ZIHSd 10-2010-0105882

G (19) A& =E35H (KR) (11) F/HE  10-2010-0105882
‘ (12) /N5 FH(A) (43) FALA 201013092302
(51)  Int. CI. (71) =41
AAE grE=
AOIN 43/90 (2006.01) AOIN 25/00 (2006.01) o5 262 7910l 6] Mgl A Aw BlA
AOIN 25/32 (2006.01) A0IP 13/00 (2006.01) A B meste me A Sduel 949
(21) =9Ws 10-2010-7018184 AE = =
(22) EY9LAHFTAZLLA) 20099012916 (72) W =}
AR TLA gl a9d uE ZHE
(85) MAEAZLA 2010908416 EERE RO 6019}0] B Az 8 o
(86) A=Y WMZE  PCT/GB2009/000127 Emmu g2 AE AAE a]u]E]C
(87) =AIF/NHNZ WO 2009/090402 12 ulo|Z Eﬂ-o]x\ﬁ]oé
AR 20009079239 og—:# WA 42 6olsto] HA Az & Q)
(30) X% Huldg 2w AlE AlxlE 2lnEl=
0800856.7 2008 d01¥17Y < =(GB) (A A=)
(74) vzl
3T

AA B4 =0 F 11 &

(54) Ax4 3IFE

(57) 8 o

Boage ety 19 sge mE oo o EE
AEeE 2, AEe] @Al wek Zlojrt
[9] gt o] AlzA] AHgss S, 894
el w3k Zolrt,

shebA 1

RS
1 4
R ’N\ R
RN N N0
|3
R
o) ek 14,

R, R, R, R 2 RE= A18e] goje vpe} 7},



ZIHS3d 10-2010-0105882

(72) &3 = =2 &d JEY A=
7t W9 Batold A3 WAA L4260l mad A
= TN 742 golgte] B Az = 3 9l WA =AA A AR E e =

EAg e A AE AAlE gnEs

@ Ay

hu
= [




ZIHS3d 10-2010-0105882

58379 ¥

ATE 1
Az fagel stety 19 S mE ole] 9 Ex o]o] N-SAlol=E B mE o] A4 (locus)ol A&
e Eahehe AEel A,
shekA 1
R5
1 4
R N AR
I -
R* N7 N o
e

R HRe FH4os 2, (G284, (-GZ2Ld, T2, Aok, spo]EFA], C-GLEFA, G-GEZE L,

o}z EAa Y old 4 = 17] ulA 579 Rl s AgkE o, slelzold, i A Aol dt
G Q= 1) uiA 59 Rl o8] X3k slelzoldola

R % Zl:—/—‘\—‘ Cl ClO LZ—:]_ Cl C4 i%ﬁ, CZ_Cl()?—:I_—ﬂ]%, CZ_C4 io“?ﬂé CZ Cl(JOLy] E]_ CZ_CJL??]:E?—:I_—?]%, C.’S_Cl()}\]'o]

it
f

A, CGCAIEFR2EE-0CEA-, G CodIA-CGEZE-, G CorlolmgZd-, CCo¥dIA7ted-C-
G-, N-C-C&A-op =7t d-C-Ce&ZA-, NN-T-(C-C;&ZA)-otm| =7t d-C-Ce2 -, o}d-C-C&4-,

12 @77k BdsAY el = i 1) UK 3709 R ojs) AakE ofA-C-C2A-, sElEAe] 2 EC

O

C-, EE FE A2 W77} B Aola 4 = 1] WA 374e] Rl ols] AsE & e =Alo]
290,03

R'= sle2old, T BQ5AL Fo|dt 4 9= 17] WA 4749 Rl 98] W38 sezotdo]1

R slol=5A], i tabahgol oja) slol=%A agow Had 4 Q= 2Folw,

R, R T RLE ZZ4 HHHoz &2 Aol UER, (CodZ, (- CEELZ, (A, CCod7ld,
6}0152}\] ) Cl Cl()o]—i}\] Cl_C4§2Li?—:}viL}\] ) Cl Cl(JOLi}\] Cl C4 ZE]_ C,’g_C7}\]'o]%i%1fZ:_], C.’S_C7}\]'o]%i%l—%}\] ’
CrCAR 22U -C-C, -, CrCALl FRAA-C-C A -, (-G~ T2, C-CLZA7hRY-

CCEATNRIEA-, CCpdZdE -, (-CGFTR2LUE -, (@A dTd-, (-CF=LdAdId-, (&
Adxd-, -CGEFREIAAxI-, ofv, CCpdZolre-, Y-C-CpdZdolr-, C-Ci@ZA7tRdolr] -,

obg, EAstAL} Aolat 4= gl 1] WA 374e] R ol oJa) A o}, sE ol EAsAY Aold 5

Q= 171 WA 379l RVel o8] e slElzold, ofd-C-C, 27, ol 77} BAFAL Aojdt F 9=
14 WA 3749] R ol o8] AgE o}=-C-C, -, FElRorA-C-C, % -, sE ol 7] EAsHAL; o]
& 5 9l 1) WA 3709 R“oﬂ oa A e Eotd-(-C,-, oFHLA-, A Aole £ i 1

A WA 3] Rel ola ABE ofhLA-, HEzolEA-, SAaAY Aold 4 gl 1] WA 374 R
o ola) AFE HERolALA-, ofdE o~ EASAL} Aoldt & 91—5— 1) WA 3709 R el ol AskE o}
Pejo- s zoldE o-, BAFAL Aola S 9= 17 A 371 R ol o8] xgd sleZolUE o-o] 1

)

R & 247 5930z &2, Aotx, UER, (G2, (8282 &5 -GEFAoltt.



ZIHSd 10-2010-0105882

AT 2
A1gkel QoA R'o] 424, C-C,eH, C-CERe, &=, Alobi, do]EEA] EE (-C,FEAQ], WY,
A3 3

Ag = A2l olA, R7F i, (-G8, C-CFEA, 2, Aok, slol=EA] i (-(LFA

o1, W
AT 4

A1 WA A3 Fo] o 3 o o], Ro] i, (-0,22, (-CZ2LA, (,-0,2Ad, - EEL
d, C,Ceyd e C
T3 5

A1F WA A4 goiA, R7b BdsAY Fold 4 Q= 1A UlA 370¢) Rol )3 A3t

s =otel, W

= o
o
9
v
o
o2
o

AT% 6
A1F WA ASF ] o= F el glojA,

R7F SFol=%A], R=%A-, R'-7hLd SA-, EelR -4 $A- T R -4

EEEA-0] L, o] 7|4,
R&a]— CrCodZ, CCuAd, CCe7ld, olE-C-CEZ-; EE ofd 7|7t &2 Ao, YER (-(&

4, GGEEE T (GEIARTYH 5oz Adud Ul WA 5718 @Al os] Agd oF-d-C-

rr

C,&Z-o]ar,

10 B}
R &  GCo¥E, Co-CrAlel 224, CoCipAtel E 242 -C—C 022 -, CiCpE=d, CoCrod A,

CoCro271d, CCEFA-C—CodZA-, C-CEZEL-C-CLZA-, CCpZdTFA, CCrdAE=A], (7 d=
Al G Cp@ZE -, N-C-C& -0t -, NN-T]-(C,-C, &) -otm -, o} FdaAY dold 5= g 1)
UlA) 370e] RVl o) Xske ol slEzold, FAsAL gold F U= 17 A 3¢ R ol o8] xaw

el o, o}d--C, -, o} W7t BAFAY Aeld = Q= 17] ulK 3749 R ol o8] Xshd of-
CC-, SEZeba-C-C 2, szt sk B ol & o= 1A WA 349 Rl 93
g S Zob-C-C, -, oFF A, FASALL Aoldk 4 i 1) WA 39 R o o8] x@E ok
A=, ERFLSA-, BASAY Fold F Y= 1A WA 3749 R o8 xad d
Bo-, $datAL Fold F g 7H uw 37he] R'ol le) AsE oldEle-, HEzoldE -, BE Fda

A geld 4 g U WA 309 Rel o8] gkl sl 2ol 2-o)x

N
K9

b
E
fil
o
i)

Jo
>
g
u

R & 77 59802 (022, dd; = =2, Ao, UEZ GZZ, (CZ2LD = -CGEFA

el 17) WA 578e) A kAol sl A ghel sl

fl
e
o
ft
)
)
o
fl
rx

R'E CCo®d, CCoB2etd, sid; ®t 2, Alokx, UER, (G2, (GHERT EE O-GRFA
23E Egdon A 17] Ux 5719 A@A6l ofa] Aee ol

R+ 247 594202 &2, Aoj, UER, ¥, (GEEEA, GCodIAl, GGEFAFRI-, (-



ZIHSd 10-2010-0105882

CERLAFA, (8 ZdE -, (CGEREAE -, (&4 d-, (-CF=LdAMTI-, (&
, GCEREAAE -, ofd; ¥R, Aol, UER, (-C¥ZA, (-CGEEYE e C-CEIAZN

oz Agd /) WA 5788 AgAlel ols) Agd ofd; H ol = dR, Aok, UER, (-CEH,

2axd-

=
B 534

)

CCGEELA e CCGEFAZTE SHAoR dgd ) WA 4719 ASA ] oJal] 23k e ZopEel,
Hol—lg
AT 7

81514 Ibe] BB i olo] @ E o] N-SAjol=

ket Ib
RS
1 4
R IN\ X R
2 =
R N N™ "0
H

9] 38kl Thol| A,
R, R 2 R'E= A13e gojw npe} g,

R diabggol o) stol=sA agor dad & 9

rr
H
bl
el
vl

stekA Ie
.
1 4
R IN\ x R’
5 p
R N N™ O
'3
R

91e] shehA] Ieoll A,
2 4

R, R 2 R Al18e] golw npe} gx

CCEZ-, CCorlotegd-, C-CoEIAztd-C-C¥A-, N-C-CEZ-ob w7t d-C-C&4-, NN-t-
(CCE 7)o =7t R d-C-Co & ~, o}l2-(-C&Z-, ol 277} LAY dold = = 7] WA 3719
Roll o)) 188 o}2d-0,-Cs27-, alE2Ako] 28 -0, AERAto) 2 A7]7h FAaAY Aoldt 4 9

= 1) A 370l Rel o8] AEE & e EAbo] 2 -C,-C, L Z-o] 1

R oAb gol o8 slol=2 A 1gos A% & At gl



[0001]

[0002]

[0003]

[0004]

[0005]

[0006]
[0007]

[0008]

ZIHS3d 10-2010-0105882

sheb 1d
OH
RN AR
R IN/
N o}
|3
R

= A1l Aol whel g
RS C-Cot?, CrCoAld, CrCo2o1d, CoCoAbol 22O, CoCipAbol 2RO -C-Cot -, C=Cio 2 TAl-
CCeZ -, CiCorlot=dZd-, C-CpdIFAN7tRd-C-CEZA-, N-C-C:&¢d-oln =7t d-C-Cs&Z-, N N-t]-
(C-Cs ) -obu] e 7b A -C G-, oF-C-Cod -, ofd 7]7} BAsAY Aoldt 4= gl 170 WA 371¢]
o o) AT obA-C-C A, HAHEA]F

H-CGEA-, delEAto]ZdE A77h FdsAY ol 4 3l

= 17 A 370l Rel o8] A EE sE|Abo] 2E-C-C 2 A-o| T},

Az fraze] Al A Aed T o= 3 ol mae 35y 19 sges AY A Frheid 23st

A3 11

Az FEFY A1 WA A6d T ol 3 o] a2 33k 19 d3E, doR ) o] F7le A
ZA 2 dol=Z st ol JAAAE EEse Ax ZAHE.

o Al A

wye AA5] I8 FAY HE
g Algreh Alxg v =(2,3-b]9 A, 194 Az, oldd setes Edetes 4=, 9 A&
WAl = AE ] Al ol &mo wgk Aot

ke

O

E43% vgmyeglde], & 59, WO 08/009908 = WO 08/071918°] A %4 3gE=2A 7|4 Utk 5H
g FEwggtgoe], o2 S, W0 04/056825, WO 05/123698 2 WO 05/123733¢] A 332 A4 =
A2A ZIAE Jok. EAS =g @zle], <& £W, WO 05/0100000] 2 a2 7] 9l
o, ERE ey gldo], 4 EH, W0 96/22990 Z WO 03/0666300] °FA|EA 3FEEA 7)A =] YT}
oo o2y, EHAE, 54 fex(2,3-b]lygtle] 5% Ax 54 2 4 A4 548 Y=
Aoz w3 A

Webd, B o0ge, Az fagel oy 19 H3E Ei ole] o E: old] N-SAEE A% Ei ole] A
A KeN
il =

A A (Tocus)oll A& E3ete=, A= WAES Alesdtt
(3484 1
RS
1 4
R} IN\ AR
2 & '
R N N (o]
la
R

R 2 RE HFH40=2 54, (0¥, (-GF2L, &2, Alot, so|=FA, C-CGEFA, ¢-CEZLEHL,



[0009]

[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

ZIHSd 10-2010-0105882

off

QALY Aole 4 Q= 1] WA 5709 Roll ola A% of, slElRold, Hi EAGAY Aola
F A= U WA 59 R60ﬂ o3 3= FEHZolHol1

RS% Fa, G CEZ, GCGEEEE, CCoEAd, GGEEEAL, CGCod7ld, G-GEEL7ID, CCortel

2297, CGGAIER2SA-C-GEZ-, G odFA-C-CeZa-, CCoprlet=dZ-, CC & FAFIRI-C-
Cedd-, N-CC&EZA-opr =78 d-C-Ce&d~-, NN-t-(C-C;&Z)-opn| 7t d-C-CeE A -, o}E-C-C&Z-,

ok 717k EUFIG Aold & gl U A 3l R ols) AE ob@-0-Ci2-, dH ARl FECrm
-, i szt 2Y W17k B Aole 4 2l 1) WA shel Rel ojal A8E sH =ALe]
%%_Cl_&a?—:}ﬁ_o]l

R sldlzold, ® FUsAAL old 4 s Ul ulAl 4ol R <ls) Age sjel ool

R'E stol=sal, mi dababgol o8] stol=sa 1Fom 48 5 3l

rr

1

o

R

o]

)

R, R 2 RS 247 Egdon &=, Aojw, UER, (-2, 0GR C-CodAd, C-Co27]d,
o] =EA], CCpdFAl, C-CERLEFA], CCodFA-C-CeZA-, CGCAIER2YZ, CCAlolERdFA],
Cs—CAIo| EF2S-C-C, 42—, CCA F2LA-C,-CEFA-, -C&Adrtnd-, ¥ (-CYIFA7tRd-,
CCGEANRIEA] -, CCp&dZE| -, CCGFRLZAE -, (@A Addd-, ¢-CF2LdAdud- (%
AX4xd-, C-CERLALTL-, olu, (Cp&dZotni-, T-C-Cpr&dZdotn -, C-Cp&d A7t dolm] -,
obe, HAaAL Aolat & gl 1] A 3709] R ol o8] AFE o}, sEzold, EAsAY Aola 5
Q= 170 WA 3o RVol ola) ABE slE|old, ofd-(,-C, -, ol 77} BAsAL Aold & gl
1) WA 3709 Rol ol A BE o}=-0-C,oH-, FElRobd-C-C, -, dElzold 7]t BAsAY Ao
& 4 9l 170 WA 3709 ROl o8 ABE sElRolA-C-C, 2, oA~ EaAY Aold 4 = 1
A WA 3709 R ole) AE olhLA-, FEEold A~ EAaAY Aole & gl 1 WA 34 R
of s ATE el zolASA-, obhE -, FASAY ol & = U UiA 374 RG] ole) Age o
drlo-, suzotAE o, FAFAY Fold & 9= U WA 349 R7ol ols) A3he sl Rolee] ool n

R'e 247 595oz g2, Aok, UER, (22, (GRS EE -GLFA o,

AE EW, S5 lao) BFE, F R Faolm RV} l=BAel sehy 19 HgEL 54 olye] EEY



Ido] s}t

wul
=

10-2010-0105882
Ic

ol
Ib,

=

=
2]

ShA)
G}

JH
3

e
[=)

(1a)

[0016]
[0017]

1] sgtEolA geojd

54

Al eletar s}

A&

M
]

olaL R7} 8lo]
27} ol ge] EEr] ez eld = vt

4
A

= Kol

)

al

X

4 bl B

1

ol

i, 3}

i

o=

[0018]

)

7 9]
&

=

Ido] s}t

Ido] s}t
[ce] 3hst

olt}.

=
A=l

=

ul

ul

=
fol=2A19l 3

=i

=

bol =5

Ic
Ib

o]

o]

)

CC ¢4 o

F2l Ta, Ib

o

L
o

St

= 0

2+ A]

el EEe Yoz aed S o

°

o

o3, 7bg

=

A7t Astud, Sdohvwsbud, bgelrwstuds

C-CegZ o

L
o

s g8t 19 BN Fel| npe} L3 R}

A 19 shghe e BEEY g a9 5 ol

sba 2tet4] 19 sgtEelA Qe ulel i RV
5

1 5 ek,

St

]
7]

2+ A]

Agd % 9lvh.
h=

= =
_’_/\___
= =
_’_/\___

g3k 1de BFE, 5 Rl

spebA Ico] 3hebE, S Rl

3

ol, wrf u}

=

A=l
A71d A7|(dmow,

OH
CC¥d 1

ul
=

3 554 19) FeEolA AolH vie}

!

Zzke] 7l Z7)(

*

o)
=

St

[e)

[0019]
[0020]
[0021]
[0022]
[0023]
[0024]
[0025]
[0026]
[0027]
[0028]

=AM,

T .

Q]
=

(B)- == ()-w4

209 F$

7=

zk

X
h
)

H



[0029]

[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

ZIHSd 10-2010-0105882

g e WY 2f, wo el 00 A EE Y 0§, 1 e GG 2AY e

g2 aF(dEoR, T S2AFA] T SFRAAE e} e Bl & aF9 ¥ EA)LS Fht ot
FA3AY Fold 4= v g dAR XFH & aFolx, oE EW, —(F;, -CF.Cl, -CHF,, -CH,(CF; %

==
© CHCHRol%.  @edid 2 Fadr|d Ia(dsos, e SRAdSA B d2d7dSA e 22
o & 50 dFEAM)S A7 s o] FdsAU Zold ¢ e FEA AR AddE dAd 2 &
71d aFela, d& Y, -CH=CF,, -CF=CH, & -C=(Clo]t}.

e
P

Aobwta) TFE st ool Aok IFOE ABE 47 IFoln, dF FW, Achwrd Ei 13-t

) 2 29 e 5 i, Aoz skt ool WY gl olsl A
T ) AR 2FE HARAS Ga7 5 WA 8 ark AT 5 A 6ol
=9 gl 2R ey, gl 2R el Ao

£
e
H
bl
lo
s,
¢ e
2
T o

go] "FE| Rt "2 sht o]4ke] | EH = AR}
3 A ="e A g v e E

2 AAE FstH, Aol EY Al2®E 47 o]t FHHREUAE Tt EiAbolEY IF9] 4
dgd, FgAd, Fudd, JegAd, Egoixd, FEid, godd, SA}

4, FAO}%%, ojlxEokEY, EoltlelEd, &Y, FEd, ovuEd, EfotEd H 3l
gob. EHuh vpgEAgk RreAbelEY aFS dEd, devvd, Heud, olHAEY, SAltolEd, HokE
4, ggEd 9 EgolEdela, M vigdsiAlE dEd, FEvrd, ELOJH, o|EALEE, SAlriotEd
9 Elo}EHoltt.  HAte]EE 1F9 o= HIZE|HY, Hﬂ omttEY, WARSAIEY, wlXEolrolEd,
A=gd, olaFEad, AsEgd, ASdEd 4 EE[1,5-aldgrrdoeltt. Hrh Al g vjato] &
IS HESAIEY, FEgd, oliaFEdd 2 dAgEE(1,5-aldgnitdela, 7 upgAslE Amed
9 o] ATz doltt.

go] "sHEAL]ZE"S S H Zo}
ZE LAY, A=d-4-
é Aiﬂwﬂﬂé 1,3—

F7ER ol5e] wast Ee i
H-2 44, 3,4-t]slo| =2 -20-
1,3-tEAbd, 4,5-H3le|=

O
o N2

o

b
k)
e

Bxst %A 4,5,6,7-HEz}s}
Hlz-1,4-"5A9d, 2,3-Hslo| ==
Z-o]EatEd, HESto|lErFetd

il
e
to

rg

FORN

1m —d
i ri

oL
Lo o r}o

=

oA ARGHE &0 "AxA"E AEY 4GS 2EAY MAATIE SFES gujett. &o] "Ax F
EH"S AE Ao dig 24 e E 295 AL F AdE Y] SRE B e Y] SEEY uigEY
Fs oujgit. 24 e ANE a3e A dEREEe BE old, oE EW, AME, A4, YulE, A
22FZT, Hrs o8& X, fof "AE"S FX, B, O, ¥, 174, 7], d(stalk), 4 L &)
£ xFete AEY BE EYAQ RES AT &of "AAA(locus)"v EY, T 9 & B9 ol
ZA¥ A A(established vegetation)=S X33l Aoz olgfdtt. HYo|r AlgHE §of "UARE"S A
of &= 71 9, 53] AEdA(in planta) ¢ 7F4] FE|ZHH £ b FEHZ Edo] AF £+ 17
He AE onjgtt

Hoq AFEHE o] "d"e, dF 59 dlo|=5A T JMEA a5 A 9 Aol SAEES 2te 39
2 19 siEHEoIAY, oE EW Ak 3 dEURolE 1F o dAA dA ¢dstel o 4usHe B
A7) Ah A Al FHEE Zte e 19 SRtES vt Y] FFEEelR d4FoR Higl s}
2 o]Fojtt. 47| FhEEo|&o] &olo] d Bavt dE A5, A7) FheEHo|2E, dE B4, ¢#Y &
(o YEF Ev ZH), 42y EFS(: vl 2 ) v 49 SR GV dEy 2 HES
Haddmg)d & Advk. 7] FhEEol2o] gol=o] & dart v A9, 4V FheEHe|2E, d& 'YW, F

_9_



[0038]

[0039]

[0040]

[0041]

[0042]

[0043]

[0044]

[0045]

[0046]

[0047]

[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

[0056]

ZIHS3d 10-2010-0105882

HEAGAE, RS 44, (-0, OGRS, &=, Aol dlo]E%A] i (-C,E o]},
o o E A, Re S, (-GRT, B2, Aok EE Shol=EAlolt),

Boh o wEAS A, RS f4, WY, FRE Bl By

B} o wegeE, RS 4 e SRl

b A sAE, RS Faolth,

MEAaE, e 44, 062, 0GR, B2, Aok, slol=%A EX (-(FA oY
g EgEaAE, R 44, 02, B2, Aok E slolms Aot

Bl o wEREAE, R 4, WY, 228 = vayold),

B o wHEAE, RE Fa w2 ZRR

HEAsHE, RE 4, 6GEE, (-GEEE, GGEAd, GGERLAd, 6-GE7d e GE=

gdrldeltt, R'ol W@ oleld wigrAd 1§ o S, Hﬂ%‘, g, n-T2W, o|A-T2W, n-¥d, 2-7)
g-xwew, 2-ZRoz-od, 2 2-UEEoR-od, 22 2-EeEroR-og, oy RE-3-q-1-9 % w2}
o]},

W vl AE RS $4, 0-027, 0-GFRL7 | (-CAAY E= (,-C,27dolth, Rl tgh ol e
B v EE e o 44, og, od, 2 2-tZRoR-oE, 22 2-EdZRo o, o3 2 zzi)
710t}

g R, R 2, 0-0RT, (FOBREY EE -GRrIdelt. Rl dig olad 7Y v
g

L g, 2, 2-t)ZRo 2o ¢ Zzuzo|t},

s s, R FAAY dold 5 gl 1) WA 39 Rl o)s) Ase sl zobloln,

woh mAsblE, R'E S9sA0Y dold = = 1 WA 349 Rel ols) Agks 27 olste] sz dA
£ PRt RreAtolZY sl Rolel ), R UG Fold & A U A 3749 Kol 23] g
o 370 oletel sElzAAE FHate WAt 2Y HE ool

Bt o ugsls, RE $9sAY dol@ 4 Ui A WA 349 Rl s Mae sd, sejvioy,
gosd, ol&AEY, SAblelEd, HelEd, WeEY wi EeolEdolsy, RE BUsAL Pl &
e A WA sAlel Rl ole) Ae MzsAEd, FAued, oadweld Tt ddER(1,5-] 9 vy

olth. Rl ta 7 wiEAF g di 3,5UIee-ves-2-d, 350Fee-0s4-9, 2,6-0F
iiﬂ$ﬁ%&%,&&ﬂ%iiﬂﬁk%&%,&&ﬂ%iiﬂ%ﬁ%&%,&&ﬂ%iiﬂ%ﬁ%&%,&&ﬂ%

_10_



[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

[0065]

[0066]

[0067]

[0068]

[0069]

[0070]

[0071]

ZIHS3d 10-2010-0105882

22-3gc-2-9Y, -FEE-5-ZTFQoE- J}ac -2-9 3—aii—5—Eﬂ%$giuﬂa g =-2-4, 3,56-E8F
22- J}ac -2-9, 2, 5-F22-g=-3-9, 2 3- E]ﬂii gl =—4-9, 2—ﬂii—4—Ea—*—Egiﬂ1%—ﬁME
-3-4, 2—ﬂii—6—Ea FoRug- Aac -3-9, -ZFEE-5-EfZ giuﬂﬁl g e-4-o, 2,3,5—5?4%;
2= Jmc -4-9, 5-F22-7gud-4-9, 3,4,5 EfZag-goud-2-9, 2,5-tF2=2- acuﬂ 349, 3-E8S
&iﬂ]g—O]*A}i—B—‘”, 3-Eg] ‘a‘—‘j‘r?_iﬂla -4-F 2 2-0|&ALE-5-9, 3, 4—1’45;;—01*4%——5—3, 3-mg-
1,2,4 LAl ol E-5-d | 3-Eq] é—‘?&iﬂ]‘;‘ 1,2,4-8 Ao} &-5-9 | 2 4-T|FEZ-F|o}E-5-¢, 2-FEZ-4-u]

g-Elo}E-5-¢, 2,5-UFZ2-Eo}EA4-d, 2-F2Z2A-EETF2HE-E]o}E-5-YU-, 5—14—5%&&1:1]%/\]—

1—ﬂ1%‘—3—5a—§—$giuﬂﬁl—m—4a}i—4—°1, 2-vle-5-Eg T e 2vd-2l-1,2,3-EgobE-4-4, 2-vd-ul=
SARE-5-4, 2. 4-H2EE-FEd-3-4, -2 RE-2-ELEFEMAE-FEU-3-4,
-ERE-olaFEd-3-d, B L4A-HIRE-oladEd-3-d, 2.5-0vE-AHE R[] 5-al- A d-7-d-&

£ged.

4

b g AE e, RE SYSAL old 4 9 1l UK 3709 Rl s Askd ved, seuod, ¥
o3l o]&AEY, SAelEY EE HolEdol AL, R BUaAY Aol & e LN WA 349 Rol
9 Axed TE olxFmedoltt. Rl gat oeld 743 v g o 3,5-U2R2-vY
, 3,5—ﬂ%ii—ﬂﬂ£—4—%, 2,6-HFR2-9=-3-9, 2 4-HF22-95-3-9, 4,6-UFEZ2-9]7
S-HERE-IEEA4-Y, 3,6-TERE-IYE-2-Y, FEFRESH-EFLE-IYE-2-Y, -FEE-
zZrd-vg=-2-9, 3,56-EgdFea-vs-2-9, 2 5-gFea-vds-3-9, 2 3-tFLz-7
-FRE-4-EgERonvd-ve-3-9, 2-FrE-6-EgZFeamd-vgr-3-9, 3-FE2-5-
Z2rg-vg=-4-, 2,3, 5-EYFRR2-ME4-, 5-FRRZ-9d-4-d, 3,4,5-EFZEZ-E
2,5-E2EZ-E|2dl-3-Y, FEEFLRWE-0|HAE5-Y, FEYUEFLEVEA4-ZFRE-0|%
3 AU IRE-O|RANE-5-, 3-M"-1,2, 4-SAHokE 54, 3-ER S 2HE-1,2 4-SAkr okE
AT ERE-Elo}E-5-Y, 2-FR2-4-vE-Fo}E-5-Y, 2, 5-HERR-FolE4-Y, 2.4-HER2-F]
~ZRE-2-EEFORYE-FEU-3-dY, 1-FEE-0]hFEU-3-Y, H 1 4-UFEE-0]hFE5d

L ok
| Py =
f‘ﬁm9m<;
N !
= _m

[-o

N}

e C (|
I
e

- I_’O

fui
S
N e

>bo (M ™9 (n i Lo

59,

i
W,
-
e
o~

@ kA @ Felel M, R'E 3,5-0 2 2-v e m-g-eu},
& updA e Feel A, R': 3,5-t 22 2-v e =-4-o|t}.
& vl Fejel A, R'E 2,6-0)F 2238 =-3-go|t},
& upA e Feel A, R’ 2,4-t 22 2-v e =-3-Yo| ),
@ vl Felel A, R'E 4,6-0)F 2238 =-3-go|t},
& upd AR Feel A, R': 2,5-0 22 2-v e =-4-ol ).

=
a7
=
B
%
o

Fefell A, R

e

2,5-t 2 2-F e 3-3-d-olt}.

o
Ju)
=3
R
X
o

A%k el A, R

rr

3-E¢ 57 2 g-0]£AHE-5-2l o

=
a7
=
B
%
o

Fefell A, R

rr

o E-1,2,4- S Abe] o} -5- o] e

o
Ju)
=3
R
X
o

A% Rl A, R

rr

2-FREA-vE-ElotE-5-d ot}

=
a7
=
B
%
o

Fefell A, R

rr

2-ZR2-4-EZ20 Zu|E-E|o}ZE-5-2-o|r}.

o
Ju)
=3
p
X
o

rr

4% FHA, RE 5 EF0 RUEA 10 8-3-E e 550 2] D-1H-] e -4- ol o

=
a7
=
B
%
o

Fefell A, R

rr

2-WEl-5-Eg|ZF o 2 v|el-20-1,2 3-Eg|o}ZF-4-Yo|t}.

U

@ uhgrA @ gelolA, R

o
o
)
i
=
IN

1152l

_11_



[0072]

[0073]

[0074]

[0075]

[0076]

[0077]

[0078]

[0079]

[0080]

ZIHSd 10-2010-0105882

sEAelE, RE Sl =A), R-$A-, R -7Hd -, EelR -48gA- Ei R -AEYSA-0] 11, o7

R = 0 Cel, CCpEAd, CCpe7ld, olE-C-CEZa-; Ex= ofd 77t &2, Aloje, YER, (-G

4, GGEEE T (GEIARTYH 5oz Adud Ul WA 5718 @Al os] Agd oF-d-Ci-

rr

C,&d-olaL,

10 B}
R & GCo¥E, Co-CAlel E2¢, CoCipAtel E 242 -G o2 2 -, CiCpE=d, CoCrod A,

CZ CIOOL7] é Cl C4OT—;’TL}\] Cl CIO é Cl C4 ﬁa Q Cl C4 é Cl Cl()oli}\] ’ Cz Cl() ﬂlé }\] y CZ Cl()oly] ;]__S_?_'
Al CCrdZE -, N-C-C&ZA-olm =~ N N-t]-(C-C,&Z)-oln=— o} FAsAL} Aold F= U= 171
WA 3709 R o o8] AFH ol sERold, FAaAY Aold 4 = 1 WA 3709 R o o8 s
e ot of-C-C, -, oFd 77} FAGALY Aoldt 4= A= 1] WA 374 R ol ola) Ashw of-
0, dEZold-C-C, -, dElzold J7])7F BAaAL Aold 4 gl 1] UlA 3719 R o <lF
g8 FER2obE--C, -, o}ALA-, FAGAL Aold & = 1] A 3709 R o o8] AFE o}
Aolat 42 9l 170 WA 37He] Rel ola) XghE suZopd A~ ofd
-, SUsAL ole £ gl U Ui 3749l Rol ols) Agke oldEle-, selRoldEl -, wi £Ud
A Aol 4= gl 17] UlA] 3709 R ol o8] AFE sE|=olUE -0

2 A-, FHZoAL2A-, FY35}

=
T

R & 77 59802 (022, dd; = =2, Ao, UEZ (GZZ, (CZ2LD = -CGEFA

el 17) WA 578 A &kAlel sl A ghel sdo]al

fl
e
o
f
)
)
lo
fl
rx

RS CCot, CCozetz, sd: ® &%, Alohw, YER, (-G, C-CGERAA B (234
2HE 5oz Adug ] WA 5709 2gA ] o8] x$H sdo]a

R &zt Zgxor 37 Aotw, UER, (-00%2, (-CF2d, (&, (-CEFA7R -, (-
CEELFA, C-CydAEe-, C-CFRELAE -, (@AM I-, C-C,FadAdud-, (¢ AT
, OCERIANTI- ofd; &7 Nol, UYER, (27, ORI EE (-CGEIAZREH 587
oz Adeg ] A 571 A &A ] os] AghE ofbd; sHRolE; EE TR, Aotw, YER, (-GY¢A,
CCERAA E= CGEFAIRTH SHA0R Aug 1) ] 4709 XA o3 X3k 3| e 2ol olr}.

woh vigbale, R stol =8, R-$A- Ei R -7hRd$Al-ol ),
woh o wRASAE, RE selS2A, -CAEA, (-CAALSA, C-CRIDSA, o}F-0-C,AFA], o
g A7)7h BYsAY Aold = Ax 1) WA 3] R ol o8] X@E o}B-C,-C, LA, dH 2ok,

A, ezl 717k FASAY Aol 4 Q= 1 WA 3e] R <la) Age selRobd-,-C 2T A,
CrCEATILL S A=, G CALl ZRAATRL A=, C-CAtl FREAA-C-Co AT L G-, (-C,E2LY
A SA-, GGAADAR LA, CATN DT LA, -GN C-CAATR DS A -, C-C ]

2-C-CADARLSA -, CCIAFAARLSA-, CCAALSATALLGA-, 027 DA TR D A,
CGEAE et 5=, N-C-Cd-obr gt d 4=, N N-T]-(C-C, &) -opr] 7k i d S4) -, o} 7bid

S, BAAY Aol 5 9l 1] WA 3742 R o] e AFH ol IS -, FE|EolATH TS A]-,

_12_



[0081]

[0082]

[0083]

[0084]

[0085]

2IHES| 10-2010-0105882
B ALY Aold 4 9l 170 A 374e] R o o8 XsHE FE2olE RIS A~ ofd-(,-C, AT H LA

-, ok R7)7F B Aold 4 9l 14 A 3749 R ol o8] X&E o}H-C-C, AR SA- FY|

T

2ol2-0,-C, AR EA -, FE ot @7]7h FAsAY Aols 4 9l 1] WA 3749 R o ol A%
A el 2obd-C-CRLARLGA-, P SAARY A -, FASAY ol T £ Q= U WA 349 R ol <l
AgE SN SA-, e 2oL AR IS - AL oldt F = 1] A 3719 R <)

9 e Rold S AT S A -, ol AE AR IS~ Sy olat & = 17] A 3749 R ol
o3 AfE o}LE QAR EA-, e ZoPE ARG -, E= FAGAL Ao]d 4 9= 1] WA 37
o R o)) AsE sElzoldE otR Y S Aotk Re] 3t wltAe g e slo]==A], uW=A],

NEA], LHEA], T2 SA], WAZA], HEItRL A= o SAl-, O|A-ZE2HIIHYSA]- -
1= 3g-FEHIIHESA-, Alo]E2 X2 ILH

s A&

o
Y

f

C

2RARY A, RE2-AH IS, 2-vd-E 20T E YA
Ao, Aol 2RAd-dARd A, SRedARdSA-, EdEReRdatud s, eutuds
A=, (B)-ERZ1-A-1- AR DA -, 2o E- 2 1-g-1- AR S A=, A EA RS A -, o] S

FHRASA-, 3F-FHATIEL S, FE2R-1-ASA B S A, o "HE 7t d A=, N N-tedop] =7}
HESA-, ADARESA-, 3-ASA-A LN S A -, AU ER- IR S, AT S A, S gh-2-
A-7hd A=, 2 5T E-Fe-3-A t R d A, Hed-2-drtHE SA -, 3, 5T E -0l SAbE 4= 7k d
SA- 9 - d-E 2 - 1-g 7k R d S Aol T}

B o npEA s =, ‘1: lo| =2 ], C(-C, AR ILA -, (Ao ERAdARI LA~ (,-C,LAITIRY
SA-, GGG &A=, C-CEFATNRLEA -, CG-GLALEATIRL A -, (-C,L7 A 7S
Al- e G-GYZAE 7R IS A]-o] T}, Rsoﬂ o3 B} vlEae 229 diE slo]=EA], wEgtRdea]-,
NAFNRIEA - O]A-TRZAINRIEA-, p-TZAINRLIZA-, FE-2-UAJH IS~ 2-ved-Z2gsluy
S A- 3F-HEFHYSA- Alo]FRTedRde]-, dAFRYLA-, (F)-Z2I-1-d-1-U7}E LA
- E-T 2 I-1-d-1-YItR A S A=, A FAITIR L SA-, 3F-F-HATFE L SA-, FE-2-Q-1-ASA 7 d
Al-, 2 o EE 97t YL Aot}

5.

7V vk s A= = SOlEFA], GG ESA-, G-GEFATIRESA- B G-GELE 7RIS

A-olth, Kol tg 7bg A e 1§ e stol=8A, WEastudSA-, UL dSA-, olh-xzn}
BUSA rEERARYSA, HE2 QARG 2 EEEARYSA, 3FR RIS o
EAT A 2 o YE] oAb S A o]t}

afejol A, R sfol == AJo]T},

ro

ot

N
o

w A E FEol A, RE R-SAl-0]3, o714, RE C-Co%, CrCu2 Y, CCio7ld, ob&l-C-C 37—

; B ool AUt g2, Aot UER, (G2, (CGRREZ = C-CEIFAIZEE SHAoz Ay

ro
N
ro

) WA 5719 A @A o8] A8H ofd-C-C, -0k, olgdd R 1FL watAEAE AZoM tAEE
o ojsl Mol K7} Sfol =B A e et HRES ATY 4+ ATk,
Sk wpekA] ek <FEjol A, RST‘:“ Rw—7}i%—l%/‘]_°]l, 714, R 2 C=Co2, CyCpAtolZ224, CG-CAlel 32

G A-C-CedZd-, CCpE8RELA, CCpEAY, CCd71d, C-CEFA-C-Co&EZ-, C-CLAE-C-C, L~
, CCo&FAl, CoCipd AL A, CCipd71dSA], C-CiodAE 2~ N-C-C,&A-ob -, N, N-T-(C;-C, &)~

oby-, o}, EAstAL Aols 4 e 1) WA 3749 R ol ola) AsE o}, sE ol EAsAY 4
old 4= 9l 17 WA 374e] R o o8] XshEl e 2ol ofd-(,-C,37-, o} 77} AL} Afo|at

_13_



[0086]

[0087]

[0088]

[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

ZIHSd 10-2010-0105882

49l 1) WA 3olel Rl oal AFhE obb-C-C, -, slE 2ok, -, dlEsold @77 Fda)
A gold 4 9l 1) WA 3709 ROl ol AFE sl ol (-0, ofPS A~ BAGAL Ao
% 9l 1l WA 3] Rel ole) AsE olh S~ el Rola g, BAGAY Aol & Ut 1] YA 3

Ao R ol & lElZolA A, ofAE o~ FASAY Aold & Q= 17 WA 374 R ol o8] A
shel ol UE| o, FE|RolUE o, Ei BAGAY Aol 4 2= 1] WX 3/e] R ol ofa) A3k aE]zo}
PE|o-ola, R'E 77t Eddor &z, Aol UERZ, (-2, -CERA7 (-CodTA, (-,
NFERE-, C-CRERTA, C-CodAE 9, C-CaRAAE 90—, (-Cot AT Y-, C-C,F2L A d-,
CrCod AT, (R dE Y-, ofd; 82, Alohe, UER, (37, (-Gaaok] Ei (ks
AN2Ry =yxow MAug 17] x| 570 xskAld] o&] Hdg o} s Rold; &, Ao, UER,
CC2, CCERAA EE O-CITARYY Sgdow dug 1] WA 449 @Az 88 ez}

Yolth, oAF R TFS vhFASAE ABoM tiARg] s A o], Rt stol=EAel At 8

@ vl FeolA, RE o a-T2dstndgA- Ei 3F-RE-7hud Ao,
v e A=, RS 747 s5gAe=s 32, -G¥Ed, (-GEEEE, -GEIA EE CGEEEFA o).

Rel oigh olefgh nighAg 259 de 222, ZFe=, WY, JdE, EgEFeEdd, HSA B EfE

hu
i

MR, RS 47 SgHoR @®, (G2, O-CHEN, (G EE (CEReFAo

E

Rell digh o]2lgk wghag 259 o Z22, FF=2, WY, ddY, EgEFeavd, mEA Ee EfE

g e, Re 27 SRHoR 27, (02, OGRS e O-CLFAt. R hE ol

2e nE A g ds 222, FFeE, vd, JdY, EZFoavd 9 wEA ot}

H}%}Z‘lé}'ﬂl"i‘, R Z]—Z]— E‘T%;ﬂl—g—i g‘i, }\]O]'}T— L]Ei Ci- Cl() ﬁ Ci- C4 EOLZ—J C- Cl()OLi}\], Ci— C4OL"‘
}\]7}‘5'_%_, C1 C4—6]‘io]':q}\] C1 Cloo]'?”:/]g_, Cl_C4§;_]-ioaL7E]E]§—_, Cl Clo 72 é ]é_ C1—C4§i%f§§34‘é—,
CCo¥EaAdTd = (-GEdddxd-on.

woh wgREAE, RS 247 SPhoR g7, Aohw, UER, (002, G-GTES, (-Co2FA, 0-C,
FRATA, (-CoLAE S EE C-CERAAE Qolth, Rol that oefdh wpEAF 159 ot 20%, HE

TR, Aok, UER, 9, oY, EIFeadd, vE5A, EdEFoavEa] 3 B
o

- 8 - - -
ug g g, e 47 5gqoR @2, 02, G GEREY, OrCeRFA EE -CBReE

Aolth. R'ol tist ol wrh o nlgHe aFe o BER Zzz Z2oz uy oY EgZ2o

g ks, Re 27 SYHer 87, (02T EE O-CEREAOI. Ko g oleld urt o
A g Fe] o FRR, 2F0R, MY £t EZFORMEA0T,

M s AL, RE GCodAd, GCodvld, of8-C-C2 -, B ok A7)t $9sAY gold = Q=

_14_



[0095]

[0096]

[0097]

[0098]

[0099]

[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]
[0107]

[0108]

[0109]

2IHES| 10-2010-0105882
1) A 370e] ROel o]al AgkEl obE-C-C -0l t}.

B v e A=, RQT‘:“ CCEAd, CG-CE7Id, W4, B dld 377 LAY Aold & = 1 U
A 374 R7ol ola) g Ao},

wrh o wHelle, R 9w, Zeaz wi e,

b kA slE, R 2ot

uhhA s &=, R C-CdZ, CoCAFolZRE, C-CiAo|EF2EA-C-C o2, C-GEELd, C-CEAd,
00, CrGRFA-C-CE, O-CRAELC-CR, C-CRFA, CCAALEA, C-C27dSA],
CrCHAE & N-C-Ci -0k 1 N N-T](C,-C, 3t Z)-obvl e, ol BA&AY Abolat 4 gl 1] W= 37)
o Rel ol A @H ol slHRolY, FASAY Aolq F Y= 17 WK 3749 R ol o8] X3e & e 2o}
g, olg-0,-C, 2, ok )7k BUSAY gol@ & e 1) WA 371 R el ols) X3kE o} ™-(,-C, 2,
SlEZold-C,-C, 2, sl Rold 7|7k BASAY Aold & Q= 17 WA 374 R ol o8 M@ sH
OF-C-C, 27, o}L S A, BAFAL Fold F U= 1A WA 3749 RVl ols) AFE otASA], sHzol
SA, BASAY Aol 4 A 1) UK 37 Rel oja) XgE slEzelR LA, olLE e, FAAY A
olgt 4 Q= 1) WA 3749 RVel ola) MatE olEl e, sElRolE e, wi BASAY Aold & = 1
A W= 3709 Rl ofa) XshE slElw ol 2ot}

~ - 10 — —
7P vhEA S AlE, R 2 oja-X e HE 3E-Hdoltt

B 11
s, RUe 27 By em -Gt delth,

s A=, R = G-GeE e G-GZEddolt.

e, R

g 189 o FRa, ZTFoE UEZ Wl JE, EglZ2ozudg 9 HEA ot}

74zh g ow dw, YER, (-G¥4, (GZREE E= C-GLEFAeld. o g vt

o
J

mAsAE, R e 247 Bgden R, UER, 023, (-CGREAY, (-CAFA EE (ARt

Alolek. ol mpEAd OFe] e SRR, 7R, UER, Hd, dEY, EfIFoadd, wEA
EYZF oz EAo|t},

pue)

S oA, B owEe Alx fEFe S8 kol 3% wE oo ¢ EE old N-SAl|lEg 4¥ Et o
of AAAG ASTE ke, Aw PAPEE AT U

[s}g}2) 1x]
RS
1 4
R IN\ R
RN SN Yo
|3
R

91e) 514 Ixel A,
1 2 4 5

R, R, R B R 8k 19 shgheel e Hofgh wpep 2

RS C-Cot?, CrCoAld, CrCo2o1d, CoCoibol 2RO, CoCipAbol 2R OA-C-Cot -, C=Cio Al

_15_



[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

[0121]
[0122]

[0123]

SIHE3d 10-2010-0105882
GG -, CrCprlot=d -, CCudFAZRE-(-CEZ~-, N-C-CEZ-olr =7t d-C-C&Z~, N,N-t-
(C-C;& ) -0 = E-C-CeE -, o}E-C-CeEZ-, ofd 77l L3t dold & A= U A 3719
o s ARE oFA-C-CA, B R EH-C G, A AR FE WA FARAG ol e

170 WA 3709 R'ell ol 2 gke &b ZAto] 22 -C,-C,2Z o]t}

I EE R
of SgRel gt ABAel dsl A4 wFAF golsh BAskeh, Rl W wFAF Aol Ro] 54
drks A Aslsha Sahy 1o SFE] Feats ARA) s AW A gelsh Bt

A, 8RR Alx FEE 3 Ief e Ex olf 9 ExE o]f N-SAEE HE E
I

o
N,
oty
Lo
1>
—
il
2
_t
’;U
’;U
’;U
’;U
’;U
’;U
’;U
=]
=]
=]
(=]
(=]
M,
(=]
2
2
ot
]
=)
o
»
ok

9le] sksbA Teoll A,

1 2 4
R, R ¥R

rr

shata) 19 shatEo] tla] Aol vie} 2

RS C-Cot?, CrCoAld, CrCoo1d, CoCioibol 220 CuCipAbol 2R OA-C-Cot -, C=Cio Al
CCedd-, CCorlotdzd-, C-CrpdIFA7tRI-C-Ce2 -, N-C-C&Z-olm =7t d-C-C,& -, N,N-t]-
(Cr-Co2)-ohH] e Fh B A -C-Co -, o} -G 7-, ok #7]7F BdstAY Aolat 4= Q= 17 WA 3719
"ol o8] X B obH-C-Co-, B EAF] 2, FEEA|FH W77} BAsAY Aola 5 9

£ U0 WA 370e) Rl ol gk slel 2Ake] 23 -C,-Co2k-o] 1
RE Al gl o8] shol=sA) agoz A & e 1Fel,

47) &84 Teeld, R, R, R, R, R, R, R, R, R, R

Sgel 48 ABAl dal 248 MEAF g9 s Kol u@ vAw 4ol R Fadl
S R ELEISE LR
of thek uhAS Ao R7L olm=AY £ lvs A Asnt Sekd 19 sgEe] Asats X @Al

sl Mg wgAS golsh FAst,

it
o
ox
olo
(<0
ol
rir
)
rlet
2
=2
=
_—%,
{0
ox,
it
)
=)
o
>
o
ox,
o
o
oft
ifics
ol
ol
v
=}

T o2 GHoA, B dHe Ax Fade g 1de sstE e ol ¢ 19] N-SAlol =8 AE E
= o)y MAR A§ES xete, A=Y WHANHS AT
[3}8h4] 1d]
OH
1 4
RNy AR
l P
R* NN o
F|(3

9o 845k 1dol A,
R, R 2 R': aheta 19 ahstmo] ojs) deld wpe} g,

_16_



[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

ZIHS3d 10-2010-0105882

RB% CCio&d, CCp@Ad, CCie7ld, CCAtolZ229, GG Al E2 S -C-CE -, CCi&FAl-
CC¥Z-, CCorlotegd-, C-CoEIAztd-C-C¥A-, N-C-CEZ-ob w7t d-C-C&4-, NN-t-
(CCE)-oM =7t d-C-Ced -, o}d-C-C&A-, o}d 77} FLtAY Aold 4 = 7] A 3719
Rioll o8] 288 o}&-0,-Coot7, sel Ao 28 -C-C -, se 20|22 7]7F S Aolat & 9l

= 170 WA 370l Rel o8] AEE e sAbo] 28 -C-CL A-o| T

[s}g+4] Tb]
R .
R Ny A R*
I 7
R* N7 N7 o
H
o] &5k Ihell A,

R, R ¥R

rr

sheba) 19] szl dle) Aele e} 2,

RE tiab ol od) stoj==a ngor dsd & e aFolth,

O

7] 88t Ibel A, R, R, R, R, R, R, R, R, R, R 2Rl s ugds gol 84 19| 315
of Argat= @Al W AAE vRAe ool TAseh. Rl tig wiEAe Ao Rl stolm2a
= W A9)stane seta 19 satEe] Aost= Askale] ta A4 v golet B}

[e5

A HgEe] ® e 18, R, R 2 RV 384 19 sgE s go)s wpep 23, Ro] (-2,
CorCio2Ald, G Cu271d, CCoAlE22, G CAlEF 28 A-C-C2 -, CCiodFA-C-Ce2 -, Cr-
CoMloted -, C-C AT -C,-Ce2 -, N-C-Cy & Z-obu] =7k d-C,-Ce2 -, N N-T]-(C,-C;2 2 )-o}w]
WeAR -G, obE-C-C -, o} W1h BAFAY el Q= 1A WA 374¢] Rl o3 A
H olH-(-Ce2 -, FHZAIZFE-C-CEZ- e FEHEA]EE 77 LAY deld 4 e 1

Ll

2 3709 R'ol ola Ashe e 2ALo] FE-C,-Co -0l T, R7} thAEo] o8] so]=2A] 1FoR AF™

T A 2w e Ieo SEE e ol ¢ o] ] N-SAfo|=oty,
skek4 Ic
RS
1 4
R IN\ R
RN SN o
|3
R

7] &84 1eolA, R, R, R, R, R, R, R, R.,R,R
Seel Agelt AAel el 44F WA Aelsh ek Kol dg meAg Qo

R Ae Assat et 19 sgEe] Aga AR ta) 44N HeAd dels A K

2=

4



[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

ZIHSd 10-2010-0105882

of WF S GOl B2} lmAA & gk A4S Aslstn S84 19 SR et @A
gl AHE vAd golst Fasi,

AiFE SR F7 1§, R, R L RF 584 19 g s gela msh 2, R'o] 002, G
CostAE, CrCuA 1Y, CrCurhel FRA, CrCittel 2RAD-C-GA 2, CCuk3A-CG -, C-Culo}
EU-, CrCpdIFATIRI-C G-, N-C-CEZ-oM =7t d-C-Ce& -, N N-T]-(C;-C;&4)-o}n =7t d
0, o0, obd 2717F BASAL i@ & Qe Ul WA 3] Rl ols A8E of-

C1 Cﬁ Z:_]_ ]Eﬂi}\]’o]i% C1 Cﬁ Z:_]_ EET‘:" ‘B‘ﬂEﬂi/\]'o]—ELﬁ ;8-7]7}- oo }‘7-]1/}' /\]—O]% fl: 9)\"1_:" 17H le 37H9]

T oa) A3 B E ZAL]| 2, A-9l FEHA 1de] FHEFE i o9 & Ei 0|9 N-Safol ot}
s}st 1d
OH
RN N Yo
,3
R

37 884 1delA, R, R, R, R, R, R 2 Rol tish w43 doje sbeta] 19] s4atee) Agahs 3
o el HAE wEAe geojsh EAsc. Rl ek nEAe A= R
é}zw 1o] 8§Ee] Joahi= A Wl AAW w2 e geolsh TAsh},

[

rlr )

#£1¢ R 2R =5 rﬂr %20]3 R7} 3,5-t] 22 2-gg=-2-%l0]3 R @ R7} & 1¢] A wpe} 7o 5
7]

_18_



[0144]

Rﬁ
1 . p4
R |N\ R
2 =
R ONT N7 o
'3
R

U]

s as(R R S3e us[RK R
1.001 H -OH 1.023 -CH,CH; -OCOCH;
1.002 H -OCOCH; CH;
1.003 H -OCOCH, 1.024 -CH,CHj; -OCOCH(
CH; CHy),
1.004 H -OCOCH( 1.025 -CH,CH; -OCO(CH
CH3), 2)2CH3
1.005 H -OCO(CH 1.026 -CH,CH; -OCOCH(
2)2CH3 CH3)CH,
1.006 H -OCOCH( CH;
CH;)CH, 1.027 -CH;CH3 -0OCOCH;
CH, ' CH(CH),
1.007 H -OCOCH, 1.028 -CH,CHj3; -0COC(C
CH(CH3), Hj)s |
1.008 H -0OCOC(C 1.029 -CH,CH;3 -O(CO)O
1.009 H -O(CO)O 1.030 -CH,CH; -0(CO)SC
CH,CH;3 H,CH,
1.010 -O(CO)sC 1.031 -CH,CHF, |-OH
H,CH; 1.032 -CH,CHF; | -OCOCHj3
1.011 -CH, -OH 1.033 -CH,CHF, | -OCOCH,
1.012 -CH; -OCOCH; CHy
1.013 -CHj; -OCOCH, 1.034 -CH,CHF,; |-OCOCH(
CH; CHs),
1.014 -CH, -OCOCH( 1.035 -CH,CHF, |-OCO(CH
. CH;); 2)2CH;
1.015 -CH; -OCO(CH 1.036 -CH,CHF, | -OCOCH(
2)2CHj3 CH3)CH,
1.016 -CH; -OCOCH( CH;
CH3)CH, 1.037 -CH,CHF, | -OCOCH,
CHs ‘ CH(CHa),
1.017 -CH; -OCOCH, -1.038 -CH,CHF, |-OCOC(C
CH(CH;), Hs)s
1.018 -CH; -0COC(C 1.039 -CH,CHF, |-O(CO)O
Hy)s CH,CH;
1.019 -CH; -0(CO)O 1.040 | -CH,CHF, | -O(CO)SC
CH,CH; H,CH,
1.020 -CH; -0(CO)SC 1.041 -CH,CF; -OH
H,CH; 1.042 -CH,CF, -OCOCH;
1.021 -CH,CHj; -OH 1.043 -CH,CF; -OCOCH;
1.022 -CH,CHj; -OCOCH;, CH,

_19_

ZIHSd 10-2010-0105882



[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

e Wws|R R’ e Ws(R R’
1.044 -CH,CF; -OCOCH( 1.057 -CH,CH= -OCOCH,
CH3), : H, CH(CHs),
1.045 -CHoCF; | -OCO(CH 1.058 -CH,CH=C | -OCOC(C
2),CH; . H, Hy)
1.046 -CH,CF; -OCOCH( 1.059 -CH,CH=C | -O(CO)O
CH3)CH, H, CH,CH,3
CHj 1.060 -CH;CH=C | -O(CO)SC
1.047 -CH,CF; -OCOCH, H, H,CH;
B CH(CH;), 1.061 -CH,C=CH | -OH
1.048 -CH,CF; -0COoC(C 1.062 -CH,C=CH | -OCOCH;
Ha)s 1.063 -CH,C=CH | -OCOCH,
1.049 -CH,CF3 -0(CO)O CH;
CH,CH; 1.064 -CH,C=CH | -OCOCH(
1.050 CH,CF; _|-O(CO)SC | cH),
H,CH; 1.065 -CH,C=CH | -OCO(CH
1.051 -CH,CH=C |-OH ‘ 2:CH;
H, 1.066 -CH,C=CH | -OCOCH(
1.052 -CH,CH=C | -OCOCH; CH3)CH;
Hz CH3
1.053 -CH,CH=C | -OCOCH, 1.067 -CH,C=CH |-OCOCH;
H, CHj; . CH(CHj3),
1.054 -CH,CH=C | -OCOCH( 1.068 -CH,C=CH | -OCOC(C
H, CHa) H;)s
1.055 -CH,CH=C |-OCO(CH 1.069 -CH,C=CH | -O(CO)O
H, 2)2CHj CH,CH;
1.056° -CH,CH=C | -OCOCH( 1.070 -CH,C=CH | -O(CO)SC
H, CH;)CH, H,CH;
CH;
X2
4
£ 25, R %R E o Saol3 k7 35 0FRR-sE Ea-doln
g2 19 3}gHE 70712 AA|ET)
X 3
4
¥ 3SR 2RV E O fa0la R} 2,6-0F 225 =-3-2o]u
g2 19| 3HHE 70702 A A ST}
% 4
E4—E,R U1R7}gﬁ}—ri] R7}241’43ii4ﬂC3°‘0]
skl 9] 3}gHE 70701 S A A%
x5

ES—‘E,R

2RI E o Faoln

1] s}gta 70705 AAIR.

2 R} 5 o ol
shet= 70715 AAIFT

7} E o $ioln
= 70/E AAgTH

R7E 4,6-0] F22-9g)=-3-o] 1

RV} 2. 5-0)2 2 2-9a] =-4-2lo] 31

RV 3,6-t]F22-9g5-2-Yo] 1

*Ao]z RV} 3-Zez-5-Z5

_20_

3

R

g

g

g

Qo g _,L]FL]C -9— o]o]

5

R 7}

2 RV}

R57}

5

R 7}

2 R}

3

R

=

=31 10-2010-0105882

10

10|

10

10|

10

10|

R7F % 1

d Hhel &2

d vhsh e

d vhsh e

e
o

i
o

i
o

of &7% wket



ZIHSd 10-2010-0105882

[0160] T 9

[0161] E 9E, R ¥ R7FE o $2003 R7} 3-2R2-5-EERs vdg-gem2-den R LRI} E 1o 47
ks 2e o4 19 S8 101F A B

[0162] % 10

[0163] # 108, R 2RV} E o #xola RV} 3,5,6-EelF2e-veu-2-2o]u R % R7} £ 1ol AR wish 2
< 33 19] B3te 070E AT

[0164] £ 11

01651 & 11&, R % R7F & o $20lm K7} 2,5-UF2-vlel=-3-doln R % R7F E 1o 9AF nish 2 3}
4 1] g8 018 AN,

[0166] ¥ 12

[0167] ¥ 128, R 2 R7FE o faoln R} 2,3-02REE-vds-4-do|n R L R/ E 1o AAT vt g 3

3k 19] 2§t 70705 A Al g

[0168] ¥ 13

[0169] ¥ 138, R 2R/ 5 o 5x0lx R} -2 2w4-EeZ20 2rg-gg=-3-2o]3 B 2 R/t ¥ 19 4A
| ovkeh 22 3k 19| Sk 70715 Al

[0170] ¥ 14

[0171] ¥ 1=, R 2R7FE O 5403 R} 222 -6-EdEoend-vge-3-9do]n R 2 RV ¥ 19 4A
A uhsh @ B84 19 B3R 70718 AN B,

[0172] ¥ 15

[0173] ¥ 155, R 2 R7FE U 5401 RV} -ZRe-5EfZEeavd-vgs-4-do]n R 2RI} % 1¢] 47
g upsl e st 19] HFE 704 AN,

[0174] ¥ 16

[0175] 16, R % R7FE o Faolm R7E 2,3,5-Ee22g-vge-4-doln R 2 R7F E 1o 9AR vle} 2
& 33t 19 35 7070E A 3ok

[0176] ¥ 17

[0177] ¥ 17¢, R 2 R7} § O $40]3 R7} 5-F2e-dand-4-doli R 9 R7} & 1o AR ve} 2o 38
21 19] 3}etE 7070E A A FH).

[0178] ¥ 18

[0179] ¥ 182, R 2 R7F 5 tF 4201 RV} 3,4,5-Eg)2F22-E|od-2-2do]1 R 2L RV} ¥ 16 d7A49 nle} ¢
& 3eky 1] Bk 7070E AlA

[0180] ¥ 19

[0181] ¥ 195, R 2RV 5 o 42013 RV} 2,5-0FR2-Elod-3-2o]m R 2@ RV} ¥ 1] AAW upe} ge 3
kA 19] 3HeHE 7070 S A A B

[0182] ¥ 20

[0183] ® 208, R 2R E U 5203 R -EHZE 2ug-o]&AE-5-Ao]3 R 2RI} & 10 2AR wie}

&2 geta 19 S9gE 7070 AT

_21_



[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

[0207]

ZIHSd 10-2010-0105882

3% 21

¥ 218, R LRI E U 203 RV} 3-EHZERZ adg-4-Saa-o]LAE-5-do]i R 2 R} ¥ 19 2
AE vkeh 22 sk 9] Bghe 70715 AlA R

3% 22

¥ 22= R 2 R} S o} Sgoliw R} 3.4-U)2 2 20| &A E-5-2o] 3 R W R7F B 10] AR wisl e
81512 19] 3= 7072 A

¥ 238, R 2 R7bE o Saolal R7F 3-9-1,2,4-SAbclobE-5-2ol R 2 R7F % 1o AAR whe} 2
< spebA 19 sgte 70708 AlAR

E24=, R 2RI E O ol RV 3-EEZRo2E-] 2 -2 tjolE-5-0lo]1 R 2 R X 10 2
A" wpe} 22 sk 19] 313HE 70715 A A S

25
255, R 2 RN B o aol3 R} 2,4-T 2R E-Elo}E-5-%0]x R D R7} ¥ 1o] AAW wls} e 3}
kAl 19 313E 7070 AA S

%

262, R LRI E U 5h0la R} -2 RE-4-wg-Elo}E-5-Uola R 2 R7F E 1] AAR whe} 2

s3] 19 shtE 70718 AlA gt

o

3 27

¥ 272, R LRV E o $hola R} 2, 5-UFRR-ElopE-4-Uoli R L R7} # 1o AAR vis} 2o 3
a2 19 shekE 7071 Al

3 28

® 28, R 2R E O Froln RVt -2 22 4-EZEo 2ug-Eo}E-5-9-0]7 R 2RI} % 10 2
A ek 2 shet 9] 33E 70/E AA BT

3 29

E 2%, R 2RI E o aolm RV} 5-UEFO R EA-1-v W3- B B5 0 2 Y- 1H-3] ehE-4- o] 3
K2 R7E & 10 4719 vhet 22 sb4 19 shte 70708 AN @,

3t 30

£ 308, B 2 K B o paolu R 2-uE-5- B R0 2E-ai1,2,3-EelobE-4-leln K % K7}
1ol AAE wheh 2 5 19 3 70/0E A B

i 31

E 312, R ¥ R7E B o 2003 R7F 2-WE-f=SAE-5-0) 3 R R R7F E 1o AAE vhek e shet
2 19 8= 70705 A A st

3t 32

328, R R R7FE o Faoln R 2,4 02229503 R L R7F & 19 9AE vpep 2 3
g2 19 35t 70715 Al St

_22_



[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

ZIHS3d 10-2010-0105882

¥ 338 R DRV} E U $203 R} A-FRn-0-EgIRo 2ng-Asd-3-o] R 2 R} % 1o &7
B onkel 22 g8k 19 F3E 7075 AlA g

¥ 34

¥ o34E R 2 M % o} 20w RV} -2R2-0] 2 EU-3-90] R 2RI} % 1] 4AW ws ¢e g
a2l 19] &% 70/ A @}

3% 35

355, R LR E U 201 R} 14-tFea-o]aF)sd-3-Yo]m R 2 R} ¥ 16 A% vie} ¢
< 3184 19] e 70715 AlA] g

¥ 36, R 2R E O Sl R 2. 5-ME-etE 21 5-a] 9@ P-7-2d-0]3 R 2 R} % 10 2
7070 S A A BT},

[¥F&-2] 1]
R._ _N.__COOR" R X=Cl 1
s = R N.__.COOR
T Y
2 ~= N P .
R N "NH, X* 70 X = OH, R N~ NH
R4
(2) 3) opl = 4) O
AZIH
R10 l 7]
, o, R1COCI, \ oH
RIN\ R 47 R ! Ny xR
2 = i R N o

() (la)

DR, R 2R a8 19 skatze] g gelsh ulel 23 R0 (-9l #8449 BFEe, R 2 R

b akera 1o skl vl Aeld whsh 23 R'ol (-G B 29] ofn]i-setdl o 2H2E WgA

. ,g}*ﬁ 39 SEel 4 Faeols

g BsAlE @7l Eeddoln wi s2g)e] EAlstel A3

E FolA, Qo vlolamst AAS Agelel £AT & Uk, E,
ok 39l kol AN AL(E, XoF SelmEAG A9, A WEE WAL ol 7EY

Agstel U 5 glom, dE BW, 4/ Edegeli)e EAse] 4@ () DFREA
q WS4 ER ) EaY Sreolns e AZ g

% :Tetrahedron(2005), 61(46), 10827-10852]¢] AAH 7]E} oln|= AZZA W] o3|

o
ﬁ'
°
I
i)
i
s
o
il
fl
il
o &
o

b

2) R, R 2 R7F 884 19 s43tZe] ta] Qo3 vie} 2o 348t [ao] 82 A Dol ol npel
o sty 49 BFES, Qolw vlolary} JFAdWA, NN-UHELSol = Fo] eALE £ HEDS
ceFd Fo glf sameggdeel e e Age 4] Fo Av|2 AFdoeN AxT F Qi)

O

3R, R, R 2R ol 384 19 832l dla] Aol vpe} 2o 55h4 1j9] PR, Aoz Av|(d: E
Zolgolnl = Feul)e] EAste] ez AFe Lvi(el: q—zﬂuﬂmow A7) 2)e] AelE ulel e
seta Tao) SRS sheha RC0c1e A FRepolm wi aaA(R00),00] A FRE(7)M, RS sata



[0222]

[0223]

[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

ZIHSd 10-2010-0105882

1] s}gtzol disl gojgt vpe} Zrp)a wksAA Axd 4 i

R’ N s
w K
U) H,0
l 271
R9
‘ o~ RLG OH
RN N AR Mg RN N AR
I = I pZ
R N7 N7 o R® N7 N7 o
3 |3
(le) (d)
4) et Ife] BhE, = Rol 4% AelstuE st 1o sirEd i Fele vhek T R7F -0-00R
ol 3}eba) 19 3§HEL, Wk 20 UERd whe} o], A7) 3o AoH wpe} 22 33HA 1j9] IFEZEH
A71(: Bl EAIStel, dol®E EdsiAl/ s

P0~

EP 1=(e: gex=sbzdE)e] A8kl #egk &vl(al:

PAEUED ®i NN-UHEEGelS) FolA Qelz vhojamst /de AHgstel sah4 RG] SgE(o]
4, R shekal 19 shgtmel Aol® wish 23, Lo Balol=(ol: BEslol= wi gorios), BAdol
E, oddelE mi EeEdolEst g oW aFolthutel Wl ola] A= F slth.

5) 384 149 SR, = Kol £48 Adstut 58 19 P ta] Bl wsh 23 RV} sol=g
AL BE Lo BB, A7) 4o AolE wish 2 S8 1o FPRS AT $ol(l: vEe me
TR R FolE =) ol A 7l SASPIES EE B 2 22 Adgesd Az & Ao

6) 5t leo HHE, Z Kol #4285 Aslstat Ho44 19 Aol el Gl vk 23 R7H 0R'S)
SHetA 19 SHEEE, 4] Sl ASIE sk 0 a0k 19) SFERRE, WA B St
9

Aae Luj(ol: NN-ti R EEohn =) FolA §84 RLGY 2 (o714, R 315t 19 832 gojd
HH%%ﬂ,mﬁéﬁhhaﬁzziﬂﬂE = g9rte|n), EAYE, WAFolE ke EgZyolEs} 7+

o olg aFolthel wso ojs) Az

[254) 3]

OoH o R
1 4 R3LG, 1 4
R l N\ x R 37 R N\ R R
5 P> l P
R N N (o] R? N l?l o)
(Ia) ey R

o e =@, WeA 3o £4
ALY EASel A ol

sot4 RGeS S weAA F447 F v,

_24_



[0230]

[0231]
[0232]

[0233]

[0234]

[0235]

[0236]

ZIHS3d 10-2010-0105882

" OH
R} Ny COOR'® - RL N R*
l #7] A
RN NH | “
J\/R4 ' Rz' N H °
o) (1a)

4)
(Lo, RILG, 971,
(2) R®COC, gd 1) RILG, 971,
?{?—EE (39 2
wg)
97

(1d)

RID
0)\0 R1°COCI, NN
1 4
O I
P
R N N [o]
Re
(1)

RLG, €71,
(3w 3

RL_ _N. _COOH
I\
X
RN NH
¢J~\/R4
)

8) A7) ol Aelgl wioh e HekA 119 BB, e o)A el wsh Zol, A7) Dol AR vie)
re gobd 40 sgEEyE A4, A7l JEF b 2§ aAdddeeln)e] Easel 43w &

e
wi(el: HlEetstolE e FoA Aol vzt AS ALgste] 471 M)l 4olE wsh & R1G 3
FET oA T, Aol 971l Eeddoln)el EAlsll FAW g EE FolA 7] ) Aeld

upel 7re gshal RCoCIe] A+ Fmefol= = seha (RU00),09] A BRI uhea)
F7tE Ax" F 9l

9) =, A7) Mol Ael® ulel e saHA [19] GBS 4] 5o Aold wieh o e 1de] sEe
E, ooz Ay|(d: EajdEoln)e] EAste] qlow wfz gul(d: TEEzde) FoA 7] 3o A
ol whel 2 348HA] R C0CIS] AF FRabol= mi 384 (R €0),09] A 4R wbeAgows AxE

oY
o

24 95E AR

10) A7) 5ol Aol vhsl g a9k lde) HFBL 47) Dol Aolw vhsh 2o saba 49 HEES 9]

(o & AR Aol =)ol SRSl A ul(al: AEAT I ERF L) Fol, Yl vhol A

S ARgatel 7] Dol Aol vhek e ahohy RG] SR WA AT 5 AR D).

1) 470 )9 AolE vhsk g e 109 SRS 7] 2 4oIF s gL 3

(el 2E AL LA EASH AL Buh(el: SISl EZF) FolN, A2 el

235 49e ARgstel 47 Mol AolE uksh e ey RIS BFER WSAA AZF 5 AR 2).

8514 Tl BgEe] FHE 7] A 7%Ho] Qe

12) 7] 5)e ASIE vhsh e a8 [bel HEES 47 Dol AolH mish g e
(o EF S debgols)e] Ealst] AP Gol(el: HlEekatol = 2 ) Foll A,

ke Abgdtel 47] O HelE vk ge e RiGS AHBR WSAA AT F ATOPY 3).

w oo flo

%2

o o

514 4'0) FFBL HA 49 FFRLYH AFE S HEGSFERF S E NN-THE-EF ol
£) FolA Qelw vholamst Ade AHgdtel @/1(el: PF AP Aetatel =)ot WA Yo EA AL

_25_



[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

=SIEL

TRHR”
OH (R1),SiCl, o SR
RL_ N R* 97
> AN 1 4
2 & I
RN N o ) P
Iy , R N N Yo
R I3
R

10-2010-0105882

13) 384 Igo] AE B, = Ro] 442 ALstne 554 19 832 thal golsh upeh 2m R} -0-
Si(R;Q 884 1o shgtEe, WS 5o LAl we} zro] 7] 5ol Aolwl wiel e s4ahAl 1de] BHeHE

25E, A7 Egodoetrl)e] EAjstel, et &vj(el: HEZlsto|ERFT e oREUER) FolA

J

rl

shetA(R1);SiC1e] BNy FRatolmote] Wl o3 Az & A},

[¥HE-2] 6]

R12

)
$=0

OH R1250,Cl, oY
R! N R 7] z 1 o 4
L0 == 20t

2 = >

R™ 'N° N "0 RN N o

H

(la) (K

l RILG

471

R‘IZ

i
OH 0/3\80
1 «  R1280,C], . .
Iﬁ T— "L

s

RN N7 o RN N Yo

R . Flis

{td) (hy -

14) R, R, R 2 RVF a8t 19 8= tia] Qo ulel 2o 8514 (ko] B

uhsh o], A7) 2)0] AelA vhsh 2o B3H4 lao) HITENH A7)(el: Eelolelolyl)e] Exfatel,

k1
~

a2
>

HE-S-2] 6o

oot

gol(ol: HE}SFI=RFE EE QIR FolA 8k R S0 AEY FRee=(ei714, R = 8

StA 19] shghzel el Aolgh niel grp)op whgAA A= 4 vt

15) 384 [hel Axd s8tE, = Ro| £22 A9lstns a8ty (o] §FE

~0-S0,-R 91 BetA 1] FIEe, Ay 1ol Hold wpel e s45h4 [ke| FHFES oy

of sl elF ks 2

=)
N
-

il
i
]

i

(el

2F AT e 2 el EASel, g Sul(el: MG ERF) FolA mlolamT SHAS ALE

slo] 882 R1LGe] 8HatE s wreAlA Alxd 4 ).

16) 2, 47 1090 o8 uhsh ge 58 ) BFEE, 7] 59 oW whsh ge e 1o B
& @7I(el: Eeolgolu)e] EAlstel, AFF Su(e): S =R F EE CF22A) FAA 7]
13)0] o8 ukoh ge 9 RuS0C1S Axd Fmeoluel wAA AxT & vk

_26_



[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]
[0252]

ZIHS3d 10-2010-0105882

N N
(6)
5
® l MCN
& e
CO,H +7) \ CN

8
R P : R 7

N

(8) (7)

17) 3514 89 g ohEMe] ABHA B B4 A5, o5 AXT Bast Atk AFHA FHS

2 70 Ewom R'o shat] 1o] s5hol el Aeld sl 2 X7b &= shetA 6o Mgy

gefolst, Ro) 8ot 1) Sgel il 4el% vhoh g ety 59 A WE-NIRL Wl EAlstel
o}

EEosets  © o NaRACINE(]MA, XE @, HE EE aomolthel EAlshel, el A

A W H5A01)s] EAstl, AT Bol(el: Adshes) FoIA, A2 B S0HE G

EE
><
rlr
2
[
t
rre -
z
UHU

gl Px)e] EAse] SiFolA Heta X FRA(]7

HESAI e BN AT 4 3T

1@)4 2 gRAsHA o}

& B 79 Aok g AL, 7] 1) 4 o
T4 Aloltel=(el: 2F Aojrel

19) Ro] 3}ata] 1] spetEol ois] Aol niel &2 3jeha 89 dgd opAEARLE A7) 18)l Agoje nis}
2 3oy 79 Etes A A B LY E ARSI w4 Al A b e ARE-Ste]
ol A kel ofel RESAIA Alxd & v

COOR
COOR COH
5 MOH o
R _ R .
N N/
©) (8)

20) steha] 8ol vlEld opAEARE, oE W, Y 5% FAsE WOH(I7IA, N2 YEF EE ZFolth)
o] EAstel At (el Mighe E= oEe) FolA dolE = At 58k 99 vEd wRYe|E

g Jpprslsel Az28 4 9

Lo

_27_



ZIHS3d 10-2010-0105882

[0253] [¥F&-2] 9]
R\ Ny _-COOR" R OE<O (10) RNy -COOR
X ° XX
R¥ SN NH, RONTN
o
@ (an R”
|71
OH O OH O O
RLU_N, %71, RIBCOOR!® RU_Ng 1
R N N0 RN ON"To
H H
(12) (13)
NH,OH.HCI
OH O oH o-N
IW“ IM
(14) (15)
R1°COCI, .
a7
R 10
)\ _ R
. 97 R"™ R3LG, 971 0)\0 O\
RIN\ = \Rn RﬁIN\ S = R
RZNHO R? N/'}‘SOR
(16) TR an
[0254]
[0255] 2D) R 2 R7F s 19) shgtEol dial Hele vhsk @a R'ol Y] Dol geld whsk 2w R0l A, O
G, C-Ctmorz, ofd, BaaiAL Aold 4 = 1) WA 5709 Rol ola) A3kd ofd, de ol
w Bos A Aold 4 Qi 1) WA 47he] Rl ola) xE slElRolel s 119] AR ofu =i,
-2 9ol A upel o], A7) Dol AHeojw nie} e 3184 29 SIRHES Ajgt §u(d: EF4) Fol
A 75 WA 150Te] S5 WeldAl, ulgaaAE SRl R o] Fa, -G, C-Cazaa, ofd, Fat
Ak gel@ & Q= 1 U4 5709 Rell ola) Agel o}, slelzobd, Ex BUSAL AT £ Q= 1)
WA 4719 Rol o)) A sE 2ol 58t 109 SE WSAA A2 & Q)
[0256] 22) R % R7} 84814 19 shgzol dia) Aol vish 2 R7o) 7] 21)e] Aol wish pe s4sha 129] 5
FES A7) 26 Ao¥ uiel ZE sEA 119 sEERFE X“?ji UH(@H HEhs) FollA uhE2 e A=
RN A Q71 DPE] FH SAelE, AT BW, UEF dWBAolS)sh # Ao A
=g 5 A
[0257] 23) R 2 R 7} sheh 1o] sjghgol sl Held upel xR o] 7] 21)e] Bd upel 2a R o] €G22,

ol A

171 WA 570e] R'ol ol X8

2| &l

el Zopd o] ar

3hat4) RUCOOR 9] ol =2 (7] A, R &

1) WA 5709 Rl 3

47)e] Rel o8 Nag sle 2ol

12¢] garzzny guza RUCORT ZdA M
L3 AY FEu (o %? d)E AFE3F 40 WA 100°C, vFEFASHAE 50 WA 75T <
e C-C ¥, C-C, TEEZ, o, vY

o1g | &g ol
R7e 7] Dol Aeld upel gu}))ote] wrso] ofs) Azt

T BASAL olF gl

_28_

A)ghel obd, FH 2ol

71

1) WA 478 Rl
% 9t}

_
=

ofr

shek2 139] e 7] 22)°] A

JEE E

1AL el Qi



[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

ZIHS3d 10-2010-0105882

24) R 2 R7} 84804 1] shgt2o] tha) gojah wpep 2aL R o

] 237 2Dl el upel @i R o] 7] 2
ol Aolw wpel go §3HA 149 SR A7] 23)0] oW wiel 7o 83ta 139 B REE 23 %
ool OERS) FolA wEH A oA sto]=Eaolyl wi oo @u} I AAPOBHN AET 5

ATt

(25) R 2 RV} 3beta] 1] sbatzo] sl Aol uhel i R o] 7] 2ol Ael® whsh 7 RUo] A7) 2
3ol Ael® wrs e 85ba 159 FFEL 7] 24)e] Fel® uleh g 884 149 SFHERRE nly e
7

A SRl HEI Aol OEA EE EFZTOo ol BT} d tAANoRN AxT 5 9

(26) R, R 2 R'o] 3484 19] 43t=o] thaf golah vhel 23 R o] 4] 21)e] Aeld wule} zgz Yo] 247]
23)0ll gol® wle} 2o F3tA 169 SHFES A7) 25)0] Hol® wpel g 834 150 A AEF L
(o: tZaade) ZdA uladags 28 exda] Ar)(d: dalt)e] EAske] A7) 30 @94% e} 2
o gaka) RIC0C19) AF FRelo|=s} wheAA AxE 4 Q).

d

27) R, R 2 R'o] 84 19 shat&o] hsl goIak uksh 2 R'o] 4 o]l 88h4) 19 3=l o
olg wheh ga R'e] vl 2Del Ael® whsh g R'el 4] 23l Aelw wheh e shehy 179

SgtES, Agsk Su(d: N N-tHEXEZolr| =) FollAl 50 WA 150ColA, vlgrastAlE 80 WA 120l A
7hgdsha A, dol= wlolawu® 7FAshHA | A7) 26)0] Aold wiel e 384 169 3FES A7) 40 A

gl whsh 2o b RS aHE 2 AT A7)(el: BabdE)S WgAA AxT = Ark.

COOR"® oH o
(18)
COOR" 1
j: ICOOR RIN\:(f}\ORm
271 , RN SN0
H
2 (19)
R'COCI,
R 471
)\ v R1o
0”0 A
Ng ® Lo @1 .0 o 0
X" TOR . ¥
X RS
2
NTNTTO
R H RN N o
és
(20) @
10
oH o-N
RN _ D—g®  RwcOCI \)—R
j[ S N faﬂ Ner ™
2 = f;l o)
R R3
(23) (24)

28) R' 2 RV S4op4 19 shgel wha] oI vhek 2a R7E CoCo 99 S 199 RHEE, 134

1mﬂ£ﬁﬁﬂw+ﬂﬂ 25 WX 80T, WAL 40 YA 65T 2% Wlol AR (ol W)
FolA @7)(): LEF HEAte]=)e] EAjste] 47] 1ol Ae® wpsl ¢e 8184 29] ofnwwEk o 2|
22 854 CLCOR ),ol Tz WRuo]E(e]7]A], R & C,-Cy SHolth)e} whg a7 A%d 5 Qi

20) R, R 2 R o] 3}8t2] 19] shgtio] tha) 4ol ulel 23 R 7F C-C Q1 33H4 209 haze, 25
WA 100CNA, BFEAaAE 60 WA 85ColA Hatar Sul(al: 1,2-t)Z 220 E) Zd A @7](d: 2w)
o] ZAatel 237] 361 Aelw ube} 2 #3HA RC0C19) AF Fmebo]=s} kS A A Az 4 gy}

_29_



i
o]
=
i 7

I3

o

10-2010-0105882

[}

80 W= 120TCelA,

=

=

L

L

H

e
=)

H
ol9]ol s}t 19] 3gtEel o

Jofell s}eba] 1] s}gtzel] o

1€]el s}3ta] 19] st o

o

ol
e

=
T

vl 2o uAA e AxARA A1LE

10

50 W] 150°C, BFE3
3}8H2] R COCLY AF E&a}o]

o

.

A (effervescent pellet),

=

Fotr=) FolA

g wksh 2an Rel
o
T
=
=

FA
oF

[€)

219 3}t

N N-t] &

sah4 R1G9) 3

3 Aol

3]

q
HhgA)

1A

of i

kel
Kol
A

s}
=3

S (el

=]
=

1

o
A
g
3 A, XA

M, F3#[#%: Manual on Development and Use of FAOQ Specification for Plant

Protection Products, 5th Edition, 1999]C 2% g FX¥H 7]E}t

&2
7] 3)ell Aeold nps} 2
2 A3

§l_

3

steta] 249] 3}

[e)
=

7} Ci—Ce
2_—11
[e]

o

51312 23¢] 3}

19

=

R0 3het4) 19] s4atZo] of
upo} 7+

R'o] steta] 1] atat

[e)
=1

L.

8

=1
=
=1
=

2
2
2
, R, R

}

R
3]

R

)

uh} 23 R
shsh @

1
1

30) R,

94

1

sk

1

pud
pud

ke]

e
o sHek4 230] BhEE

7] 40 el wio} 2

SERSEEERE Y

e A,

31 R
32) R

g]

[0266]
[0267]
[0268]
[0269]
[0270]

I

I

I

pud

3l nlo]m 2 7Y

w - wA

]

o]

| e, oAl vgA ms oA Pake

500m]

3
H
JHEE A FEYA,

= A
- h

:3

03
o

&

0

™

o)
R

jozel

~

oAbz YE-,

=

2
1oz Mdd T34 3 dE

a

FE, OHEYUED, NE

k%
S}

R RRAE

i

k)
w

\:\:}‘f §]_

s Y

2] -z &k

Easll bl ]

3Z
=

ZH ©

ar

o

yu

glo},

=

[e]

F

=7
L2, HelghEobyl, p-relEnlAl, te

Ay

A FH=

=
—>

ZJopv]

=

2
, 1,2-gEE=

=
—>

A

4] okl ezt

5

= =2

o 24|
ok

=
ole} wal

golE, &

=

2
iHE, HolAlE

Zojob=l
g& ofulolElo]
. NN-tHE

3Z

=, o ofAEHClE, 2-FEhe=, HE

[0271]

HE o |

T

CU=

el =, Held

My P

A == 52 oEHE, gl

. g AEApe]

ol e g

Fopy]

1=
—

A
=

=

=

-
X

=

128, o4 oHEH|E, 2-ogdaite, oddl 7hn

K]

=

=, fEAZ

g Sapel

ZAE oAl E, FEAE HoA
, Al

2, o|aold ofAEo]E, o]&R T opAHO|E, o]i

_30_

RSN

ol
=
=3

AE

AYA

=,
o]_/,g

22og, 2-3ehe,
E

-EfE

1,1,1

1E, SAlE EgotAlH ]

vjo] E



)
=
ok
=
)

E, z=2
o
=S

o4

S}l =

1=
23s, W HY AEAF

J

pilid

]

10-2010-0105882
T

€]
=

5

=

YEF H(2-old

H

e

deolE, wWd &edeolE, wd

yjolEe] A(dl:

ST
2
X

1 o =g 2 (d:

Aoty

=

- o)k

gedzl & AHololE);

= HhellA,

)

F

1l

A
CFR 180.1001.(c) &(d)1ol 7]

298

3L
,

=2 vE dEHE, des, oghs, o
=

el

2] Z(PEG 400)
o] Al AFEY AA A3

zzoddl, HIE2AqER, odld ofAEHo]E, ol ofAHo|E, Fd olAH o]

Eg

=

)

ol Ee] A(d:

E7

T, =

Al = AEARA AREHAY 7

o
B

b2 42, d
=]
CERICE

=}l
2eto]=); 4

BhA],

=
5

A (el

)
=

i

=
McCutcheon's Detergents and Emulsifiers Annual", MC Publishing Corp., Ridgewood, New Jersey, 1981]9]

eba,
= (e

o}
7}
Ak

=

[0272]
[0273]

=K

A, A A,

2]

=

)

o))

[0274]

Fed, 0.01 WA 10%°] ).

°

o=

=
RS

=5 7

z}rﬂ]—

7] 5

e Fe 9

&

=]

o]
=

jop-

=]
=4

;oo vi" f=A, 5

g 54

i)
o

A8 ede] 4 ozHE,

|

BAAG, 2YG EE

Poulenc Canada Inc.Z%-E]<] AMIGO® ],

A7

B

)

sy, o

=
=

A

i

jmyl

of v
o5 olxH =+ Hd gkl E(CAS-

=
=0

H,

3] CipCis A

7FAl = Cg-Cop A

=]
T

o]
=

# o

i

2 z)
=

i
o 29 #

stk

[s}
Cognis GmbH) A FX% o] glt}.

: the Compendium of Herbicide Adjuvants, 5th Edition, Southern

[1linois University, 2000]C. 258 FX = o] Qlt},

pinl

2] :

5

1 ogate] wE o A~HEV T8
e o] E(CAS-112-39-0) & & S]] E(CAS-112-62-9) 24 FA]H o] lt}.

iR
=

7hA) 9]

J

%
h=4

} wE o ~HZ §EA= Enery® 2230 2 2231(A1%

111-82-0), =&
HFAL
X,

A

[0275]

WO 97/344852]

L
L

2gA1 e o

B

7 AN 5 jlT

=
-

$HA1A

=

Clariant

2-521o]

ol

=

<9 =9

Genapol E}J(AZY:
3lo]

N

Yz
gt

1}

L

o=

Silwet L-77® ZA] A]

st

A,

Y

Al Q0 A A ]

s
e =
A7} HhA

3 s
=3,

Ara g g A,

=]

=4
R

o
=

2l

]

£, 4

a-

T

AG) oIt

I

Ho
o)

—

il
]

jozel

proul

23]

4

A7hA 9}

Gl

Z
<l

A

3

ks

_31_



[0276]

[0277]

[0278]

[0279]

[0280]

[0281]
[0282]
[0283]
[0284]
[0285]
[0286]
[0287]
[0288]
[0289]
[0290]
[0291]
[0292]
[0293]
[0294]
[0295]
[0296]

[0297]

ZIHSd 10-2010-0105882

ditd o=z 1 A 30FH%eIth. LY T FHy o9 FEAY AdEdAte] EFER o|FoR oY
A2l o= Edenor ME SU®, Turbocharge® (#]Z%1: Syngenta AG, 22$]2 24]) 2 ActipronC(HZ: BP
0il UK Limited, = &A])elt}.

i)

dostthd, 47 ZU-24 248 A7) AdedA d5om, 5 od HIHA glo] AHE = Y.
o]

Y, o HIRA/ANDGA kel ek #f7] &ie] Hrb=, #ee] F7he) Sl 7l

= 3 2= 9. A
stal gul= o2 S Solvesso® (AZ: ESSO) 2 Aromatic Solvent®(#Z9: Exxon Corporation)o]t}.

olgigt gulo] FXv= F S 10 WA 807HRY 4 Atk fujete] IHERA EASIE ol 2 HIL
A, dB S, US-A-4 834 9080] 71%Eo] otk Eel ZA® AW F 2 WAL MERGE® (A%
BASF Corporation)gl:= W oz Fx|xo] 9t} & wie] mai upabalst 3710 9 H7 A= SCORE® (A

%< Syngenta Crop Protection Canada)®]t}.

A7 EAE oY HIMA oleo=, E W mEeE FAEY FES TAATIY] dE, EAyETE(:
Agrimax®) o] AHES Jy] B = A7 Fx drt. o2 59, EZgjoladolv =, ZEjuld e
T Zg-1-p-del(e]: Bond®, Courier® Z:= Emerald®)z} e 34 #E~(lattice)d AFEE A"

2 9l =232k 9 Eurogkem Pen-e-trate®)S sl 408 28 ZAARA A7) BE B3| A

271 Az APES G oR 0.1 WA 95%%, 53] 0.1 WA 955%3%] 5342 19|
FF%e AP BEA(o)le, vEds A= 0 WA 265299 2WH-E4 E4S& xFg3h
x ] )

Fol mgAe A $HERA AGHHAL, AT ASAE B 94 AR A48T o))

sheba 1e] SgEe] AGES PAAT MU Ege] A, ASPH(He] ] A EE Fi A

o FAE A ngd A8 WA A8 5), A A%, BA o E oEE dx, 295 24

Ag P, S A7 R BH Ao o) Aujss JE el wel AR S gl ¥ o] wei
Ll 0 W= 2000g/ha, 53] 50 WA 1000g/ha®] *-&&= Al&HT

AEE 53 ) AL TG = T

g A 1 WA 95%, v skAIE 60 WAl 90%
FEHEAA: 1 WA 30%, v A= 5 WA 20%

Al FA 1 A 80%, whEASHAE 1 WA 35%

g4 AR 0.1 WA 10%, vFEASHAIE 0.1 WA 5%

A GA: 99.9 WA 90%, HFEAEHAIE 99.9 WA 99%

g4 A& 5 UA 75%, vrEAstAE 10 WA 50%
E: 94 WA 24%, vl sAIE 88 UIA] 30%

FEHEAEA 1 WA 40%, v SHAE 2 WA 30%

g AE: 0.5 WA 90%, vFEASAE 1 WA 80%

EAZAA: 0.5 WA 20%, vl sAE 1 WA 15%

A FA 5 WA 95%, vhASHAIE 15 WA 90%

_32_



ZIHSd 10-2010-0105882

[0298] g AR 0.1 WA 30%, BFEASHAE 0.1 WA 15%
[0299] A @A 99.5 WA 70%, whEAEAE 97 WA 85%
[0300] 7] AAlee F7tR & 3HS oAeh, 2 UYS AlFsHAE et
[0301] shsta] 1] AlzA st AP HA (% = FF%)
[0302] F1. frst 7bsdt 555 a) b) c) d)
[0303] 4 A 5% 10% 25% 50%
[0304] 2 Zol il d Eujel E 6% 8% 6% 8%
[0305] MN=Efr LS dH= 4% - 4% 4%
[0306] (36mole] & ZAlo]=)
[0307] SdvE ZE=gE dHE - 4% - 20
[0308] (7 WA 8mole] ol&al Salolx)
[0309] NMP - - 10% 20%
[0310] s gales EE () 85% 78% 55% 16%
[0311] oo BAh= v dEAdS 47 SHEEFH B2 45t AxT 5 it
[0312] F2. &on a) b) c) d)
[0313] g 4 5% 10% 50% 90%
[0314] 1-H B A]-3-(3-H| FA -2 2 A )-2 2 - 20% 20% -
[0315] Eoll g =8 MV 400 20% 10% - -
[0316] NMP - - 30% 10%
[0317] s wales EE C-Cp 75% 60% - -
[0318] A7) oo mlo|g R B FE 2 A 43570 HgHaic),
[0319] F3. oA W a) b) c) d)
[0320] g 4 5% 25% 50% 80%
[0321] UEF gaxidxyoel e 4% - 3% -
[0322] HYEF 2h9-d AdoE 20 3% - 4%
[0323] YEHF to|afdurgall-d ol E - 6% 5% 6%
[0324] SEE FE2EYE JH= - 1% 2% -
[0325] (7 WA 8mole] ol&a@l Salolx)
[0326] Ak gtk 1% 3% 5% 10%
[0327] e 88% 62%  35%
[0328] d7] B AES HEAS I #AsHA e, 4] EFES A I FellA dHEA Adste] £&
A TS 5, ol BR A Ho] 1o RAste v AFAS AT + AUt
[0329] F4., dE5 a) b) c)
[0330] &g A 0.1% 5% 15%

_33_



[0331]
[0332]

[0333]

[0334]

[0335]
[0336]
[0337]
[0338]
[0339]

[0340]

[0341]

[0342]
[0343]
[0344]
[0345]
[0346]

[0347]

[0348]
[0349]
[0350]
[0351]

[0352]

[0353]
[0354]
[0355]
[0356]
[0357]
[0358]
[0359]
[0360]
[0361]
[0362]

[0363]

\=]
TEAE AL

F71 GA(A74 0.1 WA 1mm)

Oﬂ% Eé?_:], CaCO; EIE—“T:" SIOZ

=

e FF

wddlE ZEIEFE JdH=
(15mol®] & SAle]=)
UEF gaxdIdolE
FHEAME A2 =

37% LEddd= 58N

§—l_

g4 ARES EFSn nxAs $ A
o =2
= =

b bed Bae, 4

24 Aids vEd FRetol=e gaja]aL,

97.0%

a)

0.1%
39.9%

60.0%

A Edstn 44w

a)
3%

5%

o}

oo

b)
3%
2%
2%

93%

A

b)
10%
5%

1%

3%

1%

0.2%
0.8%
79%

A sHA

o

2%

3%

2%

80%

Zoodd FYFE JIE5H wA ol

d)
15%

4%

5%

1%

0.2%

0.8%

38%

& EF

=

o 2=
= T

Ao

ZIHSd 10-2010-0105882

s Aol Ao aH S

By
gﬂ
k
o
fl
4z
i}

2,
lo
lo



[0364]

[0365]

[0366]

[0367]

[0368]

[0369]

[0370]

[0371]

[0372]

[0373]

[0374]

[0375]

ZIHSd 10-2010-0105882

el #at Aol
Bogge wg, A FEP S5 19 EES FEF 4B wE oo ANA m AW I AT
TS, FEF 4B AR F EE gx £E FS A9go s Pyl B ol
Woagel mEi 2R ASE & Ut FEW AR ABE PR D, TEYF, AWF, 29 ok,
2en, o3t Avl, S3 Avf @ nRe g thdA AEI FE, oF 59, ne ¥ W, 2}, 09FA
A, S35, W, o, AGRS, AR, duieb), $3E 48 L Ak, 53 3B, 355 % grd
e 9d Ay B & Aok,
WA E Y R 99 F, F EU, ojuRzEs, dRAFEs, ohid, nER AlldRs, U4
ghelot, ol/lwFRol, Bele, Rwmelol, REwde}, AXetelol, AEFs, Aol At W ABE
W BEe F, oE BW, olPUE, obldFrs, A-EUg, AeliHE, 4F, oERool, tarog,
AV, &eby, sdeelol, WEUgt, mee % aNEed & vk

ABE EF BAG Aol o) EE AT e AxA L ARA PR S EE AL,
GS-, EPSPS-, PPO-3L HPPD-ojAl Aol el W& 2= RS RS Ao olsisolol drh. FRAR
WAl o)) olvthEeli=(el: olrkE e s} el Rold 4#e] el Clearficld® oF B(7)

o
e
2
o
S
2
P
2
2
£ =
S

seholty,  fAEed

4B wd, FAFEA Yol a3 TEA WPl Fol® B, T 5, Bt SFF(FY 2PEY
of W), Bt BBH(Zah chelubrlol Ug), 2 ES Bt AAERAE A4 Welol W) olsisofo} o

. Bt 459 o= NK® (#%%: Syngenta Seeds)?] Bt-176 <44 FEolt}. Bt Sl npaFx BHYX
NA2(Bacillus thuringiensis) ESF HrE|glole] o9& AdAH oz JAHE dm Aot E4, 2 olg3 =
22 A4 ¢ g FAA oA A& o7} EP-A-451 878, EP-A-374 753, WO 93/07278, WO 95/34656, WO
03/052073 B¢ EP-A-427 5291 7]Aj= o] glt}. AF WAool IYH L st o] HaE dHsk: sy o]
FAAE x3slE FAA0A] AE9 o= KnockOut® (£55), Yield Gard®(%55%), NuCOTIN 33B® (3},

olme] Fx AL

Bollgard® (23}), NewLeaf® (71#}), NatureGard® 2 Protexcta® o]

0
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it

g
2

=
240 Mol 9 F Qi BAll 23 Aol MAAE el 9 = Ak H(stacked)” FAAol
4 49y, dE W, B4 2F4 (3 @S BASE $US 2 B FelAeE Yol 9
% v
AN .

AEe w3l A9 &3 EA(output trait)(el: MR A

A, w ol s T, ANE e
et WA e FATN BYA Pl AREA FEE 4BE X

AL 2 ofg=]ojoF gt}

A WAL A Ame] oful Arka gt oA Wik e} oF A% 4L AWsnA st gAE L3
= Qow olalselof BTk, B Wl fFEe A2k Aol U] Aol A U7l A AS)EAL o]
F A O F A9 5 3on, Aol b 5 AgHE 97 53 anpgelt

wowe] mes sehy 19 S3Ee Ea sht ol del Vg Az WeW FE Ak 53, H9p4 19

3oty 19 3gE A At EFE(dE 59, 3 19 IFFE + TRy e =(162), 3 19 3}
=+ 2,4-D(211), 3sha) 19 3= + g7uk(228), 384 19 33E + Yduu=(274), 38k 19 33
5 + MCPA(499), 32 19 3FE + FF2H(712), T 32 19 FFE + ol 2] =(CAS RN

150114-71-9)).
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o] 3}3tE T ofM|Eoldeto]=ele] E3ME 1—% S, s}shy 19 3FE + oHMESFRE(S), 3F8H |
o ElUm =(260), 31sta 19 33tE + WEFFEE(548), 3}8H] 19 FFE + S-HEEHEFRE
(549), w& 3182 19 33E + TYdgEF=E 656)).

3}ak2a] 19| &etE )l STPE R I (355)Te] ESE.

o
Lo
1>

ol E(BAY FOE 5043)(369) ¢}e] &3l&,

_?_
3}eba 19 33E3) 9 ZAREE(CAS RN 447399-55-5) 319] &3+&

shaha 19 33ET HPPD AAI9te] E3tE(dE EW, 384 19 33E + o|HAEFE(479), 318 19
33t + HAEgL(515), ﬂﬂ 4 3132 + 92} EE(CAS RN 365400-11-9), 3}3H4 19 313&E + A3 E
& (747), 382 19 FgE + E2]2(CAS RN 335104-84-2), 3}st2] 19| 3}stE + EZ o] (CAS RN

210631-68-8), s}ek24 19 s3t&E + 4 sto] =5 Al-3-[[2-[ (2-v| EA ] EAD) HE ]-6-(Eg EF .2 " )-3-3] g
td]7krd ]-uALe] E2([3.2. 1] E-3-21-2-2(CAS RN 352010-68-5), & 3}38H2] [¢] 3}3HE + 4-3lo] == A
-3-[[2-(3-WEA =2 E)-6- (U EF o2 d)-3-F 2t d |7t |-H Ao 2 [3.2. 1] S E-3-2-2-2(CAS RN
894355-80-7)) .

shet 19 sttt Egjopxlate] = (dE 59, 3 19 gk + okESRI37), E e 19 3t
TE + HERLHRR(T75).

sheba 1] shetEat Eejobxl BOHPPD oAAlte] EdHE (e SW, 4 19 SEhe + Egjopxl + oAl
=7, A 19 seke 4 anv torlaEeE, ety 9] S4E + Egjokxl + s, 3ehy 19
sghe + Egjobd + AaEe], 3ohy 19 39HE + Ejopl + HIRERE, 3514 19 SFE + Eopil
t ExaplE, sheh 19] g + Efjoll + 4- oME% 1=3-[[2-[2-H A el SAD - ]-6-(E2] &7 2.2 v
-3~y ] |-n Aol 2 R[3.2. 11§ E-3-<l-2-2, B 31844 19] Shghe + Egjopdl + 4-gfo] =54
-3-[[2-(3-MZA Z22)-6-(T) EF 2 d)-3-3] 2] d Hi J-ulAbo] 22 (3.2, 1] S E-3-91-2-2)

steta 19] shetEst S EAO|E(419)9ke] S,

shata] 19 shghEst FeEAClE B HPPD JAlAete] EFE(elE BH, BT 19 FFE + FYEAIE +
OJFAETE, B 9] ghw + FXAIE + vinEE, S 19 Std + FETACIE + AR
&, ke 19 ggte + FEEACIE + dAELZ, 384 19 g + FYLAIE + HHER]E, 35
19] 33t + S Al + ExebulE, S84 [9] S5HE + FPLAOIE + 4-dto]mHA-3-[[2-[(2-7 5 4]
AFEADE]-6-(E2] EF R vd-3-v2 |7t |-ujAbe] S 2[3.2. 1] S E-3-<-2-&, ®= 38 19 3}
e + FEUFACIE + 4-SFo| EHA3-[[2-(-MI S A L2 8)-6-(H &7 L2 d)-3-v] et d |7hr | -] Abo] &

o

3.2. 112 E-3-q1-2-&) .

spek2) 19] gtE I SFIEAMCIE-F R H (418) 2] &

5t 19 SET 2T E-FEE B HPPD A EFT(AE B, Ho4 19
Aol Sty + ol SR, A 1o e ¢ FRZAoIE 0 ¢
3] E

o+ S}3HE Tk ALS B AHAS SAAIte] EEE(AE W, 34 [9] F3HE + WMAFE-vE(64),
A T1e] Beke + FRITE-CIEA35), A 19 Sehw + FRSAH-E64), 3

ARH(359), Bk [9] BeHE + TFPE-LUER(364), 334 19] e + ofnpAE(451), 3HEHA
= ot olukARE 2(453), heb 1] ShghE + ouhAERY 2(455), BhA 19 g + L A FE-
F(466), 332 19] shE + MAEFE-E(G14), S5H 19 SgE + URAFRGE77), S8 |
+ ool A RH(622), BhebA 19 shE 4+ VEAAT(EYERAR(CAS RN 422556-08-9), 3Heh4] 1
+ HAAFE-AE (E o F2-m=)(795), BehA 19] gk + EoPdFE(817), et 1) 3
AulrE-rE(822), shetd 19 SE + EESAEFE-HEF®33), et 19 g + HA

fo o am lo kU oo fob
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FPUHE (4-[ (4, 5-E) 0] & 2-3- V] 5 Al -4-T] & -5-% &-1H-1,2,4-E 2] o} - 1-21) 7 d 5 2. |-5- v e .-
3-71 A4, BAYG36)), i HeH4 19 w& b ElQIZPE- D (Y 4-[(4,5-E)5Fo] = 2-3-0] B A -4 -

5-SA-1-1,2,4-EjobE-1 -d)7h d A9 |-5-HF B @ H-3-7}5 e o] =, CAS RN 317815-83-1, BAY636-
mE)).

s}t 19] shebEat PPO ojAlAlske] EFHE (& %D&, sheba 19] Bgte + oMEFREA-YEFE(T), 3}
A 1] Sheke + SEbuA(101), sk 19 st Tt ERE-old(121), 3heh4 1] 3ghe + AlY=-

AR152), HA 19 HATE + BRSO, ﬂﬂ 19 sgE + ZaAAAA01), 94 19] e +
SEA(86), wE ot 19 HFE 4 [-[2FREA-Z0 R 5-(1-E-6-Eel ST RulE-2 4-T] 54
1,2,3,4-¥| £ 2ks}o] = 29 2] p] ©-3-21) 5 25 4 ]-2-9] 2] S A JobAL EAT o9 ol 22 2) (CAS RN 353292-31-6)).

3eha) 19] 81eHE} ACCase AlAlsbe]l EHE (oS 59, 3Hy 19] 3 + FEFAHE106), 3434 19
e + FUEE55), et 19 SgE + SRUYEZ-Z292(156), SehA 19 33k + Al 2 =AY
(190), 3tsh4] 19] sheta + Aol R2EZ-9E(195), 34544 19 3hgte + HIFREZ-vE(238), 3}eH4 19
Shehe + AL RZP-ol”(339), 3o 19] ke + SFORNEZ-BE(361), 3eHA 19 e + S
OPAEE-P-HE(362), B3 1] Bt + TFAEZL(427), S43HA 19] SFHE + FA|EZ-P(428), 33
1o shhe + ZRIAFAALL(670), 344 1] e + ARRIZIL(717), 3544 19] F3a + Fadmy=-
P(718), st 19 Shgha + AISAIE(726), ShebA 1] shbe + HZZSAIR(T7D), Sheh 19 e + E
FHAIEGID), B e 19 Shge + 9 ARI(CAS RN 243973-20-8).

s}sta 19 glgHEY ¥7t2H(683)9Fe] E3HE, & ge] 19 IFET EL-LHo|E(816)9+e] &3
=.

slstal 19 sEET B2 EAL(95)He] E3HE, 384 19 ey FREUE(134)7e] T8, 34 1
o] FFEY FEZEFE(143)Fe] &, 33k 19 EY f¢-2(28D)He] £3E, & é‘ri@‘ o] s}
eI W ERR-7(554) o] 35,

s}sta] 19 iﬂr?}%ﬂ F2rE(159) 3] 2L, 3tey] 19 3gE3 gZSFA Y53 B35, 3 ]
o] gty

oG e ERE, Ee A9 0] BB EEREQRAS SEE
shat4 19 st Ao 7] EFE, T shehd 19 ST SoELA)te] B,
shoba) 1o SR} CNzTolE WA o] =(248) 9] B

sheb4) 1o SR} TFolE tlu ol = (276)she] E4E

sheba 19 sEtEe £ HEUE E=g, & W, EA[FE: The Pesticide Manual, 13th Edition
(BCPC), 200316l e wloh o] ol ~Hl2 Ei o HEY = Yo FEZA o E-gtrkd g7 AL
SFEIAYOEdE Aaexn Szde uﬂ%oﬂ g s ALEa, tdEyr=e] o3t
LA PEFR EE PR

Lot
e
1>
©
ot
ot
i
oz
N
ot
dt
L=
(m
o
o
ot
ot
=
rir
=
UE

A&tA = 1:100 WA 1000:10] T},

flo

A7l EdEe FosAE A7 duE AgEolA AE & uk(o]l A, "2 AT s 19 sgte
I5ig

T st ool & WHo wEE 38k 19 setEd HEHA
Atk ol FRYA(), oA EA(10), LHEFRE(14), EFAH
(18), o}uﬂEa(zo), ol FFubE(21), ofM| EAFR(22), olu|wAlo]ZFE U EZFEE(CAS RN 858956-08-8), of
HEZ(on| = EFo}lE)(25), %}E% Agw|o] E(26), ofdZEX(31), oF&=H(36), oM|=EA1(39), oAt
W (CAS RN 68049-83-2), o}&AHF=(43), BAS 800H(CAS RN 372137-35-4), HW|ZFXEn|=(55), #lUE#(57),
HlZ7HakE(CAS RN 173980-17-1), WIEFER(59), WIFH M) E(61), Hl&Egtol=(65), HEFE(67), #l=ITE
(CAS RN 158755-95-4), wWIZH|ALO|EFE(69), WEHAF(70), W yr=(mLdetxr=)(77), H|=Ie-UERH
(82), H&(86), BHEmFA(90), EEE-‘?—EHC(%) HERHEA(CAS RN 13181-17-4), F-EFZE=(100),
REM) ZE2(102), FEZE(105), FEdo|E(108), 7FAAEE(110), ZMEM=(117), FEEB2F2(CAS RN
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13360-45-7), S22&FdUE-WE(133), EEZIMELN(138), FEEXEF(144), EE2AFE(147), B2
2O e (148), AME@(153), A =AFE(154), FRHZEI(160), FHUFE(180), Aletobm=(182), AJet
o}7(183), AlolZEtdelo]=(186), Alo]FRoo]E(187), Alo]F2AMu}RE(189), TholF-E(213), HIE
(214), vY=zwE(216), ulx=du]Z(225), HAHEZ-(CAS RN 1014-69-3), tF=2H|d(229), tFREZa=
(234), YZFR2223-P(235), yZF2A2(241), gulF2(256), duysgo]E(257), tWEIZFRE(258), U
e ER(259), HMER(261), tiWEr]iik(264), HYUEZTI(268), HxHEH(272), YZZHEZ(CAS RN
4147-51-7), TYE L3 =(280), DNOC(282), DSMA(CAS RN 144-21-8), <l=EH(295), EPTC(299), ol AL ZI}=H
(303), oNEZEFL7(305), oIt EAFZ-uwel(306), olHE(307), CNEFUAOIE(311), <IEAIF(CAS RN
188634-90-4), ol EA|F-o|€l(CAS RN 131086-42-5), ©clEA|EFE(314), AEHAUE(318), HAEHA=
(348), #FabA2H(353), ZEAAFE(356), ZFoEeo|E(]AZEZE)(CAS RN 174514-07-9), ZFHEA
F2(CAS RN 412928-75-7), EFE2EH(365), EFHIH=2-od(371), ZFHEZU(373), EF2UEAF
(374), ZFvZF22-9E(375), ZFUZ2A(ZFu|Z23)(CAS RN 84478-52-4), ZFQHFE2(378), =F
22 ZA-oE(380), ZFZAH(CAS RN 119126-15-7), ZFZ =232 (CAS RN 120890-70-2), ZFZ 2y}
(383), ZFI2dF2-vE-UEEF(384), ZFU=(387), ZFEE(388), ZFZA|TE(390), ZFE|oAE-1
B1(395), EPAAFE(402), EAFT(406), T2HF2Z-ve(426), HC-252(429), HALA|1=(440), o]wjxlwepil=
-HE(450), owpx}= (452), o]wpx}A(454), olwpRAFE(456), AThweFH(462), ©)HAD(467), O|ATREE
(475), ©]29-F(476), ©o|&HAMN(477), ©|EAEFZZE(CAS RN 141112-06-3), ©]&Al=] @] EZ(CAS RN 87757
18-4), 7t=2X-do|E(482), AU (487), ZFE(489), MCPA-E] o€ (500), MCPB(501), WX =23 (503),
WAZZRZI-P(504), WFHHAE(B0S), wWEFo|the]=(507), IR (519), WEIEZ(HSFZAELEL)(520), W
EFEE(521), WEMRIZZ2(524), WEM=E]ol=2(526), WEFE(CAS RN 20354-26-1), WEH]AAH536), 1-
HErto]| F2Z 29 (538), WEHHYRE(539), WE o]AE|QAlo|o]E(543), WIEHIFE(547), WEBZIEZ(CAS
RN 3060-89-7), "WlE==(552), WESE(553), WEMLFZ-WE(555), MK-616(559), EE|v|o]E(560), 2=
FE(562), MSMA(CAS RN 2163-80-6), Y =Zoldglol=(571), YZaiu=(572), YIZTE(573), UHFEE
(574), YI =223 (CAS RN 99662-11-0), n-"lE-SZAH|E, =HiH(583), =2 EFeE(584), A
WA (593), S EHMIFIE B (595), S EEMIT-E(CAS RN 213464-77-8), .21 &&(597), <A}tjol=7(599), =
AFE0}E(600), SAMEFE(603), SAPAZFZHE(604), SAEFLEAN(610), FAEHCIE(6L7), HAEEEZT
5(623), HAEe=I2E(624), JWEAE(625), FASAME=(627), A 2d(628), A=AUR(629), A=
(645), =2 }2(646), FHZE2(650), Zn|AFE-wE(657), ZR2U]olvl(661), ZZEFIZ(CAS RN
190314-43-3), ZRZEXAH(663), Z 2] Z5(664), Z2ZH|E(665), ZZWEH(666), ZZRAIFEE
(667), TEIE(669), ZTEHZ(672), TEIH(674), TEIALAFEE(667), ZEIA|FIIE-VEF(ZEIulE-
YEF)(679), Z2IAME(631), Z2HFE(684), FHE=2d(I2hx4)(CAS RN 158353-15-2), I eh&F-
e (691), FEF=E|Uo1E(692), FHeFHFE-oE(694), HHFAA(695), HMFA(697), FeHEIFER
(698), ¥EtFE(CAS RN 40020-01-7), ¥2do]E(702), ¥ ZT&a]=(704), ¥|g|n]=u-we(707), ¥gu]A
$(CAS RN 221205-90-9), HHHH-UEHF(709), AwH713), EEHRI(714),  HAFE(T2D),
AA-E=-, AF2(727), AvE(730), AHIER-(732), YEF SEHCO|E(734), AAELHE(749), AXHFE
W& (751), AXEZAM]E(CAS RN 81591-81-3), MEMFE(752), FAiH755), B2 2YU(758), TCA-LEH(760),
B 2-BH(CAS RN 35256-85-0), EIS-E]-$-2(765), EIFHEL]>(CAS RN 473278-76-1), El2ul2(772), HERME
(774), HIZY-EA(776), EILdEZ2(789), EIToFx|RI(CAS RN 123249-43-4), EJo}A}ZFF(CAS RN 25366-23-
8), Elolx¥2(793), EQHWIZF2H(797), EIQ7MIAE(807), EdoIAZH(819), EFFEI=(827), EF e
2(831), EFZSFAFE-uWE(837), EzFo|=FAED o (CAS RN 108-80-5), Ez|dlAlg-o&l(CAS RN
95266-40-3), EZEMFE(843), N-[(IR,29)-2,6-t]mE-2 3-T)slo]=2-11-¢1d-1-A]-6-(1-ZF Q2 & E)-
1,3,5-Eg]o}x-2 4-t]o}Hl (CAS RN 950782-86-2), 1-(2-FR&E-6-LEZo|n|t}%[1,2-b]dr}r-3-LdAdEd)-
3-(4,6-t W EA) 9 2l u]H-2-2) - o} (CAS RN 570415-88-2), E 5-(2,6-UZFQ 2-wld LA v|e)-5-1g-3-
(3-"g-E] 2.3-2-9)-4,5-t] 5} o] = &= -0| £ALE(CAS RN 403640-27-7).

s}ska 19 3FetEel =g d) = F3[#%: The Pesticide Manual, 13th Edition
(BCPC), 2003]el AFH ule} Fo] o 2HE = Feld 4 k. oRAEFo=d-UEF e 82
SPAEF e 2 AEHT, WAHAEE-wde] digh &> WHFE SolxE AL&HT.
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o] 3}3HES H sk o] el kel F Al (safener) 9t MEE 4 Aok, wEIIAR,
o] FHF{EN st o] FUte] AxAY EFEL °
= &o] "FAUA"E AxAY BEEHE A vEd fFrIAC gk kg
T SRS 9vlsiH, dE B4, dAAAE AzAY e EFoRHH
ZHES B ARE AzA7E F2E APdete As BASAE et 7] oA RAlE AD-67(11), HSAL
2(63), ZFEIEAE-92(163), ANHWEZE(CAS RN 78370-21-5), Alo]=Z2Axlu|=(CAS RN 221667-31-
8), UFE=En=(231), tAlo]FZ=(CAS RN 79260-71-2), HF=o}=-o|€(331), AZF=ET(332), ZFo=
(386), Z&4MH(399), FHolE(413) € 4-33dk= R o)A, ol&Atul-o € (478), wl=y=-t]oll € (506),
- EA-N-[[4-[[(W D o}r| =) kR d Jobm] i |- d ] d |-l 2 o] = (CAS RN 129531-12-0), Y=z el F4E
(CAS RN 81-84-5) B SAMIEZH(598)d 4= vk, 3hehA 19] shehedt wimAtsEste] =, 9 34544 1
o] 3= FRAEANE-AAR E3Eo] 53] nlgA st

3kl [9] g3tEo] I ARAE I, ofE 5, EH[HZ: The Pesticide Manual, 13th Edition (BCPC),
20031 AgFH wiel o] diEHE Ee ¢ FEY § At SRAEAE-#HY gtk J8S SRAEAE
A= AEHa, HEZeE-oldd U 182 AEF=2E o= HEHr).

A s A=, sk 19 shgte o A7) ofeldaAle] &9 Wl 100:1 WA 1:10, 53] 20:1 WA 1:10]H.

47 BFEL FEGAE 4] AFE ARBAA AL & Aol A%, B AR e F94 19 HFE
3 A7) StaAAe] EFE 7o) w@ Aolth). AY] okATA B st 19 SRR Edes 4%
it olgel 7ol AzA(S)S BA A8 4 Atk B 59, Y] FAADA, et 19 e
9 EAes A, s olael Frke] AzA(S)e ol Uyl A AAR ] ALEAY o] ¢ F Y] A%
of Ne® vk Ea, 471 okalAzAl W oshety 19 sty EAet A% s olgel Fbel Az
(2)¢ ¢Adon gl 5 Aok, o 50, A7) FNATAE B4 AgA A7) FA4E B8] Q)
AgR 5 ooda, S8 19 SR 9, EAss A9, s ool Frke] AzAll Aol Ul A ANl
NEAAY Aol W F 7] Aol Agh & e}

shobd 1o BltEa 27k AzA D SkAARAC v THEL ] EFREES T

q
et 19 BeET WaEy
et 19 BgrEd AmEY
st 19 BerE Eejold 9 okl AAlsle] £4E.
s 1o BHiHEE Eojobdl, ol&ANE
ssta 19) SR} ool WaE
et 19 BgHET Eejopd, AmE
ety 19 stE ZelEAOlE 2 okl AzAlete] EHE.
b 19 BHitEE ZEEAOIE, o HALE
st 19 BHitE 2 EAOE, HAE
st 19 BtitEa ZelEAOE, ARE
et 19 stgtEal ZETAolE-ny 2 ok At £
st 19 BeET FRTAE- Y, o] 4AHE

.
s18 18] gl 2T EA U B, HlaE

A 2] % dAlske] =
sleta] 19] slgE Y FFEAYE-ARE, HdIER 2 oAt E3dE



[0425]
[0426]
[0427]
[0428]

[0429]

[0430]

[0431]

[0432]

[0433]

[0434]

[0435]
[0436]

[0437]

[0438]
[0439]

[0440]

[0441]
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shota) 1¢) ShghEal Teebdy 9 ke AAl, 53 FRARAE-NATY EFE,
shota) 19) SR FROGEI-x207) 0 oA, 53 FRAEAE-UAste] EgE,
shota) 19] shghEsl s)mAbd 9 ok AT, 5o

gstal 19 3etEy BREAY 2 FARA], 5 FRAENE-HUAT] T

ol
Wl

2AEAE-Ae] T3,

= o]ZA ; dd = o]F o|FAl; dt = o]F AFA; t = AFA; tt = AF

= GdXM; bs = HEE o A A
q ;m=oEA; Me = #gl; Et = ol€l; Pr = 29, Bu = 54,

e
=
[N

fll
ofy
23

s
N5 q = ASA, sept =

1. R'7F 6918191 Wkl 1 0 90] ¥3hE] uh

olo

=
=

Aol 1.1: 3-[2-(3.5-H SR 2-v|gj=-2-o) oA d ot e | -9 e} -2-7}5 A AL vd o AE =] Al

CO,Me

N\
C' BOP-CI [ I
A o cl
'N [ e NN

X
(o} N

/

\

Y22 e(120ml) 59 (3,5-HEF2Z2-92|=-2-A)-olA E2H(AA o 5.1)(5.7g) E 3-o}n| -3 2pd-2-7}5
A2k WE o 28 2(4.65g)2] &N EEoldl(8.5ml) @ B A(2-%A-3-SALEZE D) AN F2ol=
("BOP-C1")(7.5¢)& A& oz Hrbagleh. 7] whe E3FES 3 24 2443 &b anbeiglet. 4
7] 571 A4S B, A4 AU ERFN 2 952 ARSI AV f7] S Silulavgez dxAlY)
I FHAA 3-[2-(3,5-HFRE-v g =-2-d) oA gobr] ke |-T] e -2-THR AL vlE o 2H 2(6.372) % 5
3hoith. 'H-NMR(400MHz. CDCls): 4.04(s. 3H), 4.35(s, 2H), 7.77(s. 1H), 8.39(s. 1H), 8.49(s. 1H), 8.56(s.
1), 11.02(s, 1H) ppm.

AN 1.2: 7-(3,5-tFE2-9 g t-2-9)-9 2] %=[2,3-b] 7 #}21-6,8-T] (3£ A9 33E HE ADY AX

CO,Me Cl (o]

oH &
cl KCOs N \I
Ay = e
N
o) N N~ N

OH

T4 NN-tlHE 2 F ol =(100ml) 9] 3-[2-(3,5-TE 2 2-FF=-2-d)-otA|doln| |- g2l -2-7} 241 o]
g o 2HE(HAY 1.1)(5.78g) X BAFAE(2.49)9] EFES 2A13F B¢ 100C2 7HEsigith. A7) wkg &
FES FH 2EE YN, sAHET. Y] xE A E dE2R Eeta, A7 771 dE 71EY
uEbdith, A7l ZAE B Sl &8A7a, A AN S FUbEke] pH #S pll 5E 2E3FY. A S
d e FEAAET. AT AE dEEe] &AL, A7 B & A g3 AlAG, 7] Ad3dE
& EFAA & A9 dehe WME AL4.99)& TSI
AN 1.3: o] ARE| 2} 7-(3,5-U]F R R-5]e] =-2-91)-6-% 25 6-t] Sho] = 2-5] 2] [2,3-b] 7] 2} 2-8-% o]
ZHEE A9 33HE WS A5)9] Alx
o o 0 H,C.__CH,
OH = HaCw/U\CI ;\r Cl Cl

N N CH, o~ "o x

I N s N | _
» SN

N o ik L

I
2
(e}
s
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[0442]

[0443]

[0444]

[0445]

[0446]

[0447]

[0448]

[0449]

[0450]

[0451]

[0452]
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2-6,8-0& (AN 1.2)(1.69)S & d(0.4452) 3t
=2 ek(50ml) ol &A1 7]a, 7] whg EFES 108 et wWsigith. ol ARE|E FEeho]=(0.556
!

stk & Hutsta, A7) EgES dE

@& 5ol AAA Arietar, 4] W EFES 247 Feb wnt

olMEO|ER 2Zagct. Ay AFS Baldia, A7) §7] 23S A ehER(N)oR AT, A
87 RS FAUEF A AFRATT FE2AA SN 7D FE3, o2 o|e opA|gH o] E /Ao 7
2el QAaAstete]l ® A9 8EHE HE A5(1.029) 2 S5

at7] RS GAMe WA o m A 2agith: AlekomA] oE ez yEdo|ES ALEE 7-(3,5-TF R e-3 g
=-2-9)-9 Y% [2,3-b] T 2-6,8-T] & (QA o] 1.2)ZHEH el 7-(3,5-TF 2 2-9 8 =-2-9)-6-34-5,6-1]
slol=2-v]g] = [2,3-b] 9] e} -8~ o ~E|Z oE o ~E|2(H AS) BTE WE A3 Az

3 I 3
o OCI N Cl
Etl N, I
[\ X N
K,CO,4 N/ N 0
kCH3
1ARE 224 7-(3,5-U 2 2-9 8 5-2-9)-6-22-5,6-Uslo| E2-T 2] = [2,3-b ] &} 7-8- o 2 2 (A A4
1.3)(0.250g) & otHEYUEZH(2nD)o &aiA7]a1, BAFZE(0.138g) 2 odd 22Uto|=(0.1m)E dA&HH o=
A7verger. A7) wkE EFHES 100CoA wlolmaEgtelA 11E ok AEA 7|, FH O Lxg YAl
S, FEAFHT. AV BAE AT A(EEA AR/ oY oAlHIOlE 1:1) AdellA Hy FRvlE gy

A
[e)
ofa AAlstel & A9l BE WME A6S FH HomA F58, o8 AR ashEtH(0.101g).
W

YEEE o|AFEEA 7-(3,5-UERE-TE=-2-Y)-5-HE-6-5
-tete|=2-u e =[2,3-b] ¥ 2}2-8-Y o AHE(F A9 3}EE WHIE A7) AZ.

Alefo A wd gevel=g ARER Bt 7-(3,5-UERE-Y P E-2-9)-6-52-5,6-H sto] ER-] 2] k= [2,3-
blofEhl-8-<d el =B 2 ofd o AE 2 (A 1.3)=5H | it 7-(3,5-HF R 272 5-2-) -5 E-6-5 4
-5,6-H ol E2-7] 2] - [2,3-b] 9] THKI-8- o B2 od ol AHE(3 A9 3¥hE WMT A2)°] Alx.

AleFo A wd gettol=E AR 2, 2-vulE-Z 23] 24t 7-(3,5-H SR 2-9] Y E-4-Y)-6-54-5,6-H] 5} O]
c2-9g5[2,3-b]Hz-8-d AEHE(AA 1.7)ZFE 2 2-trE-Z 23924 7-(3,5-UFE22-3] 8| =-
4-94)-5-Hd-6-52-5,6-Tslo]| =2-T| 2| £ [2,3-b] T 2}X1-8-d A~ E(E A9 = ¥WE A9 A=,
AleFo A od gettol=E AR 2, 2-vulE-Z 23] 24t 7-(3,5-H SR 2 -9 Y E-4-Y)-6-54-5,6-H] 5} O]
c2-97%[2,3-b] 9 F2-8-d AdAHE(HA G 1.7)2FE ] 2 2-tiyd-zg2u i 7-(3,5-t1)|F22-7 g =-
4-4)-5-d-6-52-5,6-Tsto] =2-T| 2| £ [2,3-b] T 2}X1-8-d A2 E(E A9 3= ¥WE Al0)9] Alx.
AleFo A wd gettol=E AR 2, 2-HWlE-Z 2322t 7-(2,6-H SR 2-9] Y =-3-Y)-6-54-5,6-H] 5} O]
c2-97%[2,3-b] 9 F2-8-d dAHE(HA Y 1.7)2FE 9 2 2-tiyd-2Zg2u i 7-(2,6-TF22-T g E-
3-)-5-mE-6-54-5,6-tsto] B2V 2| K [2,3-b] W BRI -8-< C AE]E(E A9 ShghE WUE Al5)e] AlxE.
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[0453]

[0454]

[0455]

[0456]

[0457]

[0458]

[0459]

[0460]

[0461]

[0462]
[0463]
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Ao 1.5 3-[2-(2.6-H 22 2-v]e]=-3-9])-opFotr| e | -9 epFI-2-TH5 A AF wY ol ~E=o] A%

COH cocl

(coc,

S\ DMF COzMe

S
| EICOMe

S
O)\)?/

Cl

(2,6-0222-Tg=-3-Y)-olE FZgo|=x, 2949 NN-UHEXZEE=E 21 tEFZ29E(10m

9 (2,6-0EFR2-97=-3-U)-ol N EAH(AA ¢ 4.3)(1.174g)2] & A4+ ﬁia}o A=R=3 5
AZT. 7] dhg ERES TR 2504 2A1Z St wHkslth, oA, Y] HkS EFES FFAIA A

7] Ab EFRgolEE QYURA F5SA, olF AHAASHA fu F& wAdA Agsiglt. gEZ2HE(20m])

2 ¥29(0.463ml) 9 HE 3-obn| -3k %%HﬂﬂﬂEmsm94 Herlo] tjZFZ 2 E(10ml) 9

b E2gol=e gAs Al ] g ERES F Lol A 20412 EoF wtelglth.  oloj A, A

7] Whg E3HES By g2 fEFEEde(1omh oz FAsta, &, ¢4 dakeN) 9 74 AU ER(E

show FAHor MAHSAT. A7 f7] A4S Eibladlgos ARATII FFAIA 3-[2-(2,6-TER=2-

Y =-3-Y) oA e opn| - | -] 2} R -2- 7154 WE o 2 2 (

4.04(s, 3H), 4.12(s, 2H), 7.30(d, 1), 7.71(d, 1H), 8.42(d, 1H), 8.59(d, 1H), 10.91(s, 1H) ppm.

317] st ES frAbgk Wl 93l Al

(3,5-U 22 2-9 8| =4-A)-o}H EAWO 99/324499] e} A|F)oBHE Q] 3-[2-(3,5-UEF22-9g=-4-)-

olr g otn| = ]-3] 2} A -2-7} =2 A A WEl o AE 2. 1H—NMR(400MHZ, CDCl3): 4.04(s, 3H), 4.43(s, 2H), 8.43(d,

w”ﬂ“r

1.16g)E 538ttt H—NMR(400MHz, CDCl3):

1H), 8.55(s, 2H), 8.60(d, 1H) ppm.

(2,5-H R 2-9 2 =-4-Y) - EAFWO 99/324490l we} Alx) o mFE o] 3-[2-(2,5-HER=-T e =-4-%)-
of A& ot e -T) g -2-7H = A Ak WE o AE 2. H-NMR(400MHz, CDCls): 4.07(s, 3H), 4.17(s, 2H), 8.37(s,
1H), 8.41(s, 1H), 8.44(d, 1H), 8.59(d, 1H) ppm.

(2,4-t) 22 2-7] 2 =-3-Y -0} EAH(W0 99/324490] whe} A| %) &R 5-E]€]3-[2-(2,4-T] F R 2-7] 8 =-3-9 )-o}
Algobn) e ]-sl 2t -2-71 5214 e dlsEl2E Frbel 4 glo] Al

(4,6-0) 22232 2-3-2)-o M EAH(A % F)ORHE O] 3-[2-(4,6-T) F 22T =-3-2)-o} A o} 1]
B-2-71 =2 We o ~E 2. H-NR(A00MIz, CDCly): 4.05(s, 3IH), 4.17(s, 2H), 7.46(s, 1H), 8.37(s,
1H), 8.43(d, 1H), 8.60(d, 1H) ppm.

A 1.6 7-(2.6-tF22-9 2] =-3-9)-8-3lo]| =FA|-5H-T] 2] .= [2,3-b] 2} -6-2 (3 A9 $5tE WS Al
3)9] Az

COMe

: cl
cl ch03
XN

w »

Cl
T4 N N-gHEEEotn =(20m]) =9 3-[2-(2,6-UFE2-3 g =-3-9)-opA do}n] = ]-5] 2} 2 -2-7} 22 AL 1]
o AEE(AAG 1.5)(1.16g) ¥ BEAFE(0.943g) 9] E3ES 343 ~%%1wt§;4§}ﬁw.¢p1i%
EFES TH 22 Y473, odlE oM EHelER st Y] EFES Adsta, V] nAE F7T
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[0464]

[0465]

[0466]

[0467]

[0468]

[0469]

[0470]

[0471]

[0472]

[0473]

[0474]

[0475]

[0476]

[0477]

[0478]
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o] od opAlHle]ER AFEIAT.  ololX, V] AAE =ol ATAIZ|AL, 7] @i pHE 4 A2
of A7kl o8l pH 22 =™k, 7] 4 e oldtste] & A9 stghE WE AI3E WA IARAM
S3taL, olE A%l B2 AT v, dHedd dHEz AFsta A=A ZtH0.380g) .

7] AFBES FAR WHOR Axsgck

3—[2—(3,5—ﬂ%ii—ﬁ4ﬂ5— -)-otA o] -3 2} -2-71 5 A4 FE (AA]o 1.5) =R E ] 7-(3,5-HF=
g 1| EFA-50-9 g =[2,3-b] 9 2FA-6-2(F A9 3}gE WE A25)9] A%

3-[2-(2,5-HZF 2 2-9 8| =—4-Y)-opA Dol = |-y g} 1 -2-7} 2 A2 el (AA]d 1.5)2FE e 7-(2,5-UFEE
-9 g E-4-Y)-8-5}o| EE A -SH-T] 2] 12 [ 2, 3-b | T 2} F-6-2 (3 A9 F3HE W& A22)9] A%

3-[2-(2,4-4 22 2-v g =-3-d) ol Eoln| = ]-v] g}7-2-7} 5242 WY o xEE(AAd  1.5)2FEe] 7-
(2,4-t) 22 2-9 g =-3-9)-8-5to| =ZA|-5H-3| 2] = [ 2, 3-b ] 9] 2} X -6-2(F A9 3}gE WE A24)9] A|*

3
3-[2-(4,6-0 2 2-1 2| =-3-9)-ol A ol = |-F {1 -2-7F 222 ol o A"HE(AA A 1.5)ZFE 7-
(4,6-0 22 2-7) 8| =-3-9)-8-3}o]| =2 A -5H-9 2| L [2,3-b] T g -6-2(F A9 33E W3T A26)9] A=

T A9 SFE WE A28, A29 2D A31S Ao 1.2 2D 1.644 YERH I §AFs e o) Al zET),

AN 1.7 2.2-tWE-Z 2324 7-(2,6-UF22-9F E-3-9)-6-24-5.6-T] 50| =2-9 g £ [2,3-b] F X
8- A ZHE(3 A SItE WE Al4)] Ax

oz el F2eo]E(0.096m)E FH 2%oA tFEade(tnl) 9 7-(2,6-t|FEE-9g=-3- °‘) 8-3}o]
ZEZA-50-9] 2] 22, 3-b] 9 87 -6-2 (2 A el 1.6)(0.20g) 2 ¥]2]K(0.068ml)2] &Nl 2718t ] uks
TS F LxoA 1A17F Bl wwkel the, H 2o tFaaveez sAsott. ] Tr7] Ao 4=
A B AYER(ESH 4 °ﬂ¢i AHsta, Fanladgor AN, iiklﬁrﬂr A7) AAE A gt
A A Ayl ARetEIHI(SEA: dE obAlEHCIE/SAE 2: )6l o AAste] & A I3HE ME Al4E

A 314(0.088g) 24 583t

7-(3,5-HF 229 Y =-4-)-8-3t o] EFA|-5H-9]) 2] = [2,3-b ] T e} -6-2 (A o] 1.6) o= e] 2, 2-t]r[E-
4;4514 7-(3,5-H 2R 2 Y E-4-U)-6-%4-5,6-tFto| =2-T] 2 = [2,3-b] 9| 2Hx1-8-Y o =HZ(E A9
3}3lE HT A8).

7-(2,5-UE2 2-7 8| 5-4-%)-8-5} o] E2A|-50-F B = [2,3-b | F 2 F-6-2 (A Ao 1.6)22HE Q] 2, 2-t]vE-
Ty 7-(2,5-UER2-9 Y =-4-9)-6-54-5,6-T o] =2-T g = [2,3-b] F F-8-D A E(FE A9
3letE WS A23).

7-(2 4-t) F 2 2-3] g =-3-2)-8-3lo]| =2 A|-5-3] 2] = [2,3-b] F] 2} W -6-2 (A A & 1.6) 2R 2 2-tivWg-
LRI 7-(2,4-H E R 29 5-3-9)-6-54-5,6-T] st =®2-9] 2] = [2,3-b] 9] #hx-8- o =HZ(E A9
33 ME A17).
7-(4,6-T1 2 2 2-9 7] =-3-9)-8-3lo| EZA]-50-F ] £ [2,3-b] ] &7 -6- (A Al 1.6)22FHE ] 2 2-tdE-
TR 7-(4,6-H F 2 E-T 2 5-3-9)-6-54-5,6-T] o] ERE-T 2 = [2,3-b] I 2pHl-8-Y ol ~EHE(E A9
3 ME A27).

Al 1.8 2. 2-Yue-Y 239 24 7-(2,6-UF22-T] 2| =-3-U)-5-(2,2-U FF 0 2 -0 & )-6-24-5,6-T]3}9]
c2-vg%[2,3-b] 9 ehz-8- o AEHE(F A9 35E HE Al16)9 AX
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[0479]
[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]

[0487]

[0488]

[0489]
[0490]
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Br
[N\ x ~ZN

Pz Cl

[ K,CO,3 N N o

4 NN-tE 2 5ol =(3nl) 9] 2,2-vuE-Z 2324 7-(2,6-T F 2 2-7 2 =-3-Y)-6-24-5,6-1] 3} ©]

c2-98%[2,3-b] 9 e-8-Y ol AHEZ (A 1.7)(0.064g)2] N EAZEF(0.0682) L TZEFL 29

g H2nlo]=(0.0632) 5 AHA R HItelth. A7) WhE EFES mlolARTol A 208 FF 120TolA 7}

A3elTE. 7] B EFEES T 2R YA U, oE ofAHoE F ER JA*oWDP 37 e
=7 A= =)

=
< A7, %71 *J% 2 R AR AFsa, davtadiges AxArlal, s5AA % A9 stgE |

2,2—ﬂu1]%—fiu4%& 7-(3,5-Z 2 2-3 8| 54-Y)-6-22-5,6-tslo| E2-3] 2] £ [2,3-b] 1] 2} 21-8-Y o] ~H)|
2RE 2 2-tHE-Z 22l 7-(3,5-UF 2 2-9 g =-4-9)-5-(2,2-T| EF 22— & )-6-2 4

-5,6-H3lo| =2~ =[2,3-b]F&Z-8-Y o A~HE(® A9 SFE WE All). 7-(3,5-HEERE-IFE-4-

A)-5-(2,2-1 ZF Q. -0 &)-8-3}o] EZA]-50-3] 2] = [2,3-b ] F B -6-2(F A2 F}TE WIT A12)S FAIER

A FEAT

7-(2,5-t 2 2-9 Y E-4-%)-5-(2,2-T] EF 2.2~ & )-8-3}o] =FA|-5H-9] 2] = [ 2, 3-b] F 22l -6-2 (3 AS] 3}

FE HI A2D)S 2.2-UHg-ZTEyeal 7-(2,5-HEFRE-9 8 E-4-Y)-6-52-5,6-t]sto| = 2-3] g 2 [2, 3-

bl¥2}z1-8-9 ol ~HE(HAH 1.7)EFEH dd BPGE2A F53T.

2 2-THe-Z 2922 7-(2,4-tF22-1 g 5-3-9)-6-2 -5 6-0] o] = 2-9 2] T [2,3-b] F 2} 71-8- o] ~H
2(AAC 1L.D)RFES 2 2-td-Z 2524} 7-(2,4-H 2 R2-9 9 5-3-9)-5-(2,2- U EF 22 &) -6-5 4
-5,6-tslo|=2-1 g 2 [2,3-b] ] 2}H-8-Y A AHE(FE A9 3= H3F AlL).

2,2-tg-Z 23] At 7-(4,6-UF 2 E-3] g =-3-2)-6-22-5,6-Usto] = 2-3] 2] £ [2,3-b] ¥ &71-8-Q o] ~H]
E(AAY 1.7H)RTEES 2, 2-UrE-Z 2324 7-(4,6-UFR2-3] 2| =-3-29)-5-(2,2-H ZF 2 2-o &) -6- 4
-5,6-tjslo| = =-v 2| = [2,3-b] ¥ e}d-8-Y oAElE(F A9 FFE WIE A20). 7-(4,6-UFR2-vg=-3-
A)-5-(2,2-0ZF 2 Z-o&)-8-to] == A -50-9] 2] [ 2,3-b] T &} -6-2(F A9 FgE HE A19)S FAER
A 5T

F A9 sHetE W A30S Aol 1.4 3 1.8 yEhdl W fARSE el ola] Al xs it

2. R7F 5d%kQl Wh32) 1 9 2] ¥3E = WS

A 2.1: 2-F22-4-vEl-E|o}= oM ELLY] Az

Cl

cl
QEt 3’\<N NaOH oH S’<N
O%\/g( O)\/g(

2-EFR2-4-vE-E|o}F o N ELLE (EP2701990 7]&¥ niel £2) dE 2-FZ2-4-WE-E|o}F olAH | EE
A4 WERE(1:1) FolA 4 FASFJUEF(I) R 7R st Axsta, oS F7le] AA §lo] AL&¥ ).
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[0491]

[0492]

[0493]

[0494]

[0495]
[0496]

[0497]

[0498]
[0499]

[0500]
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A 2.2: 3-[2-(-E &2 2-4-v|d-E|o}E-5-%) oA " opr e |- T 2}R1-2-7}5 A AY wiE] ol ~E=o] A%

o
N

,,< (coci), Ej\)kO/ al

» L

)\/S(N

2-FRE-4-vE-Elo}E ofAEAN(EAM 2.1)(2.5 : =
HEzzrg(7omh)el g, B vk E9E B! “Hﬂzl kR E}E, 0C= dZ4AZT. &
2 S22e]=(2.66m)E 0Tl Arbstar, 7] wbs Edes FH &M 4A7F Sot wRkg s, &
EAZT. 7] ke ERES oHIEYEZ(S AR G, 3-obr -y 2Rl -2-7Ha At v" o &
H=(1.82g)l H7Fsk3ivt. 7] whg& vio sQt 85 C = 7kt v, FH

. A7 wke ERES oY okAEelER st ¢4 S AUER(ES), & 2 a4 9 e
AR B2, BAl 22 AlFssY. 7] 77 S5 A adiees AxArlal sSARY. A7
Ae7h A ol A AmviEIHI(EEA: Fit/E ofEHClE 1:1)E AREste] FAAA 3-[2-(2-F=

Z-4-v|e-go}Z£-5-Y)-opA doln = ]-3 g} -2-7HE A4 WE o AH2(0.982) 2 5319t} 1H—NMR(4OOMHZ,

CDCl3): 2.40(s, 3H), 4.05(s, 3H), 4.10(s, 2H), 8.45(d, 1H), 8.60(d, 1H), 10.9(s, 1H) ppm.

A 2.3: 7-(2-F22-4-vE-E|o}F-5-U)-8-3} | EEA|-SU-F] 2| = [2,3-b]| I 2} F-6-(K B FE WS
B9 A%

o] cl
Ny o K,CO. ' o ’s/\<
| . Cl 200, N N
~ R AN X
N NH 5/\< [
<N ' N SN o
o) . H
3-[2-(2-EEE24-vE-Eo}E-5-Y) -l ol = [-T] g2 -2-FH5 A4 W o A E (A Al 2.2)(1.0208)E 3
AZE g 4 N N-UHEEEou=(30ml) Tl ik % (1.089)7} A 110C=E 7Fdsgey. 7] Wk
TRES T 2EE YAA7|L, B2 AN, 7] EFES dE ofMEHER FET. AV A4
88 5 °§’L(T? 365 %) 7kl oldl pH 382 AkX §]’1’ o, DH ole oA HooIER FE3}3H.
47 7] REL BE AASD, FARMFORE ARV D FHAA E B 3EE WE BLO.61DS 5
3k,
< o

AAd 2.4: o|AKEI2A 7-(2-F 2 2-4-1E-E|o}£-5-9)-6-F -5 6-t]slo|=2-] 2| =[2,3-b] 2} %] -8-
ol ~EHZ(F Be] slstE ST B9 A

ci 0 » I o
G
= N N

N\ EN N\ N N
| SR [

I~ P

N~ N7 o N~ N7 o

H H

S2o|=(0.13m1) Z FZH(0.1mD)S HEFZ2HEH(15ml) FolA FH &%
A7) W EFES £4 QAN £4 BAFAUER(ED) L B2 95H0 ARsdn. 47 #7]
e Wi aes AR SHAA E Bl HHE NI B0.200F S5t

7-(2-2 2 -4 G-¥] 0} £-5-90)-8-5}o] =5 A|-5H{-9] 2] 12, 3-b] 5] £} -6- (2 1041 2.3)(0.30g), °l2%E
q

AN 2.5: olAKEEA 7-(2-FEZ-4-WE-E|o}ZFH-5-U)-5-HE-6-24-5 6-t]Fo| = 2-v & =[2, 3-b] ¥ =}
7-8-< o~HE(E Be 3= H3E B2 A=
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[0505]
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[0509]

[0510]
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Cl

Mel ojA/o S/\<

E\]fiﬁ o Y
N/ lTl (o)

ARE R 7-(2-2 R R4 -] o} E-5-91)-6-% A
o

o

5,6-tatel=2-3 g = [2,3-b]F T -8-¢ o 2H=(A

A 2.4)(0.10g), WE 82| =(0.18ml) ¥ BAFZE(0.0752)S oFAEYUEZH(4n]) FollA wle] A2 3} A

102 &< 100CE 7Fdsksit. A7) whg %%L%% T 2R YZAT vy, o " oMEolE B 52 3

Akt A7) s EZIATIA, Y] f7] A4S B, 74 B AUYER(ES) 2 B2 AFsta, vt
B2

ez AxA7]a 547, & B 382 M3 B2(0.078g)E 53kt

¥ Bel shehE W3 B3 B Bd= A 2,500 yrEbd s} ARk Wl o)l Alzskqltt

4
r&

A 2.6: 7-(5-HEFQ
b9 ebx1-6- (3 BO| 33}

£[2.3-

0
(L
F.C 7
N ONE =N
N
© F
o\(
F

ZF 2 E-1H-T g E-4-) oA ol = |-F & -2- 754 oE
ol =(10ml) FolA 225 (0.6622) 3 A 3A17F &< 100CE 7}
T2 YAAN7I, 22 FAA7a, 7] EFES A8 oMMEHER

| 4 2ds A AA@De] AH7rell ofa pll 1 WA 22 AR T, ol" obAlEl o] E
w2 AHsL, SAUEF M A7 s5AA E B 3ehe

d-1l-v] 2p5-4-91)-6-52-5,6-1] 3}

7%&ﬂ%$£iﬂ%ﬂﬂwﬁk&5ﬂ%$oiﬂ
23)

1=l
Az

(o] —
N‘
NS = ’
F
(6]
NN N0 \(
H . F
7-(5-fEFF L2 EA-1-HE-3-Eg £F 2 2 e -11-3] 2}&F-4- )-8-3}o| = F A -5H-T 2] ;= [ 2, 3-b | & &} -6
(AAld 2.6)(0.34g), °l&HFEE F2go]=(0.11ml), % IH2H(0.10m1)ES YEZ2We(10ml) FolA FH
2L A 2A7F F9 wRksEIYE. Y] vbE EFES A GAHID, A AU EE(ES) 2 EE o
£Hoz AT, AVl /7] 28E AUEF A dAxATIR sFAA X B gtE HE

B23(0.335¢) 2 FEait}.

¥ B9 3EHE W3S B28 9 ¥® Co IFE HE (55 AAd 2.79 YeERA B FARSE el o8 Al =5

AAld 2.8: o]aRE|EAt T-(5-HE TR EA-1-WE-3-Ee| F e R d-1l-v]2}E-4-91)-5-(2.2-U ZF L

2o ")-6-54-5,6-Hslo] ==-v| 2] = [2,3-b]| 9] e}x1-8-9 o~ =(F Bo| SetE W B24)o] Alx
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7-(-HEF LR FA-1-vE-S-Eg &
,3-b1T eF71-8-Y o ~E| 2 (A 2.7)(0.335g), 2,2-TUZF o2 d EgZHo]E(0.32g) ¥ Y1 ¢
2nDE oPAEUED2nl) FoA FH LmoA 30 Eob wtalglth. 7] W ERES B R,
ole oAHo|ER —ir%ﬂME‘r A7) e BEAI, A7 7] S B 4 AU ER(ES) 2 9

F o 2 g-1H-9 gE-4-Y9)-6-5 45, 6-t] slo] = 2-3] g

F2 AFsta, B¢ P EF AdA] AxA73 5E2AA T BY 3eE HE B24(0.280g)E £S89t
¥ Bol S3HE W5 B29 ¥ X (9 SFE WE 62 AAld 2.8 YERE W AR Wel o8] Al x5

S z-ogl)-8-5}

A 2.9: 7-(5-UZFQ 2| EA-1-HE-3-EZFQ 2 el-1]-7] e} F-4-9)-5-(2.2-T| ZF
ol =2 X]-5H-9] 2] &£ [2,3-b] 9] & 71-6-2(F B 38HE W3S B25)9 A%

NaOH
F F
mEbE(nl) 2 E(InD) F olAREEA 7-(5-UEFLEMEA-1-mY-3-E 5 0 2o d-11-3 2 E-4-
A)-5-(2,2-TEF 22N E)-6-%2-5,6-t] st =2-9 2| £[2,3-b]F 2}x1-8-U o ~E| 2 (A A4 2.8)(0.138g),
FABFEF(0.0229)¢] &N F¥ REAA 347 Bk wukaink. Y] W EPEE B Fol Ra, F
A odak@ne) #Azkel 9s FIAAT. Y] EFES OE oHHCER FEIAT. A /7] S =,
T BAFAUEF(ESH 2 AFE AFEa, B SAUEF oA dxA7)al sH5AA # B SgE

M3 B25(0.095¢) S 5319,

2AAd 3.1 HEEA 7-(3,5-TFE22-9 7 E-2-U)-6-24-5 6-T]5tc] E2-3] g £ [2,3-b]F 2-8-d o=

c
) O
N P MeSO,Ci
TR N
| (i-Pr),NE |
NN o

v &2 2w €H(15ml) %-9]
O0g) % N-og-t]o]Ax

7-(3, 5—E1—§Lii—r f=-2-9)-3] 2] = [2,3-b] ] Z7-6,8-1] S (A A] o
d F2ebe]=(0.074g)E H7betlTh.
EHFES AT e F SEo A 16A17F FF Ao, ] w

A e §] *6}913}. B7) eSS XA, 7] 7] TE EFAAT. 3] AL
PLCOl 2l AAlstel & A9l 3lgE W& A4S 924 14(0.055¢) 24 53+ ).
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N

oz O
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l"E FUE
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rE[
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>

R X

= o
ke
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[0525]
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A 4.1: 3-BEEHE-2 -tFZ2Z-9d Ax

A~ -CH, NBS - = Br

X I Cl \N‘ Ci
Cl N Cl Hzd HGAtol=
2,6-0F22-3-1d-9 8 d(3.6g), N-BEZRAMo|u|=("NBS")(3.98g), W% HIAlo|=(Zu|zk) % A3}
B (25m1)E 71 ERAIZIAL, 5009ES] ®Haul 22 AZE ARt A7) vhgS JIAIEGIY. #FE 8
AIZE FQF AEET. A7 whe EFES st AV 1S AL, AV AAES sFAA, -5
zrdd-2 6-U222-vd, 33-tHRRME-26-HIR2-gdd, 2 2,6-USR2-3-vE-vd
(58:26:16)°] EFES F53IUTE. A7 EFES GA flo] T dAoA AHE-SHGIT.
AA 4.2: 2.6-HEFEZ-TE-3-)-olAEYEZH] Ax

= | Br ' KCN = | CN
N e - T
ZH Alofol=(1.0g)E 40CE 7tgEoar & Fo ZajA vt ok (20ml)el AEAZ, 3-HERuE-
2,-6-tF22-9gd, 3,3-tEErMd-2 6-tF2=-ggd 4 2 6-HEFEE-3-HE-Hd(HA 4
4.1)(3.2g)9] EFES 40TlA 30l AAA H7Fstitt. A7) ¥ 3= 3/ ¢ 719 #EFRAIZT
A7) g EFES A0CTE AN, & bE G ZF Aohol=E HIbsIT. A W ERES
F7IE 3AZE e 7 FFAZ ve, T 2RdA 16417 B AFSIY. Y] v EEES oHAA
A7) AFEE Igetal, A7 1S old ofH Ol ER AT, Y] #Fe ARES sEAHAYG. A

1

Frmtadiger ARA e, FARY. A7) AAE Al A Aol Y AEvtEadd(E&EA:
g opAlEle] E/EAE 3:100 WA 1:D)ell ofal] BAste] o Eed (2,6-HERR-Y 2 E-3-Y) o EYEH
(1.59)& #5341, o2 A7 nsart. A7 242 F7ke A glo] AHgatarh.  H-NR(400Miz,
CDCls): 3.83(s, 2H), 7.37(d, 1H), 7.85(d, 1H) ppm.

A 4.3: (2.6-tF2z2-vg=-3-A)-ol§ELLe] Az

Z CN % H,S0, (o]

| 7]
o SN e o SN el OH

(2,6-T)F 2 2-9 g =-3-)-oHMEUEH(AA 4 4.2)(1.59)S &3

A7) 9kS EFES 3A7F BoF FE SFA1 o, FH 2EE2 YZ4Ag|

k. A7 ws EES gEEaducs FAsta, A AES B8 S
71 (2,6-UF22-0 8 =-3-U)-olHEAS TN 1A (1.174g) 2 FE3F .

"H-NMR(400MHz, CDCls): 3.78(s, 2H), 7.40(d, 1H), 7.80(d, 1H) ppm.

e
[e]
ft
Y
BN
>
N
k]
off
S
>

o
&
oo
1>,
o
2,
I
o
it
&
olo
il
1o,
2,

C! o]
(o]

l

N OH

WEHS-(Inl) ¢ (WO 07/1018599) 7] ¥ Hle}l o] AZE) 2-(3,5-UEF22-YT=-2-U)-L =22 tjod o
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ZHZ(118.50)9 §90] £4 FATIEGFGmIS] ol g8 472 AARAT. ) Wg EFES 1A
2 EQH TR AGagt. A7) Weee FUATID, A7) £4 P piE Yol Bl ola) pif 42 =
4% thg, oY opMEelER FEAUt. Y] FF K] HES AHIUFOR ARAT FEAA

(3,5-HEF22-TE=-2-d)-olH EALS 3| 1A (50g) A F53FSH. H—NMR(4OOMHz, CDCl3): 4.04(s,

2H), 7.81(d, 1H), 8.45(d, 1H) ppm.

Al 6.1: 3-(3-Sa-HE|- ot i) -] epR-2-7p A4k v o AH =29 Alx

0
N,
O 2% — O
, MO N"SNH o
0

3-o}m| 3| g7l -2-7} 2 A AE el o A | E(12g) 2 2,2,6-EWE-[1,3]t]2A1-4-2(15.6m)S 6A]7F H<F 7}

FA AT, A7) WbE ESES FEAAT. A7) FARE AEgE A Aol Ad ametEad o ($EA):
olel olAHo|E/EAL 4:10] o]ojA], od ofME|o]E ) 23 AGA|ste] 3-(3-&A-FEHolr|x)-3] gpx-2-7}
EAA dE o AHEE Ho|AM 1A (159)EA] FEST). H-NMR(400MHz, CDCls): 2.33(s. 3H). 3.91(s.
2H), 4.05(s, 3H), 8.40(d, 1H), 8.51(d, 1H), 10.06(s, 1H) ppm.

AN 6.2: 1-(6.8-t3to| == A - & E[2,3-b]H A -7-A) - ek2-9] A =*

o
ol
NN H O
| P NaOMe Ny
N NH O ’ I :
- ey
M NN oH

(o}

HekE(80ml) F9 3-(3-SA-HFE ol w)-TgH-2-7H5 A e dqxHE(HAA 6.1)(16g)E HHES
(80ml) T UEF dEAc|=9 dgde Hrlstsit. 7] dgdS 2413 5 7HE #dRA17 b, FH
2L A 16A17F et AAslY. Y] EFES oista 7] AHREE F GHEFT 365F%) H7T
oz pH 12 AN b&, tAl o518l 2 AFg &, dod deHz=2=2 At 1-
(6,8-t3lol =FA-T] 2] 2 [2,3-b] T g} {-7-L) - &-2(10.1g9) S 53 H-NMR(400MHz,  ds~DMSO):
2.70(s, 3H), 8.60(d, 1H), 8.71(d, 1H), 12.2(s, 1H), 16.25(s, 1H) ppm.

AN 6.3: 830l EEA-7-((2)-4.4 4-EYZFQ 7-1-3}0| =2 A]-3-2 A-H E-1-o| d)-50-9] 2] = [2,3-b] ¥ &}
21-6-29 Az
oH OH O
N\ X F3C OEt N\ AN X CF3
o
N N [o]
H

e EZFORAHIE(14n]l) T 1-(6,8-H st =E A~ 2] = [2,3-b] ¥ 2} -7- ) -0l g2 (A A] o]
6.2)(1.0g)°] N YEF(0.56g)= 2 O 2 o] 7t WE} g7 kg & 5 g
gk, v g EFES 7 g
7] AAE Aol od] Eelsta, &, gL, oE olAEolE H tiod JH=ER Aﬂ f‘ﬂ DPU, AZNA
A 1A (0.760g)E FEIUTE. V] AAE dY EfEZFLRoMEHO|E(14nl) 2 YEF(0.56g) FolA F
7tz 29 B9t 719 SFAA L fFALEHA FAYE] Bu Ze 3 14(0.5158) 8 5L, olF Jdd Ef
ZF 0 2o HOIE(Tml) B YEF(0.290g) FoAlA thA] 7FE FFAIZI FARHAl A28k 8-sle] =EA|-
7-(2)-4,4, 4-EYZF 9 Z-1-3}o| =ZA]-3-% A-but-1-eny | )-5H-3] &) = [2,3-b]FH &} -6-2& &34 14
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[0547]

[0548]
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[0550]
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[0552]

[0553]

[0554]

[0555]

[0556]

[0557]
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(0.190g) 24 =53t 1H—NMR(4OOMHZ, dg~DMSO): 7.30(s, 1H), 8.45(d, 1H), 8.51(d, 1H), 11.36(s, 1H),
11.97(s, 1H) ppm.

A 6.4: 4,4 4-ETZFQ2-1-(8-3}0| = FA]-6-24-5,6-tslo]=2-3] 2] = [2 3-b] ¥ &3 -7-d)-F-&}-
1,3_]:]'% 3_%/1\:1’] z‘ﬂ.l_

OH OHO

N etE(2ml) T2 4,4,4-EPEFL2-1-(8-3}0| =FA|-6-54-5,6-Uslo| = 2-3| 2| = [2,3-b] T 23 -7-Y ) - F-&
-1,3-t2 (A4 6.3)(0.170g) 9] ErRo] &lo]==2o}ul éolzi%ia} 1=(0.050g) 5 H7lstsddr. A7
g E3ES AATE T 71E SRAIZ te, T 2XoA 16413 AstAet. 47 BAE o7

o] EAZ|a oEE, oE olAHoE 2 UdE oH=E= Aﬂ%‘f\]ﬂﬂ AZAA 4,4, 4-EEFLE-1-
(8-3HO) EZFAI-6-522-5, 6-T] 8fo] == -] 2] ;[ 2, 3-b] 9] 2p1-7- ) - -1, 3-T] & 3-5A41S 22 314(0.078¢) &
A 4S89tk H-NR(400MHz, de-DMSO): 3.61(d, 1H), 3.86(d, 1H), 8.57(d, 1H), 8.67(d, 1H), 12.35(s,

AN 6.5 8-dto| EHA-7-(3-Ee] ZF e Rulld-o] HAME-5-9)) b=y el e [2,3-b]| A e} X1 -6-2 (£ _Be] Shetw

=4
WS Bl0)e] Alx
oH o—N
N \\ CF.
E\ A
I/
NN o
H

0
OH O N| H
PSR
P
N N o]
H

ETZFORZAEA(FA")(0.5m1) F9 4,4, 4-EZFQ2-1-(8-3}0] EFA-6-%2-5,6-1] 80| = 2-v] 2] I
[2,3-b]F] 2 R-7-2)-H5h-1,3-1] 2 3-SA(HA¢ 6.4)(0.068¢)2] AEAS 7A2 B+ 719 Fech. A
7] BAE oo ofs FEletal, e o2& AFg o, ARAFT. A7) LA E EEFORONE
AHC"TFA") (2.0m1) ol A 29 F<F oAl 7k SRAI7I3 fAkskAl A Elste] & Bo 35tE Bl B

¥ B9 3IFE tﬂi B13, Bl4 ¥ 13159} CY 38tE WHE (1S AAd 6.3, AAd 6.4 D AA e 6.5 L}E}

AN 6.6: | ARE|EAL 6-8lo]| EEA-T-(3-EZZTFQ Zrg-0]EALE-5-9U)-T g £ [2,3-b]H FH-8-Y o~

l X x ) N\ o > CF,
)@ —
N OH e N" N o

fgEzzde(2nl) 9 &ﬂﬂﬁENJ%&EﬂEEEE1%°PN€5°U5H4ﬂE
of I

Ao 6.5)(0.037g) 2 92D (0.1m1) 9] &Ko 3
S FW 2noA 6413 B nutetal, FH 2ol 16/\1 R s XW Pﬂv} e HJ% 23ES dE
olAEHIO|ER 8lM5taL, 47 7] 4S B, A4 SAFAUEE(EE) ¥ AR dE5Hoz MHEg. A
7] 71 A4S vtadig s AxA7 A FF5AA E BY 5}6“3 H3E B7S wEA a1A(0.038g) =4 535t

3 Be] 3h9HE WS B16, B17, B18 % B19s} SHgHE W& 2 2 (4F AA6.6014 ER W FARgE B
of oa A= 4 it
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Ao 6.7: o] AN E 24 5-mH-6-5A-7-(3-E | ZFQ Zul|8l-o] £AE-5-91)-5 6-T]sto] = wm-I] 2] = [2,3-
blo]etzl-8-< o~ =(5k Bo| 33HE WS BRI Ax

\ Mel o0~ o o-N
NNV ; N ) CF,
’ KZCOS N =
_ o | P
H N N O
o

EAZE(0.023g) 2 " 20010l =(0.0Im)E oA EYUEA(L.5ml) 59 o] ARE 24t 6-3lo]| =FA]-7-(3-E
YZEF o R g-o]EAE-5-9)-9 & = [2,3-b] ] #}2-8-Y o ~HE(AA 4 6.6)(0.030g) el ﬂﬂagu} 271
S S8 vlolaRuE 107 B¢k 100C= 7Hgsigltl. 7] Hbs EFES o olMEHE ¥ B2 3
ATt A7) AES BYARG. AV f7] AS B 2 G5E AFEa, vtadige R AFRATH
AT A7) S A gl AdA AY ARntE a3 (LEA): A8 oA Ho|E/AA 1:2 WA 1:1)]
o8 AHA|ste] & 4 3}etE W3 B8(0.025g)S FA eAUARA F5stH, o]E AXA|Z|H 3Tt
¥ B9 3}FE W3 B20, B21 @ B229} % Co 3FFE WHIE C3& AAd 6.70] e 3 FA18 o] ¢
3 Al z=3}elet.

Ao 7.1: 83| =EA-6-24-5 6-t]3to|=2-v] 2| E[2,3-b] ¥ gH-7-F A4 wE o ~H =9 AF

N : : OH O
P ‘
— ~ e —
N~ NH, Y 4 o MeOH [N/ o
H

UEF WEAO|=(6.5ml) (HEHE F9] 3058%)E AL HEerL(75ml) o] {34
E@B.mDE FH 2%0A 208 HAA Hrista, 7] vHEES 1A B¢ T 2
g 3-oju| e H g Rl-2-7HE A Yo E(5.0g) & TH 20| o3 1=

7] g EFES AT B HE EFRAZ O, WAART. ] SuE FEAHY. AT

[€)
o &sir7]aL, FF AM(FT bTHF LR ARG, V] FdEs ZHATIA, =, dgs 2 o

x
S
(e
Mo
K-
i)
2
x
M
M *
ot
(o
fru

oA HOIER A star, 1 Fs AXA|A 8-8Fo| EEFA|-6-%4-5,6-T]3F0] =2 -9 B = [2,3-b] 7] &} -7-7}
A el o AHEZE W)X A 1A (4.16g) A F53 T - -NMR(d¢-DMSO): 3.80(s, 3H), 8.59(s, 1H),

8.70(s, 1H) ppm.

AN 7.2: 8-0] AR E|HGA|-6-54-5 6-t]slo] = -] 2= [2,3-b| 9 -7-7}H5 44} wE o AE=e] Az

CI OIO (o]
AN X ’
C I‘I[L —
A NN o
H

1,2-t) 22 EH(9ml) F9 8-5}o|EEA|-6-224-5 6-T]}0|=2-9 8 £[2,3-b] I &H-7-F} 224 g o] A

HE(AAd 7.9 dgde Ewd EAUANE JA7E U, olAFEE  ZFRge|=(0.048m)E
A7bstA k. g7 Wb EES 5A7F B9k bE #RFSta, £ REE WAATY, q7sd. 3] o
ES HEAA 8-ol4 ,6-t] 3o =2~ Aa [2,3-b]T &R -7-FH52 4k HE oxHE2E &2
A 3A4(0.166g) 2 A

o e olo

.

Al 7.3: 8-ol N E| A -5-mH-6-5 45, 6-T slo] =2 -9 ] k= [2,3-b| 9] ep R -7-7HE AT WY o A =]

B

=
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[0570]
[0571]

[0572]

[0573]
[0574]

[0575]

[0576]

[0577]

[0578]

ZIHS3d 10-2010-0105882

N Mel ? 2
p ¥ o K,CO, P

SMEUEZH(12ml) 9] 8-o|AFEHSA-6-%4-5,6-tsto| =2-9 Y E[2,3-b] T -7-7H5 A4 HwE o~
Bl 2(0.422g) (Aol 7.2)9] dEdo]  waFE(0.401g)S UM U, #HWdE 29
A7betdek. 7] ubg EFES welARTE 108 EF 100CE /M43 gy, T LER
7] Whg E3ES dd oMAHCE B 22 AT, A7 FES EEAET. A7 &

2 AFsta, Smladiges AxAZIY, sHAZT. 7] dxbE Adest A el dY AzvlE 1Y)
(&ZA: old opAlElo|E/SA4E 1:2 A 1:1D)e o3l AAlste] 8-o] AKEH KA -5-HE-6-%4-5,6-T]3lo] =
Z-3 2 2[2,3-b] H R -7-7H A HE o AP 2E XA 99(0.418g) ZA FEE%TH. H-NR(400MHz,
CDCls): 1.36(d, 6H), 2.95(sept, 1H), 3.79(s, 3H), 3.94(s, 3H), 8.49(d, 1H), 8.59(d, 1H) ppm.

A 7.4: 8-3lo]EEA-5-H|E-7-(3-H|E&l-1,2 4-A ] o} F-5-4)-5H-T] 2] = [ 2, 3-b | H &} -6-2 (3 _529] 3}

o} (o] [o] OH O~
| N
Seedialliiccan
N ’l" o N hll (o)
EFAUND) T2 §-0) LA E S50 H-6-%2-5,6-H] Sto] = 231 2] 1 [2,3-D] 3] HhR1-7-7HEA A v of 2=
B 2 (A A]e] 7.3)(0.10g)°] &l N- 3P°1C%Al—OP*ﬂEOPHIH(O.OZBg)% Arbskadty. A7) whe EdES 16
AR ek b FEAAT 3] W ETES FE LR WA, 7] 3AE ofdtel ods wstn
AZAA E 59 3FE WE B5(0.050g)E 53
I -7-(3-wE-1,2, 4= AL o} -5 ) =68 A5 6-T] o] = -3 2] 1 [2,3-h | 7] e}

o=
(3 Be| sI¥tE W3S B6)O| Ax

oH o \HL -
\ - 0”0 0N
[N\ b \N>\ AN \N>\
= S I
N o LRk 7 o

ez e(Inl) ¢ 8-dto|=5A-5-me-7-(3-HE-1,2,4-SAH o}&-5-9)-5H-9] 2] ;= [ 2, 3-b | 9] 241 -6-
(A Aol 7.4)(0.044g) 2 I E(0.018ml) o] &Aool o]AFE]H E=2o]|=(0.022m1)E A7 stk 4

FES P %o 47 FoF wke oS F 250 16417 Bt Ay, A o
A= o)
==

[e)
R A =} R
dezzddes 48, A7 EHES S BAFAUER(ES), F4 AsRR(Es)

lofr 1> w2 to oo rlo

By @2

Grw Asdon AU, A 7] BAE P Gor AxAAT ¥HAAG. ] A4S
27} A AollA Ayl AZulEI I (EEA: dE olMH I E/EL 11Dl 9] At % 69 3FE W
B6S w1 114(0.020g) =4 F535+9ch

3 A
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3 4 5
[0579] R, R 2 R7} ab7] Eol 7148 vhel & g9 2ba R7F 6908k 384 A9] 3ate
RS
,
N\ X R
&
NN o :
I 3
[0580] R
sz |R R’ R’ "H-NMR (400 MHz, AA¥
W3 2g AdszE CDCL
ppn @919l SE H=E)
Al H 3,5-0222 - HO- DMSO-d6: 8.03 (d, 1H), 8.23
Ng=-2-9- (d, 1H), 8.28 (d, 1H), 8.51 (¢,
1H), 10.35 (s, 1H).
A2 Me 35-02==- |EO(CO)O- | 1.34(t, 3H), 3.88 (s, 3H),
¥g)=-2-9- 4.31 (q, 2H), 7.88 (d; 1H),
8.55 (d, 1H), 8.59 (d, 1H),
8.65 (d, 1H).
A3 H 35 g===- |BO(CO)0- | 1.34(t, 3H), 432 (g, 2H),
Wg=2-9- : 7.88 (d, 1H), 8.59 (m, 3H),
9.84 (s, 1H).
A4 H 3,5-08=2=2- Me(S0,)0- 3.50 (s, 3H), 7.90 (d, 1H),
PEEREN 8.64 (m, 3H).
A5 H 3,5-02=2=2- i-Pr-(CO)O- DMSO-d6: 1.10 (d, 6H), 2.84
: VeE2-9- (m, 1H), 7.40 (¢, 2H), 8.60 (d,
1H), 8.74 (d, 1H), 13.0 (s,
1H).
A6 Bt 35.02z=z- |iP{(CO)0- | 1.16(d, 6H), 1.35 (¢, 3H),
Ye=2-4- : 4.55 (q, 2H), 7.86 (d, 1H),
8.48 (d, 1H), 8.58 (d, 1H),
8.61 (d, 1H).
A7 Me 35-022=. | iPr(CO)0- | 1.10(s, 3H), 1.14 (s, 3H),
¥e=-2-9- 2.64 (m, 1H), 3.88 (s, 3H),
7.78 (d, 15D, 8.50 (d, 1H),
8.61 (d, 111), 8.63 (d, 1H).
A8 H 35-02=z=. |tBu-(CO)O- | L.18 (s, 9H),8.57(d, 1H),
v g=-4-4- : 8.61 (d, 1H), 8.62 (s, 2H),
- 1031 (s, 1H).
A9 Me 3,5-Ug==- t-Bu~(CO)O- 1.17 (s, 9H), 3.88 (s, 3H),
ve=-4-9- 8.53 (d, 1H), 8.61 (s, 2H),
: 8.64 (d, 1H).
Al0 | Bt 35 gzz=- |tBu(CO)O- | 1.17(s, 9H), 1.37 (t, 3H),
g =-4-2- 4.59 (q, 2H), 8.52 (d, 1H),
8.60 (s, 2H); 8.63 (d, 1H).
All | HHC |35 022z- |tBu(CO)0- | 1.18(s, 9H), 4.98 (dt, 2H),
HC- | 9d=4-9- 6.24 (it, 1H), 8.58 (d, 1H),
8.62 (s, 2H), 8.64 (d, 1H).
Al2 | RBHC. |3,5-t2=z=z- |HO- 4.93 (dt, 2H), 6.24 (it, 1H),
HC- |9a=-4-9- 8.54 (d, 1H), 8.62 (s, 2H),
8.76 (d, 1H).
A13 H 2,6-022=- HO- CD,OD: 7.51 (d, 1H), 7.83
¥7=-3-4- (d, 1H), 8.57 (d, 1H), 8.65 (d,
1H).
Al4 H 2,6-tE2=- t-Bu-(CO)O- 1.22 (s, 9H), 7.37(d, 1H),
g =-3-4- 7.63 (d, 1H), 8.55 (d, 1H),
[0581] 8.58 (d, 1E), 10.05 (s, 1H).
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[0582]

[0583]
[0584]

s¢E | R R" R - TH-NMR (400 MHz, A 29
hix z& AslstnE CDCL ;
.| on @99 BEAH A=E)
Al5 [ Me 2,6-09222- | t-Bu(CO)O- | 1.21 (s, 9H), 3.86 (s, 3H),
el =-3-9- 7.36 (d, 1H), 7.60 (d, 1H),
8.51 (d, 1H), 8.62 (d, 1H).
Al6 FHC- |26-v2z2- [tBu(CO)O- |1.22(s,9H), 4.95 (dt, 2H),
HC- | 9g=-3-2- 6.24 (it, 1H), 7.37 (d, 1H),
7.62 (d, 1H), 8.57 (d, 1H),
' 8.61 (d, 1H).
Al17 H 24-0gz2- | tBu(CO)O- | 1.18(s,9H), 742 (d, 1H),
vg=-3-9- 8.37 (d, 1H), 8.56 (d, 1H),
8.58 (d, 1H), 9.74 (s, 1H).
Al FHC- [24-tgz=z- [tBu(CO)O- | 1.18(s, 9H), 4.98 (dt, 2H),
HC-  |[99=-3-9- 6.25 (it, 1H), 7.42 (d, 1H),
’ 8.37(d, 1H), 8.57 (d, 1H),
. 8.62 (d, 1H).
Al19 . |FRHC- |46-u2==z. |HO- 1 4.91 (dt, 2H), 6.22 (it, 1H),
H,C-  |9g=-3-9- 7.54 (s, 1H), 8.39 (s, 1H),
‘ ' 8.52 (d, 1H), 8.72 (d, 1H).
A20 FHC- [46-g2z=- |tBu(CO)O- | 1.22 (s, 9H), 4.96 (dt, 2H),
H,C-  |wg=-3-9- 6.24 (it, 1H), 7.54 (s, 1H),
8.29 (s, 1H), 8.57 (d, 1H),
8.62 (d, 1H).
A2l FHC- [25-gzz=z- |HO- 4.91 (m, 2H), 6.23 (tt, 1H),
HC-  |dg=4-9- 7.40 (s, 1H), 8.51 (s, 1H),
8.53 (d, 1H), 8.74 (d, 1H).
A22 H 250=zz=z- | HO- 7.40 (s, 1H), 8.50 (s, 1H),
W7 =4-9- 8.52 (d, 1H), 8.69 (d, 13D).
A23 H 25-0822- |tBu(CO)O- | 1.22(s, 9H),7.29 (s, 1H), -
ye = 4.9 8.51 (s, 1H), 8.56 (m, 2H).
A24 H 24 te=zz- |HO- CD;0D: 7.61 (d, 1H), 8.36
He=-3.9. (d, 1H), 8.59 (d, 1H), 8.67 (4,
1H).
A25 H 3,5-g2z=- |HO- 8.02 (m, 4H).
¥E=4-9Y-
A26 H 46-d2z=z. |HO- 7.53 (s, 1H), 8.39 (s, 1H),
e =-3-9- 8.52 (d, 1H), 8.67 (d, 1H).
A27 H 46-0922=2. |[t+Bu(CO)O- |[7.53(s, 1H), 8.39 (s, IH),
Me=-3-9- 8.52 (d, 1H), 8.67 (d, 1H).
A28 H [REEN HO- 8.08 (d, 1H), 8.51 (s, 1H),
2%29.1-31315 8.56 (d, 1H), 8.65 (d, 1H).
A29 H 3-2z=z 5. HO- 7.73 (4, 1H), 7.94 (d, 1H),
Ef3fozvy 8.53 (d, 1H), 8.68 (d, 1H).
FFg=-2-g-
sgz |R R? R’ "H-NMR (400 MHz, A% 9
iz g AAsaE CDCL ;
: pon B9 FHEHH AT E)
A30 FHC- |2-2==-6- i-Pr(CO)O- | 1.12 (d, 3H), 1.19 (d, 3H),
H,C- |EsZse=vd 2.80 (m, 1H), 4.97 (m, 2H),
-7 =3-9- 6.26 (m, 1H), 7.62 (d, 1H),
7.85 (d, 1H), 8.54 (d, 1H),
- 8.68 (d, 1H).
A3l H 6- Wd -2- | HO- (ds-DMSO) 2.44 (s, 3H), 6.66
EgEFozdy (s, 1H), 8.58 (m, 2H), 12.14
- Jeud -4- (bs, 1H).
.
B
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[0585]

[0586]

R, R' 2 RV} 8] mel 714

RS
4
[”\f\f
/
N N (o]

3k n

pud

B)

Fob 22 & zal R7F 598

b

R3
sge |R R* R’ "H-NMR (400 MHz, A% €
ik & AgszE CDCL ;
oon ©919) A AEE)

Bl H 2-ZZ2-4- |HO- (ds-DMS0): 2.25 (s, 3H),

Hg - 8.25 (d, 1H), 8.65 (d, 1H).
ElohE-5-4-

B2 Me 2-2z2-4- |iPr(CO)O- | 1.25 (m, 6H), 2.35 (s, 3H),
He - 2.90 (m, 1H), 3.85 (s, 3H),
Elo}E-5-4- 8.50 (d, 1H), 8.60 (d, 1H).

B3 Me 2-gzz-4- | tBu(CO)O- | 1.30 (9H, s), 2.30 (3H, s),

: Hg - 3.85 (3H, s), 8.50 (1H, d),
EohE-5-4- 8.60 (1H, d).

B4 Et 2-222-4- | tBu(CO)O- | 1.35(s, 9H), 1.40 (t, 3H),
A - 2.35 (s, 3H), 4.60 (g, 2H),
gohE-5-4- 8.50 (d, 1H), 8.60 (d, 1H).

BS Me 3- Wg - HO- 2.56 (s, 3H), 3.84 (s, 3H),
1,24- 8.65 (d, 1H), 8.71(d, 1H).
SAPT o -

5-9l.

B6 Me 3. da - i-Pr-(CO)O- | 1.37 (d, 6H), 2.51 (s, 3H),
1,2,4- 2.98 (sept, 1H), 3.86 (s, 3H), |
LA o - 8.55 (d, 1H), 8.66 (d, 1H).
5-9l-
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[0587]

sne R R R TH-NMR (400 MHz, AA%
L 2& A8 2= CDCl ;
pon @5)9] SE HzE)
B7 H 3-251Z%22-[ i Pr(COYO- | 1.40 (4, 3H), 1.42 (d, 3H),
e - 3.03 (sept, 1H), 7.52 (s, 1H),
o] &AL E -5- 8.62 (m, 2H), 10.47 (s, 1H).
9. .
B8 Me 3-=aE70=2-]iPr-(CO)O- | 1.40 (d, 6H), 3.02 (sept, 1H),
Hg . 3.88 (s, 3H), 7.46 (s, 1H),
) EAIE-5- 8.57 (d, 1H), 8.65 (d, 1H).
Q.
B9 H 2-2224- |i-Pr(CO)O- | 1.25 (m, 6H), 2.35 (s, 3H),
g - 2.70 (m, 1H), 8.55 (d, 2H),
HolE 5.9 10.2 (s, 1H).
BI10 H 3EdETe=-| HO- 7.64 (s, 1H), 8.60 (d, 1H),
g - 8.71 (d, 1H).
o) % A1E -5-
o
Bl1 H 2-g2z=-4- | HO- 8.52(d, 1H), 8.66 (d, 1H).
EgERoa.
g -
EolE 5-9.
BI2 H 2,5-092=2z- | HO- 7.02 (s, 1H), 8.49 (d, 1H),
geod -3- 8.60 (d, 1H).
.
BI3 H 3. Hg - HO- (ds-DMSO0) 2.29 (s, 3H), 6.81
ol & A}E-5- (s, 1H), 8.58 (d, 1H), 8.69 (4,
: o 1H), 12.38 (bs, 1H).
Bl4 H 3- W9 -1H- | HO- (ds-DMSO) 2.20 (s, 3H), 6.80
sz -5-9- (s, 1H), 8.36 (m, 2H)
BI5 H ol ZA=-5- | HO- (de-DMSO) 6.95 (4, 1H),
a- 8.59 (d, 1H), 8.61 (d, 1H),
‘ 8.70 (d, 1H), 12.40 (s, 1H).
BI6 H 3- Ad - i-Pr-(CO)O- | 1.47 (d, 6H), 2.39 (s, 3H),
RN 3.1 (m, 1H), 7.26 (s, 1H),
a. 8.59 (d, 2H), 10.35 (bs, 1H).
B17 H 3. W - t+-Bu-(CO)O- | 1.53 (s, 9H), 2.40 (s, 3H),
o] &ALE 5. | 7.24 (s, 1H), 8.53 (4, 1H),
Q. 8.58 (d, 1H), 9.40 (bs, 1H).
BI8 H 3- W9 -1H- | i-Pr(CO)O- | 1.37 (d, 6H), 2.70 (d, 3H),
ez -5-9- 3.77 (m, 1H), 7.42 (d, 1H),
8.55 (d, 1H), 8.62 (d, 1K),
8.98 (bs, 1H), 13.58 (s, 1H).
BI9 H 3= W9 -1H- | t-Bu-(CO)O- | 1.55 (s, 9H), 2.66 (d, 3H),
gz -5-9- 7.40 (d, 1H), 8.54 (d, 1H),

8.61: (d, 1H), 9.06 (bs, 1H),
13.55 (s, 1H).
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[0588]

[0589]
[0590]

agz |R R? R’ TH-NMR (400 MHz, <34
4z ¢ Agsas CDCL ;
ppn G919 S H=E
B20 | Bt 3-Wg - t-Bu-(CO)O- | 1.35 (1, 3H), 1.50 (s, 9H),
ol &AE 5. 2.37 (s, 3H), 4.59 (g, 2H),
a- 7.22 (s, 1H), 8.52 (d, 1H),
8.57 (d, 1H).
B21 Et 3- W4 - i-Pr-(CO)O- | 1.35 (t, 3H), 1.45 (d, 6H),
ol &AL -5- 2.37 (s, 3H), 3.08 (m, 1H),
Q. 4.58 (g, 2H), 7.21 (s, 1H),
8.52 (d, 1HD), 8.58 (d, 1H).
B22 Et 1-¢l9 5- EtO- 1.33 (t, 3H), 1.35 (t, 3H), 1.46
g -1H- . (¢, 3H), 2.36 (s, 3H), 4.18 (q,
W& -3-9 2H), 4.25 (q, 2H), 4.53 (g,
2H), 6.43 (s, 1H), 8.52 (s,
2H).
B23 H 5-0EFe=- |iPr(CO)0- |1.20(d,3H), 1.26 (d,3H),
WEA -1 2.84 (m, 1H), 3.89 (s, 3H),
g 3- 6.61 (t, 1H), 8.55 (d, 2H),
EfEToE- 10.17 (bs, 1H).
Ha -1H-
, 4% 4-9-
B24 FHC- |5-9=Z=e=- |i-Pr(CO)O- | 1.20(d, 3H), 1.27 (d, 3H),
H,C- HEA -1 - | 2.85 (sept, 1H), 3.89 (s, 3H),
g -3- 4.95 (dt, 2H), 6.20 (tt, 1H),
EYETeE- 6.55 (t, 1H), 8.55 (d, 1H),
e -1H- 8.60 (d, 1H). :
sgE -4-9-
B25 FHC- |5gZ=ez- |HO- 3.90 (s, 3H), 4.90 (dt, 2H),
H,C- HEA -1- 6.18 (tt, 1H), 6.70 (t, 1H)
Hg -3- | 8.26 (bs, 1H), 8.51 (d, 1H),
ElEFo=- 8.70 (d, 1H).
g -1H-
% -4-2-
B26 H 5-OEFez- |HO- 3.88 (s, 3H), 6.81 (1, 1H),
HEA -1- 8.55 (d, 1H), 8.63 (d, 1H).
g -3-
EfEToE-
Hd -1H-
& 4-9-
B27 H 2. "9 -5- |HO- 431 (s, 3H), 8.56 (d, 1H),
EdEFos- ‘ 8.65 (d, 1H).
g -2H- :
1,2,3-E80}%-
4-9- '
sue | R R* R’ "H-NMR (400 MHz, A8
as & AslszE CDCL ;
ppn BH9 BHEY HBE)
B28 H 2- "g -5- [i-Pr-(CO)O- | 1.24 (d, 6H), 2.83 (sept, 1H),
EgEFo=- 4.31 (s, 3H), 8.54 (4, 1H),
Hg 2H- 8.57 (d, 1H), 9.79 (bs, 1H).
1,2,3-E7 0} =-
4-9- :
B29 FHC- [2- Wg -5- |i-Pr(CO)O- [1.25(d, 6H), 2.84 (sept, 1H),
H,C- |EgEse=- 4.31 (s, 3H), 4.95 (dt, 2H),
g -2H- 6.22 (it, 1H), 8.55 (d, 1H),
1,2,3-E801%- 8.61 (d, 1H).
4.9,
B30 FHC- |2- Ma -5- | HO- 4.34 (s, 3H), 4.91 (dt, 2H),
H,C- |E#uzse=- 6.22 (it, 1H), 8.38 (bs, 1H),
g -2H- 8.51(d, 1H), 8.71 (d, 1H).
1,2,3-E801%-
4-9.
3E C
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[0591]

[0592]

[0593]
[0594]

[0595]

[0596]

=S

61 10-2010-0105882

R, R % R7E ] Hol 71%@ neh e ghg 2w RV} vialel2e) #el shsk4 co) a5E
RS
4
N\ x R
» ©)
N N (o]
ho
sgg |R R* R "H-NMR (400 MHz, AR ¥
s & AgszE CDCL ;
. ppn ©9]9) 8 HzE)
C1 H 2,5- d¥d - [HO- 2.31 (s, 3H), 2.54 (s, 3H),
v=E2 [1,5- 6.39 (s, 1H), 6.86 (s, 1H),
a] vgug - 8.62 (s, 1H), 8.74 (s, 1H),
7-4- 12.15 (bs, 1H), 12.42 (bs,
1H).
C2 H 2,5- 994 - [ t-Bu-(CO)O- | 1.10 (s, 9H), 2.45 (s, 3H),
ez {1,5- 2.59 (s, 3H), 6.41 (s, 1H),
B EEL R 6.66 (s, 1H), 8.55 (s, 2H),
7-9- 9.30 (bs, 1H).
C3 Me 2,5- ddd - | t-Bu-(CO)O- | 1.10 (5, 9H), 2.43 (s, 3H),
yepzz[1,5- 2.58 (s, 3H), 3.86 (s, 3H),
a]sgud - 6.40 (s, 1H), 6.63 (s, 1H),
7-4- 8.51 (d, 1H), 8.62 (d, 1H).
sez R R’ R TH-NMR (400 MHz, X349
iz : zg A9z CDCL ;
: . ppn G99 FHEH H=ZE
C4 H 2,5-0dd - [i-Pr-(CO)O- | 1.06 (d, 3H), 1.12 (d, 3H),
HZHE2[1,5- ) 2.44 (s, 3H), 2.60 (s, 3H),
alsgugd - 2.72 (sept, 1H), 6.42 (s, 1H),
7-9- 6.65 (s, 1H), 8.55 (d, 1H),
) 8.59 (d, 1H), 10.38 (bs, 1H).
Cs H 2- d9 - t-Bu-(CO)O- | 1.20 (s, 9H), 2.64 (s, 3H),
WESAE - 7.40 (dd, 1H), 7.42 (m, 2H),
5-9- 7.62 (d, 1H), 8.48 (d, 1H),
8.50 (d, 1H).
c6 FHC- |2- mg - t-Bu-(CO)0- | 1.21 (s, 9H), 2.62 (s, 3H),
H,C- HEzLAE - 4.96 (dt, 2H), 6.09-6.38 (it,
5-9. 1H), 7.37 (dd, 1H), 7.53 (d,
1H), 7.77 (d, 1H), 8.50 (d,
1H), 8.58 (d, 1H).
xg%fs}x% /\El Al &
Ao Bl: AZx A
teFdt A F9 FAE0l 47 96719 WS e FA Efolold HWy TE EYC dFdd. 7% Ao
Ao Ao Zzsle] 8 A 99 Feke] (o] i F) v k(23/17TCellA 9] v, S/ 13A17ke] 21 50 W]
2 60% HE)OE we T A7) AES LujE A 10% DMSO(T] e A ZAlo]= CAS RN 67-68-5) & &3)%
4 @H 1000mg/ ¢ © 773 - &4 1000g/hacll et Aletalrt. H7] AEwse A8(24/19T, 3
/HF: 13A17F 295 50 14%21 60% =) F 71 AW AFgon, wd 23] E& FAT. 9Y FAA AY
S HAEREH10 = A= 9 &4, 0 = AR &4 A9 gl
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[0597]

[0598]
[0599]

[0600]

[0601]

[0602]

[0603]

[0604]
[0605]

ZIHSd 10-2010-0105882

& Bl: #o] v & A&

#%E W5 A48 (gha) STEME  NAAOF  AMARE  SOLNI
A2 1000 5. 5 0 0
A6 1000 3 5 2 0
A7 1000 7 7 7 0
B2 1000 0 5 0 0
B3 1000 2 6 0 0
B4 - 1000 2 8 0 3
BS 1000 0 0 3 0
B8 1000 0 2 0 2
BI1 1000 5 5 3 2
B12 1000 0 0 6 0
ca 1000 - 0 0 0 2

STEME = WWZX(Stellaria media); NAAOF = E3o](Nasturtium officinale); AMARE = ¥W]E (Amaranthus
retroflexus); SOLNI = &&}2] Y1¥(Solarium nigrum).

T A9 3EE WIE AL A3, M, A5, A7, A28 B A29, E BY I@E t‘di B1, B6, B7, B13, B14, B15, B16,
B17, B18, B19, B20, B21 ¥ B22, 2 % (9 3§= W= C1, 2 2
H, A7) A z2ske] Al Aeel ik B A B A g E} 3# B ﬁr
ZREZS ] AGHA doerng, ofF dhghwel disiM= dolHE dad & /v

et AlE Fo] FAEl sk Ulo] xZE Ed g 2AH(24/16TColA 9wk, S/Rb 144319

W, 65% wE)olA AojEl 2zdstedl 8YU Bk wig (Kol & F), 7] AES 0.5% Tween 20(ZE] A ol

ZHler mu-gk$-go]E, CAS RN 9005-64-5)& i3l O}Aﬂ% E(50:50) & FolA FHEL& S A&

o AFERHH e 4 &F 8§90 FFesitt. oloA, A7 AlF AEES 24(24/16TC, W/9h

; 65% FE)olA Y] AojEl ZHstel] A SollA Apebe, H°‘ 23] B& FAY. 1394 F, A7) Al
S

AE B7FsIATH(10 = A= 99 &4, 0 = A& & A8 15).

N

S%E W5 xgs(gha) SOLNI AMARE SETFA ECHCG IPOHE

A9 1000 1 0 0 5 5
A0 1000 2 0 1 5 2
All 1000 8 8 7 8 5
AlL2 1000 2 4 4 6 5
Al4 1000 0 0 2 4 0
Al6 1000 5 0 0 2 2
Al8 1000 9 6 5 7 6
A19 1000 0 7 0 5 1
A20 250 -1 1 0 3 0
A21 1000 0 2 2 0 0
A30 250 1 1 0 3 0
B24 1000 8 10 7 8 5
B25 1000 7 10 8 8 6
B26 1000 0 1 0 1 0
B28 1000 0 7 0 0 0
B29 1000 2 4 3 1 1
B30 1000 2 7 2 1 3

SOLNI = #ehe] Y29l; AMARE = 9H|5; SETFA = 7F&7FobA] & (Setaria faberi); ECHCG = &3] (Echinochloa
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crusgalli); IPOHE = <" =422 (Ipomea hederaceae).

[0606] E A9 33E W3F A8, Al3 ® AlS, ¥ BY &gtE WE B23 % B27, ¥ F CY 3IEE WIE (5 H 6 B
At 22 EFZS AMESto] AldetH, 7] A x2dstd Al AEdd digh 4ol Ao e HE gtk x A
o] S}3E WS A22, A23, A24, A25, A26 @ A27TL o5 ZREI|| AFHXA Fornz o5 gE i3
H’C ] ] 13 1:]1‘;:—%L —’F u/\q.

[0607] % B3: Aol U & A&

e W5 A8E(gha) SOLNI AMARE SETFA ECHCG IPOHE

A8 1000 1 0 0 0 1
A9 1000 8 8 4 7 8
A10 1000 9 9 6 7 8
All 1000 8 9 8 8 8
CAl2 1000 10 9 8 8 9
Al3 * 1000 5 6 6 6 6
Al4 1000 7 5 7 6 4
AlS 250 4 2 0 3 4
Al6 1000 9 10 6 6 7
Al8 1000° 9 10 7 7 9
A19 1000 10 10 4 6 8
A20 250 10 10 2 7 10
A21 1000 8 9 7 7 7
A30 250 6 9 4 1 6
B23 250 1 3 4 2 2
B24 - - 1000 10 9 8 8 8
B25 1000 10 8 8 8 8
B26 1000 3 5 8 6 3
B27 1000 0 0 3 1 1
B28 1000 1 0. 1 0 0
B29 1000 7 8 7 3 7
B30 1000 9 9 7 6 8
c6 1000 2 3 0 0 0
[0608]
[0609] SOLNT = %2}2] Uy; AMARE = ©H]E; SETFA = 7}S 7ol & ECHCG = 9] IPOIE = Qv =sup24t
[0610] x CY sgE ¥He C t %%l?‘f& ZREZS AMESIY AEEH, A7) A skl AR AEe] dig &Ado
Aol ®= s gl Aol FTE WF A22, A23, A24, A25, A26  A27S olE ZREFSl ANHHX
on®, olE 3gHE EHoH AE deolHE 4 F gl
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