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Efeld<FrE 303 mg,
H
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23498 ¥4 (purging)

uf g2
Zgdo® 6 kgf/cmZGQ]

)
=4

=
-

=

e 600 ml,

3T

hvA

hvA

2 A x3 1A

goju s

=
=

o
Hell

U
]
L
H

o] B (autoclave) ol
1

ks
<

ZF%, vlavlE 17.0 2% 2 gFEIEYolE 20.9 et
Llasi e R=

0.26 mmol % 7]

2
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[0435]
[0436]
[0437]
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el
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[0441]

[0442]

[0443]

(2) Na-Bz:

[0444]

[AlZxd 1-2-1~A) %4 1-2-5]

[0445]

[0446]

17 0], F3ol o8] lojx

Qlelg s

Eay
=

ek

w) g el

=
=

2300 oA, A

[0447]

—~
o

A olelel=,

A7

KeN
=

AHo2 600 ml7t =

s

d

|

Fol, o) %

S

o =

[

2]

-
It

[0448]

7 )
20 lzlelelelrlt
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[0451]

[0452]

[0453]

[0454]

[0455]

[0456]

[0457]

[0458]

[0459]

[0460]

[0461]

[0462]

[0463]

SSS0dl 10-2126242

ZIAE FFF AF, TF -4 Fgo] e AL AT F A%, Axd 1-2-590 9, 77 &FHE

SEEY 718 galHA e HRA YEFELES AFES A9, S &40 dASH AstEHeE As g

IR =

(438 7Hs)

A71eE A zoo| Al Aze ZhZbe] S FEA 100 AZg-el tiste], 1 3 e X 49 7AE wEgEe] H=

5, vlxEuA, 2/EE, 7% HAMAE JUF - EFSa, AFEAE 42¥ AFE AF7)(DSM XploreAl A,
3lo] 2EW=(strand) & AT, 2EUWU=

Compounder15, Injection molder 12)o] 2J3] 230TCeolA €& &4 (s g
A elo] A (pelletizing)d &, 7] AFAE 423 A1Z HAY7|E ARl AIE 2% 230C, 8 €% 40T

o] 24 sl A& AE3e], 50 mmx50 mmxX2 mme] FHAE AJFHS A}t

Ao 1-1-1 & Ao 1-2-12, &8 A sk, 242 £ T 71AE Az A] dojxl ulxEu)X]
& wigsta, =¥ Ald =3 Z4F HIMAIE a .

Hlae] 1-1-1, 1-1-2, 1-2-1 ¥ 1-2-2%, &3 FFA diste], wl=gHulx] g2l oy F3ded 93] Aozl
HA FHAE wiFsta, =7 Al =3 4% HUMAE i,

Hlae] 1-1-3 % wme] 1-2-3&, LW FEACl vstel, vhaEuAE wget
Aell, & Fol /A8 2R (20 ng/mlt HES 24 DS MGHL, 27 Ao EF 4F

A7) Az o Polzl 2EUE L FuY APUL Agstel, S0 WrhE BT olF Aol s
o, 717t % 3 i ¥ 4o vehian

>
%%moﬂ%%ﬂc%lﬂxl%k1ﬂ%%%QHﬂﬂ._ mﬂﬂ1ﬂqsgmﬂﬂ1ﬂﬂ%,ﬂM%ﬁ
~ ;

i, 4ol AL MR, el ASelol el Eeld SUACTEN A o] STl o
A 2ol &AW FEAND AL 00 A2 S W, A2 Azl Aol Lol Geld FHACK
Bl MgES ek, @, mae] 1-2-1 0 ] 1-2-23, o Fgl s o7 Ldm Egaw
o], Alzelo] o8] ol LalM FIA (B E WFsL 94 et

(245 &%)

&l . 3l
ARz £ Z2A35t9th. 24 e HLogRE 50C/mine £EZ 230C7HA % aﬂ,w%ﬁ~%ﬂ%
5 -10C/mine X2 50C7HA Wzhste] dojzl xEd] 9dojr], &4d Hkgo] I8 (peak top)o] HE 2%
& AAst 2x =2 stal, o]F A diste] s & 3 e E 49 A7 YERIT

ozl H3y AFHL, AME AE F 23T F2xoA] 48417 o) AA(FE)S §, slol= - 7t=
x)ell o3, AlFAL] Hazed: Talglth. o5 A3 disgte] 7] & 3 &
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[0464]

[0465]
[0466]
[0467]
[0468]
[0469]

[0470]

[0471]

[¥ 3]
DIAE | SEAM 80t ZYA et o1 207
Hi x| Z LA 2 LA
HZ=of ] ] ) 2R3
Ee | e | WEE ) oo HEE ) oo Haze
EEL [EeR) B2 [%]
[°C]
AO-1 | 0.05
A0l | M= A0-2 | 0.05
20 o P2 | 0.022 133 | 69.4
1-1-1 | 1-2-1 DHT-4A | 0.05
Na-St | 0.08
AO-1 | 0.05
m -, .
HIROI | ol 100 _ B A0-2 | 0.05 as | sos
-1-1 | =8 DHT-4A | 0.05
Na-St 0. 08
P-2 | 0.022
HImOl | oyl ol e
w - 100 — — A2 | 0.05 | 128 | 87.8
-2 | =&
DHT-4A | 0.05
Na-St | 0.08
AC-1 0. 05
bl = - 0.05
Ll I TS P2 | 0.0z 07 132 | 75.7
1-1-3 | 1-2-3 DHT-44 | 0.05
Na-St | 0.08

SES06 10-2126242

(3) A0-1: EIEZ7|~[HWEA-3-(3",5'-T]-tert-F-E-4'-sfo| =5 A 3 ) L2 3] Y| o| E | v &F

(4) A0-2: EE2(2,4-Y-tert-FEdH|d)EAT}o|E

(5) DHT-4A: &} 7p7FFanl 7F5-A] 7] 7Fo) kol A 2| 23 3lo]| SR EALo]| E | A3

(6) Na-St: ZHlot24t YEFH

[ 4]
OtAE S8t Al & Opst KAl ®Otst T
HH X1 =Dy E LA s =
ES] —
weer | | WHEE | __ | sHEe | T ) Haze
e FEE mae TFE mao| BTy
[’C]
N A0-1 0.05
SAOHHEA 524 |ger21| 0092 | a0 0.05 | 126 | 86.9
1-2-1 | 1-2-2
DHT-4A | 0.05
o AO-1 | 0.05
e B T = — A-2 | 0.05 | 117 | 90.0
1-2-1| =%
DHT-4A | 0.05
set=21| 0,092
m - 0. 0
wmon| owl |0 | _ | ° | us |83
1-0-2 | =8t A2 | 0.05
DHT-4A | 0.05
AO-1 0.05
M x
B0 RIZEO 00 ez 1] 0.002 | a0 0.05 | 119 |88.1
1-2-3 | 1-2-4
DHT-4A | 0.05
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[0472]

[0473]

[0474]

[0475]

[0476]
[0477]
[0478]
[0479]

[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]
[0487]

[0488]

SSS0dl 10-2126242
Hlate] 1-1-1 % Hlale] 1-2-19] 23AS st A 2 223/ A4 24&d A8, Hlad 1-1-2 3
e 1-2-2¢] 23AE 2 FHA} &5 THF o A5 2=y £ i A E A

w5k, Hale 1-1-3 9 Hlale] 1-2-39] AR}ZFE, A
g Z1e AMES Fo], A3 2k % FyAe] $-F3AY

ZHA H7bek Ru, zAAE FEA N At
o H mdbe Aeke).

Fw~ i

ojgel Hlall, Aol 1-1-1 B Al 1-2-19] A=y, & W] Ax WHor Axd vfaHuWAE A
e Aol o8, A4t 2xd FEAES HE M 5 e AE FIE AT, 53], AAld 1-2-19]
mew, ol = ShetES, vhAHEAZ H7EE A % il

T 2 A gt
oo m e, ¥ Wyl XA wiaEujA o] Ax WHor Aol xIA| wiaHuAE ARG ORA, £3)
Aol 28 g7t 5 SHA FA 2AES 25 F dE A4S IIFE F AAJH
(A2 ] ]
[Alzol 2-1]

[HA]of] 2-1~2-2, H]2lo]| 2-1~2-5]

(A v o] =A4])

4= A3} vlavls 4.76 g(50 mmol), "IZF 25 mL E 2-o€a A Az 23.4 mL(150 mmol)ES H-7}8Fa, 130C
oA 2x7F 7FE WkSS el 7Y fMo® wE Fowd F= ek 1011 g(7.5 mol)S F7beka, 130T
E FASEA 1AIZE wnbsle] ) B4 RS Y] 7d S0 AT o R, 7Y §98 204
WzkA71aL, -20C 2 529 A3 Elgk 200 mL(1.8 mol) Foll 1A17tel Ax AAZFS Hst AYstdct. &<
Z8 T 4Nz ZA 110C7HA $2890t. 10T =23 5 to] ik Zlo]E 2.68 mL(12.5 mmol)Z
F7bstal, 110CE G eFHA2AIE wkste] whEAIZ T, vk T8 §, 312 o3| 93] AkE AFH s,
7] FAFE 200 ml o] AFdsh Elgkel] ojs] AAEAIZ F, thA] 110C7HA 7hdste] 2A17F RES AT, vhE F
25, A 12 R S AFska, 10T ik 2 ke o8], Al Fol fElsta JdE ey 8%
o] A=A &8 WA S8 MAAste 1A vl s AATE. o] 1A He Fu) o] dRE AE
o 5t zj&&h Zv) 24& BA uh, e 3.1 A%, 94 56.0 A%, vl 17.0 2% L olaid

i)
=
1m
O
@
>i
o
g

e,

T 59 FAO WA WA @l sgEo] AAlEe] x| e ASolt, Fe 10 mg D E]olg Ty
¥ 22 ngd] EFAS AL

(%)

Az A8F SESPolHo| et 600 nl, ENPIEUE 303 mg, 7] FMA] LNS ZFA 100 A
tislel, E 5ol ZlAE wigeke] HwE Hrbsla, dAZRALOHEALS 0.26 mol D 1A Hw) R
ek ]2 (Ti 3HFe= 0.013 mol)E a8 o= Brhsta, wylkeigict. SEZdold P& Zagdd 297
2 ABeta, TEAA0R 1 kef/m G UHE 7beta 50CHA 527 Te EFerg. TzRds wAG

EolYa, 0T/ S, sEZeoln o ZWUAOR 6 kef/en Gl Fej e
§ S Aol A kAR AUE A8 F 40TAA ClEE 5 mlE Frhek
%, 50ColA 7Htatel A e Paha, ololA, WFF, 40TAH ZTHWE 547
(3]

B oy N o
o S -

o= [e] AE
Fomxn, THAE LA
[zl 2-2]
[AA]el 2-3]
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[0489]
[0490]

[0491]

[0492]

[0493]

[0494]

[0495]

[0496]

[0497]

[0498]

[0499]

[0500]

[0501]

[0502]

[0503]

SSS0dl 10-2126242

A 223 Zg2ze, g 10 nl, EYoDLdTrE 54 ng 2 HEA A3 BAAe] A o}A-3-(3,5-t)-
AL L2324k oln = 161 mgE &3 - wRHksle] HEmA 4tsl WAAE vl stal, i
} 16 mg/mlQ] oFA Al &NS ZA5FATE.

il
2
o
O
b
2
o
ol
iy
N

3 2 st WA A Ee] (2, 4-T-tert-FHAD) E2TO|E 144 ngE FUlstar, 3
g6 nlE FH7bstol &3t - wnksto], QI AbsE WAAl 24 mg/mLo] EAVPO]E GAE AT

)
B
ﬁ',
rlet
=
i
i)
[>
. K
=2
-0,
>

A 83 QEFYolrol, et 600 ml, EELdFrE 303 mg, A7) 23A &9, A7) HAHxA= &

% A 100 ARl diste], F 50 7]AE wige] H
1 A S AEe ek L8 (Ti 2o 2 0.013 mmol)
A Zvf FEL AAd 2-1014 2AZ A U AL AFESHAT

ksl Tk, a1

Aol 2972 @y, ZePAoL 1 kef/enGel S 7bska 50CAA 587 Te] Fgshgict. TB
& WA T, A 340 ml(230)F BolWwm, 10T/ Feskx, SEZHH o] Z2IAOL 6 kef/en G
of te& Fsta 70TCAA 1AZE FF vEES ek, A4 vbaR AWE AT F 40TelA oeE 5 ml
g Hhste] 2% weS AAA F, 50CoNA FAshetlA 28w E fskal, ool gF, 40T Eg
HE 5AI7 AxTgozy FIAE YT}

/-\
0
ofk
N
N
of
=

A7) Azd 2-1, 2-2004 A3 Zzbe] FEA 100 ARl tiete], ¥ 50 A wigFoer Z HAUAE
A7} - E3sla, AlFAE 28 A}E A 71(DSM XploreAl A%, Compounderl5, Injection molder 12)ol] <] &H
230CeNA 8§ Edste] 2EW=E At T3, 7] AFEAE 428 AlE AYVE ARESH, AE 2
230C, 8 &% 40T =7 oA A& Adste], 50 mmx<90 mx2 me| HAE AFHLS AU},

(37hH)

A7 Al W o dojzl ~2ENE 9 FiEP AFPS AHEEte], 7Y HUHE Qe o5 At
sty Z+zh & 5o JERGTH.

(243 -%)

271 ol 2EAES 2% Zehdlar, AR FAF I A7 (Holok = A AMAL Alx)E AREEte] 2A
3t 2xE FAs. 54 e, ALoRNH 50C/mind £R2 230C7HA S&skal, 1087F A% F
s

-10C/min®] HEE 50C7HA] Wzste] dojxl AEo] glojA, F4 wkgo] dade] H= 2=s 243} 2
—;:1‘_’_

A2, 4R F 23T FExoA 48AIFE o] QAT F, o= - = TT7HF
A717bel AR e A7 A4 Az)ell o8, AFB] Haze® F3HUTH. ol& Aol iate] 347] & 59 247 1}
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[0504]

[0505]
[0506]

[0507]
[0508]
[0509]
[0510]
[0511]

[0512]

[0513]

[0514]

[0515]

SSS0dl 10-2126242

[3E 5]
ZatAl &0tet =OHA| EYA ENS HMH | zmg
(1 2%8) (M2 28) | Haze
o EE o e | | (%]
Set= (2] Stet= (22t [°C]
Na-St 0.08
ALALO] A0-1 0. 05
- p-2 0. 02 oo o 0o 131.8 | 75.6
DHT-4A 0.05
Li-St 0.08
ALALGH AO-1 0.05
- . 128.4 | 75.1
2-2 b2 0.02 AO-2 0.05
DHT-4A 0.05
p-2 0. 02
ALALGH Li-St 0.08
g | 102 0.075 o oo | 1283 75.0
A0-3 0.025 :
Wm0l AO-1 0.05
. - — A0-2 0.05 117.9 | >90
DHT—4A 0.05
AO-1 0.05
Hl 1
';_L 20" p-2 0. 02 AO-2 0.05 118.0 | 89.4
DHT-4A 0. 05
) 0. 02
Na-St 0.08
Hl 1
I;_L 30" - - A0-1 0.06 | 127.6 | 87.8
A0-2 0. 05
DHT-4A 0.05
p-2 0.02
Li-St 0.08
-
H';_Zml — - A0-1 0.05 127.8 | 75.3
A0-2 0.05
DHT-4A 0.05
Na-St 0.08
HI ol AO-1 0.05
25 AO-2 0.05 118.0 1 »90
DHT-4A 0.05

1) Na-St: Z=Ho}24F YEFY

2) Li-St: 2Ho}24F g4

3) A0-1: HEZI|A[HEA-3-(3",5'-U-tert-FE-4'-3lo| =5 A D) Z 23] 9 v o] E | | &t
4) A0-2: E]2(2,4-U-tert-FHEIAL) AT E

5) A0-3: 2Hlo}H-3-(3,5-t-tert-FE-4-3to| = A L) X 23] 24} ofn =

6) DHT-4A: sto]=2EAto] E(are}h shatgiat Alx)

Hlate] 2-2¢ oJsf, A2 Aol A 2R S59S MPekA] G dedds, 245 £ g &
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s==4

o)
i
el

o]

X

v} A E]Hj

=
=

T EA

[0516]

24 A}
Rl

Az

18

Yol el %

@5

[AI3 AA ]

[0517]

[0518]

11, 130T

S

2-o| YA ANLFE 23.4 ml(150 mmol)E F-7}

T 43} vladlg 4.76 g(50 mmol), ©IFF 25 ml 2

[0519]

A7kska, 130T

B4k 1.11 g(7.5 mmol) &

=
T 2

s

:3

ey
0
<
T3
B2 E|
e
W E
X %
oy ™
)
LN
DS~
T W
w H]
o
T o
~ T
W .
_Ev
3
Mo %
il
=
g
3
RO
— O
~
m —
ST
= g
™ T
o
- Ao
B X
< R
&
W o
x =
oF =
o
S =
(e
D
L=
~ 4,
JARES
<
N
Mo

A}

3har,

g

I =

9]

FaA 24

i, 110CE #4135

7}3]

st Ejetol o8 A2
) Ak

93]

[eZ]
=4

200 ml<] A}

=
=

7] ZEAL

azbo] o

Fi, 110Ce] "zt 2

EE

= -
= A

, BHAL AL of el 9

<
T

=1]
=

17.0 A%

2 56.0 A&%, vlvlg

I 24S 24 b, ge 3.1 229, o

o|E 20.9 AFRAT}.

__@l
|

o

)

oo

et

o

(efu]

[0520]

o

HO
B

[0521]

[0522]

=i}
=

Y EA A 0.26 mnol

=

[0523]

=
=

e &8¢ (Ti $HFe® 0.013 mmol)

W el 3
EL SR

=
=

}3 50°Col A 5

S

g4g 7

o‘:}_
al, 70C7HA

13, T2ReloR 1 kef/cm GO

S

B

=
=

EZdolr

ﬂ %«61—

ojy

FaL 70Tl A 1413 F§t

S

AS HAZ T A4 340 ml(230) =

i
=

RN

b

S

3L

Eds

TH

=
=

AA 722 A

shiet.

K

Kol
o =

HES-

2

Ao R 6 kef/em GY 4=ES 7}

z=zg

B o

24, T4AE A

1 g3 8.0 kgo]Qt}.

[0524]

-
3t

A A8k EFepase],

[0525]

710014 e A

L
)

Fodct. P-2

g 2AT

94

Al AEo] 20 mg/mlel A AHE

Fipelet,

S

el

3ol A o €]

[

6]

-~
3t

[0526]

sz OO X
ol —
R el I Bt N e
ﬂ&ﬂom/blu
% k| Bk
w2 F|E|E
3l M {& | & | a
_)ﬂﬂlll
S S i i
n-lg| =
W_uo__ormll.l
0o
~N | B
o) T s I i
ol | w® | ®l | Wl
ol
80—
TR IR I By I
7 |®
=
= | 80 -
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W03
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ABDn_w=
w_..m,_.@
00 | 00 |
~
o
v
=
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[0528]

[0529]
[0530]

[0531]

[0532]

[0533]

[0534]

[0535]

[0536]

[0537]

[0538]
[0539]
[0540]
[0541]
[0542]

[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

[0549]

SSS0dl 10-2126242

(D sheke 10 3p7] =9 33

CZHS CZHS
L Ly
CZHS CZHS

e

(%3
47 el FFe FF 2 Qold, A vl JEel A9 29S8 B Ao, Fgel s ol
©oeuw FEA 100 Aol distel, A AR §AL E 70l AAN W] HEF ¥, oxd
dolu Fol golo] AAMHOL 600 ml7t HES Yrke F& WA A olslol=, WG vl T} Y =
A sl Fgetedh. g vidsten.

o, EGE CE 2UW muvle) Bl FHE 49, TG B4l v, 4% shTel ad o 2en FF
A% Qe 5 gl

[ 3-1-1]

4 L
N

47) Al 3-1-10] QoA GREe] A 1o didte] BHHE 123107 Ak SFaE, FEF0] Ak 1o
Hakel SHHIE 1.0x10 %) A2 ha2 gald J ol9ldlis, A7) Ao 3-1-131 SAHA AN ST,

[ A]e] 3-1-3]

47 AN 3110l oA, B WegR g A oled, A7) AAld 3-1-13% FdahA A
[2A]e] 3-1-4]

47 AN 3110l oA, B olegn tad A oled, A7) AAld 3-1-13% FdahA LA

[AA]e] 3-1-5]

7] Az 3-1-10A4 Qe AW FRAS, S0 LIS AL WA Ao olFeta, fult Arsiel
Zelo] Belo R o] BEAY. theoR, WA AU A% 4e] AY olABoRRH, 5 kPad] 2HS

e}
100 ml/mine] o2 2X7F 24 sto], 2#W FgA ] HE=A F .

—

Wl alof 3-1-1]

o,

7] A6 3-1-100 gleiH, A hnE Bl BAAIIA @3 At AR A oL, 37 AAd 3-1-
15 SA5 AT,

[H]3ld] 3-1-2]

2

A7) AN 3110 el FRE EF® Ak b2 A, B(2Eel obd)E AER A olslelE, 3]
Alel 3-1-13} B A4S,

(A7h)

doj zHzt Al 100 Aol whstol, Al st WAARA, HEZT]A[ME-3-(3",5'-H-

tert-§-g-4'-slo| EEA|f ) Z2 T Q|| EJW[E 0.05 HFH, A A3} WAARZA, E2(2,4-T-tert-§-

god) £ Aol E 0.05 AT, Sto|ERYAIERAM, alek ZpZFFRAlal THFA 7 7RO ARl A Al SRR AR
!

o]
DHT-4A0.05 F2EARE S&5do2A, 2ol YEES 0.08 AFHE Wgsta, 74 H7HA

Lo
fiio
=
i)
ofN
s

o
1
N
o
A
Y
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SES4

Fed, 50 mm<50 mm><2 mme]

°©

Aa]gé

=
=

}’oﬂ /ﬂ }\]_

[<)

7] (DM X
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[0579]
[0580]
[0581]

[0582]

[0583]

[0584]

[0585]

[0586]

[0587]

[0588]

[0589]

[0590]

SES06 10-2126242

2 NS 23.4 ml(150 mmol)S F-7Fska, 130T
< Yol 4 §Ho2 e F, ES F Zekak 1,11 g(7.5 mol)S H7bskar, 130T
= b awkste], B4 TEREE Y] ol S99 SiAHET. e R, Fd §98 ALdA
WA 7150, -20CE FA% A sk ElgE 200 ml1(1.8 mol) ol A AAFES A8k st F9
= EFolE 2.68 ml(12.5 mmol) & H-

S & ool o3 FAME AFHSEAL,
7] ZALE 200 m12] AFEE Elgkel] o] AFEA T, ohA] L0CT7HA] 7FEske] 2417 RES AT, vt
F, TRAl AL of el o3 FAME AF AL, 110Te] wxb B kel of3, Al Fell et
o] AEHA &S w7hx] FE3] AAS S 1A Ful JES At o] A FHu] AR o
56 oL

0 HA, vavlE 17.0 2%

o

O

= A To] =AY WigdEe 2] fste], 23 SAE HUlekA] = A % 24

A A3 cEZolHe #Er 600 ml, EFELFrE 303 ng, UASEALYHSZA LS 0.26 mol %
A71e o Axd 1A v AR Ak &H#(Ti 4o 0.013 mol)E TAF o2 Hrisia,
9t eEZFHoln U Zedd Beye Aaen, TeRdow 1 kgf/mGo) S sbeta 50CA 5

g3 40 ml(23C)E EoJda, 70C7HA F8ta, LEZ Y]

B Yo = 2 A TtAR AYE
&gk & 40CoA olge 5 mlE FU7lete T& WSS AAAZ T, 50CAA st &8s Pd3har,
olojA], XFF, 40TolA EHE HAIZE AxFFo 2N, FHAE AT, Doz FHAY F3} &4, S

H
0Q
ot
o
(e
>~
0Q
o
52 -
°

Ak VS Fehael, E 9o JAE MFoR, 2A YR P Forekn, wwsEA S e
o Astste], 23A Aol 20 mg/mld WA Ao §AE ZASATE. P25, FU]AdA A 23|
el FAlde] shfolth, zaAl ARol SaE Aol "O'%, §alaA @ At xR 47 9
of 714 ghrt.
[ 9]
LHH A= = 0 /I LZ0ls s | o
e 2 sz | o
S EH S E2H S22y A
[&] [ml] [ml]
HZ0ll 4-141 P2 3.3 &l gt 160 E0egR20E 6.9 O
HZE0l 412 | 3E21 3.3 &l gt 154 exaeazns | 11.5 O
HIZ0l 41-3 Na-Bz 0.6 =y 38 Eig220ls 12.0 X
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s=sq

[0591]

220

CH,

CH,

St

2
N

2
N
H

CZHS CZHS

T

[0592]

23 UEFS

J

(2) Na-Bz:

[0593]

X

Njo

[0594]

2

3}7]

dels w7

A &

w el

=
=

3L A

ol he1A,

==
K3

gl

4o

[©)
S

n

7}3k

-
o

fron

o] golo] HAH SR 600 ml7} =

[0596]

7] Azdol A Axg 2Hzre] FEA 100

3

AO

[0597]

o

Z 300 mm=

A 60um,

T-thol(die) & 4= % 2507C,
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kel
-y

[0598]

7HE

=]
T

109] 7148 wgEos 7

[0599]

250C,

1A
ol

Ay

ol

R Zg~Edulo| g7

1A Zr A Az,
WALZ] (#808%) (=2=(0.45 mn @,

4

s

8

H

oo &

EZ% 1.0 g/min,

== 30 &,

3% 3d = 50 rpm) 2 WL,

s

KN
]
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of s WA, 12,

Apgated

2
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<iE Aol
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sl
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[0610]

[0611]
[0612]
[0613]
[0614]
[0615]

[0616]

[0617]

[0618]
[0619]

[0620]

SSS0dl 10-2126242

[¥ 10]
Z=EHAl BOIE | ZAl HOba ot 20
ZOHAl EOHM DgE M= H2 ME
= Hiees | _ Hi &t 2f SIZEAE
st=2 5l st= o] Al 221
LR Rae | T2 | marg A2
AO-1 0.05
ALA Ol . AO-2 0.05
t P2 0.022 | ol oo O 2140 O
Na-St | 0.08
A0-1 0.05
AA |22 AQ-2 0.05
oo (BEE 00 | | O 1930 O
Na-St | 0.08
AO-1 0.05
Bl 1 0l AO-2 0.05
- — X 0
41 DHT-4A | 0.05 169 ©
Na-St | 0.08
p-2 0.022
AO-1 0.05
-
H'zfzm' _ - A0-2 | 0.05 | x 2010 X
DHT-4A | 0.05
Na-St | 0.08
glst2 1| 0.092
Hl o AO-1 0.05
':_Lgml — — A0-2 0.05 X 1850 X
DHT-4A | 0.05
Na-St 0.08
(3) AO-1: HIEZI)A[WE#AN-3-(3",5'-U-tert-FE-4'-3lo| ==A| ¥ d ) L 23] Q |o] E ]| &t

(4) A0-2: EE]2(2,4-T-tert-FEd) X2 o] E
(5) DHT-4A: 9} 7}7FFml 7F5-A] 7] 7Fo Akol| Al A 23t slo]E2erjol e AFE

(6) Na-St: ZHlot24t YEFY

Hlate] 4-2 2 4-30l4, 23A S oA TEA et &6 =T 45, EE A
war, A AR AFA dste] A Bl sl o]l Hlsl, A4 4-1
of Az WRlel ofal] dojxl &dld FRA=, AV A flS #RE oty AEE

(oA Fvi Aol =40

T A3t wpavg 4.76 ¢(50 mmol), ©|FF

2 =
A 2417 A WS W3te] T FAOE WE F, EF 5 T
]_

o o Eako] gl
2 420 A=, B o
B4 A4S AT

5ml 2 2-9gaN AL FL 23.4 ml(150 mmol)E F-7}8k3L, 130C

o 1} A 1.11 g(7.5 mmol)S #H7}star, 130C

WHkste] | R ZEkAlS AV 4Y gl gaAFY. teo g,
|

5 FABHA 1A% T §HE ARoA
WA 72, -20C2 A9 AFE3 85 200 ml(1.8 mol) ol 1A17be] 21 AAHS He FAedet. 24
Z8 5 4NZH ZA 110T7HA] 523819k, 10T =23 & fREZEgolE 2,68 ml(12.5 mol) S F
7Vekar, 110CE FABFHA 2A17F wRkste] WAL, vhg T2 F, 38 ofdo] o3 7rtg AFH3 AL, 4
7] ZALE 200 ml1o] ARIst Hgrel o] AAGA &, Al 110C7HA] 7FEste] 2417 WA, g 2
0 OA] 22 oJztol os] AFE AFska, 110Te "zt 2 Akl o&), Al Tl fFElsta e Elw 3t
F=ol AFHA &S WA FE8 AAs A Ful RS AT, o] 1A Frf die] dFE AEHE)
of Axeta, Fv] AL BA3 nl, ek 3.1 A%, 92 56.0 A%, nfavlE 17.0 29 L Ry ey
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I
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A
>

bich, p-2
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[0632]
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dels Frtely] A4, 5
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2ol Y

A

3

gl
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al
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F7rst
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KeN
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Ao 2 600 ml7 =

&

A

o, AlZe] 5-1-39] 24|

[0634]

)
=

of, A% 7h&l

[0635]

71 A 7 A

tel, X 129]

S

el
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A AFE AEsEke], 50 mmx50 mm<2 me HAHF A|FH U 80 mnx10 mmx4 me I A|FHS AJ}. 2,
Hlale] 5-1~5-4¢] tisfiA=, 7] oH] FFA A dojxl e TFAE AHEsto] F7FE Pkt

[0637] (WE2AA)

[0638] [S0-645290 A3t 27 Alg Aol d7lodA doxl FRY AFHS MEsta, 7FE &% 100C, 7148 A

R 5AZ, 7 e 20T AY 24 sld Aestdn. A Fol Age] BWe 40mo] ez Av
: 1 ASE "0"=, EHe] AMelA AL, A7 o] EHlel vehtm

Aoz A, g o]de] gl
N ASE "X"E FHIHY. ol& A st 7] ® 129 ZH2F YeRSiY.

[0639] (2 8A4ds)

[0640] Aojz F AFHLS, AIE AE T ZA] = U 257F 23T F2Fo A 4817 ol AXE F, F A7V
((FHAEr=A L AlZ; AG-1S)el 98, 1801789 f-gel we), & e@Ad&WPa)S SA3 Y. ol& Ze] o
ahel 77 ¥ 120 UEhile)

[0641] [E 12]

SetAl Eotst TE A EOtst _
. 10F 23
=LA = Hl 2oh 20
o | HiE o | HHErek _ g Eeds
HEE| o | BEE | g, | UEZS | TS
A0-1 0. 05
A1AL Gl A0-2 0. 05
P2 0. 022 O 92250
5-1 DHT-4A | 0.05
Na-St | 0.08
A0-1 0. 05
ALAION | _ )
= stat=1 o002 | "0 0.05 O 2100
5-2 DHT-4A |  0.05
Na-St | 0.08
AO-1 0.05
] jm) )
|woll | ) AO-2 0. 05 o 470
5-1 DHT-4A |  0.05
Na-St | 0.08
P-2 0. 022
o 2ol AO-1 0. 05
5o - - A0-2 0. 05 O 2080
DHT-4A | 0.05
Na-St | 0.08
Set2 4 0.092
B0l A0-1 0.05
5-3 - - A0-2 0.05 O 1960
DHT-4A | 0.05
Na-St | 0.08
atet= 2 0.092
A0-1 )
bl 1 ol 0.05
54 - - AO-2 0.05 X 1720
DHT-4A |  0.05
Na-St | 0.08
[0642]
[0643] (3) 38HE 2: 22Z9E A (MillikenAt #AZF, A= Millad 3988)
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[0644]
[0645]
[0646]
[0647]

[0648]

[0649]

[0650]
[0651]

[0652]

[0653]

[0654]

[0655]

[0656]

[0657]

[0658]

SSS0dl 10-2126242

(4) AO-1: BIEE}7| A~ [Hd#@-3-(3",5'-U)-tert-5-E-4'-dlo] =2 A5 d ) L& 3] @ Y| o] E ] v &t
(5) A0-2: EY2(2,4-U-tert-FEud)EATo]E

(6) DHT-4A: &} 7p7k5t aial 7HAl 7] 7Fo| Akl A Al 23k sfo] = & ebato]

[m

2,
it
o

(7) Na-St: ZEo}22 JEFY

Azl 5-1-304, #7] RuE TR EE 4] LROE SFED 01800 8D g 2AAE &
Ao wierel FRAC T A, TR Bl RS WAL AL AT + A% TY, F 129
wel 5404, Y A £2HEA BAS WFT LAY $A 2YBS F0] FATAT.

g, Aol 5-19F Mlate] 5-2, Bl Aol 5-2¢9} Wlale] 5-3¢] wlarel] o, ¥ W] Az Yoz dojxl
S FA 2AEE, 4P9F wHoR XA ol o] flu FAE TV mdE AT F AT
o] Alx e R Aoyl YN A4 2SS, AWME 2dAR BAS PN F A, AEF
gHoRo A olfo] glomm, A Am Fiool oA HEHSA AT 5 gl

(A6 A el]

8

1
N
2
o
=
H
=
>
N
a
%
o1
S
=

5

jin)
P

25 ml @ 2-odaAAITE 23.4 ml(150 mmol) S F7FstaL, 130T
oA 2x7F 7FE WkSS el 7Y gMow wE F o owd F= ek 1011 g(7.5 mol)S F7beka, 130T
E FASEA 1AIZE wnbsle] ) B4 ZehS A7) 7 S0 AT o R, 7Y §98 204
WzkA71aL, -20C 2 529 A3 Elgk 200 ml(1.8 mol) Foll 1x7rel Ax AAZFS Hst AYstdct. &)
T8 3, 4N 2A 110T7HA 528k, 10T =23 3 g zgdgo]E 2.68 ml(12.5 mol)E
7betal, 110CE FASFHA 2A12F agkate] wbGAIZ T, 9k T8 F, 18 ool o3 FALE AFHSAL, A
7] ZALE 200 ml1o] Abdsh Elgle] o3 AAEAT = oAl 110C7HA] 7FEate] 2417 RESAI AT, ¥k 5
5 OA] AL o3 &) JALE AAFSka, 110TE HzF 2 i) 8, A Fo F¥st JE ElE 3
o] HEHA &S "WrhA Fw8] AAste 1A Su) RS AATE. o] 1A Fu) o dFE MEHS)
o Azxsta, v 2SS B4 8F, EE 3.1 2%, 94 56.0 e, vidlg 17.0 20 2 fRE gy

s

2dR FUA Fo 2AA MTFS 2] Astel, 2AA AL WA wE Ao FF YL T

stglth, eEZdoln U Zadd ReyE N@Astn, T2BAAoR 1 kgf/m 6o FES 7Fsk 50CA 5
B2 =2 a9, ZEZAS HA3 5 52 340 nl(230)E Bolga, 70C7HA SLsta, LEZ Yo
o] AR 6 kgf/enGe] ¥ FEI 70T 127 F5 wheS AT, D taw AU

0CAA oleE 5 nlE Frletd T3 w-gS FAAT ¥, 50CAA FgstelA &8s s,

o
TollA ZvE 5ARF Axgroar, FEAE AT, ol TFAS TF 242, =)

Az ARG Bepadol, ® 136 A Ao, 2uA ARl AVL ¥bshu, muswA Eeld U
g Askste], zalal Aol 20 mg/miel ZAA Aol AL AT, P2k, AN NG el
el FAG shpelch
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