SS50l 10-2563227

(19) Y3 N=ZE3 A (KR) (45) F1YA  2023d08902Y
e o (11) =83 10-2563227
(12) 53 FE(B]) (24) S242 2023907831
(51) A58 &/ (Int. Cl.) (73) E3dA}

AOIN 43/56 (2006.01)
CO7D 403/12 (2006.01)

CO7D 401/12 (2006.01)
AOIN 43/58 (2006.01)

AFEr SEAHolHAZ oA
29~ vtd ZAEGFEDH 67 ($: 4058)

CO7D 409/12 (2006.01) CO7D 413/12 (2006.01) (72) ke 2}
o) gggD 417/12 (2006.01) AYE, 2H® ==
52 A o AF 2y 15 = 3] ©
Co7D 401/12 (2013.01) Eﬁﬁﬁﬁﬁ;’ﬂw 2 giﬂgﬁiﬁ_ifi ¢
A_OZN 4.3-’/56 (2013.01) @™, EuA AFujo} Ao~
(21) =9H3 10-2017-7030642 o Oqzxz Golole] el max A9 8 o
(22) E9LA(=A]) 20161404427 SIRPEIEREPEE: /{ﬂE; _/"\_1%5} E]U]Fj‘_é_\_‘ =T
A L= 2021904921 (74) g
(85) WA= dA 20179109244 =39ol dayg
(65) BHHZ 10-2017-0140213
(43) 37NLA 20173d12¢¥20d
(86) =A=YHZS  PCT/EP2016/059378
(87) =AE/NHZ WO 2016/174072
A FALA 2016811403L
(30) +XAF%
1507464.4 20153049€309 <= (GB)
(56) M7= AHEH
102007119434 Al
02009086041 Al
02011045271 Al
W02011117195 Al
AA B7F 5 F 16 F A A} SRk
(54) ¥Heo WA Ax 3E
(57) 2 ¢F
oo shelh 19 Az FEH ol -4 A -SA-X 3 FdRetd /A d - gt -t]2 2 FEH 2ol LT -2 A]
-A g FHRoE-/Ad-F A= FEAER ol o] e FEAY A WY P olE ) ol&He FXb
Al gk Aolrh, B e olgt FEAE Edste Ax ZAAEWRT ofy g ulgAsA] Ko AE AJFe
Aojo A olefgt shtE B 2AAEY &5 53] §&% HE FEAA, FAx, oAdxd €5 FHd Fx Ao

AN =R F7} AgHTt,



SS90l 10-2563227

(52) CPCES|&EFH
AOIN 43/58 (2013.01)
CO7D 403/12 (2013.01)
CO7D 409/12 (2013.01)
CO7D 413/12 (2013.01)
CO7D 417/12 (2013.01)




SS=50l 10-2563227

g Al Al

FrHY
ATE 1

(1)

1 -
F71 Al A, RS C-C &, GG AlelE24, -0 EFA-GC &2, C-C ¢Ad, (-C T=ELA, G-
C, F2LAL, C €71d ¥ CC T2L7|EdR FAHE To2HE HdeEn,;

2 _ - _ _
Re 4, 824, Aotx, G &2, (-C 2L, -C TE2LFA], (-C; FREZA-C-C; &Z-, C-C

Oal_%}\‘ly CI_C3 OEL'—EIL}\]_CI_CS %_We], C1_C3 oe]':z{'}\]_(:l_(:3 oal"jj:"}\]_cl_C3 oe]'%vl_, Cg_Ce /\]'O];éLioeLyF'l, CZ_CG oel—ﬂ]‘é, CZ_
Co FRLA, CC L71d, C-Cs Bel=FALL-, (-C LA, C-C EZ-S0),~, °M=, C-C &2

ofrl =, C-Cp H&dZolr)e, -C(C-C; &Z)=N-0-C;-C; &2 2 ((C TR FAH = ToZ2HE Hddy

RS C-Co 24, C-C LAY, CC 2719, C-C LFA, 0-C 22-5-, -\RR 2 3h} o]de] oz 9o
A8 Adz PAHE TomRE Ay

AFNZ TAHE worYE HAExst R L RE @ 2

-
)
-
rr
it
jul)
2
o
it
o
&
§
o
7
n
)
)
&
§

Re @22, Aok, UER, -G 24, Ol BRI, G 234 D 00 BRATAR 748 For

2 FoRFH A9y 1, 2 B ) HRdAE Frehs 5- B 6-9 BxAb
o|2¥ selzold melAloln], 47| 5-¢ mEAE X, V, % REZFE HEHE sk ol gz X3ty
3, 47 6-90 ;A X, X, X, X% RERE A sht oo guizel ols) Agksm, oA A
-&7-D BojojE] B vul v L JEuA= BolojEl= o]5o] MR s LE2aR fjXsEs 17
TS 3 25

s}ek2] (Tp)e] gk #ld arefelat:

— =
ol

s}5+4] Tp]



SES0d 10-2563227

x22
X21 X23
B X24
A
(Tp)
Ze) X, X, X 2 Z7e) v SPHoR &, -0 27, OC LA, C F2AY, 0 FRAFA,

X& &4, G €24, (G &34, (G =244, (C T2LIAN, e 270,

2 4. - - =
Xy ‘;‘l X+ %%]@l—o—i —’Fj\_, Cl_CS Q‘—_}%]_, Cl_CS oalf:}‘]y Cl_CS g’icé}?——_!, Cl_C:é %‘i%‘%’—/\], %5\—, T g’iﬁl

21 N . = 3 .
X2 CC &4, GG &34, C-C @=L, (G =LA, e d=alolar;

X0, 2 X = 5H4es £, -G €2, GG €54, GG 222, (-6 F2LFA], B R3],

Zbzbe] R & HRA0R Aa, spolumd, A2, Aok, (-G ¥, GG F2LA, 6-C TRLFA, G-
C; E2ATA-C-C; ¢2-, C=C &, GG dFA-G-C 4, C-C EFA-C-C; &FA-C-C; ¢4-, G-
Co AbelE 2, GG 27Id, GG RLAE, C-CG 2719, GG stol=mAL -, (-6 @47 d-, G-
Co &A-S(0)y=, ohvli=, C=Cs FHotm =, (-G dgAotm e, -C(C-C; &A)=N-0-C-C:&¢ 4 E= (-G Tt

27 o] R+ 594 o® (-C &2, CG-C &3FA, C-C &FA-C-C, &4, C-C, &Ad, ¢-C 2L, GG

sZaAY, (-C, &7)d EE= (,C, F2dydoln; ¢

G7} 2, EE COR©A, o714 RS C-C, 22, 00 FFAT, G0y DAY, B Gy 27199 FEE,

Db AR EE WAS FY, eld, 9B, WEY, ovuEY, 1,23-EeokEd, 1,2,4-EelolEY, &
L EolEE, o) AElolEY, 1,24-SAH0bEY, 1,3,4-SAH0lEY, 1,2,5-S Akt o}
L 1,2, 4-ElobrobE e, 1,3 4-ElobrlolEd, 1,2 5-ElorlolE Y, selg, wewy, e

_4_



td, veuAd,

7}

A &E = s

A8 4,

AT 4
A 18l lo] A,

T7F (Tp) 2 (TD

324, 1,2,3-EgoAd
o= Aolx shte] g A

, 1,2, 4-Edolxd
97 oA R'2 285

WA (T62) % TAEHE O RZEEH

R X x R
N N—l{l —N / l\{
;"r.N =Y (A~v B/\Q\Y 5N N~R I N
A (T2 A (T3) A (T4) A (Tp)
R7\ X X X X Y X
N s U N S S
B&N B N)\Y Bj‘uNf\Y BAN¥/N BMN Y
T T
A (T6) A(T7) A (T8) A (19) A (T10)
X X R X x KR X v X X
N N
jr|'\§\Y BQY B / =Y B@*R7 B@Y
—1'4\
A (T11) A (T12) A (T13) A (T14) A (T15)
X X
S S
A (T16) A (T17) (T18) A (T19) A (T20)
X Y X X
— ’\\l\ N=N N=
]
g xS B N B#Nz\x B AN N
T f ¥
A (T21) A (122 (T23) A (T24) A (125)
X X X
N—( N—N N='\{N , N={) o~
BMN/N BMN\ X B& ~R B& BN N
— +
A(T26) A (Tony A(T28) A (129 A (T30)

, E= 1,3,5-EgoAd arg]e]ar,
/A e A

s==4

10-2563227

1714 D
97k oA R =



omn
J
Jm
Qﬂ

X
X X Ne
O—N 7 Q =N N—O \_(s
B)CS)\Y WA B © B)V%\Y B
A 131 (T32) A (33) A (134 A (135)

m
£
=l
m
&
—
<
oy}
x
> \ ®
=z
m
x
a
U)_Z
m
=z
\_&
_<

A (T36) (T37) (T38) (T39) (T40)
0—N N=N
A\Y \()
N
S Y
A (T41) A (T42)
2
X
3 NG 2
NZ 1 1 1 3
| X | N X XN A XN | X
x 4
B X
BN N B BN ¢
-
(T43) A (T44) A (T45) A (T46) A (T47)
X i {
1 3 3 1 1
X X XX X X
NZ N x N)\/ Z N
U ! !
B N X4 B = B{J\x B X4 B N
A A
(T48) (T49) (T50) (T51) (T52)
o) o 2

(T53) (T54) A (155) A (Ts6) A (s7)
¥ ¥
o N__X O My R R\ X
I |
Bg\g%‘ B N o
A A
(158) (T59) A (160) A 61 A (r62)

1340 Gole vhe} 2},

3TE 5
A1l AA,
T7F (Tp)olAY vgoz FARE To2HE AUxEs oo 3 veEd 19l 3gHE:
X ,R7 R7\ X X Y
= ' -\ = N
5 =N A~y B%Y B&Y BN N~R" BN
A () A (T2) A (T3) A (T A (5

10-2563227



SS50dl 10-2563227

A7) AolA, X, Y, R, A 9@ B Allgtelq gojw ule} gon

Fal B gt v e g uiAE RolojE o o

A SA1-2-D ®ololEle] g 2 r

tlo
e
ol

Al

ro
dr
iy

Aagel glo1A,

g

T7F (TD, (T4), ¥ (T5)EFH AddH3, X7} 4 Ev= 242 33E.
AT 7
Al4ge] JojA,

7F (TD), (T2), ¥ (T3)o.28H dds1, v7} 4, G €24, (-C =24, = 279 3=
AT 8
A4gel ge) A,

T7} (T2), (13), (T4), 2 (T5)R5E M&E3, Ro] (,-C, &7, EE (-C FRAQ 832,
AT 9

A1 Ao A,

T7F (Tp)olar, Xo] &2al, C-C, 22, E= (-C, @227 3H5HE .
AT 10

A1l glolA,

T7F (Tp)o]aL X 7} st A, C-C; &7, =+ (-G &2 3%
AT 11

A1l glol A,

Rlo] Mg, ofgl, “wd m= ¢ stzolzol 83

AT 12

A1l glol A,

2 _
R7F 4, GG €2, CC FE2LZ, C-C EFA, CC EIFA-CC &, CC AtolE284, C-Cs A

g, GG TRLAL, GG €719 2 GG T2EVEHE FHEE 7225 E Adx= 33E

A7 13

A1g WA A28 F o= 3 ol 2 IE P FAXoR FHE shEd AY olFNES Xgste Ax £
AL,

A3 14

A3l 9lo1A,
Holw shte] F71 AFAE Fhz e Az 2R,

A7 15



[0001]

[0002]

[0003]

[0004]

[0005]

[0006]

[0007]

[0008]

on

=50l 10-2563227

o @ A AeH A (D9 FFEL
H
H

A1 WA A12% T o= & ol oA, AxARA AREstr] A7 kA (D9 ghgh=.

vl F 7] &
Az I =
2011/0452719)| A
=

2 W02009/08604101 41 &4& A k. gk, Alx 5/6Y aﬁﬂz&ﬂi%—‘]ﬂ i == SRR (6}
dedA Aok, @3 W02013/160126> Ax A4S YEhE dEL-T A= FEAE VAT

gige] g
S dst = HA

B9 ad 78

g2 gety 19 sEzod-dA-SA-A % FH 2ol /HAd -y uil-t 2 R SEHRol- - -5 A -A]
& ezl -/A -y A= FEAV =31 S Ax 24 dekdos 2 7Rt

wEkA A1 FEjel A, shr] skekA 19] sigtE, His o]o] ¢ E N-AtskEo] Alvdnt:

[shet4) 1]

()
R CCy 22, Gy Aol 22, C-C, DFA-C-C 4, G0 2AY, (-C, B2, 00, FELAY,
CrC 271 2 GG SRR FAHE CozqE A9Hn;

2

R

rir

T, F2A, Aok, C-C €2, (C T2LA, -C TRLFA, (0 TRLFTA-C-C &2-, CCo
UZA], C-C; EFAI-C-C; &, C-C; EFA-C-C; EFA-C-C; &Z-, CCs Aol 2L, C-C EAld, Co
Co A, CCs 271, CCs ol =FA LA, C-C LATMR -, C-C LA-50),-, °hvx=, C—C; &2
oz, (-Cs TlEZolu e, —C(C-C; €Z)=N-0-C~C; €2 2 (s TRAVILR FAE = Fo2HE AgE



[0009]

[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

[0016]

[0017]

[0018]

[0019]

[0020]

[0021]

[0022]

[0023]

[0024]

on

=50l 10-2563227

R C-Cy 27, CC A, G 2719, C-Cy LA, C-Cs 22—, -NRR 2 s} oo Ro 9¢
Ag AdE PASE ToRRH A9 R Y RE SPHOR (G 98 ¥ G FFAR TAHE &
ozRE AgHAL, R 9 RE @ medd g g4+

R @2, Aok, UER, (-6 %7, G B2R, 6C 24 2 0-C ZRAFAZ 745E Foz

A2, At 9 FoRREH AEEE 1, 2 B 3 dHEZdAE FRehs 5- B -9 B
ol2 selzeld meldleld, 7] 5-9 mEldlE X, ¥, @ REFE HEss sh ol gz gy

XX, X 2 RERE s g oo el o8 AsE L, of7]A] £4]
o/ TolojE]= o]Se] Ame] Ud] eE2aw YASEE u TS

O

X
-47-D HoJojg] & Itz
23 AAEAY;

T 3}eh4 Tpol A& #ld argjolar:

[3}e}4) Tp]

x22
x21 X23
B x24
(Tp)

77ke] X, X, X© 2 A7) Y SPAHeR i, -G 22, GG FA], (-6 2L, -C; TREFA],

X2 &4, G €4, (G &34, (G &2, (C T2LIA], e 2],

2 l‘__ = = T =
X, 2 X¥ 59402 4, (-G €2, (G &¢I, (C T2, (-G TELIFA, &4, e T=27

X2 CC &2, CC &=A], (-G Z2LA, (-C; F2LFZA], £ E270]a1;

22 ‘_ - = o .
X', 2 X'E U0 Fa, 0GB, GG DHA, 0C BEDD, OC FEAFA, EE FRA)

747ke] R & EPAOR Ah Flo|mEa A, Alofn, (-G &7, (-G FRUZ, (-C; FRZUEA], (-



[0025]

[0026]

[0027]

[0028]

[0029]

[0030]

[0031]
[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

SSS0dl 10-2563227

C; ERLFA-C-C; &2-, CC &FAl, C-C; &FA-C-C; €4, C-C; &FAI-C-C; &FA-C-C; €4~ Cs
Co AtolE24, GG €AY, CC TRUEAY, (s &71d, CCeotol=FALd-, C-C &AM d-, C-

Ce &Z-S(0),~, otvlx=, C-Cs &Zolr| =, C-C YgZoln| =, -C(C-C; &Z)=N-0-C;-C; &2 L (-C, =S

Z47ke] R sHAoR -0 ¢4, GG &34, CC &FAI-6-C, &4, CC &7, C-C =LA, GG

o4 19 BB MO T EE A S FHL ¢ An, G AYIYLA, Qe vlge Aol
4R A mA EAT S QAY, b Zdsks Y FY/E Fol BASE 4%, RE 5 vz
o= AggNAA F sk o b5 o4 7

EF, B9HY 19 BgEe terhel Eveld FuE PYL ool AT F Uk, dF o, sahy I-ie

o]k 370e] ZWolAl ez vEhd 5 3l

s
%
o
AN
=}
L
-
[N
o,
k]
[*p}
NS
-
[N
rO
s
Lo
1>
©
s
%
il
rlo
o

dEow mE v F (Y G, GLES, dFATMEY, $AtRd, ddoprertnd, EE tdd
oMb d F)e AN-mAe] Ztzhe] 4 wolojEl= A Ei RVIAY & vk d¥Aem AP, oE
Eo] Wid, dg, p-xRd, olAxRd pHY, seciY, oW, tert-F4, Y, VoY, T -
et 4A7E dwrHow (-G dAIelARkel] B FA Aeld A A, sl 6-C &

E= GG &A7lelar, Bu ntgA A= C-C, &A7](eAd weE)elrt.

il

olofEl A3 mi R4 Fejd & glon], AY RolojE: 4
EAgHR (0 WY EE G0, WY, nrh FAY
L ZES) EE xZzzololdelt, dAd @ 9v)d melolE: oo xgow
e 4 otk 2ed dEAaE shtel olF gk 49

1 WA 67] g fxle dolZ zte drdA7E, oS B0 ZFerMY, gEFeadyY, EfITFeR
W, S22dd, gJE22dd, EgEE2vd, 2,2 2-EYEFeRdY, 2-EF2ddY, 2-F22d4d, 3

_10_



[0038]

[0039]

[0040]

[0041]

[0042]

[0043]

[0044]

[0045]

[0046]

[0047]

[0048]

[0049]

SSS0ol 10-2563227

BEFoRAY, 1108570222 22025 2Y, 2,23 3-HEREFRY ¥ 2,2,2-E R,

ez roen-red @ HEFe 2o,

A7l v AE 1WA 6 Ba ARe] A QolE zeth 9L, dF Ho] HBA, o%A], X

REA, O AXZEAN, n-REA, O AYEA], sec-TBA EE tert-$5A] Ex AU Ex A4S ol4

A, wgASE HEA 9 Aot 27)e] AFA ABAE FAG Wi A% Pl EAG + Ygol E

3 ola =] ofof g}

FRATAE, oF Fo] BTORHEA, UBFORMEA, ElBEToRuEA, 2,2,2-E¢EF0 w0 5A],
2,2-0)EF QR %A Ei 22 2-EelFE

1,12, 2-HESEFORAEA, 2-FF Q2|5 2-FRZ|EA],
Zo|EA], vl UEFORUEA, 2-F 225 EE EZFo R EA T

CirCo 2-S(0)-(HAAT L)L, 5 o] Wgasyd, ojdas
Ay, o xR, sec-REATY  EE  tert-
SEEE RN

Ci-Co AD-S(0),~(APHT) S, o|F Sol WGUTY, JPUEY, TERUFY, o|AZZBMEY, n-5Y

L elaZegdvd, -9y
Hud,  wEAslE  dgdsd wE

bl
Eﬂi
w
s
|
4z
i,
e
bl
{9
t
rlr
o
=
i
i,
e
bl
i
=
o
»
p‘L
R
rlr
a2
i,
e
bl
i
t
rlr

MEY,  olxrYd

ol g4 s o] o)

oA o gH rsHZolA oleke goli Holw shtel 3 AHZAAS TR WIS peAAE
e gl melw TAET. v, B nYt SPden Ax, As 0 FomyE AuH: 1, 2
gt 340 1 AHZAAE FHE Aolt. AFHom “sezeln e B wne Hedx ofgui v}
gorl, Bl JAE wsh ol ARF FE Ju ABHA 2L SR =, FU, god, 98,
debEd, ontEd, EejolEd, SAEU, ol5AEY, HolEd, oliHelEy, SaltlelEd, vgY, v
guitd, AenAd, Aed, 2 Edeld welst Tear.

71(B)

[3}314] B]

oF= U, o714 BE BAle iz

B) = 2adqx seun ge/senAE ol
wolojele] teh) FAHL EAGE,

of BEHZ, ol AF slH Zobd- - A -s el 2ot /3 Y

Holt e a5y 19] shRol obRl (el Sof, ¢muol, tudelsl ¥ Eelojeln), el #4
2 o9 R4 97 BE AR duE 9719 4% ¢ b $9A0R e bs ol xguEc. 9
g% 9 9Pe] EGE SolmEAln, Sapln, RFAlols 9 solmzil suvelE ¥ o FHA A
o % st

¥ JtRYOlE FolA, E, YEF, 28, vtde 2 2w, 53 UEE, vtadls 3 Zao
= E

Sgatoln, GEAtelm, SAloln % shudlolEsl FEdrh tgahe

2 owel] e steha 1o shgeln me o 94 Foh 94 4 Qe Fskzel e

Rl, RZ, R.'i, R4, RS, R(i‘ R7, Ré%‘ R&J, GY D, XY Xl, XZY X.'i, X4Y XZl, XZZY XZSy X24Y Yy ZY ‘;»l m_cl] H}—%}Z_]?:Sl— %}\'—8_— O]—
ol e sk gov], B ouwe] wE seh 19 SEEe 4] gel oo 23S T§E & Avh. 99

e
2

A olel &dto] s ErAel ofd Ag, <deje] WAE e A @ o] 299 vhe 7

sl Re Wg, A", ZEE(58 o EE cXEd), EE( $2U2 PYHE ToRvY AY

_11_



[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

[0056]

[0057]

[0058]

=50l 10-2563227

omn

A, Boh g AslE Re WY, oY, Ael2REeg, mi g SEeRdoln,

H]—%Z_] E}A]% RZ'E" _/l:—/l\—, Cl_Cﬁ ?—:}:Z—:]_y Cl_CG g’i??l:ﬁy CI_CG ?—:}:—i—_}\] ’ CI_CS ?—:}__—EIL}\] _Cl_CS OE!_'?éY C.'i_Ch'
AtolE 2, GG E7AE, GG E2UAd, CC €71d B (G TEL7IER FAYE To=8E Ad9d

o wd EEaAE K 44, HY, o, Aelgzzed, dedd, @ d5AWY, uo s
dErondd, EelEvondd, Ao2zed £t WY, 0% sl AoERid wi v,

MY g AEAE MYe e Tonvy Agad,

welol Z1AE s} o], G 5

B~
ot
rr
=
e
=
e
¥
%9,
K
-
flo
O
I
ik
mw
&
IS
4
)
i
&
&

[e]

0,
N
i
e

Cs -5, C=C; =], ANRR 2 3} ojake] RPom oo Xay sHuw pAHE FowiE Mudc, B

mrA s A E RS 00 97, G BEA, GGy 9D, GG 271, —CCy ], = NRR )AL, 7]

AR 2 RE @ m2Eid neg g4 uo et RS ojaved -3d, Wy, dg, =

23, WEA, o|EA] E

shibel FRel AECNA, GE F& EE -CO)RIF, 714 K 00 27, 00 BAE, 00y 2719 T

oGy FEAO|T, b FEG AEA, G 4

e, e, Lz = st v (7F $49 Aol 53] w4 sttt
A

47) AT ks Pol, T HAHOE W, 4

B
bH
rr
I
2
e
=
)
A
9
Ay
2
=0
|
L
>
K
il
i)
i)

2 gogie Ay 1, 2 B 3 duHZAAE T
e 5= EE 6-9) HiAtolZE slH ol meAleln, 4y 5-9 mEAE X, Y, % R2FH duns shy
olge] BiE A@Ea, 47 6-9 el X, X, X, X % RERE AgEi skt ool gz o3
18e]aL, o7]A SA-GA-D BolojE] B It /It = BolojE= o]5o] ARd diE] e2iw
A3k g S dA=EAY; T 83t Tpol A3 #d argle]r}:

[¢)

X22
x21 X23
B x24
(Tp)

REs XZl, XZZ, X23, X24, AW B melo] Holw uheh g,
7} 5-91 ®watol2e s 2ol melAQl A%, ol HlgAAE EddoR X, Y ¥ REYH Auys
s okl FuztE X3E ¥, Held, ¥EY, yEd, ouuEd, EdotEd, SAEY
o]—{i'\_}\]-%%y HO]'%%, o]i]ﬂo]’%%y = —2—,/\]—11]0]—%% a1 o]\:]_ 71 6-¢ EI_,}\]_O]%%] 3 2ol J—:’—E]?_]
A9 ol wgdsAL E¥dow X, X, X, X ¥ R2RH A9yt s oo fuizz A,
g, dvdd, FuAd, FJHAd, B Efoixd agloltt. 7zt A 9-olA], SA-LZA-D Koo
Bl % 7] BE o]E9] AMZEo s LEAE YRFLEE 1d TS £ A4y Aol L3, X&A (EA438}

_12_



AFAZ LEPATH( A
2 T e AxE ougi).
LS [E S

AR ol BAHI, X AR (EA}E F9)E FEAH

al
2 A Ak BT

[0059] g2 Eo], T ofziel vekd upel o], (Tp) E& (T1) WA (T62) 5 Yol shpzie A
714 AT SA-LZ-D RolojEle dig A4S ®wAISAL B 7] Bl did F-as mAst)
X R R X % R
N= N B = N
ngN P - Bj%(qf%\Y BJ%L?&}\Y ~N-R g _N
[0060] A (1) A (T2 A (T3) A (T4) A (T5)
RZ\ X X X X Y X
N N —N = N
SR A Ny Nelvs S
B N B N Y =Y B & B N Y
T T
A (T6) A (17) A (18) A (19) A (T10)
X X R X x R X oy X X
N N
jf.’\??\Y BQY B 4 =Y B@‘R7 BA’U\Y
-Tv\
A (T11) A (T12) A (T13) A (T14) A (T15)
A (T16) A (T17) A (T18) A (T19) A (T20)
X Y X R\ X
. L SN
5 S B N g AN A~x Y g NN
T i
A A
A (T21) (T22) (T23) A (T24) A (125)
X X X
N—( N—N N=N . N=(o o~
B MN,N B—‘E’(N»\x B )"%FN\R BN B&N
By by A A
0061] (T26) (T27) (T28) (T29) (T30)

_13_

5

Ax"e, 7] B

10-2563227

X A @A (EA S A



[0062]

[0063]

[0064]

[0065]

[0066]

A A A
(T31) (T32) (T33) (T34) (T35)
X X X
s—\< S—l‘l 7 s =N N—S
By\x'\' BJfS‘)\Y g N BN ° B%‘%\Y
A (T36) A (T37) A (T38) A (T39) A (T40)
o-N N=N
N o
B’&p B&
A (T41) A (T42)
XZ
NN
| 7
BN X _N Sy
A X B
(T43) (T44) A (T45) A (T46) T47
1 3
X UN_ _X
NZ SN X
XN l 4 | \Nr
B X' BE N B
Arag) A (Ta9) A (150) A (1s1) A (152)
o 2 2
3
R\N M
A (153) A (Ts4) A (155) (T56) A (57)
"?7 7
O N_ X R R\ N X
ng;x“ D’;{k E{g o
A
(T58) (T59 (T60) (T61) (T62)

CX X XX, K Y, R B9 gelw upe} g

1 2 4
A7) xR, Bde X, X, Ee XU S2e 4, we M Ry B

B

7} (Tp)Ql FaelolA, X &= uergeids faolm, X & vetdaiAE -G

rr

22, Bk AL G 92, € B, Ex B2, 05 gL

_14_

s}

Cl—C'; %EOL?‘ = )

SSS0ol 10-2563227

A& ol Aolnt.



[0067]

[0068]

[0069]

[0070]

[0071]

[0072]

[0073]
[0074]

[0075]

[0076]

[0077]

e, == EfZzeady b4 nadels Fre, TRew ri EgIZzezdded. X 2 X = 1
2

Ho@ Fx, 00 24, G BRI, TE B2t noh wAAsAE X L X & =

e
el
to
f
[z

2R, dE, e Ef

e

to
fr
=)

i,
)
o
_l_/
=

w
N
ok,
Y
rlr
e
fru
2
I
ol

=
T

T} 5-9 maeabol 2 delRold o, /b shbE zTehe X dOZg Bists TN, 44 5
%};ﬁl—o—i Zl:—}l\—, C1_C3 %_}Z—:], C1—C; El-fl’}\] C1—C3 %E%Z—l, C1_C3 %E%L’i‘}‘], T= %E ]OETH E_ﬂ?_h:]- T
7 71 Bell diall e24r fAste X ASAE Biste A5, o X AFAe vgsHAlE -6 44, GG

A, GG 2, GG ERETA, B dRAlo.

woh v 174 7] Bl sl 2229 X ARAE Ffsks A¢(F 5ol (14), (15), (I7), (18),
(T9), (T11), (T13), (T14), (T15), (T17), (T18), (T20) (121), (T22), (T32), (T33), (T37), %
(T3 A1, ol Sgdom @uql, Wb vageile 902, 222, Tt Hay, O wadais

ZHFOE Ey FEEo|T},

T7F 7] Boll jall = 4o X3k SA-&Z-D Rolojgld s WEtZ $X3te X X&AE shists Af[dE
o], (T1), (16), (T10), (T11), (T12), (T15), (T16), (T19), (125), (T26), (T29), (T30), (T35), %
(T36)l A1, Z+Z+e] X+ atEdeAE SY8HoR 4 B &2, 2o vgdsiAs ¢4, 2707, =
2, B Ber g agdspls £, 7R B 2R

7F 71 Y A3AE TdHates A [dE S, (T1), (T2), (T3), (17), (T8), (T9), (T10), (T11), (T12),

(T13), (T14), (T15), (T16), (T17), (T18), (T19), (T20), (T21), (T37), % (T40)o|Al], o]& nIEA A=
F2, 0G24, G TRLA, EE R0t 2o vigkHElE Ve 4, FRE, TR, BE B

2 Rolt},
™7 28 19 A& AA("AG D4 218 T2 7] BE e 2A-47-D Rolojg = dAZdsts u #ojyx &
toug T e daE oush el masE B R ABAS Fass AL Bof, (12), (13),

(T4), (15), (T6), (T12), (T13), (T14), (T24), = (T28)9A], o= wlEASAE F4&, C-C ¢4, £
C-C; &=atzolth, olgjsh R A&A7} 7] Boll thal e2ax gxaks 4%, ot wadsAE ¢, %,
EE (-G 2o, wo v sAE vE == d2udolt),

utel Fad AEGA, T (ol A Heow T45 wowre Aus el A% sy wzolth

7 7 7
) R\ )
= N N1 N N
\
A (T1) A (T2 A (T3) A (Ta) A (T5)
2, X R YeE A4 596HoR i, GG €4, GG &FA, (G 2L, (-C TRZLFA, e T2
Ze]aL;

Av SA-2Z-D RelojEle] g RAHE BAE BE o v/de vl RolojEd uig RS
A BT}

T7F (TD), (T2), (T3), (T4) B (T5)E FA5E= FoziE HAEsE= 9o Ad vgd agola, 7|4 T
7EX ARAE Fete @A, = (TD, (T4, % (15X, X vhaAsAe 4 £ 227, 2y
tg A A= a4, TFR, SRR Ee HER, R ulgdsls F4, PR, BE FEZot. M)
A sAlE X7F 71 Bell diEl L2aw fXshs ols TN (H T 2 T5elAD), X= weEAsAe

_15_



[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

e
0
)
f
o
=
o
»
prL
X
rlr
11
-
to
f
g
fr
f
b
rlr
=
fr
i
f
o
_E(
o
»
prL
X
rlr
113
-
to
f
t
rlr
g
fr
fr
o
v

FABAE THY ABAE ke old@ PRGN, Z (TD, (12), ¥ (1A, v
C-C 7, CoC, BEUY, wE FEAelt. wo gt Ye £4, FER, FT0R, Bt OE
B Al T 9eEY e Af A g BRst ABA R ABAE Fheks oled T
A, ZE (12), (13), (T4), 2 (15)A, R'e maasiAs -0 42, B2 (¢, @297, uc} ugs

= HE e dEddet.

t

el FAd AZelA, TE (13) Ex (199 o] uigasitt, oledd Fade] 548 dolA, R e GG
&, vl WE BE oY, B vidAsiAE WEolal; Y GG &, v sAE WY Ee 9
Hola; @ X&= 24, ufgAEAE HER, FE2 T 23202 Hr) v ASAE FE 2ot}

b PR AN, TE SPhon Ao, Ak 2 Forye Auxi 1, 2 i 3 dHAAE F5et
= 6-9) Wit 2 el zobd neldleln, 47 6-¢ melAE X, X, X, X % R'2Re e i o
ol gtz o xghdct. ol#fd pFAAdA, T uzleAe d9 A% vad, dnud, I
9, deidd, mE Edelxd molw, nul wigbAsAlE (143), (T44), (T45), (T46), (147), (148),
(T49), (T50), (T51), (T52), (T53), (T54), (T55), (T56), (T57), (T58), (T59), (T60), (T61), % (T62)=
THHE Foriy M.

olegt T, X & vgAsAE S&, 0-C DY, (G TEI, T d2A, B uFHslE -
C; 27 =& 224, g% wigdshle 222, 2502, Har vy, k£t EEFoadyelt. fAs

2 4 o = v o3
A X X' A% B9heE, BRHsAE £a, S, GG 99, 0C 3R EE G2, ud by

Al Fa mE Sxelt. ol TAAM X wEHgsE Fa, G 24, EE GG

gEolnt, oleld TN R wAAAE $&, 00 DD, FE G FRAWeIT. Rl 7] B

Ha) ©=a9l A9, ol mrh ulEAslE (-0 9, B (-G $Rgdolt.
el A1 vk 2ol D SRAOL Akh, Ak R FORYH HAAE 1, 2, HE ) ANZUAE B
fobe AF e WA 5w 6-9 RieAto]2Y selzoY

lo
=

i)
)
B>
o
L
ox
2
>
=g
il
e,
t
s
=

v}
X
B
o
_>|i
ox
2
>
=~}

s SIS D AS(Eel ZIAE whe o) Hi wAE F, Eldld, ¥Ed, d5Ed, ovtEd,
1,2,3-E2jobEd, 1.2 4-E2jotEd, SAER, olSAEY, EolEd, olhEolEd, 1.24-SA oS,
1,3, 4-5AHokEd, L&&%&H@%ﬁ, 1,2,3-¥lofrobEd, 1,2 4-FlojrjotEd, 1,3 4-Elojr]olEd,
1,2,5-gefrelEd, d2d, v=d, duyd, duAd, deAd, 1,2,3-Eod, 1,2,4-E2]o}]
d, B 1,3,5-EobAd aglolth. dE 591, D

Hop v sls, D A9k e v vEEd, owuEd, SAEY, o|HAEY, HolEd, olaHoE
g, ded, dnd, dAuidd, duAd, B dHd gy

Ha bt edls, De Af e vAs, SAREY, HolEd, v vd aEjoldh

. 8 5 5 =
s 440 R'e SY8o2 S, 0C 97, 0 $2AY, T2, Aohw, =S4, (C, &

Ae 247t R 5HYCR 60 €4, G 2L, sol=Fa, (-6 &I, B (-G &4F

sl whgra @ Al AEelA, Di 2-vleld-, 3329, 4929, 2-Elop -, 4-EobEd-, 5-ElolE

¢

_16_



[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

[0095]

S \
Me N
S
Me
S—/§ S
CI™ \ Cl/d
N
Aol e F-2Hs ;ARG

= (Ip)oli, X & Zma w=
3-5e)9-, 4-sleld-, 2-EjopEe-

NN
Me N Cl
A
S \ L§ﬁ//N
Cl \ o Me
< ¥AE.

oleld wetA T il

2
il R Aol EF 2 X2 o),

2 FAYE ToRREH

%/N
Me
2 FAaHE
27} myH oz WY

AgsEs, 71 ~

L
.

TORFE AHY, o714 ~

ol

L
o

10-2563227

wake] vpuiAe] o

wapel 1

AAENA, R R RE = o de]n; T wlA FAAENA R HEol
= vlgolnt,

MR T ® o AR
WAE Ao, Db ARE A

_17_

Al WA AEA, RS Ao R e Mo] i R

2



[0096]

[0097]

[0098]

g2 9 G-C; ¢ (v vl 222 2 Hd) 23 AgEn.
ofefel 3 1, 2, 3, 4 B 5= & ¥ 3 19 S| 185 FAldE Al
[¥% 1]
ket 12| St3HE0| OfZHOIM I-AR LIEFLE 318t @ ZHe 2 WRo| XX SEERM, D
9 X2'2 moj LIEHH tio} 28
[2FsH4 1-A]
x21
OH
Me ‘ X el
Noy g ©
Ve
(I-A)
sere D X2
HZ
1.01 2-m/2| - Cl
1.02 3-melg- Cl
1.03 4-me| 2 Cl
1.04 2-E[0t& - Cl
1.05 4-EIOtE - Cl
1.06 5-E|0tZ - Cl
1.07 | 2hx| - Cl
1.08 2-m2|ojc|g- Cl
1.09 4-mj2|ojC| - Cl
1.10 5-m2| 0| g- Cl

_18_

3]
<

i

o

SS90l 10-2563227



[0099]

st D X2t
HT
1.1 Cl
7
>~ _N
Me
1.12 Cl
S\7,—Me
U/
N
1.13 Cl
s—(
Q
SN
Me
1.14 Cl
=
S
N Cl
1.15 3- 4| 2| ChX| e - Cl
1.16 - 1] 2| C}p x| L - Cl
1.17 Cl
O\(N
Me
1.18 Cl
g
&
N Me
1.19 Cl

_19_

=

10-2563227



[0100]

st D X
HS
1.20 Cl
"\
CI X\
1.21 Cl
N%
. N
Me
1.22 2-m| 2|’ - F
1.23 3-me|g- F
1.24 4-m|g| - F
1.25 2-E|oI& - F
1.26 4-E|O}E = - F
1.27 5-E|o}& &~ F
1.28 | apx| - F
1.29 2-m2|o|C| d- F
1.30 4-m|2|o|C| - F
1.31 5-m|2|o|c| |- F
1.32 F
= |
N N
Me
1.33 F
S\7,,Me
\
N
1.34 F

_20_

[}

10-2563227



[0101]

[0102]

sieE D Xz
HS
1.35 F
=
N
N Cl
1.36 3-I| 2| ChR| - F
1.37 4-1m|a|CchR| Y- F
1.38 F
O\(N
Me
1.39 F
&
N Me
1.40 F
"
e i
Cl N
1.41 F
&
CI X\
1.42 F
N%
K(N
Me
1.43 Cl
7]
>~ _N
Cl
sjere D X2t
S
1.44 F
7]
> _N
Cl

_21_

SS90l 10-2563227



[0103]

[0104]

Bt2t4 19] BHEEO| OFZHOIA I-BE LIEFHE 3}
M, D U X2 Eo|l LIEH Hiet 2S

SHAl

=1

2]

=2
=2

ZF
=

£ = 2382 A= 3t

St
=

22

(I-B)
CE D X
HS
2.01 2-1| 2| g- Cl
2.02 3-m|2| g- C
2.03 4-m 2| E- Cl
2.04 2-E|O}E - Cl
2.05 4-E|OtEE- Cl
2.06 5-E|OI&H- Cl
2.07 ol apx| - Cl
2.08 2-m2|ojc|d- Cl
2.09 4-54|2|o|c) Y- Cl
2.10 5-m|2|o|c| Y- C
2.1 Cl
“
>~ _N
Me
2.12 Cl
e
\
N

_22_

5

10-2563227



[0105]

stare D x
HZ
2.13 Cl
S
Q
N
Me
2.14 Cl
/
>
N Cl
2.15 3-m| 2| ChR| - Cl
2.16 4-m 2| ChX| &- Cl
217 Cl
O\fN
Me
2.18 Cl
gl
&
N Me
2.19 Cl
4 \§
/4\
Cl N
2.20 Cl
>N
CIX
2.21 Cl
N%
K'/N
Me
2.22 2-m|2| -
2.23 3-mla| -

_23_

SS90l 10-2563227



[0106]

sterE D X
Hs
2.24 4-1| 2| E- F
225 2-E|Ot=El- F
2.26 4-E|O}BE- F
2.27 5-E|O}&&- F
2.28 o|2tx| - F
2.29 2-m|2|ojc)|d- F
2.30 4-m|2|ojc)|d- F
2.31 5-ml2|o|c| - F
2.32 F

= |

=~ _N

Me
2.33 F

S\7/Me

\

N

2.34 F

s—('

\

NL

Me
2.35 F

/

NS

N Cl
2.36 3-m|2|CHX] -
2.37 4-3| 2| CkX| -
2.38 F

I

O]

—

z

<
o

_24_

[

10-2563227



[0107]

StEE X21
HS
2.39 F
&
N Me
2.40 F
; \i
NS
Cl N
2.41 F
Y
CI X
242 E
N%
g(N
Me
243 Cl
~
>~ _N
Cl
2.44 F
7
>~ _N
Cl

_25_

SS90l 10-2563227



[0108] (3% 3]

3}s8t4] 19| 3HEHEO| Of2HOIA I-CE LIEHH = StEtAl g Zte 2
D 3 X*'2 EOf LIE}H HioL S

YO Hx SIFERAM,

=ty 1)
X21
OH
Me | X al
N. O
AEX )
(I-C)
sterE D Xz
HS
3.01 2- m|2| ' - Cl
3.02 3-m2|E- Cl
3.03 4-14|2|"- Cl
3.04 2-E|OtE & - Cl
3.05 4-E|Ofi5|- Cl
3.06 5-E|O}EH - Cl
3.07 o atx| Y- Cl
3.08 2-g2|ojc|d- Cl
3.09 4-m|g|o|c|Y- Cl
3.10 5-m|2|ojc| Y- Cl
3.1 Cl
“
. N
Me
3.12 Cl
S\7,,Me
\ U/
N
3.13 Cl
s—{'
\
SN
Me

[0109]

_26_

5

10-2563227



[0110]

sietE D X21
HS
3.14 Cl
/
Y
N Cl
3.15 3-m|2|chx| - Cl
3.16 4-1m| 2| chx| Y - Cl
3.17 , Cl
O\( N
Me
3.18 Cl
4§N Me
3.19 Cl
Q'
NS
Cl N
3.20 Cl
)
CIX
3.21 Cl
N%
\\(N
Me
3.22 2-ml2|g F
3.23 3-ml2| F
3.24 4-m| 2| e- F
3.25 2-E|OtE & - F
3.26 4-E|OFEH- F
3.27 5-E|OLE & - F
3.28 o apx| - F
3.29 2- mj2|ojc| - F

_27_

5

10-2563227



[0111]

shet D Xzt
HS
3.30 4-m|2|ojc| Y-
3.31 5-m|2|o|c| Y-
3.32
7
~ _N
Me
3.33 F
SY Me
\ /
N
3.34 F
S
Q(\
N
Me
3.35 F
/
N
N Cl
3.36 3-m| 2| CHX| - F
3.37 4-m| 2|Cchx| - F
3.38 F
OYN
Me
3.39 F
g4
&
N Me
3.40 F

_28_

SS90l 10-2563227



[0114]

D & X*'2 ZOf| LIE}H Hiot HE

(D)

3tEte D X2t
HS
3.41 F
"\
CIX
3.42 E
N%
K(N
Me
343 Cl
7
>~ _N
Cl
3.44 F
7
>~ N
Cl
X 4]
stety| 19| stEHE0| of2ofl M I-DR LIEtH &

ot

rE
lob %

X2

SRR

Cl

|
ol O
N —

R

Cl

_29_

[

10-2563227



[0115]

size D Xzt
HS
4.03 4-me| - Cl
4.04 2-E|O}&E- Cl
4.05 4-E[O}E - Cl
4.06 5-E|Ot&H- Cl
4.07 | apx| - Cl
4.08 2-m|2|ojc] - Cl
4.09 4-1m|2|o|C| &- Cl
4.10 5-I| 2|0|C| &- Cl
411 Cl

7]

N N

Me
412 Cl

SV/Me

\ /

N

413 Cl

s—(

\

WAL

Me
414 Cl

/

N

N Cl
415 3-m|2|CHxR| ' - Cl
4.16 4-I|2|CHX| - Cl
417 Cl

I\

O]

—

z

<
o

_30_

SS90l 10-2563227



[0116]

ststg D X
HS
418 Cl
oi
&
N Me
4.19 Cl
Q)
/A\
Cl N
4.20 Cl
>\
CI X
4.21 Cl
N~ |
\\'/N
Me
4.22 2-m| 2| Y- F
423 3-ma|- F
4.24 4-mE| Y- F
425 2-E[O}E & - F
4.26 4-E|OIE R - F
427 5-E[O}IEH- F
428 FENT F
4.29 2-m|a|o|c| - F
4.30 4-mla|ojc| - F
4.31 5-m|2|0|c| d- F
432 E
= |
N N
Me
4.33 F

S e
r

_31_

SS90l 10-2563227



[0117]

5}52% D X2
HS
4.34 F
S
Q(\
WL
Me
4.35 F
-
~
N Cl
4.36 3-I|2|CHX| ' - F
4.37 4-m|2|CHR| ' - F
4.38 F
OYN
Me
4.39 F
gt
&
N Me
4.40 F
)
S
Cl N
4.41 F
>
CI X\
4.42 F

z

Me

_32_

SS90l 10-2563227



[0118]
[0119]

[0120]

setE D X
WS
443 Cl
~
>~ N
Cl
444 F
“
N
Cl
[% 5]

= dde| X x EgE

BEE FEY
H

501

502 cl
OH
Cl | x ci
N o
M
e s =
-
Cl

_33_

SS90l 10-2563227



10-2563227

s==4

~. 3 I (-3
o 205 o) 0 o T 5 o —
o) o) o) o)
w o w o
T I
(72 o~ 7 (7 o _#-2
r == |N/ |N‘/ —Z
K _ ! _ _
5 . = A = A o
O
ol o (S 3 8 8
W o s s S

[0121]

_34_



10-2563227

s=s5

o o) o
FH m [
(]
o #-2 7 7
T = =z 1/ =Z 1/
P \ \
oju
ol o |5 3 3
o o v S

[0122]

b

[0123]

olaL, D 2-¥¥d, 3-

Zytdolal, R

3L

wE E=
g, 4-vgld, 2-glo}E=d | 5-Elo}=d, 2-vE-4-Elo}=H, 2-FEZ-4-E|o}=H, 4-vd-2-Elo}ZH, 2-

o]

B
e~
o

I

24

g2=

Ho
e

= Tpola, X

=T

St

~5-vletlelr]; B} vhes

2-1|

L
L

=

1,

&l

ZRIZA4-TYd, 2-F2E-5-E 2

4, 5-ElopEd,

2-veld, 3-¥ed, 4-v2d, 2-Flo=&

p-mE-4-Elol Y, 2-FRE-4-Eo}Ed, 4-vg-2-elolEd, p-FRE-4-deld, 2-FR25-Ee

, D

)
B

B

Tpolat, X

T+=

she

~sepAel s b A

Lo

3-3]

99, 4-929, 2-ElolEd, 5-Eo}EY, 2-vg-4-Elo}EY, 2-FEE-t-EolEd, vu-2-ElolEd, 232

, D

2 21 22

1

R, R, X 6 X

2] g4

Aem, o7]A

(&2 B4

D&
B}t E(1-i1)
E(I-i1) G7F =49 28ty 19 3}gtEolt},

HolofE] T 5l

[}

ae]

W 1o] vehd vhel 2ol sheH4 2¢] stgERRE AzE S Ao S

o
y

sk,

4 180] UE wish gol setA 219 HFEERY Axd 5

(e}
Lless

EAS e (1-iii)2

SHHE (1-111)

(7 44013 7 S8H4) Tpo] A\ AW welel shekA 19] st

o
y

_35_



[0127]

[0128]

[0129]

[0130]

[0131]

[0132]
[0133]

[0134]

[0135]

[0136]
[0137]

[0138]

SSS0ol 10-2563227

=
olo
i
—_

o .

MeOH, H,O ;

A

514 I-iie] HPES 0 UX) 50T LEAA B L vjees] EGE F 44 29 SFEe Falraito

2o Aol o8 Axd & Aot

sh5hy 29 SHEEE W3 200 vhehd wish gol shahy 39 SYEEYE AxD = Aot

@

shob) 2¢] HEEE 0 U 70T LEolA AT A7) % gule] £A shol HFRB)] AHAA (4[]
]

A 1GE SRl Al geleln (s ol 2Eedels, nadelt EE aocels) St AZE(dE
Sol Mdldel= i BAUel= ol e Acke) o AL Ak, ATE P A 2F Shaddel=
3 OUEF sholmelolmolth, A3e Sule] o obdE W N NTIMYERIEelth, oje] AHAA M),

C o9 el 2-(LEedE sy Holeznzels 8 2 Fmm s FzautelEe U on
o8 .

SHFE(3)2 WhE-4] 3o urebdl wheb o] 33t=(5) 25 E Axd 5 .

uk3-2 3
0
NC cl
NC al
O/\@\ (0]
%
7
© s

3}8hA 39 FFELS 0 YR 50CY LEoA fuj[dAadg tE22ver £
(5)9] 2,3-"HE22-5,6-TA|oFe—p-Hl 27| =(DDQ) 2.2 9] A oJs) AxE 4

= (5)2 Whe4 4o yEkd nier o) seE(6) 25-E AlxE 5 o

SHEUEH] T shgh=

2= X
T
A

3
t}.

_36_



[0139]

[0140]

[0141]

[0142]

[0143]

[0144]
[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

SS90l 10-2563227

e 4
~o
, oM _o_Jcl Lo
R N o R2
_—
N o” D O/\@
o 27| N. -
1 o] o
L 4
(6)
®)

skt 5] ghehEE 0 WX 40T 2ol A5k 971 % &vle] EA ol Sat=(6)9 F==ME Hd
olel2ze] Aol ofs) Axd 4 k. AR 4719 A= HEF spoj=tol= B Edodopnlolt}. A9}
g gujo] o= tEREve 9 N NP E ot =t}

b= (6)2 Wha2 50 yekdl mie} ol st () 258 Axd & o,

ot
e

i

rm
olo
£

% 100 1HX] 150°C91 SrolA, Age &) &, dzHE= ﬁ}fﬁ%(ﬂgl e 7= A
| o A 7] Ofllt 1,8-topAt
el o= oPHEYE™-, N AT

)& Wk 6ol vrERdl whe o] sheb 8 Bl 99 SphERAE Ea wheA] 169 UERd whe} el
&4 10 2 209 serE Ry Alzd 5 9

shsta 7¢] SRS 50 WA 100Ce] LEAA Aqe Suje] &4 sol HFE()S] a-AR o] 2H2(9)9te]
o] o) Ax® 5 Urk. WFF B9 o= vEke 2 olekLolth, w4 6o s, ofel a-AE o2
2(9)7 AH o ol & et di g TR E B oE -wE-2-8 23 o] Eol ).

s}54) 8e] ShgrEe WgAl 7ol ekl vhsh ol BeHA 10 % 119 HgEERY Ax8 5 o

H
N1

" IGO0
1
o~ EDCIHCI R o

(10) 20

3lehy 89 e 0 WK 40T9 2
Z(EDCI - HC1) E &wje] &4 st 3}
Aest grle de IR 2vg 2@ N YuEZz ol =olt)h. whgA] 7o s, oz dAste]=ekxI(11)9]
FAHRo ol & JhEsit. o WEste|=gl 2 ojdslo|=gklolt),

ol A N-(3-t]u|Ro}u

lexzg)-y-ogrturielu = sol s 2 2ot
P 109 e % 2as

stol=ehxl(11) 9] vbgol ofa) Az=d = vt

_37_



[0154]

[0155]

[0156]
[0157]

[0158]

[0159]

[0160]
[0161]

[0162]

[0163]

[0164]
[0165]

[0166]

S=50ol 10-2563227

shaba 10-i9 shEE2 T7F shea] Tpel A3 wd mElQl sea] 109 sEEeltt. 3= (10-1)2 ¥g2 8
of e mle} o] 3EE(12)ZHE AFxE F Ut
HkS-4 g8

. X22 N X21 22 X23

X X

Q M-OH Q
~o ¢ ———> \o X2

o MeOH, H,0 o

/
/

(12) (10-)

3lsha) 10-i9 3}FEL 20 WA 100Te %ol wes 2 &o] 38 F 33k 129 329 47y F
& Flo|=FAlolm2 o] JhEREEd o AFzE ¢ vk, FEE I G Flo|nEAlolEe] d UYEF 3
olEFEAte|E H ZF Slo|=FAlo|= ot}
sleta] 129] FEL W52 9o YEld nie} o] EHE(13)2HEH AxE 4 Ut
Bk g
)Ofl ’: i
K2C03
otHlE

(13) (12)

SN

A 129 B3RE 20 WA 0T SEolA obE F 4 Fmulol=el EAl sol Heta 139 sRel
RSN 2ReolERe o @}oﬂ o8] Azh & v

ob4) 139 sgEe WA 100 e el o] FRBNRIE AxD = Ak,

(14) (13)

21 139 FEFELS 20 WA 100C 2%ZoA AH AW Akt e 34k &4 sbo 33E(14)9]
Hele 2 9] o A 23} o&) AxE & AUt

21 100 oi&l, 35HE(14)9) shye] o= A ldnalytical Biochemistry, 1966, 16, 2531l we} A|ZH,
3,6- ﬂJEE 2-sto|EEA-H ) ol ELtolt) . b2 $3E(14)2 RESA 119 whet fAskAl 42 5 9

_38_



[0167]

[0168]
[0169]

[0170]

[0171]

[0172]
[0173]

[0174]

[0175]

[0176]
[0177]

[0178]

[0179]

[0180]
[0181]

HS-4 11

HO X

X
x21 X23
Z X24
O\

(16)

S=ES35 10-2563227

22

HBr, H20
HO x4

OH
(14)

Y

20 WX 100C 9] 2xeA 53 #9E(15)9) BEsFatend Ao o) Azl 5

wE3-4] 120] vhehdl mish go] BB (16)=RE Axd 5 A,

X
OX21 x23
RUC|3'XHQO
24
—> HO X
NalOs, H,O o
EtOAc, MeCN ~

(15)

31ea 159 FIAELS 0 UK 40T X0 E, o€ olAHOE W olNEVEH IR ZF ZHEF EF
Z2glolt FolmgolE W UESR WEH Yo ERZRE Y XA AR FHEF HES2Ae =z 3
E(16)9 Ao 93] Ax=E & Yr}.

318h4 169 B1EHES wFe A 130 e ule} 7o) BHEE(17)2RE 42" 2= Q).

vk-&-24] 13

OH
(17)

a5t 169 SHgEe

=29 Age] <3 A

Me
_—
Cll7|

(16)

20 WA 70Ce &%

=4 % 9tk

14 Age 97 2 glel E4 sl SEEan9 uﬂ 2.9.}]

2 etal 7)o di= ZE JFlHYolE T UEF dlo]=EAlo]=

@ guje] o= obME B N NTHEEZo N =0T,

sep4 17¢] BHgES

uk&-2 14

\\_\

(18)

SEE(17)2 180 WA 220C9] &

o}

+
g

HS-2 1400 vhER

uhs} o] Alz® & 9},

X22
X21 X23
DMF
—_—> F X24
OH
(17)

Eol A, N g EEolv=e] 24 sholl Sk (18)e] shdel o8] Axd

_39_



[0182]

[0183]

[0184]
[0185]

[0186]

[0187]

[0188]
[0189]

[0190]

[0191]

[0192]

SSS0ol 10-2563227

KR
S

1>

149 &, 3FE(18)9 shte] o B&[J. Chem. Soc., Perkin Trans. 2, 2001, 1824]¢] wha} A=
, 2-GEZA-1 4t ER2-HAolth, tE 3FE(18)S WA 150 wiel FARsHA §8E S+ .

w4 15

i T

X22 x22
N x® K>COs X2 X
24 + Br/\/ i 24
X ohiIE X
OH o

L (18)
(19) S

SHEE(18)2 20 WA 70T %4, ZE FtEVE B ofAlES] &4 sl s3E(19)9] ¢d HEnfolt
29 Ao o Azd 4 ).

21 159 g, o948 HE 33HE(19)0] APHoer ol& Jlesith. de 2, 5-UERENHE 2 2-F2-

i) (COCI
m I)(guﬂ . i R
DMF (cat.) /\OJH( o
HO o)
_—
L. e LA

A NP ESo B ]le) xotaie, At
Aol ofel] APA-FAET. A dr]e] o= Egedoty
gl FRIIFo|th. 348 209 sgE2 WeA 179 vE
ZHE(9)RNEH Axd 5 9

4 N
(10) o %""o IS . oﬁo/
/\OJH(RZ
P
R’I
shetad 7e] SHEe 0 U4 2508 ol ATE 971 % okl 24 S, AEEQ0e ok Fro
= FEARe] sho]=aFE(20)9] N-oladslel o9& AlxdE old FZgol=E 0 WA 50T &kollA],
3] S

2 vgdeltt, A §vie] o= HEzad

o} =
% seka] 109] e S4Y Freje|mre
W oukel o] dAstel=a(11) 9@ a-AE 9

vk3-2 17
Rz\n)ol\ + H _MoSO: JOIYRZ
o™ 1 N_ o
o R~ “NH, CHCls h
SNH
9 (11) (20) |'a1

3H3HE (2002 0 WA 40T 2%ellA, MgS0o, B FR2R=FF &4 stol dstol=gbxl(11) B a-AE o=

40
HE(9) 258 Alzd 4 vk, wkgA 1700 e, of2] dsto]l=exi(1l)o] FdH o o8 7besitt. o+
Hgstol=ebzl B odetol=gklolty, wkgA 179 dial], o a-AE A=EE2(9)7F AR o] & THe
stth. o= od v FHo]E 2 old 3-mE-2-SaREl o] Eo|tt,

_40_



[0193]

[0194]
[0195]

[0196]

[0197]
[0198]

[0199]

[0200]

[0201]

[0202]

[0203]
[0204]

o
J
Jm
Qﬂ

10-2563227

w34 18

(l-iii)

SR (-111)e 50 A 70T Sxeld A A7 L gulel 24 stol ety 219 SFEel AAAA
WIA714 Lo ol27], oAy Felol=(alE o] FRetol=, Havjol= m gortelm) Fi AEyo]
E(dE ol Mol mi EddolE)oltHRe dUse] oa Axh 5 ATk, AT Qrlel dE V=
F AN ASAE, 2§ A deE 2 JEF stolseolmelth. 43w §ule i HEsol
cR¥g, 2-ud HESS|ERFd B N TRl selth, g AURA@), EE ole] Al
s-(neudd)sd dolmznzns W »-Zue sIuaddeoE]d Agdew o e}, s

&l
2 219 FFEL w4l 199 el Az},

HBr (aq)
_—
7te
N
¥
R ()

a5t 219 SEe BRIV HEHELY

2] 200 whel A€,

84 20

MeCN
74

(23) R (22)

shob4) 229 BB 50 WA 150Ce] LEA hAEUED F 84814 239 shol=ebEe] 1,8-tlolbubol A}
o122 [5.4.01 £ 0~ 7-A[DBUL 0.2 Fhedel] olaf AR 5 vk, sholmebE(2) e e 210 Wl Az

=
vkg-2] 21
©)
22 O 22
2 o 2 s
X X2 ~ R L X 23
@] 0 (@] @]
H,N E—— N
2 \’T‘ N . o \ll\l N
o
2
OMe It R R1 OMe
(24) (23)

ol

3}8h4] 239 slol=#}ES 25C WA 100CT Y 2%olA Suj[oA Hes = ] & 33h2 249 38

il

_41_



2}

ol &

, CAS ¥

10-2563227
tel

°©

Eas
ERSE]
e

p
L

kv
T
=
=

a1ty 249 ot
o

s==4

=

=

POl =2

e,

[<)

3ol

i<

[<)

=

1, ddg] a-AE A2=HE()7} A

g glo] Eoft},

[¢)
o7t 2

=]
B
23
X
24
X

21l o
ES

7t ol m|
s

©
il
X22
OMe
E)
=

34

o 3-vlE-2-
X21
(24)
)=l

|
R!
=7

3L

st olel go] o]

o}m] =

€]
=

o el
(1)

[V-(3-E1 0]

17k R AT

[e=]
=

=

EDC slo|E2E22I0|E
boll sheb 153 B

2}l

°©

=
=

2

=
-

soj==

OMe
[e)

NG
EDC

(19)
%_

o] a-AE A=HZ(9)e] 7}t
25952-53-8]9]

sheha] 249 a2 0C WA 60TCe] 2=olA Guj[odd HEz=zve, HED
2]

Hhg4 22
HO

o
=3
E
e

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

ot

N

=AY of

[0209]

R

)A

el
B
23]

=

olo

A,

ez

E
—

i

k)
o

o] 2]

1 4 ek,

[Manual on Development and Use of FAO and WHO Specifications for

Pesticides, United Nations, First Edition, Second Revision (2010)]°l & *

Al

ol %

=i

349 3, 7He4

[e]

g, &

el
i

70
B

o

el

[0210]

A, mdg

to] Alzd

°

A oprHtES Z9
BE 0.1 WA 500 mpe]F o] A

o

.

[0211]

o 2EA/RET

=
o, A

Zopy]

ToR
)

+oaf

o
o

E2q

FE, PAEUED, oy

=,

= g A

o)
A=A,

5
o}

i=

A

ol

24

L=

FFWMEE AR FAH ek,

o
=
[¢]

Al

, okAlE, WE old AE, Alel

i

k)
o

Jt;sjl-‘

VS
5

]

Lo ~H Z

Aol e GHRAATL, vlolAzAE AT AeEsE A
2

_]

H
A

(o))
<]

F ¥
2k

Ea

SENEEE N
A AHOlE = FgAtel
2

| E

LA

vl
3=, oW opAlHO]E, 2-F =, P Fryo]

AL, A oHE,

9

A

A

[0212]

)

AHE, Helddl 2= od dH =, Heddl =

3y
L THE AFAb]E, 1,4-1)

g1l g E opHleEo]E, Hel

_42_

=

o]

ST
X

HZ, NANYHE



10-2563227
g 2

olArEY

=d=,

pilid

El

SEE4
OFAE| o] E |
GRS R REIKS)

ulg] ~g ol E, SEA, g9-dolwl, HA|

g
YAl E ofAlHOlE, SYAE Y

)
=3

]

=

o} 1
ST

eeo] =
Ea
E, =

o]

EEREEEE
2ol

)
=

=

i
=3
3T

z2
o4k,

]

2}-3]
o] 2~
, ZEY

=

2eol=

=
=

|

FFHAOlE, 1,1,1-E2F 220 e, 2-Feh=,
gollo] =, g

=

Ul
2]
Ty
i

zzoddl, HAESRzdE, o9 opAdEo]E, ofd ofAEHo]E, FE oA

=
HE dEE, to

E

©9,

et v

1_\_}_-,
HolE

EAX

2]

Ty

=t

ee

%

o
B

)

E

3|
A=

ghol= HE, Hel7t, eBAlE

SEER

=

LS|
Al

714,

[0213]

22|

o}

[0214]

7}

J

%

Ridgewood New
o, 2d HIHAE &

MC Publishing Corp.,
d& &

22 7|22 0.01 WA 10%°]t}.

RE

=

[McCutcheon's Detergents and Emulsifiers Annual,
84

Jersey (1981)]° 71A1€
133 ol A o]

= A

A, oA EE dEsAEA e T

A}
=

[0215]

I

=g o

2 A7

o
-

7H 5 gld

=]
g=i

2|

I

I

0

L

SHAl =

DEEE

ul
=

27| of] o]

g 2
=

|
, Southern Illinois University, 2010]¢]

=1]
=

th

10 Edition

81 0.1 W 95 0ol shehA 1] shgh=

1 A 99.9 3% AY ol FHtES

golE, v ZujHolE

Aol

H
[Compendium of Herbicide Adjuvants,

g o=z 0.1 WA 99 5%, &

CsCo A

A

L

A7k

=]

o]
=4

[0217]

el
nze)

X

N
o
Ho

el

pl

o
ToH
2

et

BH

L
L

SHA

0 WA 25 =
uhgHA 5
7]

L
L

}

kel
i

A3

wa e
_Or

=
5,

u}

ul
=

=}
=

[si3

, AlelE &l

3 olure

BE 34 A

_43_

p
L

=1 U 99.9 S A
2% A8

L

]_

[0218]



[0219]
[0220]
[0221]
[0222]
[0223]
[0224]
[0225]
[0226]
[0227]
[0228]
[0229]
[0230]
[0231]
[0232]
[0233]
[0234]
[0235]
[0236]
[0237]
[0238]
[0239]
[0240]
[0241]
[0242]
[0243]
[0244]
[0245]
[0246]
[0247]
[0248]

[0249]

[0250]

[0251]

>
>
2
Ir
f
.
oL
tlo
B

1 WA 95%, wigastA= 60 U= 90%

Al 1 WA 30%, vrgAstA= 5 WA 20%

1 WA 80%, vrgAstAl= 1 WA 35%

0.1 WA 10%, vtgAstAE 0.1 WA 5%

99.9 WA 90%, vhEAsHAl= 99.9 WA 99%

5 WA 75%, AFEAEAE 10 WA 50%

94 WA 24%, viEASAE 88 WA 30%

Al 1 WA 40%, vrgAstA= 2 WA 30%

0.5 W= 90%, wiga3tAE 1 WA 80%

Al 0.5 WA 20%, vl&AstA= 1 WA 15%

5 WA 95%, vigAstAE 15 WA 90%

0.1 WA 30%, vt&astAE= 0.1 WA 15%

99.5 WA 70%, vrEAsHAl= 97 WA 85%

7FE G ASHAIRE, o] & AlgehA] =

25% 50% 75%

O EYolE 5% 5% -
T4 dilo]E 3% ~ 5%
F tolafEyuzedld zuyoE - 6% 10%
Zydgd & deHE - 2 -

2k 5% 10% 10%

25% 50% 75%

_44_

ol



10-2563227

s==3

5%

5%

5%

of
!

44 |

[0252]

5%

5%

<

=)
H
ﬂ

[0253]

40%

FFed 65%

[0254]

20

T

o

[0255]

[0256]

iy
i
Ho

T

oF

[0257]

10%

H

3}
=

[0258]

3%

Zeldddl 22F JdH=

e

[0259]

)

=

(4~5E2] olEddl SA}o]

[0260]

3%
)

[0261]

4%

=

2282 og 2 (3529 oeldl £ alo]

o =
T &

v

[0262]

30%

Apo] FZ A}

[0263]

50%

[0264]

Hel o)

=29 3

= 84 ouae

[0265]

c)
6%

b)

4%

5%

[0267]

95%

o

[0268]

94%

7w

[0269]

96%

[0270]

i

H

Ahgol

[0271]

$EFA A4

[0272]

15%

[0273]

[0274]

1%

FHeH 82%

[0276]

8%
(

T

0

w

S

[0279]

3%

AFeE 200)

=B
=\

gelgddl 27
FHEH 89%

3L
=

[0280]

[0281]

2 g5 qedr.

SO

[0282]

A% 53E

[0283]

40%

H

0

o

S

[0284]

_45_



[0285]
[0286]
[0287]
[0288]
[0289]
[0290]

[0291]

[0292]
[0293]
[0294]
[0295]
[0296]
[0297]
[0298]
[0299]
[0300]

[0301]

[0302]

[0303]

[0304]

[0305]

SSS0l 10-2563227

z294 =& 10%

s FElodEd 22F dE (1559 dddl SAle|x) 6%

UJEH gawAdxyeE 10%

FHE A A S 2 1%

A A5 75% olHd FH) 1%

s 32%

A EE 23 obrRtES} ™eEA EdfEo]l Y $HES Awstal, 125 H <199 dste 54 dy
No| F=eo] 3| o3 5 4 k. o]#d A4S o] g3, AolglE AEWR ofye} AE FA B
o] AEH i, &5, 7] e AA ] o wAEe] o3 e & ned 5 vk

T4 AYE 354 FE

& A& 40%

z2a0d FF 5%

A FEkE PO/EO 2%

10~20 =9] B0 ¥+ EgxE s 2%

1,2-Wl =0l RE]obE-3-2(5F 20% €92 FE)) 0.5%

Bawolz-otg Z4 A 5%

AP Z QA (FF 75% HA FH) 0.2%

5 45.3%

A EE 23 obpRtES} ™eEA EdfEol @Y $HES Awstal, 125 H 199 dste 34 dy
oMol BEReo] g|Ae o3 52 4 vk, o]Hd A S o] &3te, ofds AEER ofyet AE FA 54
of MEl¥aL, &4, 7] e A o wAAE o3 el o) Red & vt

o Aol o) 2/ E 2] v D A- ] 5 D o] A opu] o] =-E
FEEDI EFAT. ) EFES ek A4 2k B4R 9 12 Re] Beuldeae, 0.05 P

=2 Fol f3pach. A7 AWAel 5.3 o 5% 2.8 %9 1,6-Tjobu] a4t
EHEE WA FF igol fRd WX ERES AT 0.25 ¥ SAA U 3 ¥ BAAE W7
o FEHE A4 AN egsat. Aa o
_]

uwebA], sheka) 19] HEES s o]t thE Alx:AI%te] XFo R o] &Eo e Ax EFES ATH F
ATk, olglg E3HE] FA A (AV|A, "I"= 52 19 SFES U= 1+ oMAESEE] [ + oA
ZR2o2dA-UER; [ + ofF2U; [ + 4gZF22; [ + S2EAY; [ + ofwEA; [ + oju|7}2u}E; [ + o}
WEAFE [ + o ixlo] S 2FTERE [ + oI TT; [ + o EE; [ + opdyh; [+ ofESkR; 1
+ MAF2Z-re; [ + ERE; [ + vfo]Alo]E 2T E; [ + vloldma; [+ HAaYEW-UEH; | + BEnpa;
[+ BEEAY; [ + BegUa; [+ JIAEE; | + 7JIE0EHdE-oY; [ + FRYELE-dd; [ + FEZE
FE; T+ ARAFE; 1+ FUHEY; [ + FEUYE-Z2927; [ + F201&; [ + 29I =; 1 + Alo]
SR E-FE; 1+ 2,4-D(FH 4 9 o9 2-odad o ~gZ 23); 1+ tho] ;5 [+ waddsd; 1+ o3
v (EFuE, o=z Hi-olu|ex2dvd ) ZFY, tZEFolyl, fudelnl, tuedEy, oY Z
F 2 UEF d 2F); [ + ZEEF-dY; [ + gAXFHE; [ + tSZAYUzE [ + OSFAxI=Z; [ + o
EIEF22; 1 + gudoln|=-P; 1 + UHE tEHZulo]=; [ + g9E; [ + o AZZIEH; [ + JEFH A0
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omn

E; 1+ d5AZR2Z-p-od; T +
[+ =5 7]'EE]'”“_‘4'EED [+ SFFeAE; T +
FIEAFE-ME-UER; [ + EFFAIE-0E; 1 + &
t =T A E (0] ] O*E% 9 X)L+ =
ﬂ) [+ SepsA-veg; 1+ 2245
2 1+ oAb = T+ 0113}1}%: I
SHAFE; [+ 8WMAFE-YUER; 1 + S5AY; [ + JHAF2npE; 1+ o]
SR [+ 2FE: [+ WZIEF-P; 1+ o OML, [+ WA8FE; 1+
= T+ B ESR; T+ UﬂEHiT_, [+ HESIFEE; [+ W5FE; [ + HE
+ EYUClE; [ + YZEgpulo]l=; [ 4 qfvfg%‘—%, I e
SARHOREA T + SAHoRE; 1 + SAEF24; 1+ JJrEb%E Hazehel=; 1
2 1+ g 1+ FE23; 1+ F2Z2val; 1+ gx5A0; 1+ 431]93}:@2'
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[+ F20UEF-Z2aagd; [+ F20E; 1+ 2,4-D(0]9] 23 o 2 2-ogay oﬂ*Eﬂ
° W, o=z, Hl*—o}ﬂlizi%uﬂﬁ‘, =¥, "o, Huidetdl, o
2 UERF 4 XF); 1+ UrEERE; [+ UJE teavjo]=; [+ _aL‘r“O]'X1i P-es T
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+ AT E-gd; 1+ dEAg-AE; 1+ R0 EAFE-HE-U4E
QOHAMLFE-YUEF, [ + fadF2; [ + AdFE2-HE,; [ + Uﬂ AFEE T+
TRAZIEE; 1+ AHAEEE; [ + HFAME | + IF54AE; [ + EXg
PaFE 9 1+ EgulrE-vde] L.
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[0310]

[0311]

[0312]

[0313]

[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

[0320]

[0321]

SSS0l 10-2563227

Foldl, yrdoeld, YueddRy, ZF % UEF ¢ XF); [ + o 2Z2I2H; [ + HSAZEZ-p-ofd;
[+ Z24de 1+ ﬂi}*/\]%ﬂ e [+ dRAF2-mY; [+ QeAAFE; [ + gu7l=uE; 1 + WHlo}
AE; T+ mAES; [+ WEAFE; I+ %EMME: [+ LELMATTE; [+ SAHol24; T + Ao}
E; 1+ HAgWEd; 1+ Axndg; 1+ HﬂEla}ii ;I + FEEGUolE, [ + IPRAFE-ddY; [ +
A T+ Fgzggs; 1+ 9828 1+ HFEEYR: [ + EgolatE 3 [ + EgjoldFEo] 234

o}.
fFold Az AlolE A8 w3 Az EFEE 1+ oAEFoEd- Ur_.*u*v [ + olWE™; 1 +
olEZX; T + MERE; [ + HloAlo] 223 E; [ + HEEAL; [ + 7123 E d——OHET + FRIFE-AY;
[+ FHEY; T+ Z20E; 1+ 2,4-D(o]9] 31 9 4 2-ogda)d o~gz ¥3h); 1 + EV‘B}(OH S
B, oexad njx-oinexz dud, %, E]%FJ olrl, tugo}wl, E]Uﬂgo‘ , ZEF 2 UYER 4
X 1+ HFE HHEH}OL, [+1t° H AR P e T 4 §$°}X]%——P—l‘%%; [ + Z5Fglo}
AE; T+ FFHSA Ak T+ %EEAMI lE(°1 of 4w o X3 I + S EAIE(]¢]
SEE, O]izi%%‘ﬁﬁ ‘%‘ ZE ¢ X3 1+ ovAEgE; T+ gES; I+ U1]¢EFJ%; [ + fEgE2
2, 1+ WEHRZ; [+ YIAFE; 1 + SAEF29; 1 + jer’/‘r?JrE HaEzgels; I + Admad; I+
AE D + AZLZEFP-AE; [ + AZFAGA; [+ AEAY; [ + SHESEas 21 + HAE E}%Ol
RAsinci=}

stekal 19 3RtEe 3 EVE Eg, o& E°] T[The Pesticide Manual, Fourteenth Edition,
British Crop Protection Council, 2006]¢ A3® e} 22, oAHZE £+ A9 Fed 5 Urt.

steta 19 SEE2 T3 U2 sdsieEd, d7id AXdA, AAEA, e Ay EFEAA o] &=
T 9lar, 1 o= 3 [The Pesticide Manuallell #|&-#t}.
sheh 19 3tE o £3F stEY 9 &3 Hl& vl s AlE 1:100 WA] 1000: 1]t}
ZFEL FEsHAe A7 duE AFAdA olgd 4 Ari(e] A, "gd A" s 19 stEY Y
By 9] Z}zhe] EgEo T3 Ao},
2 Ao 38 19 SEEe E3 AlxAd S48t 23E 4 dok. v gk 23 (VA T & 3
21 19] 3ItES Yepdthd e 1 + WiEAI=ZE ) T+ %E%E*ﬂ‘z—”‘“" [ + Aol 2 dTlnlo|=; [ + HER
2re; 1+ AS2gE-dE; 1+ AS2H; [ + 25294 1+ FLE= 1 + o]&AdA-olg; T + =39
Z2-tdg; T + N-(2-HSA =D )-4-[ (] OFU]L?'}E%)OPU]L WA Zolm = 9 [ + SAMEZdo] 23
R=

A-old, FEAEANE-HA LD/E= N-(2-mSA =Y )-4-

=
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>
Z
rofo
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n
_L
L
m
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i)
o
[
o
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o
I

o] 53] upgha s},

sk 9] g3tEo EAASAE T3 o5 59 #3[The Pesticide Manual, 14" Edition (BCPC), 2006]°l
AFH vhef 22, dzHE 2 A9 FJEHA F . FRAEAE-IH g AF-2 WO 02/340481 1Al
B ke Fo] ol9 E, UEF, ZF, T, vtvlE, €Fvs, 3, dEw, AR 9EE, A¥E v X
2¥F FoE HEHH, {eiio}é—ﬂ]‘éoﬂ g3k A5 AEE2201E Fo= HEEY.

v A SHAE 8Fsha 19 3EE U S gstAle] 3 vl 100:1 WA 1:10, 53] 20:1 WX 1:10]t}.

R fsAE 271 Q3R AGNA olgd & Arkel 49, "BA AR e oA (o] BB 54
3

[e5

el st o] e ARAR Fgsi tebd @ wde
A

2 £ 14
2o Aol WHE FAm THAT. Aol't AW, 4% gh b AY Tk el g L gaE
gt AwAom AojE AR 9 gt AR, At AZo 44 FoAY 44T e

g].’cﬂ—/ﬂ 19] 3}gtEo] A& u]%_‘%
T4 =Y A a"doere 2
2oAE 0, A48 A 8%
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[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

[0329]

[0330]

A EE Xﬂiﬂ] %EHi(Gﬂ% Eol, ALS-,
s o]

GS-, EPSPS-, PPO-, ACCase- 9 HPPD-A3|Al)el Uido] A7 54= = ojof k. T

A & Wl ofel ojvvEei=, dE o] onpAE e W] A %31‘%94 gk o= Clearfield® 3}
7] A GEEeld. 4 22 el o] AxACd Aol AR sFE

RoundupReady® 2 LibertyLink® 3}ol] AHdA oz o]& 7}53 FHITAo|E- W FFIEAY|o|E-YA] 4
EFo] xdy. 53] ulgdg e deoA, 3 A&, dE 59 W02010/0293110 WAlE mie} o] ZTEA
El Mo E &Y A ERNAFH oA E JTdsESE 225

FAES e A 22 Wl oa el 2Fel Aol A AE, dE 9] Bt ST (E2HE W UiA
), Bt H3H(F3} vpatwlo] WAdd) R wE Bt AN A el W)l AeR ol ojof g}, Bt
S9 o NK®(Syngenta Seeds)®] Bt 176 &< 3dlelH=o|th. Bt =4e HpEE A FI7]AA A~
(Bacillus thuringiensis) =% drd|g]ole] o3 <l FAHH = dldor}, &4 EE old S48 A4
I A= EdaAY AE9 o= EP-A-451 878, EP-A-374 753, WO 93/07278, WO 95/34656, WO 03/052073 %
EP-A-427 529¢] 7|AEo] vk, &F WS TSt gt oo 545 wste oy oo fHAE 2
e EWaAY 4E9] o= KnockOut B (Z457), Yield Gard® (Z4=5=), NuCOTIN33B®(%&3}), Bollgard® (&

3}), NewLeaf ® (71#}), NatureGard® % Protexcta®o]th. A& FFE e o]o T2 S48 A zxAd Aol
AE Al 2F Holrt HE d UAdo] AdS F JT("TH" EWxAY oMIE). odF B9, TAE =X
AelEof tis] WAdo] e sAldl A% Cry3 @i s ddst= 58S 7Hd 4 Q).

FAES E3 TAE ST UH Ee §d 2 9 F5HY 429 4AF FH(dE B9, ANAdE A oA
A, 8 =2 Y97 2 A" 3D S Egcte AES XsE HoR ol Hojof gtk

02 F83 A5, dF 5o Fx-3~ AUy, FTU L ArloA 9 = uE 437] s AdHe=
7|9 2 E, 2 dd AE, od3d ¥ £ dEe] x3d

il 2 gL oyl B gwel Fx FS Alofstr] fE ol
2 01‘? AFAor Aojd + e U F9 dolv LrAFFL veFro U= (4lopecurus
myosuroides), °©FHlvt ok (Avena fatua), He}7)olg]ol ZdEb7|vlot(Brachiaria plantaginea), MB.E5-2~
Y5 (Bromus tectorum), AFO|HF22 o 2~ZFWE22(Cyperus esculentus), TI7|EbE]o} AdFde|=(Digitaria
sanguinalis), o7\ Zo} AF~-ZA2 (Echinochloa crus-galli), & I (Lolium perenne), Ei|&
HEE2% (Lolium muitiflorum), 3F De|oVM - (Panicum miliaceum), X StFoF(Poa annua), AEFE]o}
Hl2lt) = (Setaria viridis), AEtelo} sbwle](Setaria faberi) B 4227 vlolZeb(Sorghum bicolor)7} EHE
ok, Aoj= 4 e AEel £ dol= olRe R H Qo Zat~El(Abutilon theophrasti), ollHEA P ERZ
M2 (Amaranthus retroflexus), Whol®l DRANBidens pilosa), Aw=EY]% L& (Chenopodium album), 3%
2v)o} SHl2Z e} (Euphorbia heterophylla), #Z®l<s o}3}&lvl(Galium aparine), ©|3EZEeo} 3ldgA o}
(Ipomoea hederacea), 7)o} 2~z }e]ol(Kochia scoparia), E2is ZBEF(Polygonum convolvulus), Al
o} 29 =} (Sida spinosa), AW~ o} 2MIAIA(Sinapis arvensis), EebE UILH (Solanum nigrum), Z~€1&}
o} wlt)ol(Srellaria media), W EUI} HAEA I Veronica persica) L ZVEl 2EFvle]%(Xanthiun
strumarium)©] X, Fxole Hg w2 AEE FE F UAARE 54 AG wllA AHAUG(CEIA)
doldt s&E9 o FFeA @A FARRE A= AHAAA ) A=l X ¢ k. ol=g AAAA &
LI AE EAT 2 AxAd WAdel Id& 5 STt

rr

wgg YAl Aok FAF g
woge] g el B F>Ad7E ofAl Aol S HE AdAlE] dlAd Aotk el wWeelA Hlof

_49_



[0331]

[0332]

[0333]
[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

SS90l 10-2563227

UA 93 Al walE & glgo] ojald Aolt.

Az
AAd 1 4-[3,6-tEE2=-2-2-H LW EA A ]-2,6-TH - g }H-3,5-t], EFPYEFLZEMHE
A o] Az
cl
0
0
SN cl I
,{,\ o O -HO” “CF;4
N
I Z

1.1 2-¢¥-3,6-tEE=-m=

-G HLA-1 4-UE22-A(1.0 g, 4.9 mmol, 1.0 eq.) = NAmuﬂ%ﬁ%o}u]E(o.l nL)e] TIES 1A7H
TQF 220C Y F REAA Attt EFEC] A7 WAHEE T, IAF F sFche] 2-4¥-3,6-1
SR2-FEs 244 2U=Z AFSAT0.99 g, 99%).

cl
Z cl

OH

I NMR (400 MHz, CDCly): &y 7.18-7.08 (1H, m) 6.95-6.85 (1H, m) 6.02-5.84 (I1H, m) 5.71 (1H, s) 5.14-
4.99 (2H, m) 3.59 (2H, dt).
1.2 2-¢49-1,4-4E22-3-1S5A 44

QO =wEH(12.9 mL, 207 mmol)<S o}AE(490 mL) = 2—012—3 6-UEFE22-9%(40.0 g, 197 mmol) 2 Z-H 7}
HUJe]E(30.2 g, 217 mmol)2] detdo] 7t EFES 24417 5 A2oA wtelglt, EFES A3}
I ogNE Y F T o}OﬂB} AFES gog o E=(150 nL) 2@ =(150 nL)o] o] &A1 & Eas)
Art. 7] %%%g MgSO, el Hzxsta, 244 ZEHS FHAN7IL IF F 5534 2-¢4H-1,4-tF2=2
-3-w| EA-HA(38.0 g, 89%)S LAXM o A= AFsTh.
Cl
/\Q\0|
O\

HONMR (400 MHz, CDCL'): &, 7.23-7.17 (m, 1H), 7.14-7.07 (m, 1H), 6.03-5.90 (m, 1H), 5.12-4.96 (m,

2H), 3.86 (s, 3H), 3.58 (td, 2H).

1.3 2-(3,6-0F 22 -2-WEA-H|d ) o}H EAL

FHE(II]) F2go]lt slo]=#o]E(0.355 g, 1.71 mmol)S (250 mL), oFAEUEZ(170 mL) 2 og o}A

Ho|E(170 mL)9o] &£3E = 2-dd-1 4-tF22-3-WEA-#A(18.6 g, 85.7 mmol)e] &M H7legok.

E% HEH R 2 HOlE(91.8 g, 428 mmol)E 30&<] 7|7t HAA dFA HuFsdv. EFES 108 Bt ﬂ%}
T 5C7HA] Bk, SFES 241k 23 YEF vEmto]date]Ee]l £8M(0.65 g/g) MR AAT

Oﬂﬂr Eﬂg% A(200 mL) 2 A3 F F2Eth. $£45E old oM EHIO]E(3 X 200 mL)Z FE3}SIT).

z8E 7] FEES NS0, AolA Bxsta, oiste] 1y F sF3AY. A AES S A9 A=20)

AH(1

B oa] FAste] 2-(3,6-tF 2 Z-2-1|EA]-3Hd) oA E

01

o™,

1.9 g, 59%)<= A uAZ A3,
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[0344]

[0345]

[0346]

[0347]

[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

[0356]

[0357]

SS90l 10-2563227

o Cl
HO Cl

<

I NMR (400 MHz, CDCIS)I Syt 7.28 (d, 1H), 7.14 (d, 1H), 3.93 (s, 2H), 3.88 (s, 3H).

1.4 2-(3,6-tE 2 2-2-510| EEA]-¥ Q) o} A EAL

2-(3,6-T)Z 2 2-2-v|EA-3d)o} A EAF(11.8 g, 50.2 mmol)S BE3}5AAH(48% 8M)(100 mL, 887 mmol)
of M7lstal EFES A FoF 71 FFAIHT. EFE] ALK YAHEE TG, E3ES At
oas fgEder 2 oE olMHOIES 1:1 E3HE(200 mL)ol] EIAAT. EIES NgS0, FolA
Az

92%) & =t AR AT

Cl
(o]

OH

(<0

3L, 294 Z8HE FHA7IL IF F 5FsH 2-(3,6-TFRE-2-3lo]| =5 A]-Fd ) o EAF(10.2 g,
93\

(3

HONMR (400 MHz, CDCly): 6y 12.45 (br. s., 1), 9.91 (br. s., 1), 7.31 (d, 1), 6.97 (d, i), 3.72
(s, 21).
1.5 HE 2-(3,6-tZE2-2-5lo| =EA|-H|d ol AH | E

24,5 mL)S HWEL(45 nl) F 2-(3,6-TE22-2-3l0]| =2 A -Fd)o}H EAH(10.1 g, 45.7 mmol)e] &9
HA7reta EES 1A 5 7HE SRAFEY. £3Eo] A7 WAHES T3 (100 nb) 2 3438t
EFES 2R WE(3 X 100 nL)ogE F&31 23T {7 FZES NS0, AolA Axsta, 25Ad =8
S SHANA IF T sF3EY. 2AA AES YA 4E az2atEayd 93 AAste] WE 2-(3,6-t
Sz 2-2-3to|E2A-Hd ) ol H o] E(10.6 g, 99%)E AW uA = AT

Cl
(e}
AT

OH

HOMMR (400 MHz, CDCls): 64 7.22 (d, 1H). 6.96 (d, 1H), 6.13 (br. s., 1H), 3.91 (s, 2H), 3.74 (s,
3H).
1.6 HE 2-[3,6-tE22-2-[(4-HFA A ) v FA [ d | o} A e o] E

1-(Z22vE)-4-w EA-9A1(13.6 mL, 101 mmol)& o}AE(230 mL) & WE 2-(3,6-C]FZZ-2-3}0| =5 A]-
H) oA EHOIE(21.5 g, 91.5 mmol) ¥ ZF FIEUO|E(14.0 g, 101 mmol)2] @& Aol H7}sit. E3HE
T2AIZE FoF Ao wRksIT. E3ES AHsta ode [NF T FFIUY. A AES ZA] 4
azutEagge] o5 AAste] WE 2-[3,6-tE22-2-[(4-HEAFH D) HEA] |FHd JolAEI O] E(22.5 g, 69

P05 =T AR A FSSTEH.

Cl
(o]
AL,

(@)

o o

o<

' NR (400 MHz, CDCls): &y 7.22 (d, 1H), 6.96 (d, 1H), 6.13 (br. s., 1H), 3.91 (s, 2H), 3.74 (s,
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[0358]

[0359]

[0360]

[0361]

[0362]

[0363]

[0364]

[0365]

[0366]

[0367]

SEE36 10-2563227
3H).
1.7 2-[3,6-tEE2E-2-[(4-HIEA H D)W EA| e D oM EA

E(127 nl) 5 YEF Slol=FAlol=(12.7 g, 317 mmol)e] &NS wEH-E(127 mL) 5
2-[ (4=l S A ) w5 A o) D JobAlH 0] E(22.5 g, 63.3 mmol) <] §fel Hrbsta EFES
FAZRG. EdEo] d27HA dAHES Fiu Iy T sFY. AFes 2 a
A3FrEar(180 nl, 2.0 M)e] kel s pH 1744 AHdstste] A dde Lozt EdeES ot
& HSREWE(50 nL) Tl &siARY. E¢aS NgS0, ollM Axshar J z
sEAT. 244 e tERRvE-oladttoe o]
2119 OM]E’\P(B 0 g, 69%) < Ho|A A A2 A&t

H ONMR (400 MHz, CDCls): &y: 7.40-7.34 (m, 2H), 7.32 (d, 1), 7.15 (d, 1H), 6.95-6.86 (m, 2H), 4.96
(s, 2H), 3.83 (s, 2H), 3.82 (s, 3H).
1.8 dd (2E/2)-2-(ME3lo| =gt R ) Z 2o o] E

SRZRIXE(20 mL) T HEstol=2+7(5.00 g, 109 mmol)e] €4S 0TA = =]
T2 o]E(12.9 g, 111 mmol) = MgS0,(13.3 g, 111 mmol)e] EE-dle] H7}sledr);. wHe 2o

0

~Ay

N{
NH

T8 oA ot H MR o8 (400 MHz, CDCl3): &y: 5.58 (br. s, 1H), 4.30 (q, 2H), 3.24 (s, 3H),
1.92 (s, 3H), 1.34 (t, 3H).

1.9 o€ 2-[[2-[3,6-HE22-2-[(4-HFA A D) HFA Jo ]t ]-vE-3}o| gt = | ZE 9} o O] E

Sy Z22to]=(0.15 nl, 1.8 mol)E HEFEEWEN(7.3 L) 2 NNYHEZEEm=(0.1 nl)9 ETE =
2-13,6-t 222 -2-[(4-WEA A D) H EA] |3 D [P EAH0.50 g, 1.5 mmol)9] &<Mol] A7}sleict. Wxrt T8
g w7x] EFES 308 ¢ At EFES IY T sHE L AFES UFEZEWE(G.0 nl) Tl
A7 T 0CoAA TEFREAEN7.4 L) F oY (2E/2)-2-(dgdtol=gtx ) T2 a oo E(0.21 g, 1.5
mmol) 2 ¥ ET(0.40 mL, 3.2 mmol)2] &M H7I5TE. ERES A274A] 7MLH TS & F 16 AIZF Bt
WHESIITH, EFES HC19 84(20 mL, 2.0 M) 2 NaHC0;9] 23} $8H(20 nL) o2 MHAT. F7] 5
B2 MgS0s AollA Axsta, 294 T3S BHANA IAF T sFsth. 244 AES S 29 2208

agfsiel sl gAlste] old (26/2)-2-[[2-[3,6-0) F 2 2-2-[(4-H FA D) W 5 A 15l Job & |-el| -5l o] =
gz |29 wdo]E(0.12 g, 17%)E SAAM o=z AFslqTt.

o

(e
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[0368]

[0369]

[0370]

[0371]

[0372]

[0373]

[0374]

[0375]

[0376]

SS90l 10-2563227

0
C
/\OJV 0o
N
N cl
I 0

HONMR (400 MHz, CDCly): 6y 7.41-7.34 (m, 2H), 7.31-7.27 (m, 1H), 7.15 (d, 1H), 6.88 (d, 2H), 4.94
(s, 21), 4.33 (q, 21), 4.19 (s, 2), 3.82 (s, 3H), 3.35 (s, 3H), 2.26 (s, 3H), 1.36 (t, 3H).
1.10  4-[3,6-HE22-2-[(4-HFAFAD)HFA [H € ]-2,6-HE-T 2} -3,5-H

1,8-tjolAputo] Aol E 2 [5.4.0] 8- Hl2-7-A[DBU1(0.27 mL, 1.6 mmol)S wmlo]Z 23} ulo]doj A OM]EL]E%
(3.0 mL) & olg (2E/2)-2-[[2-[3,6-T)F2Z-2-[(4-HEA H D)W EA] |5 d o} A & |-H & -5}o| =&} 21 ]

o0l E(0.30 g, 0.64 mmol)2] &doll H7IsAct. 3HES 4568 FQF 125TAA 7143 & A2714 74
. EFgES odE 0}*11121101‘5(10 nL) &2 3JAe F A8t (10 nl, 2.0 M2 AHsr. 23H F7)

FEES NgS0, HollA Azxsta, 254 T3S FHANA AT T sF30. 2A4A AES YA 2Y 22
u}Ezamoﬂ o] AAlste] 4-[3,6-UFEZE2-2-[(4-HEAH D) HIEA |5 |-5-3}o] == A] -2, 6-t] v & -1] 2] o}
1-3-2(0.14 g, 53%)<S B Wy A= zﬂ%é}ai@.
Cl
(@]
1 Cl
N o)
N (0]
|
o\

' NR (400 MHz, CDCl3): &y: 7.44 (d, 1H), 7.26 (d, 1H), 7.10-7.03 (m, 2H), 6.82-6.76 (m, 2H), 6.02

(br. s., 1), 5.03 (d, 1H), 4.66 (d, 1H), 3.80 (s, 3H), 3.72 (s, 3H), 2.25 (s, 3H).

111 4-[3,6-HE22-2-[(4-w5A D) A SA 1 D ]-5-(HSA f EA)-2,6-0 ¥ -3 2 o} -3-2
EH slo]=2bo]=(0.076 g, 1.9 mmol)E 0CoIA N NCHEEEI=(4.8 L) F 4-[3,
EA ) wEA 9 ]-5-8Fo] =5 A -2, 6-T W -] 2] 1411 -3-2(0.40 g, 0.95 mmol)e] &
& 10 sot wwrsigitt. FEREHE HY ofH=(0.15 g, 1.9 mo)E H7bshil E@E
=5 73 SHES 308 BoF wukek F od opAlElo]E(10 mL) ¥ B (10 nL)E 3 Aslal oo} F-letsl
L7l FEES NS0, el Axsta, A TS FHAA T T sFEANY. = des A
Ax AzvtEdesle o AAste]  4-[3,6-HE2E2-2-[(4-rF5A ) vl 52 19D ]-5- (S A w5 A])-
2,6-09g-9] 2]t} -3-2(0.37 g, 830 T o U= wokﬁﬂr.

G)

-t EFE2-2-[(4-
of Hr}st =g
A7 725

1=

o

O

ol
ol ki

2
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[0377]

[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

[0384]

[0385]

SS90l 10-2563227

H MR (400 MHz, CDCls): &yt 7.42 (d, 1H), 7.24 (d, 1H), 7.10 (d, 2H), 6.81 (d, 2H), 5.07 (d, 1H),

4.73-4.70 (m, 1H), 4.69-4.67 (m, 1H), 4.65 (d, 1H), 3.80 (s, 3H), 3.71 (s, 3H), 3.29 (s, 3H), 2.30 (s,
3H).

112 4-(3,6-T 222 -2-3to] 22 A -5 ) -5-(ASA A5 )-2, 6-0] vl G- vl -3-&

2,3-HER22-5,6-tAobe-p- il 27 =[DDQ](0.11 g, 0.50 mmol)S TIEZ 2w (1.2 mL) % —[3,6—1’4%&;—

2-[ (4= EA D) wl EA] ] Hd ]-5-( 1%/\11311% A)-2,6- ﬂUﬂE‘ 2 thx1-3-2(0.11 g, 0.24 mmol)e] &l
stttk EdES 2443w wwkeelth. E¥ES E(10 )8 H7EE A 5 #siit. #A
22 EH(2 X 10 nL) o2 FE3UTH. = B35 MgS0, “dolA dzxstar, of3ste] g
Aok, 24 AES ZYA A9 AaRviEage &) AAlste] 4-(3,6-HFRE-2-50]| =5 A3
EA W EA])-2, 6~ w -] 2] T} 71 -3-2(0.055 g, 67%) 2 W7Ha w2 A3t}

=

}01
I
TS

KeN KeN
a =
71 %é‘.} ez

i T

g

e, ofN of

)-5-

=)

'H MR (400 MHz, CDCl3): &y 7.35 (d, 1H), 7.03 (d, 1H), 4.72 (d, 1H), 4.62 (d, 1H), 3.81 (s, 3H),
3.34 (s, 3H), 2.40 (s, 3H).

1.13  4-[3,6-tE=22-2-(2-F LW EA) AL ]-2,6-TdD-HF}A-3,5-0)2 EFHZTZOZANEA A(HE
1914 A4 3¥E&E 1.01)

ZHE 7RV E(0.044 g, 0.32 mmol)E oFAE(2.0 mL) 5 4-(3,6-HFRZ-2-3F0| =EA]-Hd )-5-(H E A

EA)-2,6-H e -3 2] t}7-3-2(0.050 g, 0.14 mmol) ¥ 2-(E 2R WE)yd o= H Zr}o]=(0.073 g,

0.29 mmol)e] &Mol| H7lela EFES 4A7F B 60Tl 7HDstt;. EFE0] A7k WYAHEE & &

Aslal Jde ¥ T FHFSAT. 2AA AES EYA AY Z2ZetEa e 9§ FAske 0@21*“ L

2A(0.012 2)& AFTATE. BFAS wErL(0.14 nl) Fol &aHA7)a HCIY S8A4(2.0 M, 0.041 mL, 0.083
o

mol)S F7letdvk. EFES s Fob wwd ¥ 1T F FEHePy. 2384 E2S Alx8 HPLC(H.O-
MeCN & 0.1% TFAZ &F)ol s AAste] 4-[3,6-UFZZ-2-(2- D EA]) A d ]-5-3fo| =& A]-2,6-U v &
-9 -3~ EEF L RoAHCIE(0.0046 g, 6%)F T Az AFsArt.
Cl
(0]
(0]
\llu cl
Ng A © “HO” “CF4
NN
l Z

I NIR (400 MHz, ™&+&-d): 6y 8.65 (dd, 1H), 8.33 (dt, 1H), 7.84-7.73 (m, 2H), 7.58 (d, 1H), 7.42

(d, M), 5.37-5.29 (m, 1H), 5.26-5.16 (m, 1H), 3.55 (s, 3H), 2.25 (s, 3H).
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[0386]

[0387]
[0388]

[0389]

[0390]

[0391]

[0392]

[0393]

[0394]

[0395]

[0396]

[0397]

[0398]

SS90l 10-2563227

AA o 2 4-13,6-tE22-2-[(2-F2 2 o}&-5-4)HEAdd ]-2,6-d v E-3 g t}7-3,5-1) 29 A=
Cl
(o]
\l}l cl
Na O

2.1 2-44¥-3,6-HE22-HE

-2 Y2 A-1,4-T)F22Z-MA(1.0 g, 4.9 mmol, 1.0 eq.) ¥ N NTHEZE 1

Fok 220C9] 9 XA 7tdEnt. EEE] A YAEHEE Fu JAF T 5F5
FR2-9ES 24 odZ AFTEATH0.99 g, 99%).

H NMR (400 MHz, CDCls): &y 7.18-7.08 (1H, m) 6.95-6.85 (1H, m) 6.02-5.84 (1H, m) 5.71 (1H, s) 5.14-
4.99 (2H, m) 3.59 (2H, dt).

2.2 2-¢4E-1,4-tF 22 -3-1|EA-d A

LOEWEH(12.9 mL, 207 mmol)E oFAE(490 mL) T 2-¢=H-3,6-UEZ2-H=(40.0 g, 197 mmol) %
HUYo]E(30.2 g, 217 mmol)e] e Hs}slu %%L%% 24%1& Bot 25T wEYh. g%
3 AqNe AT F FE3Y. FAFES foE o 2150 mL) 2 E(150 nL) o] E3HEo] &7
Fek. 7] FEES NgS0, AolA Azxsta

-3-HEA]-HA(38.0 g, 89%)S L.AAM o A= AFaSTh.

Cl
S,

N

HONMR (400 Milz, CDC1): §y: 7.23-7.17 (m, 1H), 7.14-7.07 (m, 1H), 6.03-5.90 (m, 1H), 5.12-4.96 (m,
2H), 3.86 (s, 3H), 3.58 (td, 2H).
2.3 2-(3,6-t S22 -2-HFA-#Hd) oL EAF

HE(I11) S=2go]l= slo]=#0]E(0.355 g, 1.71 mmol)E &(250 mL), oFAIEUEZH (170 mL) 2 od o}A
HOlE(170 mL)2 E3E T 2-¥4U-1,4-UZZ2Z-3-WEA]-l#1(18.6 g, 85.7 mmol)2] &M H7}ssict.
= IEM S0 HOE(91.8 g, 428 mmol)E 309 7|zt AH A¥H HIpsict. EFES 10w U b
T 5C7HA WZbsgitk. EFES 23l A3 YEF HEpulo]d ol Ee] #=89(65 wth) H7FE A3
: %@%0 A4(200 mL) & Mg F FEEoitt. FASS oE oMAHCIE(3 X 200 nL) &2 FE3FATE. =
H f7] FEES NS0, Aol Azxsta, st I 5 5. 2AHA AES S 49 ARvE

gajol o FAste] 2-(3,6-t] 2 E=-2-mwFA-H )b EAN1L.9 g, 59%)S A A2 AlFeqTt,

LR R (LR OB

M

Cl
O

HO C
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[0399]

[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

SS90l 10-2563227

'HONMR (400 MHz, CDCL™): &4: 7.28 (d, 1H), 7.14 (d, 1H), 3.93 (s, 2H), 3.88 (s, 3H).

2.4 2-(3,6-T 22 2-2-HFA] -3 d)-N-Hg-olA| E3}o| =g} A =

EDC dlol=E2F2efo]| =[N (3-tHEoln X2 F)-N-od7tEr]oln= slo]=gF2elo]= (CAS H3F: 25952-
53-81(0.98 g, 5.1 mmol)E UYIFE2MWEH(2]1 nl) = 2-(3,6-UZFEE-2-v|EA]-H D)o EAN1.0 g, 4.3
Aol H7telder. EdES 208 &<t wtsta wEsle] =211(0.20 g, 0.22 ml, 4.3 mmol)S H7}F

%}\

o
stgleh. W3S 21 h Bk wws

EFES AT T w55t 244 S EUA A A=2atEadd o&) AASATE. dete stol=gkA]
= 2-(3,6-U R 2-2-w|EA -7 d)-N-r| -0l Elo] =&} X =(0.667 g, 60%)S WX Al 13EE FA oUd=R
TEAT
Cl
(0]
HZN\NJ\;QLC,
[ o

1 3

H NMR (400 MHz, CDC17): &y (ppm): 7.26-7.19 (m, 1H), 7.17-7.06 (m, 1H), 4.52 (br. s., 1H), 4.26-3.89
(m, 3H), 3.86 (s, 3H), 3.24 (s, 1H), 3.29-3.19 (m, 2H).

2.5 dd 2-[[2-[3,6-CF22-2-1EA-Hd]olME ]-HE-slo|cdtz | T2 o o] E

old JFHOlE(0.29 g, 0.28 mL, 2.5 mmol)E ol&2(12 mL) T 2-(3,6-UZZ2Z-2-v|EA]-Hd)-N-H & -o}
ﬂiﬂﬂzﬂﬂtm65g25mmnﬂﬁﬂﬂ;Whr71%%92h5ﬁ7pﬂﬂ%ﬂﬂﬂ eSS Y T
-[[2-(3,6-HEZ2-2-H5A-Hd) ol E |-HE-slo| mgtz e | T2 3 =0 0] E(0.866 g, 97%) &

1 3

H NMR (400 MHz, CDC1): &y (ppm): 7.27-7.21 (m, 1), 7.12 (d, J = 8.7, 1), 4.33 (q, J = 7.1, 21,
4.20 (s, 2, 3.84 (s, 3, 3.42 (s, 3, 2.33 (s, 3M), 1.37 (¢, J = 7.2, 3.

2.6  4-(3,6-HFEE-2-WIFA-3d)-2,6-0 9 E-7 2} -3,5-1]

L&ﬂﬂﬂﬂﬂ@ﬂ%ﬂ&&ﬂ%ﬂiﬂﬁﬁwm@90g089m 5.9 mmol)< oIHNEYEZH(12 mL)
2-[[2-(3,6-TEZZ2-2-W 5A-Fd) ol E |-We-slo]| mef 2 = | 2239} =0 0] E(0.85 g, 2.4 mmol)9] &
7Fetaith. E}ES 458 5<t 125TC oA mlo] AR AR o3| 7MEe § A27hA] WZEksiTt.

12 ofN
2
i

EIES old olAHIO|E(30 nb)E 3 & F2 Ag5AAH20 L, 2.0 Moz AFSAY. 77 FEES
MgS0, Aol A Azxsta, oaste] W 5 A, 284 AES ZA Ay a=vtEagyd o) AA
sto] 4-(3,6-UE 22 -2-WEA-7d)-2,6-tvEd-F & t}x1-3,5-1]2(0.317 g, 43%)S =4 uA=Z AF33
1=

°
=

Cl

' NMR (400 MHz, DMSO-ds): &y (ppm): 10.70 (br. s., 1H), 7.56 (d, J = 8.7, 1H), 7.36 (d, J = 8.7, 1H),
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[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

S=50dl 10-2563227
3.60 (s, 3H), 3.58 (s, 3H), 2.24 (s, 3H).

4-(3,6-HEZ2-2-30| E5A]-3d)-2,6-v v - 2143 -3,5-t] &

7

BE35E22H(48% +899)(0.94 g, 0.63 mL, 5.6 mmol)= 4-(3,6-CEFE2-2-HEA-¥Hd)-2,6-t]dEd-1 &t}
Z-3,5-t]2(0.10 g, 0.32 mmol)ell H7}etar EFES 4 h B¢ 714 ﬂ%/\l?ﬂﬂr i?;a%% F2A Y E =
F F % dd ofMEHCIE(3 x 10 mb)E FE3IY. 2FHE 77 FEES NgS0, FollA 7dx3ta, oista
= ®Z3l0] 4-(3,6-USFRE-2-30| =EA]-Hd)-2,6-T] ¥ & -3 g

Ay A2 A-gstet.

¥1-3,5-T]-2(64 mg, 67%)<L S A=A

Cl
Cl OH
o) )
/N‘N/

1
H NMR (400 MHz, DMSO-ds): &y (ppm): 10.49 (br. s., 1H), 9.52 (br. s., 1H), 7.40 (d, J = 8.7, 1),

7.00 (d, J =8.6, 1H), 3.56 (s, 3H), 2.21 (s, 3H).

2.8 4-[3,6-tE22-2-[(2-FE2REo}E-5-U)WEA 13 d 1-2,6-THE- 2 t}7-3,5-t) (X 194 A9
H F¥¢E 1.19)

UEE slo]|=glo]= (ny|2 Ny #9171 sloll N A-UHE EZolu=(6.6 mL)
ol e, NAUHEZEIM=(6.6 mL) T 4-(3,6-TIEFRZ-2-3o| =& A -Hd)-2,6-t] v & -3 2]t} -
3,5-61(0.40 g, 1.3 mmol)29] &NE& A2ox It EFES 58 5o wukste] ] foaS YA
Atk NN-tHEE G =(1.0 nl) & 2-222-5-(F22ZHE)E|oFE(0.25 g, 1.5 mol)] &4& H7fsta
EES 3 h B wwEle] AAES FHAATY. EFES B(10m) 2 IS(10 g9 EFE U= B
°ﬂ§}¢L 210 mL, 2.0 )2 7l <& pH 174A] AHAdEetitt. £FdES " obAEHo]E(3 X 10 mL)

al

, 2FE f7 FEES NS0, FolA HxEa, AFA ZIE SR IE F EHISIT. =

A AbEE EAA Y ARvtEId el o) B AAlstel A REAE Asiltt. AlxS

od = 60%)(0.11 g, 2.8 mmol)=

o

HPLCol| 2] 3%F

E 4-[3,6-UER2-2-[(2-ER2ZE o}E-5-Y) M EA] |9 d |-5-3fo] =5 A -2, 6-T] W & -3 2] o} -
3-2(242 mg, 420)S AN A Z A},
cl
cl o} 2
o o s\/<
cl
NN?

1
H NMR (400 MHz, DMSO-ds): &y (ppm): 10.76 (s, 1H), 7.61 (d, J = 8.7, 1H), 7.55 (s, 1H), 7.42 (d, J =

8.7, 1), 5.15-5.10 (m, 1H), 5.05-4.96 (m, 1H), 3.56 (s, 3H), 2.22 (s, 3H).

g3t 1.01, 1.02, 1.03, 1.04, 1.06, 1.12, 1.13, 1.14, 1.19, 1.20, 1.21, 1.23, 1.24, 1.25, 1.27, 1.33,

1.34, 1.35, 1.40, 4.19, 4.40, 5.01 ¥ 5.022 Abs=d vie} 28 duba WS o] &3le] Alxslct. ofdi Y
YEhdY

¥ 62 o]F sFES T 2L NR 54 HolHE
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S=S0dl 10-2563227
[0423] [3 6]

B1eH4] 19] 3E0) 3 B2|H OB 2N, 617 T Tpo|D], X3 HO|Z, X2= €I0|d, G HO|, RY, R?,
X2, X2 % D EO| LEFH Biot 20| BEA| Ei ~= EXt0| LIiX|0f e SAHE AlARSICE

ssg | R R? Xel X2z D NMR A
1.01 Me Me Cl H 2-0l2|d- (E2|ERQE0HE 0| E BoR)!H
NMR (400 MHz -

g ) ow 865 (dd,
1H), 8.33 (dt, 1H), 7.84-
7.73 (m, 2H), 7.58 (d, 1H),
742 (d, 1H), 5.37-5.29 (m,
1H), 526516 (m, 1H),
355(s, 3H), 2.25 (s, 3H).
102 Me Me Cl H 3-ma|g- H NMR (400 MHz, do-
DMSO) v 10.87 (bs, 1H)
867 (s, 1H), 852 (s, 1H),

[0424]
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[0425]

ot
et
mo

R2

X21

X22

NMR & AAFE

7.91(d, J=7.84, 1H), 7.67-
761 (m, 2H), 742 (d,
J=872, 1H), 504 (d,
J=123, 1H), 494 (,
J=12.3, 1H), 348 (s, 3H),
2.45(s, 3H).

1.03

Me

Me

cl

IFEER

H NMR (400 MHz, db-
DMSO0) 3 10.89 (bs, 1H),
869 (s, 2H), 764 (d,
J=8.72, H), 7.45-7.43 (m,
3H), 511 (d, J=144, 1H),
497 (d, J=1464, 1H),
341 (s, 3H), 2.13 (s, 3H).

1.04

Me

Me

2-E|Of

uf
]

H NMR (400 MHz, d6-
DMSO) &+ 10.82 (bs, 1H),
776 (s, 2H), 764 (d,
J=8.7, 1H), 7.45 (d, J=87,
1H), 5.20 (d, J=12.2, 1H),
510 (d, J=12.2, 1H), 3.53
(s, 3H), 2.20 (s, 3H).

1.06

Me

Me

f
ny

5-E|Of

H NMR (400 MHz, d6-
DMSO) &+: 10.77 (bs, 1H),
9.08 (s, 1H), 7.79 (s, 1H),
7,60 (d, J=8.7, 1H), 7.41
(d, J=8.7, 1H), 517 (d,
J=116, 1H), 504 (d,
J=116, H), 357 (s, 3H),
2.21(s, 3H).

1.12

Me

Me

cl

H NMR (400 MHz, d6-
DMSO) &+ 1063 (bs,
1H), 7.58 (d, J=8.7, 1H),
7.38 (d, J=8.7, 1H), 7.18
(s, 1H), 4.89 (d, J=118,
1H), 4.80 (d, J=115, 1H),
3.53 (s, 3H), 2.57 (s, 3H),
2.18 (s, 3H).
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steke

R

X21

X22

NMR &AM Abg

Cl

'H NMR (400 MHz, d6-
DMSO) &1: 10.79 (bs, 1H),
7.63 (d, J=8.7, 1H), 744
(d, J=8.7, 1H), 7.26 (s,
1H), 5.13 (d, J=12.2, TH),
5.03 (d, J=12.3, 1H), 3.53
(s, 3H), 2.34 (s, 3H), 2.19
(s, 3H).

1.14

Cl

7

H NMR (400 MHz, d6-
DMSO) 8x: 10.85 (bs, 1H),
8.32 (d, J=5.0, 1H), 7.61
(d, J=8.7, 1H), 7.41 (d,
J=8.7, 1H), 7.17 (d, J=4.4,
2H), 502 (d, J=14.2, 1H),
4.88 (d, J=14.1, 1H), 3.41
(s, 3H), 2.1 (s, 3H).

1.19

Cl

"H NMR (400 MHz, d6-
DMSO) &: 10.75 (s, 1H),
7.61 (d, J=8.64, 1H), 7.55
(s, 1H), 7.42 (d, J=8.72,
1H), 5.13 (d, J=12.3, 1H),
5.01 (d, J=12.3, 1H), 3.56
(s, 3H), 2.22 (s, 3H).

1.20

Cl

Cl

H NMR (400 MHz, CDCly)
1 10.75 (s, 1H), 7.60 (d,
J=88, 1H), 741 (d, J =
8.8, 1H), 6.97 (d, J = 38,
1H), 6.87 (d, J = 3.8, 1H),
5.08-4.97 (m, 1H), 4.92-
4.82 (m, 1H), 3.57 (s, 3H),
2.23 (s, 3H).

Cl

'H NMR (400 MHz, d6-
DMSO) &u: 10.75 (br. s.,
1H), 8.42 (d, J = 0.9, 1H),
8.29 (d, J = 1.2, 1H), 7.61
(d,J=87,1H),741(d,J
= 8.8, 1H), 5.05-4.95 (m,
1H), 4.94-484 (m, 1H),
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[0427]

R?

R2

NMR A AbE

3.47 (s, 3H), 2.48 (s, 3H),
2.13 (s, 3H).

1.23

3-m|2| -

H NMR (400 MHz, d6-
DMSO0) &+: 10.88 (bs, 1H),
865 (d, J=3.9, 1H), 8.52
(s, 1H), 7.89 (d, J=786,
1H), 7.65:7.59 (m, 2H),
7.18 (t, J=8.7, 1H), 5.06
(d, J=122, 1H), 493 @,
J=12.2, 1H), 348 (s, 3H),
2.16 (s, 3H).

1.24

Me

Me

4-m2|d-

H NMR (400 MHz, d6-
DMSO) &+ 10.84 (bs, 1H),
8.74 (bs, 2H), 7.68-7.64
(m, 1H), 7.59 (m, 2H),
7.21 (4, J=8.7, 1H), 5.19
(d, J=14.8, 1H), 5.03 (d,
J=14.8, 1H), 342 (s, 3H),
2.14 (s, 3H).

1.25

2-E|OtE ™

H NMR (400 MHz, d6-
DMSO) & 10.88 (bs, TH),
7.75 (s, 2H), 7.67-7.63 (m,
1H), 7.21 (t, J=8.7, 1H),
5.24 (d, J=12.2, 1H), 5.12
(d, J=12.2, 1H), 3.53 (s,
3H), 2.20 (s, 3H).

127

Me

Me

5ElotZ

H NMR (400 MHz, d6-
DMSO) &+ 10.84 (bs, 1H),
9.08 (s, 1H), 7.79 (s, 1H),
7.617.58 (m, 1H), 7.18-
744 (m, 1H), 521 (d,
J=116, 1H), 506 (d,
J=116, 1H), 3.55 (s, 3H),
2.19 (s, 3H).

1.33

Me

Me

S e
£

H NMR (400 MHz, d6-
DMSO) & 10.67 (bs, 1H),
7.62:7.58 (m, 1H), 7.21 (s,
1H), 7.15 (t, J=8.7, 1H),
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ot
%
njo

R2

X2

X22

NMR A

492 (d, J=116, 1H), 4.79
(d, J=11.6, 1H), 3.53 (s,
3H), 2.57 (s, 3H), 2.19 (s,
3H).

1.34

Me

Me

H NMR (400 MHz, db-
DMSO0) &x: 10.84 (bs, 1H),
7.66-7.62 (m, 1H), 7.26 (s,
1H), 7.20 (t, J=8.7, 1H),
517 (d, J=12.2, 1H), 5.04
(d, J=12.2, 1H), 3.53 (s,
3H), 2.31 (s, 3H), 2.19 (s,
3H).

1.35

Me

Me

H NMR (400 MHz, db-
DMSO) &+ 10.89 (bs,
1H), 832 (d, J=5, 1H),
7.66-7.62 (m, 1H), 7.21-
747 (m, 3H), 504 (,
J=14, 1H), 4.87 (d, J=14,
1H), 3.4 (s, 3H), 2.14 (s,
3H).

1.40

Me

Me

H NMR (400 MHz, db-
DMSO) &x: 10.81 (bs, 1H),
7.64-7.60 (m, 1H), 7.53 (s,
1H), 747 (t, J=8.7, 1H),
5.16 (d, J=12.4, 1H), 5.03
(d, J=12.4, 1H), 3.55 (s,
3H), 2.21 (s, 3H).

4.19

-CH.C=CH

Me

cl

1H NMR (400 MHz, CDCl)
S 7.35 (d, 1H), 7.30 (s,
1H), 7.20 (d, 1H), 5.18-
510 (m, 1H), 5.01-4.87
(m, 2H), 4.73 (dd, 1H),
2.36-2.30 (m, 4H).

440

-CHC=CH

Me

1H NMR (400 MHz, CDC3)
S 7.50 (dd, J = 9.0 and
5.6, 1H), 7.36 (s, 1H), 7.02
(t J =86, 1H), 527 (d, J
= 12.2, 1H), 5.02-4.82 (m,
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[0429]
[0430]
[0431]

[0432]

SSS0dl 10-2563227

SEHE | R R Xz Xz2 D NMR 2 AIAFE
3H), 2.37-2.32 (m, 4H).
5.01 Me Me cl cl H NMR (400 MHz, CDCl3)

SK 1 10.92 (br. ., 1H), 8.04
C|/4\ (s, 1H), 754 (br. 5., 1H),
N 5.17-5.08 (m, 1H), 5.06-
4.96 (m, 1H), 3.55 (br. s,
3H), 2.21 (br. 5., 3H)
502 Ve Ci Ci H TH NMR (400 MHz, CDCly)
SX S 7.34 (d, J = 87, 1H),
C|/<\ 7.28 (s, H), 7.18 (d, J =
N 87, 1H), 519 (dd, J =
123 and 0.6, 1H), 493 (d,
J=128, 1H), 3.71 (s, 3H).

A5 HAA
Bl £9-F F84

H7F & - &g U2 (Solanum nigrum(SOLNI)), olwltF2 AEZ A 2 (Anaranthus retoflexus(AMARE)),
MErg o} Ihwle] (Setaria faberi(SETFA)), ol7|w=F 2o} AF~-72 (Echinochloa crus-galli(ECHCG)), ©|3ZR
oo} &l dlelAlo}(Ipomoea hederacea(IPOHE)), =¢l =@ (Lolium perenne(LOLPE))S] %% x5 WA U
¥ B Aleth. 24(24/16°C, F/°F; 14A1ZF W AP, 66% =)o AojE = 24 Sl 8Y Bl S (&
#-%), A= 0.5% Tween 20(Z&SAlldd 22net Wb o]E  CAS RN 9005-64-5) 3Hfr ofA|E/E
(50:50) & T 7=A A AL AFEdA Fed 74 EF 92 5. S5=S 1000 % 62.5
g/ha® A&}, ojojA HIF AES 24(24/16T, F/oF; 14A%F ¥ A 65% wE)olA A== =1 8t
of &AM 7]9-a1 3 23] BS Frk. 139 T, A2 frE &4 Mg d& Hrreo. AEsty &
o

Q& 58 AR AoA] HrLskth(5 = 80~100%; 4 = 60~79%; 3 = 40~5%%; 2 = 20~39%; 1 = 0~19%).
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23]
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[0433]

SOLNI SETFA LOLPE ECHCG  IPOHE

AMARE

8 H|g
(g/ha)
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