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énl/g0 000 O0O0CODOO0OOO0ODODUOODODOOODODODOODUOODODOOODODonDOOOOd
uygobobobooooboouooboouoobobboooobboooobbod0Udilu4 eEDHOO
ooocooboboooooooooboboboboooooooobboboooysooonOOO-1mmH
g O 0OD0DDOO0O0010.34g0 00 0O O 14.22mmol0 77.460 O 0 97.40 OHPLCO O DO DO O
a

goooooao

Oo0Oo0oood
O 0O o0Ooo
O 0Ooooo

OO0Oo0ood

OoOoo0ood

m.p.= 222 °C. "HNMR (400 MHz, CDCls, 5 (ppm): 0.56 (m, 6H), 0.92
(t, J=8.05 Hz, 9H), 0.99-1.05 (m, 2H), 1.05 (s, 3H); 1.13-1.21 (m, 2H), 1.21 (s, 3H), 1.6
(s, 1H), 1.68 (s, 3H), 1.76 (m, 1H), 1.87 (t, J=12.44 Hz, 1H), 2.01 (d, J=4 .95 Hz, 1H), 2.2
(s, 3H), 2.26-2.28 (m, 2H), 2.29 (s, 3H), 2.52 (m, 1H), 3.89 (d, J=7.06 Hz, 1H), 4.16 (d,
J=8.36 Hz, 1H), 4.3 (d, J=8.30 Hz, 1H), 4.47 (dd, J=10.20,6.84 Hz), 4.84 (bm, 1H), 4.97
(dd, J=9.41,1.56 Hz, 1H), 5.63 (d, J=7.16, 1H), 6.46 (s, 1H), 7.48 (dd, J=7.90, 7.73 Hz,
2H), 7.61 (dd, J=8.1,7.35 Hz, 1H), 8.10 (d, J=7.16Hz, 2H).
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ooooz210-000000b-y-oooooDbDDbD-10-00000-00000O0
goooano

~ How . /
23-222 C. o
~22 T e
O c{
O/me
10-DAB 10-7 v 4 = A-T-TES-10-DAS
% T B=544.59 S BETA4.91

goooooaon
goobobDi1b000000010.00g010-DABO0 DD 0O O0O0DDOO0OOODODOOODDODOO
oooobDvMAPOD O DO O OOOODDDOOOOOT7.9490 10-0 0 0 0 O O -7-TES-10-DAB
OO00e0.500095.800HPLCOODODOOO

goooogao

"HNMR (400 MHz, CDCl3) & (ppm): 0.5-0.67 (m, 6H), 0.92 (t, J=7.93
Hz, OH), 1.04 (s,3H), 1.20 (s, 3H), 1.21 (t, J=7.6 Hz, 3H), 1.6 (s, 1H), 1.68 (s, 3H), 1.81-
1.94 (m, 1H), 2.0 (d, J=4.94 Hz, 1H), 2.2 (s, 3H), 2.24-2.32 (m, 2H), 2.28 (s, 3H), 2.35-
2.59 (m, 3H), 3.9 (d, J=6.83 Hz, 1H), 4.16 (d, J=8.36 Hz, 1H), 4.29 (d, J=8.18 Hz, 1H),
4.45-4 54 (m, 1H), 4.79-4.89 (m, 1H), 4.97 (d, J=7.84 Hz, 1H), 5.63 (d, J=7.16 Hz, 1H),
6.48 (s, 1H), 7.43-7.53 (m, 2H), 7.56-7.64 (m, 1H), 8.10 (d, J=7.05, 2H).

gooodaad

ooooasd2°"-MOP-7-TES-17932
ooooao

10-cPr7-TES-10-DAB 2-MOP-7-TES-17932

OoDoooao

0 10-cPr-7-TES-10-DABO 209mgO 0.287mmol0 O O O N-cPentO-(0-MOP)-S1T3020 111mgd O
BlemmolD D00 O0DDOOCODODOODODODOSMOOCOODOODODDODOODODOODODODO-450
Oo0o0ooDo.3lemlOO0.316mmol0 0 0 0000 0O0ODODDDODODODOOOOODA4O OO
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oooDoDOoO0OmbODOOO0DO0oDOoo0oooooDbDDbOOo0oDoooooomDb 0000 o0oooao
ooobODbOO0oO0oDooi1omOH,OO0O00CO0CODODDODOO0DODOOOOOODODDODOOOOOOO
ooooboboooooooooOobobbooooooooobboboooooooobooao
gooboooobDbO0ogo2s0mgh 2°-MOP-7-TES-1793200 80.60 O O 0O 0O O
gooboand

O Ooooo

"H-NMR (400MHz, J in Hz, CDCl3): 8 (pom) 0.56 {m, 6H}, 0.91 (M, 9H),
1.12 (m, 2H), 1.15-1.28 (m, 11H), 1.34 (s, 3H), 1.42-1.78 (m, 13H), 1.89 (t, J = 12.33,
1H), 2.02 (s, 3H), 2.15 (m, 1H), 2.30 (m, 1H), 2.48-2.56 (m, 4H), 2.85 (s, 3H), 3.84 (d, J
= 7.04, 1H), 4.18 (d, J = 8.53, 1H), 4.32 (d, J = 8.53, 1H), 4.46 (dd, J = 6.69, 10.58, 1H),
4.55 (s, TH), 4.96 (m, 2H), 5.47 (m, 1H), 5.54 (d, J = 7.02, 1H), 6.21 (t, J = 9.08, 1H),
6.46 (s, 1H), 6.97 (m, 2H), 7.22 (dd, J = 2.32, 3.90, 1H), 7.51 (m, 2H), 7.61 (m, 1H),
8.12(d, J = 7.09, 2H).
Ooo00o0ooOoao

000040 2"MOP-7-TES-18926
goooao

o LHMDS O\ /”\
N { THF, HF. 45 °C

L “OMOP
8
0 >_ C‘s
é

10-Pr-7-TES-10-DAB > MOP-7-TES-18996

gooodaad
O 10-Pr-7-TES-10-DABO 7.72g0 10.81mmoll O O O N-cPentO-(0-MOP)-S1T3020 4.59g0 12
O8mmol0 DO O0DODODDDOOOOOOYOmMLD DO OO -4500 0 12.97mLO 12.97mmol O

gooboboooooboboooooboooboobooboil.socoooboboooobsmoobononad
oooooODbOO0OO0oDOoooooosomlOH0O050mL0 00 00000OO0O0OD0OOAOSoOmLO O 0O
goooooooboogvvoomO0gobobooobbooooobbooobbooooobnob
ocooocooooooDOoooooOov/Z00bDO0O0101000z200ML0 0000 O0ODODOO
OcoOOoo0Oo0ooO0oo0oDbDOoooDOobOO0oOoDbDOooODbD1s.08g0 0 0O0DODODDODODOOODOVZO
oobb0Oi10100000o0oo0oo0o0DbDbo9.6egd 2°-MOP-7-TES-189260 0 O O OO 0O 8300 0O
goooao

gooodaad

"H-NMR (400MHz, J in Hz, CDCls), & (ppm): 0.57 (m, 6H), 0.90 (m,
9H), 1.19-1.70 (m, 27H), 1.89 (t, J = 12.66, 1H), 2.03 (s, 3H), 2.16 (M, 1H), 2.29 (M
H), 2.38-2.56 (m, 6H), 2.85 (s, 3H), 3.84 (d, J = 6.99, 1H), 4.18 (d, J = 8.46, 1H), 4.32
(d, J=8.46,1H),4.47 (dd, J=  6.85, 10.60, TH), 4.56 (s, 1H), 4.96 (m, 2H), 5.48 (m
1H), 5.55 (d, J = 8.60, 1H), 5.70 (d, J = 7.01, 1H), 6.20 (t, J = 9.09, 1H), .47 (s, 1H),
6.97 (m, 2H), 7.22 (d, J = 4.21, 1H), 7.51 (m, 2H), 7.61 (m, 1H), 8.22 (d, J = 7.63, 2H).
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ooooonoD
Ooooanobsd2%-MOP-7-TES-18365
ooooDao

9 THF
JL o Lips
o 4

u)S
* C\ ~3 i [

2-MOP-T7-TES- 18365
4 K =T26.92 2 F E=338.41 4 7 &=10686.33

goooooaon

gl10-00000000D0O0O0O0O-7-TES-10-DABO 8.00g0 11.00mmol O O O O THFO O
ooocoboDbOOoO0ooooooo.asMis4a./mliODODOO0O0OooooOoooOoODDbDOOOOOaGnO-45
ocobofdl1.40001oM00D00D0O0@ODODOODODODODOODODO?2.10g0 12.55mmol /TH
FOOOOoobDioo1s0o0o0o0oo0oobbogooob-450045000000000000D0 -4
50 0 0 1.140 O O N-cBoc-(0-MOP)-SI1T3020 4.26g0 12.55mmold O O O O O 50 100 O O
ooooobObO-500-100000000TLCO203 EOHO OO ODOODODDODOOOOOORO
g3ooooooooobosmbb000o0boo0ooobbooobbo00odaDbasomen
cooocosomiDOOCDOOSBOMLOOO0OOCDOOODODOOOODODODOOCODODOOODO
ooocoobbooooouooobo1d4.7yegb 000D bO0O0O0O0O0O102.5ED0H
obilgooooooOobobboooooooobbboboooooooobbboooooonnb
OD011.65g0 0000 00CO0OO0OCOOIPADSMIZ/g 100 DD ODDODODOOCODODOODODO
ocooocoooO0ooDO0ooo.mmHD O ODOODOOODOODOOOD10.51g0 9.86mmold 89.
eo0 0 O 4OQOaO

goooogao

"HNMR (400 MHz, CDCls 8 (ppm): 0.47-0.64 {m, 6H), 0.83-0.97 (m
2H), 0.91 {t, J=7.9 Hz), 1.14-1.26 (m,2H), 1.2 (s, 3H), 1.22 (s, 3H), 1.24 (s, 3H), 1.35 (s,
3H), 1.37-1.49 (m, 1H), 1.67 (s, 1H), 1.69 (s, 3H), 1.71-1.79 (m, 1H), 1.84-1.94 (m, 1H),
1.94-2.05 (m, 2H), 2.02 (s,3H), 2.08-2.41 (m, 5H), 2.47 (s, 3H), 2.84 (s, 3H), 3.84 (d,
J=7.16 Hz, 1H), 4.19 (d, J=8.53 Hz, 1H), 4.31 (d, J=8.53 Hz,1H), 4.42-4.50 (m, 1H),
4.56 (d, J=2.78 Hz, 1H), 4.75-4.85 (m, 1H), 4.96 (d, J=9.18 Hz, 1H), 5.46 (bd, J=7.25

Hz, 1H), 5.59 (bd, J=8.12 Hz, 1H), 5.69 (d, J=7.05 Hz, 1H), 6.16-6.25 (m, 1H), 6.46 (s,
H), 6.95-7.0 (m, 2H), 7.22 (dd, J=4.38, 2.04 Hz, 1H), 7.48-7.54 (m, 2H), 7.59-7.64 (m,

1H), 8.1-8.15 (m, 2H).
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D\ TH{: oS¢
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2-MOP-7-TES- 18244

10-Pr7-TES-10-DAB
57 & =7 14.21 4 B=3349.41 & 7 B=1084.32

goocowmMbso OO DOOO0OO0OO0O0O0O00OZ2"-MOP-7-TES-192440 0O 10-0 0 0 0O O O -7-TES
-10-DABO O O N-cBoc-(O-MOP)-SIT3020 O O O 0O O O
oooooao

"HNMR (400 MHz, CDCI3), § {ppm): 0.49-0.66 (m, 6H), 0.92 (t, J=7.9
Hz, 9H), 1.15-1.28 (m, 11H), 1.35 (s, 3H), 1.37-1.49 (m, 1H), 1.58-1.76 (m, 5H), 1.83-
1.95 (m, 1H), 1.95-2.08 (5H), 2.08-2.26 (m, 3H), 2.26-2.46 (m, 2H), 2.47 (s, 3H), 2.86
(s, 3H), 3.85 (d, J=6.82 Hz, 1H), 4.19 (d, J=8.53 Hz, 1H), 4.31 (d, J=8.53 Hz, 1H), 4.44-
4.52 (m, 1H), 4.56 (d, J=2.9 Hz, 1H), 4.75-4.86 (m, 1H), 4.94 (d, J=9.36 Hz, 1H), 5.46
(bd, J=8.0 Hz, 1H), 5.57 (bd, J=8.58 Hz, 1H), 5.69 (d, J=7.16 Hz, 1H), 6.15-6.25 (m,
1H), 6.47 (s, 1H), 6.96-6.98 (m, 2H), 7.22 (dd, J=3.7, 3.0 Hz, 1H), 7.48-7.54 (m, 2H),
7.58-7.64 (m,1H), 8.10-8.14 (m, 2H).
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goooao
8
QX @
H

2-MOP-7-TES-18926
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m.p: 213 °C; "H-NMR (400MHz, J in Hz, CDCls), 5 (ppm): 1.16 (s, 3H),
124 (4, J =7.50 , 3H), 1.27 (s, 3H), 1.43-1.77 (m, 12H), 1.86-1.92 (m, 4H), 2.26 - 2.39
(m, 5H), 2.45-2.61 (m, 4H), 3.37 (d, J = 5.29, 1H), 3.82 (d, J = 7.16 ,1H), 4.48 (d, J =
8.7, 1H), 4.30 (d, J = 8.36, 1H), 4.42 (m, 1H), 4.66 (dd, J = 2.22, 5.29, 1H), 4.95 (m,
2H), 5.35 (d, J = 9.98, 1H), 5.54 (d, J = 8.87, 1H), 5.67 (d, J = 7.17, 1H), .27 (t, J =
9.04, 1H), 6.31 (s, 1H), 7.01 (dd, J = 3.59, 5.09, 1H), 7.10 (d, J = 3.41, 1H), 7.28 (dd, J

=1.19, 511, 1H), 7.51 (m, 2H), 7.61 (m, 1H), 8.13 (d, J = 7.34, 2H).
0 CusHssNO,sSO0 000000 C 61.280H 6.290 000 C 61.130H 6.40
O [a 150°=-56.4° O C=10 MeOHO

ooo0o0ogadg
Oooo00s80o0OOnQ 17932
OoO000a0o
5. .2 S‘“
. h y
0.2 N HCI Q h
O\O)LN < Q:‘ e O\OJLN ]
: ACN, 2 1
: 17932
2 MOP-7-TES-17932 CaeHesNO 455

4y 7B 893,99
0000000000000 250mgd 2°-MOP-7-TES-179320 0.2M HCl/O O O OO OO0 O
00000000000 179320 155mgd O O O O
Oooo0oao

m.p: 165-167 °C; 'H-NMR (400MHz, CDCls), 8 (ppm) 0.98-1.03 {m,
2H), 1.12-1.17 (m, 5H), 1.28 (s, 3H), 1.44-1.91 (m, 17H), 2.26-2.39 (m, 5H), 2.50-2.58
(m, 2H), 3.38 (d, J = 5.28, 1H), 3.81 (d, J = 6.99, 1H), 4.18 (d, J = 8.53,1H), 4.30 (d, J =
8.36, 1H), 4.40 (m, 1H), 4.65 (dd, J = 2.22, 5.29, 1H), 4.94 (m, 2H), 5.36 (d, J = 9.28,
1H), 5.54 (d, J = 8.18, 1H), 5.67 (d, J = 6.99, 1H), 6.27 {t, J = 8.87, 1H), 6.30 (s, 1H),
7.02 (dd, J = 3.59, 5.11, 1H), 7.10 (d, J = 3.41, 1H), 7.29 (dd, J = 1.19, 5.11, 1H), 7.51
(m, 2H), 7.59 (m, 1H), 8.12 (d, J = 7.34,2H).

0 CaeHssN0,sSO0 000000 C 61.800H 6.220 000 C 61.610 H 6.29
0 [0 Jo0°=-47.6° O C=10 MeOHO

Do0000D0
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Doooo
oS~
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T e N
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4 F B =1066.33 ' 4y ¥ B =879.97

gooocooao

Oo0oo0oo0DDbOO0O0O000OD0D10.51g0 9.86mmold O 2*-MOP-7-TES-183650 0.2M HCI1/0O O
ocooocoooO0oooDOooogoooooOooos.8d11.7/m/g0 00 0O0D0OO0ODOOBS.08g

0000183650 97.090 O HPLCO O O O O O
oooooDaD

m.p.=231 °C. "HNMR (400 MHz, CDCl3) § (ppm) : 0.94-1.08 (m, 2H),
1.09-1.15 (m, 2H), 1.17 (s, 3H), 1.28 (s, 3H), 1.32-1.45 (m,1H), 1.68 (s, 3H), 1.70 (s,
1H), 1.75-1.83 (m, 1H), 1.85 (s, 3H), 1.86-2.05 (m, 3H), 2.06-2.16 (bm 1H), 2.16-2.31
(m, 2H), 2.31-2.37 (m,1H), 2.39 (s,3H), 2.49-2.55 (m, 1H), 2.56 (d, J=3.75 Hz, 1H), 3.41
(d, J=5.11Hz, 1H), 3.82 (d, J=7.16Hz, 1H), 4.19 (d, J=8.52 Hz, 1H), 4.3 (d, J=8.52 Hz,
1H), 4.37-4.46 (m, 1H), 4.67 (dd, J=5.24,2.13 Hz,1H), 4.75-4.87 (m, 1H), 4.94 (bd,
J=10.59,1.56 Hz, 1H), 5.43 (d, J=9.72 Hz, 1H), 5.53 (d, J=9.38 Hz, 1H), 5.66 (d, J=7.16
Hz, 1H), 6.27 (m, 1H), 6.29 (s, 1H), 7.02 (dd, J=5.19,3.59 Hz, 1H), 7.10 (d, J=3.41
Hz,1H), 7.3 (dd, J=5.19,1.19 Hz, 1H), 7.52 (dd, J=8.03,7.68 Hz, 2H), 7.63 (dd, J=8.08,

7.34 Hz, 1H), 8.14 (d,J=7.5 Hz, 2H).

oooooao
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G.2MHC!
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4y F B =1054.32
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goooogao
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0O 6.57mmold 650 O O O O O 192440 0 97.590 O HPLCO O O O O O
ooocooao

"HNMR (400 MHz, CDCla) 8 (ppm): 1.16 (s, 3H), 1.24 (t, J=7.60 Hz,
3H), 1.27 (s, 3H), 1.32-1.46 (m, 1H), 1.65 (m, 1H), 1.68 (s, 3H), 1.70 (s,1H), 1.87-2.05
(m, 3H), 2.12 (b, 1H), 2.16-2.31 (m, 2H), 2.31-2.38 (m, 1H), 2.39 (s, 3H), 2.44-2.65
(m, 4H), 3.41 (d, J=5.28 Hz, 1H), 3.81 (d, J=6.99 Hz, 1H), 4.19 (d, J=8.52Hz, 1H), 4.30
(d, J=8.52 Hz, 1H), 4.38-4.47 (m, 1H), 4.66 (dd, J=5.27, 2.15 Hz, 1H), 4.8 (bm, J=7.4
Hz, 1H), 4.94 (bd, J=9.78, 1.54 Hz, 1H), 5.42 (d, J=9.56 Hz, 1H), 5.53 (d, J=9.22 Hz,
1H), 5.66 (d, J=7.16 Hz, 1H), 6.26 6.30 (s,1H), 7.03 (dd, J=5.18, 3.42 Hz, 1H), 7.10 (d,
J=3.58 Hz,1H), 7.30 (dd, J=5.14, 1.2 Hz, 1H), 7.52 (dd, J=8.17,7.61 Hz, 2H), 7.63 (dd,
J=8.1,7.43 Hz, 1H), 8.12 (d, J=7.50).
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oooo032g01.1mol000000DOO0OOCDODOOODODODODDOODODODODOODDODO
oooboob480000000O0CODODODOO0OO0OOOODODDODOOOOOOOOOGDRDOTMSC
10 108.16g0 1.00 0 00 O00O0O0DODO0OOCDODOODOOsSoOmMmLOO0DOOOCDODODOOODODOO
gogooooooboobooogogoboooboboboooobboooobbooobbosoomed
oooooboboOoboooobo4ooboobobbbooooooobbboooooodnb
ooooco0oooO0oDO0oob0oOOobO0oOoDbDOobb214 5000000000 -ODODOO
go)-siT3o20 0 0o oooooooooo

gooooaad

('H-NMR
(400MHz, CDCIs) ppm: 0.0 (s, 3H), 0.17 ppm (s,3H), 4.94 (d, J=5.0 Hz, 1H), 5.06 (d,
J=5.0 Hz, 1H), 6.95 (dd, J=3.68, 4.91, 1H), 7.03 (dd, J= 3.68, 1.15 Hz, 1H), 7.32 {dd,
4.91, 1.15 Hz, 1H)).
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ocooocooo01wWooOoooooUoooDOooOoORfOoO.200DO0CODODODODOODDODODO
ooocoooboo0o122./ymlt000000DbOO0OO0O0OO0OO0OOOOODDODODODODOOOOOOODOO
goooobobOoOooosocoml0 D DooooobObbob0oOooooo4000b000O0000O0
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ooocooODbOOO0O0ooooooobDbOv4.5g0440 000 00SIT30200 0002000
ooocobODDbOO000o0ooan

gooooao

mp: 125-128 °C, "H-NMR (400MHz, CDCls), & (ppm): 2.27 (d, 9.74 Hz,
1H), 5.10 (m, 1H), 5.17 (d, 4.92 Hz, 1H), 6.23 (bm, 1H), 7.10 {(om, 2H), 7.37 (dd, 1.71,
4.50 Hz, 1H). | |
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[a]p™ = +120 (MeOH, 1.2), mp: 168-171 °C. ‘H-NMR (400MHz, CDCl3)
§ (ppm): 2.27 (d, 9.74 Hz, 1H), 5.10 (m, 1H), 5.17 (d, 4.92 Hz, 1H), 6.23 (bm, 1H), 7.10
(om, 2H), 7.37 (dd, 1.71, 4.50 Hz, 1H).
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m.p: 99 °C; "H-NMR (400MHz, J in Hz, CDCI3):  (ppm): 1.05 (s, 3H),
1.34 (s, 3H), 1.50-1.81 (m, 8H), 3.18 (s, 3H), 5.15 (m, 1H), 5.22 (d, J = 5.63, 1H), 5.37

(d, J = 5.63, TH), 7.01 (dd, J = 3.58, 5.11, 1H), 7.14 (d, J = 0.68, 1H), 7.35 (dd, J = 0.69,
4.94, 1H); alp® = +6.8° (C = 1, MeOH).
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m.p.=71 °C. alp® = + 14.7 (C=1,MeOH). "HNMR (400 MHz, CDCl3), §

(ppm) : 1.06 (s, 3H), 1.34 (s, 3H), 1.54-1.64 (m, 2H), 1.73-1.81 (m, 1H), 2.0-2.18 (m,
2H), 2.32 (m, 2H), 3.18 (s, 3H), 4.99 (dt, J=7.53 Hz, 1H), 5.25 (d, J=5.68 Hz, 1H),
5.38(d, J=5.88 Hz, 1H),7.03 (dd, J=3.54, 5.24 Hz, 1H), 7.16 (dd, J=0.95, 3.60 Hz, 1H),
7.34 (dd, J=0.92, 5.06 Hz, 1H).
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Box No. 11 Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

1. Claims Nos.: 43~71
because they relate to subject matter not required to be searched by this Authority, namely:
Claims 43-71 pertain to methods for treatment of the human by therapy, and thus relate to subject matter which this
Internaticnal Searching Autherity is net required, under Article 17(2Xa)i) of the PCT and Rule 35.1(iv) of the Regulations
under PCT, to search.

2. I:l Claims Nos.:
because they relate to parts of the intemational application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. [X] Claims Nos.: 7,8, 17,18
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. ITI  Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:
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