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2016/121942A191 71A1E W) s Az 4+ Q).

g o] AAjd= olstell A o sl AretAIRt, E B Aol oa) o' AomE AFHA FErh.

_18_



[0168]
[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]
[0179]
[0180]

[0181]
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[ Al 1]

SA 1t tert—E 4-s|=F A s oA H o] EC] 9

ZHF tert-FEAE (HE 717} 7FRA] 7] 7] AR(KANTO CHEMICAL CO., INC.)l <3 A%) (338 g, 3.01 mo

= tert-58 ¢FE (1600 g) ¥ EF4 (400 g)ol EMAHTE. tert-HE LI (400 g) P EFA (100

g) = HE 4-3|=2AHYolAH O E (X3 7o) Tal 7FRA| 7] 7Fo] Ak (Tokyo Chemical Industry Co., Lt

doel o8] Alx) (250 g, 1.50 mol)e] &4S FH7let S A4 16717 S wEEAIAT. HES

(1000 g) % A4t (400 g)o] &AqE H7bste] ¥k &AS FeA7]a A" HS 73] Wrh(filtered off).
= s}

~—

k]
rlot
?{_',
il
[o
>

o

s SLVAA FFAZT. FHECl 5% PAFEAUHEF F89 (1318 g)& Hrhsta dEs HEz2d
g (1250 g) o= 23] a3k, 23] F2d o 53 dEE2dd F& St TR/ g, 50 g9

Abshvk ] -2k sh )y

|
o
2
2
=
0
[\
(=]
o
o
El
o
N
Xy
N
XN
U

=2
ol 7FE-Al7]7 ol AR(Kyowa Chemical Industry Co.,
atlth. KW-20003 oAl W $, 549 &
S| A TA] FFAIZT. o] A 2

MG SV FHEAAL. FFEC 750 g9 EF |
3 wEsla, 58 A4S AF AZAA tert-FE 4-3| 22X H ol E O E (225 g, 58 72 mol%/WE 4-
S|=EAH oM e E)E 53519,

tert-5-9 4-3| EFA|F oA H o] E < 'H-NMR 2#EH (600 Mz, CD,OD) & 1.42 (s, 9H), & 3.40 (s, 2H),
§ 4.85 (s, 1), & 6.70-6.73 (d, 2H), § 6.70-7.06 (d, 2H)

A 2 tert=F9 4-5 0 A A HHotM H o] EC] FH

tert-5-8 4-3|=FA|H oA HO|E (225 g, 1.08 mol)Z FEEZEE (2250 g)oll &A1 F, SdA (UXH
7}+E-A]7] 7o) AE(NOF - CORPORATION) ol o]8] Al %) (299 g, 1.06 mol), DMAP (Folle] 7}7}F 7F5-A]7)7}o] AF(KOEL
CHEMICAL CO., LTD.)el 9&fl A=) (26 g, 0.22 mol) & EDC S|=2F2dgo|= (Ez FIA4 ]
o|Abell o8l AZ) (269 g, 1.40 mol)E H7Ista EFES HALoA 1A B wEAZAY. ¥ & &9
0.1 mol/L 23F (2250 g)o& 13], 5% SilFAaUdERF F89 (2250 g)o2 13], 8] o]k (2250 g)
2 13 AlFsta, 874 sHAZT. w5Ed A (2250 g)& FH7Esta A7k PSQL00B (A A A
ol 747} 7FRA)Z)7Fo] Ak(Fuji Silysia Chemical Ltd.)ell o8] AZx) (45 g)& H7Isly EHES

304 &9t wWFSETE. PSQIOOBE ol Wiz, od& FETIA FFAIIAL, FHES AT
T 4-ZH o dSA oA H O E (486 g, & 95 mol%/tert-H-8 4-3|EFA|H dolA|E o] E)

tert-54 4-&9 2 AdAH oA H o] E 9 'H-NMR 29 E" (600 MHz, CDCl;) & 0.87-0.89 (t, 3H), § 1.20-

1.57 (m, 29H), & 1.72-1.77 (m, 2H), & 2.00-2.10 (m, 4H), & 2.52-2.55 (t, 2H), & 3.50 (s, 2H), §
5.30-5.40 (m, 2H), & 7.02-7.30 (d, 2H), & 7.26-7.28 (d, 2H)

S 31 4-Se e A A A oA EALS] §HA]

tert-H8 4-2H A A oA HO]E (298 g, 0.63 mol)E oFHNEUED (1192 g) 2 F2EIXE (1192
ol &3lA7]3, ofHMEYUEY (298 g) ¥ SEZZIZEE (298 g) F WEAEEL (96.9 g, 1.01 mol)S] §9&
HA7velar, A2ollA 242 Ft WA T, Wk $o SRS o] uwBF (1490 g)E 33 MHsta FHvld
A EEANATY. B 5o 2ANES Ak (894 g)omNE AAAR e, 2SS SR 4-2Hed
dolHEAL (159 g, 8 61 mol%/tert-58 4-2# A2 A HdolAEHolE) (54 59 mol%/=#4H) S

At
4-2 7 o de AT dol EALe] H-NR Z~#EF (600 Mz, CDCly) & 0.89-0.91 (t, 3H), & 1.20-1.57 (m,

20H), & 1.72-1.85 (m, 2H), & 2.00-2.10 (m, 4H), § 2.52-2.70 (t, 2H), & 3.66 (s, 2H), & 5.30-5.40
(m, 2H), & 7.02-7.30 (d, 2H), & 7.28-7.32 (d, 2H)

[HA]e] 2]

SHA 10 tert=%9 4-s|EF Al oA HO]E Q] $H

FA shehES Aol 1, @A Lol Z1AE el ofs skl

A 2 tert=9 4-(2-3ALE] A S EHE TR A S A H oA H o] E 6] §H
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[0182]

[0183]

[0184]

[0185]

[0186]

[0187]
[0188]
[0189]
[0190]

[0191]

[0192]

[0193]

[0194]

ZIHSd 10-2024-0167871

tert-8 4-s|=SZAH oA HOIE (1.3 g, 6.2 nmol)E FTEEZXEF (13.2 g)ol &3fA7]aL, 2-FAALu|H S E
iziat (sl 7hAlo] aLal 7HEAl 7] 7kol Akl o) A %) (3.0 g, 5.9 mmol), DMAP (SLoflo] 747k 7H-A7]7}o]
Afoll olaf Al£) (148 mg, 1.3 mmol) R EDC s|=2F&eto]= (=i FRAlo] aul 7HEA] 7| 7holAfel] of &) A|x)
(1.3 g, 6.8 mol)E H7lstar &S A2oA 243 &t e AR, w8 F 95 0.1 mol/L E3t
(13.0 g)o& 13], 56 ERFFAYUER F89 (13.0 g)o= 13], 183 o] (13.0 g)& 13] A3t
SR FFART. FHEd AL (13 )& H7HE vh&ell, PSQI00B (F-A] A Alel 747k 7H-A] 7] 7Fe]

il
al

=

Akl ol AZ) (260 mg)E H7beta EFES AL A 305 T wwkelitk. PSQLO0BE o ¥fsl Wi, of o
S ZWI A FEAZIL, TEES AT AXAA tert-FE 4-2-FAH A e =L S A H dolA H 0] E
(3.7 g, & 86 mol%/tert-548 4-3|=2A| g oA Ho|E)E F5351% ).

tert-%8 4-(2-AA A E 7 A S A ol Aol £ H-NR AFEZ (600 Miz, CDCly) § 0.87-0.90

(t, 6H), & 1.10-1.90 (m, 69H), & 2.50-2.60 (m, 1H), & 3.51 (s, 2H), & 7.00-7.01 (d, 2H), & 7.26-
7.28 (d, 2H)

THA 3¢ 4-(2-FAHH| A SE ] 7R S A]) S oA EATE] A

tert-5-49 4-(2-FA A S B T A SAD Ao HOIE (3.7 g, 5.3 mol)E FEEXE (29.3 g)ol &34
7131, FR22XFE (7.3 g) 5 "wWIgHEEL (0.8 g, 8.3 mol)o] &NE& Hrletal £FES A2oA A &
HEEAI AT, wkE Fo] golS o2 (36.6 g) & 33 AlFHSAL FHINAM FFAATG. FF Fo] =AY
dee it (18.6 g)P_i—‘?—Ei Adgsteta, A& st 4-2-FAHESE 7= A S A Al oA EAY
(2.9 g, & 84 mol¥/tert--¢ 4-2-IAH A SEA7F A SAD A oA HI | E) S 5330t

4=~ (2-AA A S EHH 7= A S A]) F oA E AL 'H-NMR 29 E" (600 MHz, CDCl;) & 0.87-0.90 (t, 6H), &
1.10-1.90 (m, 60H), & 2.50-2.60 (m, 1H), & 3.51 (s, 2H), & 7.00-7.01 (d, 2H), § 7.26-7.28 (d, 2H)

A 1: tert-H¥ 4-3|=EAH oM EH o] EQ] A

wA SgES A6 1, WA 16 AAR el eld sk

A 2: tert=449 4-(D-a-EFHE A EAD) A oA HOJES] FHY

tert-H8 4-s|==AHdolAEIO]E (1.0 g, 4.8 mmol)E FEEXE (20.0 g)oﬂ %6}1 A7), D-a-EZHE
AAO|E (5 FhAlo] Ial 7RRAlF) kel Ak o8] A|Z) (2.5 g, 4.7 mmol), DMAP (Zojlo] 747}t 714A)7]
7holAkel ola] A%) (120 mg, 1.0 mmol) L EDC dl=mEFmdto]l= (i HA) 1 nl 7HREA 7] 7Fo) Akel <@
Az) (1.2 g, 6.2 mol)E A7Ne EFES A0 247F FoF WA HT, g Fo £S5 0.1 mol/L
A (20 @) o & 13], 5% SHIFAUESF F8&9 (20 g0 o= 13], 28] o] 2udk (20 g) & 13] A5kl 5
dylol FHAAL. FFE dak (20 @) H7FE vk, PSQI00B (A A Ao} Fh7MF 7HE-A 7] 7)ol AF
o8 A=x) (200 mg)E H7Ista, EFES AL 308 FoF wwetl. PSQI00BE olzbe) Wiz, of
SH7|NA FHAT]AL, %%%g AZAA tert-H48 4-(D-a-EZAZ A IS A]) A dolA H o]
(2.5 g, 5 80 mol%/tert-54 EA A DoAEH O E)E 533}

(m mloé
”Prﬁr
&VOH

tert-F 4-(D- a-EFZAE A DA I otA El o] EC] HNR 2 A EF (600 MHz, CDCl;) & 0.80-0.90

(t, 12H), & 1.0-1.9 (m, 35H), & 1.96 (s, 3H)& 2.00 (s, 3H), & 2.08 (s, 3H), & 2.55-2.60 (t, 2H),
§ 2.81-2.84 (t, 2H), & 2.91-2.94 (t, 2H), & 3.50 (s, 2H), & 7.02-7.30 (d, 2H), & 7.26-7.28 (d,
2H)

A 3¢ 4-(D-a-EFHE A SA) A Do ELLS] $H

tert-%2 4-(D- a-EZAE FuAdSAD)FdolAEHOlE (1.4 g, 2.0 mmol)S FEZEFE (12.0 g)ol] &3
|2, F2E2IE (2.0 g) T HHHEMN (0.3 g, 3.2 mmol) 2] &Ne st %%L%%

QF WA, WRE Fo] §AE o]2uB (12.1 g)& 33] AHstL FLV]AA w5
ARES i (4.5 g) o 25H AdAsstal, 44 F3319 4-(D-a-EZFAE 374
(0.6 g, & 55 mol%/tert-549 4-(D- a-ERZAZ Fu|AA DA I dolA | E)S
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[0195]

[0196]
[0197]
[0198]
[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]
[0206]
[0207]
[0208]

[0209]

[0210]
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4-(D- -E2F 2 Fu)AA g s dol g Eare] H-NR 2~HEF (600 MHz, CDCls) & 0.80-0.90 (t, 12H),

§ 1.0-1.9 (m, 26H), & 1.96 (s, 8H)S§ 2.00 (s, 3H), & 2.08 (s, 3H), & 2.55-2.60 (t, 2H), & 2.81-
2.84 (t, 2H), § 2.91-2.94 (t, 2H), & 3.66 (s, 2H), & 7.02-7.30 (d, 2H), § 7.28-7.32 (d, 2H)

SA 1 tert-549 4-3 =2 A | dolMH o ES] FH4
TA 3FEL AN 1, WA 1o 1A 2ol o) sttt

SHA 20 tert=4%9 4-gme oA d oA H o] EQ] $H4

tert—-F8 4-3|=ZAHLolAHOE (1.0 g, 4.8 mol)E FEEZIZE (10.0 g)o &3iA71xz, =2t (YA
fr 7HRAI7] 7 ol Abel o8] Ax) (1.0 g, 4.7 mmol), DMAP (Fello] 77} ZFF-Al7]17LolAkell &l A|z) (120
mg, 1.0 mmol) & EDC 3= F =2 o|= (=i FHAlo] Ll 7FF-A]7]7 ol Akell o8] A|Z) (1.2 g, 6.2 mmol)E
A7kl EFES Ao 24 F<F sEEAIH T 9 $9 &5 0.1 mol/L @AF (10 g) o= 13], 5% &
AFAUER 789 (10 g)o = 13], 1851 o] 2u3ts (10 g)& 13] AlFeta FL7]|dqA FFHAAT. 55
ol @4k (10 g)& H7be th3ol, PSQIO0B (54 Aol 747k 7HF-A| 7] 7kl Abell o8] #1x=) (200 mg)E

A2 A 304 Bt wHkskglth.  PSQIO00BE ol sl Wi NS SN FFHAIFL,
tert-F€ 4-Z =Y L LdSAH oA EHOIE (1.8 g, ‘% 80 mol%/tert-H4 4-3|=%

tert-5-9 4-g=d 2 d2A]H oA H o] E 9 HNMR ~#EH (600 MHz, CDCl;) & 0.87-0.90 (t, 3H), &

1.20-1.40 (m, 23H), & 1.55-1.62 (m, 2H), & 1.97-2.07 (m, 4H), & 2.27-2.30 (t, 2H), & 2.76-2.78 (t,
2H), & 3.50 (s, 2H), & 5.32-5.39 (m, 4H), § 7.02-7.30 (d, 2H), & 7.26-7.28 (d, 2H)

oA 3: 4-el=d e dSA s o EATS] $Hd

tert-F 8 4-2lEd e dS A oA HOIE (1.0 g, 2.0 mol)Z oMHNEUEH (4.0 g Z FEEIZIZEE (4.0
g)oll &3A7)aL, SFAEYEY (1.0 g) ¥ F2ZEZZYE (1.0 g) & WebdEL (0.3 g, 3.2 mmol) ] &9&
7<47}oh f;%%" Ao A 3AIZE FF RESAIZT. RES o] &AS o] 2uESg (10.0 g)R 33 AHIAL

—‘5%— of ZAES 4t (3 9o 25 AdAssta, A& T8 4-FEdL
T8 60 mol%/tert-5-8 4-glEd A HdolAH 0| E)S =55 T},

J

m:lo ot

42 E Qe A Hdol A EALY] H-NVR 2= EE (600 Mz, CDCls) & 0.87-0.90 (t, 3H), & 1.20-1.40 (m,

14H), & 1.55-1.62 (m, 2H), & 1.97-2.07 (m, 4H), & 2.27-2.30 (t, 2H), & 2.76-2.78 (t, 2H), & 3.66
(s, 2H), & 5.32-5.39 (m, 4H), & 7.02-7.30 (d, 2H), § 7.28-7.32 (d, 2H)

A 1 tert-549 4-3 =2 A | dolMH o ES] FH4
FA seEs AAld 1, @A 10 Z1AE gl os) dd skt

A 2: tert=%d 4-(2-F A b7 A A A op A H O] E 9] $H

tert-5-4 4-3|=ZAH oA HOE (1.0 g, 4.8 mmol)E FZEFE (10.0 ol &3|A7|x, 2-AAHZ
(s FhAlo] Lal 7HFEA 7| 7Folakell o8] AlZx) (1.2 g, 4.7 mmol), DMAP (Fello] 7}7}+ 7HF-A1 717k Afell
sl A=) (120 mg, 1.0 mmol) 9 EDC =z Reto]l= (R FHlo] iul 7FEAl7]7 el Abe] olEl] Alx) (1.2
g, 6.2 mol)E H7Ietal EFES HA2oA 2417 B whgAH Y. WhE Fo] 898 0.1 mol/L FAF (10
g o= 13], 5% YFAUER T899 (10 g)o & 13], 18]al o] 2wk (10 )= 13] AlFHetar Fd7]olA
FEAAGD. FFE ik (10 g)& H7FEE oo, PSQLO0B (F#] Aol Fh74 7F5-A] 7] 7}o] Akl 23]
Az) (200 mg)E H7Fsal EFES A oA 30 FoF wukatgit.  PSQIO0BE o #a] Wi, o] S )

& 7

‘| 1=

R0

= 5
ANA FFHA7|AL, & ert-§-4g 4-(2-FAd 7l =d KA Aol EH O E (1.7 g, & 80
mol%/tert-5-¢ 4-3|=

tert-5g 4-(2-A A H 7l =L A H oA H o] E L 'H-NMR 29 E" (600 Miz, CDCl;) & 0.77-0.89 (t, 6H),
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[0211]

[0212]

[0213]

[0214]
[0215]
[0216]
[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]
[0224]

[0225]

ZIHSd 10-2024-0167871

§ 1.27-1.42 (m, 29H), & 1.71-1.77 (m, 4H), § 2.52-2.56 (m, 1H), & 3.50 (s, 2H), § 7.02-7.30 (d,
2H), & 7.26-7.28 (d, 2H)

A 3t 4--F A bt AdSAD) H oA EALE] §H

tert-3-8 4-(2-A A7t =Ad A A oA EH Ol E (1.0 g, 2.2 mmol)E oPEVEZ (4.0 ¢g) ¥ ZEIZEIE

(4.0 g)oll &3A7)13, oPNEVEHY (1.0 g) ¥ FEZZIEE (1.0 g) & e EA (0.3 g, 3.6 mmol)9] &

N Hrlstar, EFES AL 3AZE B HESAIF Y. wEE o §9E o] 2uES (10.0 g)E 33 AF

stal SV EFAAT. 5% Fo 2ANES 9 3 g)o2HE AAAgeta, AHS 8k 4-(2-
5 [e})]

S )o al
AT dSAD A DA EA (0.5 g, & 55 mol%/tert-F2 4-(2-FAH I =S A]) H oA H O E) S 4

y

4-(2-A AT A A oA EALS] 'H-NMR 29 E" (600 Miz, CDCl;) & 0.77-0.89 (t, 6H), & 1.27-1.42

(m, 20H), & 1.71-1.77 (m, 4H), & 2.52-2.56 (m, 1H), & 3.64 (s, 2H), & 7.03-7.06 (m, 2H), & 7.28-
7.31 (m, 2H)

[2A]e] 6]

SA 1t tert—E 4-s|=F A s oA H o] EC] 9

A SEES AAd 1, @A 19 Z1AE gRiel o3 TSI

oj
PR
AL 2¢ tert=49 4-(9-(FEHElT-9-U S A)-9-F A b= A SA]) F| oA H o] E ] $HA]

tert-5-8 4-3|=FA|H oA O]E (1.0 g, 4.8 mmol)E FEZEZFE (10.0 g)o &3ir]7]aL, 9-(Eepd|2+-9-
AEA)-9-Z =it (537 30 71418 el o8] 3+4%9) (2.0 g, 4.7 mmol), DVAP (Zelle] 7}7} 7¢
H A7) 7 o) Akell 8 AlZ) (120 mg, 1.0 mmol) @ EDC 3|=&FRdto]= (& FhAlo] Ial 7HE-A] 7] 7Fo] Afd
o8 AMz) (1.2 g, 6.2 mol)E H7leta, EFES Ao 242 S HEA AT, HkS Fo] 948 0.1
mol/L G4k (15 g) o & 13], 5% BAFAUER F89 (15 g)o =& 13], 283 o] eudtF (15 g)& 13] AH
stal STV A FHFAZFT. FH5E A (15 g)S H7be oo, PSQI00B (A Aol 7p7hE 7HEA]
717FolAkell ola] A %) (200 mg)E FH7leba, EIES ALo)A 307 HoF wukslgith.  PSQI00BE o Tta] W
I, AAE ZAI A FEAT L, FEFES AT AFXAA tert-54 4-(9-(FEUIF-9-L S A])-9-8 AL
AL A H oA HIOIE (2.4 g, & 80 mol%/tert-F48 4-3| =2 A g dolA|H 0| E)E #5351},

tert-58 4-(9-(FEFHZ-9-A 8 A)-9-2 b A A A dobAlElo] E9] H-NR ~#E@ (600 MHz, CDCls)

§ 0.84-0.90 (t, 6H), & 1.20-1.40 (m, 39H), & 1.55-1.70 (m, 4H), § 1.40-1.50 (m, 4H), & 2.25-2.34
(m, 4H), & 4.80-4.90 (m, 1H), & 3.50 (s, 2H), & 7.02-7.30 (d, 2H), & 7.26-7.28 (d, 2H)

THA 3¢ 4-(O-(FEHZI-0-U S A -9-F A e thie 9 S A s d oA EALE] A

2o o

tert—-5-2  4-(9-(AEIH 7-9-L 2 A
(10.0 g)oll &3AI7]aL,
2o A 3AIZE FF HEEAIA

LyUedSADHAdoAHOIE (1.2 g, 2.0 mmol)E EZEXE
) & HWEEL (0.3 g, 3.2 mmol)9] &XS HUlela, EFES
He ol2ugr (14.0 g2 33 AL Fo7]d

( o wRE AAASsL, S £ 4-(9-(FEHuRt-9-4
(0.6 g, &5 55 mol%/tert-5F-2 4-(9-(AeHdZH-9-L £ A])-9-S 4 =1}

8 JEO

A0 8 2t} ) S A AL Z A
A% dobAH o ) 5559t}

tert-38 4-(9-(REhe|2-9-L 5 A)-9-S 2 1mbed S A ol Al Elo] Ze] H-NR 2= (600 Wz, CDCLy)

§ 0.84-0.90 (t, 6H), & 1.20-1.40 (m, 30H), & 1.55-1.70 (m, 4H), & 1.40-1.50 (m, 4H), & 2.25-2.34
(m, 4H), & 4.80-4.90 (m, 1H), & 3.66 (s, 2H), & 7.02-7.30 (d, 2H), & 7.28-7.32 (d, 2H)

S 10 tert=d 4-s|=FA oA H o] E2] FHA]

5 tert-HEAE (ZHE FP7FFE 7FEAZI7Fol Akl el AlZF) (6077 g, 54.2 mol)E tert-FE 4
(19.20 kg) % ?oﬂ (4800 g)ol B3fAI AT, tert-HE LF2 (4800 g) L EF (1200 g) = #E 4-3]
=E2A A oA EO|E (R o] 1l 7HRAIF7|7Fol ARl o) AZ) (3000 g, 18.1 mol)e] &S Hrbshar

ﬂl}o
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[0226]

[0227]

[0228]

[0229]

[0230]
[0231]
[0232]

[0233]

[0234]

[0235]
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THES 40TAA 2417 et WA, g £9E wES (12.00 kg) F QA (6300 g)o] §Ho2 F3)
A71aL, JHE S AFds] i, dHE S| sFAAT. FFEC 5% B AUYER 89 (15.75
kg) S #Hrleta £FES g2 2ZHek (25.50 kg) 0.2 23] FZa19tt. 23] FZo i) FES IR aug
& THs £Fst, Absrtavla-itstdFulE S2A K-2000 (Lo F7FE alal 7ERA 7| 7RolAfel ] E)
Az) (600 g)& H7tetal, EFES AoA 307 &k wuksgith.  KW-20008 o7s] Wi, 59 98
ZU7 A FEAAT. TE2E EFQ (9000 g)< HIEa EFES U4 tA] EE2AAL. o] &=
24 23] WMEslL, FEH Z2AS AT AXAA tert-FE 4-3=FAHLolAHOlE (2935 g, & 78 mol%/
WY 4-3 =FA T oA H Ol E)E 531t

G 2: tert-5E 4-2Q A A|H oA Eo]EL] FHA

tert-5-2 4-3| =2 A H ol A HO|E (20.0 g, 0.096 mol)S FEEIE (200 g)ol &alA| 7], A

—‘ﬂ—‘
v
N

7HEA) 7] 7Fo] Akell 94611 A %) (29.9 g, 0.106 mol), DMAP (2.35 g, 0.019 mol) @ EDC 3|=2FRgol=
olAbell o8 AlZ) (23.9 g, 0.125 mo)E F7Isla, EFES A2 1AL 5
AT, W ?94 fNG o] 2P (200 g) 2 13], 0.1 mol/L A4t (200 g)¥} tert-H& L4=:L (1
g)i 18], 5% YA AUEE 89 (200 g) o0& 13], 183 o] 2 (100 g) = 13] Alxala 7]l A
Sof Xk (200 g)2 H7Fe vhgell, Ae7hA PSQI00B (F4] A Ao} 747} 7FRA 7] 7o)
AF(Fuji Silysia Chemical Ltd.)el 9Jall A=) (4 g)& H7lsta, TFES A2oA 308 F<t ﬂ‘&é}‘,’iﬁ}.
PSQIO00BE o] 3l Wil sto]=2eAlolE F3 ﬂ KW-1000 (azs} 7b7b5t a1al 7RF-A] 7] 7ko] Abell €3l A
& Ao 308 EoF wHkaATE. KW-10005 o] Wi, oJAS Zmﬂow
7]1 %%%% AF AZAA tert-F4 4-2 QLS A A HoAHOlE (42.7 g, & 94 mol%/tert-F€ 4- ]

)

OH T
O

U 31 4-27 o A A FdolA EALe] 3HA

tert-5-8 4-2d o d2A oA HC|E (25.0 g, 0.053 mol)E oFAIEYEZ (
EY (25 g) & WgEdES (8 13 g, 0.085 mol)9] &N H7teta EFES A=A 2/ 7 &

oF W % A A
S Fo] golo] F22¥YE (125 90 *Wom ZFES o]2uFS (125 g)=2 33 AFSY. AF
DMAP (1.29 g, 0.011 mol) 9 o] 2 (25 g)& HUMSA, EFES 308 & wHslar, 0.1 mol/L @Ak
(125 g)o.& 13] 1g|al o] 24 (125 g)=2 23] AFsGY. FLV|AA w5 F, sFHES I (68 g)
o 7RE AAAz S, AAS 8t 4-2H oA A HdolNEA (16.0 g, & 73 mol%/tert-548 4-&7|
LASAIH oA H O E) S 5318t
[H]3re] 1]
E35]Ed 20 71A1E W
24t & A
SHA (U5 7HEA 7] 7k Akl oaf Alz) (7.0 g, 24.8 mmol)& AL FEEFXE (56 g)o| &3|A7|L
EFES 10-15CTE YA A, 7)o SE2EZEE (14 g)o &3ld DCC (LA Aol W7+ F717917FH+
A5+ % (Synthetic Chemical Laboratories, Inc.)ell 93] AZ%) (2.5 g, 12.1 mmol)e] AEMe)| AHrlsta, =3t
ES 10 WA 25TolA 2A17F B9k kg AIAATE. WS £9S ofslal, NS FTLV|oA FHAAL. F5
H F5F5ES d4k (21 g)ofl ALsiATa, B84 EFS AT o] AASATE. F5H A Fur]oA
FEANA LY F4E (6.0 902 539
4~ U A H oM EALe] $HA

YA F4E (4.3 g, 7.9 mol) ZE 4-3|=EAFH Dol EAL (Em FhAlo] al ZFRA]F]7FolAkel| olsl] A|Z%)
(0.6 g, 3.9 mol)S SEZEE (65 g)dll &alAIAT. 7]dl DMAP (FZollo] F17F 7F5-Al7]7Fel Akl <] &) Al
Z) (0.2 g, 1.6 mol)Z #H7Ieta EES Ao 9A 7 Fok WA F Y, WkE AL 10% oM EAF &
N (22 g)o & 23] il o]udF (22 )& 23] AT, Firladle (PR FP7FE A7) 7ol A
o3 Ax) (1.3 @& 7] Tl Hrieta, EFES 308 <F asiglet.  bvlauES o7s ya, o
HE F7AA FFAHAT. FFES Gt (28 g)ol A&7, E&4 B4 AFE] i, RS ofAl

8 @) 63 FZ3IUT. MMEUEY F& 358ta TN FFHAA AAd 149 FLg

7]
EYUEH (16
4= LA SAFIL O ELL (1.8 905 53T (581 37 mol%/4-3| =F A | dotA| EAY) (551 24 mol%/&
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[0236]

[0237]

[0238]

[0239]

[0240]
[0241]

[0242]
[0243]

[0244]

[0245]

[0246]
[0247]

[0248]

ZIHSd 10-2024-0167871
dib) (AAldl 19 & 2 59 mol%/ ).

4-& 8 LA A H ol A EE 'H-NMR 29 E" (600 MHz, CDCl;) & 0.89-0.91 (t, 3H), & 1.20-1.57 (m,

20H), 6 1.72-1.85 (m, 2H), & 2.00-2.10 (m, 4H), & 2.52-2.70 (t, 2H), & 3.66 (s, 2H), & 5.30-5.40
(m, 2H), & 7.02-7.30 (d, 2H), & 7.28-7.32 (d, 2H)

AN 1WA 7 2 oBlale] 104 wkg Fo] o 100 puLE AFHY FHERIFEZZEE 1ol I g3,
HNR 4 S, 4-sm2 Ao ER T2 WA 9Ad ASEE 3.5 ppn WA 4.0 ppne] &
T a9 R (]84 ARz 2)& 2.00002 AAsa, 4-3EFA o EALS] gE|anie] o]l
3.84 ppme] W FF ] HEgS F5EII], 4-3|=FA AL ANEL Fxo g Sane] ES ANtS
k. AEZLS 0.0017HA] AEFEEE AAQsgornz HE A= 0.05 mol% (=0.001/2.000)7F HASS F
=3ty AYE ® 29 UrE}M

(% 2]
He Fo] ME 2839 & (mo 1%)
4 — S =S A oA Exte) Bafol| )

A 1 274z

Aad 2 23z

AN 3 i

AN 4 2dE

AA)e] 5 B2

AN 6 i

AAd 7 S

B o ] 10:. 738
A7) AnERE, AAdddE oH eluvs PHEHA @oka, vlae] 13} Blasle] &jawel o] ¥
Ao g it ﬂﬂﬁ,%%ﬂA.%u%-ﬂ%%*ﬁOwl%ﬁiﬂ/ﬁ%ﬂﬁ-‘Q BA9 Az PYPorA
&3ttt
[A]e] 8]

TA 4: 0-Ph-P4C29] 34

US2014/0335157A10] 71 A€ wHo] o8l A v A~ {2-[4-(2-3]=

Bl) (48.0 g, 0.13 mol), AAd 1¢ W+

2 DMAP (6.2 g, 0.05 mol)E ALdA tEF=

of H7lsta, E3ES 20-30TClA 21 ol

I, 7] & FLUA FHEAA 284 E (161
O

PAC2 (117.5 @) & 538t}

EAlo ) g ol o)Ay = (T]-4PE-F
o AEAH DM EA (111.5 g, 0.27 mol),
S A HTE. EDC (73.3 g, 0.38 mol)Z ©7]
& §AS o] W (1200 g) = 23] MH3}

ZR4ES A¥ ZAS 0-Ph-

0-Ph-P4C2<] 'H-NIR 2 E" (600 MHz, CDCl3) & 0.86-0.90 (t, 6H), & 1.22-1.42 (m, 46H), & 1.54-1.76

(m, 12H), & 1.94-2.03 (m, 12H), & 2.52-2.56 (m, 4H), & 2.62-2.66 (m, 4H), & 2.80-2.89 (m, 8H), &
3.59 (s, 4H), & 4.11-4.14 (t, 4H), & 5.34-5.37 (m, 4H), & 7.02-7.05 (m, 4H), & 7.26-7.30 (m, 4H)

[A Al 9]
YA 4: E-Ph-P4C2¢] 3HA

t-4PE 3E] (0.350 g, 0.929 mmol), HAldl 3¢ 93] =53 4-(D-a-EZIAE Fv|AALSA])F Dol EAL
(1.04 g, 1.95 mmol), = DMAP (0.0454 g, 0.372 mmol)E A2o|x FERZIE (10.5 g)oll &MAIAY. 7]
o] EDC (0.534 g, 2.79 mmol)E F7}staL, EFES 30-35ColA 4A17F Bt WA T, WS &S 20% 4
F (7.00 )2 23] MAstar FAaeladls (0.350 g)S AMEstY AT, FabetadEE o s Uiz, o
) A%

AE TV FFAA 2AEE (1.31 @& F5a3id. 58 =84S 24 ko] E-Ph-P4C2
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[0249]

[0250]

[0251]

[0252]

SINES 10-2024-0167871
(0.860 g)& F=3}9T}.
E-Ph-P4C2¢] 'H-NMMR 2#E# (600 MHz, CDCls) & 0.83-0.87 (m, 24H). & 1.02-1.85 (m, 66H), & 1.94-

1.98 (m, 10H), & 2.00 (s, 6H), & 2.08 (s, 6H), & 2.53-2.66 (m, 8H), & 2.71-2.85 (m, 8H), & 2.85-
2.95 (m, 8H), & 3.65 (s, 4H), & 4.11-4.14 (t, 4H), & 7.05-7.08 (m, 2H), & 7.27-7.31 (m, 2H)

(A7 o1& 7FsAd ]

Hoabgo] Az e LUl a7EE ok 98, NP 98 B9 Az WHorA ogrtset. ®
o] Az Wi o) AlxEE ol AH2 LN 8524 83t}

H 290 gRoi 99 E3 &Y WH3F 2022-0519200] 7]Zst gow, oo &L E A HE I
sl=l ok

o s .
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