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e Z, ZzzgdIEd YA delH =, y g YA DA H =,
16-gxgerFeAdoa =, ZFPAddgIeAdel s, 2,2-tHzRY =g deldH E,
1,3,5,6-HEZZ A L-2,4-A] L, NNN' N'-HEZGZHA D-n-Ard dic]oldl, 1,3-H] =N N-t] 22| A Lo}
HiedEDAIZF 2, N NN N -HEgGZA D4, 4" -Hopet]ddr e, 3-(N-LF-N-ZF| A D)otz
EYWEAATE, -(NN-gZFYA D)ol -z 2 deduEAATd 52 5 5 Q. LS B [ i i o
5 95 o7l falA, 2,2'-H|~4-8to]| EE A3 5-Hsto| EEA MY D) T2, HEZ(HSAHE )R] 2~
HE 59 v IFES Hrhe= " ol 3}FES AFEEE Ao, A wiEAdd FHEE T

Aol 3 100 Aol Yol 0.1 ~ 30 AHF ol vhFAsL, Wk vgrAsAE 1 ~ 20 Aol

I

Ry

&,

| e e =
| e e =

<olg gt

N WA S LEsE Vo RE Fo] & vHo]
olag 7|¥olyt EE|FROE V% Fo ZupaY V)%

Tin Oxide) A5 S°] FAdd 7|HE AMESHE 3o ZR2A|A9 7HA
N FA] A ME HEHY yjdolghd A& oy 59 EFEE

ATe AFE B FL wAE ARE AEF Ak

o Al mx P 5w BgEA @AW, FPAoRE, A3 A, oxA A, BYx Q4 =
L QI Som AAse el Aurdeld TRt BE wHoRt, Wy, ® oY, &3

R (H94) & 28 59 7149
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=
o
2
i
N
)
ox
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1
M
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¢ o
K3
rlr
59
il
=
o

m
ilied
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rit
ol
to

[z
b
rlr

-

= o}, 24 $9 A W] FAs, AYAA FASH A EA
2AFe] &Ml AE WHolaA EEsixar, AUXA gkew A FA] Axle] AEAo] AHE AU doem=,
kg s A= 5 ~ 300 mm, B ¥lgA A= 10 ~ 100 nm ©] T},

woagel 24 W gl g EA 24, ST HTES FHE Y Mgrel RAY Jne e
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[0280]

[0281]
[0282]

[0283]

[0284]
[0285]

[0286]

[0287]
[0288]
[0289]
[0290]
[0291]
[0292]

[0293]

C7H15
‘\/‘ﬁﬁ/
O/k///
f%

HoN7 7 "NH,
PCH7 :
[3}3+2] 51]

. /[:j\]/c7H,5

0)
A

l

HoN~ >~ “NH;

[3}sh4) 52]

BCS @ pEARER
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[0294] [3}3}4] 53]
0 =
\]/lo/\V/\v/\JD—<:;}*<:;?—\;JP
\
on
RM1

&} — —
\n)k O/\,/\/\,/\/O“C‘/‘C ,>—\ \_{0
RM2 O

(o}

Iaaaaave
\\’//WI' _OH

RM3 (o]
(0]

WJ\OWO ™
[ AN '/// OH
RM4 ,\g

o) — — 0
O/\/\/\/O ’Q"{W
. \— OH
RM5

RM6B 0
H T N\ /\\//\/\OJ
~ \"ﬂ\/“\/ ~AOT NSO
0
RM7
[0295]
[0296] <3 1>
[0297] 44 shskE [RM1] 9 34
[0298] [sh8t4) 54]
Br PA({OAC);, Plo-Tol)z, o HO(CH2)6CI, a J(
Bu;N, DMAC ) K3€05, KI, DMF >0
Aok S o™
HO HO O HO A~ 0
[A] [B1 [cl [D)
o
;e]er:a_‘j"«y;loylchloride, O S o,‘( I O 2 oH
—_— — —
)\rro\/\/\/\o O )\(0\/\/\/‘0 O
o [E] ‘ © RM1:
[0299]
[0300] 3 0 4 F ZepEAd 4-BRE-4-Ffo]=EA M [A] (150 g, 0.60 mol), of=ZHAttert-Fd [B] (162 g,

1.3 ml), oFAIEAMZZE (2.7 g, 12 mml), EZ(o-EE)XE2=T (7.3 g, 24 mml), EFHolwl (334 g, 1.8
A

ml), N N-tju[dopAEctuj= (o]s}, DMAc = A=) (750 g) & H7kstar, 100 T oA 7kE iy
Akl HPLC 2 wbg 45 AAsta, ws F55 49 5, whe §0S A2 Fo7bA ¥4A7]1a
LM @A 89 1.8 ¢ & HUT). A7Vl oA EAE (1 ¢) & FH7beta, &9 24
sHlTt. F715% 10 % A2 F84 1 ¢ = 2 3], ¥3} A 1 ¢ 23 3] AAT §, {5713
adlgor ARARY 15, o3, oo E s S AATeEM, edd e, 39
= [C] & 174 g A3 (78 98 %).

_33_



[0301]

315 [C] 9 A7) 9 (MR) 9 =4 At o)akel 2ttt
TH—NMR (400MHz, DMSO—d6, Sppm) :9. 68 (1
s), 7. 72 (2H, d), 7. 63 (2H, d), 7. 59—7.
[0302] 55 (9H, m), 6. 87 —6. 85 (2H, m), 1. 44 (9H, s).
[0303] WAYE 28, wek QS FuE 2 4 F STl Ao 9L FIE [C] (174 g, 0.59 ml), 6-F
22-1-92F% (96.7 g, 0.71 ml), BHAFZE (163 g, 1.2 m), 8.2 =8F (9.8 g, 59 mml), NN-UHEHEE
olm|= (o]&}, DMF = A=) (1600 g) = F7Fslar, 80 T oA 7}E wwrs A3 HPLC = ¥kg 3
e AN L, WS Fg2 el T ouks RS AL Rz YzhaAz|a, Wk g FHe 2 ¢ B 3
AEs S 3 B 5 e /SHFE (1 1) £ Ba, gA] o3 B2Esd Ao
A aAE G AdxzAPe2ZHN, SFE D] & 221 ¢ AT (& 95 %).
[0304] 3158 (D] 9 ;A7) &+ (MR) 9 =4 At olgkel 2ottt
'"H-NMR(400MHz, CDCl,, Sppm):7. 61(1H, d)
, 7. 56—7. 52(6H, m), 6. 98—6. 95(2H, m), 6. 3
8(1H, d), 4. 02(2H, t), 3. 67(2H, t), 1. 84—1,
[0305] 44(17H, m).
[0306] 30 4 F Z8raTo A7 & 3E [D] (221 g, 0.56 ml), Eodoelql (67.7 g, 0.67 ml), HE®}
slo|=&3F (o], THF & AJeF) (1800 g) & #H7lsta, whg &N wWzka| T, 7710 WEelmagAER
gho]= (70.0 g, 0.67 mml) ] THF (200 g) & WHF &7 10 C & Z3skA @A FoshuA
A3ttt Aol FHE T, ks SN8 23 T 2 tal FUE vSS A HPLC 2 Wke 33
S AAEta, v F85E g9 5 uke g FHF 6 (= Fa, oA EAE 2 ¢ = HUlsta, B
z2o R $5S AATSY. a3, b TS E e 1M A A X3} AAFE 3 F7
& AAsS A, fF715S ntadig e AzAAY I %, A3, oY elEHE &vlE SF/F AAS
o ZE (MY & I}, Aojzl 2ES 2-=29E (o]8), IPA = AEF) 100 g o= MAs}ta, o7, 7
ZAFo 27, FFE [E] & 127 ¢ AT (5% 49 %)
[0307] 31eE [E] 9 A7) &9 (MR) 9 =4 At o)gkel 2ot
TH—NMR(400OMHz, DMSO—d6, §ppm): 7. 73(2H
, d), 7. 70—7. 63(4H, m), 7. 58(1H, d), 7. 02—7
O0(2H, m), 6. 53(1H, d), 6. 03—=6, 02(1H, m),
5. 67—5. 66(1H,m),4. 11(2H,t), 4. 00(2H, t), 1
88—1. 87(3H, m), 1. 79—1. 25(1 7H, m).
[0308]
[0309] 1 ¢ 4 F Z2gaTd AV 4 38E [E] (81 g, 0.17 ml), ES4F (400 g) &
7t ks A A et HPLC 2 Wb F28 AAsta, vs T35 30 F b
2 Bo] oty dojx uAES e 200 ¢ o2 AASIL, nAE ARAAoEHN =
S 56 g AT (& 79 %).

ZIHSd 10-2016-0067156
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[0310]

[0311]
[0312]
[0313]

[0314]

[0315]
[0316]

[0317]

[0318]
[0319]
[0320]

[0321]

[0322]
[0323]

ZIHSd 10-2016-0067156

[y

S8 sEE [Ru1] o A7) & (NWR) o] 54 Aab= olskel &ttt

"H—NMR(400MHz,CDC 1l 8ppm) :7. 81(1TH, d)
,7. 60(4H, s),7. 55(2H, d), 6. 97(2H, d), 6. 4

7(2H, d), 6. 11—-6. 10(1H, m) ,5, 56—5. 52(1H,
m), 4. 17(2H, t), 4. 00(2H, t), 1. 95—1, 94(2
H, m), 1. 85—1, 82(3H, m), 1. 756—1. 71(2H, m
), 1. 656—=1, 48(4H, m).

@ = oo :fc(g:zzf'ém o’|< ;:ﬁ‘af‘:\guvl chioride,
B . = + P
" O tel " ¢ O [F]
o 0
@ = °k HCO,H O o
A0 O 0 e
° [G1 ° [RM2]

S84 FE [RML] 9 F7HAI9 335 [D] & AT o 2183 -F22-1-312 S -Fr2-1-di2=
WS A ol9ol= AAd 1 3 5d3 S A, T34 sgtE [RM2] & 40.82 g €A

FE4 SEE [R2] o 93] T MR) o 54 Ak olaksh R,
'"H-NMR(400MHz,DMSC~d6,8ppm):7. 70—7, 5
6(7H, m), 6.97(2H, d), 6. 51(1H, d), 5. 98(1H,
s), 5. 62(1H, s), 4, 04(2H, t), 3, 94(2H, t), 1.
83(3H, s), 1. 70—1. 10(12H).

. PA(OAC),, P(o-Tol)y, o :0‘:(5":.)(6[06” o
3 o] nPryN, DMAC NS 2003, KL,
WO Sk = - AT T > TS oK
Ho HO A ~™o
[H] B8] (1] )]
o
Methacryloy! chioride, 4 k X
Et3N, THF o HOOH ° on
——— )\n«"x/\/\/\ I ")\n' ~ N0
(2]
° (K] ° [RM3]

2 0 47 Fgaad 6-HERE-2-UZE [H] (150 g, 672 md), ot HAttert-%& [B] (103.4 g, 807 mmd),
oL EAZEE (3.02 g, 13.5 mmol), EZ(o-EH)¥ 23 (8.19 g, 26.9 mmol), EZ]ZZHolyl (289.0 g, 2.02
mol), DMAc (700 g) & H7}ela, 100 T oA 7bd mwuks A s3I, HPLC 2 Whg F2& AAsta, jF
S TEE I F, g S A2 FI/A WAL, 1N gak 899 3 ¢ o FAT A7Nel oFA

o o
Edeld (2 1) & A, Bl 2oz £5& AANAY. #7152 10 % Q4 FEA 1 0 2 2

32

o2
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[0324]

[0325]
[0326]

[0327]

[0328]
[0329]

[0330]

[0331]
[0332]

ZIHSd 10-2016-0067156

Jo

, X3 AdSE 1 0 2 3 3 AR T fr5S 3 D}:LLﬂ*Ofa Az AT, I 5, o3, oln
olHE &WE T AAToZHN, FIFE [1] & 181 ¢ AT (7§ 9 %).

[1] ¢ &i=x7] &7 (WR) o 57 A= olshel 2t

bt

e

"H—NMR(400MHz,DMSO—-d6,8ppm):10. 01(1H,
s),8. O4(1H,s), 7. 81—7. 74(2H,m), 7. 70—7. 63(
2H,m),7. 14—-7.10(2H,m), 6., 54(1H,d), 1. 51—1,
4 8(9H,m).

HAYA 28, wnk s FHE

2 0 47 Fepago] el de 3gE (1] (181 g, 672 mmd), 6-F
2E2-1-83he (110 2 g, 806 ml), gt

F (111.5 g, 806 mmd), £ =345 (1.12 g, 6.7 mmol), DMF (900
oA 7td wRks AAIEAT. HPLC & ¥kE F8 & AAlsta, 98 55 &9l

g) : C el
T, ks %%“011 %%# 2 0 B i, oMEMNHE (2 ) & AHrsta, B xFe] o3 FFE&
AA ST %, fFE Z3 AGS (1 0) 2 2 3] AFsa, sadEoR §715S A2
i, ot ¥, SulE SR A 2es AT Ao 2Es oPEA-/A £ Sri2 A2

'"H-NMR(400MHz, DMSO—d6, §ppm):8. 06(1H
, 8),7. 80(1H, d), 7. 77—7. 76(2H, m), 7. 62(1H,
d),7. 34(1H,d), 7. 15(1H,dd),6. 53(1H, d), 4. 3
4(1H,t),4. O5(2H, t), 3. 39—-3. 33(2H, m), 1. 7
3(2H, t), 1. 46—1. 31(15H, m).

30 4 F ZHaad A7eA 9 FFHE [J] (130.5 g, 352 mmd), EF]olEolql (42.76 g, 423 mmol), THF
(950 g) & #H7lstar, whg &4 WZAANZAT. 7)o HEegagAEEee]l= (44.2 g, 423 mmol) ] THF (100

NS U 5 298HA @A FoJshiaA Askerqltt. Al Tm F, Wk §98 23 C
3 F7FR kS AAEIT. HPLC & Whg F4& AAstal, vk T5E 3l §, vbg o
6 AL, ofAEARE 2 ¢ & FHUleta, 9 Ao R FFE A7 6}914. 1%F,5 % A
sbdE 489, 1M 94 789, X3} AAFE &4 f75S xﬂ%é%}ﬂ, Sind s
o} I %, o3, oluiHEolHE ElE FF AAS ] FgE [K] & 1409 ¢

shgHE (K] o A7 &9 (NR) o 5748 A= ofskel skt

"TH-NMR(40O0OMHz,DMSO-d6,8ppm): 8. 09(1H,s
). 7. 83(1H,d), 7, 80—7, 79(2H,m), 7. 66(1H,d), 7

33(1H,d), 7. 18(1H,dd), 6. 57(1H,d),6. 02-6.
01(1H,m),5. 66—-5, 65(1H,m), 4. 12—4, 06(4H,m)
;1. 88—1. 87(3H,m),1. 84—-1. 42(15H,m).

34 4 F ZFxaFo AUolA dL FFE [K] (140.9 g, 321 mmd), EEXF (700 g) & H7bska, 40 C 9
A 7rE weke A A ST HPLC & ¥h$ 34 AAst, w8 £33 g & ws fdo] Z=FF 4.5
LB Ho OM }O*E} 040%1 IAE PA/EA 23 &r2 MASI, DAE ARAHoZN THA 3

SHE [RM3] & 95.9 ¢ AU (8 78 %).
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[0333]

[0334]
[0335]
[0336]

[0337]

[0338]
[0339]

[0340]

[0341]
[0342]
[0343]

[0344]

[0345]
[0346]
[0347]

[0348]

[0349]

34 BEE (R3] 9 A7) F9 (WR) 9 54 Axp= olskel 2t
"TH—NMR(400MHz,DMSO—d6,8ppm): 12, 4(1H,
brs) 8. 10(1H, s), 7. 84(1H, d), 7. 81 —7. 80(
2H, m), 7. 70(1H, d), 7. 35(1H, d), 7. 19(1H, d
d), 6. 59(1H,d),6. 03—6.02(1H, m), 5. 67—-5, 6
5(1H, m), 4. 13—4, 07(4H, m), 1. 88—1. 87(3H,
m), 1. 83—1. 41(8H, m).

HO(CH,)sCl,

ZIHSd 10-2016-0067156

Methacryloy! chloride,

']< K2CO;3, K1, DMF Et3N, THF
“OO ~ ———————-
HO A~
HO o

(Ll

T

Rk
)\nﬁ\/\/\/\/\o k = )\rr 0*/\/\/\/‘0

S sHEE [RMB] o] SHAIQ s [J] & §4E wdd AMES 6-2
WAT A ool AAldl 13} FAI 22 AAg)e],
=34 332 [RM4] 9 A7) BH (NMR) o =4 Ag=

"H—NMR(400MHz, CDC13,8ppm):

[RM4]

12, 4(1H, br

s), 7. 94—7.88(2H, m), 7. 77—7. 7T1(2H, m), 7.
70—7. 63(tH, m), 7.17(1H, dd), 7. 12—7. 11(1
H, m), 6. 51(1H, d), 6, 11—-6.10(1H, m), 5. 55—
5. 54(1H, m), 4. 17—4, 06(4H, m), 1,95—1, 94(
3Hm), 1. 87—1. 40(12H, m).

RMS

HO{CH,)¢C),
ou KOHaq

[N] [0]

_37_

[
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[0350]

[0351]

[0352]
[0353]

[0354]

[0355]
[0356]
[0357]

[0358]

[0359]

[0360]

ZIHSd 10-2016-0067156

2 0 4 7 EkaAel 6-stolESAl2-yZ G 2R A4k [N] (300 g, 1.59 mo), At3HZE (205 g, 3.66
m), FFF (1200 g) & H7ksta, 100 T oA 7bd akg 2 = (

g, 1.91 m) & #sfsialet. A8k TR F, HPLC =

Ae A2 F/A WAL F ws B 0) o we 8
AN T L = B P T R [
275 g AU (& 60 %).

shgHE [0] o A7 &9 (NR) o 574 A= ofskeh skt

'"MHM—NMR (400MHz, DMSO~d6, S§ppm) : 8., 53-8
52 (1T1H, m) , 8. 06~7. 87 (3H, m), 7. 40 (1H,

d), 7. 27—7. 23 (1H, m), 4. 32 (1H, t), 4. 12
(2H, m) , 3. 44—-3, 33 (2H, m), 1. 82—1. 76 (2

H, m), 1. 581 —~1. 3 (6H).

2 0 4 7 ST AVl de FE [0] (50.00 g, 173 mmo), tlw€olnx=dHE (46.23 g, 382 mmol),
UeE=ZwAd (2.13 g, 17.3 mml), THF (500 g) & Hrlstm A X3s FT, 719 FoloA gk
o

AN 3T A7 wemzgAE2Z g0l (38.1 g, 361 mml) ¢ THF (100 g) £H4S X A3 Aslallch
Al TR, HPLC 2 whg F4& AAsta, vbe FT5E5 8 &, ks 898 ALK Y4 H . a
1M GA 8 3 oo WS S8 R, AES IAE AFste] 2ES A Fo2, dojxl
ZEE et/ 53 g, o]ojA] ofMESCE MAS T, A ARAFoEHN, FIA FFE [RM6] =
38.4 g AYY (8 62 %).

¥4 35HE [RM6] o A7) FH (NR) o &4 23 olstel #urt.

"TH~NMR(400MHz, DMSO—-d6, §ppm):8. 63(1H
s),8. 08(1H, dd), 7. 87 (1H, d), 7. 76(1H,d), 7
22—7. 19(1H, m),7. 16—7. 15(1H, m), 6. 11—-6
10(1H, m), 5. 56—5. 54(1H, m), 4. 20—4., 10(4
H, m), 1. 97—1. 95(3H, m), 1. 92—-1. 85(2H,m), 1
78—1. 71(2H, m), 1, 60—1, 47(4HH, m).

<€ﬂ—}\éoﬂ 7>

oA 3ketE [RM7] 9 A4

Wzbo] Bty 500 m¢ 7HAE St vEHE 14.9 g (80.0 mml), 5-E.ERAEIAEOIE 35 g (167.0 m
mol), EHAEZE 41.5 g (300 mmol), D oFAE 250 m¢ & HUbste] E3ER &3, L% 60 C oA 48 A7k wyk
SHHA] BESA AT, WES Eg B WSS == 600 m¢ o] Fof, WAl mx|e] sIE [P] E 33.6 g 9
(5 95 %).

shgHE [P] o A7 &9 (NR) o 574 A= ofskeh skt

TH—NMR(CDC13)8:1. 57 (m, 4H), 1. 74 (m, 4H
), 1. 86 (m, 4H), 2. 06(s, 6H),4. 02(t,4H), 4. 12(
t, 4H), 6. 95(d, 4H), 7. 47(d, 4H). -
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[0361]

[0362]
[0363]

[0364]

[0365]
[0366]

[0367]
[0368]

[0369]

[0370]
[0371]

[0372]
[0373]

ZIHSd 10-2016-0067156

K,CO;

0 Acetone
}IOOH + J —_—
H3;C” ~O—(CH,)s—Br
j)]\ (@]
HC O-—(CHZ)S-—OO—(CHZ)S—O/”\CH3
{P]
Wzkgo] BZE 1 ¢ 7HAY ZepaFel o ehg 250 ml, A7)olA folx FE [P] 18.0 g (41 mmd), 2 10
% FAIFVEF FLd 100 m B WA e TEER 1, 2% 85 C oA 5 A7 wuksbEa vk A A
g 5 5 sAE %

)

H
, 1000 m¢ 9] ¥]A] & 500 m¢ ¢ ¥WHENS HIFstar, 30 w3+ A4 wRkek ¥ 10 % HCI
FEN 80 m & Ak &, ofysle] WAl 1A 3EE [Q] £ 12.2 ¢ AU (5 83 %).

setE Q] o A7 T8 (MWR) o 574 Ae olskel 2okt

"H—NMR (DMSO—-d6)8:1, 46(m,8H),1. 71(m,4H),
3. 41(m,4H),3. 98 (m,4H),4. 39(m,2H),6. 96 (m,
4H),7. 51 (m,4H),

[5hs+4 61]

O O 10%NaOH(aq)

5 A, B
I’I3C O —(CHz)j"“O O_CC_H;:)j_‘ @) CH3
13] HO—(C ) et -
O—(CH,)s—0 O—(CH,)s—OH

[Ql
F710lA Aol F¢E [Q] 5.0 g (14.0 mmd) & EoEolql 3.2 g 3 &%9 2,6-U-tert-FE-p-AdZF
(BHT) = 34 THF 30 me o &3HAIA A-=olA wnkstar, 8o oJg Wzhal, THF 20 me o] HElZEZ IS 2
ol 3.3 g (32 mmo) & &S|AIZ] &AE 15 E3bell 22X H3}s3iTt. A3t &, 30 ¥ wHtela, 8
S AASY deom HEYUA whA] wiks AlSSH s 5 3, gk AS &4 200 me o R,
ARE & & WA uHE AT o] AAE FREXF &AI7IAL, AE AMEEte] (A EREXE
= 2/1) FHAZ

T sEE [RI7] o A7) &

TH—NMR (CDCl3) §:1. 56 (m,4H) ,1. 74(m, 4H),
1. 82(m,4H),1. 97 (s,6H),4. 03 (m,4H), 4. 20(m,
4H),5, 55(m,2H),6. 10 (m,2H) ,6. 94(d,4H),7. 4
5(d,4H).

[3}sh4) 62]

0
Et;N/THF
HO—(CH,)s—0 O—(CH,)s—OH + Cl

[Ql o 0

\%‘\o—(CHZ)S—oo—(C}{Z)5 —o)l\f

[RM7]
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[0374]
[0375]
[0376]
[0377]

[0378]

[0379]

[0380]

[0381]

[0382]
[0383]

[0384]

[0385]

[0386]

[0387]

[0388]

[0389]

[0390]

[0391]

[0392]

SIHS3 10-2016-0067156

Eejolvlee] BAF 54 27

rlo

oss} gk,

A=A 0 A HEAL AF A A JE g=2utE gy (GPC) A (SSC-7200),

7+ @ Shodex A} A& Z+# (KD-803, KD-805)

7 &% 1 50 C

L8 @ NN'-tHE X Foh = (H7HAIZA, B588F-538% (LiBr - H,0) ©] 30 mm/ ¢, A4 - 4 ZAA

(0=%1%H) ©] 30 mmd/ ¢ , BHIEgSto]=2 & (THF) ©] 10 ml/ ¢

<0 1.0 m/E

b

2 Az TFE AZ  EXA AF TSK 3% ZgddaLalel= (x4 ¢F 9000,000, 150,000, 100,000,
30,000), ¥ ZYH YW EA Az A EF (FAF ¢F 12,000, 4,000, 1,000).

T, ZFoln =] olm st T3 o] o AT Zgjojn= B 20 mg & NR A Z3 (%’-4
= ekl Az NR A2H HH 28Egs ¢5) o Wi, 5443 gudsEatol= (DMSO-ds, 0.05 % TMS =

) 1.0 m & HUbetL, 2395 7lete] 9ds] &SjAIZAT. o] &Mg HWE HA dlo]HA AE NMR
=A7] (INW- ECASOO) 2500 Mk ¢ ZEE NR & 2, olu=3l Ao WEExA

SECE A oju =5k

B TEAM FEehs ZRES VIS ZRESRA Astal, of ZRE] A Aakgat, 9.5 ~ 10.0 ppm -
ol vEhds opHate]l NH ZlelA fefehs ZRE va ARbgE ARSSke] ofshe] Al ofsf Tkl
EFE sh7] Aol oM, x = obake]l NH 7] Felle] ZRE JA ARk, vy = VS ZRES] v4 ARk«
Zelobuiak (o =3kge] 0 %) <1 Aol glojrfel ofujake] Ni 7]9f Z2E 1 A Hiet 7w ZREC]
W mlEolt,

ol =3k (%) = (1 - a -x/y) X 100

¢

rlr

(AAle 1)

BODA (10.0 g, 40.0 mmol), DBA (6.09 g, 40.0 mmol), PCH7 (11.5 g, 30.0 mmol), BEM-S (7.93 g, 30.0 mmd) =
NP (140.7 g) SollA &aiAlZ]ar, 60 C oA 5 Az 9g-A171 $ CBDA (11.37 g, 58.0 mmol) <} NMP (46.9
g) & H7kstaL, 40 T oA 10 *m HSAIA Eelot it §aS dAr). o] FglotulAl 89 (200 g) o
NP & H7tsle 6 A = 5, olw=3) ZujRA F ofAEAE (17.4 g), B 24 (67.6 g) =
H7kskar, 50 T oAl 3 AlZE vES-AIH ) o] kg gAlS wWEkS (3000 ml) o FhstaL, dojx AHES
SE I kA o] MBS wWEE= AAsIL, 60 T ol A ZJ‘” AZAA Egolv= 2% (A) & 9%
o] Zalolm o] oln=gk&e 60 % ©la, FHT EAES 12,000, T Ho EAES 26,000 ]

r\l
T
T
o oo _1
M

o]zl Zgolm= B (A) (6.0 g) o NMP (44.0 g) & H7}slar, 50 C oA 5 A7k wwrale] &A%
o] gMo] 3AMP (1 wt% NMP €9%) 6.0 g, NMP (14.0 g), BCS (30.0 g) & H7}star, A&dA 5

gowxn A4 MF =24d= B) & IAH.

w, A7)l oA wjE 248 (B) 10.0 g ol Wil el 1 oA fol 3 SEE RML S 0.06 g (LR
A B1e 10 %) Aok, Al 5 A wiskel SN, 9 WA (B) & EAsHsl

(Al 2)

g wjdF A= (B) o el A 3TE [RM1] thalel Ao 2 oA Aozl [RM2] 2 AF&3F A o] 9=
AN 13 FLF 224 AAste], A A (B2) B 2ASA

(AAld 3)

oNA Wi AR (B) o ] A SIE [RML] thAle] A 3 o)A Ao]A [RM3] & AFEE A o] 9 o=
AN 1 FUE 22 AN ste], A WFA (B3) & FAISHATH

(A

o wek ZAE (B) o Wal 534 = [RM1] tiale] Al 4 oA dojd [RM] S AFE3E A o]9]q
AN 13 AF 22S AAFte], A WAl (B4) B EASACH
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[0393]

[0394]

[0395]

[0396]

[0397]

[0398]

[0399]

[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

(AAld 5)

A7 i 2A4E (B) o tisl F34 3HE [RM1] iglel] gdel 5 oA

Ao 1 7 Fdg 22& AAlste], A A (B5) & AT

(Ao 6)

A vl 2AE (B) o tal T4 SFE [RM1] iAol o 6 oA

Ao 1 7 Fdgt 22& AAlste], A A (B6) & AT

(AlaLef 1)

a7 W =2AdE (B) o &l =344 = [RM1] diilel el 7 oA

Ao 1 7 Fdgt 22-& AAlste], A wjgA (B7) & AT

(A Aol 7)

BODA (10.0 g, 40.0 mmol), DBA (5.3 g, 35.0 mmd),

NMP (144.5 g) oA &3|A17]2, 60 C oA 5 A|ZF 8- A1

E H7bstar, 40 T oA 10 AlZF RESAIA E]olAt &85 AU,

E kst 6 A" 2 FAAZ T, oln=dt ZuEA F4 ol EAL (17.0 g),

7Fstar, 50 C oA 3 AlZF vbSAH T, o] g &N WEE

7 518l o] AHAEFE WekERE MAstar, 60 T oA Tk A=xA
o] ZEolu=9] o= &2 60 % o, FHAT EAFHS 14,000, F

Aol 7l Eeo]

o] %?o"oﬂ 3AMP (1 wt% NMP &%) 6.0 g, NMP (14.0 g),

= B2 (C) (6.0 g) o NMP (44.0 g)

d g =4= (D) & A0

2 #Arpstar,

SIHS3 10-2016-0067156

dolxl [RM5] & ARERE A o]l
dolxl [RM6] & ARERE A o]l
Aol [RM7] & ARERE A of9)ell=

m-PCH7 (12.0 g, 30.0 mmol), BEM-S (9.2 g, 35.0 mmd) &
%, CBDA (11.5 g, 58.5 mmol) <} NMP (48.2 g)

o] Zg]olu] Al g (200 g) °l NMP
2 7y (65.8 g) & A

(3000 me) o] EPata, Polxl AAZL o

17 Zgem= &% (0) & 2.
& FAES 47,000 o] At

]
BCS (30.0 g) & %7]—6}5’_ Aol A 5 AIZE gt

E, 4719 A ulg 2AE (D) 10.0 g o Wl Al 1 ol 4R FIA FFE [RML] & 0.06 g (32
Boll el 10 2F%) H7lstar, Aol 3 A2k wwkate] A A, A4 wjFA (D1) = A8+

(AAdl 8)

g wg =48 (D) o disl F34 = [RI1] dialel el 2 oA ezl [Ri2] & AR 31 o] 9ol =
AN 7 3 FLF 224 AAste], A MFA (D2) B 2ASAT

(A Al

g w248 (D) o dal T3 B3HE [RML] oialel 4del 3 oA fojxl [RM3] & AHEF A o]l
AN 7 3 FLF 2Ae AAse], AR WFA (D3) & ZASAT

(EAl4 10)

g wig 248 (D) o dal T3 B3HE [RML] oiadel 2del 4 oA fojxl [RM4] & AHES A o] 9l
AN 7 A §LF 22 AAste], A WFA (D) & ZAEAT

(H]aLe] 2)

g wi 248 (D) o dsl T3 B3HE [RML] oiadel 4del 7 oA ozl [RM7] & AHEF A o] 9=
AAe 7 3 A 22E AAste], A A (D5) & AT

<HE A A

AAT 1~ AAe 10, Blate] 1 R Hjae] 2 oA dofxl o wigAlE 20 T o ¥eaelA 1 F3F Hadt
Foll, A28 o] fle7t Sdom FAAsi MEE Sol A8 §le 3 BE dAGe] 5 o
a3l of g wigkAle] 74 X BE P AP AAE Yebd

of Yehl= niel #Zol, A wigd =A4E (B) T T4 3
Ao 6 o A wigkAl (B ~ (B6) &, ME= Tol A3 jA7
AATH g, A iRk =AE (B) Fol T4 sk |
Toll= AE=o] BT
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[RM7] <

5

=

=

s}

H

el

Al 7 ~ Aol 10 9 9

1 & B4

A (D1 ~ (D4 =,

13

R

e

[0414]

JJ

A (D5) Fol

g

ol
ol

alef 2 @

@5

gl v g0k, —20 T o W@ arelA 1

3

Q.

¢}

e

As, o 2

13

R

A
off, gviell o

2

ol

=3
RL

H71

FR=AE, e 1~ AAjd 10 ¢

[0415]

N
]

o

Aol AF-E-

3k

Rl

ol
ol

A,
sz gowy

=
p.

Ao H

T

%

g W

S

ol

o

ofut glof kool th

=

=77t =5

<

=714

o 2]

fLA

X0 0l 0l
R0 % %
ol o il
K il il
H I xr
O
T\M/123456712347
o 5|Z[22|2|22|252|2| =)=
a(RRRRRRRRRRRR
Kio
=4
o0
= |H|ajojwielol~~aol g
0 mioimaimeinolQialalA
ar
iT]
X
K1
)
Eo)
R0
3l
1789w2
HEEE R EE S
R EAEE

=

at7] o

[0416]

[0417]

=

13

ol A1 90
o] Eof A

E
=
=

el

o
=

R

A 100 nm o] HA uj
1=}

73 BHAIA

&tal, 80 T ¢f

[¢)

=

tel, =7 100 nm €]

tar, 80 T ¢ st

A FE

°

[¢)
Al LA

FE
A
IS

1

o2
pui
ko3
T

§l,

P10l debdl= vkl 22 sz A Al AxE A
ITO W

(4)
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+o]

o

82 Abo]l=7) 100 gm X 300 m ©]a 4o
A}

7152] ITO WHol] =

A8
=

=

L

[e)
=
=

[e)

il
A (B2)

ITO

Tk

A (B1)

R
L

B2
o]
IR

kAl (B1)

4 v

S

ol

1 g

Eo

FAl (B1)

[}

2l

o2

A (B1) Al

13

R

g

ol

Alel 1 el A dojxd g ul

o
g

A

o] Wl Aol N ML.C-6608 (HIA} AZF AEH)

4719 2 e sl s el

SEECEES
AQA (A

1 IT0 H=

il

(AA]of 11)
(AAd 12)

],

Al
=
)
=,
ol
=L

[0418]
[0419]
[0420]
[0421]
[0422]
[0423]
[0424]
[0425]



[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

[0432]

[0433]

[0434]

[0435]

[0436]

[0437]

[0438]

[0439]

[0440]

[0441]

[0442]

[0443]

[0444]

[0445]

[0446]

[0447]

[0448]

[0449]

(AAof 13)

A7g wjgkAl (Bl) el 47 wigkA] (B3) & AFESH A o]¢fd &=
AL Azsth

(AAd 14)

A7 wgkAl (B1) whalell A wiskAl (B4) & AMESE A o]9ol=
AL Azsth

(Ao 15)

A7g wigkAl (B1) whalell A wiskAl (B5) & AMESE A o]9jol=
A& AzsTh

(Ao 16)

A7g wiEkAl (B1) whalell A wiskAl (B6) = AMESH A o] 9oll=
AL Az

(A Ao 17)

A7g wEkAl (B1) whalell A wigkAl (D1) & AMESE A o] Qo=
AL AzsTh

(AA]of 18)

A wlgkAl (Bl) uialedl 479 wigkA] (D2) & AFggE A o]9ol+=
A Az ).

(AA]ef 19)

A wigkAl (Bl) uialedl 47 wigkA] (D3) & AFggE A o] 9ol =
AL Az

(Ao 20)

A wlgkAl (Bl) uialedl 47 wigkA] (D4) & AFggE A o]9ol+=
AS AT

(FaLe] 3)

g wlgkAl (Bl) uialedl 47 wigkA] (B7) & AFggE A o]9of+=
AL AU}

(FlaLef] 4)

A wlgkAl (Bl) tialedl g wigkA] (D5) & AFggE A o]9ol+=
AL AU}

<SH £ SAH >

AAld 11 ~ Ao 20, ¥]ale] 3 L Hale] 4 oA Aojzl A

HA,
A, 1 AES] AT Abo]d] o4
o] Az YZol disf 45" ¢ A=
o A Qrbeta, #
AerS ol7bata

=7} 10 %

HE 5343 IV = 10

J ARSI

Aol 10 V 9] DC A=

QA ZFE el JEE 0 %,
ol 90 % 7}x W3lslE dlo| A=

A7}t

4V 9

walole, I Uz ez @ 1 AEe] WAw, B AF7)9 £ PAHE 27
g A9 WA,

7 HE a9l
Az7)el o3 BSEHE FHwo)

SIHS3S 10-2016-0067156

A 11 AN Bfe], oA

A 11 AN Bfe], oA

AAd 11 % 5 242 Axste], 94
AAd 11 % 5 24 AAste], 94
AAd 11 3% 5 242 Axste], 9
AAd 11 3% 5 24 AAste], 9
AAd 11 % 5 242 AAste], 9
AAd 11 % 5 242 Axste], 9

Aol 11 3 Fd3 223s A

Al 11 3 FL7 22

A8k,

o] ul gel/aue]xart FAH o &= 1T0 A=< =id
agar, A7le] A Ao zst £6 V, T35 1 KHz
i:@} w7p2] o] WIS QAR AFTo| Hal,
Ak Q7bstel ahH 3= e 100 % = Fhod,

10e SY SEE s,

O ZHE 365 mm & W= I~
V AL S Ao S

e

2~
=5
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FA A=, A8 Aol -8 Zo] =Hof, dighdelm mAAME AA dujd Foll wigzAEA ol&d &
NI, FHA FE A (VA F2, TN WAL 0CB A F) olvh, XA G5 WA (IPS WA, FFS ®W4) & A
St b A FA Aol F-83)). £3], A9A = AF AHS Aoz Ao wjde A
ojets A ML zte A FA Aol FE3kd
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