - 1200 m/z
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ooaoao: 100 - 800 m/z
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00000000000 000000D00A-4a (HPLC-MS: tree = 1.24 O ; MS (M-H)* =
346) J0O0O00OOO0OOOOOOOOOOOOOO

d) 4-(4-000-5-000000000-00000-2-00000)-3-0000-N-(1-0
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95 0000)0000000000000MeOH 100 mL 000 10
mg, 10 %000) 00000000000 000OH, 00000

240 000000000000000000000000000
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) N-((1R,28)-2-00000-0000-1-00)-000000 (B-1b)

o MeOH
B-2a

oooooao
0oo0O0OB-2a (1.549, 5
OooopPdo OO (250
goOooooooooao
goooooooooao
poooooooooao
ooooao
QH
~~NH, o O
oooooa

OH 4
“wN_O
s AL — 8 T
20

B-1b
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ocooooooOoOoOoO0ogd @.27mL, 1340000)00000000D0DDO00O00O00O00OO
ugbdoodooouobouobuoboboobooouobuobobobooboboobouobuobobada
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gboooooooobgnb

K) (1R,28)-1-0000000-0000-2-00 000000000 (B-2b) 30
ugbooaod
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0000000000 (
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00000000000
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13.39 0000) ODCM 100 MO OO D DO0O0O00D0O00000
5.60mL, 40.2 00 00) 00000000000000 (1.56
0000000000000 0000000000000000
DO0ODEtOAc 000000000 0MgS0, 0000000000
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’/S\
" O 4
MNW?O NaN; 7¢0
DMF, 60 °C
B-2b B-3b
OoO0o0og0ogaod

00O00OB-2b (3.50 g, 12.99 000 0) ODMF 73 mL OO0 000 ONaNg (2.54 g, 38
.99 0000)00000600000000000000O0016000000000000
00000000000000000500m0000NaHCO, 0050mL 0000000
000003000000000000000000000000000O00B-3b (HPLC-MS:
thee = 1.11 0; MS (MHH)* = 217)0 0000000000000 0000000

m) N-((1R,2R)-2-0 00 -0000-1-00)-000000 (B-4b)

00000
Ns H NH, 4
‘\‘NTO PdfC, H, “‘N\fo
EtOH
B-3b B-4b

000

0B-3b (1.89 g, 8.74 0000) 000000000000 0ELOH 200 mL OO
OOPIOOO (200mg, 10 %0 00) 00000000000 O000H, 0000
0000000000000 0000000000000000000000000
000000000 OB-4b (HPLC-MS: tree. = 0.19 O ; MS (M+H)™ = 191) O O
0000000000000 O0000

n) 4-[4-((1R,2R)-1-0 0 0 0000-0000-2-00000)-5-000000000-0
D000-2-00000]7-3-0000-N-1-000-00000-4-00)-000000 (1
-1

Doooo

O Ooo0oooo
O 0Ooo0oooao
O 0Oooo

|
NN NH, N

N H
oY §

NH TO DIPEA, EtOH NH
+
e O

NH NH

A-5a B-4b -1

000000

0O0O00A-5a (70 mg, 0.16 00 O00) OON-((IR,2R)-2-0 00 -00 00 -1-0 0 )-O
00000 (B-4b) (33 mg, 0.17 0O OO ) OEtOH 700 p L 00O O 0O O O DIPEA (104
plL,0.630000)000007500000000000000000000000
0000000000000 0000000000O000O0DMF 00000000 HPLCO
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0000000 1-1 (HPLC-MS: tge, = 1.82 0 ; MS (M+H)* = 598)0 00000000
00000000

0) 4-[4-((1R,2R)-1-0 0 0 00000000-0000-2-00000)-5-000000
D00-00000-2-000007-3-0000-0000 (1-2)

ooo0ogano
F__F
F F
A cl
. Ns_N NH, H 7
oY N_ O DIPEA. EtOH N« N
NH 'o”?/ ' ~OY
0
0
OH
OH
A-a B-5a -2
OoOo0ogoogaod

0000A-4a (307 mg, 0.88 0O DO O) OON-((IR,2R)-2-0 00 -00 00O -1-0 0 )-0
000000000 B-5a (200 mg, 0.88 0 OO0 ) OEtOH 5 mL OO0 00O O O DIPEA
(1.13nmL, 2.65 0000) 00000700 00000000000000000000
0000000000000 O0000000C0O0O000000ODMFOOO0O0OOOHP
LCOOOO0DO0DOI-2 (HPLC-MS: tree. = 1.42 0 ; MS (M+H)* = 538) 00 00 O O
0DO000O0o0O0O0oO0

P N-(2-0000000-000)-4-[4-((1R,2R)-1-00000000000-0000-2
-00000)-5-000000000-00000-2-000007-3-0000-00000

0 (1-3)
Oooo0ogao
F__F
F._F NOR-¢
FH H_ /,0 N/ ||\| i C;’\
] NH oY
~~ No N J/ 2 TBTU, DIPEA NH
oY + oo
NH TTJ DMF, RT o)
o NH
OH - J/
N

-2 | I3
Ooooogood
000000 1-2 (70mg, 0.13 0000) OO TBTU (42 mg, 0.13 0O 0 0) ODMF (5
OOp L) OODODDODODIPEA (74 L, 043 0000)0000000O0DO0ODOODOOO
go0i1s000o0ocgogooao Nl,Nl—D oooooo-1,2-0000 (15 mg, 0.15 00O
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