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715 XY HEFQ R ( AWMEAA o) FC-4430 2 FC-4432
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AWERA (30 Corporation=HE o] £7}5); a3 Z=o2r]e oA POLYFOX PF-636. PF-6320, PF-
656, 2 PF-6520 S92 AAZAA (Omnova).

IEYAZE FAEY ofF EAo T, A2 ZHE 10 WA 65 & HAE] 2-E5H43 vt k9],
0 WA 50 5% HAESY Gr]-BokAs wkE o] 0 Wx 40 2 HAESY F7]-718A w3 w9 2 1 YA
15 & HAE, FAXHSZ 2 YA 10 & HAES], Fi-wbA dbE @& ¥&sta; A7) Al e Fak-

WA W e olde] TaE 2
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< -0-, -0C(0)-, == -C(0)0-

o @flelA, nAgE Ee Agd EY(Crypstol =R BN AA Y o2, Ee HAgE Ee A Y(C-

G Ag71E EFeta; 2Ea TEANZE 2B, Ax FF VTR, 20 WA 80 T HAES 47
7

[e]
A1 Zgd, 10 U= 60 = HMEY A2 ZEH, 2 0.5 YA 10 FF HAME9)

IEAA2E ZAELS IEIHAAEE X35t 5SS FAgoted A2 § o, 47 s o 452
FYE 7o) Ak, olgld mYWE 7w (a) 2 B9 Aol FJEsE st ool FS ztE 7w 2 (b)
JRstd sl olde] T flol XEHANAE AR & e, nigAsE, dEEE 248 nm v vk
ool A, 18lal 53], 193 nm H3 13.4 mmoll A &4 WALE o] &3te] ettt Az} fulo]l~E FAdHE
WL (a) 718 Aol FEHAAE 2B & =XdE ©A; (b) @43 dAHC TEGAXLE 2R
5 " wgste @A 2 (o) A =

o

FE TEUAZE 2w 55 e UARE 2 onAE
A

oAlA, 7] WAPdE Aed V), =ALlA (BUV) E= A W (e-
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=
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Pekis, L olEe] 2L TFPT. webd AU WwEE PP TEAASE AR 32 33 PAHOR
HEA] wGA 7= A, 2 A Gzl oz A sle] S dste] UZtER-E deX olux &
FAstAY, E= f7] & ddHoR HeEste] HHS ddste] UZtEE & HEXZ oluAE A= s
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[0047]
[0048]

[0049]

[0050]

[0051]
[0052]

[0053]

[0054]
[0055]

[0056]

geatels, Aei-e-deA] (0D, 2EAE AE, BF ckZAvtels, 4@ UEd=, deE 54

YEgtels, Hely UEdels, @@y Usgels, xuk Ao|E SAo=, ot sk SAolem =gy

S99 V%, F4 wE Heky, B89, 7Y, 9F0F, 929, old §F, % olEd 2goz myd A

e B4 2RE slwolnh. BlA swe] B, ol v, wed Axs AW el s el A

E-FE F EE U2 A A4 F2 ZPSE AdsE QA A5 L LY 5+ Aok A Awe, dF
W, 200 MR, 300 DeuE olgel A7, Ei= Aol Aol 88 T A5 gL A4E = 4
5

ot

o

T 18 5-(3,5-tWE-4-(2-(((1R,3S,5r,7r)-2-H & o} T} Ek-2-21 ) & A] )-2-&;
S 3-5- ]

) H-t] ¥l Z[b,d
ol ((15,48)-7,7-twd-2-SAvlo| Aol 2 [2.2. 1] e-1-<) W g4 % 2

e

)

5-(3,5-t Ml "&-4-(2-(((1R, 38, 5r, 7r)-2-w| & o} t} W et-2-U ) S A] ) -2- S A FA] ) ¥ d )-5H-t] = [b,d ] E] 2 #-

5-o] & ((18,49)-7,7-ty W E-2-& Ao Ao 2 [2.2. 11 E-1-A) Hl G A Z Y| o] E. 5-(3,5-t e -4-(2-
(((1R,3S,5r,7r)-2-mw Do}t wrer-2- ) & A] )-2-5 Aol 5 A] ) #l ) -5H-t fl 2 [b, d] H 2. 3-5-0] & ((1S,49)-
7, 7—1’4171]‘3—2—9~iﬁ}0]40]3i[2 2. 1]@1E‘r—1—°1)uﬂE‘r§£Lﬂo]E Z2gol= (19.4 g, 35.6 mmol) 2 UyEF 7

ﬂ%éﬂﬂ. 52 —Eﬂﬂ 3kl wﬂ e & (6><150 mL)i AAsta F&Fd. ?&3%5 Ai U Z 2 2 v elo)
A g 7]ar, HE tert-H4 oJElZE (500 mL) o E AAHa, oJFEa Ax 6}04 EA 3EE (19.0 g, 72%)

S WA AP EREA A ' NMR (500 MHz, (CD3)5C0) &: 8.52 (d, J = 7.8 Hz, 2H), 8.33 (d, J = 7.8 Hz,

2H), 7.97 (dt, J = 8.4, 0.9 Hz, 2H), 7.76 (dt, J = 8.1, 0.9 Hz, 2H), 7.32 (s, 2H), 4.56 (s, 2H), 2.86
(d, J =17.7 Hz, 1H), 2.72 (t, J = 7.5 Hz, 1H), 2.35 (d, J = 17.7 Hz, 1H), 2.22 (s, 6H), 2.13-2.28 (m,
2H), 1.44-1.97 (m, 26H), 1.26 (d, J =9 Hz, 1H).

A 2

© 2% 2-(2- W EA N EA)AE - BAYo e Azt § Aol

2-(2-H B A EA]E 4-EAFOIE. & (350 nL) T FABIUEF (62 g, 1.55 mol)S, AAT adk dlojlA
EﬂEa}z‘s}o]ciﬂa} (350 mL) & 2-(2-WEX|EADELE (110 g, 912 mmol)ell 0 ColA F2 @A FHH | $

Zbstar 5 B Fob mukgch, 2 g HEZSo|=2F (350mL) F EA FE#o]|= (209 g, 1.09 mol)S 1

wol 2A T7}o}1, Ao wsisHAl skl 4 ARk et HPS"E} g EFES E (350 nL)E 3|AEkaL v
g tert-FE oHZE (2X700 nL)2 FEPr}. 2TqH §7] 55 M T8 FASYEF (2500 nl), ¥ (3%
500 mL) 2 AZ83taL, A ER A dAxA7L F 0}04 ﬁxﬂ SIFHE (221 g, 831 S W2 2YURA AU

Hz, 2H), 7.49 (d, J = 8.0 Hz, 2H), 4.14-4.19 (m,

:lo

o JW

oh, HONMR (500 MHz, (CD:)0) 6: 7.81 (d, J = 8.
9H), 3.63-3.68 (m, 2H), 3.49-3.53 (m, 2H), 3.39-3.44 (m, 2H), 3.26 (s, 3H). 3.47 (s, 3H).

Aol 3

i

& 32 2-(2-2-vEA N FAD A FAD-1, 3-t i ul A& A

2-(2-(2-HIZEAIAEADANEA-1,3-Hrddldl. e EFo= (200 nl)S FAHJUEF (24
HAERA 18 g, 450 mmol)o] A4 JtollA F7Fgch. oz, gHEEEoln|= (100 nL) Z 2,6-
(50 g, 409 mmol)& Z7}&laL 50 CE 7FEsta o714 gedEEoln]= (200 mL) 5 2-(2-HSA]
4-EAYGolE (113 g, 413 mmol)S A7Fstar whAl wyutgdo), w8 £3E8& WY tert-F4d dEHZ (ILE 3
stal = (D& AT, 55 WE tert-FE oHZ (500 nl) 2 GFEsal 2dE 7155 1M 743

F (3x300 mL), €4F (1 5 HAE, 2x500 nl), & (2x500 mL), G4 (1x250 mL)2 AAs AL, e

B A AzAZI FFste] B4 sIFgE (905 g, 90%) S e edzA AUt HOMMR (300 MHz,
(CD3),CO) &: 6.99 (d, J = 7.8 Hz, 2H), 6.88 (t, J = 7.8 Hz, 1H), 3.90-3.94 (m, 2H), 3.75-3.80 (m, 2H),
3.64-3.68 (m, 2H), 3.50-3.54 (m, 2H), 3.31 (s. 3H). 2.26 (s. 6H).

S

= 60
o))
o =

mm

z
ﬁﬁzéow
N ok
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[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

[0065]

[0066]

[0067]

SSS0l 10-1874481

Ao 4

L8 5-(4-(2-(2- W B A o] % Ao EA)-3 5T M el )T M E] 0 Al-5-0] & ofo] orfo| =S Az
Aolt},

5-(4-(2-(2-HI B A S EA] ) o HA])-3, 5-H vl D 9 )-T] I R E] Q. :-5-0]-F ofo]or}o]=, o]E A<k (60 ml)S T
Zz29e (60 nl) F YUHREI A SAlo]= (20.0 g, 0.1 mol) Z 2-(2-(2-HIEA| | EA]) o EA])-1,3-H] 1
gl (24.7 g, 0.11 mol)e] &Ho] 0 CollA Hrpstar, Heo@ wEeshA shal wha) wykgct, vhg E3HE
S0 T2 Y7t & (300 mL)e] 712 AA3] ZAAsta wY tert-FE olEH2 (2x250 mL)Z AGTE.

1A

hun

s
a
s
a

(3

7] T WP = (100 ml) & Se=3htEF (30 g, 0.200 mmol)& AHZ ank spoll A =4 Foll F-713v
WAes odetan At Fo == AAstaL, Hx opAEeld FHAZ|AL, ALl 1 ARE Fob wwnkekal

At Al SEE (30.2 g, 57%)S A TP EZA AU HNW(%OWZ(@%%)SZ&M(¢J

= 8.0 Hz, 2H), 8.33 (d, J = 8.0 Hz, 2H), 7.96 (t, J = 7.5 Hz, 2H), 7.75 (d, J = 7.5 Hz, 2H), 7.31 (s,
20), 3.94 (vis t, J = 5.5 Hz, 2H), 3.67 (vis t, J = 5.0 Hz, 2H), 3.55 (vis t, 6.0 Hz, 2H), 3.42 (vis
t, J =4.5Hz, 2H), 3.21 (s, 3H), 2.20 (s, 6H).

Al 5

B 58 5-(4-(2-(2- 5 A o) 5 Aol 5 4)-3, 5t o | ) -5H-t ML £ b, d ] E] & A-5-0] & 1,11 ZF.0.2-2-(o]
BaPRAS A FEEUOIES Az T w4ol,

5-(4-(2-(2-W1 B A o BA] ) o B A )-3, 5~ vl o d )-50-T] !l = [b,d]E] £ H-5-0] & 1
AZADARFAEYO|E. 5-(4-(2-(2-H| F A FA]) ol FA])-3, 5-T] | & o ) -t il 2 E] Q.

(13.0 g, 24.3 mmol) % EgdEdrny 1,1-tZFL2-2-(Hegad2d2A]) JdedZEYolE (8.22 g, 24.8
mmol)& TIEEZME (150 mL) 2 & (150 mL)olA &ajA[7]a Ao A ¥haf wRkglth, SE5& #Estl {7
= £ (8X150 mL) = MAL 7S stelA sFete] A FFE (15.1 g, 97%) ]

I, olRAS B Ah BH7] StolA wHIAgT), HONR (500 MHz, (CDs).CO) &: 8.52 (d, J = 8.0 Hz,

ofj

mo
=
—!),
o
i)
oX,
k]
ok
i
fru
>

ne
2

2H), 8.38 (d, J = 8.5 Hz, 2H), 8.00 (t, J = 7.5 Hz, 2H), 7.80 (t, J = 8.0 Hz, 2H), 7.51 (s, 2H), 6.13-
6.16 (m, 1H), 5.67-5.69 (m, 1H), 4.77 t, J = 15.5 Hz, 2H), 4.02-4.05 (m, 2HO, 3.73-3.77 (m, 2H), 3.58-
3.62 (m, 2H), 3.44-3.49 (m, 2H), 3.25 (s, 3H), 2.26 (s, 6H), 1.13 (s, 3H).

e 6
T 62 5-(4-m|EA]-3-(4-((2-H| o} ThutEr-2-9) A1) 1-(2-((2-| g o} r}ubel-2-2 ) S A] ) -2-8- Aol ZA] ) -1, 4-
ggaig-2-d)dd)-tilzE ey 1,1-UZFoE2-2-(MEgad2d S A)d G I ol ES Alxss T4
Z2jo|t},

5-(4-HBA|-3-(4-((2-v o} eh-2-9 ) S A )-1-(2-((2-H D o} T ehEh-2- 9 ) S A] ) -2-F 4 o BA])-1,4-T] &4
Fe-2-)Ed)-tizEedHE 1,1-0FFE2-2-(ElZE2 LS A G A X o] E. 5—(4—U115A1—3—(4—
((2-vgoltirtet-2-) S A1) -1-(2-((2-H E o} E-2- ) S A] ) -2-8 Ao F A ) -1, 4-T] S F-eh-2-¢ ) 5 d ) -t
HzE eHy Z2dlol= (37.8 g, 47.4 mmol 2 N,N,N-EgwWd-1-ddreolny 1,1 %—EFS’_E—Z—(UﬂE]rﬂE]e
ZAZADEHE Z o] E (18.9 g, 49.8 mmol)S DCM (250 mL) 2 & (250 mL)olA &ajA]7]aL 25 CollA whAf
rl. 5L Bsln, A4S UF22dE (100 L) 2 F231, 238 57 22 5 (8x200 L) =
MASI 7S solA HZate] ®Al FE (36.0 g, 77 WA mPEEA AT H MR (500 Miz,
(CD3)5C0) & (8.52-8.56 (m, 2H), 8.37 (d, J = 8 Hz, 1H), 8.31 (d, J = 8.5 Hz, 1H), 7.99-8.06 (m, 2H),

7.78-7.85 (m, 3H), 7.63 (dd, J =9, 1.5 Hz, 1H), 7.31 (d, J = 9 Hz, 1H), 6.16-6.19 (m, 1H), 5.64-6.69
(m, 1H), 5.62 (s, 2h), 4.72-4.79 (m, 2H), 4.50-4.65 (m, 2H), 4.42-4.47 (m, 1H), 3.96 (s, 3H), 2.99-
3.07 (m, 1H), 2.63-2.70 (m, 1H), 2.10-2.30 (m, 4H), (1.42-2.09 (m, 31H).

AAd 7

% 72 5-(4-"|EA]-3-(4-(((1R,3S,5r, 7r)-2-w D o} b ghek-2- ) £ A] )-1-(2-(((1R, 3S, 5r, 7r ) -2-w| & o} o}y k-
2-A) A -2-F Ao EA])-1,4-U A e-2-d) ¥ d)-5H-t] Wl 2 [b,d] E] L. #-5-0] % 1,1-Y&F 2 =-2-(2-(HEt
AURASAD AN EAD NG FY )| ES A% A 2ot}
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[0068]

[0069]

[0070]

[0071]

[0072]

[0073]

[0074]

[0075]

[0076]

SSS0l 10-1874481

5-(4-v1 5 A -3-(4-(((1R, 38,51, 7r )-2-w| & o} thabet-2- ) - A] )-1-(2-(((1R, 3S, 51, 7r )-2-H & o} T} g k-2 ) &
A)-2-L 20| EA))-1,4-H S Ee-2-A) Hd)-50-t A& [b,d] B 2 HA-5-0] & 1,1-T|ZFe2-2-(2-(Hegad=
A oA FA ) B H X 0| E, 5-(4-1 5 A -3-(4-((2-T & o} tpubeh-2-2) & A )-1-(2-((2-v| & o} T}k eh-2-
D)L A)-2-F 40 EAD-1,4-T A FE-2-)F D) -t zE| o ¥F F2ddol= (40.0 g, 50.2 mmol) =
NN N-EgdE-1-ddgolny 1, 1-0EFF2-2-2-(HEl AL Z U A oA S Ao ebd o] E  (23.0 g,
52.6 mmol)S TEFEZdE (300 ml) 2 2 (300 mL)olA &aA7|aL AolA WA T

3k, 7] A4S B (7x250 mL)Z AlAs L sF3te] B4l 3FE (43.4 g, 83%)S WA TPEZX

= ' NMR (300 MHz, (CD3),S0) &: 8.52 (d, J = 7.8 Hz, 2H), 8.31 (d, J = 8.1 Hz, 1H), 8.26 (d, J = 8.1

O OIN’
n2 o
3@ to

Hz, 1H), 7.97 (t, J = 7.8 Hz, 2H), 7.75 (t, J = 7.8 Hz, 2H), 7.71 (d, J = 2.4 Hz, 1H), 7.35 (dd, J =
9.0, 2.4 Hz, 1H), 7.22 (d, J = 9.0 Hz, 1H), 6.12-6.17 (m, 1H), 5.76-5.82 (m, 1H), 4.87 (s, 2H), 4.63
(t, J =15.6 Hz, 2H), 4.59 (s, 2H), 4.35 (t, J = 7.5 Hz, 1H), 3.82 (s, 3H), 2.92-3.10 (m, 2H), 2.56-
2.68 (m, 1H), 1.35-2.25 (m, 36H).

Ao 8
% 82 5-(4-vEA]-3-(2-(2-(((1R,3S,5r,7r)-2-w E o} T} Whek-2- ) S A] )-2-& Lo A ) -2-& 4~ 1-(2-S 4 HE
gslol =2 F H-3-A) ol &) d)-5H-t] Wz ([b,d]E] S Ho-5-0] & 1,1-UEF L 2-2-(HElTE 2 UZA])of| ghd 2 |

oEE Azst YA =AY

5-(4-v| B A]-3-(2-(2-(((1R, 3S, 51, 7r )-2-v| & o} t} b eh-2- U ) & A] )-2-& 2 o BA] )-2-& 4-1-(2-& A H| E )5} o]

EEFT-3-A)dE)dd)-s0-tHlZ[b,d]E| 2 ¥-5-0| & 1,1-UEFLE-2-(MelT 2L A AGA T E.
5-(4-M EA]-3-(2-(2-(((1R, 38,51, 7r)-2-H & o} T} FE-2-U ) S 1] ) -2-8 2 o B A] ) -2-3 4-1-(2-S 4 H| E g} 3} o]

ERFE-3-)ddg)#d)-bH-tHl & [b,d] B &.3-5-0] % FEto]= (40.0 g, 59.2 mmol) % NN N-EH<-
1-Hddgoln]g 1,1-UEF2-2-(Helad2Id Aol B E X Ho]E (23.6 g, 62.2 mmol)S TEZ2dWE
(300 mL) ® £ (300 mL)olA &afAI71aL ALoA HA witdek. FE5S EEsta, 771 A4S & (7x 250 o
LE AAsta, 849 oz F53t WE tert-54 olHZ (1.5 L2 HAAAGYG. AAES A7sta, o
g tert-3g oEHE (2x 500 mL) & AlAst Axse] FA 3E (39.1 g, 76%)S WA nHEEA AU},

ofj

I NMR (300 MHz, (CD3),S0) &6: 8.53 (d, J = 7.8 Hz, 2H), 8.34 (d, J =8.1 Hz, 2H), 8.27 (d, J = 7.8 Hz,

2H), 7.97 (t, J =7.5Hz, 2H), 7.75 (dt, J =7.8, 2.7 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.38 (dd, J =
9.0, 2.1 Hz, 1H), 7.23 (d, J = 9.0 Hz, 1H), 6.12 (vis s, 1H), 5.77 (vis s, 1), 4.64 (t, J = 15.6 Hz,
2H), 4.60 (s, 2H), 4.25 (d, J = 7.2 Hz, 1H), 4.05-4.21 (m, 2H), 3.82 (s, 3H), 3.36-3.51 (m, 2H), 2.14-
2.20 (m, 1H), 1.38-2.04 (m, 17H).

QuAom Fev] PAGS, AAA BE IF L PAG 9ol wa Fo shvel Bl os) 2 29 95 A
v

arian 300 H7F] 22 NIR B37] AolA] =8 ¢ NR 2 EPoznE AR

~

B 98 5-(4-mEA-3-(4-((2- T FOPTH R E-2-21) S A])-1-(2-( (2 D obEPRbEl-2-91) S 4] -2~ S 20 S A )-1, 4
U8 2nEo-eh) ) - EE o5l E 1,10 ERe 2o (EadzA S Ao s BEEHAS A

5-(4-H|EA-3-(4-((2-v Do}t eh-2-G) & A )-1-(2-((2-H D o} TR eh-2- Y ) L A] )-2-F A 4] )-1,4-T] &4
Fe-2-d)sd) -tz edE 1,1 HEFLE-2-(MEITEEZ2LSADAGEEYC|ES] GE5FFA. 5-(4-v=
Al=3-(4-((2-m e oprprteh-2-9 ) S A )-1-(2-((2-w D o} tpRber-2-91 ) S A] )-2- Aol 5 A] )-1,4- U] S 2P 6h-2-4)
HAd)-tzE o Hw 1,1-1EFFOoZ2-2-(HEZE 2L A BA XY olE (10.0 g, 10.2 mmol)S ol Eo]
E/Zm-REZEE (3/7 v/v, 15.0 g)ollA &3iA AT AAA 2,2 -0l 2 (2.4-tHE LEEUEZ) (1.00
9)S oM EUEZ/HEZSo|=2F (2/1 v/v, 1.00 g)olA falA AT, R 2 A Al &8-S 4 A7k
A 80 CTE ou7tde Zebxadd Arbetar 1 ok 7HAIAl Aol 2~ (chase) & A7, WHg EFES 2 A
F EF wRbelar, Ao w Wrhalar, wWekE (17 g)& 3|Alstal tolAx e oHZ (800 g)= ATt &
S ofFeta Axste] T4 SHEE (8.00 g, 80%, =% Wit EAH 3972)S WAl uFHEZA AT}
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[0077]

[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

SSS0l 10-1874481

T 108 5-(4-"EA]-3-(4-(((1R,3S,5r, 7r )-2-v & o}rpubeb-2-A ) & A1 )-1-(2-(( (1R, 3S, br, 7r ) -2-m| & o} T} 7 HEl-
2-2) LA )-2-2 A EA])-1,4-T] L AR E-2-2) Fd)-5H-T Wl % [b,d] E] £ A-5-0] & 1, 1-T|ZF o 2-2-(2-(H|E}

AP ASAPAS AR E O 28] BEFFAE AxsHe T4 =40l

5- (4~ 5A]-3-(4-(((1R, 38,51, 7r)-2-w| B o} o} whek-2-U ) & A] )-1-(2- (((1R, 38, 51, 7r )-2-w| B o} o} wheh-2-U ) &
A)-2-2 20| EA))-1,4-H S Ee-2-A) Hd)-50-t Al & [b,d]E| 2 HA-5-0] & 1,1-TZFeg2-2-(2-(Hegad=
AEADSAIEAD A RFEA X0 ESY AEFHA. 5-(4- 5 A-3-(4-(((1R,3S,5r, 7r)-2-W o} eh-2-% ) & A] )~
1-(2-(((1R,3S,5r, 7r)-2-w & o} o} ik eh-2-2U ) & A ) -2-5 Lo HA] ) -1, 4-T) & A K- wh-2-2) wl ) -5H-t] Wl 2 [ b,
dlElegl-5-0]% 1,1-0EF2-2-2-(MElTE 2L KA o EAD e e X[ E (1.00 g, 0.953 mmol)S ol
g FHolE/ #Avl-RE|2SE (3/7 v/v, 1.50 g)olA &a|AAT. 2,2'-olxn]A(2 4-tud LY RYED)
(0.150 g)& oHHMEUEH/HEZSo|=2F (2/1 v/v, 0.150 g)olA EaiAH Y. Ber 2 JfA A &8
75 CRE odu7tde Feh=de] Arieta 8 Alxb Eb wwkgch, whg EFES AR o wW7slal, ofAlE
(0.900 )& 3A&ta ol E/tolAZ 2 EZ (1:1 25.0 @) ZHE HAAH nFEZ2A HAHYL, HAHE
akaL, obAIE (2.40 g) % HRRE (0.500 g)ellA A&aA|7]aL oz m o H = ( 1 S A 5]
At ZHE oHsta Pdxste] TA FFE (0.550 g, 55%, S FF BT 3,000 HE)S WA uFPER
A DAL

AAld 11

T 112 5-(4-"EA-3-(2-(2-(((1R,3S,5r,7r)-2-H o} OFRFEF-2-U ) F A] ) -2-E Aol B A] ) -2~ 4-1-(2- S A4 H|
Egtslol =2 EE-3-A) o e)#Hd)-5H-t]H *[b,d]E| 2 3-5-0] % 1,1-UZEF o 2-2-(MeadadLA]) et

lolEe] HEFEAS Axshs 4 = ol

5-(4-" 5 A]-3-(2-(2-(((1R, 3S, 51, 7r )-2-H & o} T}ihet-2-A ) G A] ) -2-2 2 0| B A] )-2-& &-1-(2-S 42 E| E&} 8} 0]
TEFE-3-G)d ) d)-50-t] il ([b,d]E & F-5-0]F 1,1-TEF L2 2-(HEAEZLFA) AL X 0| E 9
GEZFFA. 5-(4-WEA]-3-(2-(2-(((IR, 38,51, 7r)-2-H & o} o} 7 Eh-2-2 ) & A] ) -2-8 o] B A] ) -2-2 2-1-(2-%
2 Egslo|E2Fa-3-d) o ') dd)-5H-t (b, d]E] 2 #-5-0] % 1,1-UZFe2-2-(WEelZE 2 I KAl gt
AXYOlE (15.0 g, 17.3 mmol)S oY E|o|E/ Fel-FE|ZE (3/7 v/v, 60.0 g)olA &AHE. 2,2'-
olzH| A (2.4-Urd W ZYUERY) (2.25 g)& ofHNEVEH/HEZS | ERF (2/1 v/v, 2.25 g)olA] &3
AT, B D AA A4S 90 TR on7tdy Zehado] 4 Al AA Hr7gin, g EgES e
o7 Yzistal, EEgsto| =2 (10X g £4) 9 ofAlE (5x ¥hg §4) R 3|A3tal tlo]axzyg
B2 (2000 g)&2 AL, T E oJstal Adxste] FAl 5HE (7.96 g, 53%, % Hyt LA 3,476
9E)S WA uFERA A},

Ao 12

T 12% 5-(4-(2-(2-HIEAAEAD AN EA-3, 5~ w5 d)-5H-T] W & [b,d]E] L #:-5-0] & 1,1-T]ZF 2 2-2-(¥]
Bl 2 S ol g o] E 2 5-(4- 5 A)]-3-(4-(((1R,3S, 51, 7r )-2-wW o}t T eh-2-2 ) 2 A] )-1-(2-
(((1R,3S,5r,7r)-2-w o} rhRhgh-2-9 ) S A ) -2-K Aol A ) -1, 4-T] & A K- gh-2-) 7 ) -5H-t] Wl == [ b, d ] E] 2.3~
5-olf%  1,1-UEFE-2-C-(MEl a2 SAD oA FA oA Z o] Ee]  FFFAE Axse HA
L2 ojtt,

5-(4-(2-(2-HIF A F A A EA])-3, 5-HH &3 d)-50-H H=[b,d] B & #-5-°] % 1,1-HESFL2-2-(Head=

AdSAD ARG EY 0| E L 5-(4-v Z-A]-3-(4-(((1R, 38,51, 7r)-2-H & o} gk eh-2- ) SA] )-1-(2-
(((1R,3S,5r,7r)-2-H| D o}ohite-2-9) &A] ) -2-F 20 FA))-1,4-H &2 5 8-2-4) ¥ d)-5H-H ¥l % [b,d] ¥ &% -
5-ol% L1I-HEF2-2-2-(METE 2L SA) oA FA] ) A X | 0] E 9 TTEA.

5-(4-(2-(2-H| EA| | BA) o EA])-3, 5~ W& # ) -5H-T] M 2= [b,d ] E] 2 F-5-0] % 1,1-UEF=2-2-(Wem2d=
deAD A XY O]E (3.00 g, 8.25 mmol) % 5-(4-wlEA]-3-(4-(((1R,3S,5r,7r)-2-H & o}r}ubet-2-2 )=
AD-1-(2-(((1R, 38,51, 7r)-2-w| & o} Thehek-2-2 ) & A] )-2-2- Ao ZA] )-1,4-1] & 4 eh-2-2) 3 ) -5H-t Wl = [ b,
dlgedl-5-0]% 1,1-9&FF2-2-2-(WeEZE 2L FAD oA FAD A ZY | E (7.00 g, 6.67 mmol)SellA]
faA 7|3 o FEo|E/Au-RERZHE (3/7 v/v, 15.0 g). 2,2'-o}xH] 2~ (2.4-THE T RUEZ) (1.50
2)S oM EUEH/HEGSo| =2 FT (2/1 v/v, 1.50 g)ollA &3AAT. R 2 ArA &AL 75 T2
oAu7tde ZEtaFel 4 AlZkel HA H7pgo. wbg EES Hdeo® YZ4sta, WEg/dolAzad o
2 (1:1, 20x ¥hg 84) ZHE A 1FZEZA JAAHAL, obAE (20.0 mL) L HEE (0.300 g)olA]
AL o) AT R o H|2/wWErS (19:1 v/v, 2,000 nL) 25 AJAE 1, ozsta Axste] #A 3
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[0085]

[0086]

[0087]

[0088]

[0089]

[0090]

[0091]

[0092]

[0093]

SSS0l 10-1874481

1

S (6.00 g, 60%, T Hd BAF 2,500)S WA nPEZA AT},

2 Al 13

T 138 FEFA 5-(4-(2-(2-HEA A EA]) A EA])-3,5-T] WD | D )-5H-t] ¥l & [b,d] E] $.3-5-0] & 1,1-T]ZF
e 2-0-(Melad2d A I Yo E & 5-(4-mEA]-3-(2-(2-(((1R, 35, 5r, 7r)-2-v & o}t rtet-2-2) &
A)=2-& 2| EA])-2-24-1-(2-2 2 H Egslo| =2 F-3-A) o &) # d)-5H-t] fl & [b,d] E| 2 H-5-0]% 1,1-7]
ZF02-0-(HEeEla2 IS A A ZY 0] ES A ZdtE A E2]ojt},

FTHA 5-(4-(2-(2-HEA N EA] ) EA])-3,5-tid g d)-50-t] M =[b,d]E| 2 %-5-0] & 1,1-T|EFQ=E-2-
(MeElZZ2ISA)FA T Y o|E L 5-(4-HFA]-3-(2-(2-(((1R, 3S, 51, 7r)-2-H| o} r}atet-2-A ) § A] )-2-& 4
NEA)-2-&A-1-(2-S 4 H EZ S| =2 F&-3-A) o &) I d)-50-t|fl = [b,d]E| 2. H-5-°] & 1,1-TEFL=2-2-
(Metzd2dSA)dBATYo|ESY FFFA. 5-(4-(2-(2-v|EA o E X))ol EA])-3, 5-t] v & 5| d )-5H-1] ¥l %
[b,dlHe-5-0]% 1,1-1&Fo2-2-(ME LRI FAD o eE X V|o]E (4.50 g, 12.4 mmol) H 5-(4-m|5A|
-3-(2-(2-(((1R,3S,5r, 7r)-2- W Do} o} WHEF-2- ) & A )-2-F Ao §A] ) -2-F A-1-(2- S A H Eg}Slo| = 2 F- 2=
3-)el ) s d)-5H-tHE[b,d]E]| 3-5-0] % 1,1-HEFL2-2-(Mead2dSAD A ZY|E (10.5 g,
12.1 mmol)& g geEolE/ Hvl-FE22E (3/7 v/v, 60.0 g)ollA EsAIHTE. 2,2'-0}2H] = (2.4-HrE
S EUEZ) (2.25 g)& oMHEYUEH/HEZSO|=2F (2/1 v/v, 2.25 g)olA &a|AZth. Eien 9 )
AlA BNE 75 TR ou7tgd Eet=Tol 4 Akl 24 A7, §h8 £35S ALo® Yzsial, HE
ghelol a2 (5x Wbg §4) 9 opdlE (5x wWhE &H)E FAstal, tolaxad oHZ (20x Wb
SA)REE AL, st Axste] FA FFE (11.0 g, 73%, TF B BAF 2,700 €8)S 9
IPERA AU,

_g; olo

2 A G5 ZE HESZEWY Az, 9 §98, 2-vdzasw-2-d deEadygelE (0.39 g), 2-%4&
HEgslo|= 2 Fe-3-A Wetaddgo]E (0.33 g), 3,5-H]2(1,1,1,3,3,3-AAEF 0 2-2-3l0]| =2 A| L2 -2
Ad)ALe| Z 2 A HEetad ol E (0.57 g) e
5-(4-(2-(1-c&Arte] F AL FA])-2-§ Ao FA)-3, 5-Hr e o d)-5H-tI M Z[b,d]H w5  1,1-UEF=-
-(Metad2d A oleE Yol E (0.31 g)= 12.81 g o8 ZH|E/ Ful-FEEZE (7/3 v/v)olA &3
ANAX Az, &F 9L, 2-HdZ2d-2-¢ weadyo]E (185.54 g, 0.967 mol), 2-SA4E|Edslo|=
2Fe-3-9 detadyolE (204.27 g, 1.26 mol), 3,5-H]2(1,1,1,3,3,3-FAZFQ 2-2-5lo]| =2 A Z 2 3}
2-)ArolF2d A el olE (127.98 g, 0.29 mol) % 5-(4-(2-(1-o gAlo] S ZAE A )-2-K 2o BA])-
3,5-0dg=d)-50-ti % [b,d]E L HE 1,1-HSFoE-2-(MeEad2dSA)dgAaFo]E (81.5 g, 0.132
mol)S, 606 g olE o E: Zvl-RE]ZZE (30/70 v/v)olA L AAA Azt HAA &AL, 65.96 ¢
NAA (2,2' -0k 2(2,4-THE FEZUED))S 66 ¢ oHEYEZ/EEGSIo| =2 (2/1 v/v)olA &
FAAA Azt TS, ZHaadA vgs EUHHS Y] 93 & %ﬁﬂ 2 2=A7E Rl 2 L o3-&
St Eepaada Fgdn WEEs o= uy 71 ARgste] wHkgth, whgvle d §AS FHE

I YWEES 75 T2 71Egvt. 5 & 2 /AAA &NE& 4 AIZF 7]zt ;iX% FA] HEE 9Rg-7]el
I e HEES FU 2 A B °] , W& SfolERF = (2.0 @)= AR&ste] ANA 3
WEES 2oz Yzsta 10x ( o el 2/ ekE 95/5 (w/w)ellAl 23] HA= ALt
H ZE9E, 50 ColA 24 Al %L slol A Azsle] 5,200 BESY S AF &
L

L=

of
N ol ¢
il

2 2 gE e HEFHEFFHMY Ax. A 149 HFS NEHAN, @ =

dlgledls 1,1-tEFo=-2- (wlﬂﬂai%%Al)@lﬂ*44ﬂl°lE§ 5-(4-(2- (1~ EArlo] S 2HY FA] )-2-5 40
EA-3,5-td o d)-5H-t] Wl & [b,d]E] 2.8 1,1-UEFoE2-2-(ME a2 IS A)d et Z o] E tjlo] A}
£, 59 v += 6,300 %%ﬂ T o EAE, 1.49 BAE, 2 36.5 F HAE, 47.5 & HAE,
12.0 & HAE, 25 2 JAE 7 v IS JhHT).

2 HAA GYE ZE= "EIHGEZY AZ (IBPPDBIS-F2). AAld 149 #A4L wtEgAwr o S8 5-(4-

_17_



[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

SSS0l 10-1874481

(tert-¥-8) ¥ d)-5H-twl 2 [b,d]E] 2 -5-0]% 1,1-UZFL2-2-(HEI AL 2Id2A]) oA T o] EE  5-(4-
(2-(1-ogrlo] E 2 HE A )-2-S 2o HA])-3, 5-t e d)-50-t| Wl Z[b,d|E 3 F 1,1-UEFF=2-2-(HE

2Y2QSAABAEY Ol o2l AgHT. 58 Eem: 520 9Ee F% AP BAL, 1.69
BAE, 2 34 2 AAE, 51 B WAE, 9 B HAE, 26 AAES 74 mun JS A

A6l 17

2 LAY wels 2 EECESLE AZ.
5-(4-(2-(1-o W Abo] R AL A )2 20| 543, 5o i g3 d)-SH-t) £ b, A 03l 1,10 R o
-(NEAYZAS ATl E thalo] § Bape] Arle] 98 mumE Aget Ae Asstn, AAld)
149 4 pEslenh, 58 Felmis 5,200 9ES] FF BF BAY, 159 $A%, 2 38 B AAE, 46
ESAE, 10 B AAE, %6 % s 27 mwv §3E /3 99

ERERE

2 AAA BT 2 B2y AR, 2T E-2-o eadeelE (194 p), 2-SAHEdse]Ex

Bl olE (1.7 ¢), 3,5-H]2(1,1,1,3,3,3- A EF 2 2-2-3l0| EE2A| L2 H-2-U ) Alo]| 2 4]
E (2.81 @)& 72 g g gElolE: up-FEREE (30/70 v/v)ol| &aAIFoEZHN & &S A
ié}ﬁﬂr. 2-7d =2 3-2-¢d wE I elE (33.08 g), 2-SAaHEHS|=2F-3-A wEf I olE
(35.97 g), 3,5-1]1~(1,1,1,3,3,3- 6“4;%3& 2-3lo| == A EJ&—Z—%)A}O]ELE@‘*‘ uﬂE}ﬂﬂaﬂo]E (23.91
2)E 94 g g FHolE: FAu-FHREIE (30/70 v/v)ol &3A7

A (2,2'-olxM 2 (2,4-UHE LY EYEY))E 11 g oSPHEYEZ/E
oz JPAAl EHE Az, B ZHA L 22 Y9 *1%
5 eobte ZEtaFelA F9E FAsGT. eES eHEE
of & &dg FHsL UE Ce 7tgsigitt. 7] 35 & 2 A7) AAA &84S 427 <t

o

[

g5S 75 Q =

7] HEZE ARESHY] RES7] lE Easigivh. 2eal A, =S 2413 b o uwkgk 5, dfo]l== )
2 !

n& m

(1.0 @& olgste] W MYt WERe Jeow YAsaL 107 (33) olaxzd ofu=/q
A, 58 FenB 500 ClA 2442 B A AR BA F QAT Az
1 = | A=

95/5 (w/w)® 23] 4
59] A=, 2 43 & FHAE, 46 & HAE

=]
5,000 €= T H
Lﬂ —d—a]:o 7= 100 g

AAld 19

ZEYALE 2HEY A2 D JFF. EEANAE 2B Ax] A H-Bev P A @ Y5t
S

4 AA (BRHeR, WL K 1o A% AT EEAALE £9EE £ 2 2ok A M
A 19 TAYU-E TEAALE £4BE AR 1 oI quiols B A 172] 3

|9 5.33 gy A 2, o2 FHE T HIE A-19 2 T HAE &

9 HEg7|=(2-stel=FAZzd)dddt]oldle] 0.5 % FHAE &9 0.320 g; A&
o] H7ME A-29 2 FF HAE &4 0.356 g; AE 5, oddE FHoE

PF656)2] 0.5 &% HAE §9 0.107 g; A& 6, old ZHo]E 4.737 g; L A& 7, 2-30|=EF Ao 2FEHE
Ab Mg o 2HE 8.775 g8 £FFoEM Az, A7) AFsE dAZEE 0.01 #te]AR2HEH (um) &

dEGETe zAdd (T QeS TR, A7) Az A58 Q@ deols) doz ~u a9
5, A%E WolReke Aol g AANT FEebAIE Fa) BV ARG WAL 2elw A, o
MASE AALE & 10TAA 6027 Mo W R e 54 BTN 2B AYH.
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[0100]

[0101]

[0102]

Hot=

A-1

A-2

A-3

A4

A-5

A-6

A-7

ldl 19941 9]
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[0103]

[0104]
[0105]

[0106]

[0107]

[0108]

SS=50l 10-1874481

T2
HAIG d&1 d&2 d423 a4 q4&35 26 HE7
Za|y pi;‘&G ks PDQ | soigyy | g0y 204

19 ALAO] 17 A-1 [0.320] A2 [0.107] [4.737] | [8.775]
(C) [5.330] [10.37] [0.356]
20 AALO] 16 A-1 [0.563] A2 [0.188] [9.826] | [14.63]
(C) 19.378] [14.79] [0.626]
2(} ALAO] 15 o [0.478] - [0.318] [25.76] | [17.52]
© [15.92]
2C2 AIAIO] 14 9/2-234 [13.30] - [1.109] [48.17] | [87.75]
28 ALAO] 18 gﬁ-jg [1.443] - [0.126] [12.23] | [LL.76]
24 AAL0] 18 /%5 [0.954]* - [0.146] [13.61] | [14.70]
© 172831 | 1331
25 AAL0] 18 A6 [0.846]* - [0.129] [10.40] | [14.70]
(©) [6.458] [17.47]
26 AAlO] 14 | AAjoy o | [2120] - [0.177] [6.570] | [14.63]
() [8.850] [17.64]
27 AAO] 14 | AlA[of o | [0-6T8] 0A4-71 [0.105] [4271] | [8.775]
() 152721 | [10.507] [0.451]
28 AA0] 16 | AlAjof 9 | [1:308] - [0.114] [0.974] | [11.76]
) [5.700] [11.14]
29 AA0] 18 | AlAjof o | [1:308] - [0.114] [9.974] | [11.76]
) [5.700] [11.14]
3Co AALO] 16 - [0.239] - [0.160] | [19.861] | [LL.76]
© [7.980]

xEg|o] AZ 2 -8 olyl

3l

krg

o

W rm mim Fk
r 2 He o

P

=z X

=z R

}o 7

AA X5 FLA. 9A A5 FLA (DD ZF Fovell disl 36 A8 223 =Ask= 10712 Aok (FoV)ol
741& 3 Sigma (3 ¥ #abeolw, BT HA =3/34 =HA dAt. 7t Holel ¥IES 7hiA 2
=5 AAs] A 4 faads XA Aess B BV ZEAAAE] Eﬂsﬂ )] -2 8 A o)

2 4o AAE AFESS FPF S (HA) DU grol 50 WX 100 B HAES A7) FA-uba dhE g
otz v zba @ wwe] AAjd 26 B 27 EAEAXEC] o] L}E}LPE}“ AL HolZT, o=
o] AAd= v-EH-AgE FAF BRAA T A S 1 0 & HAE wvre] FA-IA) ukE 995
ZHE o] &g HludEtt 535t % 3 % 401]*1, ]oﬂ 26 9 279 (DU 12 ATFslsla, "O"
AAT, AAd tH] 0-15% A X3 HladE "@"= x]xqzq ; AAle] thH] 15-35% A %3 HladE "R
AEw; AAd tH] >35%6 A3 Bad= "2 A"k E 300, "PolyPAG"E 50 U1K 100 & HAEe
A7) gy ubE G9s dtels EYWE A Yeta, "Ev-AFE-PAC'E 50 B HAE vk
FA-DA E oS xeels s AFs, "2 PAG'E B-EEH-ATE -2 AAE A QS
¥ 3

A0 PAG 8 M 334E CDU

HA[0] 26 PolyPAG + Z2|{-ZASH-PAG 0

Hlu &A[O] 19 ZEp|M-ZATH-PAG - A}2 PAG =

Hl I HA0] 20 Z3|0-ZT-PAG + RS PAG .

O

Hul 2 A0 21

E2|H-ZY-PAG

Hlul 2 A|0f 22

Z2|0-ZA8-PAG + X}] PAG
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[0109]

[0110]
[0111]

[0112]

[0113]
[0114]

[0115]

[0116]
[0117]

SS=50l 10-1874481

A0 PAG ¥ XM t3tE CDU
A A0 27 PolyPAG + Z2|0-ZAEH-PAG 4
H|m A A0 19 Z32|H-Ze-PAG + At PAG *
H| 1 ALA|O]] 20 Z |- ZATH-PAG + KI2 PAG =
H|L A0 21 Z2|H-ZE-PAG =
H| 1w & A0 22 Z2|0{-Ae-PAG + A} 2 PAG ¥

EL%)+= 1:1 ¥FX]ol A 30 nm AE Zof tha] 100 nm =3 A= (DoF)=
z27 (FE) & &8 44 X (CD) "HelHZHE ALEATE. 3E 500 A

Al 235 7MY 2 (FA) =3 #8557 50 B HAE ngke] FA-uAl ukE o9 E zh= vt X9
¥ 50 WA 100 B HAES A7) FA-I3A vkE G s Edsls ZeWE dfsks, B dyo] Ao 269
e VeEhdthE AS BolFErh, o] E oubge] AxdE 50 B HAE wwke] Fa-ubay wkE ohg) 9 H-Z g
o-AgE A BAAE 2 wadun 5. E solA, AAld 269 w4 BEEE 1R GishE
"OrE A", Al tH] 0-10% A X3 BlndE "@"Z XA I; AAd thH] 10-20% =3+ H|mld=
"2 AAHE; AAd tE] >20% A 23 HadE "["2 A 4G E)
%5
A PAG 8 X 3815 CDU
HA0] 26 PolyPAG + & 2| - Z$H-PAG 0
H| @ HAO] 19 Z2|0-ZAT-PAG + XIS PAG -
H| i A A0 20 Z3|0-ZAE-PAG + Xt PAG =
| A0 22 Z3|0-ZE-PAG + At2 PAG -

HAEZ 2%, LR 32 642 AAE ZHd $£2, 1.0 gXd FoA 200 Kx &S 1%6}04 800 HE (V)9 7}
& Ak, 8.0 yZAH ] (pAd)e] T=ZH HFol|A 2F3k=, Hitachi 9380 CD-SEMS ©]

HAul 7 (SE)ol o ZAHAT. LIRS 40 mme] ©AolA 2 pm A Zolo] Ax %g&]giz, A7) =49 g
of tidt F3F LIREA HaEck, % 60 AAH AHES 7HF e (F74) LIR gho] 2 we] 4
299 ol& vEbdtiE AL BoFEth. § 604, AAe] 28 2 29¢] LIRS vlaldo] uv]s) u
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