Ot 30

L" "
L

: c
ZIWES 10-2024-0089028 [y 3st

O (19) W3R =537 (KR)
(12) /W53 FE(A)

(11) Iz
(43) FMLA

10-2024-0089028
20243062204

(51) = A58+ (Int. CL.)
C07D 403/06 (2006.01)
A01P 13/00 (2006.01)
C07D 403/14 (2006.01)

AOIN 43/54 (2006.01)
CO7D 401/14 (2006.01)

(71) &9

AAe 2F Z2EAH o}

292 v 2AgrEDH 67 ($-: 4058)
(72) &gz}

(52) CPCS31 w47 HY, Fy A
CO7D 403/06 (2013.01) F 442 6olgfo] MAM BAY Frx 3 9
AOIN 43/54 (2013.01) EUAY 2lAx AlE AlslE
(21) =99s 10-2024-7013522 Aux WY ulo]Z
- — =
(22) %%%X}(%Xﬂ) 20221’310%13?——1 Oﬂt_r_," 01_1;;'42 60194'01 tﬂi}‘:} = RE)) ;qii Bl o]
- [¢] = — 1= =2 — =2 u
AT LA g 24 e Axe
(85) AAZAI=LA 202413049239 (Fvio] A2)
(86) =AI=YLNS  PCT/EP2022/078500 (74) gael
(87) IAF/NHST WO 2023/066783 =399 () oo 918
SATMNLA 2023 304927Y
(30) A1+
2114863.0 2021110¥18%¢ 4= (GB)
AA B4&d 0 F 16 &
(54) Wgo] WA AzxA oWhE IFE
(57) 8 ¢
womne sy 19 SR E: 4] SEEY ABIgHon e Qo B RowA, 74 Q R g
R Belold Aelg vl goh, & wge wm shaba 19 Sges Tats Az 248 2 53 58 4
o e FExE WAsy] S19 sty 19 spehee] &k w3 Zlelr:
[s}8h4 1]



ZIHSd 10-2024-0089028

(52) (PCEF 27 S, ARd B
AOIP 13/00 (2021.08) G &FH42 6oleto] A B d2= 3 Q]
CO7D 401/14 (2013.01) EMW“ AR AE AlAE

CO7D 403/14 (2013.01)
(72) gz}
A", Fx, 489, ZHdg
G AF42 6olete] MM B A= F <9
HulA g 2lAx AlE AxiE
2Elx, AYgx 44
Gk AF42 6olete] MM B A= E <9
HulAdg 2lA A AlE AlxlE




SIHSd 10-2024-0089028

AT 1
sleka] 19 e T ol FESHoR FEHE A
[3}s}4] 1]

d wE -92E 69 sElRokdeln, o714 4] Hd wE 69 slezolde st ool Rl o3
o al

R & g’iﬁ_, _CN, NOZ, C1 C4 Z:_] Cl—C4§’i%1_‘Z—:]_ , C:g_CG}\]'O]%E?:_}‘Z—__] , CZ_C4?E}-ﬂ]1é , Cz C401_7] é
_S(O)pcl_C/loaL?E], Ci- C/lol_:/?/\] —C(O)Cl—C4%}7E‘, —C(O)OCl—Cﬁz}?E‘, CI—C/I@-EOE]—%}\] =il C Clo]_"r}\]cl CSO]_;] 2
4H FomyE SPHom NuwI,;

RZ"L:_‘ @‘i ], _CN NOz, C1 C4OL7] C1‘C4§'anlﬁ, C]‘C4OEL:-—'/1L}\], _C(O)CI_C4OEL7E]y _C(O)Ocl_c4oel—7e], CI_C4§;_LEOEL%
Al C=CEFAIG-CE -, CGEFANC-CGEFA-, C-CGEFAIG-CEFAG-CEZ-, -S(0) oG G 2 GG
Aol d R FAE ForRY HEEn

R o, 24, 0-C 24, 60 8298, 0 DA, G ZRIFA, (-CGLFAG-GEE-, G2
FAIC-CLFA -, CCGEFAIC-CGEFAIC-CE -, —CN, NO,, CCEAd, C-CE7Id, -S(0),0-CL2,

-5(0),0-C, 227 -C(0)00-C,2H2 2 -C(ONRR 0.2 748 FORRE Hels;

RJ‘—'E g2, -6 €2, -G FEEA, -0 &4, G FELEFA, C-GEIFANC-CGEZE-, CGEEA
Ci-C&=Al-, CCGEFAIG-CESAIC-Csg -, —CN, NO,, C-C&AId, C-CE71d, -S(0),6-Ci&Z, -S(0),Ci-

Catzel7l | -C(0)00-C, 2 2 -C(ONRR @2 74T Fo=HE Aey

R+ ‘}l:ﬁ\_ T= C1 C/lal' ] ]51,
6
Re sk i 0-C2 ol x;

m=1 % 20]1;

p=0,1%E=29).

A7 2

Al gleld, Q, R, R 2 Ro 7] Aldel s gelg vhe e sheba [asl, shahd 1¢] shghs:

[3}3}4] Tal



10-2024-0089028

5

=

=

H

e
=)

B

—CF

L
T

CF3

L
L

2

R

\J\R'I

2

N/kN/\(

4
5

1
T

ey
3T

Foll glofAf,

Q-7 T4

372 A
Q-1, -3 &

L
L
p

o

Foll 310141, Q
Foll 310141, Q

-
a,

Al o}

L

o

4

R

6
10

9
ol 9loiAl,

X
(¢]

3479
(7] AellA, ne& 0, 1 T 29).
379
479 8
479
801.
3479

A|8



[0001]

[0002]

[0003]

[0004]
[0005]

[0006]

[0007]

[0008]

[0009]

SIHSd 10-2024-0089028

A1 WA A9F T o= g o oA, QE 4-Cl-Hd-, FFE.
A3 11

AE WA 2107 T o= F el wmE shehe B sdHoR F8He Ad BeAls xdshe, Az =4

h=]
= .

AT 12
A118el] Ao, Holx shpel F1H el FoFs FrtE e, AxA ZAE.
A3 13

A12ge] oA, F71EQl FFe AZxA T Al ZAl oFsl A7 A (herbicide safener)Ql, AlZA]l FAE.

13 WA A138 F o= 3 Fo] wE ZAHAEY Fx WA= (weed controlling amount)d 4214 (locus)ol
A

Aol golg shshy 19 &) AxARA Y SX&.

7l & & oF
g At AlzAl dghe, 29 Alx e, Avd dgtes sk AxA 248, # 53 78 4
29 FAENA FxE WAsAY A AT Adlstr] A 29 S B3 Aoln.

= dd e -d4dd 6 dERodola, o7|A 7] dld EE 69 sHZolE L sl o] (dE 59,

4

b w E)o Kol o8] durow A8,

R &=, -N, NOo,, CG¥Ed, GERdZd, CGCAelEg=zdd, G GEAd, GGE71d,
S(O) C1 C4 é C1 C4OL:’}‘] _C(O)Cl C4 é —C(0)0C1 C4 ?‘:]_ Cl C_;?ﬂi?:_}’i‘}\] L Cl C40L:{}\]C1_C3%_}?—:]__i ?‘
HE FomvE BYHon duH

R a2zl, -ON, N0, GG, G Rz, CCotaal, ~C0)C-C8t, ~C(0)0C-C,8t, C-Ci Btz et
AL CrGEFACTCE -, GG FAC-CGEFA-, G CGEFACCEFAC-CE -, -S(0),0-C:2 2 2 GGy
Aol F2Ud AR FAE FOo2RE Ay,

3 _ _ N
R& 4, @27, -6 &4, G 2o, -G &5, -6 TE2LFA, G-GEFAGCGEL-, (-G

FAC-CLFA-, CCEFACCEFAICCEZA-, -CN, N0, CCEAY, C-C&71d, -S(0),0,-C&Z,



[0010]

[0011]

[0012]

[0013]
[0014]

[0015]

[0016]

[0017]

[0018]

[0019]

[0020]

[0021]

[0022]

[0023]

[0024]

[0025]

[0026]

[0027]

ZIHSd 10-2024-0089028
—S(0),0-CE RS, -C0)06-C, 22 2 -COONRR &2 T4 Fozre Hewa;

R4T‘E g2, -C €4, -C T2E, -C &I, GC FELFA, CG-GEIFANCG-CGEL-, G-CEEA
CCGEEA-, GGEFANC-CGEIANC-CGEZE-, N, N0, C-CEAd, CG-CE7d, -S(0),6-C&ZA, -S(0),6-

CEza7 | -C(0)00,-C,27 2 —C(ONRR 22 TAHE FozBE Hew i,

¢

=v
s
n
i

e -G o]

K

)

ERE

iy

=]
rlo
¥

C-Ci&Z o),

1 &= 2

2
=

m

p=0, 1 F& 20|},

C-C,&Z- 2 -G-8, o= Sof, wEb(Me, CHy), o (Et, CHy), nmE2H(nPr), o|AZEH(;-Pr), n-
e (rBu), °o]&FE(/-Bu), secFE 9 tert-HFE(t-Bu)S EFs}. G-I wWd(Me, CHy) Eve o€
(Et, CHs)oltt.

CCEAd-2, dE 5o, CH=Clh(Hd) R -Ch-CH=CH,(Z™) & E3F3I}.

CCe7Id-2 & 3 4 dxaw AR, Aol shte] A4S AgS fskal, 2 WA 4] e

Aol oa BAe uux REel RaEs A m: 2AH wsss oz v
AR, ORI o meE-lold, YasEg(Eur-god), W RE-l-odg ¥

r(o
>

o
o
on
X
o
i=h
2
=2

CCGERAZA-& o= Bo], T2
gEEadYy, 22 2-EfZFQ 24
2,2, 2-Eg|E2 =249, 22,3 3HE
6\:]'?:51’1:} C1‘C2§'i%@%, oﬂ% gcﬂ,
e, EgEaady, 22 2-EfZTReZdYE 2-ZR oz 2-F2 Y HAEgZEFoRdEY, EE 1, 1-
OEF07-2 2 2-Eg|Eagogo

CG=Als M5A 2 oEAS

il
Kl
ot
o
i)

CCGERIATA-=, dE 50, SFLEYSA, HEFLEYSA, EdEFezrsa], 2,2,
EA, 1,1,2,2-HERETRLREA, 2-ZFQRBA], 2-FER|FA], 2,2-1)ZTF Q2o
JEREAEA, A JEFOREA, IR EA i EeETORUENE EHBT,

il
”\ﬂ
2
=2
A
>,
2
u,
I
tlo
el
%
o
v

CrC&IFAIC-CE -2, o

CCGEEANC-CGEEA-&, dF 59, HEANFA- £E3}.

CGEZA-S-(EZE )=, dE &0, vEE L, JEye, ZRIAEQ, o|AZ2dE e, n-FHHL, ojikid



[0028]

[0029]
[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

[0038]
[0039]

[0040]

[0041]

[0042]

ZIHS3d 10-2024-0089028

d, ojaRgdyd, sec-HEATE E= tert-FEAIE, wgHeA= WEdd Ee JdAdvdS
3k

B owme] o LM, Re Faoltt

B oare] witd s Pade|A, R ARA(E So], FEE)o|},

B o] £ g2 wgdd FAA, RE C-CaRdAMEHeAE CF, B -CRH)olt).
®ougol & ge P, Qi s oFold FornE dudn:

®Yn ®)n R RN
| i |
N x x

Q-

@ Q4
®"), R N R ®Rn
m m N‘<\|N Nm
N

Y
[~]
&

4
%

Qs Q7 Q-8
®n RN
N
I R
NS N NTN
Q9 ES Q-1

2 oage] npghA e FddelA, QE -1, @3 3 Q7R A woRNEH Adugc, wmeba, 2 g w
nhA gk ool A, Beka 19 SFHEe 81814 laa, lab % lac® TAE woziEH ded:



[0043]

[0044]

[0045]

[0046]

[0047]

[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

ZIHS3d 10-2024-0089028

[3}84] Tab]

(R%),
)
X

N,

N7 N z
2)_(?@ 1
R R R

[8}3}24] Tac]

—_
p)

i
=

= O ulaA @ FAdelA, ne lolth. o FadelA, R uAsAE Aokw, WY, dRA 2 (RO
TE werRE AdudEn. 53] vk s FddelA, Q= 4-Cl-sd-olt.

o

oo = uE FddolA, QE Q-30]3, nd 20|tk webA, & 3ge] B upgrH g el A, 513k
[9] s}3t=2 518H4 Tabadl shetEoltt:

R4a
4b
R = 1\]
AN

N
N7 N z
2/\_/\/3U 1
R R R
A7) AelA, RMe gwal, wiEAds 22w m Zreoli, Rk wEddls 2w i Fue
ola; o714 R, R 2 R'e 3384 164 golg ulsl gob. wr} wiety '

~CF, B= CRHOIT, R'o] 449 834 laba®] 8320l ATATt. 34514 labad] 35BS AGHon =3

b r@EdelA, Ro] SRR, RV}

-

1=}

SqgolA ANE 4E Aude Jepy] die] B odee) weten Sa veHs.

sheba] 19 shete HdA FAS FRE 7 A Gd ALl EA, dole HlEe ALl EA &
2 2L = A, sk 23] B T4l EAsE A, FEdAelddAE BE e vlaw §
VS

g 4 Aok APFH o AFEAA T shihe vhe ThsAdel vlaE] e 2] FdEH A

B oy w3 ey 19 iR 4

A71 Qo] upeA et

2 ayge W 38 19 FFES O AAMZ AZXAZA AFEE F AT, 35S dukdoz w3, &)
2 AWEAAA (surface-active agent, SAA)S 22 Ad BEAES AFEslo] AxA ZAE WE AFstdAd). o}
ghA, B L e o)l AT F o= 3 o] ME AxA FFE B sHHLE FHEHE AY REAE 2T
she AzxAl 24ES F7HE ATt 24ES AMEEY] Ao MY E w55 FHE EAT & JAT,
SA AR 7hed 2AAEE AxE TR A HF AL iVl ES AFESte] FAHAR, & didl B =9
F7tete], d& Eol, AA Hl=, vE dga, BEIH f7IA, L4 == &uE AEst Fdd ¢ Tt

_8_



[0055]

[0056]

[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

SIHS31 10-2024-0089028

AzA 2= ditdew

o % WA 95 FF%o] 3}sk] 19 3
v A= 0 3% WA 2 1

ZH% WA 99.9 TH%2 AY HEAS

el e

ZAEL 5o A FPozhy Aug = Qut. o]EoE oldWd FFHE (emulsion concentrate, EC), &
o =L (suspension concentrate, SC), -F&EA (suspo—emulsion, SE), < HE-M(capsule suspension,
CS), %4 I (water dispersible granule, WG), 34 ¥ (emulsifiable granule, EG), #&FF 44
(emulsion, water in oil, E0), 4% oldH(emulsion, oil in water, EW), wlo]zZ-oHA (nicro-
emulsion, ME), &% &4t (oil dispersion, OD), ¥ €3} 5 (oil miscible flowable, OF), &d &
34 A(oil miscible liquid, OL), 7F&A &FE(soluble concentrate, SL), ZA-&2 e (ultra-low
volume suspension, SU), ZA-&% l(ultra-low volume liquid, UL), ¥ &FE(techni
TK), #4H4 E%ZE(dispersible concentrate, DC), 7F&4 E%(soluble powder, SP), &
powder, WP) % 7}84 ¥ (soluble granule, SG)o] EFHTE. 1o oA Ay Y
= 54 54 9 338 19 sgEe] =84, stk gl A4S 54 wet 24" o)t
7H87d R (SP)E ek 19 shhe
A wladlg) e 15 ol &%

cal concentrate,
4 B2 (wettable
o $3e day
1% o9 84 T A, st YEE, ik v
71 ZA(AAY, GBR) 2, d9der, 1% o4 &
o] EAAl = 7] AAEY] EFEI TRFoEMN Axsto ¢ /7S ANAE ATk o

: =

A, ERES vA 2EE ZH9T. fARE 2SS £ AESste] A HHEOS 8

B, 1% olg w4 SEEEEES $o) AgAt ERFORA Azse] AA F RAS G
F Q. olofAl, EFEE A BuE BAGT fAR 23ES £ gt SR AROOES 34
g 5 o

YGRS 3154 19 313E 2 135 olde 2¥std 1A XA e gAY £3ES Fysigdo=y 4
HAY, 58k 19 sFE(EE Aje AA T 1o §9)E v A AR(dAAd, FA, olEEAE
(attapulgite) AE, ME(fuller's earth), TFE(kieselguhr), TTFE(diatomaceous earth) E+= % =
F5E&d (corn cob))dl FFAIZIAY EA(1) 9 F=E (e A AA 5 19 §9)S 4F Fof(hard
core) A= (d7Ad], =2, AYAE, FEFA ZI2RYO|E, HAE HE= XEAFO|E)d FFA7|L Qg

1E
A9 Axgomm vie F48 293 dgosyy I¥Y F At B EE FIS

2 A A 0w
AgEE AAE Sul (AT, AYE L PFE Af §ol, d=e, oHZ, AE L dsu) 2 AR ()
A, Eeuld opElolE, Feuld dmg, 9iEd, G 2 424 0B TP 1% ojde b
A G Aol £ 5 AHAE Bol, 34, GaA i FAA)

B4 5200 SeH4 19 HRES B wE 47 £, oA AE, $28 we 22
& 2 :

Ao =R A = Ut ol&
A7) A8) AW FgAE L 5 2
34 &% E(emulsifiable concentration, EC) & F3# AdHEAENS #7] Suj(Aegidgdoz 15 o]49]
HG9A, 1% o) f3lA wmE A7) AAe EIES 53 Fo

3} 3pska 19 3gES ffAowM Az
& 4 Q. ECol ARgshrlel Aitet 77 Svle WEES w@slga(d7dgl, SOLVESSO 100, SOLVESSO 150 ¥
SOLVESSO 20022 oA|¥ e ddux we odZdvpsetal; SOLVESSOE 524 1), AE(AqA, Alo]ZF=A}
= e fEAlelER A=) 2 4TS ( , =3 AdFE T FEE), -4 EEE
(7, N-vEaEgE = N-SEEE), AWite] gud olu= (oA, C-Cy A2 trdoeln =)
2 A4t BEEAS . BC AES Sl Hrishd AibH oz f3lEoe], HHEI FHE Ff BN HE
< 3 <

Hgsl7lel R g 2 oua

o

i

do
i)

S
BF Azt 81514 19 SEES A (AedlM A7 ol B, A4 &%, AYAOE 70T v §§A
1 5 QeIEA B FA(HAT gl Fol olF FANYOEMOE £5F e, 5 A B gL
15 odel SME TR Bol B AT SolA fakste] WAL YHFE A TFUTh BNGl AHgH)
: A, Axs wEFa(EA, FELAA), TES (A, SRR EE o

]
=
AuzEd) 2 5 gt ve B 448 47 §uE Taw.

slol 2zl WAE) & B 1% ool ulsh 13 o ge] Smshe] BAss EFgozs Axstel dojgro

_9_



]

o /SAA

Q
S

51 10-2024-0089028

=

=

=

H
o o

i=]

prn
=)

]

o

o
=

. g3k
st 1¢] 3h¢
EWell A} sha

=

EC i

=
L

L1

Bo =
2 SR i
I ol am iy o 1
o M o o =T AT
o o LE_% ﬂmﬂyfx = mo o
a2 o™ o & R A Y A
2% ERUZ 5 = Pong™ =7 % >
o - cll ™ =2 o o
i ofp B Y mh W M oo =
A iy T = e B £} i G
— mmquAL o lr_bo X 2 ﬂEd._ gl
A_/ LZ._;o_l B} .LLIE_I Z._qo,l.A — a0 = il —_—
Foas = Fn < re B ~ W Mg 2 = ° H = & CR
e mmﬂfr G & Mﬂ%oﬂawﬂ ﬂwlamﬁ. ° EJE ,%Ezﬂ %%iMrEE
= — = Ly B o W - o T oA K = o
RO oI _izi iy 2= Wz _— ~ V%iiu% 5 of = P
R LR & T LaTER - sEme i R
= o bAAg@Q T W ~ 7o A sl ,mf%%Ha% 5 ET 2
T NP 5w e S SrETEF sE o X e_mga i T o
Ty oI E R 5 & fSLGC wel 2T <o CraR T L E ;e%iﬂi
T £ = KTET o N ¢ - LT B e
%o R T o %wﬂo w3 mgwon E%E.m% G ﬂﬁ%el_%mwﬂwm Mmeovm_x\%%
A 5 ﬂﬂ@o%@m ﬁwm?ﬂ%% Hoﬂo%w% I M %%EME . mﬁoaﬂzﬂ%
It LT AP LR L s HE T g ptT AW
EATM =TS T @u%@ﬂ_z Eo o N 9 o W ,mogah7 @Ei@ﬂw
N T o Mo LT _ap o B 2 w TG = UT o
A BE TT TN + Z NERuTET s s Rot o
o T i - R ; <r TO W, 7e .EIJ.H — = —_ o
how HEY A Ay I - T EEWQdAﬁ B e w7 U
<~ X =] EEUATleTV._oEE o = s ~ ) ]JLWAL o W aezﬂ
x ¥ T T o T D i 4B %%SH% RI dva_@%;/g ,%Eeleg
o= o ™ B egu,bu_,oa ) ATK,zﬂv« x= uR A o Mo X Ei]MﬂL <
ﬂcwmag@_wo ﬁﬂﬂ% %m:@%_ mﬂ_zﬁwovo], WH E@i%%%éﬂ Eﬂ%mﬁﬂmﬁcﬂ
ﬂZﬂ.:Luw E;Am Kﬂﬂ Eo_uﬁl_m.ﬁdﬂ Ao]ﬂxoﬂvﬂl - ‘N\IEEMIA\),,W]N_IIE; ;&Hﬂdﬂ
wr e T I ! oo o o =T 5 o =
o %%uﬂﬂﬂ 5= o 3o M mww 2L W %EL%EM%& = T H fo 75 T
T ™K g TrIE c,ﬁgﬂ.u.gﬁﬂﬂi =70 ﬂgoﬁiﬂw Moy Wow
o = ar Foar < o o I oy A " aK
T oﬁ_ W B A =m0 TR Mﬁdra,udr %ﬂ'b ) o W J%ﬂp‘ V,mﬁ?mﬂ T Wy = o
4% m T B _—— % Sazr Ly g = w%gjﬁqo_%ie i ww%.,%gm
o TR o Ry R T . 2o R R W SR Eﬂ%]u
. n o 2 A = N oy ] W KB e
Sia12r EoL EEatE, PIEI % DEuEEE [ EEEC :
ﬂﬂoova« =L R N w mmdaﬁ_ﬁ]i 5o gmﬂ%,ﬂ mﬁﬂﬁﬂ%ﬂo%%
S ﬂwﬂ%% o @L%M%ﬂ ﬁ,ﬂ@u_xwﬂ 5 égaﬂﬂémwww PR
q R s o o R R T T o M T i gmw%_jg@
T W g Maz_ﬂ.%mmeg W o < JAT@mwmm% amﬁzcurwwﬂ . @ O ,Amﬁx [ P%Mmﬂﬂﬂ
7 _‘ ) ) f — ~ —~ o~ = /I\TII
ATHOMM%M },ﬁddlﬂyw ﬂmﬁﬁamﬂmwﬂmﬁ vi\..u,q. 722 Mﬁﬂ MEMDQﬂEEHOHgEMﬁUWHQﬂEW
Mo clo Mo iMVﬂ1&udwﬂ§§M%ﬂ@| %.miurﬂv% T cLCy 5%3%1 ﬂhﬁ__ﬁmﬂ%
oF A o o o X AaEEE 1ﬂ1.xO1 g o o ) e 2P <] oo aﬂ#OAE
4~ OF N o o o ;o X X x X = o ° = aﬂmg up o Aaﬂgaﬂ SO NrLﬂ
b 2% % L gii)%% mﬂmﬂfwar p = w%urﬂ%ﬂﬂgwﬂa%w%w@
W o T = g obgm_m?: S ) = & @ 0 g W b w B WE e
owao%%A@ﬁwz owé% %ﬁxﬁuw ﬂmﬂggewrﬁ@ z%;ewﬁriﬁi 5%%%%%&
= Tuamd _ﬂw%m%ww@wﬁ @mﬁ%ﬂw o @ar_;ogwqif,aﬂmﬂM%ﬂﬂ;w
- B £ Mo S SR = P s = <o =
R ﬁs.%zmm é@wmwﬂ@,w o o & R g M K zﬁ%mHWqMof@,mwx%%E%
poY mE How oy # E:J;gﬂ%mog R &) I2dy » o o n T =
o of B ek b ot T W B & g fo = o B o ) T g M S%E oy F ® o2 i = T noo =
R T AR WL.EO Agdﬂnﬁmlw ﬂﬂﬂﬂoﬂhmﬁcﬁu Wm UQW\ o*‘_nmaxaiﬂplo.#wﬂ.ow__ow ﬂﬁmmﬁbt.ﬂ%q
o) ) el u04 ‘lﬂ o o = oV =) X _rL]:/
o< B ] — = = - ) f
3 iahwgoéﬂﬁw%mm @EEE%&M,; owﬂﬂ%%ﬂ
O W],_L/H‘ﬂ! OO L,O|‘Ul‘| —~ = OW 1 HTL. R
(=} — AH‘.E ol 0 ;AEg U.E oA
S A 00 mK T i3 ‘BE 5 - E o %o w0
= 2 T KR I LI %ilsm
=3 8 R 5= o o T
=2 S — o Ao m,_ %Lﬁ o 3! NS
= W i OOME%;EFHH_%
S % o = o &
2 8 S
S 8 S
=) S _
=
o -
S S
S =

-10 -

(AAY, ot

=

A<
T FEo

]

3
<!

A A o =
G%]ZL]EH, HE}o]

RS

S|
&

[0073]



[0074]

SIHS31 10-2024-0089028

o] SghES e 15 ol FUb AxAl 9/EE AE A 2dAde] £3E A}%—%! 5 Atk 1
e F7F AZRA B AE Y 2-8A Aol oMEFRE, oANETFREA(NEZFLEAN-YEFS X
3, olFE Y, ol E™, ofn7tEulE, ojw| =y = ofn| - EgolE, OI'EEP‘ H| & F5Ep] =)
HFAEZ L, WEAF2NEFE-ESs X33, HEes, vl Z 29, vghars, nldeE, H2ay)guk-
UER, WERE, Bl HI2EAY, Regze, Repudd, ﬂEﬂEB}i(?PEﬂEE}i qEs X3
3), FRHAH(EFEAET-MES 233, FRYUFE(FRYFE-NES £g3hH), FR2EFE, FE=24
FE, AEd, FgAxs, FUEY, RO I(FROUyEE-2segads ¥33), FEeE, S22
g, Afo]EEyebd | Alo|FRIFRY|E, Al RAIATE, A}OWEEE(A}OWEEE—E—QQ— 23,
2,4-D(FH 4 2 19 2-dgad oxHEE Xx33)), 2,4-DB, HlawER, UuH(LFuE, ofvweZad,
Hlz-olnez2duy 8, gEFeaIax fIFgZoldl, gudold, grdadiy, .1,] 75 2 UJEF
¥e 23 24y, gIFAdz, gEFdzgs \’4 HElZF 22, gudoln=-p, &y EDL,
UIE grHvfel= 092 duuud, deZFE, EFHAE, HHAL R (H KA LR -P-d

HEAulol = FEpAAdF R, SR **EEJJEH

g TP, AEANE, AvekE, AAwEe,
) =

HE-U2ES 23, 57 = : =
FO2AFE-dE-UEFS 28, STIANL(STIANZ-PLL G, oAb, TRAFE, I
EAMPOIE(L-SFEAMC|E 8l & WwiFe] ghiE 98 T, FEYTAOIE(HUYRE, o|ara2dgy ¥
o) 2 de 233, e A(EESA-E s 233, SAEZ(TRAEZ-AES 233, A4}
A=, SteldEAIY, ofm x}E*(R—OlU}x}%*% A, olvkA=, ojniAvlE, olvkAlgl =, QITpAEE,
LOEAF (L EAFE-ME-UEFS X)), oleAAFECIALFE-HEFS £33, °I5Ad,
O|RLEIEE, o|FAETE, EP?EQ% MCPA, MCPB, wlmxZ3x-p wAAFE(MAAFE-ES X,
Hasee, derEg, vepges, deesd, vEdIes, MELY, MER, qEAFE, YI=
s, YIaAFE, =2IFE, SATolE, —%A}“”i SAEFeE, sestE gE R, oy
g9, dsds, Ao, v2Es, duAd, Zoddges, Zeudse-dd, ZedEl], Zasd,
TEAAAEE, TRALFE, TRujulels, TrAdystEH TRAFE doEdrd, sHEFA(9s
EF-od e 39, dedxE, e, dezgds, duds, ASALE, 524, A2
g, A, ANZEZ(AAZEZ-P-d 2 ARZZZ-P-e|FE S 9T, guEAbal, YAFE, AEF
A, AEAE, AR, s-rgRERE, AdEdE, AEHFE, PSR, HFdELE, JHES
HEder, HEEN, HEZRIZHVE, HdzzaE, gadFE, geldua, EiddyoE
ExevE, EFFAY, EgolE, anwﬂolE EgjeldF e, EflrE(E rﬂaﬂ%%—uﬂm EJ&), E
dERdE, EYESAEFE(EESAAFE-YETS 28, EdETUEA, EgE . EYET

AFE, EFIPAE, 3-Q-ZREA-FFLE-5--HWE-2,6-tSA-4-EYEF o d-3,6- 11]0]—0]‘:&-431
E-120)-d) A )-5-v e -4, 5-t]slo] E R O] HARE-5-FF 2R A} o) o A2, 4-3fo] EFA]-1-H FA]-5-1]
g-3-[4-(EEFeavd)-2-vgd JontEed-2-2, 4-sto] =5A]-1,5-t e -3-[4-(EgEF o2 d)-
2-v]Ed]-olnthET d-2-2, 5-ol| HA|-4-3fo] == A]-1- Uﬂ% 3-l4-(EgEFemrd)-2-v g d ]-o|ntZEed
2=, 4-sto|ESA-1-HME-3-[4- (BT EF e RrE)2-v e ol gEed-2-&, 4-3fo]=FA]-1,5-H e~

S-1-ME-5-(EgEF ez )veE-3-dlolvtEed-2-&, (UR)1-(5-tert-HH o] HARE-3-%)-4-o 5] -
5-3to] EE Al -3-v d-on £ Y -2-& | 4-o}n]e-3-FRE-5-ZFQ26-(7T-ZSF L 2-11-¢E-6-) v 2 dl-2-
ZhERAH (e seetH o 38 JaHE, dF 50, WE 4o e-3-FRE5-EFLR-6-(T-2F2
Z-1H-QE-6-Y) A d-2-7t 2R Ao E, ERX-p-o]d 4-oln-3-FRZ-5-FFQ2Z-6-(7T-FF 2 2-1H-2
2-6-0) g W-2-7t2 52 g o] E @ Aloprwwd 4-ojn]m-3-FREZ-5-L 20 2 6-(7-SF O 2-1H-9E-6-%)7)
gd-2-7t2 8o ES X3, 3-og-Hud-N-(1,3,4-FA o} E-2-d)5-(EfEF 2 2mdE)-[1,2 4] E
glotE 2 [4,3-a] 9 Y d-8-7ta R ol = 3-(o] a2 adshd i d)-N-(5-"E-1,3,4-FA T o}E-2-)-5-(E

EFeRdE)-[1,2, 4] EFotE R[4, 3-al v d-8-7t2 R mou| = 3-(o]azrAdyd-vE)-N-(5-HE-
1,3, 4-%A ] ob5-2-9)-5- (B EF e 2 E)-[1,2, 4] ETfolE 2 [4,3-a] -9 g d-8-7t2 H20pu = 3-(o| A
EIrE)-N-(5-m"-1,3,4-5A t] o} -2-)-5-(E 27 e 2vE)-[1,2 4] EglolE 2 [4,3-a] 9 g I -8-7} 25
zopul =, olE-2-[[3-[[3-FRE-5-EF 2 2-6-[3-v1d-2,6- S 2-4-(Ed EF L2 v d) 9 2| v -1-¢ |-2-9]
g2 IS JorAEO| B, 6-F R 2-4-(2,7-HrE-1-1Ze)-5-8fo] EFA|-2-v & -v] 2t} 3] -3-2, HlE}slo]ER
—F@-2-A " (2R)-2-[ (4-0}1] -3, 5-T| F R 2 -6-2F 2 2-2-9| 2| ) A |-Z 2y} mof o] E | (2R)-2-[ (4-0}7] =
-3, 5-HERE-6-EF e R-2-T ) SA [T el HEgsto]| 2 Fe-2-d e 2-[ (4-op1] -3, 5-T| F = R -6-
EFE-2-Y YD) SA 2R w0l E, 2-[(4-o}V] -3, 5-HERE-6-ZFLR-2-V ) SA | Z 23, 2-F

_11_



[0075]

[0076]

[0077]

[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

SIHS31 10-2024-0089028

FLE-N-(5-"E-1,3,4-FAlt] o} &-2-9)-3-[(R)-Z 2D I d | 4-(EF &

N-(5-#1E-1,3,4-FAlt o}&-2-)-3-Z 2 I 9 d-4-(EF é—‘?&iﬂ]%‘)‘ﬂ ol = (2-ZF o 2y d)vE6-o}
Hy-5-F22-2-(4-FEZ-2-ZF ¢ 2 -3-yEAHd)-7 ] d-4- 7}2%@_31] O|E, 6-oln|x-5-FRE-2-(4-F
2R-2-ZF O Z-3-WEA-EE) -9 d 4725 3-(3-F 2RI H)-6-(5-3F0| =FA-1,3-t M -] g}F
-4-7t2Rd)-1,5-UrE-FAUEd -2, 4-t 9D [4-[3-G-F22Hd)-1,5-tdE-2,4- 0 L-FAUEH-6-712
B -2 5-tHe-TgE-3-¢ IN,N-t] o &7} 2t o] E7} i FFE T},

FogdE)wlzen s, 2-FF 0 -
Z o

stekal 19 33tEe 3 EVE Eg, d& E9], £3[The Pesticide Manual, Sixteenth Edition,
British Crop Protection Council, 2012]°] 1% nle} o], o2HE &= A2 Y = AL).

gpetal 19 3gES w3k A7) & [The Pesticide Manuallell AAE oel ARdA], AAEa] v A9t
2 e w97 E£FEE AMEE 4 Jduh

=3 gEY gigt a4 19 s3hEe] &3 ¥&2 vt 1:100 WA 1000: 1]},

TFES 7] AT AP (] BS S RS £ FEYS sk 19 747te] E£3tEdd #3 AY) A
fFeElskA Ae8E 5 Q).

2 e SgtE e EFE2 E£3 1T oo AlxAl gl F Al (herbicide safener)$t wlEste] AMgd 4
Atk 1 FHAZA G ool wmAnE, FRABANE(SZABAE-DLE ¥39), Aejzadsv=, 1
gzavs, AFEHEFHSEHES-dES xo8h), dAF2Y, TE2EY, FHEE, oSA A (o] A Y Hl-
e 233, WA (HAI2-td S £83), WEF I 2 SAEZ do] ZFHT.

spsha 19] #3E Alo]Z2Adun = oAt dl-od, SRAEANE-HAH 9U/E= WEFm| I E3}E o]
53] upgh4 st

s}k 19] 3}gE9 ok A= Tk, o & Eo], & ([The Pesticide Manual, 16" Edition (BCPC), 2012]
of AFe ukep o], dzEHZE HE= Jel= =T F At SEZAEAE-AH g A5 =3 W0

% £dl
F,OUER, 28, 2%, bude, 996E, 3, duE, 44 dRE,

A et A= oFald Al vk shek 19] shgtee] EF WS 100:1 WA 1:10, 53] 20:1 WA 1:10]t}.

o2 ' FrhH o w AR (locus) oA F2E WAlskE WS Awsty, A7 U g8 19 3gE
S Este 2AEY Fx BAFHS AR Axse AL £, w3, B dge s3Ey JxE 19
3t AAAGA F2E YA oR HAshs WS FUHH R AFsi, o)A e B iy wE 24
o Az WAFS AAAC Axst= AS 2ot WA= AAEATAY, S A B ADATIAY
ol 5 WA e AA7l= AS ou|gtt. 2 o] SES X E FRHORE FAE sEEdd HlE 2
AgE Auds BAFtges Ao FEHET. dubdoz WAlEE AES dAEE ARz
AR = AEe] AL AU AL A 9E ottt Hdx e FEES wold Y/HE wolo 2%
of Agd & rt. dF FEL A 19 FEY Ax adel g& AddoE Jgdd 5 k. upE
3 A& &g, 2, By gF 2 Wy 2ddy

steka 19] shgtEe] A HES FHe @A oA vkt Bkl AdA, Ay W (ol HE ol
Z2H 9] (seed dressing); IFEF(seed furrow)ol] 23E; F4E(no tillage) ¥ %), HZE A2 #Ax
5), A 75 =21, 9 Ax by, Ax AR 9 3F F2E 9] A4HE tE 84 5d #{9E F
k. B oo w2 ek 19 3gEe dwbH o 10 g/ha WA 2500 g/ha, 53] 25 g/ha WA 1000
g/ha, Bt} 53] 25 g/ha WA 250 g/ha®] Hl&= A},

AEE duon xgRe] BV, A¥Hont ge whd vt S gAn 2rlel ols 28

Ak, AhE(dusting) Rl W8l]), A4 (drip) & ¥5(drench)9} £ tfE Wo] 3t A8 4 i),

EAES, B &% Uy e fd Bl o e AxA EE AxA BR(dAE 5o, ALS-, GS-
EPSPS-, PPO-, HPPD-, -PDS % ACCase-As|AD el WS 2 & 283 535S £3 X6l Aoz A o3
Hojof et BAHA FF Wl o3, olntEel=, dF B9, onkEsd WAL 2 © FFE] o
i Clearfield® o1& frA(Fh=eholtt. 3 &3t ol o) xﬂzxﬂoﬂ WAds 24 | =] oo A
%% RoundupReady® % LibertyLink® 2 Al#H =, dE 5o, FEFEAE- 2 FFEIA0|E-YA] S5
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Txo] xFFL, E wyo] FFEL Fak §102020/2367900] WAE ARSI 2L SDPS-A ] AzAC el
= ey A Ared 4 9l
FAEL g 4 FE W o3 dFel WS 2 @ wFE, dE E9 Bt SFEF(SFFEYUY
(European corn borer)ell st U4d), Bt &3H(&E3} vpgule] digk WAd)¥nt ofyg}t Bt AAHFE2HE &

S

D o

ey
(Colorado beetle)oll gt WAd)ZA o]a|s]oof sk}, Bt &9 o= NK®(Syngenta Seeds)®] Bt 176 =
I ZFolt). Bt 54T v FRAAMA| = (Bacillus thuringiensis) E%F BrH|Z ool 23] MAHoz 3
Ad dudot), 54 Ee 13 548 AT e EdRAY A8 o EP-A-451 878, EP-A-374
753, WO 93/07278, WO 95/34656, WO 03/052073 % EP-A-427 529°) 7]&H o] b, 254 WA di& d=3t
kil 1F ol =48 #Hdste sy ol FHAE xssteE EdaAlY A& di= KnockOut ®(H5757),
Yield Gard® (=), NuCOTIN33B®(%3}), Bollgard®(¥3}), NewLeaf ® (73A}), NatureGard® 2 Protexcta
®oltt. &= TE 19 TA EFLS AxAd s gl sl 23 Aol dEiXE WY & ATH("H
ZH (stacked)" EWR=AY oHIE), d& 59, TS FRIEZAMCE U A AFA Cry3 @HdS
st s9S 7HE ¢ A

:3

U

datA] = A= (dEst, "Hx2 S HASY] 98 AHEE ¢ AT HAEE Fxre Y AE
5o, o} RE|A(dgrostis), YRIFE=(Alopecurus), oY (Avena), B.e}x|olelol(Brachiaria),
B2 2 (Bromus),  AA2=(Cenchrus), Aol el 2= (Cyperus),  YZIElgo}(Digitaria),  A71=E 2o}
(Echinochloa), 57 (Eleusine), Ze|2(Lolium), Fx=F 8 o}(Monochoria), ZER Ag]o}(Rottboellia), At
71ebelob(Sagittaria), MEF(Scirpus), MEFoF Setaria) 2 223 (Sorghum), Z HA AEF, o5
Lo, o}lRE & (Ubutilon), P F(Amaranthus), SGB.EAO(Ambrosia), =TS (Chenopodium), T4t
HH (Chrysanthemum), FUA(Conyza), Ze&e(Galium), ©)ERolo}(Ipomoea), YW~ElH (Nasturtium), ATt
(Sida), A3 2=(Sinapis), &9 (Solanum), ~@e}&]o}(Stellaria), WMIZ2YUT7F(Veronica), ¥-&eH(Viola) 2
el & (Xanthium) & 5L 4 ST},

(e}
Y FF
A=)

7F 3R A )

)
oXx, M
rlo

o2
o

S off
Mot

2 99

.

BN
ox
£ Mo

o
o

Wk o] Z7) koA, Edo] gold et 19 3FHE] AxAEA SrTt AlFH.

38k 19 FFEY A= TA

olAl 3, AE Eo, 3 19 FFgE(MEHor 19 FIstHor FEHE Id F J) AR F
Aol Ausz, B wme] 7} FefE FA3),

WA 1o uehd dksh gol, S18hY 1] SEES 814 29] o} o|nUES WAL Ei wwd 2
e @719 EA) SelA HES e NN-UWDESel| st ge AFH S0l FoA 34 39 SR (o]
A LG BRI tago s A A ols) Az 5 AT, wee AFHOR 50 UA 10T 89l

o] 2xoA FHET. 31E 29] oluttE F3tEe A UL TH(AE £, &8 [Journal of Medicinal
Chemistry, 2000, 43, 2165 % Synthetic Communications, 2020, 50, 700] Zz)o| = 7|ZFH o] lt}.

BleA 1

Rim —N LG
e
" N\)_?N °.;7|N %)/\ \§<
2 gof

R R(m)

debd oz, wg 2ol vhehdl vhsh gol, "C-H BAFC] 7|2 S31e Apgatol
P ook S 4e) BEEe WA S8 5o BB (VA Lo FRAD S
@719] A Fel N ohEUED = NN-UWDEFer| s g AgH § o

Agl ola B 69 FFBZ ARAL 5 Ak ololA, AHE B8 6o 2AskH ovEe B
AlSynlete, 2020, 31, 1015]9 7NSFahe Hhst o] C-H BT YL Mgl ol 5 9
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[0097] Ho A 9
Rzmyﬁrv G
\ 7 i
N Xy N C-H #43t AN NN\
\_<2 - I q
R 204 1 2
or R(m) Rimf R
4 2= 1
[0098]
[0099] 3tk [9] FELS oHNEVEHT e HA3 fu] FoA NFEFERRNAomE ) fMEERAAonE e
FRoEAAeM S 2o A% FRANAE Ageld Fkm FEANY 5 vk oloN, FEAL T
[Bioorg Med Chem Lett. 2020; 30; 1269282; %02020/132269, 20201 wi¥l W] <& =712 7|53std 5
A
[0100] uo A 3
; Q ¥
N = N = N
w2z A AHEY
4 |N N \N z Y\N/AN z \lN(\N \N
— N )§< 3)§<
2 X > 1 R 2
R 1 R R
1
[0101]
[0102] getdos Q R, R 2 Rwol 47 384 [olA Qe ule} 2 534 [9] 3l2e wsa 40 wel 7
= 5 A
[0103] HS A 4
X2 X
N
N7 “NH 237 NP S\—PG1 sus N)\N/PG1 H357) N)\NH
R2: (Ra R2> <R3 2>=< , BES R2>:<R3
7 8 R 0 R 10
LG1/YN 2 Q
1 Yb,-Q
N R
1 & (m) )\N/Y 213 N)\N/w/N
471 R? R® AN Rgm) 2=zl s R? R® AN Rm)
12 skt |
[0104] sEA
010s]  WhgA aolA, BeHA 19] HEBE b 129 GBI X, dF ol 94, HF EE aomsh 2
2 o]g71) T} YbyQ 139] FFE(A7|A Q& 7] 88k To0A X445 ukol 231, Vb=, olE& E9f, B(OH),

= B(ORy) 9t 2 B4 8 2871d = Ao, A7|A RpE -C €24 7Y DAY, 2719 ORy 71&,
o

B et 3, oE B, UE HEA o xEHEe 22 59 nEE AT F USs) Akelo] ~=7] wAt
AZY wkgol o8 Az £ duh. WS BAUER, RME EE %ﬁwﬁiﬂr 2 A9 EA4
stoll A, ol& Bof, U2l 2-vd HEZSo|E2F, oA EYEZ, NN-UHE-EFoln| = 1 2-T]HEA]
ety Fo] EE TE USAH/E, T EFA/EY EFEN gL &) £E &) —‘U&% oA uhghA st
A 234 B97] sl Zets 7 Sof, 98 S, HEmxV|A(EddAd-Ea3)ZebE(0), (1,1'H]2
(OedEsywe)dzd)t gee-dehg-t 222 el 534) EE= FRRE v R d sy -
2'.4",6'-Egjolaz a1, 1"-0]3d)[2-(2'-o}r] =-1,1"-H] 3| D) | &2} (11) (XPhos Zelthite] 2)el o8] =
g 4= Qo W 2Ev Yo AL uke EE] HTA/A Y] WY & AAY, ¥ mlola
23p 2A} stell A FaE Sk, aee 2=7] v FdatelAl & A Qi)

[0106] shaba] 129] S3tES FASIVER e 47 Ead FAastE, (I (E 5o, IV ER, B E ©®
v M) Be FAsER e 471 EA stelA, deH o Qo s EA] stelA HEZS } 1=
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%, NN LRl DIF, HEL, NN HopEeis £ oI EY S
Ba4 g B4 0 WA 10Ce] Sxela] SRl & e Al o) shob 109] shgE et
119 SR L6S B2, MEAAAL 995, HE - QACEE FA-RZA 0@, odad (

2)dd = dd AEolE dxHE, dF 5o, EfEE)YN)e] A vl ol Alxzd 4 v
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e o314 99 SFR (]I PGS T ohvlie B FolA N-mEY], dlE Eof, oA
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L olAE Zmo

Spst4 1-19] SRS SeHA 19 SHHEoln, o71A RE -CRliel, R -Holx, Q @ R'(m& Shk4 o]
A el weh e sheby 119 SEEe we A 5ol weh Ax F Aok WA sl FHekal 119 3
G skt 229] FAFB(VIM X', oF So], P&, BE EE 2055 gL o793} YhQ 239 3
FE (o714 Q& 471 38k TolA Adojd ukelk 231, Ybsd, & E°], B(OH): %= B(ORw) 9+ 22 &4

714 = dem, 71N Rpe G-C €2 71 5 AW, 2709 Ry 7=, &4 dAksh @7, &
st 129) HPEE He 9] HREZ ADAIY] A H2A do] AR Aol W} NjE ne
oF 22 59 s FAD 5 ) Abelel 2=7] wAk AEH kel ofs Az 4 3o

Ut o

2

[
i)
i}
u
to
i)
o,
iy
A
rlr

R = HE 5 H] 2= (2-H S A ol ') o} ] = )
g ZRouloluel 2o ZRo e} Aok Algsl: ZRoEs) weS Ea 3484 219 IFABRIEH A%

2 = 9, gEdyE gazvolE
goE FRRazdolEe e A8 AokS Algahs alsl uhSS Ed) 8] 209 APEREH A
e}
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[0111]
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[0115]
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°
Be4 5
X2 &
AN = ANyPG )\ N *
N NH HZ7]| 7SN 22 stz s N7 N/PG2 H37| ZNH
—_— -_— o [ _ —_—
EHS —
/O /O o o
21 14 21 15
R ) R ° VSN N ol N7
LG, N X3

HEE-2) 6ol A, shEk 219 SEtES shEha 109] SES shEh 129 IRHERE ASkAI7]7] 919 whEA 4o
Z1AE wkel ARG Hxpol whe) §1sha] 309 S5ES 8hsha 269 SgtEY vkeAloEN Axd S Qi)
shba 309 SFES RS F N-BHE WS Fa 3shA] 299 SStERRE Axd 5 vk, 223}
e ofxB| 2ol AR ERUE™-N e gz fAA EA] st N-HRRALoln| e}l ke shR st Al
oFS AREEHY] B 24 oA 3 dHAR S vk GRS wheE It & dHA o,
g 59, 9471 Sul B2 b S0, oAd HCLS ARS8t s = k. sheh2 299 35tES Hev] AXA
of o3 ssta] 289 BFERFEH AT £ vk, a8 &S FAJVER, BE, Y ERY e

A 283 2-(EgvEdd)dEAME 2802, ofd EZ2&o]=, t-tert-F8 f7I=

BlolEsh B AT BE7] Ak A SN reln dESFHIERFE, WEL, B, IEUEY, o
MYESol st ge gule 4 sold FHE & ek,

514 209 SFEE FaFUFLTUE EE FadAPAATET 2L BN A B W
2 Ba 54 199 FRBINA K 0 GAADRRE A2 + A, et 199 HgTe s
E mE 97 BETE S0, GUd(lE Bol, BAVER, BARE w mb) wE AsE)
e G719 EA SlA, AEAoE RenaRFe B4 A HEdSSEFR, US, B, NNt
dx ol DIF, AEF, NN-TiMdopiEcknE mi opEUEY F3b g B84 v FolA 0 WA
12009 SEA Gl 2 el Aol ola sy 179 HFES Y 189 SFFE (VA LG
A, MASE 805, HE EE GA(EE f4 24 0@, P (Z2)2 mt dd AEY
OE o zHE, o Fol, EeEdelE)e)t MIAYORA AxF Ak 34 179 SAFEL S5
79 SHES B84 109] HEEE AFATY] 9% WA ol AL vk AR Axbol wheh 38 (1)
5% #5H4 149 AgERyE Axd 5 o
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[0117]

[0118]

[0119]

[0120]

[0121]

[0122]

[0123]
[0124]

[0125]

[0126]

ZIHS3d 10-2024-0089028

getdom, et 1-19 SgEe wed 7ol me Az 5 A

wheA 7

LG;,/YN

Q
Q Q ! .
PN PN A PN

A3 26
_ _ - )=/ \}
_ Ry

HO 24 o 25 N g7

EzoE3 N N/wéN
F42_/ N\ﬁ\RZ"‘)
F
stt4 11
g2 7oA, 318 [-19] FES e FE FoAR Yddon s EfEFodto|E ke HlA(2-HE
Alee)otr w3} EglEFogtoluet e EF 023 A%s AMgele EFe 23 Wh3E Fal 8k 279 3}
FEEHE AT & Ant. A 279 SFES FASVER Ee 4749 EFS FastE, A AE &
of, EMIUER, EMHE Ev BHE) e FASEY 2 A7) EA] sleA, duidor g =S E
o A} st ElEgsto|l=mFe, Y54, &, NN-HHEEFot| = DIF, A&, NN-tHEotA|Eoln =
TE ofNEYVE" 53 2 B84 & FolA 0 WA 120Ce] 2%olx ARl Al & Lzl dxfel o)
steba] 259 shet=S BHohA 269 SFHE(A7IA LG &=, wgsHAls 8=, BE e fa(Es

ebd o, B8 27e] SRS W gol uheh AR 4 odvk. v sl A, B84 279 HFEL 55
A S A

A v fAbg Aol e} shoba

- )g
/
N 74 32

s}sha 259 F3E2 3hEHA 329 FHFES ol
24 Az 5 vk, st 329 e 53
of A== Wt EgZ Jo
(d& &9, & [Matthews, D. P.; Whitten, J. P.; McCarthy, J. R. J. Org. Chem. 1986, 51, 3228] %)
of Z 7]FEo] drt. A 319 ojnttE FHES] FAS LA(dE Eol, ¥ [Journal of Medicinal
Chemistry, 2000, 43, 2165 % Synthetic Communications, 2020, 50, 700] #Z)el Z 7]&F = o] Uu}.

Q1 A= okl B 1ol A wheh o] ¥ Iwe] tEAQl skl diE A Y W

AAd 1! 5-222-2-[[4-(EqEFo2vd)-2-[4-(EgEF 2 2vd)dd]olnt&-1-d IWd 19 29 Q (3
£ 1.001).
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[0127]
[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

ZIHS3d 10-2024-0089028

G 1: 5-FE2E2-2-[[4-(EFEFL2vd)orgE-1-d v 19 ud e &4

HN//§>N RN

N o %
SN EYUEZ (4.8 nL)Z E(0.04 nl)] EFE F 4-(EYZFL2WE)-1H-°]7|t}& (204 mg, 1.469 mmol),
L7‘E’(603 mg, 4.363 mmol) ¥ 5-FZ=2-2- (ﬁiiuﬂ%ME}ulﬂ slol=2F 2 eko] = (365 mg, 1.738 mmo )4
EFES 80TolA 22717 Fe wksllth, wke EFES WA A, BEE 435ta, olE opHEHolER F
Zz353 %;}dq ARES ZYA dY I=ZnEIHIE A sty 5-F2E-2-[[4-(EgZSFo2vd)o]n|
tE-1-A e ]9 29 (275 mg, 68%)S A A=A F53H3Th

N

1H NMR (400 MHz, DMSO-d6) & = 8.96 (s, 2H), 7.94 (s, 1H), 7.88 (s, 1H), 5.58 (s, 2H)

a4 2: 5-F22-2-[[4(ElEZFe2vd)-2-[4-(EgEFc29E)dd ol v tfE-1-2 1 E 19 2 v d (3=
1.001)9] 4.

NAN
2~ \=S<
N, N7 NN

1,4-t122H(1.20 nl) & 5-Z22-2-[[4-(EgZF o 2rve)out}E-1-9 W e 52|12l (48 mg, 0.174 mmol),
1-2 04— (EgZFo2ve)MA(33 nl, 0.217 mmol), 22=3F F2(1)(69 mg, 0.362 mmol), Z-&E(I1)
olAHlo]E(3 mg, 0.013 mmol), E&HALEAA(5 mg, 0.019 mmol) 2 DBU(56 uL, 0.361 mmol)e] E3&E<S o}
o] ARy} FA} FhollA 140CT7HA] 2417 b ZANEIY, wHg ERES B2 3Xslal, oE ofHEHoER F
Z3tal, s53. %%% ZHA Ad az2reEaddE AEste] 5-FRE-2-[[4-(EgEFoavE)-2-
[4-(Eg]EFo2de)dd o)ntg&E-1-d e 19 21w T (33 mg, 44%)S 34 j_iﬂi/ﬂ FEFAL.

AN 2: 5-F22-2-[[2-(4-FF 2 d)4-(EgEF e 2vd)ontdE&-1-d 19 & 19 g v A (3FE 1.008).

F

N NN

O
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[0137]

[0138]
[0139]

[0140]

[0141]

[0142]
[0143]

[0144]

[0145]

[0146]

ZIHS3d 10-2024-0089028

G4 1: 2-(4-FEFL2Hd)-5-EEF L2 E-1H-o|v|tZe §A

F

0
F
Br,
WF HNT N
Br F \:S(

F

E(4.0 mL) 3 oM EAIEF(866 mg, 10.5 mmol) = 1,1-T]REH-3,3, 3-ETZFQ 2o}lHE(695 ul, 4.84
mmol)2] &M 100ToA Wtk T AL271x] YA H}h, £35S 54 d2Yok4.0 mL, 35 mmol, 35 AHF
%, D@ HerL4.0nl) F 4-ZFo 220 =(430 ul, 4.01 mmol)e] &Moo 2 At EIFES A

H
g opdElolER FEe, FESGG. AFEL A 2

il

Hor

204 3AIZF FoF kel B2 «lﬁﬂi Z =
AzvtEagu 2 Hgsle] 2-(4-EF L 2¥d)-5-EgZSF o 2rE-11-0| vt} (488 mg, 50%)S WA w2 A
53

1H NMR (400 MHz, Z22¥E) § = 9.65 (br s, 1H), 7.87 - 7.76 (m, 2H), 7.44 (s, 1), 7.17 - 7.09 (m,

2H)

G4 2: 5-E22-2-[[2-(4-ZEF L2 Y)4-(ExEF=29Y) o gd&-1-<d W 19 v d (3= 1.008) <
A .

F F

HNT NN N Ny
= SRSV
.
AZH(1.0 L) F 2-U-ZF22HE)4-(EZF 229 E)-1-o] " t}Z(61 mg, 0.252 mmol), 5-FZZ-2-
2F28o]=(62 mg, 0.295 mmol) % EAFZAHE(111 mg, 0.803 mmol)-% =

(FREdg)veud st = =
100ToA 3A1ZF &)t wwksint. vk Eas WAL, 22 g4, WE tert-FH AJHEE 35
i, EFAAT. Aes A8 A ARnEIRYR At 5-FRE-2-[[2-(4-FF S’_EJﬂ‘é) (EFEF
ezve)elnttE-1-A M ] D (73 mg, 77%)S Hlo| A nARA F53A

1H NMR (500 MHz, S ==XZF) §
2H), 5.35 (s, 2H)

=8.72 (s, 20), 7.71 - 7.65 (m, 2H), 7.47 (s, 1H), 7.17 - 7.11 (m,

AN 3
1.013)

5-F22-2-[[4,5-T)F22-2-[4-(EgEZFo=2vd)dd]outE&-1-d 1M d ]9 v (FFE

N N7 NN
g ~
cl
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[0147]

[0148]

[0149]

[0150]

[0151]

[0152]
[0153]

[0154]

[0155]

[0156]

ZIHSd 10-2024-0089028

A 1 5-222-2-[[4,5-02222-[-(Ed S22 e)dd]olntE-1-d ML | Hn e &4

E F

o SIA

OMHEYEZ(0.5 ml) F N-FE2XAH (41 mg, 0.301 mmol) & 5-FREZ-2-[[4-FRE-2-[4-(EYZTFLE
Heh)HdlolntE-1-g 192 19 2] 7 (44 mg, 0.112 mmol)S 80°ColA 2417+ FoF wrkeldt}. whg EgtaS
WA 7|0, E2 Bl“ 3tar, g ofMHO|ER F&E3}aL, %$8P°ﬂﬁk ARES S A¥E A=rEIY TR
Al 5-FRZ-2-[[4,5-0F22-2-[4-(EFEF ez ) vd el thE-1-2 v 15 27T (18 mg, 37%) <
A A 2ZA F5IGITE.

A

1H NMR (400 MHz, E22X%F) 6 =8.71 (s, 2H), 7.75 - 7.70 (m, 2H), 7.69 - 7.64 (m, 2H), 5.40 (s, 2H)

AAd 4: 5-[1-[(5-FZZ2H v d-2-d)HE ]4-(EFEF L2 E) ol | t}E-2-4 |-3-HE -y d-2-7t2 1Y
EZ(1.016)9 AZ

NN
L e
(1.016)

9A 1: Egud-[2-[[4-(EEZFLEME)o|ngE-1-dH EA JaE |4 & (1) 9 A=

O/\N/_‘\N
O
si. FF
7\

()

SHIEYEL(35.4 nl) F 4-(EeEF L2 e)-1-olWth£(3.07 g, 22.6 mwol) B ¥4
mnol) 8] @l 2-(FR2HFA)E-EWE-d (5.8 mL, 33 mmol)S F7Fstar, 44 i
eolA gl kel W £ 37 o-(FRREB A E-EWE-4(1.9 L, 11 mol)
3, e F7kz 4Nk B sk, 9E A, ERES 95 dNsta, g oheels = 2 aes
. &8k §7)ES EEslar, Alo]ZEAA F 0 A 60% oE ol H | ES Algsle] Azl A Ao A
AZvlEa IR A st Eﬂﬂ%ﬂ}{M%Eﬂ% oz ue)ompE_1-0l [ EA 8 | Nk A o
11(2.74 g, 46% 5)2A 5330},

r
i, mg;
il
©
—
>
0Q
()]
()]

I NMR (400 MHz, CDCl3) & = 7.65 (s, 1H), 7.42 - 7.36 (m, 1H), 5.31 (s, 2H), 3.63 - 3.34 (m, 2H), 1.02
- 0.83 (m, 2H), 0.01 (s, 9H)
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[0157]

[0158]
[0159]

[0160]

[0161]

[0162]

[0163]

[0164]
[0165]

[0166]

ZIHS3d 10-2024-0089028

DA 2: 2-[[2-8 2 =-4-(EEFLEYE)olv|tE-1-d H EA | E-Egrd-d&(12) 9 A=

I
o"Nf
0
Si FF
/ \‘

(12)

~78ColA HEZsIo]| =2 F (100 mL) & EfvE-[2-[[4-(EEZFoa2dE) o tE-1-d v EA] JdE |24 &
[-1(5.31 g, 19.9 mmol)9] &N n-FEHHE(AA ZF 2.5 M, 10.0 mL, 25 mmol) S H7lstgdch. g EIE
308 o whksla, HETGS ) EZFH(26 ml) F L25(5.82 g, 22.9 mmol)2] §Ho g Asta, 147
oF WtE| =5 3Gt 98 A, EHES AR7HA] 7h2st & A B3 EFoR Ao, oE oA
OJEZ FE3IGTE. et §U1ES AFE A, 552, Afe]ER2EAl T 0 WA 50% ol oM HCIEE
AFEsle] At A gelA AY AZefEadaE AEste] 2-[[2-8 2 E-4-(EYEFa2dd)elntpE-1-
AW EA e D-Eme-A [22 23 17(6.90 g, 88% &) 2A FEaHAth. H NR (400 Mz, CDCls)
§ =7.47 (q, 1H), 5.25 (s, 2H), 3.59 - 3.51 (m, 2H), 1.00 - 0.88 (m, 2H), 0.00 (s, 9H)

9A 3: 2-2 0 E-4-(EFZF 0 2HE)-1i-o|u|t}ZF oz F2Fo|=(13)9 AR

|
O

HNZSN
\_ng
F
F 13)
ANEZ (70 mL) ¥ 2-[[2-R L =-4-(EZEF 2 E)oln|tpE-1-d [H| 5 A] ]
mmol)2] &ho Oﬂ/‘i(%}"]%—’? 12 M, 7.35 mL, 88 mmol)& H7FsIitt. EFES 70TCoA 2947 &9t wnk
2

staL, WZA7|aL s st LE--(EfEFeadEd)-l-olntE solE2IReols [-3& 4 1A

(5.50 g, 95% &)2A 539, H NVR (400 MHz, CDsOD) & = 7.80 (q, 1H)

d-Egye-Ad [-2(7.2 g, 18

FO O{N

G4 4: 5-F22-2-[[2-8 9054 (EEZSF=2ME)olrtZ&Z-1-d |9 E 19 g v d(14) 9 AZ

A
/N\\(\N_N
(L

(14)

2-8 05 A4-(Eg|ZF 2 2vg)-1l-o|n|t}E o=z FZgo]l= [-3(348 mg, 1.166 mmol)T £.9=3 25 (37
mg, 0.223 mmol)e] E3t&o| ofMEYVER (5.25 nl), ©AFZ-E(536 mg, 3.878 mmol), =(0.18 L) # 5-F=
Zo-(Fz2dE)Igny slol=2ZF 2ol = (279 mg, 1.329 mmol)E H7Iegth. AAH EIES 80TCAA

1A Sh aukeRgivh, 8-S WAL, $FSaL, AR T 0 A 100% olE obHO|ES AR
dto] Aejgt A Beld AY AmvtEaue Aste] 5-FRE-2-[[2-8 k-4 (EEFeErE) o thE-
-] e S wA] [-4(381 mg, 84% &) A FESAT. MR (400 Miz, CDCl;) & = 8.69

(s, 2H), 7.51 (d, 1H), 5.34 (s, 2H).

24 5: 5-[1-[(-EE2YFnd-2-d)Ed | 4-(EFEF L 2WE)o|ntE-2-4 |-3-HEd-HFd-2-Fl1 2R UE
4(1.016)9 Ax
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[0167]
[0168]

[0169]

[0170]
[0171]

[0172]
[0173]

ZIHS3dl 10-2024-0089028

N

Il

N/

|
N NN

/4 \ o

S*/N \_ng

cl .

(1.016)

U229 eh(37 mg, 0.0453 mmol), 4,4,5,5-HlE&HE-2-(4,4,5 5-H|EgHE-1,3 2-TSA R ZT-2-9 )-

1,3,2-U AL ET(286 mg, 1.13 mmol), OMAMEAZE(221 mg, 2.25 mmol) ¥ 5-H2R-3-vdygd-2-7}2

BUEZ(180 mg, 0.914 mmol)I E3FAQl [1,1'-¥A(OAdEAT ) HZAINEZ222d5(11) Y E3E4

1,4-952H2.4 mL) & H7beka, AdE g E3ES mlo]a Ry} AL shell Al 100CT7HA 1417 &<t 7L

th. o] EgtEof 1,4-922H(1 nl) E A3AMZAE(E F 1.0 M, 1.60 mL, 1.60 mmol) F &Aoo TM 5-F2=2

2-[[2-8 25 4-(EgEFeazda) o thE&-1-d v |9 gl vd 14(246 mg, 0.633 mmol)E #H7}eta, ¥k &
< 5

G2 vlolam A SlolA] 80T/ 8AF Bk AASth, EFRES A5 H4ska, oY ohHolE
2 229900 R 412L wE, AoFAN F 0 WA 508 AF oHHo =S Agae At A
Aol Ay AzeEaddE Aesdtt, oo, WRES T EF 0.16 TEAN B T F 30 NA 708

| A ,
SMNEYUEZHS ARE3te] C-18 A7t A AollA 94 de a=zneEdda= sty 5-[1-[(-E2 23 gm|
d-2-d)HE]-4-(Eg|ZEF e 2rE)ojntpH-2-d-3-mE-dgd-2-7l 28 U EZ 1.0162 WA 134 (96 mg,
40% SE)2A SE5agh. H MR (400 MHz, CDCI3) & = 8.94 (d, 1H), 8.75 (s, 2H), 8.19 (d, 1H), 7.59
(d, 1H), 5.41 (s, 2H), 2.63 (s, 3H).

AA 5: 5-FR22-2-[[4-(dZF21WY)-2-(4-ZF o 2Hd)olnt=-1-d 19 19 g 1| (1.029) 2] A=

i<z7
=z
/
Z

S Ty

@A 10 [2-(4-EF L 29d)- - v TE-4-4 M & (15) 9] A=

(1.029)

(15)

awkz] w7b 9l 500 nl A Fehade] 4-FF o wulzolud ste]mRFReto]=(5.104 g, 28.35 mmol),
L3-yato] =FAobAlE o]FA(5.4 g, 29 mmol), FAFSFEE §o1(140 mL, 35 ) H FHEE(6.23
g, 116 mol)& H7beigick. W78 AFstar, wwtE EFES 45C7HA ZhEin. 2443 5, e ES
A7 YA, W EFES 2(100 nL) 2 3Asta, ol" opAlHo]E(3 x 50 L) & FE3ATE. 4

S 2 M HCI(100 nL)S& AH&3te] pH 622 2Hds}elar, #4742 olg obAlHo|E(3 x 50 ml)= FZ3kth.
F A {715 AY ARPEEIY0 WA 100% 3:1 Al REAE T old opAlElol o he) & fsf X
oA A widel St £8& Fetal, Aol wFdte] [2-(4-EFe2ud)- - v tE-4-<d v
B2 15(3.13 g, 90% %, 526 8)E F5akadrh. H NMR (400 MHz, DMSO-dg) & = 12.62 - 12.21 (m, 1H),

8.07 - 7.88 (m, 2H), 7.36 - 7.19 (m, 2H), 7.11 - 6.80 (m, 1H), 5.23 - 4.76 (m, 1H), 4.42 (br s, 2H)

_22_



[0174]

[0175]
[0176]

[0177]

[0178]
[0179]

[0180]

[0181]
[0182]

ZIHS3d 10-2024-0089028

A 2: 2-(4-FFL29d)-1H-o| 9 }E-4-Ft2 B ¢ )30 = 169 Ax

F

HN”SN
° (16)

WHE7] w7 9E 100 nl A4 Zgadd [2-(4-E2F e 2Fd)-1H-o)v|thE-4-L W ek [5(540 mg, 2.5287
mmol), AFS7H(IV)(3.03 g, 34.5 mmol) 2 o& o}AHo]E(25 mL, 255 mmol)E A7}6}3Y. E£EL 2L
oA nEralFTE. 48A17F T HkS EHES JFREE Ea of3tetar, old oA Eo]E(20 ml)E A& e},
A oy Ag FFoAM FEHeAT. AE OﬂE‘ olAlE o] Eo A&aA7Ia, A ARvE DI (Aol SR
Ab 40 WA 100% o8 olAlHIC|E)E Sl HFolA Al ujde] FF3ATt. BES Feta, AFdA =
sto] oAl 1A (249 mg, 49%, 95% =) 2- (4—4 20 g Hd)-1[-o|n|t}Z=-4-F} 2 B ot ato] = 16(249 mg,

49% 58)S =T H MR (400 MHz, DMSO-ds) & = 13.46 (br s, 1H), 9.75 (s, 1H), 8.11 (m, 3H),
7.35 (m, 2H)
@4 3: 1-[(-E2=29gnd-2-d)HE ]-2-(4-ZF L2 d) o] u|t}E-4-Ft2 H L H[Flo| =(17) 9] A=

F
N N7 SN
7 =
/L/N =0

cl -
WHk7] w7 9l mRo] AR g vho| e 2-(4-EF Q2 ¥ d)-1H-oH|t}E-4-Ft2 B U slo| = 16(249 mg, 1.2439
mmol), 5-FE22-2-(F=Z=2v|d)y g L slol= 2 F2efo]=(341 mg, 1.6241 mmol), EMFZE (434 mg, 3.1401
mmol), £ E=32F(42 mg, 0.25 mmol), oMAMEYUEZ (3.8 mL) 2 =(0.38 nL)S H7Istgt. £3ES nlo]
EEJMW 2A1ZF Bt 90 C7HA 7}%}033} g THEES ARVA YAA7IA, E(20 nL) 2 Ak, oE
ORAEIC]E(3 x 10 mL)E FF3F3tt. s 34 f715S Y AZvtEa I (Aol E 24 S 30 WX 80%
old ofMElo]E)E 3 oA 1A wjdol FFH3Att. 28-S fsta, JFolA w53t 1-[(5-F 221
g e-2-) e -2-(4-ZF L 2o d) ol vt} E-4-sh2 B udel = 17(273 mg, 66% &) S5 N
MR (400 Mz, 2R2ZEE) & = 9.94 (s, 1), 8.71 (s, 2[), 7.84 (s, 1), 7.67 (m, 2H), 7.15 (m, 2I),
5.40 (s, 2H).

A 4: 5-F22-2-[[4-(YEFLEMAE)-2-(4-EF L 2¥d)o|vt}E-1-d ]HE 19 2 v H (1.029) 9] A=

o
o

F
N N7 SN
72 _
LN \_g—/':
Cl E

(1.029)

K

wWHk7] ¥k 9l 50 mL 37 A EEpFol 1-[(5-EFEREIFrH-2-g)ME |-2-(4-FF 2 d) o] vt} E -4~

Ft2 By slel= 17(273 mg, 0.8189 mmol)S H7belgith. Za}~3E v|$a, d4a=2 33 4] AL 3 gF=
ZEH(15 ml, 234 mmol) ¥ UoEoln =3} EfZF 0 }o]=(0.9 mL, 7 mmol)E H7}sIth. TIES AL

A 67AIZE Fot wnbekgith, WheES 23 FEIUESR §9(30 mL) o= AFstar, old opAlHo]E(3 x 10
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[0183]

[0184]

[0185]

[0186]
[0187]

[0188]

[0189]
[0190]

ZIHS3d 10-2024-0089028
WA 40% ol oRAEIOIE) S
I}

L 2ve)-2-(4-ZF 2 d) o vE-1-d v J ¥ v (152.4 mg, 52% <
) 6§ =8.71 (s, 2H), 7.67 (m, 2H), 7.37 (t, 1H), 7.13 (¢, 2H), 6.72 (t, 1H), 5.35 (s,

AAd 6: 5-FER2-2-[[2-(6-F22-5-FF2E-3-H P )4-(EFEF2HE)olrgE&-1-¢ |1 L |19 g nd
(1.037)9] A=

Cl

Fa AN
<

NS N
—\ _F

=

Cl F
F (1.037)

G4 1: 2-822-3-EFQ0E-5-[4-(Eg EF L 2rE)-1-o|v|tE-2-d |HFd 189 A|x.

F

~
Fﬂ\\N
U

H

Cl

(18)

=

,1-TB2R-3 3 3-EfZF 0 2ol E(0.995 mL, 6.94 mmol)S H7letdct. WA= AFsta, Hks
Xr=
[e}

g =
S 308 FeF 90TTA THEE v, WA 3,3, 3-EEF LRS- e 898 S5, 1
7h e HEo 34 ZEkadd 6-F22-5-FF 9 2-9d-3-7t2 B 4] = (971 mg, 5.7816 mmol), H
2 (15 mL) 2 A dEYok5.8 ml, 51 mmol, 35 AHB)E 0TA H ek, wg E3ES 0TolA 30+
Sob wkslar, ofrle 3,3,3-EfZFeR-2-S -T2 get Sy AxE)S Hrlsta, wg ERES S
7FR 2A1ZE EoF kst ohe-, AL7hH] JFSRa 20417 B9 wHkE RS Tk, v EFHES (30 nb)E

Bl A5lar, ofd olAHE0]E(3 x 20 mL) 2 FE3AUTH. f715S L, AFdA FF51, AY A=2vlED
o] (Alo]ZF R} F 10% 2 ofAElolE)E T8 AAlsit. &

IEF O B5-[4-(EgEF o2 E)-1H-o| v tE-2-d |9 2ld 18(794 mg, 49%)= 53}
MHz, DMSO-ds) & 60 (br s, 1H), 8.86 (dd, 1H), 8.37 (dd, 1H), 8.13 - 8.09 (m, 1H).

A
o

I

g9A 20 5FRE-2-[[2-(-FER-5-FFLE-3-VILD)4-(EEFLEMY)o|nnE-1-d € 19 nd
(1.037)¢] A=

Cl

F/N

\I

N N7SN
/\\(\_
Cl F

F (1.037)

7] v Qe vlo]lm RSl wlolde] 2-F22-3-ZF Q0 2-5-[4-(EyZF e 2vd)-1H-o|rgE-2-d 19 g
18(485 mg, 1.7348 mmol), 5-FE=E-2-(F2=dE)Iu|d slo]|=2 S = e}o]=(450 mg, 2.1432 mmol), ¥HAF
25 (598 mg, 4.3267 mmol), SFAEYEZ(10 ml), L2=328(56 mg, 0.3373433 mmol) ¥ &(1 mL)E H7}
ST, EFES wlolaR T A 2A7F FeF 70C7HA] ZHEEkith. W £¥ES 230 mb)E FA ek, oY
oPAHIOIE(3 x 10 mL)® FE33tt. 33 f715S A A=RvEIHI Rl EF2E F 0 WA 40% dE of

e
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[0191]

[0192]
[0193]

[0194]
[0195]

[0196]

[0197]

[0198]

ZIHS3d 10-2024-0089028

Al E)E flall tlgolA A widel sFsklch. £8S Fetar, JFelr sFdte] s-F2=2-2-[[2-(6-F
2R2-5-ZF02-3- Jmﬂ) 4-(EgEFemdd)olvuE-1-d vE |9 grd 1.037(634 mg, 89%)% 53+
oF. HNIR (400 Milz, S222¥E) & = 8.74 (s, 21), 8.63 (d, 1), 8.04 (dd, 1), 7.55 (q, 1), 5.39 (s,
2H).

AAd 7: 5-F22-2-[[2-(~F22-5-EF2=2-3-Id)4-(tEF 2 &) o|nZE-1-d |dE 19 g nv|d
(1.026)9] A)x:

F N \/N
]
F

)

=

“ (1.026)
94 1 - e 1I-C-EugAddEAHE) o rE-4-FI2 B A H O E [99] A=

\S,i/
O, N
_owvo'/'

(19)

MeCN(75 mL) = ™€ 1H-o]n|t}&E-4-72 R A H o] E(5.00 g, 39.6 mmol)] &Ml K,C04(13.7 g, 99.1 mmol)E&
A7VEATE. olojA, WkE EEEo YR 2EE 30T wwte g fxsHA A Zur|E =5 2-(FREdE
ADAE-EHE-A (10 nl, 57 mmol)S A7}t HA7ME 4R &, 9g EFES A2 423 T

A&skA wwralgdtl, w5 3} NaCl(75 ml) 2 ZANFS}ar, EtOAc(50 ml)E H7bskdoh. A4S 2eela,
’34S EtOAc(3 x 50 mL)E FZE3tr. F71ES Fetar, E3t NaCl2 MFsta, HHstd AdgolEd 553
k. VA AAES SodozA Afo]FREAA F 0 WA 100% EtOAcS] FHlE ALE3le] A2t A Aol A
LA AZvtEIYIR At HE 1--EfHEaddo EA W) ontE-4-7t 25 Ao E 19(2.56 g,
256 2 TF3FAl ool ZEakalth. H NVR (400 MHz, CDCl;) & = 7.74 (d, 1H), 7.63 (d, 1H), 5.32 (s,
2H), 3.92 (s, 3H), 3.57 - 3.43 (m, 2H), 1.04 - 0.75 (m, 2H), 0.00 (s, 9H)

94 2 - ¥d 2-E2R-1-(2-EWEAEAEA HE) oV TgE-4-7t2 5L o) E [109] Ax:

\sli/

Br

I

MeCN(20 mL) = Wg 1-(2-Egugd AP ZAHg)o|u|t}EH-4-7 22 A o] E 19(2.02 g, 7.88 mmol) @ NH
EREAAIH=(1.84 g, 10.1 mmol)e] &Me] AIBN(0.1 g, 0.60 mmol)S FH7}etar, wHSES N, stollA 3A1%F
=t 60C7HA 7Fdetrt. wheES 2 )M B QS EF(10 L) o2 AASEa, Et0Ac(20 mL) 2 94(20 mL) &
A7velgdtt. AS Bysta, FAANS EtOAc(3 x 50 ml)E FE39t. 7188 eta, ¥x3F NaCl=
MAsta, ZystE AgtolEd F&3kGtt. vgA AAPAES S doRA Alo]ZF2dak F 0 WA 100% EtOAc
o] FHIE AEste] At A oA FYA AZuEIHIAZ GA St WY 2-RIZR-1-2-EWE A&
A E) ol nt}E-4-7t2 B Aol E 110(1.57 g, 59%)& FM odz2x FE3519t). HONR (400 Mz, 222%
2) 6§ =7.78 (s, 1H), 5.31 (s, 2H), 3.91 (s, 3H), 3.56 (m, 2H), 0.94 (m, 2H), 0.01 (s, 9H).

(110)
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[0199]

[0200]

[0201]

[0202]

[0203]
[0204]

[0205]

[0206]
[0207]

ZIHSd 10-2024-0089028

974 3 - Hd 2-BE2R-1{-o|0|tE-4-Fl2 B A FG o |E; o] 2 E2F ot 119 A=

o N Br

H (111)

NEHE(40 nl) T HE 2-HERR-1-(2-EjyEdddEAvE)o|ntpE-4-72 8 Ao E [10(1.57 g, 4.68
mmol)¢] &Mol 12 M HC1(4.00 mL)& H7}eAek. w38 N, 3lollA 643F B¢t 60C7HA] 71d&kde. v

Fes e dtelM sFske] wE 2-HRE--olnuE-4-Tte SR o B st ERFRE o= [11(1.15 g,
S3kgivh. 'H NMR (400 MHz, MeOD) & = 8.02 (s, 1H), 3.91 (s, 3H)

v?
9A 4 - dd 2-ERE-1-[(6-E2 29 nd-2-d)dE ] ot E-4-7t2 5 Ao E 129 Ax:

M2
MeCN(20 mL) & WY 2-B a2 R-1j-o|n|t}E-4-72 B A Ho|E;sfo|m2F2gel= [11(1.15 g, 4.52 mmol) ¥
KI(0.15 g, 0.90 mmol)¢] sl FEeroHo] K,005(2.19 g, 15.8 mmol) 2 H,0(1.50 mL)E H7}elgich. 5-F22-
2-(Z2EdE) v d folm2F =0 =(1.14 g, 5.43 mmol)E FH7Fsta, WHEES 2A1%F &<t 80C7HA 7
g3k, WS ES ¥3) NaCl(lO nL)E AA3a, EtOAc(10 mL)E FH7betgdoh, Ae Easta, A4S
EtOAc(3 x 50 nL)& FE3tt. #7188 §star, E3} NaClZ AlHstar, #y3tg Adglo]Eo] F%3A T}, v
AA APGES §EldozA *M%’-i 2 0 WA 100% EtOAce] +ulE A}%okﬂ A7t A oA ZE A
AZvlEaHIR GASh e 2-HER-1-[(-EFRE2I IV d-2-d)WE o] nthE-4-Ft2 B g o] E

112(1.36 g, 86%)= S53sF3tTt. H NMR (400 MHz, CDCl;) & = 8.68 (s, 2H), 7.80 (s, 1H), 5.38 (s, 2H),
3.90 (s, 30

94 5 - [2-HER-1-[(-Z22 29 Fnd-2-d)d g ] o] n th&-4-d | &2 1139 A=:

A

&t

(113)

0ColA Ny, dloll A 2-vHEEglslo]=2F(20 mL) T WEH 2-B22-1-[(6-F 223 d-2-d)vd ]o]r]t}

F-4-712 5270l E [12(1.36 g, 3.90 mmol)e] o] Ak Z DIBAL-H 1.0 M(11.70 mL, 11.70 mmol)S& A7}
atlch. wkg 0CoA] 1A &QF Wkt ths A271%] 712351k, HHES A2 A] 16417 &< uyt
Tk, g e tert-5g oEIZ(10 mL) 2 8| A3}a, 0C7HA WZHA7]aL, 467 ule &, & 3 467 u
Le] 15% NaOH=Z N e th3-, 1.17 mLo] &8 FH7ISkSith. olojA], WgES A7 7F2sta, AoA 30+
ToF ksl AglolE 9 NgSO,E H7Fetal, W EFRES &Y oA AZ ZAwrE B3 oFetsict.
AP dE Y slollA FFsle] [2-BERE-1-[(-F223 g nd-2-d)wE o] rthE-4-d |9 eh-& 113(1.16 g,

88%)S +E38k9tt. H NMR (400 MHz, CDCls) & = 8.68 (s, 2H), 7.08 (s, 1H), 5.32 (m, 2H), 4.59 (s, 2H),

o
==
A= ie)
==

2.15 (s, 1H).
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[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

ZIHS3d 10-2024-0089028

94 6 - 2-BER-1-[(-F2 29 Iud-2-d)H g o] v gZF-4-F;2 B &H o] = [149] AxX

1) N Br
N\ S
\_g
=
< (14)

Ao 2-WdHEgSto| =2 F (20 nl) F [2-BER-1-[(-F2=23grd ]
£ 113(1.16 g, 3.44 mmol)©] &Mof| Mn0,(4.49 g, 51.6 mmol)E HA7}elar, BHSES A L2oA] 24A7F E9F

HESEQITE, Mn0.(1.50 g, 17.3 mmol)E FH7I8tal, Whg EFES ALoA] 48A17F & wiksgich. whgES
EtOAc(100 mL) = 3]A3tar, AetolE seg Fal o#sigivt. oS g stolA sFHate] 2-Haw-1-[(5-
Fradgrd-2-)md]o|ntE-4-7t2 B sle] = [14(0.77 g, 75%)F 58T, H NMR (400 MHz,
CDCly) 6 =9.82 (s, 1H), 8.69 (s, 2H), 7.80 (s, 1H), 5.40 (s, 2H).

A 7 - 2-[[2-BERA4-(EFe2HE)olntE-1-d | E |-5-222-FFn|d [159] A=x:
F N Br

N\_N

A,

0C7HA WZtA 7l fE22dek(50 nl) F 2-H2E-1-[(5-F223 v d-2-d) v o t}E-4-7t2 B ¥ 5}

o= [14(0.77 g, 2.56 mmol)9] &old] r]oEoln=HFEEEZZF o e}o]=(2.72 mL, 20.6 mmol)S F7}8F%

., WS B S N, FolA 0ToA 3417 Bt A& mukastdn, wheES ¥3F NaHC04(50 mL) 0.2 Al sar,

HE22Heh(25 n)& FA7FETE. s B8, f71ES FHstd AgfolEd w533k, vAgA A E

gl o B A Afo]Z 2 A F 0 UIA] 100% EtOAce] FulE AFE3te] A7t A dolA ZFA] AZvE
S-FE2E-

=z

(115)

wﬂ

S Qa
=2 O
2 AAlste] 2-[[2-HRE-4-(HEFe2rd)olvtE-1-d e ]- velnd 115(0.45 g, 5405 #
A 9dwA FE89. HNIR (400 Miz, CDCly) 6 = 8.69 (s, 21), 7.37 (t, 1), 6.64 (t, 1H), 5.36 (s,

94 8 - 5-EF2E-2-[[2-(6-22E2-5-FF L 2-3-YIE)4-(HEFL2vE)ovthEZ-1-d | E ]9 gud
1.0269] A)=x=:

F>_<N:\
NN

cl (1.026)

vfo] A 2T} ufo]e] 2-[[2-BER-4-(TEFL2WE)onttE-1-d]dE]-5-F2 29 grd 115(0.040 g,
0.12 mmol), 2-F2E2-3-ZF22-5-(4,4,5,5-HEHE-1,3,2-t3AREH-2-9)9 2 (0.041 g, 0.16
mmol) 2 (1,1'-¥]A(HeldEAv ) 2A) 5 (1) gEF2o]=(5 mg, 0.006 mmol)E #H7lskdct. 4715
Ny #9171 BtellA wjAstal 8t ivt. 2-vEd e Egsto] == F2H(0.50 L) B A3MZE(E F 1.0 M)(0.30
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[0217]

[0218]

[0219]

[0220]
[0221]

[0222]

[0223]

[0224]

ZIHS3d 10-2024-0089028

mL, 0.30 mmol)& FH7bebar, Wk EFES who]|A R 2AF St A 1AIZE FF 100C7HA] 7FE38H3ivh. whg-&
S A7 BZAAI71aL, (10 mL) 2 EtOAc(10 mL)E H718ielth. A4S #elsta, $474S EtOAc(3 x 5 m
D& F=3A0. f71E8S Fsta AgolEe FH3siqlvt. g4 AEES &A= 0 WA 100% EtOAc/

1E 8 0
Atolgm At g ARgSte] ATt A Aol =diA] ARvtEaRYE FAF 5, SR = F 30
A

WA 100% MeCNe] 79 (0.1% £54F WA E3HE ARE-ste] C18 A4 A7k Bl ZedA ARvt=adga =
g A8kl 5-FRE-2-[[2-(6-FRE-5-5F22-3-Y ) 4A-(HEFe2rd)onvE-1-d ML ] ¥ 2| e

1.026(14 mg, 31%)<S FA Ld2A F=533). HONR (400 MHz, MeOD) & = 8.81 (s, 2H), 8.51 (d, 1H),
8.09 (dd, 1H), 7.69 (t, 1H), 6.77 (t, 1), 5.56 (s, 2H).

AAle 8 5-FR2-2-[[5-F22-2-(6-FZZ-3-¥IH)4-(dEF2vE) o tZ-1-d v d 1dgvd
1.0762] A

E

She!
N N =z |N
= X
cl /QZJ ¢

9A 1: 2-8E2E2-5-[4-(EZESFLEME)-1H-o|vtE-2-d ]| 2fd 1169 ¥4

(1.076)

° (116)

E(10 mb) 5 oMAEANFEE(1.5 g, 18 mmol)9] &0 1,1-T]H2K-3,3,3-E|ZF QL Z}AE 3,3-T]HZR-
L1LI-EEFoe-T2d-2-2(2.3 g, 8.5 mmol)S H7bsk3lth. wkg =S 30 &< 100C7HA }%ﬂé}s&
t.oojolA, wkg=S A7 WA, o] &fd A hRUok(5.0 mb)E H7FE v, wlE(20 ml)
T 6-FREVIU-3-7L2BAE s E(1.0 g, 7.1 mmol)E HHS] FH7hskar, 14413 Eob wwkegict. vk &

ju

Lo

eSS E(100 mL)E AAsta, o€ owlﬁﬂ O]E(3 x 250 mL)oA] F&E3taL, T AU EF oA AxA7]
ofztstar, st el sH33it. =5 AE oAHe|E Y Ale] 2 34H(20:80)S AHE-SEe] (200-400)
A7tz GAsh z—iii—5—[4—(EﬂaT.Liuﬂ%)—1H—°1HIB}%—2—%]EME 116 93k 1A(1.0 g, 57
®)ZA =55k, H NIR (400 MHz, ZF22ZE2-d) & ppm 8.96 (d, 1 H) 8.32 (dd, 1 H) 7.32 - 7.44 (n, 2
H).

K

@A 2: 2-(6-E22-3-FFY)-1H-°o|v|E-4-FtERYEH [179 #A
W\

/|

H |

N ° (117)

7\

AEok(4.8 ml, 30.291 muol)9] Egt=S BoE FHAAM 70TA 10A2F gk 7hdsiglet. whe E5
AL YA 7)AL, 3SE el A SEAIZY. RES o8 obAEHOIE % ALl F R E4H(40:60) S A
(200-400) A7t AA S 2-(6-F22-3-F g d)-1-o|1}EA4-7 2B YEZ [17(0.4 g, 96%)S 5313
oh. 'HONMR (400 Mz, Wl€HE-d4) & ppm 8.93 (dd, 1), 8.32 (dd, 1 1), 8.03 (s, 1 H), 7.61 (dd, 1H).

-2 22-5-[4-(EgEF 2 E)-1-o|v|thE-2-d 19 8d 116(0.5 g, 2.02 mmol), WE-E(2.5 ml) ¥ F4
=
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[0225]

[0226]

[0227]

[0228]

[0229]
[0230]

[0231]

[0232]

[0233]

[0234]

ZIHS3d 10-2024-0089028

97 3: 2-(6-222-3-7L)-1-o| V| qE-4-Ft2 B & FHo| = 1189 T/

O:f
1\
/ N
I
(118)
-78Col|A 7Zx HESIO|=2FE(10.2 nl) =
g, 2.4924 mmol)e] WHHE Ko EF F to
A7Vl o]oj A WhS-E-(reaction mass)S <
7F &9k aNkslglth. WHEES 2 N HCIZ AAstar, oE oA H o ER FE3I3th. oA, f7sS &, dF
2 2 A, FMGEF dolA AXRAZIL 5 vAA ARE F53IT. FFES ol ofMHIE
2 Abo] 22 EAH(30:70)& A&l (200-400) AE|7k= AASte] 2-(6-2 2 2-3-9] 2 d)-1H-o|r|thE-4-7t= 1
oElsle] = 118(160 mg, 30%)< FS3hdth. H MR (400 MHz, ™FS-d4) & ppm 9.83 (s, 1 H), 8.98 (d, 1
H), 8.38 (dd, 1 H), 8.08 (br s, 1 H), 7.63 (d, 1H).

10E-4-7k2 R Y EY 117(0.51

2-(6-F2=2-3-1g|d)-1H-°]n
1&7d 2 L, 12.46 muol, 12 §)<

Y RFUE FasHE(
& LEe A 1412

nim L N{ﬂ

94 4: 2-(6-E22-3-922)-1-[(-E2=9grd-2-d)rd ] o|r|E-4-Ft=2 B LT gto| = 1199 FA

cl |

—° (119)

SPHEUEZ (1.6 nl) F 2-(6-F22-3-78d)-1-¢o|n|t}Z-4-7t2 B g sle] = [18(0.16 g, 0.77 mmol)<]
goHol] EFAZFE(0.26 g, 1.92 mmol), £2E=3F(0.025 g, 0.15 mol) 2 5-FE2-2-(F2=dd)vgnd
(0.15 g, 0.92 mmol)S Z7Fstar, 16A17F B2k 70C7HA] 7FE8kieh, vh-g EES E(100 nL) & 33X star,
g oMHo|ER FE3kolth. $et °71%% AR AFstaL, P ER dollA dx:A7IaL, 7S stelA F
Fato] MAAES TS5 55 old ofAlHIolE 2 Ato]F2E1H(20:80)S AMEEF] (200-400) A E]
Ft2  AA s 2—(6—%;;—3—4?4%)— -[(6-FR2Hgud-2-d) e |o]rttE-4-7t2 B g dslo] = [19(0.2
g, T8%)F SE3T. H NR (400 Mz, WIERe—d4) & ppm 9.72 (s, 1 H), 8.69 (s, 1 H), 8.66 - 8.69 (m,
1H), 8.55 (dd, 1 H), 8.10 (s, 1 H), 7.96 - 8.01 (m, 1H), 7.46 (dd, 1 H), 5.50 (s, 2 H).

©A 5: 5-2=2-2-[[2-(6-222-3-9 e W)4-(JZF 2 )0l AtE-1-A WL ]9 n) D 1.0289) T4

@ (1.028)
gZE2de(12 L) & 2-(6-Z22-3-1g84)-1- [(5—:1&&41?411]"4 -2-d)v g ]olnthE-4-7t2 B & H slo] =
119(0.200 g, 0.56 mmol)2] &N tJo|doln| -3 E Fo o] =(0.6 mL, 4.5 mmol)E H7}star, A2oA
16417 5ok wEgih, whg EFES FEUVEF %°ﬂ<5o nl)o& AAsta, o ohAH| 1 2 FE09
o #q3 f§U15E U ERE ddA AxA7|a, 7S gt 538kl nAAES FEIUT. AFES dE
LA EHO]E W Alo] S ZNAF(20:80)S AFR3F] (200-400) AT FFE A A 5o 5—Jii—2—[[2—(6—lii—3—ﬁm
)4 (T 220 2ue)olu T} E-1-2 | v & | 7 2] v T 1.028(120 mg, 56%)< FS3HIth. H NWR (400 MHz, 2=

EXE-d) 6 ppm 8.72 (s, 2 H), 8.09 (dd, 1 H), 7.43 - 7.47 (m, 2 H), 7.27 (s, 1 H), 6.73 (t, 1 H),
5.37 (s, 2 H).

94 6: 5-FE2-2-[[6-F22-2-(-EEE-3-YFH)4-(HEZF 2 E) o ttE&-1-d I9d ]F & vd 1.076
o ¥4
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[0235]
[0236]

[0237]

[0238]
[0239]

[0240]

[0241]

[0242]

SIHS31 10-2024-0089028

\
N

cl (1.076)

F
Cl
=
—r
Ran\

SMHNEUEZ(1.4 mL) T 5-F22-2-[[2-(6-FE22-3-¥H)4-(gZF 2 E)olnttE-1-d g |5 gud
1.028(0.07 g, 0.19 mmol)¢] € Mo N-FEZZA Ao =(0.035 g, 0.25 mmol)E F7}setar, A-Lox 16417 =
oF wwRkslgith, whso] gduy ¥ wkSES 10% EloSHAMIEF £A(100 mL) o2 AAE I, o olAlH ol E
2 FEshaL, S ER FolA AFRA7|aL FFSY] ugA ARE 53T ARES A€ ofHHE ¥
Apl EZEAH(20:80) 5 AFESRe] (200-400) A27kR AAst] 5-SFRE-2-[[-FRE-2-(6-FEE-3-¥|2|d)-
4-( 2o 2 e)olntE-1-d WD 92 uel 1,076 3|9 w45 ng, 58624 FSgch. H NIR
(400 MHz, ™lehS-d4) & ppm 8.72 (s, 2 H), 8.51 (dd, 1 H), 7.94 (dd, 1 H), 7.45 (dd, 1H), 6.72 (t, 1
H), 5.43 (s, 2 H).

AAd 9: 5-E22-2-[[4-(UEFozrE)-2-(2-vEdgud-5-g)olu|gE&-1-d W e 19 g vd 1.0779 &

g

F

F\§/\\N

B 1 1-(2-E W g AL SA ") o] vt} E-4-7} 2 B AH o= D 3-(2-Ee P ALY SA| D )o] v T} -
4-7t2 B IS0 =(120 + 121)9) FA

R IE®
L7 N
H

/l\

(1.077)

/Sl'\

120 121

HEgsto| =2 F (42 nl) & 1H-°|7|th&E-4-7) 2B & Heto] =(4.0 g, 42 mmol)] &N FAJVEF(1.2 &
%, 50 mmol, 60 HZF%)S 0ClA H7letlth., E3F=S 0TelA 1538 & wyksiglt. olojA, 2-(Eg g
AH) oA MY S22l =(8.5 g, 46 mmol)E A7FetlTh. H7F &, EFES 25TolA 10A17F St uykakgl
o W= 5C WA WZA7|AL, 23) HEeRE g o AL, o" obAlH]E(200 L x 3)E FE3h
Ak, oA, {71TE A5 fdoR AFHsta, T4 FAUEF FolA AxA7IL FFte] vugA AsE
FESQT. BFES oF opAHCIE @ Al 2R E(30:70)S AH&Ete] (200-400) ATt AAlste] 77t
2:1 W9 120 2 1219 19] o] AA 3-(2-EvEd Ao SA v ) o] nttE-4-7t 2 H g Hlo]| =9 EFER
A 1-(2-Evgd o EA W E) ol n|t}E-4-7t 2 B ddEto] = (7.65 g, 81% T&)E FEEAUTH. Fo o] EA
HONMR (400 MHz, CDCI;) & ppm 9.90 (s, 1 H), 7.73 (d, 1 ), 7.69 (s, 1 1), 5.33 (s, 2 1), 3.47 - 3.54

(m, 2 H), 0.85 - 0.97 (m, 2 H), -0.05 - 0.01 (m, 9 H). &5 o]d&A I NIR (400 MHz, CDCl;) & ppm

9.79 (s, 1 H), 7.87 (s, 1 H), 7.82 (s, 1 H), 5.69 (s, 1 H), 3.59 - 3.65 (m, 2 H), 0.85 - 0.97 (m, 2
H), -0.05 - 0.01 (m, 9 H).

94 2: 2-BEE-1-2-EHEdEASAHE)ondEA4-Fl2B gHslo|E H 2-H2R-3-(2-EHIAL
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[0243]

[0244]

[0245]

[0246]
[0247]

[0248]

[0249]
[0250]

ZIHSd 10-2024-0089028

AW E) o uthE-4-7t2 B gH|Bte| = (122 + 123)9] F4

k o
‘° N
\_ /Ti\
/T'\
22 123

A8 (50 nb) F 1-(2-EduEd Ao EA v E)oln|tgpE-4-Ft2 B & dslo] = [20 2 121(2 5 g, 11 mmol)
o T md gela oo E2(0.093 g, 0.55 mol)& A7hF F, FHzRAM N

Ll

A
(2.2 g, 12 mmol) & A-2oA 78}t

WHS-29- 85T oA 16A13F HoF gttt whsES AetA] Yzt
AlZ1aL, 10% E&%‘r*&LPEﬁ TR AMAsta, T EHsln. TS ol oAH I E(200 ml x 3)E
FEIAT. FF f715S A5 &Qo® AFHEa, IMUERF A AxA7|IL FHEe] 2-BER-1-(2-E

g g EAWE)onttE-4-FtE2H o glo]E [229} 2-H2R-3-(2-Efu g EAHE)o]n|t}E-
23 ddgsle]= 123(3.0 g, 9.8 mmol, 89%)2] ZE3ES wAA AMmEA 1HFZA YGo|F (gummy mass)ZA]
F=39th. e o)A H MR (400 Mz, DMSO-dB) & ppm 9.66 (s, 1 H), 8.38 (s, 11H), 5.38 (s, 2 H),

3.47 - 3.61 (m, 2 H), 0.82 - 0.90 (m, 2 H), -0.10 - 0.04 (m, 9 H) 2 %A% o424 'H MR (400 Miz,

DMSO-d6) & ppm 9.62 (s, 1 H), 8.36 (s, 1 H), 5.41 (m, 2 H), 3.47 - 3.61 (m, 2 H), 0.82 - 0.90 (m, 2
H), -0.10 - 0.04 (m, 9 H)

oA 3: 2-B2R-1-o|u|t&E-4-F2 B & HFo|= [242] FA

™

" (124)
2-HB2H-1-(2-E v g Ao EAHE)o|n|t}EZ-4-Ft2 B oty|gto] = 122 2 123(1.1 g, 3.6 mmol)T} 2,2,2-E
YZFOZOAEA(4.2 mL, 54 mmol)e] &3HES A2oA 16A1ZF ek wHksTE. Wk E3ES A2 YF
of Bar, p7F FAo] € wi7kA mut slo A A FEAMGEES HUFeRg. 9eES 158 F¢F w3 o
S, olE oFAEHIOIE(100 ml x 5)2 FE8AT. T3 F715S A5 Aoz AHsla, FAUEF HolA A
ZA71aL FF3te] uAA ARE %aaiv}. FFES oY ofMHoOIE B Aol Z284H(30:70) & ARl
(200-400) A7t AA s 2-BZE-1[-o]u|gJZ-4-7t2 B o d| 5o = 124(0.545 g, 2.96 mmol, 82%)S IL&-
A Qol@ @A $E39a, o= WA Al 1A7F Hck. H NIR (400 MHz, CDOD) & ppm 9.64 (s, 1 H), 7.78

- 7.95 (m, 1 H).

A 4: 2-BER-1-[(-FE2=YFud-2-d)vd ]o|ngE-4-Fl2 B ddsle]= 1259 FA

o

N o] N
/N»\Br [ N ;}CI
Nﬁ) * /N/)\Br
| 126

OMEUEZ(9.14 nl) 5 2-B a2 F-1H-o|n|tZEH-4-7t2 B e elo] = [24(0.4 g, 2.28 mmol) 2] & o] e
(0.63 g, 4.57 mmol), 3355} F5(0.037 g, 0.23 mmol) 2 5-ZEz-2-(Z22vE)In|d(0.45 g, 2.51
mmol)S F7Faldeh. W& EFES 16413 T 60T7HA 7HEEgitt. vk EFES (100 mL)E 84star,
e obAEHOE(100 nl x )2 FEIATH. T F715S A5 SN0 AFHSAL, T NUEF delA
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[0251]

[0252]
[0253]

[0254]

[0255]

[0256]

ZIHSd 10-2024-0089028

AxA7|a, 72 slold FFee] uAA ARE FEIQUT. AFES Y olHoE L Alo|F2F A
(30:70)& AF&3le] (200- 400) A7tz GAsle] 2-BrE-1-[(-FR 2y d-2-d)vE o tE-4-7l2H
oslol= 1259 2 -3-[(5-F22H g nd-2-d) e | o] n|}E-4-7tE2 B 2|5} o] = [26(0.455 g, 1.49

mmol, 65%)¢ &3ES S5, T2 o] dAA 125 'H NMR (400 MHz, CDCl;) & ppm 9.81 (s, 1 H), 8.68
(s, 2 H), 7.80 (s, 1 H), 5.40 (s, 2 H). 2% o] 2A 126 H NMR (400 MHz, CDCls) & ppm 9.80 (s, 1 H),
8.60 (s, 2 H), 7.75 (s, 1 H), 5.39 (s, 2 H).

@A 5: 2-[[2-E2R-4-(YEF L2 E)o|utgES-1-dHE ]-5-F2 2 -3 u|d 1279 FA

(127)
0CA YIFEEHE(E0 mnL) F 2-HER-1-[(-FE2JYn|d-2-d)v g ]o|n|t}E-4-7} 2 B & sto] =
125(0.45 g, 1.49 mmol)¢] &Nl t]odolm] =3} EFZF 0 d}o]=(1.66 nL, H94mof3ﬁﬂ&ﬁq 3t
S Ao 16413t F<t H%}Siit}. S BRES 0C7HA WA, FEAUES 8930 nL) o2 H
A3 Ak, ole ofAEHO]E(3 x 100 mL)E FEF3UT. e F715S FNHEF Aol Ax:A7|a, 3
& stelA FFs WAAES —’F%ﬂ?ﬁ‘ﬂr. AFES oY ofMHCE Y AL ZRE(25:75)S A&l

(200-400)  AgFR AHASIY  2-[[2-HER-4-(UEFeRvE) v tE-1-d W e ]-5-F22-T |y
127(0.234 g, 0.72 mmol, 48%)& ©AMe] w5 Mgz $5Ach. I NMR (400 Miz, CDCly) & ppm 8.68
(s, 2 1), 7.36 (t, 1H), 6.62 (t, 1H), 5.35 (s, 2 H).

27 6: 5-EE2E-2-[[4-(FEFL=2rE)-2-2-vEdgud-5-d)ontS-1-d v L 19 vd 1.077¢] &4

N

~Z N

74
| |
N
LY S
Cl X\ _N

10 nL vpo]=Z 23} wpo]ete] 1,4-t)4H(0.5 ml) T 2-[[2-HR2E-4-(TZFavd)olntiE-1-d e ]-5-F
zZ2-9grd 127(0.05 g, 0.15 mmol) % (2-WEImd-5-A)HE2H(0.064 g, 0.46 mmol)S FH7}ak3lct.

(1.077)

o] EIEo] A3NAZLF0.084 g, 0.386 mmol) = [1,1'-v]2(YEldEady)d| 2SR 2 F
(I11)(0.016 g, 0.0196 mmol)& H7Fslar, 100TColA 1A1ZF <t 7ML}, ko] 8% & Wk$ES 5l
B2 gX3ta, oY ofAHo|ER FE5ta, dF oz MFHSIa, FMIER AoA ARAZIIL F55HA

v g AZE FEIAT. AFES oY oAHolE E Ae]FE2HA4H(30:70)S AR (200-400) A EFHE
GAste] 5-FRE-2-[[4-(HEF2Wd)-2-2-HE I grd-5-d) olutpZ-1-L [ Ed | g 2lqd 1.077(0.03
g, 0.089 mmol, 58%)< 1F-2 Yolg|ZA F538t% ). HONR (400 MHz, CDCls) & ppm 9.02 (s, 2 H), 8.70

(s, 2H), 7.45 (s, 1 H), 6.71 (t, 1 H), 5.34 (s, 2 H), 2.77-2.81 (s, 3 H).
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[0257]

[0258]

1" NMR(Z2| BAI=|X| o4& ot CDCL,

1.001

1H NMR (400 MHz, 222Z=2)5
=8.73 (s, 2H), 7.86 (d, 2H), 7.72 (d,
2H), 7.54 - 7.51 (m, 1H),5.39 (s,
2H)

1.002

1H NMR (500 MHz, 2222E )65 =
8.73 (s, 2H), 7.89 (d, 2H), 7.75 (d, 2H),
7.54 (s, 1H), 5.39 (s, 2H)

1.003

1H NMR (400 MHz, 22222 )§5=
9.41 (s, 2H), 8.75 (s, 2H), 7.64 - 7.62
(m, 1H), 5.41 (s, 2H)

1.004

1H NMR (500 MHz, 22222 )§5=
8.77 (d, 1H), 8.72 (s, 2H), 8.09 (dd,
1H), 7.54 (s, 1H), 7.45 (d, 1H), 5.36 (s,
2H)

1.005

1H NMR (400 MHz, E22EE )§5=
9.13 (d, 1H), 8.74 (s, 2H), 8.35 (dd,
1H), 7.81 (d, 1H), 7.58 (d, 1H), 5.40 (s,
2H)

1.006

1H NMR (400 MHz, 22222 )§5=
9.04 (s, 2H), 8.72 (s, 2H), 7.56 (g, 1H),
5.35 (s, 2H), 2.81 (s, 3H)

_33_
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[0259]

s TE 14 NMR(Z2| BA|=|X| eb= o CDCL,
1H NMR (500 MHz, 222X2)§=
1007 8.72 (s, 2H), 7.67 - 7.61 (m, 2H), 7.48
: (s, 1H), 7.46 - 7.39 (m, 2H), 5.35 (s,
2H)
1H NMR (500 MHz, E222E)§=
1008 8.72 (s, 2H), 7.71 - 7.65 (m, 2H), 7.47
: (s, 1H), 7.17 - 7.11 (m, 2H), 5.35 (s,
2H)
1H NMR (400 MHz, 22222 )5=
1.009 8.71 (s, 2H), 7.53 (d, 2H), 7.46 (s, 1H),
7.24 (d, 2H), 5.37 (s, 2H), 2.39 (s, 3H)
1H NMR (400 MHz, 22222 )5=
1.010 8.71 (s, 2H), 7.73 (d, 2H), 7.68 (d, 2H),
5.41 (s, 2H)
€l
1H NMR (400 MHz, 2222 )5=
1011 8.78 (d, 2H), 7.89 (d, 2H), 7.71 (d,

2H), 7.57 - 7.54 (m, 1H), 7.33 (t, 1H),
5.40 (s, 2H)
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[0260]

ot

ot
THo

1M NMR(22| BA| K| gki= o CDCL,,

1.012

1H NMR (400 MHz, E222E )§=
8.72 (s, 2H), 7.85 (d, 2H), 7.70 (d, 2H),
7.07 (s, 1H), 5.34 (s, 2H)

1.013

1H NMR (400 MHz, E22EE )§5=
8.71 (s, 2H), 7.75 - 7.70 (m, 2H), 7.69
-7.64 (m, 2H), 5.40 (s, 2H)

1.014

1H NMR (400 MHz, 222XZ2 )§=
8.73 (s, 2H), 7.82 (d, 2H), 7.77 - 7.70
(m, 3H), 5.40 (s, 2H)

1.015

5=8.69 (s, 2H), 7.42 (d, 2H), 7.20 (d,
2H), 5.39 (s, 2H), 2.37 (s, 3H)

1.016

5=28.94(d, 1H), 8.75 (s, 2H), 8.19 (d,
1H), 7.59 (d, 1H), 5.41 (s, 2H), 2.63 (s,
3H)
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[0261]

e E IMNMR(E2]| HA|Z|X| b= st cDCL,
5=8.74 (s, 2H), 8.33 (d, 1H), 7.61 (td,
1.017 1H), 7.57 (d, 1H), 7.42 (s, 1H), 5.44 (s,
2H)
5=8.72 (s, 2H), 8.37 (d, 1H), 8.04 (m,
1.018 1H), 7.51 (g, 1H), 5.37 (s, 2H), 2.34 s,
3H)
5=8.74 (s, 2H), 8.07 (t, 1H), 7.77 (dd,
1.019 1H), 7.54 (q, 1H), 5.40 (s, 2H), 3.98 (s,
3H)
5=8.73 (s, 2H), 8.58 (dd, 1H), 8.02
1.020 (m, 1H), 7.54 (q, 1H), 5.38 (s, 2H),
2.45 (s, 3H)
5=8.73 (s, 2H), 8.32 (d, 1H), 7.70 (d,
1.021 1H), 7.55 (d, 1H), 5.40 (s, 2H), 4.00 (s,
3H)
1022 5=8.75 (s, 2H), 8.52 (dd, 1H), 8.35

(dd, 1H), 7.55 (q, 1H), 5.38 (s, 2H)
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[0262]

= TE 1M NMR(22| BA| K| gki= o CDCL,,
5=8.76 (s, 2H), 8.51 (dd, 1H), 7.83
1.023 (dd, 1H), 7.66 (dd, 1H), 7.58 (d, 1H),
5.44 (s, 2H)
o
FF
Y
¥ |
| 5=8.75 (s, 2H), 8.40 (t, 1H), 8.13 (dt,
1.024 .
‘ =y 1H), 7.54 (q, 1H), 5.38 (s, 2H)
@ i ! B
oy F
F
LM
I Mﬂif" f
1095 F ; 5 =8.67-8.64 (m, 3H), 8.05 (dd, 1H),
: &N 7.57 (d, 1H), 5.41 (s, 2H)
N 7
F
MeOD: & = 8.81 (s, 2H), 8.51 (d, 1H),
1.026 8.09 (dd, 1H), 7.69 (t, 1H), 6.77 (t,
1H), 5.56 (s, 2H)
1,097 5=8.74 (s, 2H), 8.71 (d, 1H), 8.31(d,
: 1H), 7.55 (q, 1H), 5.38 (s, 2H)
W0 6 ppm 8.72 (s, 2 H), 8.09 (dd, 1 H),
1.028 N}Y,Q" 7.43-7.47 (m, 2 H), 7.27 (s, 1 H), 6.73

F

{t, 1 H), 5.37 (s, 2 H).
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[0263]

s = 1" NMR(Z2] BA|=|X| eb= o CDCL,
Tl 2™y
N W [|6=871(s 2H),7.67 (m,2H), 7.37 (t,
1.029 M f{ 1H), 7.13 (t, 2H), 6.72 (t, 1H), 5.35 (s,
b 2H)
E
F
Clz
“Nj\j ]
5=9.02 (s, 2H), 8.71 (s, 2H), 6.72 (d,
1.030 , N»_,H(;E” 1H), 5.29 (s, 2H), 2.79 (s, 3H)
I
F
T~y
s :’I‘Lj
g . 5=8.71(s, 2H), 7.63 (m, 2H), 7.42
F T ) ) ’ )
1.031 M, Ji\f (m, 2H), 7.38 (t, H), 6.71 (br t, 1H),
i e 5.35 (s, 2H)
1032 5=8.71(s, 2H), 7.81 (d, 2H), 7.68 (d,
: 2H), 6.68 (d, 1H), 5.31 (s, 2H)
5=8.72 (s, 2H), 7.66 - 7.59 (m, 1H),
1.033 7.49 -7.43 (m, 1H), 7.37 (t, 1H), 7.28 -
7.20 (m, 1H), 6.70 (t, 1H), 5.35 (s, 2H)
1034 5=8.70 (s, 2H), 7.64 (d, 2H), 7.40 (2,

H), 7.09 (s, 1H), 5.30 (s, 2H)
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[0264]

o
i
THo

1" NMR(E2| BAIE|X] ek ot CDCL,,

1.035

§=9.15 (dd, 1H), 8.74 (s, 2H), 8.44
(dd, 1H), 8.19 (dd, 1H), 7.59 (q, 1H),
5.40 (s, 2H), 3.27 (s, 3H)

1.036

5=9.11(s, 2H), 8.73 (s, 2H), 7.59 (q,
1H), 5.36 (s, 2H)

1.037

5=8.74 (s, 2H), 8.63 (d, 1H), 8.04
(dd, 1H), 7.55 (q, 1H), 5.39 (s, 2H)

1.038

5=8.73 (dd, 1H), 8.72 (s, 2H), 7.87
(dd, 1H), 7.49 (q, 1H), 7.28 (d, 1H),
5.37 (s, 2H), 2.59 (s, 3H)

1.039

5=19.16 (dd, 1H), 8.74 (s, 2H), 8.34
(dd, 1H), 7.81 (dd, 1H), 7.60 (q, 1H),
5.40 (s, 2H)
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[0265]

s 2= 1M NMR(22| BA| K| gki= o CDCL,,
cl
A
N 5=28.68 (s, 2H), 8.59 (s, 2H), 7.51 (
=8.68 (s, 2H), 8.59 (s, 2H), 7.51 (m,
1.040 \l 1H), 6.05 (s, 2H)
5=28.61{s, 2H), 7.52 (d, 1H), 7.49 -
1.041 7.37 (m, 3H), 7.30 (dt, 1H), 5.22 (s,
2H)
5=28.60 (dd, 1H), 8.59 (s, 2H), 8.44
1.042 (dd, 1H), 7.99 (dd, 1H), 7.49 (m, 1H),
6.10 (s, 2H)
|
:"-(.
LN
Mg 5=8.73 (s, 2H), 8.60 (d, 1H), 8.22
1.043 P (ddd, 1H), 7.53 (d, 1H), 7.06 (ddd,
F ) 1H), 5.36 (s, 2H)
FM w
f |
ol -
F
il
e
H
P 5=28.59 (s, 2H), 8.30 (dd, 1H), 8.24
1.044 , (dd, 1H), 7.71 (dd, 1H), 7.43 (m, 1H),
M 6.06 (s, 2H)
o A= R
F e I
S
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[0266]

ot
o
THO

14 NMR(Z2] HAISIX] 245 3 CDCL,

1.045

5=9.31(d, 1H), 8.60 (s, 2H), 8.33 (d,
1H), 7.49 (q, 1H), 6.01 (s, 2H)

1.046

5=28.73 (s, 2H), 7.64 (ddd, 1H), 7.48
(m, 2H), 7.25 (m, 1H), 5.36 (s, 2H)

1.047

5=8.73 (s, 2H), 7.74 (t, 1H), 7.57 (dt,
1H), 7.49 (m, 1H), 7.44 (ddd, 1H),
7.38 (t, 1H), 5.38 (s, 2H)

1.048

5=28.73 (s, 2H), 7.87 (d, 2H), 7.84 (s,
1H), 7.75 (d, 2H), 5.41 (s, 2H), 3.23 (s,
3H)

1.049

5=8.70-8.74 (m, 3 H), 8.04 (dd, 1
H), 7.75 (s, 1 H), 7.46 (d, 1 H), 5.38 (s,
2 H)
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[0267]

5.36 (s, 2H), 3.98 (s, 3H)

s +x 1" NMR(Z2| BA|=|X| eb= ot CDCL,
5=8.72 (s, 2H), 7.85 (d, 2H), 7.71 (d,
1.050 2H), 7.42 (t, 1H), 6.73 (t, 1H), 5.38 (s,
2H)
o
ol
1.051 N \ & ppm 8.71 (s, 2 H), 7.70 (s, 1 H), 7.59
‘ P N’\rj' I (d, 2 H), 7.43(d, 2 H), 5.37 (s, 2 H)
F e
/
M
o
O
‘_(J 5=8.71(s, 2H), 7.56 (d, 2H), 7.45 (d,
1.052 i, 2H), 5.39 (s, 2H)
5=8.71(s, 2H), 7.61 - 7.52 (m, 2H),
1.053 7.11 (t, 2H), 5.38 (s, 2H)
R F
T
i , 5=8.73 (s, 2H), 8.47 (dd, 1H), 7.94
1.054 m ~ | (dd, 1H), 7.48 (d, 1H), 6.84 (dd, 1H),
N\l) =yt 0
s
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[0268]

seE 2 1MNMR(E2] BA|Z|X| b= st CDCLa)
f ok
.l
1055 m_é’“'l“ §=8.70 (s, 2H), 8.60 (dd, 1H), 7.97
' y (dd, 1H), 7.42 (dd, 1H), 5.39 (s, 2H)
= T
Ty gy -
|
1056 5=8.71(s, 2H), 7.61 (d, 2H), 7.39 (d,
: 2H), 7.01 (s, 1H), 5.30 (s, 2H)
5=8.59 (s, 2H), 7.92 (d, 2H), 7.66 (d,
1.057 2H), 6.47 (s, 1H), 5.28 (s, 2H), 3.84 (s,
3H), 2.35 (s, 3H)
for
Fr“
1058 adtl B 8=8.71(s, 2H), 7.52 (d, 2H), 7.40 (d,
: ' “Mk@\ 2H), 5.39 (s, 2H)
o, %{/ -od
cl
{;_}“M
1059 N ‘g §=8.72 (s, 2 H), 7.62 - 7.51 (m, 4H),

7.49 (s, 1H), 5.36 (s, 2H)
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[0269]

sfE 2z 1M NMR(22| BA| K| gki= o CDCL,,
e
\Z\@\(’ T
- 5=8.58 (s, 2H), 7.90 {d, 2H), 7.69 (d,
1.060 2H), 7.16 (s, 1H), 5.31 (s, 2H), 2.35 (s,
- 3H)
Ny 4
{_}
& i
é,\w 5=8.70(s, 2H), 7.86 (s, 1H), 7.84 (d,
1.081 . 2H), 7.69 (d, 2H), 5.39 (s, 2H), 3.91 (s,
. 3H
£ e £ )
T - ¢ F
)
§=7.91(d, 2H), 7.71 (d, 2H), 7.54 (s,
1.062 1H), 5.99 (s, 1H), 5.20 (s, 2H), 3.88 (s,
6H)
§=7.96(d, 2H), 7.71 (d, 2H), 7.53 (s,
1.063 1H), 7.00 (s, 1H), 5.28 (s, 2H), 2.48 (s,
6H)
1064 1 5=8.69 (s, 2H), 7.55 - 7.48 (m, 2H),
7.41-7.33 (m, 2H), 5.36 (s, 2H)
ol
1065 - 5=28.70 (s, 2H), 8.60 (d, 1H), 7.96

(dd, 1H), 7.41 (d, 1H), 5.38 (s, 2H)
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[0270]

3tetE T 1 NMR(E2| BAIE K| ok 3t cDCL,
F——F
@ 5=8.47 (s, 2H), 7.91 (d, 2H), 7.71 (d,
1,066 - 2H), 7.56 - 7.50 (m, 1H), 5.33 (s, 2H),
: PN 1.93-1.84 (m, 1H), 1.18 - 1.10 (m,
o 3 NN 2H), 0.86 - 0.78 (m, 2H)
S
; F
i
-
0 H ¢
Mh F 5 =8.79 (s, 1H), 8.71 (s, 2H), 7.95 (dd,
1.067 . 1H), 7.51 (d, 1H), 7.26 (d, 1H), 5.36 (s,
~H 2H), 2.61 (s, 3H)
7%
=1
5=18.64 (s, 2H), 7.88 (d, 2H), 7.72 (d,
1.068 2H), 7.55 - 7.53 (m, 1H), 6.64 (t, 1H),
5.40 (s, 2H)
5=8.41(s, 2H), 7.93 (d, 2H), 7.72 (d,
1.069 2H), 7.56 - 7.52 (m, 1H), 5.33 (s, 2H),

3.95 (s, 3H)
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[0271]

g T+ 14 NMR(Z2| BA=|X| ob= ot CDCL,
F F
1.070 6=9.02 (s, 2H), 7.79 (d, 2H), 7.72 (d,
: A 2H), 7.52 - 7.48 (m, 1H), 5.49 (s, 2H)
o, W SH
iy,
F
F
F F
5=8.59(s, 2H), 7.91 (d, 2H), 7.71 (d,
1.071 2H), 7.56 - 7.52 (m, 1H), 5.35 (s, 2H),
2.35 (s, 3H)
1.072 5=28.82(s, 2H), 7.86 (d, 2H), 7.72 (d,
’ 2H), 7.53 - 7.50 (m, 1H), 5.36 (s, 2H)
1073 6=8.72 (s, 2H), 7.85 (d, 2H), 7.70 (d,
’ 2H), 7.15 (s, 1H), 5.34 (s, 2H)
1,074 5=28.71(s, 2H), 7.83 (s, 1H), 7.73 (d,

2H), 7.71 (d, 2H), 5.53 (s, 2H)
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[0272]

sgts 7E 1M NMR(22| BA| = X| gki= o CDCL,,
1.075 5=8.70 (s, 2H), 7.72 (d, 2H), 7.66 (d,
: 2H), 7.17 (s, 1H), 5.41 (s, 2H)
1H NMR (400 MHz, HE2  -d4)6
1.076 ppm 8.72 (s, 2 H), 8.51 (dd, 1H), 7.94
: (dd, 1 H), 7.45 (dd, 1 H), 6.72 (t,1 H),
5.43 (s, 2 H)
1HNMR (400 MHz, Z2E2EE .d)
1077 6 ppm 9.02 (m, 2 H), 8.70 (s, 2 H),
: 7.45 (s, 1 H), 6.71 (t, 1 H), 5.34 (s, 2
H), 2.77 - 2.81 (m, 3 H)
i
=
A 1H NMR (400 MHz, ZE2ZEE )
1078 5 ppm 8.72 (s, 2 H) 8.60 (s, 1 H) 8.18 -
: 8.25(m, 1H) 7.43 (s, 1 H) 7.05 (dd, 1
H) 6.72 (t, 1 H) 5.36 (s, 2 H)
1HNMR (400 MHz, Z2EE2EE .d)
& ppm 8.60 (s, 2 H), 7.69 (ddd, 1 H),
1.079 7.48-7.55 (m, 1 H), 7.39 (t, 1 H), 7.24

(d, 1H),6.71(t, 1H),5.33 (s, 2 H),
2.36(s, 3 H)
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[0273]

ot

it
THo

1" NMR(Z2| BA|=|X| eb= o CDCL,

1.080

1H NMR (400 MHz, ZEEIZE )

5 ppm 9.12 (d, 1 H), 8.71 (s, 2 H), 8.31

(dd, 1 H), 7.78 (d, 1 H), 7.48 (s, 1
H), 6.69 (t, 1H), 5.39 (s, 2 H),

1.081

1H NMR (400 MHz, 222X2)5=
8.70 (d, 1H), 8.60 (s, 2H), 8.11 (dd,
1H), 7.57 (d, 1H), 5.36 (s, 2H), 2.37 (s,
3H)

1.082

1H NMR (400 MHz, Z222EE )

5 ppm 8.75 (d, 1 H), 8.58 (s, 2 H), 8.35

(d, 1 H), 7.46 (t, 1 H), 6.70 (t, 1 H),
5.33 (s, 2 H), 2.35 (s, 3 H)

1.083

1H NMR (400 MHz, Z222EE )
5 ppm 8.72 (s, 2 H) 7.80 (d, 2 H) 7.60
(d,2 H) 7.41 (t, 1 H) 6.88 (5,1 H) 6.84
(s, 1H)6.74 (s, 1 H) 6.69 (s, 1 H) 6.60
(s, 1 H) 6.55 (s, 1 H) 5.38 (s, 2 H)

1.084

1H NMR (400 MHz, DMSO-d6) 6 ppm
8.77 (d, 1 H), 8.72 (s, 2 H), 8.09 (dd, 1
H), 7.43 (d, 1H), 7.17 (s, 1 H), 5.32 (s,
2 H)
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ot
e
o
-+
It

1M NMR(22| BA| K| gki= o CDCL,,

; o |
A\Q*(
1H NMR (400 MHz, DMSO-d6) § ppm

8.92 (s, 2 H) 8.57 (d, 1 H) 8.01 (dd, 1
H) 7.62 (s, 1 H) 7.56 (d, 1 H)5.58 (s,
2H)

1.085

1H NMR (400 MHz, DMSO-d6) & ppm
8.99 (s, 2 H), 8.71 (s, 2 H), 7.77 (s, 1
H), 5.37 (s, 2 H), 2.80 (s, 3 H)

1.086

1H NMR (400 MHz, DMSO-d6) & ppm
8.72 (s, 2 H) 7.71 (s, 1 H) 7.61 (m, 2 H)
7.54 (m, 2 H) 5.38 (s, 2 H)

1.087

b 1H NMR (400 MHz, DMSO-d6) & ppm
1.088 g £ |[8.75(s, 2 H)8.60 (d, 1H)8.00 (dd, 1

N}J = H)7.77 (s, 1 H) 5.41 (s, 2 H)
. . v,

) .

{:i’g, Wed

Fiﬂ 1H NMR (400 MHz, DMSO-d6)  ppm
1089 ‘& 8.72 (s, 2 H) 7.58 (s, 4 H) 7.39 (t, 1 H)
: ' 6.86 (s, 1 H) 6.72 (s, 1 H) 6.58 (s, 1 H)
= 5.36(s, 2 H)

' N
oy '

1H NMR (400 MHz, DMSO-d6) & ppm
8.74 (s, 2 H) 7.83 - 7.87 (m, 2 H) 7.77
-7.79 (m, 1 H) 7.75 - 7.80 (m, 2 H)
5.41 (s, 2 H)

1.090

[0274]
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[0275]

ot
ugt
THO

1M NMR(22| BA| K| gk o CDCL,,

1.091

1H NMR (400 MHz, DMSO-d6) & ppm
8.72 (s, 2 H), 8.69 (d, 1 H), 8.29 (d, 1
H), 7.27 (d, 1 H), 5.33 (s, 2 H)

1.092

IHNMR (400 MHz, ZSEE2ZEZ )
5 ppm 8.72 (s, 2 H), 8.69 (d, 1 H), 8.29
(d, 1H), 7.44 (t, 1 H), 6.69 (s, 1 H),
5.37 (s, 2 H)

1.093

1H NMR (400 MHz, ESE2EE )
& ppm 8.63-8.65 (m, 3 H) 8.03 (dd, 1
H) 7.46 (s, 1 H) 6.55-6.83 (m, 1 H)
5.40 (s, 2 H)

1.094

1H NMR (400 MHz, SEEREE )
5 ppm 8.73 (s, 2 H), 8.69 (d, 1 H), 8.30)
(d, 1 H), 7.45 (t, 1 H), 6.70 (¢, 1 H),
5.37 (s, 2 H)

1.095

1H NMR (400 MHz, SEEEE .g)
5 ppm 9.04 (s, 1 H) 8.73 (s, 2 H) 8.28
(dd, 1H)7.76 (d, 1 H) 7.47 (s, 1
H) 6.74 (t, 1 H) 6.69 (t, 1 H) 5.39 (s, 2
H)
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[0276]

ot
i
4o

1" NMR(E2| HAIZ|X] ok ot CDCL,,

1.096

1H NMR (400 MHz, SE2IZE -d)

5 ppm 8.73 (d, 1 H), 8.65 (s, 2 H), 8.32

(d, 1H),7.47 (t, 1 H), 6.71 (t, 1 H),
5.40 (s, 2 H),

1.097

1H NMR (400 MHz, SEEEE .q)

5 ppm 8.73 (s, 2 H), 8.57 (d, 1 H), 8.19

(m, 1H),7.75 (s, 1 H), 7.08 (dd, 1 H),
5.38 (s, 2 H).

1.098

1H NMR (400 MHz, 222ZZ2)5=

8.74 (s, 2H), 7.85 (dd, 1H), 7.61 (m,

1H), 7.49 (m, 1H), 7.23 (t, 1H), 5.36
(s, 2H)

1.099

1H NMR (400 MHz, 22222 )§=
8.76 (s, 2H), 7.50 (m, 3H), 5.38 (s, 2H)

1.100

1H NMR (400 MHz, SE2ZE )

5 ppm 8.73 (s, 2 H), 8.71 (d, 1 H), 7.95|

(dd, 1 H), 7.76 (s, 1 H), 7.63 (d, 1H),
5.38 (s, 2 H)
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[0277]

[0278]

[0279]

ZIHSd 10-2024-0089028

ot
ot
THo

o= 1M NMR(22| BA|EX| gk o CDCL,,

e F
@_{QMF 1H NMR (400 MHz, ZEEIZE )

| &ppm 8.74 (s, 1 H), 8.71-8.73 (m, 1
1.101 H), 7.71(s, 1 H), 7.56 - 7.64 (m, 1 H),
7.41-7.47 (m,1H),7.23-7.31 (m, 1

*u
(r’_ﬁ/ H), 5.38 (s, 2 H).
4

Cl
" .
N\{’N 1H NMR (400 MHz, E=22ZE d)
1102 3 5 ppm 8.72 (s, 2 H), 8.60 (d, 1 H), 8.22|
, (m, 1 H), 7.43 (t, 1 H), 7.05 (dd, 1 H), ,

6.72 (t, 1 H), 5.36 (s, 2 H).

1H NMR (400 MHz, S22ZE2)5=

1.103 8.74 (s, 2H), 7.62 (m, 1H), 7.49 (m,
3H), 5.38 (s, 2H)
1H NMR (400 MHz, 22222 )5=
1.104 8.77 (s, 2H), 7.80 (s, 2H), 7.59 (d, 1H),

5.44 (s, 2H)

2 Z XN 2~ (Anaranthus retroflexus)(AMARE), Ale}&] o} swlg](Setaria faberi)(SETFA), oll7]x=
-Z+2) (Echinochloa crus-galli)(ECHCG), o)X oo} 3 d|etao}(Ipomoea hederacea)(IPOHE)). +r
Aol A Al =2 ol A (24/16TC, FE/ORE; 1AM FRAE 65% wEolA) EF etk Al
T 8Y Aul F(RolF), A&l 0.5% Tween 20(EF Ao L=ner Biahg-go] =, CAS RN

S FHrohe oE/E(50:50) & ol #HE 24 AES APty fdd £F F8As &

L
lyY)
P {m

B A ol A (24/16°C, FZE/oFZh; 14X B2Ab; 65% FEANA) frEl 24 A AR 7IEA mYd 23]
S FUT. Fol AZo dig) 13Y Foll, AFE A B okr]y &4 wWEFo dis) Hrssich. e &
AE 53 H=(5 = 81 WA 100%; 4 = 61 WA 80%; 3 = 41 WA 60%; 2 = 21 WA 40%; 1 =0 WA 20%) = 3}
7] & YERSIT.
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[0280]

[0281]

[ Bl] Wol§ A3

sfetE (gljlrz) AMAPA |AMARE | SETFA |[ECHCG | IPOHE
1.001 250 5 5 5 5 5
1.002 250 5 5 5 5 5
1.003 250 5 5 5 5 4
1.004 250 5 5 5 5 5
1.005 250 5 5 5 5 5
1.006 250 5 5 5 5 4
1.007 250 5 5 5 5 5
1.008 250 5 5 5 5 5
1.009 250 5 5 4 4 4
1.010 250 4 4 4 4 4
1.011 250 5 5 5 5 4
1.012 250 5 5 5 5 3
1.013 250 5 5 5 5 5
1.014 250 5 5 5 5 3
1.015 250 5 5 5 5 3
1.016 250 5 5 NT 5 4
1.017 250 5 5 NT 5 4
1.018 250 5 5 NT 5 4
1.019 250 5 5 NT 5 4
1.020 250 5 5 NT 5 4
1.021 250 5 5 NT 4 4
1.022 250 5 5 NT 5 4
1.023 250 4 5 NT 5 4
1.024 250 4 4 NT 3 2
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[0282]
[0283]

SstE (gullhga) AMAPA |AMARE |SETFA |[ECHCG | IPOHE
1.025 250 5 5 NT 4 4
1.026 250 4 4 NT 4 5
1.027 250 4 4 NT 4 4
1.028 250 4 4 NT 4 4
1.029 250 5 5 NT 4 5
1.030 250 2 3 NT 1 3
1.031 250 4 4 NT 4 5
1.032 250 3 3 NT 4 4
1.033 250 4 4 NT 5 5
1.034 250 3 4 3 3 2
1.035 250 5 5 5 4 4
1.036 250 1 1 1 1 1
1.037 250 5 5 5 4 4
1.038 250 5 5 5 5 4
1.039 250 5 5 5 5 4
1.040 250 1 1 1 1 1
1.041 250 3 2 1 1 3
1.042 250 3 3 NT 1 2
1.043 250 5 5 NT 4 5
1.044 250 3 3 NT 1 2
1.045 250 1 1 NT 1 2
1.046 250 5 5 NT 5 5
1.047 250 5 5 5 4 4
1.048 250 4 5 4 4 4
1.019 250 4 5 3 3 3
1.050 250 NT 5 5 5 4
1.051 250 NT 5 4 4 3
1.052 250 5 5 4 4 4
1.053 250 5 5 5 5 3
1.054 250 5 5 5 5 3
1.055 250 5 5 5 5 4
1.056 250 4 4 3 3 2
1.057 250 1 1 1 1 2
1.058 250 5 5 5 5 4
1.059 250 5 5 5 4 3
1.060 250 5 5 5 5 3
1.061 250 4 4 1 1 1
1.062 250 1 1 NT 1 1
1.063 250 1 1 NT 1 1
1.064 250 5 5 3 2 3
1.065 250 NT 5 4 3 3
1.066 250 5 5 5 4 4
1.067 250 5 5 5 5 4
1.068 250 5 5 4 4 3
1.069 250 5 5 5 5 4
1.070 250 5 5 5 5 4
1.071 250 5 5 5 5 4
1.072 250 5 5 5 5 4
1.073 250 5 5 5 4 4
1.074 250 2 1 1 1 2
1.075 250 3 3 2 3 3
NT = Al A o5
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[0284]

[0285]

3 B2] obd A
sfetE (gljlhga) AMAPA |AMARE | SETFA |[ECHCG | IPOHE
1.001 250 5 5 5 5 5
1.002 250 5 5 5 5 5
1.003 250 5 5 5 5 5
1.004 250 5 5 5 5 5
1.005 250 5 5 5 5 5
1.006 250 5 5 5 5 5
1.007 250 5 5 5 5 5
1.008 250 5 5 5 5 5
1.009 250 5 5 5 5 5
1.010 250 5 5 5 5 2
1.011 250 5 5 5 5 5
1.012 250 4 5 5 5 5
1.013 250 3 5 5 5 5
1.014 250 5 5 5 5 5
1.015 250 5 5 5 5 2
1.016 250 5 5 NT 5 5
1.017 250 5 5 NT 5 5
1.018 250 5 5 NT 5 5
1.019 250 5 5 NT 5 5
1.020 250 5 5 NT 5 5
1.021 250 5 5 NT 5 5
1.022 250 5 5 NT 5 5
1.023 250 5 5 NT 5 5
1.024 250 5 5 NT 5 5
1.025 250 5 5 NT 5 5
1.026 250 5 5 NT 5 5
1.027 250 5 5 NT 5 5
1.028 250 5 5 NT 5 5
1.029 250 5 5 NT 4 5
1.030 250 3 3 NT 1 2
1.031 250 5 5 NT 5 5
1.032 250 5 5 NT 5 5
1.033 250 5 5 NT 5 5
1.034 250 5 5 5 4 3
1.035 250 5 5 5 5 5
1.036 250 1 1 1 1 1
1.037 250 5 5 5 5 5
1.038 250 5 5 5 5 5
1.039 250 5 5 5 5 5
1.040 250 1 NT 1 1 1
1.041 250 5 2 1 1 3
1.042 250 1 2 NT 1 1
1.043 250 5 5 NT 5 5
1.044 250 1 1 NT 1 1
1.045 250 1 1 NT 1 2
1.046 250 5 5 NT 5 5
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[0286]
[0287]

e (gﬂ/lrz) AMAPA |AMARE | SETFA |[ECHCG | IPOHE
1.047 250 5 5 5 5 5
1.048 250 5 5 4 4 5
1.019 250 5 5 5 4 5
1.050 250 5 5 5 5 5
1.051 250 4 5 5 5 5
1.052 250 5 4 5 4 3
1.053 250 5 5 5 5 5
1.054 250 5 5 5 5 5
1.055 250 5 5 5 5 5
1.056 250 3 3 3 3 1
1.057 250 1 1 1 1 1
1.058 250 5 4 5 5 2
1.059 250 5 5 5 5 4
1.060 250 5 5 5 5 4
1.061 250 3 5 1 1 2
1.062 250 1 1 NT 1 1
1.063 250 1 1 NT 1 1
1.064 250 5 2 5 3 1
1.065 250 5 5 5 4 4
1.066 250 5 5 5 5 5
1.067 250 5 5 5 5 5
1.068 250 5 5 5 4 5
1.069 250 5 5 5 5 5
1.070 250 5 5 5 5 5
1.071 250 5 5 5 5 5
1.072 250 5 5 5 5 5
1.073 250 5 5 5 5 5
1.074 250 1 1 1 1 1
1.075 250 4 1 5 2 1

NT
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