Ejinnefa

S

SSS0dl 10-2651771

(19) P3N ZE3 A (KR) (45) FnUA 20241303928
e = e ) (11) S5HUE  10-2651771
(12) 553 FH(BD (24) 5EQA 202413038229

(51) FAES &/ (Int. Cl.) (73) E3]HAk

CO7D 239/34 (2006.01) AOIN 43/54 (2006.01) AR FEH A
(52) CPC5© S 19104 AAWolYolF Hepedujol YR ~E

CO7D 239/34 (2013.01) E 2929

AOIN 43/54 (2013.01) (72) &=t
(21) 993 10-2017-7034950 gz, Yyzas god
(22) E JO]Z]’(:’?X'") 2016“‘06%01?——1 u]i— 08520 _[El‘_xix]Z’: O]Z\—E %]_Xi %]_vz__y_i Eﬂa’

AAP AR 20219069019 2 98
(85) MYTA=LA 201712904 ARX | T}&El Folx
(65) &7hHz 10-2018-0011129 w= 19709 debglo]F | SER: tlad Salo) B
(43) &L=} 20181301431 14
(86) =AZ=YHS  PCT/US2016/035229 (R A=)
(87) FAZNHNE WO 2016/196606 (74) A=A

=AFALA 20163124 08Y FE9E
(30) $-AMAF4

62/171,294 2015906905¢ m]=+(US)
(56) A3 7|EFAEEH

JP54055729 A

JP63099056 A

102007101587 Al
AA A 0 F 12 0% AR A
(54) el B3 AZXAZAY 2-(HdSA] B dAdE ) d FEA
(57) 8 ¢F
RE QA o|AAAS xats, 38 19 BFHE, o]5e N-Satolm, B dlo] AAEL. A7|A, A, Z, R,
R, R % ne 2 gaxel gelg vish @b, w3, 3514 19 a8S dhshs 248, ¥ 2008 25 &
IS B2 Uy F3E e 2AEY FEFY ASAVE dAE sk, BEELd 258 WASe
o] A ET
[3}3}4] 1]




(72) gz}
dd, Az A9
QI%E 500094 &FZ7h MFdgul= Aoy A 3F g
nf=shulEe] 2y gdd dEgelH Alo]HE
il o} EHE 502

gel2a, & 2uAa

w = 19709 2Ekgo]F n
glo] B 409

SES4d 10-2651771




SES4d 10-2651771

de14 123E Aune BFE, o] FSAd=

S
2

R CCo €4, CCs A, CCs &71d, C-C T2LY, CC T2LAL, C-C TREIL, C-C AlE
A, CCo TEAEZLT, (o TEAEZZLALZ, (-G SZAANEZLD, (G AEZ2L AL, -G &
E, GG FREZolmn, (CCy ot CCp TRYGAo =, C-C EFAl, (G
AL EA], C5Cs LINIEd=A], C-Co TREFA, (5C TRZLALEZA], C-C TELIILZA], CC AEFZY
FA], GG TRAZELEFTA, C-C NERLYLAUTFA, C-C FEANZZLEALYFA, -G &AL, C
GRAFAIGL, C EFANTRUL, C-C EFALFA, 0 Aot=dd, C-C; Alof=d3A], C-C; Ao}
rEIAIGD, G-C stol=EAIYE, (G UEREYEHE, (-G €482, (G 2L, G ANE244
Blo, (C AdE L, (-G &, (-C T2LAMId, (-C ¢ZAxd, (-G 2L xd, G

= (G FEEZE e d7olar;

&
>,
g
fel
na
my
i
Fl
o
o
S
e
my
iuj
to
e
my
=

RE 24, Aofe, UER, C-C LA, C-C &2, CC A, C &71d, C-C T2LZ, C-Cs Al
2oyl wi= -SOR o] 1L;

Z4zke] RS Egdom @2z, Aolw, UEZ, CH0, C(=0)NHy, C(=S)NHy, SONH;, C-C, &7, C-C, <A,
CrCy &71d, C-C Z2LA, C-C, TRIAY, CC TRAIY, C ANFELZ, (G TRAZFZIA,
CCs ¢ANZFRZLA, G AE2SLLA, GG ¢A7tRd, (G ZR2LARY, (-G EFAI7IRT, G
C NEFRZLAET, CC LFA, CC SALEA, CC LI EA], C-C, TELFA], C-C AFZLFA,
CiCs FRANZZLFA, CC ANZFRLLLTA, CC; LFANLY, - C TRLAFANDY, (- SIANTED

W, 0oCy HFAUHA, OO FUANLGA, Gy Aok, 0oCy AoheFAl, 00, SHAE 22,

CEONR T R™), -C(=NORH, -C(=N(R™)H m= -SO,R o] L;

me 0, 1, 2 & 39]1;



SEE5 10-2651771

Zzte] ne EYPHOR 0, 1 TE 20]3L;

R 2 5540z (-C ¢4, CC =LA, (-C dZotr = B C-Cyp t&Aoln| o],

Z7te) R BRAOR 0, 9 EE (-0, BRIl

1l 2] o] |
2 Al ]Hd -0 Eho] o}y
AT 2

RS CC €4, CC dAd, CC ¥71d, -C =LA, CC EIFA, CC LEAIZA, GG
7N KA, C-Cs FREFA], CCo TRIALZA], CC AFZLIA, CC AEFZLLLFA, CC Aot

= GG AlotmdS=A], C-C &dE L, C-C TRIAEQ B (-C EAILE 0]

H

RTC:)‘ C]‘Cﬁ ?j_]-?:]_, CZ_CG %ﬂ]é, CZ_CG %7]13, C]‘Cg @'i%@, C]‘Ce ?jl':;i}‘], C;g_CG %ﬂ]%%}‘], C:g_CG
d7IdEA], C-C TRLFA, CC TREALDEZA], CC Alot=d, CC Alot=dFA], (-C €ZEHL,

CCo EEYLEL & (-G EAIE o]

7E 00]aL;

A3l o)A, RE (-C F=279l 33HE



oin
1]
Jm
el

10-2651771

AT% 5

A1kl lef A,

3,3, 3-EFEFLETRY 2-FRE-6-[(5-FREZ-2-7 gt d) FA| [l e 0| E;
3,3,3-Eg|ZFo2-1-ydzay 2-82»-6-[(5-F22-2-7 g 1| t)d)2A| [Hl x| o] E;
T2 2-B2R-6-[(5-FE2-2-9 2t d) A JHl Fol| o] E;

4,4 4-EQEF225d 2-8 2 R-6-[(5-F22-2-T g ut]d) A |z o] E;
-2 H-1-9 2-BER-6-[(5-F2E-2-9 g t]d)SA] [Hxo o] E;

3-HE-1-9 2-H 2 R-6-[(5-FE2-2-7 1| t]d) 2] [Hl %o o] E;
2,2,3,3,3-AEIEFoRZ2Y 2-HIR-6-[(5-FE2E2-2-9 |t d) A JHl 2| 0] E;
3,3,3-Eg]EFonIad 2-HER-6-[(5-F22-2-ut]d)SA Mzl E; 4
1-[2-222-6-[(6-222-2-9Hnt)d) S ]9 d]-4 4 4-EEF L 2-1-F 5
o7 o]Fo|y FoRIE MulHi: 3=,

AT 6

A3 7
A1 WA A5E F o= 3 o] FHFE 2 AxA L AxA AR o]Folz FOERE MEEE F
T e RUbAQ @A AR, 2 AMEAA, 1A A4 2 A AR o]Foj FOoRHE AEly=

Aol e RS et AxA 2AE.
AT 8

(a) A1 WA A5 F o= 3 g9 sg=E, 2 (b) (bl) FA 11 AsNAl, (b2) ol ESIo|=F A4 AElo}
A (AHAS) AAl, (b3) oFAE-CoA FHE-AelolA (ACCase) AdNAl, (bd) A B, (b5) 5-<A&-3]FH A
o] E-3-Z | o] E(EPSP) AlelotAl A &4, (b6) FA I @Ak tho]WEl(electron diverter), (b7) TEE
23w SAgolA (PPO) AdAl, (b8) SFEFT A EEFOLAI(GS) A3NAl, (b9) Z7&4 AWAH(VLCFA) A%

Z~(elongase) A3HA], (b10) Al 4% A|A|, (bll) I EL EFX3FA(PDS) AdfAl, (bl2) 4—0}01557\]-‘&
d-g] FHjo] E D]i’\]ﬂluro}]ﬂ(HPPD) AsAl, (b13) TEAEAMOIE EHpdld EWu ol (HST) A3l A,
(b14) AEZEZ e AFA AH3Al, (bl5) FAMHEE W& (mitotic disruptor), 7|84 A (organic
arsenical), oMd%, BRRRFE=, AvEd, FEFE gxdE fIiAXAE, 2, dqENAYE, 34
B, XA, ZIANW-AdREE, SGEAY, WY, WEdE, St SAXERAE, dAgEr 2 9 REs)

)

H:l

BE HEE GE AzA, 2 616 ARA $A, L (b WA (b16)S) FomRE AdHE Ao st
BbAel B4 AR et AR £FR

Agstell 9lolA, (b) Holm hrte] ¥7h8d &4 AELS (bD) FA 11 AsiAl, (b2) ol ES o] =2 A4 ME
o}Al (AHAS) A&l Al, (b4) Sl BHbA], (b5) 5-<1&-3]FUA|7| v o] E-3-L 1E(EPSP) 2ERobA] A3 A,
(b7) ZREX 29w SATholbA (PPO) AdAl, (b9) 23 AWAHVLCFA) A3 a4 A4 2 (bl2) 4-3}
| EEA T LT F o] E T A ALtobA (HPPD) A A2 HE] AE== A XﬂZXﬂ E3E.

A7E 10

Agael o], (b) Holm dlte] Kr7pAel &4 ARS 2.4-D, oNEZEZ detEza ofEgy, HzR
A WlERE | HAERIE JHEgE-dE | F2ddd-wd, o, gudoln=-p, TR 33
CHAE, EFHSAR, EFU2AFE-dY, TRSANE-PY, FYTACIE, AA-Y, o|HAET



10-2651771

s==4

oz ool

L
T

EgH

=i
=

=
i

2}u}

3L

-Hd, E

MCPA, W AEZL, 1

AT 11

E

.
)

AldlelE WA, ALS AlzAl WA, HzmE WA,

HAEDL

A3 12

I

el

jozel

wjr
8

ozel

WA, 2,4-D WA, HPPD Wi H

ZA

ojmttE = Al

A, olel N-Satel

Ly
a

[e]
T

J

Rl

A

J

l

e IEEE R

yige] Hy
7l & & oF

A7 13
ARA
A7 1
AHA]
7% 15
ARA
379 16
AHA]

[0001]

e

=K

I A

ol
]

[0002]

A R A Zen] Aol A

°©

@A

o

=

=

o e A
o

A

i3

15

2
yul

war .
3

Es
=

&7k A
A& 2] gl

i

=

]H HH Z}

w
E9 A

o]‘:

sherEol o

[e]

R

By, EvtE
A =

=

p—.

=i
A7 o

)

=]

5+

e

g
uge] Y4

[0003]



[0004]

[0005]
[0006]

[0007]

[0008]
[0009]

[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

SESd 10-2651771

R(»u
CN B s s N—RP R

K
¥
g

-

-~

B: 0 = SolaL;

RS H, CCy &2, GG B, CCy 2719, C-Cp SR, (-0 FRAY, (-C FRAIE, C4-Cs A
F2U, C TRAIZFZED, (C TRAZZLAL, CC LAAEFRLE, CC AEFZEALD, -G
ddojn, -Cp TREZoln e, CCp HULdZolue, CCp TRULZo e, C-C AIFZom 2, C-C &
FA], CCo EALEA], CC EI1dZA, C-C TRLFA], (-C TR2LALZA], C-C T2L7IIZA], Cm
Co ANERLEFA, CC TRAIZZLETA, CC AEZLALTA, (C TRAZZLLALFTA], (C EFAL
4, CC ZFRAFALEA, CC SFATEL, CC EFALTA, CC Alok=gd, CC Alobm=e=Al,
C3-C; Aot IZA S C-C Fol=EA S, (-C HERLZ, (-C ¢ZE L, (-G T2LZEHL, (s Al
SR2UAE L, -G ¢ALHL, (-C ¢24AdId, (-C =AM, (-C ¢4 xd, (-G T=2L¢dA
T, G AZREUHIY, G BAELD, G TRAVE LA, M, NROR), -NR)R")

= NRONRD R o] IL;

R g2, Aok, UER, C-C &34, GG 24, CC 27d, GG ¢71d, G 2L, C-C A

Z4Zte] RS HYPHo=r gz, Aotx, YERZ, CHO, C(=0)NH,, C(=S)NH;, SONH,, C,-C, &2, CC, LA,
C-C &71d, CC 2L, 0 TEIAL, CC FELI, CC ASFELA, (G TRAZFZAEY,
CiCs ANZRLA, G AE28AL, GG ¢A7tRd, (- C T2LEA7tRY, (-G GFAITIEE, G
C NEF2LU7RY, CC EFA, CC EALEA], CC EANEEA], C-C TREFA, C-C AZFZLFA,
C-Co FRAIZEZLFA, G C ASRGALTA, C EaAL, GG FrdIAL, 0 dAT=d
4, CC EIFALFA, CC FATMELEA, C-C Alok=gd, CC Alot=gAl, -G ddyged,

CEONR™R™), —CNRDH, -C=NR)IH = -So,R "o] 3L;



[0016]

[0017]

[0018]

[0019]

[0020]

[0021]

[0022]

[0023]

[0024]

[0025]

[0026]

[0027]

[0028]

[0029]

[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

SES4d 10-2651771

RS H, C-C &7 Hi (-Cy &=ot7lola;

e

RE H, CC €, CC EAd, CC &71d, C-C =LA, C-C =LA, CC T2L7d, C-C Al

FELD, GG TEAS2EY, GG ANERLE, -G AEELELE, GG &5MLd, GG =2

R & ZdHA0R (-G ¢4, (-G &=

Y
O
I

Co Aot E= CCyp T obr| o] ar;

= 5H80R (-0 ¢ EBE (- g2,

Zbzbel R = HYPHem | £ (-C, 2ol
13 A :
Z4zke] RS HYPHo R |, opvli, (-C, ¥Y EE C-C, dHohv|o|;

Z47ke] R Egdom 0 4, (-C; B2, (-0 BZobn] e EE= (,-Cy TS Zobu] o] ;

1 —
& (-G ¢z o] opar;

(ii) A7} A-621 A2 R
(iii) A7} A-10]3L, R7} Clolar, R'o] 3-Brel 4<%, R'& C, SAEQ, ¢, IA47Y ®= (, dA4xde] o}
U

(iv) 3g 19 3= vWdE 2-[(-E22-2-7 |t d) SA [l o] E(CAS T5HE 854215-38-6), W€
2-[(5-B2 5 -2-g g u|t]d ) SA| [ ¥l 3] o] E (CAS TE=HS 1086397-52-5),
1-[2-[(5-R2E-2-3 |t d ) SA [H D |- 82 (CAS SF5HE  1147704-06-0) 2 2-[(5-H2R-2-3g v
D) SA - A EYEZH (CAS 55 E 138193-83-6) ] oFd.

O FAGeR, Bowye st 19 SE(RE 4A) oA £3), o9 KSAbls mi oo #at o]
oo owme w3, ANSA, 1A N4 2 A JHAR olfold FoRRH HUsHE Hojw shte
AR B age GRS, ARY FEP)S T AxA 2B B Aotk B Wy w3, 23
8% 2% EE 0 832 (A, B9 /A" 24EA) B odgel SEEY Axd fa%d 3547
EWAE EEsHE, BUA 220 432 oAshs WHel B ot

FaEohs vheh o], ¥ AW (a) 3 125H AEHE s, off] MSAtel= B 4, B (b) (b1) W
AElEe A



10-2651771

S ELRYE

[ 54

O/

g dAs17] 9

BWEST T T R oy g W B
\) .‘M_W;OU‘W,O]_ = = oA
= W os ) A e e 3 g i b T 3 T B S o
KFE T BT W s e T = A ) R 2xr o of = W B 5 H
MEIEY O EPx T MG oF X M%% D = %%ﬂﬂ%m W W S oW
- ! ]]fll o]l = — N Ny +— I~ - ol )
A T ok, LE® T g5 P IEg R
> W JE [ e = T =S Voo ® M2 T 2o Q. o
oo R ok ojp A S no B o o < L SR o © 2 Moy =
Kool W T 3 2 S T T Nz o G5 wo cESW TqoxT 2 =P
N % o o M ° Iy - A e i = PadET s o B o o
I . - (R e NG SR F - T N
e T Prig vt BE . ST v Tz owawxE o ¥ 8L 33
5, W B o Ry o oy ) ﬂ%)mﬂﬁﬂ Mo 2 o™ L w =< W E & T o
R oy R ) e T - ) FTR TR 2 F s 2 D
5 T oy - o5 wr W K 3 - W o o = %o o | ur o5 = _——
2 do . gy gy o % o) - T To = B R Fo o i = ﬂ%uadlﬂidw 1 9 oS m%duc
2T A B N AT TR . O A IR TI T EED L w @ RO
o ani Q%HTLC s mﬂA NS ,/.@ mlm)% = C) o.M L ° T o XQ B <L
. E o oo = = - ] ] s = ° T B o Rl OH T S -
2y Pk TTLE W e N pE® g E $ T s 4 2 I w 2T MO
= = 3 N Le) =) - 3 C ~ -
2% W ogpw YT i OB 3 W o mwwrg. o nE W ol R =5 BBy o
Eop kY meagE 5 o gy TR w TR ﬂEm_u_mua B o w E W23
= ity 7o W00 R~ o o e 5 = 5
mmﬂﬂﬂmo%xﬁ?w TR o b W BT e Mm = do %Lﬁﬂk% oo 2
pEReY ewel g1 X S EEE T sy BT mhiwr R nEEmEw g
BN W io%oﬂpu:lfx_zfgﬂ mOwl Lﬂ.ﬂga% %MZ E & F w B mewlﬂ ﬂ_z E%Bur__vbf
_ T o m D P By = c . - T 5 3T = 2
GhidZ £TF® Sp® oy Ths Fde B oLr HwlgEF TrE2gtT
Mo T L TELY IR g TR Fna ow °F LATRLT ¥ Eiiaa
,Lfimbf i,%ﬂm N oo T E%% @fﬁ% T om W 2B e BT _ 9=
=M gﬂﬂﬂ Y W ol w %“# P d =3 (3 O = H %mﬂ%o,w#m%m
Su _611 L,._Jl,._ UTW(X_A 1 . = ) ”\ o} = 9 = #\E ) 0 SU.UA ©
L RTE Tag T zwadzzﬂr% 233 T ox g@ﬁa&% Exwmuﬂawﬂ
Sl el TPy ToT AE® I4% EORw ZuMTakm oo =4 oW
= gy AT % = AR o B L S ~ 21 =
miwA% G e %mr)mﬂ%ml& T SRR E = o T G = 2w 8
o ol T o TS omog W W om I % L X R - - o 8 F B o= oy
S oy B o) R o %u(mr 2o = A . < <4 v W w2 = X S o
AP TR o . (N S T =°% LiT SHSG w owy, T ePay TR 2T R T g
S, mm g REDT R %&nzn oF ol of 7= H%,ﬂ S ,%w"ﬂ%ﬁ%
il = — -~ % [N — - ) bl _ —_ 2 B =
P e <o xwoa_@.mﬁ TR oMoy W %P = ﬂrmfﬂ i B w8 o
S gyl Pz peEl ayw T8 Cow 0w owwm X bz s LH 2 5 ¥ 52
mu_u,lmu&% %@ﬁw R i~ ﬂrm%mﬁ ﬁi% PO . ,m_v iurmanmﬁgamM = o o= £ 5
N E By Zo 2, A “moH Lo 5 o Y™ = - = 2
BEown Dwiy 2EAw £33 3R% 4ET R, 8F UEs SO
| I - RN T p T TE Om D O N S > S &
Q-ﬁﬁ: WO s t]-t-od.i]btmﬂhv = LoD R e ﬂ_aCﬂrAuw
%",amﬂ%ﬂ%,ﬂ%i%i}-mfﬁo R S B G S s
o T =R Cmoor O 5w Mo o 2ol & iz op BT TEE T T g M = % P PR
%%%zﬁ zHWi Mo B W e E < TR T WK PR R W N%M%ﬂﬁoa
L 7 —_— == ) —_ T = i —_ =
%ovWUaE_L%%ETOL of 4 =P STy PIR A3 BT o zaE TR g3 T8 g ¥ 2w
D e Tty Ty Lol W T om AW T %mﬁﬂﬂ%ﬂwzamg@%% = x
I suE TELE WOR 4 Hoewy %7 200 FH BT HDLT
R J,mﬂ 13 mw i ﬂw P P aed e BHRL HT
S T B I -
_ - g 3 5 2
— = o < b S =3
o) 5 g 2 g S g & =
S S S = = _I_
S g =)



10-2651771

s=s5

-
o

of =
o

pl ©
[N

my =]

=

)

d

CHgS ( 0)2_ , CH3CH25(O ) 27, CHgCHzCHzS ( 0)2_ 5

4]

)=}
wg

=
—

o}

=]
=

CH;S(0)-, CHyCH,S(0)-, CHsCH,CH,S(0)-, (CHs),CHS(0)-

L
L

vdrel

24

N

or
TR
23

d"e] o=

LRIk

(CH3)oCHS(0) 5,

=i
=

CH5CH2CH2CH2SCH,

CH5CHoSCHz,

CH3SCHyCH;,

CH5SCHe,

pi
L

CHsCHSCH,CH, & 3£ 3F3HT

w72

shtel Ao}

7

aitel
CH3;CH(OH)CH,-&

YEzd

sl A e

go] *

PR

NCCH,, NCCHCH; % CHCH(CN)CH: & *

R
f

"ol o

ol

ST
X

m
=

"9] o &= HOCHy-, HOCH,CHy~
b,
"Ej e obu) e,

&

fo| =54

S

pepie),
Fbe] UEzs)w

S

O,NCH,—,

14",

L
T
3

of
A

RIECEES

S

ure

o)
=

TR

"

nol
=

"EAdE L,

"ot

il

0oNCH,CHy~ 2 CH5CH(NO,) CHz~

[0046]

X
R

ronlil
B
o
o
oM R
il
< B
W X
ol
-
ﬁa%
.
%mr
wy
7
= H
o
ML
R
=
o)
SR
LH._I)A
7)
T
W 2
oA
< b
W
T =
d 7
. o)
‘WH
7
ool
T o
N
oy o
™ ™
el
TR
o .
iy
iR
< W
ﬂu.
<o oy

DX "9 o= Pr(S=0,)-, AlF

7E1/K—1

RELL

0
B
W
23
0
o]

E ANEZR2Z 2 EA],

Aol o

Bo"o] dE Pr(S)-, Al

&

=

]

=
l

2CHyCH3,

»CH

r -N[CHyCHyCHp} (= olggg) w -NCH

REEL I

13
=

Folol A& ALY, EE

[0047]

2|

)

FiC,

2"¢) o

ok
=

jmul
B

CICH;, CFCH, B CFsCCl,

cPr(2-Cl), ¢Bu(2,2-di-Br) ¥ cHex(3,5-di-Cl)= >3t

A
L

gdEASEAA 4
CFs0-,

s e,

A3} FA)

CFgCHQO_%

=]
=

HCF,CH,CH;0-

CC15CH0-,

o=

Aol

=g
CFsS-,

fsi3
=

n

o}

CCl5S-,

ol

CC15S(0)-,

CF3S(0)-,

CC155(0),,

2 CICHCHCHS-&

CC15CHaS-

1]
=

CF3CHS(0) 5

CF35(0)4-,
CFCH,CH

R
L

CFgCFzS ( O)‘%

=i}
=

CFgCHzS ( O)_

il

CHCH,~

=1]
=

= (C1)2C=CHCHy~
FCH.C

o]
1;%

SIS

IS

CFsC

= 3z
= X

CFgCFzS ( 0)2_

CF30CH;0-,

o=

Al

3}3]
a

= CCHQ_% 3

=C-

CC1C

=(-,

HC=CCHCI-,

R
L

Sl
C1CH,CH,0CH,CH;0-,

o=

Agze el

ohet,

C13CCH0CH,0— 4 RF
CH50CF5CHs~, CH3CHOCH,CCla—, CFsCH:CH,O0CH,-35F o2} &4

ﬂx.wo

CHCH,0- %

(C1),C=

p
T

zatAd el o
| olA opwlozA)

"k
=

2
B

ol
ol
T

3

=z E
= [e)

=
=

=CHCH,0-&

CFsCH,CH

_10_



[0049]

[0050]

[0051]

[0052]

ANE AAZI}, "strdZoln)"9] o= CFNH-, CClsCHNH-, HCF.CH,CHNH- 2 CFCHNH-Z ¥33hth. 89
"SRR e JtRd  HoldEE T A 2 d 5

CH,C1C(=0)~, CHCHCICH,C(=0)~ Z (CHy).LC1(=0)-& EgH3c}. &0 "d2AdZE oL "2
3 Add TERIAAEVIE AAT. "@RALE A" o= (ClSCH-, CFSCH-, CCLCHSCH- %
CICH,CH,CHSCH- S E8H3t), go] "2y deA "= x9S B3 2gd S2d7|d7|E AHd. &
2a71d S A "] o= HC=CCHCI0-, CFL=C0-, CCl,C=C0- ¥ FCHL=CCH0- FRATNLEAIS £85I}, 8o
"SRAFAAN" S A7 HoloEE B AFE FRAFAVE AAHS. "FRAFALA "] o= CF0CH,-,
CICH,CH:0CH,CHy=,  CliCCHOCH—-¥ERE of el 418 &2 {FeAlE E3gitt. o] "FRAF2UFA"E 4 o

FZUAFA"Y o= Pr(2-Cl) CH,0- 2 c-Bu(1-Cl)
CHCH0-5 E3Hehth, §o] "gd2odolr's AAXE 53 439 F /M9 24275 Yehdn, "g21
b ot "9 o= (CHCl)oN-, (CHCHCI)oN- 2 (CHCHCL) (CHBrON-2 831},

rb

A2 FE AdE dRAEREAVIE AAEG. "dRAS

“

"AATFR "2 C(=0) EeolojEle] AgtE HH Es BAY &E RolojHE uehdn. "ddrkEd"e] o=
CH,C(=0)-, CHsCH;CH,C(=0)- 2 (CH3),CHC(=0)-& EF&e}. "FA7FE "] o= CH0C(=0)-, CH:CH,0C(=0)-,

CHiCHCH0C(=0)=,  (CHy)oCHOC(=0)- B olgh F-FA|- Ex= HEAIIRY o|JZAS £, "dA7tRd =
A" o= CHC(=0)0-, CHsCHoCH,C(=0)0- = (CH3).CHC(=0)0-& E3FFgtr}.

C-Cy ¢ZAx I mEgdxd Uy FEdxds veia; 6 394 CH:0CH-5 e G &A1Y
A&, oF Eo] CHCH(OCH;)-, CHOCHCH»- ¥ CHCH0CH-Z  vebfa; ¢ LEFALZAe, oA
CHyCH,CH,0CH,~ 2 CH,CHOCHCH- S B 23}e] | & 4719 €2 RS a8l d3ZA 7|2 23ty G779 o
ok o]l AAE YrERITEH

sheheEol A7) 7t 1 23 F dee UEhE ol AAE e AR ASH= 4

o AFEYE A9E 5ok, £4d F Qb AWE FEE 7], A 5o (Rl = R)elA, o] A§17H
a9l A9, oA ABHA e A Jl9h B5@ Aew AL, AwA s} oW 2o AEHe
Y Aow wAH A9(lF 5ol nol 09 2l ®)), 7HAA 719 Gelo] Fa7t dAFEA e
TSRO Ravh 4 S ek ZlelA sht ool 917 TR EEA @ wx SR Aol su,
& AR} RAH o] qJole] A% AR AL,

99 WARA gt @, S8 1o dRomael "ae E 'n AR @i b dHzdeld. §
of "m) AxR'e B oolge] H3 nE Uk, Sol 'm THLe 1 mE 1 Axde 2A
FAets 94 T 78 wolofE](aE Hol, C(=0), C(=8), S(0) Ei $(0).)& AFet.

_11_



10-2651771

[0053]

VHN
(o] -+ o o~
1 N 1
< - : i < <
— o S — -h .|..
b “w
<
gN ™~ -
£
e
=4
S
S
= [~
N\ / = ot
vn N
D @ % @ _
< « < K
1 1 — L' 1
— — (-4 —
.\.WK \
Sarz A

[0054]

[0055]

[0056]

9o gAEA e

2 A e,

itk & Exsk &

o

2~
-

T
I
]

X

o

shE AL,

3L
s Y

]

2

Gl ga 9ArkE Sa AR o

g,

Ok -
T

shaL; el A E A

agE oy

uéﬂE_"i%]_u EE“‘E "fﬂ]Eﬂ

Q_ ,J__’_E]",

gol "sH =

[0057]

ojp
TH

A

=
)

=3
=

stel e @ 27 olstel

tel A, 271 o

47) ©]&

L
L

_12_



10-2651771

=EE2E5G
_'_‘O'I

3L
a-

o) R
i q‘lr
= HHQTL&H%},_]
w K ‘)Al oF 0o .
<0 1: q Wﬁ E 1:‘_ z.:v q w lmﬁ ‘WE
J Hﬂ%@l o= ! =
“ ﬁrwﬂéiﬂﬁ_pmoWUr i ,aﬂ_wﬁ Ho 2
N Lo < = o = B G P,
e ﬂi T o %]ﬂ ]mts e
] K e ] | NI 3 PR = X &
1 mal | r © Vo T ) = 3SR o T o do ) T
qo o L =gl eI e 5§ SR E = B =
s BELHE T i ) W3S o T REREXT
< W g TR o S g TS How e ® 5
W o o 2 AN = S — = AR R G o) T
m T :.LoLl o %7% ;oR..Cm X ﬂwVOM xomﬂe =
o 2w Moy E w5 T T W gy do F 5 o O " NSO 0 ar (o A
5 220205, fz3Es gg” t5rizitega vy BracEois
<0 o " o A R < K o SE B =9 7o = o 2 = H — = o= G
— o < , = ~ zo W e N ﬂ#a],e .z < BT T ol
o mqu:‘_‘lrdﬂ,:r bi owq z.LZﬁ MOMHEIH LLHAZ.#OOJl‘mWOHiLb o . Oﬂovo \_.#lor DT.E
o aagwwaauw K R g 2 %p:zfﬂf;a] ) e CANTR A s
AT@aza%ﬂﬁﬂ Ml I wo@wwﬂhﬁwa e ° TELYT,
iy = 5 Nh o = 7R s " e L i e BT W E o o % T, 2T 7
£ @1@13% 2 ipER TR wfwﬁ;im o SEEEMESE
m e W\lia = % oW %orem T B }wmuh_wmqu = o@.&-ﬂ%i o Nj A
) wm ol P 5o Em Ty Y R = e TR G e R A
it 7 Ay oo o B + ) 25 maﬂo_m;%o T oo 1L§ﬂ14§§ﬁﬁﬂs
= kE]Edﬂiﬁ — I IS AN J . = I 9 ,xz_nP 2 oo
oy 0T 2T w o LE5° % S T = 5 T R 0
\.m@ ﬂEmw.oﬂ_;éﬁl_ﬁlme‘l‘._ w,@o_oﬂbﬂuccw ;LWM,AAJ‘NJLMHHT_WH,%%WM_ A B E.#,ii,_#iimﬂyuﬂj&
5 L x = 2 5N g XX o EKE o X5 TR S ~ 9T =X
= ) o =N ﬂ_twﬁwx wmnu.m wr%ﬂﬁ%gﬂﬁ%o F % E%E%Wﬁﬁ%
A il T W = » =N ¥ d % £33 LTk L ERe AT DRI TR <
~ o i;hmé% Egu@m O . Ma}owamgﬂgy o W Zﬂw;?ﬂilfm
o N v - — ol o N ' N = 8o b 3
oo %vmmmxmfm% <z ﬂﬂm’ﬂ,aawd,v Eauoémog(awr@ﬂw &o%iaﬂa ,mmat%mg
= m1ﬂmﬂﬂuém5|mu ﬁoﬂﬁﬁoaa,mﬂ i%mF. ?Erﬂ%iﬂmﬁo:n&m eraT W@ﬂo%?ﬂh&.g
g EOMEEMM A %ﬂar..@ﬂwﬁa _,mjimoo;io&%m i @M@ﬂmo@m,
_ < i e = L o ;X - N =
o y oz w5 Miﬂw oo g E @ffﬂhwégwm o 2 gmwﬂr&@é%
o og\ﬂﬂﬁwuﬂmﬂﬂwuw %4@%? w.um%m g Ex Eﬂmﬂe ﬂm“mO m_w._%%%im«
— — iy o — — R — = -
2 &%ﬂ&a%ﬂ&% @m%@m@ M,m%l% @WM_%mm}uapﬂls Rw_gﬂﬁﬂmgﬂwmﬂm@
Ex qnuA;ao < = X N S Mo o TEX g G ; S
iﬂr%%&ﬂE%EAWU iM%i%ﬂ@mR @WWW@%%%%M 5 0 ﬂwauE_z_‘/@gr%
<z & Mmﬂﬂzw.ﬂzwi o:orlrmpﬂ R B @70_@;@}1%@.% pEs Wzﬂm«ﬁm S
Ak X o° I R o xT O ﬂmzo,%og__oa.i. T R i B o o ., B
o otOtMaﬁzﬁQA.ﬁﬂ‘_ﬂ wﬂ%dﬂﬂﬂ ﬂ@uPC oﬁ.eﬁl_ﬂw.i_nﬁﬂro»H oAl = q/FW:l\oW W
o oo R B =T - Pwauw
£ ) £ o 5 i @ g M R R Z . o o g w o P = ® o ﬂ g o
N o oy <0 K = N o o ® ofp o T .ﬂeﬂﬂ S oo 2
1 K = : X N X N = X ‘ X
- - X s T o 5 o . w5 g = g 23 o g o A= 3 ﬂ% N MM = ® o T <
1.&@ éaowuwm%kmi qw%u.@‘L Wuos g %0 ﬂﬂo__oma.ﬂoa% wrzt1r17r€ w4 w -
dﬂ7ﬁﬁ]MO£0ﬂW o T oo _,obﬂ%._la ‘o|w:ﬂ‘|ﬁ§o = JI;o ol > e
IN <= 0 = T < 0 o — 1rHL1rEA
e r A 2 R o b ow 0 fa - 8 R ) T R
iﬂ7dﬂﬂw|ﬂl. ma %ﬂ;oﬁflwaﬂm. ﬂl@uﬂazmﬁcdl mﬂy ‘W:i;o _61x7‘M|MEﬂL:MMﬁo
— = —_ — — - 0 — ﬂ] = —_
ﬂac m#Ln_ﬁuiqumaEﬁ#_‘z# @AEW/7 é.Xﬁ.lRi ﬂwaiH%mmemourm.w 1HAH ny ﬂ%ﬂoﬂ% -
T w2 SPmm Tk amegl@ Fwgs™ OOEO_Lma . & 0T of T X = v 4
53 i =W T X CI N G e X 5oy ° .
0! A w°4nmoﬂo€ﬂl)u aﬁmagﬂmn udr%xnoaunamomx__oga%zﬂ*% " C) Hoonajxﬂnoﬂ%no
G m GG NG I R LIGRN - M T 5 o oo o = B
] xS .ﬂaa,mo N = oﬂd,&oﬂ_ﬁ im,_ﬁ Ea.o Ofﬁewﬁﬂrmm1
do ™ w Mr N o N ~ W o oy o oF
= Edﬂch.l - — BT O | = op e = do X4¢|
zﬁﬂﬁl%ﬂ lmjmouﬁliﬂo1mgﬁm] _Wmﬂ.o N m,xat% i
T BE =Ty me%uoagﬂo;;f% "X B Mo oy
S X h o T = ﬂo% ﬂﬂdqﬂa
o%af%gyﬂwﬁ W ﬂrmﬂﬂu'%wn%ﬁek
s Bk - - 2o R o~ X
< B g = o) = B2 X =
WS B w ) Mm o B a o T
s Tl %w =y = o WE bmv
WoT mg o
oA oK

[0058]
[0059]
[0060]
[0061]
[0062]
[0063]

A
S|

k)
i

& A

=

ey

AR Azl o)

3}8} 2l
o 19] ﬂﬁl_%
=l Pz

o A 7F o}

F 9
AT,

-13 -



[0064]

[0065]

[0066]

[0067]

[0068]
[0069]
[0070]
[0071]
[0072]
[0073]
[0074]
[0075]
[0076]
[0077]
[0078]

[0079]

SES4d 10-2651771

ATE S FAAE oldllTd AHolrt. sk 19 sjtEe 54 th
L S} 2EE o] &3 AAIE vFEs, AR A L X W
& 24" 4 Ay, gdAd ek xFHQ =o& 9§, &3 [R.Hilfiker, Ed., Polymorphism in the

Axsk AEZ W] AL olg b nY Aol AR, BE Aa-Ff Aol K54}
JEE FHT + Yt A oheh AL FPAL oJHT olv, FPAE FSAbolng AT S i 1
98 Ah-3f AHEBe Q4T otk Ed, FAATA AR ohylo] KSAoEE FHT 5 Ak AL
QA8 Zolth WG, AT HoAEL D -SRI NEAOCPB), Tk, B ol S SAle]
S, Y Y SRR SA =, FEALEF, g ole 2

R HUSAY, gAd guErSA S AR

! AHAF obl o] AbstE MR, SElRe 9 AR ofnle] N-SAtel=o] AlRE 99 A Wl T

zZHdE A ok, Aol =9 AlxRE 99k oY W £ ldd F WA VlsHa HEH )

S. V. Ley, Ed.,

Pergamon Press; M. Tisler and B. Stanovnik in Comprehensive Heterocyclic Chemistry, vol. 3, pp 18-

20, A. J. Boulton and A. McKillop, Eds., Pergamon Press; M. R. Grimmett and B. R. T. Keene in
Advances in Heterocyclic Chemistry, vol. 43, pp 149-161, A. R. Katritzky, Ed., Academic Press; M.

hsl

3

o] T. L. Gilchrist in Comprehensive Organic Synthesis, vol. 7, pp 748-750,

Tisler and B. Stanovnik in Advances in Heterocyclic Chemistry, vol. 9, pp 285-291, A. R. Katritzky
and A. J. Boulton, Eds., Academic Press; % G. W. H. Cheeseman and E. S. G. Werstiuk in
Advances in Heterocyclic Chemistry, vol. 22, pp 390-392, A. R. Katritzky and A. J. Boulton, Eds.,

Academic Press I%).

BN, aEa AEA 2 SelN, ey sgRe 9 43 wd Fust 3Y Feel Q]
W, ol Md Feje PBHH £842 FTROGE A2 FA4E QAT web, B8 19 FFE
o W chpe e BB xBo) YAl FEAHS FYHoE A, e 19 TR Fe
A EE 714, dE Bo] HESRSAN, @A, A, A, 4, ohEN, FEEA, Frimal, FE,
Welab, WE, SN, EEvea, Seai, BEEed, S-ETANES Ex w2t 4 PAas
TG, $34 19 G| A Rololel, AT ARAN Ei AR GRS A, 9 EF ) =
= 77 97, A ded, Ededelyl wi guelst @7 BYW o, Tt HEF, 2F, 9F, 24,
PG R uEe) olE, FasiE, FASE Er G4 mEeth med, B owde geps 1zny
AeEe SFE, ol FSAolE U FYHos AT 42 EFAT

T 1 RE ek o4 AA W GAl ol gAA T S5y 19 HFE, o9l KSabolust ¢, o5
Fhoks B8 2B, U o5 AxARA §%

T 2. A7F A1, A-2, A-3 EE A5 Fd 19] 3EHE
T 3. AZF A1, A-2 &= A5 FEd 29] sgHE.
T 4. A7F A-1 BB A-29) FEo] 39 3HE.

Tdd 5. A7F A-1 = A-39 Fdo 19 335

T 6. A7} A-191 T 19 FE.

T@d 7. A7F A-291 o 19 SFHE.

Tdd 8. A7} A-321 FEd 19 3gHE.

Tl 9. A7} A-491 T 19 FFE.

T&e 10. A7} A-5%0 & 19| SgE.

TFdd 11. A7} A-691 Fdd 19 3}5HE.

TFdd 12, A7} A-79 Fdd 19 3gHE.

T3 13. B7F 091 78 1, 2, 5 B § F ol= s} IFFE

_14_



[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

ol 10-2651771

on

=2
=

Jm

QU

T 14. R'o] C-Cs 2, GC DAL, GG L71d, C-Cy FRDD, CC FEAAL, CC TRV,
CiCs NERLZ, GG FRASELE, GG FEANS2LALY, (-G SAMNFTELY, -G NES=ddd

A, CC &dotr, (-C; FRIAotm| =, CCp UL, CCyp FRYLEDo =, C-C; &FA], CCo

Auj
to
O
&

(e}
£
e
Buj
to
O
&
ue
i)
il
=)
{9
O
&
r{ﬁ(}
e
e
m>~
=)
{9
O
&
ue
i)
il
bl
{9
O
&
rﬁ
e
i)
il
bl
i
&3

|

NRONR™ RS 818H4] 1 i 7ad] 1 WA 4(D5 EE 23 F ojx shto] 332

F#e] 15. Ro] C-Co &2, C-C DAY, CCy AT, C-Co TR, C,-C FRAAY, 0,-Cy TR,
CCs AERL, CC TRAERZLE, (C TRZAE2LAL, GC dAANEZLA, (-G AEZ2LAY
A, -C gZot e, (-C BEEAol i, C-Cp T, C-Cp TEYLEZI 2, C-C; EFAl, C-Cs
FAG LA, Cy-Cy BIIISA], C-Cy FFRFTA], C4-Cy FRAATGA], C4-Cy FRATIA], (-Cy Al Z R

FA], CCp FRAIZZEFA, CC AEZR2LLALITA], CC FRASZLALIFA, C EFALA, G

Co EFALTA, GG Aob=d?d

=7 , CZ_CG }\] OP—IT—OEL:FT}\L CS_C7 }\] o}

=AFALE, G stel=FAL, 66 HERLD, (-6 ¢ZE L, (( TRILHL, GG AZ=ed

Tdo 16. RlO] CiCs &7, CCo &AY, CCs &71d, C-Co 2L, C-C A, C-Co LALHFA, C-Co

o

o,
)
e,

SAl, C-Cg FREFA], CC TFRIALEZA, CC ANFZLIA, CC AEFZLLLEA, CCs Aot

=4, GG Aok =A], GG ¢2E L, C-C TRLdAE e T (-G SAdE Y Fdd 159 3h¢e.

TAe] 17. R'o] C-Cs &7, C-Cs A, CCo A7, C-Cy TR, C-C A, C-Co AADEA], Co=Cy
AN A, CCs ERLFA], (C-C ZRIAIZA], CCs Alot=dZ, CCs Alotwd=A], (-G &ZAE L,

C-Cy FRAZEQ = (-C, AALE S TH] 169 532
F&o] 18. R'O] C-Cs 27, CCy DAY, C-Cy D71, C-Cy FRAZ | (-Cp LTA], CCs LAY EA], C4Cy
F1I LA, C-Cy SHREOHTA, (-Cp FRUALSA], (-C FAE S, (-G FRAAE S HE (-C; AALE
20l F3d 179 3=

FHAe] 19. R'0] C-Cs &2, C-Cs DAY, CCs A7, C-Cp TR, C-C A, CCo AL AT, C5Cy

B8N EE O BEAALSA FH 179 HGE.

T&d 20. RIO] CiCs &2, CCs EAY, CC TR, C-Co &FA = (-C TELFAI FHo 199
R
TEd 21, RO C-Cs &7, C-Cs FRUZ, (-0 WA B (-C; FRTA] &) 200 35

THe 22, RO 0-Cs S T 219] BEFE

_15_



[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

S==S35 10-2651771
TEd) 23. R'o] C-Cp BRI TH 219 53
T 24. Ro] C-Cy LTI PR 219 3H5Z
THd] 25. Ro] C,C BRI THd 219 SHEE.
THd 26, Ro] CC 47, GG BT, (C DI EE 50y FRAFAQ TR 219 53T
TEe 27, A7} A3 A R o] -G TR THd 262 3R
TFA 28. A7 A-19 A R o] C-C ERLA FH ) 269 3=,
Tdd 29, A7F A-1Y9 A$- R o] C-C; SEEZl Fdd 282 35
T#Ee 30, A7} A-190 7 Ro] CHCHCHCR,l 78] 299] 8455
T#e] 31. A7} A-19 2% R'0] CHCHCF.CR,Ql T-8e] 29¢] 84315 .
TEd 32. A7} A3 A9 Ro] CCo FRAAILAQ TR 199] 3HFHE .

Fde 33. A7} A-3% A R o] (-C; R ARl Tad] 269] 3}

& o] 34. R6] CHCH,CHCH,CHCF,Q1 & o] 23¢] &3He
Falo] 35. R'0] CHCH,CHCHCF,Q! T8l 239 8h3t& .
Tde] 36. R O] CH,CH,CH,CF3¢1 -3 o) 239 3}3tE

Tl 37. Ro] CHCHCRS &l 239] 3H8%.

T&d) 38. R'O] OCHCHLCHCHLCR,S T&d 259 83

Tl 39. R©] OCHCOHLCHLCRS T3 d] 259] 3%

F&d) 40. R'0] OCHCILCR,S! T8 259 3%

Tl 41, R'©] OCHCR.CR:Ql T3d] 259 513H% .

Fde] 42, R0l W7} obd &) 1 WA 13 5 o) st a5z

Tde 43. R'o] Wdo] obd(uA3) THd 1 WA 14 F ol she] =

T3] 44. R0] CHy, CHCH, 3 CHCHCH0] obY T8e] 1 A 22 5 o] 3hute] gatE

Fde] 45. R'©] CH,CH=CH,, CH=CHCH;, C(=CH,)CH; B2 CH=C(CHi),7} obd e 1 U7 20 & o] 3hte] 3}

ot
il

Tl 46, R’ o] TaAl-2-9, TeA-1-9, pz2d, oY, -Wgou-2-9 Ei g zzg-1-do] ohd
('Z;:‘, Rlo] CHZCHchg, CHZCHZCHg, CH=CHCH3, CHZCHS, C(chg)CHg EJE—‘: CH=C(CH3)27}' O]"d) ] ’] ﬂ‘?‘ﬂ

_16_



[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]
[0121]
[0122]
[0123]
[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

SEE5 10-2651771

T#e] 47. Ro] OCH;0] obd F&e] 1 %] 22 & 24 & o] l1}9] 832,
F o shte] BgE.
T 49. R7F B2, €, 9 EE (0, FRAAA FHA 1 EE T 1 YA 484 B =) &
o] shitel BhgHE,
THe) 50. R7} @27 i -C, &9 THe] 499 5FHE .

2

T3 51. R7F 24 == CH¢l 7384 509 3%,

2

T3 52. R7F =242 Fdd 519 3=
8o 53. R7FF, Cl W= Brol Fao] 52 &3

THdl 54. R7} C1Q1 THel 539 5%E .

TFde] 55. mo] 0, 1 T 29 352 1 i Fdd 1 R s4(ds s 29 F o= shve 9E.
T3 56. mo] 0 B 191 T34 559 I

T-&el 57. me] 191 e 569] 3.

Fdd 58, mo] 3, 4 & 6~ A 10 Fdd 579 3=

Fdo 59. mo] 3 T 4-9AelA 191 T 589 FHIE.

Fael 60. mo] 091(Z, 242e] 3-, 4-, 5- B 6-9X7k Rl oja] A ko) FE 599 FHF=.

T 61. Z+7te] Ro] - or a7, Ao}k, CHO, C-C; &2, C-C 27, C-C, &71d, C-C4 T2
4, G0 FRIAL, 0 TRV, GG AEFEZEZ, GG TEAZELZ, -G dLANZ2LA, G
AA7tR T, C-C TRLATIRY, C-C LFAFRL, C-C, EFA], C-C SALSA, C-C LANLSA, Cr-
Co TRLFA, CC TRIALZA], CC TELINELSA, CCs AZELETA, CC TRAZEZLFTA, (G

11a_11b

A O] | (-0 BRAIFADZ | (,-C, DAARIEA] (-Cs Aot —C(=0NR R ), -C(=NOR")H =
= -SOR 91 sk 1 = Fdd 1 WA 60(Fs =5 ) § o= shve] 31gE.
T 62. 449 Rol AR =, Aol CHO, C-C, &7, C-Cy LAY, CC &7, C-C &2

4, G C AL, C-C 27, GG AEREE, GG TRASELD, (G ¢A7tRd, CC &=

dA7tRd | C-Co &FATIRY, C-C, &FA, G-C FRLEFA, CC &FALEA, - C TREFAILA, Cp

Co Alohwotzl = —SOR ¢ EEd] 619 FaHE

T 63. 247l Ro] =P om saall, Aol (-0, &7 E= (-C, T2l T 629 B3
THAe] 64, ZH7ke] Ro] Egdos 2, Aobw, (-C; 97 HE (-C; Bl T 639 FHFE .
T 65. zt7re] Ro] EdAom saall, Aol (-0, &7 EE (-C, T2 T 649 F3HE
TR 66. 2t7+e] R'o] =gdom szl Ao, CH, CHCH, E= CF,9l Tdd] 659 3h3te

T 67. ztzte] Rlo] Egdom smal, Aloln Ei (Rl A 669 532

_17_



[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

S=54d 10-2651771

T3 68, 2}7te] Ro] YA o2 F, Cl, Br & Aol 334 679 3}3E.

T3 69. ztzhe) Rso‘l EdA o7 Br T Alol=9l &4 689 3H3tE.

TEe 70, 7ol Ro] HHAHor TR EE Alofnql

F&e] 71, 7k7be] Ro] SPH O Aol

-4
o
2
~
w
N
N
1o
=]
o
By
i)
)
[o
fr
(o]
-

r o
-4
r U
2
~
\}
1o
ot
%
il

o

Fd 74. mo] Holw= 1o]m htel Rl seta) e BBl os) BAME 3-AA(F, AR Jlel <1%)el
A& 3peA 1 T FEd 1 WA 73(9E T 23 F ol sl 3aE .

H

4714, A, R, K % 2 we) ulg Ee FEel 1 U 59 F o) shfol gojE wish 2

dell 61 WA 73 F

o= sty A R'ol wjs) Aeld whe} 2

o} sftel A Rl sl el vl a;

T 75. p7k 10]3; R77F @A, Aok, C-C 22, (-G AW EE (- LA o|m: R 7 F2A,

Ao, GGy 97, CCy B2 w (C, FEAQ TR 749] FaE

3a

T&o 76. p7} 0°]aL R 7}

i

F&o 77. R/} szl m= Aol

F@e) 78. R77} Br EE A

g2l Aok, C-Cy %, C-Cy B2 EE -0y THA TRl 759 3

Ql Fdo 769 slEE.

oflx=Ql Fdd| 779 3}F=E.

TFEA 79. R7FH, GG 24, G 27, oG 21, CCp BRI, GG TRAAY, G FRY]

g, CCs &IFALZA, CCs

(G BROI7E Q0 or el
T&d) 80. R7F C-C &2

T3] 81. A7} A-5Y AS-,

T#el 82. A7k A-30]31, B7} 00]3L, Ro] 3-Brd A%, Ro| 3-BEREzge] ofd

T3 83. A7} A-3Y AS-,

FRARADY, oG AR, GGy Aot FARY, oG SAH LR &

3 1

o 19 stehz.

o

3

Ro] 3-9Aell A e a7l e 19 &,

_18_



[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]
[0164]

[0165]

[0166]
[0167]

[0168]

[0169]

[0170]

[0171]

SE=50 10-2651771
el 84, A7} A-191 A5, Ko] 3-S1Aol A el Aoheel T 19] sHiHE
T 85. Ro] CCy AlFRop w7} opd F&Re] 19] 53T
TEd 86. ZH7te] R BRA R (-C, & (-C, FRA TR 19 53T
THd 87, ZHztel R/ ERA R (-C, 4 EE (-C, B2l THA 19 53E
THe] 88, 717ke] R 7F EPA R H EE (-0 %l Fde 19 31aHE
"

Tl 89. A7Fel R 7F HHACE (-G ¢ Ex GG RS 74 19 steke.

& 90. Z7he] R7F E-A oz (-C, el Tala] 19 5%

-
r !
2
©
—
=

o,
—

= 3% 7 EA 19 sekE.

TFdeo) 92, mo] 1 = T84 19 3ITE

T 1 WA 928 nE oy} Elof ZiAE dole] thE FHAE EFete] B wgol A= doe e
2 2349 F da, FEoA Wl digk A2 steh] 19 sgtEdd w3 AW ofde) &k 19 3%
ES Axse U 8% 23 SFgE 9 0 ssrEe ek Aojrh, Eek, F3o 1 UX] 928 oy} Y
of 7IAE 49l v TFHAE Este] B Ao FHo, W o]Ee] dojo I E Ao AE Y W
Holl #3k Aotk

T&o 1 WA 929 239 dAl= v 2T

T3 A

A7} A-1, A-2, A-3 & A-59]41;

10] Ci=Cs &7, CCs &AId, CCo &7, C-C T2LZ, CC TF2LAL, CC 2L, -G AEZE

=~}

4, CC TRAZEE, GG TRASZEALD, (-G dANZELD, GG ANSZELS

m&

, GG &

L, GG gRgobrn,  (Cyp HgZolrx, (Cp TRYLopry, (-G EFAl, (G
AL EA], CC E7IESA, GG REFA, GG TRIALEA, CC TR2LATIEEHA, (G NEEY
FAl, GG TRAZELETA, CC NERLGLAETA, C FREAZFZLEALIA, GG &FANLEZE, G
5=Ce GIFAILTAL, CCs Aok, CCs Alote@=Al, CC; Aot
EEIFANL, -G stol=FA LA, (-G HEREZA, (-G €ZE 2, (-G E=¢dHe, (( ANE=¢4
He, G EAEES, -G €AA4Td, (-G T=e¢ddad, (-G ¢Z48xd, (-G TFRLZHAXd, (-

G AERdddzd, C-C ¢4Edd T (G rddyeddoe]ar;

7tztel Rlo] E@Aow &u7l, Aok, CHO, C-C 27, CC 919, C-C 2719, C-C, B2,
SgRdAd, C-C TREYINY, CC ANEFELD, CC SFRAZZSZA, CC ¢ANEFRLA, CC ¢AIH
g, CC T2LA7tRd, (-C &FAITIRE, G-C &FA], C-C LALHA, C-C &714d5A], ¢ T2
A, CC FRGALEA], C-C FRAINISA], (C5 AZFEUGFA], (-C; FRAZFEZLTA, C-C LA

1la_11b

7, Gy TRAIAGZ | (-C, FATNHLSA], CC Alobwobz, -C(=0NR R ), -C(=NORHH

~SO,R o] 1L

_19_



[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]
[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

[0192]

SESd 10-2651771

R57}‘ H, Cl_C6 ?:_}Z:_], CZ‘CG ?:_}-?ﬂé_], CZ‘CG ?1}-7]%, Cl_Cﬁ %LEO—J?J_, Cz_Cﬁ %E?—:}ﬂ]é, Cz_C(; %E?—:}7]é, Cz_Cs C.):_}-

A, G FRAFAIEA, CC Alot=dd, GG Alob=d=A1dd, G0 dAE S e GG &

RV7} H ®3= 0-C, oHZo)1;

R'7F oG 24 i G @229 31344 19 3hgh,

73] B.

A7} A-1, A-2 B A-5o)aL;

R'o] C=C; 2, CC DAY, CC 7Y, C-C TRIZ, C-C LFA, CC LALELA, G

A7 HAl, C-Cs FREFA], CCo TRLALZA, CC AFZLIA, CC AEFZLLLIFA, CC Aot

E=U, GG AlotmdFA], C-C eSS, C-C TRAAEQ = (-C EAILE 0]

K

2 -
R7F g2 == C-C, &Zo]a;

Zyzte] Ro] HyPHor 2, Alolh, CHO, C-Cy &4, CC EAd, CC &71d, C-C 2L, -
grAAd, CC 2L, GG AEEZLE, CC TREAEZLET, CC €Z47tRd, (G T=LATNR

=
g, GG &IFAFIRT, C-C &FA, CC TRUEFA], CC &IANL, (-C TRLFANLZ, (s Aot

S
N
o,
=0
N

P SHEA0R C-C EHolaL;

me] 0, 1 =& 29 F&d A 33E.

Fad] C.

A7} A-1 e A-20]11;

R'o] C-Cs &7, CCy DAY, GG D719, C-C TRUAZA, C-C DA, CC DALSA, C4Co
NI G|, CCp BRATA 0y FRAAGEA], C-Cp Alohwmo | (Cy AlobweetEA] | (-C; FAE S,

CC TEYLEL & (-G EAdE o]

R7} 827 m= CHyo) 1L

ROl C-Co 9, CCy 2Ad, CC 2719, C-Cp B2, C-C; A, C-C LFALA, G

7N EAL, C-C FRUEFA], C-C TR2EAISA], C-C EHEL, (C FELHEL T+ (-C; EAdH



[0193]

[0194]

[0195]

[0196]
[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]
[0204]

[0205]

[0206]

[0207]

[0208]

[0209]
[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]
[0217]
[0218]

[0219]

SES35 10-2651771
SQola;
77} 0o aL;
R7} a=alo] 1
747k Rlo] EgHor @ul, Aok, (-C; &7 EE (-0 SEorzo];
me] 1 B 291 7+alef Cof ek,

Tdo E
A7} A-20]11;

RO C=Cs 27, (G DAY, C-Cs TR, (-Cs FTA] Ei= (-0 SFRAFA0]a1;
77} 0o]aL

2
R7}F, Cl =& Brolaz;

R'o] C-Cs &7, CCs DAY, GG D719, C-C TRUAZA, C-C DA, CC DALSA, CoCo
AN KA], CC TRLFA], CC TRIAIDZA, C-C AEZEFTA], C-C AEFZLZLLFA], CCs Ao}

=2, GG Aok =A], GG 2L, GC TRIDE L B GG LAEEH)aL;

Rol CCs 9, GG DAY, GG 219, GG BRI, G DFA, GG LAYSA, G
AN EA, CCo TRLFA], CC TR2EALIEA], C-Cs Alof=gZ, CC AlotedFAl, (-G ¢ZAE L
C-Cs Z2AAEQ E&= -G gALE o)

77} 0elaL

R7} 8hsql = CHol 1

77k Rlo] EgHor @aal, Aobw, (-C; &7 EE (-C; ozl

54 7Ede vs seeER olFox woriE AdYd= sheh 19 sES

[x

ek

29 2-F22-6-[(5-F2E-2-9Zn|t)d)SA ¥l Fo o] E(FE 15);

-1-dErzg o-B2R-6-[(5-F22-2-1 |t d) LA |Hl 2 o) E (33 16);

_21_



[0220]
[0221]
[0222]
[0223]
[0224]
[0225]
[0226]
[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

SES4d 10-2651771

Z2Y 2-HEE-6-[(5-FR2-2-9 vt ) S A [z o E (3 1
4,4, 4-EQEFo2RY -0 2 W -6-[(5-F22-2-9 20t ) S A el o] o] E(3}5HE 20);
-6-[(5-F22-2-7 g u|t]d )2 A |Hl 2ol o] E (5}3E 22);

3-Fd-1-4d 2-B2R-6-[(5-F22-2-9gu|t)d) A [yl Xz 0| E(3E 21);

P

K
f
[@“
0
e
P
|z
f

2,2,3,3,3-AE =70 2x2g2d 2-BHEN-6-[(5-FRE-2-¥ g u|t)d) A |H X o] E(3}FE 23);
3,3,3-Ef|Zgoavay 2-HIR-6-[(5-F22-2-7 g u|t]d) A |2 o E(33FE 26);

1-[2-E22-6-[(6-F2Z-2-9 g d)SA |4 ]-4,4,4-EZ EF 2 -1-F &2 (33 107);

~

3-[(5-F2Z-2-9utd) A ]-2-(5,5,5-EF ZF ¢ 2he )Mz EY (33E 73).

wee) Ulgel /&H uheh 2o B wyel Tade e dATHeIZA, ve TadSdA AeH st
4 1PE ol N-SAfel= W e EgATH:

[3}&4] 1P]

A R
; z N H
\r RS
®)p, |
4 6 N / RZ

Fale] P1. A7} Hy, 0, S 2= N(OR)Q! 3+el4] 1p9] shate
Fae) P2. A7} Hy, 0 2= N(OR)Q! 8o P1o] &13E

Tl P3. A7} 0 B NORDQ T&d] P2e] 315%

THd P4, A7} 021 FEe] P39 3HeHE.
T P5. AZF N(OR)DS! T@e] P3| 3}3tE

F&d] P6. R ol Ci-C &4, CC EAE, CC &71d, CC =, (G TrUAd, CC TRA7IH,
CCs AERZLZ, CC TRAZFEZLZ, CC EAANZRZLED, G ANEZLAL, (G 2o =, GG
gz ddoln e, C-Cp UgZotie, C-Cyp TRULGHAoI e, CC AERoM e, C-C EFAl, C-C €A
SA, GG E7IESA, -G FREFA, CC TRAALEA, CC RIS, GG AEZLEFA],
CCs TEAZELETN, CC AERLLLTA], CC ERAEZLALETA, G E3ANEE, C =g
AL, GG dFANTELD, GG EFALTA, CCs Ao, CC Alob=d=A], CC Alobed=

HEZSZ, 0 ¢Z4Ye, (G TRUEZEL, (( AEE2LZLHL,
CC ¢ZATd, (C ZEEAAMAI, (-C ¢ZAxd, (G T2EAEET, (-G AE2L¢ZAxd, (-

9a_9b 9a_9b

Co dZE| QoM C-Co Stz ooky, WA, —NR7ORS, SONGRTR™) mE= RNRTR)Q 844 1p = d

F&d PT. ROl C-Cs &7, CCy DAY, CCo A7, C-Cs BRAZ, (,C FRAAY, ,C; BRo]d,
CoCs NERZLL, CC TRAZEZLY, G EAANNFEZE, (C AZF2LEL, CC &Aoo, C-C
gdrdZoln | C-Cp Ao, CCp TRULLIM 2, C-Cs AEZoM e, G-C &A1, C-C EAd
A, GGy EANLEA], C-C TRLFA, CC TRIAALEA], CC TRLAINIEA, CCy AFRLTA],

_22_



[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]
[0246]
[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

SESd 10-2651771

CCs TEAZELTAN, CC AEELLLTA], C-C TEAZZLEALTA, C &3Aed, (G &=
FALL, CC EFANTELZD, C-C EFALTA, CCs MNot=gZ, CCs AMot=d3A], C-C Aot=gs
Aldd, GG stol=FALEd, -0 UEELZ, (-G €¢4HL, (-G =LAy, (-G ANE=gdye,
Ci-C &4ATd, C-C F2LdAId, (C &¢4dxd, (-G TR2LAALAxY, -G AE2¢44xd, (-

=
Co dZE oL = (-C TRAZE 2Ll T3 Pee 3HHE.

i)
e

FEe) P8, ROl C-Cs 7, CCy A, CCo B71d, C-Cs TR (,-C TFRAAY, C,C, R,
C3Cs AMEZLZ, C3-C FRAZZLZ, CC EFA], C5-C EALZA, CCs E71DdHA], C-C; EZLFA],
CCs ERUALGLA], (-C; TFRATII2A] EE= (-G AFELFA S T34 P7eo 313E.

Tdd P9. Ro] Ci=Cs &FAl, CCs EALGEA, C-Co L7152, C-C TRLFA], C-C ZTE2LAIHA],
CS_CG gi%7]é%/\] T Cg_CG ]iioli/\] :F-E:i Oﬂ P8,] §],§5ﬂ]—
T@el P10. 27} 02 keh] 1P m= e P1 WA PR e 23 F ok shue] sietE.

T P11 R7F @271, 0-C, 7 ®E= (-C, 2=ozel 818h4] 1P E= 786 P1 WA PIO(VE Ex= =

) T ol st sete.

2

T8 P12, R7F &2 Ei= 0-C, 229 Tdd) P11o] 7=

2

T3&e] P13. R7F =2 = CHQl 3¢ P129] 33&.

2

Tl P14, R7F E2A% 3o P13¢9] 3.

F&e] P15. R7} F, Cl = Brol 7@ Pl49] 33te

F&d P16. mo] 0, 1 ¥ 29 3184 1P = T34 P1 UA] PI5(HHE e %3 & ol 3l 3ats,

F&d P17. mo] 0 Ex 19 T3 P169] 3}

Fdd P18. me] 191 & P179] 3}3HE.

T&Ae] P19. mo] 0 91(Z, 3-, 4-, 5- @ 6-9X|7} Rl ola) A@5A ) T PI79] HFE.

T P20. Ztzte] Ro] S om gzl Aol CHO, C-C, &2, C-C LAY, C-C, 2714, -C, &=

A7 CC FRIAAY, C FEUAIY, CC AZELA, (C; TFEANZFZDD, C-C SLAANZFEZLA, (-

Ce %7217}1%, C2_C6 g—i%?é?]’ié, Cz_Ce EL:'}\]?]‘E.@, C1_C/1 E]'i'}\], Cs_C4 Oa]'ﬂpé%}\], C3_C4 031'7]@ ]

CC FRLFA, CC FR2LAIEA, CC TRLINIDEA], CC AZE2LIA], CC TZASZLITA,
1la__11b

CoCs &AL, (CC TRIFAILZ, (CC EANHEIZA], (CC Alotx=gdZd, -C(=0)NR R ),
CNORH m= -SoRel 84 1P = 7ad] PL UlA PIO(BE w 23) = o] dhute] HEE

FEd p2l. 7H7he] Ro] E@Aow @27, Alobw, CH0, C-C, &2, C-C 2D, CC, 7Y, (-C, B
Ad7 ) C-C FREAYL, CC TRLIE, CCs AIZFRLZ, C-C; SEAIZFEZLEZ, C-C; &ZA7tEd, C-C &
2AA7tRd | CCs EEAFIRY, C-C &FA], -C TR2LFA], (-C EFAILZ, (CC TRLFALZ,

C-Cs Alo}eerzl = —SOR''el 6] P09] FaHE

T p22. Z7te] Rlo] =PH oz sz, Aol (-C, %7 ETE (-C, FRIZ] TH P21 T

_23_



[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

SES5 10-2651771

-
r_%',
2
-
[N}
w
N
N
lo
=}
S
ft
i
2
lo
ffl
n\%‘
23
i
e
>,
©
b
rO
-
r_%',
2
g
[\
[N}
lo
ot
i)
il

T& o P26. ZHzEe] Ro] HZHA o7 Brel Fa o P239] 3}gtsE.

)

T P27. mo] 1013 Ro] 3-9A(Z, C(=M)R 7]ell %)l YAak= 884 1P w= F&e] PL WA P26(gh

T34 P28. mo] 20]3 R ) (=
= 78 P1 WA P26(HHE X %3F) F ojx e 3FE.
=

{9
(@}
MI
(@}
(7]
[}
o,
Jl
>
ue
N
(@}
NI
(@}
(7]
]
fr
ue
Jj
>
u2
i)
(@}
NI
(@}
(7]
>
(o]
o,
i
2
mwy
(@}
wl
<«
>
(o]
o,
i
12
Jl
>
2
N
(@}
NI
$?
2
my
Auj
to
2
my
t

Sao] PA. A7} Hy, 0, S = N(OR)o|aL;

RIO] CiCs &, CC &Ad, CC €71d, GG 2L, C-C TREAL, CC 2L, CC AER
&4, C-Cp TRAIZRLGY, CC GANZZL, G AEZ2L4Ld, (G 2o, (-C =LA}
W C-Cyp HEZotn e, C-Cp BRYEZoHm, C-C; AlEZo =, (-C; &A1, C-C EAEZA], C-Co
D EA], C-Cs TRLFA], CC TRLALGEZA, C-C ZTRLINIEA], C-C AEZ2LFA], (-G TEA
SR2EFA, CC AEFE2LLLFA, CC FEANEZZLGAETA], G EFALEE, C-C TELGIALA, G
Co ARG, CC EFALTFA, CC Ao, CCs Al ZAl, CC Alot=gIANLd, -Cs
stolEZAIgd, (-6 UERLZ, -G ¢Z4H 2, (-6 F2LZE L, (-G AZFE2LZHL, (-G 249
g, CC F2LdA9Y, (-C @44 Ed, (C FRLAEAXY | (G A 2L A8xd, (- e
4 e GG FELEE ool

77} 0o aL;

R7} 2241, (-C, %7 ®E (-0, F=dol;

7tzte] Rlo] HE@Aow &u7l, Alobw, CHO, C-C 27, CC 219, CC 2719, C-C, B2, CC
FRAAE, CC FRLIIE, GG ANE2LE, GG TRASEEE, GG Ea7tRd, 66 T=LUIR
d, GG EFATMRE, G0 &3], O-C FRLFA, GG EFALE, G C FREFALA, G Aok

14
& = -SOR ofaL;

_24_



[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]

[0281]

[0282]
[0283]
[0284]
[0285]
[0286]
[0287]
[0288]
[0289]
[0290]
[0291]

[0292]

SE55 10-2651771
mo] 0, 1 == 291 3184 1Pp9] 3}E& .
F&o] PB. A7} Hy, 0 FEE N(OR)o]iL;

Rlo] C=Co &7, CCs &AId, C-C &71d, C-C T2LZ, CC TREAE, CC 2L, C-C AEE
A, CCp FRAZZEZ, C-C &FA], CC SALSA, C-C &719d=A], C-C TREFA], C-C T2

ALEA], GG FRATIIEA] = GG AE2 LA 0laL;

2 -
R7F 24 w=& C-C, ¢Zdo|;

=)
N
)
o ]
Al
&
(2]
u2
mw
(@]
M|
(@]
D
w2
)
e
(@]
M|
(@]
(2]
u2
N
n
Al
&
»
i)
fru
ik
mwy
(@]
S
(@]
»
i)
fru
w2
hy
i
(@]
S
(@]
S
i)
fru
u2
N
il
(@]
S
e
1

F&d) PC. A7} 0 = N(OR) o] aL;

R'o] C-Cy LA, CoCo LALLA, CoCo DANDGA, CCs BRAFA, CoCs TRAADGA], CoCo TRY

Rol =350z g2zl =

rr

Alo}-o] a1 ;

R'7} C-Co 97, i C-Cp 2RO T o] PBO| 513
T PD. A7} 0o]aL;

R27} st Al At

Z4zhe] Ro] ByA oz F2AQ Fdd Peo B

54 FHdE Ue SRRER olFojn Fowyy Aun: 384 19 Bges riad:

2

29 2-FRZ2-6-[(5-FZZ-2-7 gt d) A Wz o] E(3}gE 15),
3,3,3-Ef|EF o 2-1-HEzag 2-H 2R -6-[(5-F22-2-T g r|t]d) A [l Zol| o] E(3}EE 16),
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44 4~-ERZ202RE 9-B2H-6-[(5-F22-2-1 2|t d )2 A JHl 2 o] E (3} 20),
-T2 H-1-9 2-HZR-G-[(5-F22-2-F 1|t d) A [ ¥z o] E(S}FE 22),
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WS w2 64, BHh IR'E R, R i MR SRS dubgom Ak wmi dvle] E4 s, 7]
obdl, frlgtelEF Ao, T f7s|=ekzls 38k 89 IEH HFPAIA AA Axd & vk g
Aubg o 20~110C W9l x| wEghe, dee, tUFeave, £ ERA3 g Sujdx S
NS 9 A e Ak 2o oAk Y o ER 9 EYE R o B e §71 EFeh,
olER FHHE AL olUrh. WS Y9 HA V)= FASUEFY gL F£AEE, BIUEF 2 wat
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iy EEFQ RO EA B ol EA} e HIEAHEA, EE S4A EfZFEodlolt oEYoES 7
& Fo|x2ta) g Eglddd@d 2 43T AUEFS 3T, o] d S 93 v b5 T U
SRR E £ oNEUEH e g4 tE dubHl gujele TIERZ A A 4 9t} o] HES9]
o= US 2007/0003539 H=+= FAddl 62 ©@HA] BollA &<lst 4= i),
[0351] HS w2 19
Rl RI
HO. H
H H
Z Z
) PG = ) PG
(R',)m (R.‘)Ill
[0352] 21 20
[0353] WS =4 130 EAlE wheh ko], BstA] 22(R = ob, Sruld, i ov]d)e] SRS Slnlug EE
F18E Aok e f75S5 Aloky slehe 239 Lds=e] wkgol o8] Alzd S dr}. o] WkEE AukH
o% 78 WA 25T W] 2=oA HEstol=m e ke volE oH 2ot e fujoA] k. o] v
29) o= Synlett, 2016, 27, 78904 Wi dAdd 62 @A Adl ZIAE ule} o] E 5 gt
[0354] e w2 13
la
O, H HO
» H
I~pla
Z\ . Z\
. PG - R PG
(Rm M& MgBr. Li (ROm
[0355] 23 22
[0356] WS 4] 140 E=AlE ulel o] 3beha] 259] BHFHES B34 4R = Br i 1)) sgHEI Alobr]e] A
o] F& Fu AZHo 93] AxE & A}, o] WSS 9% 2L ANbHoE A|otEE 4 W BHE Zu9)
A e v i Felg EE 293Th, o] HkEe dutzow F4 AekdtE d3 $hA 2-(WEoln
dldopyl Hi= ERA-N N-TrdA S REAN-1 2-Tlopn} e gzte] EA) stel]l A Fe(De I
FEET. o] WSS 100 WA 210C W =AM NN-UWEXEFol = HEZSIo|E2Fe, oMEYUE
g, FE-2-FEgE B EFAy e gt FA v GAAAA oA o]&E 4= it o] Wk Ty
Ao Al 2AFEE-FZ Hz}e (Rosenmund-von Braun) ¥HE-0 2 4 td. FAFS o] A7) git= & AJetks}
E A2z EA B BA stol At FEl(DSF A AHEE F ATk, §ASE A A 221 e
9 AIRtslold T e HE FHujel I/ HEZI|~(EUdEs~) g, ZEE HolMHE, Ev Efs
(g dlol &) a5 22 Zetg e AMgste Ad 43S ¢S 5 k. olye vk 80 WA
150C WY &xoA NN-gHEFEEoln = NuE-2-uZg %, ofAEYUEH 2 1 4-t]&A1y 28 thaksk
A vFAAA] oA o]gE 4 ). diekH oz §AE ZHNA Aletsleld thal FElE Bz Ev)
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3b rG = 3b ~RG
[0358] 25 24
[0359] s}ebal 24, 22 2 209 FFELS BRE w2 3 @ ke w2 1o fiE] =ojE WHE AFgSle; PG| RS



[0360]

[0361]

[0362]

[0363]
[0364]
[0365]

[0366]

[0367]

[0368]

[0369]
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NR =9 E8]e HEHDYATOZRE thd=o ppno = X
a, "the AEAE drlska, "q"s AbeAS dvlskal, 'm'

a} = Yulstar, "dt"e AT olFAdS onlsta, "br s'e W Y
gt A" 2AEF M) A H+(19] #A4=)E Friste] A9 7P 2 59 94 EAE
| AN, B SARRE HH(19] £215) 9] &4 o P48 (-DE B a, ols o=
& 38HA o] 23H(APHE o] &% AT AV dAd¥ HA ARvELHI(LCS)E ol &t #HEEHM,
A amn"E SYE A2 A G9E dEbdn

Al 1
2-[(5-2 2 R-2-Fu ) S A |-N(2,2,2-E EF 2 2o g )il =oln| = (3}h3HE 28) 9] A=

A A 2-H[SA-N(2.2.2-EEF 0 R Bl =on| = 9] Al

UEFZ 230 L) T 2,2,2-EdEF 2 2o|"o}71(1.28 g, 12.89 mmoles) ¥ Eg]o&o}wl(4.1 mL, 29.31
mmoles)2] €NME 0C7HA] WZAA AT, ¥bS EES 5T "] 24 HEFZ2vE(8 nl) F9] 2-HEA
Hlzd S280]=(2.0 g, 11.72 mmoles)®] &Ho 2 A3}, ¥ ZFES AA 3] A=7HA 7HEES
St gol24E Hrisla EFES WAL, HIEFERRduor A48 FEINY. 43 /18
IN HCl ¥ 3} dslHER F8Hoz AFsta il adlGFoz AxA7|a ZFoa] 9 A= FH5A
. 3AE AatozRE ojnste] FA SFE(2.24 g)& AAEA 5

o

s

1H NMR (400 MHz, CDCl;) & 8.20 (d, 2H), 7.49 (t, 1H), 7.10 (t, 1H), 7.00 (d, 1H), 4.10 (q, 2H), 3.99
(s, 3H).

A B: 2-3lo] =EA-N-(2.2 . 2-Eg|ZFQ o e )Wl Zoln| = o] X

T U228 (20 L) 59 2-HIEA-M(2,2,2-ER|EF e 2d ) Ml=olr =(ZF, & A9 AAE)(1.0 g,
4.28 mmoles)?] §NE& WFRE 0C7HA WA, o] §4& tF=Z2dE Fo 1 M AHEF]a4 &9
(4.72 mL, 4.72 mmoles) 2.2 3} A2sta 3AIZF FQF wtelgich, o]ojA Hbg EES Wz Fal Fi)
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[0370]

[0371]

[0372]

[0373]

[0374]
[0375]
[0376]

[0377]

[0378]

[0379]

[0380]

[0381]

[0382]
[0383]
[0384]

[0385]
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ANZh, gZz 2ot 2D olo]A oE oA HER FANS 2E5dY. 4R $)AS ¥3F JIUES
gNow AFHstAL, StadlgoR ARAIZIAL JAFelA AR FHFAZT. AAE IO RTEH o]t
FA 3FFHEU75 mg) S uA RN F5EIA.

' MMR (400 MHz, CDCls) & 7.44 (t, 1H). 7.40 (d, 1H), 7.01 (d, 1H), 6.89 (t, 1H), 6.53 (bs, 1H), 4.13
(m,2 H).

S C: 2-[(5-F22-2-J |t d)SA |-N-(2.2 2-EZZF Q0 2o 8)-Hl=oln|=9] AZ

Hl = o}
‘gi \__]_]:
=

o} Oﬂ

Z(Z, 94 B AAHE)(100 mg,
ZF (190 mg, 1.37 mmoles)S A7}
g oM E|e|E Alojo] FuljA]7]aL

SPAEYEZ(3 mL) F9 2-3lo|=E5A-N(2,2,2-E|EF 02 )
0.456 mmoles)e] gMof 2 5-tJZZ2 29 ZH|H(71 mg, 0.48 mmoles)
st WS E3ES 80T7HA] 12413 &<t 714dekgitt. vheES
7145 ®esta, SbvladigoR AxA7|a, AFA FFEAAY. FFES 5 g 2= dFE F3H (Bond
elut colum)e] Y& Ae7A Ao mArntEad a2 FA AL, 20% 1 olMH o] E/F ko 2 &5}
2 o] 3RHEQl A IFFES 29(0.30 g)BA S5

1H NMR (400 MHz, CDCls) & 8.30 (s, 2H), 7.65 (d, 1H), 7.48 (t, 1H), 7.31 (t, 1H), 7.21 (bs, 1H), 7.00
(d, 1H), 4.75 (q, 2H).

A 2

3-FH-1-¢ 2-HRR-6-[(5-F22-2-Fn|t)d) A Ml Zof| o] E(3}3HE 21)9] A=

A A: 3-HEY 2-H R R -6-Flo]| EEA M Fof o] EQ] AX

Az fgE22de (3 ml) 59 2-HRZE-6-5o| =5 A WIZ4H0.200 g, 0.921 mmol)e] wwk §ollof] Ist&Ad
(94.8 ul, 1.11 mml) 2 2 B NN-HHEEFoEE HIISIAT. ¥ TFES A20A 33X 5t
AEFITE. o]ojA, Wk EES FITAA FFAIAL AFES A HEZZWE(E wl) 13 3

Bl-1-2(86.9 uL, 1.01 mmol) B 3 ¥ EgjoEetvlog AHlagitt. ¥ £FES Aol 18AI7F &<t

AW, B EFRE AT Celite” TFRE o3 HEE o HHA73 Helsta YolA Ay A=
hETe s GAISHT, A 3o 0 WA 206 Y obAElol =R Felstel Al SR (0.117 9 FEH
o,

HONR (500 MHz, CDCl;) & 10.96 (s, 1H), 7.24-7.17 (m, 2H), 6.98-6.93 (m, 1H), 5.95-5.87 (m, 1H),
5.22-5.18 (m, 1H), 5.15-5.12 (m, 1H), 4.47 (t, 2H), 2.62-2.57 (m, 2H).

A B: 3-HEl-1-¢ 2-BER-6[(5-F2E-2-9 g t]d)S A [HZo|EL AX

NN -tHEEEoln=(2 mL) T2 3-FHYd 2-HIZE-6-30|=FA 5, @A A9 AAAE)(0.117 g,
0.431 mmol) % 5-F22-2-(WEAdxd)-vud(F, -F22-2-HEdd¥dugr]d)(99.8 mg, 0.518 mmo
e wyk §Ho] eibZ-E(85.9 mg, 0.646 mmol)S H7Isth. WHs EHES A4 1841 FeF wskd
T ololAl, WhE EREE Celite” WERE o] nx A= Fal oHAL ofolg AFelA FHAA.
QA AFES AT oA A3 F2vtEaI R AASA L, AL Fo 0 WX 30% oY olAEH | ER
glale] B wye] 3352 %A FES 1A (0.104 g) 2A T%f%}ii

1

H NMR (500 MHz, CDCl;) & 8.48 (s, 20), 7.53 (dd, 1), 7.35 (t, 1), 7.17 (dd, 1H), 5.75-5.65 (m, 1H),

5.11-4.99 (m, 2H), 4.29 (t, 2H), 2.39-2.34 (m, 2H).
A 3
3,3,3-Eg|ZFoaxay 2-0aR-6-[(5-F22-2-7gut)d) A [HZR o) E(33E 26)9 A=

YA A 3.3, 3-EPZTFEoETRY 2-HER-G-3lo]EEAHZo|EL A|F

3,3,3-EYEFOREIEI-1-2(15 nL) T 2-HER-6-3to] =FAMZ2H0.500 g, 2.30 mmol) % &b
gk gooll Zgk #4H0.300 mL)& H7FeIATh. Wb EeES 78TelA 2443t )t 7Rt wbe e

_36_



[0386]

[0387]

[0388]
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[0390]

[0391]

[0392]

[0393]

[0394]
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[0396]

[0397]

[0398]
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W73 2L Celite” TFERE o3} Bz H=2 Ea ofHAAL. AL e oliHoER 3|

Wﬂﬂ 5 9 ¥3 AUEF FEAoR AHET. f714S EElsta, Sabulale el AxAY) A
FEAAG. A BAS AestA A A9 liu}EzaMi AL, A Fo] 0 WA

20% o€l olAlHlo|ER gelate] FA 33HE(0.268 ) F58H3ITH.

HONMR (500 Mz, CDCls) & 10.79 (s, 1H), 7.26-7.20 (m, 2H), 7.00-6.94 (m, 1H), 4.63 (t, 20), 2.70 (m,

2H).

WA B: 3.3.3-ET|EFFRIRY 2-HIZR-G-[(5-F22-2-Iu|t]d)-FA] [l Zof o] ES] A|F

NN -tHEEEoln=(2 mL) T2 3,3,3-EfEFozxay 2—Hi“—6—6¥°1cif\1 HlZol o] E
AAE)0.124 g, 0.396 mmol) 2 5H-FRzZ-2-(WEddxd)-vgnd s-ERR-2-vegd X da] )
©)(95.1 mg, 0.475 mmol)2] WHF f-Nof EAFZHE(82.1 mg, 0.594 mmol )% ?47}0}053} W5 S

AL Bk W, W EFES Celite” TEE o7 nz H=g 59 onAIn jale WFelA HE
AR 1A BRS Aerhd el dd AzetEadfes gAEAa, At Fo] 0 WA 30% olE okl
olEZ gElote] ¥ e setEel ¥A BFFES 1A (55.0 ng) =A %6}5&3}.

HONVR (500 MHz, CDCly) & 8.49 (s, 2H), 7.54 (dd, 1), 7.38 (t, 1H), 7.20 (dd, 1H), 4.46 (t, 2H), 2.50
(m, 2H).

AAe] 4

1-[2-222-6-[(-FE2-2-9 V) SA ]9 d]-4 4, 4-EQ &7 L 2-1-F &2 (35= 107)9] A%

SGA A 2-FER2-6-vEA-a-(3.3.3-EFEFZo 22 ) wlAv e AX

Zek23o] 1.92 g(79.18 mmol) 9] wlavls, Fujze] 20= % 50 mLe HoE oEHZE Yy, =%
714 AFA 7] 1,1, 1-EZFQ02-3-2 0 5-ZTF3(10.64 g, 47.51 mmol)S 308 AA HAvsqict.
S AL YAEEE slal 78T A 2-FR2-6-MEA-AZ2L S =(6.75 g, 39.59 mmol) E 75 mL
EgsfolmmFdon 9z A2 v ZgtaaR KT, v TIFES ALA] ALEEEZska, 1N
=2 WAk, ved oe 2} 14 Aleld THHAlMTﬂr 7174 MgSO, AellA HAxA7]aL, o F{A|7] 1L

A7 9.4 go] MAA =S AT o] AAl Lol FF DANAM ARSI

o o op

02 1o rob Mo =

2
[o

off
Y

WA B 1-Q-FEE2-6-HEAHYE )44 4-EYEFLE-1-FEL29 Ax

OlME 175 mL 9o 2-FE22-6-HlEA-a-(3,3,3-EEZF 2T 2 I WA S (S, &A Ao
A 4, 9.4 g9 €A 15.7 mL(42 mmol) <] 2.64 M 2 A oFS

7} 30 BoF wwstar, 0.5 mlLe oAZERAEE UWAS A, tdE ofg|2e} B Alole] &
MgSO, flolA Hx:AZIAL, AHA7|AL, sFAZT. 1A 2245 dg7t2 a=2r ez

=
kol ofAEHIOlE FujE &3] 7.0 g9 A SFES AT
1H NMR (CDCl3) & 7.32-7.24 (m, 1H), 7.00 (d, 1H), 6.84 (d, 1H), 3.82 (s, 3H), 3.09-3.01 (m, 2H), 2.64-
2.51 (m, 2H).

A € 1-(2-F R E-6-3lo| A )-4.4 4-EEFQ R-1-HEh> 0] A%

gEz=2ve 100 oL Y 1-2-FRE-6-vSAIEY)-4,4 4-EYEFLEZ-1-FE=2(5, @A BEHE
e, 3.5 g, 13.2 mol) 9] &l ”Hiﬁ}%—i(ﬂﬁiiﬂ% %9 1.0 M, 15.79 nL)E 0ColA H7Fatirt.
g BN HAR7EA ZF2AIZIHA 241 Eo wkekglal, o]ojA ofF b BA 4 it Ral, tERR
Hgto 2 FEarh. F717E NgS0s flellA A xA] h, 0%44*1711, SHEAZAT. WA 24E Ak A

ZrtEadv 2 GAsal Fit/dE ofAElolE R gste] 2.6 gof #A =& AlEsslrt.

' NMR (CDCly) & 11.88 (s, 1H), 7.35-7.30 (m, 1H), 7.01-6.98 (m, 1H), 6.96-6.92 (m, 1H), 3.55-3.49 (m,
2H), 2.65-2.53 (m, 2H).
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A D 1-[2-FR2-6-[(6-F22-2-F U] D)SA | d]-4.4,4-EFSFO 2 -1-HEr2 o A=

W Zgtage 1-(2-F22-6-3lo|=EAHd)-4,4 4-EZFQE2-1-Y (S, @A ClA 53 WAHE,
2.6 g, 10.3 mmol), 5-F=2EZ-2-(MEAdxd)-Aud(2.7 g, 14.0 mmol), EAFZE(1.7 g, 12.36 mmol), 2
50 mLe] o|AZREIEE ATt Wk EFES 50TAA 1AZE Bt sFEsta, ofbF b g4 4 il
21, fod dyax fHEqoz FE35rt. A F7] FEES A2 AlFEa, MgS0s oA :AxzA]7

AL, ofFA7IAL, FFAZT. vEA EEe Ayl AaRvtEId R Ao AL/ " opAEo]E )
= geste] B wye eE 3.0 g9 TA FHEL AT,

1

H NMR (CDCls;) & 8.49 (s, 2H), 7.45-7.40 (m, 1H), 7.37-7.33 (m, 1H), 7.15-7.11 (m, 1H), 3.14-3.08 (m,
2H), 2.57-2.46 (m, 2H).

A A o 5

2-[(5-FE2-2-9gntd) A |- a-HE AN EYEH (FFE 141)9 Az

A A: 2-H[ S A - o -SRIl EYE- O] A%

>

g ZAlo]=(5 nl) 9] 2-WSA-HAPEYEZ (500 mg, 3.39 mmol)e] &qol =4 F2HEF(50%,
0.75 mL)el o]o] 1-B &R IEH(559 mg, 0.458 mL, 3.76 mmol)S F7}8tal Wk EFES AL oA 18/\1?* st
agkeReiTh, W EFES old ofAlHoESt & Aleld] EulAIZIAL, f71dE B2 AFHSATHE X). §714
S NgSOy lellA HAZEA71aL ZFeA FFAFAT. A7 RES A7t dollA] ARv eI Xéﬂ]ok‘ii

A, 3k Fo] 0 WA 50% ol oRAlElolE ulm Felstel AR sER dehe AdEs FSsY.
HONR (500 MHz, CDCls) & 7.38-7.41 (m, 1H), 7.27-7.31 (m, 1), 6.96-7.01 (m, 1), 6.87-6.91 (m, 1H),

4.15-4.20 (m, 1H), 3.85 (s, 3H), 1.77-1.90 (m, 2H), 1.41-1.58 (m, 2H), 1.27-1.37 (m, 4H), 0.84-0.94
(m, 3H).

A B: 2-sto] =S A- g -l EYE- O] A%

E]ﬁiiuﬂﬂ(lo L) F9 2-wEA-a-HeAINEYE- (S, @A A9l AAE, 440 mg, 2.02 mmol)2] &
o MEEJEAL(HEZ2YE F9 1.0 M, 10 mL, 10 mmol)E 0TNA] H7}etar, WhSES 18A|7te] A A&
7HA] 7}%Euﬁ sHitE. WS E£3ES EMIVEF X3 §Qo2 A, FES B, F715S MgSo,
A AR=AFHG. Sl T stllA AASI A A AdelA] AzRvtEI R A, 4k F9 0
WA 50% g olAEH O E FHlR gElste] Wdte AAEE(232 mg)S F53I3IT.

H ONMR (500 MHz, CDCls) & 7.35-7.39 (m, 1H), 7.15-7.20 (m, 1H), 6.93-6.98 (m, 1H), 6.76-6.79 (m, 1H),
5.28-5.40 (bs, 1H), 4.14-4.20 (m, 1H), 1.84-1.93 (m, 2H), 1.42-1.58 (m, 2H), 1.25-1.38 (m, 4H), 0.85-
0.91 (m, 3H).

A C: 2-[(5-Fr=2-2-d ey d) A |- a AR EYEL ] A%

NN-tHExSoln=(2.0 nL) 9| 2-3lo|=2A]- g -A Ao EYEZ (208 mg, 1.02 mmol)2] &o] &4k
25 (169 mg, 1.22 mmol)ol] o]0} s-Fzm=-2-(MaAxd)-Ign| (137 mg, 1.07 mmol)S H7}stx, HISES
S5AIZE Bel 3B5C7HA 7HEetelth. RESES oY otAlEHo|ESt & Alold] EujAIAY. §71448 gi Al 3}
(3 X), o]ojA] MgSOs oA AZAI71aL, EFAHT. Aol FRFES AgstA oA A2vE g2 3

Ak, A Fo 0 A 30% AE ofMElCE Ful= gEste] & o SFHEQl BA AHNES T
(171 mg).

4
of
ol
38

I NMR (500 MHz, CDCl3) & 8.51 (s, 2H), 7.56-7.58 (m, 1H), 7.38-7.42 (m, 1H), 7.31-7.35 (m, 1H), 7.12-

7.15 (m, 1H), 3.99-4.03 (m, 1H), 1.80-1.96 (m, 2H), 1.36-1.55 (m, 2H), 1.20-1.28 (m, 4H), 0.81-0.87
(m, 3H).

A 6
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[0415]
[0416]

[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]
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-[(5-ZFE2-2-Yn|t)d) A ]-2-(5,5,5-Eg ZF o 2ad ) HxUEH (33E 73)9 A|x

A A 2-BE2H-6-WFEA-a-(4,4.4-EZZFZRE )M ErEe] Ax

Az god oEH=(2 nl) 59 vlavlg 5 401w (0.254 g, 10.5 mmol, 1.5 T 22

st E3ES 35C7HA 7F2AI7| 158 B9 wEkSkSITE. o] E£FE

(1.30 mL, 10.5 mmol, 1.5 @) < 30%0] Ax HArlsldct. vlaygoe] 2% A2RE w71x uks &89 35

ColA A% wstdnh. 2o e Aekg FAG YAk, Wrel whg vl el A 2-H 2R -6 %A

-l =3 = (1.50 g, 6.97 mmol, 1.0 BE)E AZ HEgsle] =2 F(20 mL)o] £)A17]3 0CT7HA W7
ot

al
Ak, vE Ax" aguE As ddis]=ed AUkl v £3ES A2 18AIF FF wRkseltE.
HHSES 1N Gitoz AASIa ole ofAHo|ER 34 4] a
QA B4S A4 a=zveEadgyz gAssa, @4k F 0
AGE(2.15 9)& F53F3TE.
HONMR (500MHz, CDCly) & 7.21-7.16 (m, 1H), 7.09 (t, 1H), 6.90-6.87 (m, 1H), 5.17-5.09 (m, 1H), 3.90
(s, 8H), 3.72 (d, 1H), 2.24-2.10 (m, 2H), 2.02-1.75 (m, 3H), 1.73-1.61 (m, 1H).

@7 B: 1-HE2R-3-u|EA-2-(5,5.5-EgZF 2w Ax

S22 EH22 nl) F9 2-BER-6-HEX-a-(4,4,4-EZFo 2 RevlAv e (S, oA Ao AA
1.0 &) o] gk golo] Edjoed e (4.20 mL, 26.3 mmol, 4.0 B3)S A7 e,

o& ﬂ%}f& F EYZFLROAEA(2.01 mL, 26.3 mmol, 4.0 B)S H71ea wHEES 40CT7HA 7F
FOITE, 2417 &, T U2 4.0 9% EYIFLEOMNEANS HIISt v EFES 40TolA F71 184
3 1A WA AR ageEadd o@ A4S 4 Celite TERE
FA171a, A4k 9] 0 WA 10% olE ofAMlH ol E Ful2 &Este] dst= ALE(1.82 g)

5 oMo
[\
OHH_E
[@)]
0Q
G)
U‘I
oo
=]
=
o

' NMR (500MHz, CDCls) & 7.20-7.12 (m, 1H), 7.07-7.00 (m, 1H), 6.81-6.78 (m, 1H), 3.81 (s, 3H), 2.85-
2.78 (m, 2H), 2.20-2.07 (m, 2H), 1.69-1.55 (m, 4H)

GA C: 3-HEA-2-(5,5. 5-EFZF2AENHZUEZ A%

oF 10w &<t W EREE S N WEPAA VAHAEEEE(20 nl) Fo] 1-HERE-3-5 A -2

YAA(S, 94 Be BAE, 1.82 g, 5.86 mmol, 1.0
(I)(1.57 g, 17.6 mmol, 3.0 FFH)Z H7}5¥ . &S &

.;L
A7E ok BEAZG WeES A7t WANTIE Celite” HEE o3 Bz H=E F AT, oo
g B2 AN BE 5 A A0S F 95R @ A AHedT. 471%% Az A
FolA EHAAG. Mg 84S A9 azvEaduz gAsga, 9 F 0 WA 308 ol ohaEelE
geleto] Uabs AAE(1.38 9 F5aT
1H NMR (500MHz, CDCl3) & 7.29-7.24 (m, 1H), 7.22-7.19 (m, 1H), 7.08-7.04 (m, 1H), 3.86 (s, 3H), 2.94-
2.82 (m, 2H), 2.24-2.07 (m, 2H), 1.75-1.60 (m, 4H).

A D: 3-3lo|=EA]-2-(5.5,5-Eg|ZF e 2HEDWIZYEZ] A|X

2 2o eH(17 mL) 59 3-wEA]-2-(5,5,5-E8|ZF o 2de )z EL (S, &7 Co AWAPE, 1.38 g, 5.36
mmol, 1.0 ‘43‘:)94 fAS MNEHEIE A (TFEZ2YE $o 1.0 M, 10.7 mL, 10.7 mmol, 2.0 BHF)= X%E]OFM
H

vk E3ES 60C7HA 18417 Bot 7FEEdt). vreE S A %7]}%] WzkA 7|3 3} A4 FERhESR
= A, fU14e Beleta, AzA7a AY aErteadgd os 4AS 98 Celite: TERE o7
FEAZIL, A4 Fo 0 UHX] 30% old olAEle|]E iR gt Hste AAE(1.16 908 F

' NIR (500MHz, CDCly) & 7.25-7.21 (m, 1H), 7.19-7.15 (m, 1H), 6.98-6.95 (m, 1H), 5.05-5.01 (m, 1H),
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[0428]

[0429]

[0430]

[0431]

[0432]

[0433]

S=S0d 10-2651771
2.92-2.86 (m, 2H), 2.20-2.08 (m, 2H), 1.78-1.62 (m, 4H).

UA B 3-[(5-ZF22-2-9yutd)&A]-2-(5.5, 5-EgZF o 2de)HxUEH] Ax

NN YHEEZF oM =(16 ml) F9 3-3F0]|=FA-2-(5,5,5-EFEF L2 UEL (S, @A DY A
1.16 g, 4.79 mmol, 1.0 B%), s-F22-2-(Wedxd)-vgud(1.11 g, 5.75 mmol, 1.2 ) 2 EW?LL
(0.993 g, 7.18 mmol, 1.5 )] E3ES A2oA 18AI7F &<t wukslt). Wke TFES old oA H O E

= gl
2 ol Wol sAN7|aL B2 4 A AFS F A-E 3 2 AFsGIT. §U14S dxAYa 49 32
ulEzefeel] g AAZ 98] Celite. RE o7 WEE Ao HEA7|1, 14 2o 0 WA 30% o e oA
HolE TR g3l Yt AAHE(L.65 9 533

' NIR (500MHz, CDCl;) & 8.52-8.48 (m, 2H), 7.61-7.56 (m, 1H), 7.42-7.36 (m, 1H), 7.35-7.31 (m, 1H),
2.87-2.78 (m, 2H), 2.16-2.00 (m, 2H), 1.74-1.64 (m, 2H), 1.63-1.54 (m, 2H).

Fall Fofoll A Wy A 2ol vjE® dxpol os, F 1 WA 5859 the &%HE
o] ofort thge] el AREHETE: = AAE n|Etal, s olAE oW|Etal, nd =
olAE ulEtaL, c= AEFRE 9uldlal, Met: WES u|stal, Bt d¥€E 9vEtar, Pre& =
i, Bue BEE outar, j-Pr& o]AZ2dS ou|stal, Bus FES 9nEta, oPre 133 ]
slal, Phis HdS 2vlslar, OMet WEAIE ou|dta, OEtE oAFHAE ustar, SMex HHELE 9w|dta
NiMet= wWlEoln| =& ou]slar, -(N2 AlobmE oulslar, S(0)Met: wlEAALE o|ns}ar, S(O)ZMG\_ e
rds ougit,

%1
1
R
il
R z N H
. \( X
® N| .
4 - 6 R‘)
H
H CN O, S
H. I Hix ! > >
A-1 A-2 A-3A A-3B
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[0434]

RR=F, (Ba=3F £ =09 4=4A34
Rt

Ri

e
tert-#d
olg
a4
0] ARH
o] AHY

3-mZ-g-38-1-2
S-Mg-e-38-1-2
4B -e-HE-1-Y
3-HEl-1-Y
3-2E-1-y
4-mg-o-HE -1-2
3-#E-1-Y
2-Z2H-1-g
5-341-1-¢

4-7H-1-¢

3,344, 4REHERL 2R R
2,233 3HEER2RER E)
3.3,44-HEAEF2ZRE
2.2.3,3-HEAERL 22 2
3,3, 3-EQZRRR 2 X)]
444-EAER22 RS
2.2,2-EAER2 2054
6,6,6-ER SRR AAZL]
4,4, 4-ER| ER2 2-2-NE-F54
3.3,3-EUERe2T2E
FBERRE 302
+222YEBAE
-2REEEE2%IEX]

4, 4-T|EF 2R E-2-3 =4
5,5,5-E2 S F 2 E-2-91 5]
5,55-EY SR 2ME-3-21 2]

AZE2REHEA
A22HAZA
AZ2HEA
- 2RE 2L 54
REEEL TR
(-E2R2-22E-
AZR2EREIWEL
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oin
]
Jm
9!

R Rt
-EEnEzy (2,-0EZRX S22 2L)U FA
2 e-d222-1-H2-
FZEERY AZEERE)NEA]
-2EE2EZY (3, 3-USF2EASEFEINEA

4,40S 2222
2,2-0F 22 20Y
3,3-UER22E2Y
3.3.4,44HE SR 2RY
223,33 RE SR RERY
33,4, 4-HEAER22Y
2,233 HEAIER R 2L
3,3,3-E2] S2=2n=2y
4,4, 4-E7ER22RY
2.2,2-E2] S22 20
6.6,6-E2 S22 244
4,4,4-EYS222-2-NY-7Y
8,3,6-E2 SR 2E2Y
+B22-3-RH-1-g
-222dd
222Ul

3-222-3-7u-1-
4-222--39-1-Y
550382 2-8-WH-1-¢
4,4,4-EQB222-2-20-1-¢
5,5,5-E2 222 2-3-HY-2-MH-1-
ol
5,5,6-E2| 522 2-3-MH-|-2
4-B2B-3-28-1-Y
3-28-1-¢
+-222-6-39-1-Y
3-222-0-Z2W-1-g
440539 2-0-249-1-¢
5,5,5-E2 S22 2-1-HY-2-MH-1-
OEI
5,5,5-EY S22 2-2-WH-1-Y
5,5,5-EY S22 2-3-WH-|-Y

1
=

=
—{=1

[0435]

2-2.2-
OSF22ASRZRE)HES
(2.2-UER2RASEZRIIMEA
-EERASAINE
23U SEE-5-HEA -
3,3-TER22-5-MEA-UY
-0l 2m R EX Y
2-H S Aol E
5-H SA| WY
HEAZRY
11,2, -0 ER SR 2 2o RAHE
2,2,2-ERER 2R EAINE
2-(EQ ER2 ZHE AN E
2-0l AZ 2 ZA B4
4-HIE A FE 4]
2-HI = 2] o] &-2]
2-HEA| 22 E 2]
4-Alote R
3-Aotk-1,2-OHE-Z2 Y
2-Alop o e
-2 ot-2-ME-=2d

Aot inlg
52|} - HIg
g-Aotz==2d
Aot =R E A
g-2lotiz-1, -0 HY -Z2E4)
2-Al0k 20l = 4]
AloHETIEA]

g-Alob-2-HY-Z 2 E|

5-A]oF I EA]
3-AJot Z2 X4

_42_

10-2651771



oin
]
Jm
9!

R R
-AIZEREAE 2-(Alob= Tl EA] )oY
AZzE4d S-(Alotm &) -2-HE-22d

AZEHLHE
-ASRERZY
s-A2ZZ2WE2Y
2. cduEAZZZRE)ME
(-HEgAS2Z2L)ME
(C-HEA SZHE)mE
(2-B2m-2-222-
ASZEZRENE
(2,0 ERRAZ222E)NHE
2-(2,2-0 22 2-1-ME-
ASZE2U)NEY
(220222-1-Wg-
ASZERIHNE
-(3,6-UERLZANSERE )Y
2-(2,2-UEREANERER L)Y
(2.2 UERR2RASREZL)NE
FE(m ool
O Eotn] =
lg(Z2d)otn
ol 2 Z 2 (HE )k
O|AZ2HW(Z2E)oh|
HZE(Z2H)otn
2-2220IE (2,2, 2-
EgSR20E)obnl:
SERRERE(HE)ON &
HE (2,2, 2-E2 SR 2oL )otn| =
W (8,6.6-
EYSe2 T 2W)otll
=gopn] =
g-222z2Wolk
ol A@lEoln] o
Zzgohl &
3,3.3-EFRe 2T 2ol
-2 #l2 g

-] = ul
[0436] 1-3 £l ¢

A obHl B A 2
Le-tmE-3-yER-Z2 4
4-50] £ =2 2 g
3-slol Z=AI-1 2N -2 2
2-30] E = Alol| Y
3-510] S24] WY -Z2 Y

S| EEAHE
5-alo] EEA| | Y

3-Slo|EEAZ2Y

-HE-3-UyER-Z2H
S-UERRHE
-UERNY

YEZHY
- EZBE
S-UERE=ZZ™
REHER
tert-FEE2
1,3-tMERHEE 2
3, 3-THEFREE L

EE 2
O] AMIEE 2
HEE2

HYE 2
Z2UESL
FHRDEZRLEL
3-2RRRHES
FEEREZZYES
2.-UER2RMEESR
3,3,3-EXZ2RREZHUES
4,4, 4-EER22RUE 2
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R R
52 2,2, -El|ER220EE 2
tert-F52] 8,6,6-ExER2ZALE 2

Le-Timg R =
8,3-0HY 2=
ofl 24
0y
ol 2HY 2 4]
LR
z=2F3
SUEN
-2 E=A
g -2-2E LA
M -5-28 24
R R
4-H 2 P-3-FHI 2]
2R R2UYLA
220U
FEERE-3-FHIFA
2R E-3-FHFA
5, 5-T1EF 2 2 -3-HIH =4
4,4, 4-E2 EF 2 2-2-FHEA|
5,5, 5-ESEF22-3-ME-2-
ILIER
5.5,5-Ed ER 2 2-3-HH A
RN

5-E 54

4-HIE-2-HEH 24

3,3,3-ERSR2EEZHUE
AZEREHHEESL
AS2E8dE 2
AZEHEE 2
- SEERHYHE 2
ASEEZLHEESL
-=EROEEHIHY
2,3-UZE22-5-HEE2-¥Y
3,3-UEF2E2-5-HEE2-HY
20| AEZLE| 20 Y
-HEE 20
S-HE Ej 28
2-HgEl 222 Y
11,2, 2-H EA SR 2 2oHE 2HEY
2,2,-ERER2 RO EE| 2 HIEY
-(Ex ER2 2MEE 2)HE
B AQR-SERAE)ON =52
AlobHISA] (HIE)otn] =
o o] = (HZ )obn] =

ol 4] (W E)otn] o
ol £2](2,2,2-

EREsazdg)oin
slgotn] (mlE)otn] k]

g otn = (2,2,2-
EEzz 2o g)olnk

ol & (" )obn] =]1-(2,2,2-

EER22dE)otn

o™ (3,8,3
EER 2T )0t k]-HY-
$-HE 24 ol iz
4-HE 22 ol 2% (™) okl =] 54
2-ZRUZA 2-MIE Al ol E-A] (W” )otn] 1=
[0437] $-HRDIE4 HIE (Z2E)o}n] 2] £4]
R Rt
W@, 2 2
S-AZ2REA EY S 2o E)otn
HE(2,2,2-
-ZRR2IRE EYER 2 2olY)otn] 2] 4]
W (38,3
4,40 R22REY EfER2E 2 EA)0M L
ME-(3,3,8-
2,-0ER2 2054 EAERe 2 E2Woln|)ok| =
[0438] 8,3-0EF2REREY
[0439] £ RS2 EEF, E 2 A 2028 IR A7) B

et

2

=1

29 A WA

A = A-3A")7F 8k7] Z47kel @ RAR diAE As
3

AQsta T 1%

o R 7L Clolar, (R),©] 3-FelaL, Z7} 0o]ar, A7} A-3A0]

oltt. % 3 UlX] ¥ 202% FAeMAl A ET.
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ST e =
B K ®). | z | s | = @ | 2 | &
2 ol 3F 0 | Aa| 147 F §C1 | 0 |43
3 B 3F 0 |A@| 18| 0O §C1 | 0 |43
4 I 3F 0 |A| 18| B ECl | 0 |43
5 CF; 3F 0 | A3 | 1m0 I ECl | 0 |43
B e FF 0 |Aa| 18 | (R §C1 | 0 |43
7 Me FF 0 |Aa| 12| o §C1 | 0 |43
8 F 3¢l | o [A@| 1| M ECl | 0 |43
g ol 31| o0 | A@| 15 F BCl | 0 |43
10 B 1| o [a@m| 15| o 6C1 | 0 |43
1 I | o |a@m| 1% | B 6C1 | 0 |43
12 | R 31 | o A 157 I BCl | 0 |43
13 | o 3C1 | 0 [A@| 1| R BCl | 0 |43
14 e 31| 0 A 15| e 601 | 0 |43
15 F FBr | O [A@| 180| M 6C1 | 0 |43
16 ol FBr | 0 |a@| 16l F |3, 4F| 0 |43
17 B 3Br | O |Aa@| 18| © |3B, 4F| O |48
18 I 3Br | O |A3w| 183 | B |3B, 4F| O |A3B
19 | (R FBr | 0 | A3 164 1 |3B, 4F| 0 |43
20 | e FBr | O |AGA| 16| CF |38, 4F| O |43
21 Me Br | O |AGA| 165 | e |3Br, 4F| O |A-B

[0440]
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[0441]

Y B Y B
B 3 w. | 2| « | = K ®). |_z
22 F 3 0 | A3 | 167 | Mo |3E, 4F| O
23 ol 3 0 | A3 | 163 F | 3R 4F| 0
24 Br FH 0 |A3| 18| © |3F4F| 0
25 I 3 0 |A&| 10| B | 3F4F| 0
26 CF; FH o |aa| 17 I 3F, 4F| 0
27 | FH 0 |Am| 12| R | 3F4F| O
28 Me 3 0 |A3| 13| M |3F 4F| 0
29 F 3N | 0 [A@| 1| M [3F 4F| 0
30 ol 3N | 0 [am| 1B F |3, 4F| 0
3l Br 3N | o [am| 1® | o |30, 4F| 0
32 I 3N | o [am| 1M | B |30, 4F| 0
33 CF: 3N | o [am| 1®m 1 |30, 4F| 0
4| o 3N | o0 [Am| 1M | R |30 4F| 0
35 e 3N | 0 [Am| 18| G |30, 4F| 0
36 F 3CE | O [Am| 181 | Me |30, 4F| 0
37 ol 3E | 0 |[am| 1 F 3B | 8
38 Br 3E | 0 |am|1m| © FBr | s
39 I 3CE | 0 [Am| 84| B FBr | s
40 CF; 3E | 0 |am| 1B 1 3B | s
41 (e HE | 0 [am| 1B | & FBr | 8
42 e ICE | 0 [Am| 187 | ke 3B | 8
43 F 4l 0 | A 18| M FBr | 8
44 ol 4l 0 | A3| 189 F 31| s
45 Br 4l 0 |am| 1@ | o 31| s
46 I 41 0 |aa| 19 Br 31| s
47 CF: 4l 0 |ad| 1 I 3¢l | s
a8 | o 41 0 |a@m| 1B | 31| s
49 e 4l 0 | Ad| 19| ok 31| s
50 F £l 0 |Ad| 15| M 31| s
51 ol EC1 0o |am| 1% | o 3F 0
52 Br €1 0 | A 197 | B 3F 0
53 I EC1 0 | A3| 1 I 3F 0
54 CF: €1 0 |A@| 1m | R 3F 0
B5 | e €l 0 | A3 20| ok 3F 0
56 Me &€l 0 | A3 200 | M 3F 0
57 F 6Ll 0 | A3| 2w F 1 | 0
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[0442]

Y 2
B i3 (F).
58 Cl 61
58 Br 61
60 I 61
61 CF; 61
62 (He 61
63 Me 6C1
64 F 3B, 4F
65 Cl FBr, 4F
66 Br FBr, 4F
67 I Fbr, 4F
66 CF: FBr, 4F
63 (He FBr, 4F
70 e Fbr, 4F
mn F 3-F, 4F
2 Cl 3-F, 4F
3 Br 3-F, 4-F
4 I 3-F, 4F
=] CF; 3-F, 4F
B (Me 3-F, 4-F
m Me 3-F, 4F
8 E 3Cl, 4-F
9 Cl 31, 4-F
80 Br 31, 4-F
81 I 31, 4-F
82 CF; 31, 4-F
83 (Me 31, 4F
84 Me 31, 4-F
85 1 3Br
86 Cl 3Br
a7 Br FBr
86 I 3Br
83 CF: FBr
30 (Me FBr
91 He 3Br
82 F 3l
93 Cl 31

wwwwwmwmmOOOOOOOOOOOOOOOOOOOOOOOOOOO‘N

s B

E:d K (F).
203 Cl 31
204 Br 31
206 I 31
206 CF; 31
207 (He 31
208 Me 31
28 F 3-Br
210 Cl 3Br
211 Br 3-Br
212 I FBr
213 CF: 3Br
214 (e 3-Br
215 Me FBr
216 F FH
217 Cl FH
218 Br 3
219 I FH
20 CF; 3
221 (Me FH
222 Me F
223 ¥ 3N
224 Cl 3N
25 Br 3N
225 I 3N
227 CF; 3N
228 (e 3N
29 Me 3N
230 F 3CE:
231 Cl 3CE:
2% Br IHE:
233 I 3CE:
234 CF: 3E
2% (e IHE:
238 Me 3CE
237 i 4C1
23 Cl 41
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SES4d 10-2651771

o™ o
xS i (F). |_Z | A |_E iy ®. [z [ &
34 Br 3l S | ABL| 28 Br 4l 0 | &1
95 I 3l S | ABL| 240 I 4] 0 | &1
96 CF: 3Ll S | AL | 24 CF; 4l 0 | &1
97 (te 3l S | ABM| 242 (te 4l 0 | &1
98 Me 31 S | AB| 243 Me 4l 0 | &1
99 Cl 3F 0 | AGB| 24 F 5Ll 0 | &1
100 Br 3F 0 | ASB| 245 Cl 51 0 | &1
101 I 3F 0 | AGB| 246 Br 5Ll 0 | &1
e CE: 3F 0 | AGB| 247 I 5l 0 | &1
103 (e 3F 0 | 4GB| 248 CF: 5Ll 0 | &1
104 Me 3F 0 | AGB| 249 (He 5Ll 0 | &1
16 F 3l 0 | 4GB| 280 Me 51 0 | &1
106 Cl 3Ll 0 | ASB| 281 F &Ll 0 | &1
o7 Br 3l 0 | 4GB| 282 Cl 6Cl 0 | &1
108 I 3l 0 | 45B| 253 Br 51 0 | &1
108 CF: 3Ll 0 | AGB| 2M I 5Ll 0 | &1
110 (He 31 0 | AGB| 2% CF; 61 0 | &1
111 Me 3l 0 | 4GB| 286 (He &l 0 | &1
112 F 3Br 0 | A8B| 257 Me 61 0 | &1
113 Cl 3-Br 0 | 45B| 258 F FB, 4F| 0 | 4l
114 Br 3-Br 0 |AGB| 259 cl B, 4F| 0 | a1
115 I 3-Br 0 | ASB| 260 Br 3B, 4F| 0 | 4l
116 CF: 3-Br 0 | 48B| 261 I FBr, 4F| 0 | a1
17 (te 3-Br 0 | ASB| 282 CF; B, 4F| 0 | a1
118 Me 3-Br 0 | 48| 263 (He B, 4F| 0 | 4
119 F 3 0 | ASBE| 204 Me 3B, 4F| 0 | Al
120 1 31 0 | 48B| 265 F 3F, 4F| 0 | 4t
121 Br 3 0 | ASB| 265 Cl 3F 4F| 0 | 4l
122 I 3 0 | 48B| 267 Br 3F 4F| 0 | 4t
123 CE: 3 0 | AGB| 268 I 3F, 4F| 0 | Al
124 (e 31 0 | 48B| 268 CF, 3F, 4F| 0 | 4l
15 Me | 0 | ASE| 2 (He 3F, 4F| 0 | Al
126 F 3N 0 | 4GB | 27 Me 3F, 4F| 0 | 4t
127 Cl 3N 0 |4GB| 27 F 3Cl1, 4F| 0 | 4l
128 Br 3HN 0 |48B| 273 cl 301, 4F| 0 | At
[0443] 129 I 3N 0 |AGB| 2M Br 3Cl, 4F| 0 | a1
#H H 0

B B ) [ 2 | & ]| & K (B |_2 | &
130 CF: 3N 0 |43B| 2% I 3CL, 4F| 0 | &t
131 03 3N 0 | 43B| 2% CF; 3CL, 4F| 0 | &
132 Me 3N 0 | 43B| 27 (He 3CL, 4F| 0 | 4
133 F 3LE 0 |43B| 2m Me 3CL, 4F| 0 | a1
134 cl 3R 0 |43B| 21 F Br § | 4
135 Er 3LE 0 | 43B| 280 Cl FBr S | 4l
1% I 3CE 0 | 438 | 281 Br 3Br S | 4
137 CF: 3R 0 | 43B| 282 I FBr S | 4
138 (e 3R 0 | 43R | 283 CF; FBr § | 4
139 Me ILE 0 | 43B| 254 (He FBr S | 4
140 F 41 0 | 43B| 265 Me FBr § | 4
141 cl 41 0 | 43B| 266 F 31 S | A
142 Br 441 0 | 4-3B| 287 | 31 S | 4
143 I 41 0 | 438 | 283 Er 31 S | 4
144 CF: 41 0 | 4-3B| 289 I 31 S | 4
145 (M 41 0 | 43B| 290 CF; 31 S | 4
146 Me 41 0 | A-3B| 29 (He 3l § | 4
29 Me 31 S | 4

[0444]
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SEE46 10-2651771
[0445] 3% 293
H Rl
H
7 N H
®)y | |
4 6 N~ 5
2
5
[0446] H
=F, Ba=8FU 2=0
R R
g4y a&u=aiizigu
tert-2e 4y PP
1, s-Ongre 4oy MAmﬂHig
3, 3-OmHERg 45y Y4 EY
g 43y B EY
ol AMIE MY Z2E4ny
HE gy 3-HERE WA FY
WY gy 3-2z2REd gy
ERudsy 3-22snamid gy
3-HEREIWANY 2,0-TE20 20U H EY
3-Z2R=gdny 3,3,3-EYS29 25204 7Y
3-Zesmsudny 3,3,3-E2]222n20dyyY
2,0-TE2 20 dT) Y 4,4,4-ERE2022ddyy
3,3,3-EYE2e2m2udny 2,2,0-ER|E2020|YdTY
3,33-EzZ22c2gdny 6,6,6~-EYEF 1EWMgzg
4,4,4-EE2e22udaly ASERYNEE R
2,2,-ERE2e 2oEda|y R
6,6,6-ES2o A MDY A2EHgdEy
1, s-ongrg sy s-AZEEoUdUd Y
[0447] 8,3-UmHERY 4 TY NESEL L1 1P AT
[0448] B ANNES EF, E 204 A 300 EFVT A7ke) B % 2039 @ BAS, R = F, ®), = 3F %
Z =007k &7 77l @ BAR gAE AL Aejsta E 2033 U WAoo TR, dF Bo, E
204¢] @] WS 'R = Cl, (R), = 3-F 2 7 = 0"0]3 X 2049] R WA FE R = Bgaud R = Cl,
(R), = 3-F 2 7 = 09 248424 19] gg2olch. ¥ 295 WA & 390 §AFEHA TAHCH

_49_



[0449]

[0450]

Ell= sl

b1 B2 (B9a 1 | = B (R)a Z
294 cl 8-F 0 | 843 cl 5-Cl 0
2% Br 8-F 0 | 84 Br 5-Cl 0
296 I 8-F 0 | 85 1 5-Cl 0
297 CFs 8-F 0 | 86 CFs 5-Cl 0
298 Qe 8-F 0 | 47 Ohe 5-Cl 0
299 Me 8-F 0 | 848 Me 5-Cl 0
800 F g-Cl 0 | 849 F 6-Cl 0
801 cl 8-Cl 0 | %0 cl 6-Cl 0
802 Br g-Cl 0 | 81 Br 6-Cl 0
803 I g-Cl 0 | 2 1 6-Cl 0
804 CFs g-Cl 0 | 3 CFs 6-Cl 0
305 Obe g-Cl 0 | 54 Ohe 6-Cl 0
806 Me 8-Cl 0 | &5 Me 6-Cl 0
807 F 8-Br 0 | %6 F 8-Br, 4-F| 0
308 cl 8-Br 0 | %7 Cl | 8-Br, 4-F| 0
809 Br 8-Br 0 | &8 Br | 8-Br, 4-F| 0
810 I 8-Br 0 | %9 1 8-Br, 4-F| 0
811 CFs 8-Br 0 | 60 CF: | 8-Br, 4-F| 0
812 OHe 8-Br 0 | sl e | 8-Br, 4-F| 0
813 e 8-Br 0 | 862 Me | 8-Br, 4-F| 0
814 F 8-1 0 | 63 F 8F, 4F | 0
815 cl 8-1 0 | 64 cl 8F, 4F | 0
816 Br 81 0 | %65 Br 8F, 4F | 0
817 I 8-1 0 | 66 I &F, 4F | 0
818 CFs 81 0 | se7 C: | 8F 4F| 0
819 Qe 81 0 | 68 e | 3F, 4F| 0
320 e 8-1 0 | 369 e 8F, 4F | 0
g1 F 8-Clf 0 | sm F 3-Cl, 4-F| 0
822 cl g-clf 0 | 8n Cl | 8-Cl, 4-F| 0
823 Br 8-Clf 0 | 87 Br | 8-Cl, 4-F| 0
824 I 8-Clf 0 | 8m 1 8-Cl, 4-F| 0
825 CF: g-cN 0 | 8m CF: | 8-Cl, 4-F| 0
826 Ole 8-Cf 0 | 8m® e | 3-ClL, 4-F| 0
827 e 8ol 0 | s Me | 8-Cl, 4F| 0
828 F 8-CFs 0 | 877 F 8-Br $
829 cl 8-CF3 0 | 8m cl 8-Br $
dle C=E
ki B (9 z | = B (R)a z
830 Br 8-CF3 0 | 87 Br 8-Br $
881 I 8-CF3 0 | s80 I 8-Br $
332 CFs 8-CF3 0 | sl CFs 8-Br $
833 Qe 8-CF3 0 | &2 Ohe 8-Br $
834 e 8-CF3 0 | 883 e 8-Br s
385 F 4-Cl 0 | 84 F 8-Cl s
836 cl 4-Cl 0 | 885 cl 8-Cl s
887 Br 4-Cl 0 | 86 Br 8-Cl $
338 I 4-Cl 0 | se7 1 8-Cl $
839 CFs 4-Cl 0 | 388 CFs 8-Cl s
840 Qe 4-Cl 0 | 89 Ohe 8-Cl $
841 e 4-Cl 0 | s e 8-Cl $
842 F 5-Cl 0
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[0451] 3% 391
R4 OR>
$ §
N N
0452] A-4 A-S
RBB=F (B)=8FH ZI=0

A

oin
]
Jm
9!

R:
H
Réa

T RS
s \

N N—

/
A-6 A-7
A

A =44 R=3-BRpE=2d
A = A-4; B* = tert-2¥
A=4A4 RR=3-2228Y

A=k4 B-3-S22z29
A= A4 R =44
Oz =Ry
A=hd R =20
OEs2 2"
A=A4 R =38
02224
A= A4 R =o€
A= A4 R = HY
4= A4 R - olaRE
4= A4 R - olaWE

A= A-4; R = HE

4 = A-4; R* =38,8,4,4,4-
W SRe 2Ry

4 =h-4; R*=2,2,8,8,3

HEL == za2d
[0453] et SR 222 Y

A=A5 B - 4-222-3-RH-1-9
A =45 B -3-2R2-2-E22W-1-¢

=45 B =44-005F22-2-76-1-¢
A& = 45, B =5,56-E2EF2E2-]-HE-
2-HE-1-Y
A =45 B =5,55-E2EF22-2-HH-
1-g
& = A5 B =555-E2g5922-3-HE-
1-g

4 =45 R = 2-A| SE2FHOE
A =45 B =2 2244
A =45 B =ASEZHENE
=45 R = 2-A2RERIOE
A=45 R =3-ASRE2HERY
A =45 B5=(22
OmEAZS2Z2H)HE

A =45 B =(-HNEASZZ2H)MHY

4 =455 B = (-HMEASENE)NE
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oin
]
Jm
9!

A A
A=45 P=(2-E2R 2388~
h=4-4 B =wH ASEEZH)HEY
A =45 BP=1(22
4 =44 R = ZRY OERRASRERI)NE
A =A-4 R =8,3,4,4- 4 =45 R =2-(2,2-U22=2-1-HE-

HEASFLER
A=A-4 R =2238%
HE}GST2zEzY
A= A4 R* = 3,83-
Egszz=2d
A= A4 R = 4,4,4-

EYERe 2Ry
A=A4 R=222
E S22 RoY
A= A4 R* = 6,66~
EEsezad
b=k B = 44,4
EEReR2-2-Ng-2E
A= 44 R* = 3,33~

e
A=44 B=3%E20Z2Y
4= 45 B = 2
4= 45 B = tert-2€
A= 45 B -od

El
=2

A =45 B =94
4 =4-5; BF = O] 2FH
4 =4-5; ¥ = o] 2HIE

4 =45 B =HHE

h =45 R = Z2H

A =4-5; B5 =wF)

A =45 B =9

4-1-21

A= A5 R =35
A = 45 B = 3-HIEY-2-FH-1-

rl’"

[0454] e

A = A-5;
A=

& =

Al SEEEH)HE

= (2. 0UZ22-1-ME-
Al iini”")ﬂﬂﬁ‘

A =4-5; B =2-(8,8
gER224] E'E-’?'- bLik=

A=45 B=2-(22
OFR22A S22 2H)0E

A =45 B =(22
OEF22A 22228 )HE

A=45 F

A =A-5 R® = 2-2ERAIEAINE

A= 45 B = 2,8-0] 2R 2-5-H 5 -BE
b= A5 B =

83-0F
#He
A = A-5; R® = 2-0] AEER| oY
A = A5 B = 2-MEA oY
A = A-5; R" = 5-HI S| #HE
A=A5 B =2-HEA=ZRY
& =455 B®=1.1,8, 2
HEJAZER2ZHEAHEY
B =222-EEFL20EAHE
A5 B = 2-(E2ERLZHIEAUE
A = A5 B = 4-2]0l-RE
A5 B = 8-A|otk-1,2-TiHE-2 2"
A = A5 B = 2-A]olLof®
A = A-5; RS = 3-AJof-2-HE-Z2H
A = A5 RS = AJolHIE

F2E-5-MHFA]-

& = 4-5; B* = 5-2Jo}-HIY

A =45 B =3Aot=Zz2Y
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[0455]

o=

oin
]
Jm
9!

b

& = 4-5; B = 4-MIE-3-@HE-]-
ol

I
A =

A=

A = 45 B = 4-ME-2-H

45 B° = g-mE-|
455 B° = 88|

[+
=2

2 1o

rr 1l

_1_

A5; B = 3-E-1-g)

A=A5 B -2-Z2W-1-9
4= 45 B = 5-HQ-1-¢
A= A5 B = 4-WE-1-Y

A=45 B-8B2RI2Y
4=45 B-8322%Y

A=45 B-83222352%

b =45 B =44
EEE XL

A =45 B =22
EREELE

A =45 B =33
Ssozzzy

4 = 4-5; R® =3,3,4,4,4-

AEtER2 2R

4 =4-5; B®=2,23,38,83

WelSeezney

A =45 R =28344

HEAST22RY

4 =45 R =2238,8
HEGSR22Z2Y
& = 45 R® = 38,3~

EgZ22RERY

A= A5 R =444

A

&

ElZsg 2=y
= A5 R =222
EfEsg 2oY
= 45, R® = 6,6,6-
LOESTE LR

A = 4-5; B = 2-(Aot Bl F A E
A = A5 B = 3-(AlotHIEAD)-2-ME -
=2y

A = A-5; R® = Aot EAIMIE

A& =4-5 B =120HE-3-YER-Z2H
A = 45 B = 450 ESA| RE

A = A-5; B = 3-StO| E&A]-1,2-TI M & -

=24
A = A-5; B = 3-3to] EEA-2-HE-2 2L
A= A5 B = Sto] EEAIHE
4 = A-5; R® = 5-slo] EEA|HY
A =A-5; R® = 33| EEA Z2Y
A =A5; B =2-HNE-3-YER-ERY

A =45 B =4ERRH
A =45 B =2-UERHHE
A =45 BF=4EZNE
A =45 B =5-1EZHHY
A=45 B=34HERZRI
A =45 R =2-22ROEE2ME

A = 4-5; B = 2,3-T] 22 2-5-NEE 2-
Hy

A= A5 B =33-05R22-5-HEE2-
kil

A =A5 R =C2OlXERLUE2ME

A = 4-5 B = 2-HIEE 20

A =45 B =5-HEHE AL
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[0456]

[0457]

A

SES4d 10-2651771

A

A= 45 R®=4,4,4-
EYSRo2-2-NE-3E
A =45 B =8,33-
EZsezzay
A=45 B =4B29-3-7H-

1

h=A5 B -2-2229d
h=45 B-3-2220d
A= A5 B -3-222-3-7H-
1-gd
4= 45 B -4-2223-7E-

1-g

A=A5 BP=55T08F22-3
BEl-1-Y
A =45 R = 4,4,4-
EREeoR-2-2u -1
A = A-5; R® = 5,565~
EYEL2-5-WY-2-WH-1-Y
A= 45; B = 5,5,5-
ER S22 3-aE 1
A=45 P=4H29-3-7F-

1-g

7= 007k a9 Zztel A wAR dAE AS Aslsn % 918 FAT 9
392¢] &t WS "R = Cl, (R), = 3-F 2 7 = 0"0]1 X 3929 3 WA gFmo

A=A B -2-HEHeERY
A=45 B =1,1,22
HEZE222HEEl2 MY
A=A B =222
EER2 R0 HE 2 HE
b= A5 B =2
(E2|ER22HEE )0
A= 46 R = le); R - RY

A = A-6; B = Me; B® = tert-RH
A = A-6; R =Me; B® = o€

A = A-6; R% = Me; R® = 0] 2R H
A= 46 R% = Me; R = ZRT

A =46 B =ollE)(; R® = oY
A= A8 R% = Me; B = 8,3,8
EERe2E=RY
4= 46 R% = Me; R® =2,2,8,8,8
HElE R ERY
A= k6 Re-3,33EYSRRE2Y;
R® = 3,3,3-EE2e2E2l
h=47 RS -0E
h=47 RS -8
&= 47 RS = oland
b= 47 RS =WE

kel
1
R

(R, = 3-F 2 7 = 09 384 19] ggEo|v}. ¥ 302 A ¥ 5852 SAFHAl A A
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[0458]

Elle i A #

B i3 (%) Z B K (E%)x Z
392 1 3-F 0 489 Cl1 8-F 0
393 Br 3-F 0 490 Br 8-F 0
394 I 3-F 0 491 I 3-F 0
39% CFs &-F 0 492 CFs 3-F 0
396 OMe 3-F 0 493 OMe 3-F 0
397 He 3-F 0 494 He 3-F 0
398 F 3-Cl 0 495 F 3-Cl 0
399 Cl 3-Cl 0 496 Cl1 3-Cl 0
400 Br 3-Cl 0 497 Br 3-Cl 0
401 I 3-Cl 0 498 I 3-Cl 0
402 CFs 3-Cl 0 499 CFs 3-Cl 0
403 OMe 3-Cl 0 500 OMe 3-Cl 0
404 Me 3-Cl 0 501 Me 3-Cl 0
406 F 3-Br 0 502 i1 3-Br 0
406 Cl 3-Br 0 503 Cl 3-Br 0
407 Br 3-Br 0 504 Br 3-Br 0
408 I 3-Br 0 505 I 3-Br 0
409 CFs $-Br 0 506 CFs 3-Br 0
410 Oe 3-Br 0 507 OMe 3-Br 0
411 He 3-Br 0 508 He 3-Br 0
412 b 3-1 0 509 I3 8-1 0
413 Cl 3-1 0 510 Cl 3-1 0
414 Br 31 0 511 Br 31 0
415 I 31 0 512 I 31 0
416 CFs 31 0 518 CFs 31 0
417 OMe 81 0 514 OMe 31 0
418 He 3-1 0 515 He 3-1 0
419 F 3-CN 0 516 F 3-CN 0
420 Cl 3-CN 0 517 £l 3-CN 0
421 Br 3-CN 0 518 Br 3-CN 0
422 1 3-CH 0 519 I 3-CN 0
423 CFs 3-CN 0 520 CF; 3-CN 0
424 OMe 3-CN 0 521 OMe 3-CN 0
425 Me 3-CN 0 522 Me 3-CN 0
426 P 3-CFs 0 528 F 8-CFs 0
427 Cl 3-CFs 0 524 Cl 3-CFs 0
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[0459]

ElE I i #
B R (E%)a Z B )i (%) Z
428 Br 3-CFs 0 52b Br 8-CFs 0
429 [ 3-CFs 0 526 I 3-CFs 0
430 CFs 3-CFs 0 527 CFs 3-CFs 0
431 Oe 3-CFs 0 528 OHe 3-CFs 0
432 He 3-CFs 0 529 He 3-CFs 0
433 F 4-Cl 0 530 F 4-Cl 0
434 Cl 4-Cl 0 531 Cl 4-Cl 0
435 Br 4-Cl 0 582 Br 4-Cl 0
436 [ 4-Cl 0 533 I 4-Cl 0
437 CFs 4-Cl 0 534 CFs 4-Cl 0
438 OHe 4-C1 0 535 OHe 4-Cl 0
433 He 4-C1 0 536 Me 4-Cl 0
440 F 5-Cl 0 537 F 5-Cl 0
441 Cl 5-Cl 0 538 Cl 5-Cl 0
442 Br 5-Cl 0 539 Br &-Cl 0
443 [ 5-Cl 0 540 I &-Cl 0
444 CFs 5-CI 0 541 CFs 5-Cl 0
445 OHfe 5-Cl 0 542 Olfe 5-Cl 0
446 He 5-Cl 0 543 He 5-Cl 0
447 F 6-Cl 0 544 F 6-Cl 0
443 Cl 6-Cl 0 545 Cl 6=Cl 0
443 Br 6-Cl 0 546 Br 6-Cl 0
450 [ 6-Cl 0 547 I 6-Cl 0
451 CFs 6-Cl 0 548 CFs 6-Cl 0
452 OHe 6-Cl 0 549 OHe 6-Cl 0
453 He 6-Cl 0 550 Me 6-Cl 0
454 F 3-Br, 4-F| O 5651 F 3-Br, 4-F| 0
455 Cl 3-Br, 4-F| O 562 Cl 3-Br, 4-F| 0
456 Br 3-Br, 4-F| O 563 Br 3-Br, 4-F| 0
457 [ 3-Br, 4-F| 0 554 I 3-Br, 4-F| 0
458 CFs 3-Br, 4-F| O 565 CFs 3-Br, 4-F| O
459 OHe 3-Br, 4-F| 0 566 OMe 3-Br, 4-F| O
460 He 3-Br, 4-F| 0 557 Me 3-Br, 4-F| 0
461 F 3-F, 4-F 0 568 13 8-F, 4-F 0
462 Cl 3-F, 4-F 0 569 Cl 8F, 4F 0
463 Br 3-F, 4-F 0 560 Br 3-F, 4F 0
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A A
P B2 (Ba 7 | = B2 (8. 7
464 I &F, 4F | 0 | 56l ] &F, 4F | 0
465 CFz 3-F, 4-F 0 562 CF3 3-F, 4-F 0
466 (e 3-F, 4-F 0 563 e 3-F, 4-F 0
467 Me 3-F, 4-F 0 564 Me 3-F, 4-F 0
468 F |3l 4F| 0 | 565 F |3l 4F| o
469 Cl 3-Cl, 4-F 0 566 Cl 3-Cl, 4-F 0
470 Br 3-Cl, 4-F 0 567 Br 3-Cl, 4-F 0
471 I 3-Cl, 4-F 0 568 1 3-Cl, 4-F 0
472 CFz 3-Cl, 4-F 0 569 CFz 3-Cl, 4-F 0
473 e |3Cl, 4F| 0 | 5% e | 3-Cl, 4F| 0
474 Me 3-Cl, 4-F 0 571 Me 3-Cl, 4-F 0
475 F 3-Br S 572 F 3-Br S
476 Cl 3-Br 5 573 Cl 3-Br S
477 Br S-Br s | s Br &-Br §
78 I S-Br s | 5% ] S-Br §
479 CFz 3-Br s 576 CFz 3-Br S
430 (e 3-Br S 577 (e 3-Br S
481 e &-Br s | s e &-Br §
482 F 8-Cl s | 579 F s-Cl §
433 Cl 3-Cl S 580 Cl 3-Cl S
434 Br 3-Cl S 581 Br 3-Cl S
45 I 8-Cl s | s ] s-cl g
486 CF5 8-Cl s | ses CFs 8-Cl g
437 (e 3-Cl S 584 OMe 3-Cl S

[0460] 438 Me 3-Cl S 585 Me 3-Cl S

[0461] BOAANES EE, ¥ 586 WA 6842 AT, ztztel ¥ ¥ 19 @ A, R = F, (R), = 3-F, Z =

0% A=

47t 87) 22t g
2

FAZ A" A& A9stal & 13 L Yo FAEG. dE 59,
% 5869 3 WAl FEE R 7 Clolal, (R),0] 3-Folal, 77} 0o]a, Az} A-3Ae]aL R'e] ¢

o1 3}a+2 19 &gt
o}, I 587 WX I 684 FAMSHA A E T
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[0462]

[0463]

[0464]

Al #

B B (B |2 | & frs g (F). |[z]|_4&
585 F 3F 0| A4 B21 | OMe SN |0 a2
587 F 3F 0| 41 62 | Me 3N [0 a2
585 F 3F 0| 42 623 F FCE |0 &2
588 | Cl 3F 0| 42 624 | Cl FCE |0 a2
590 | Br 3F 0| 42 6% | Br FCE |0 a2
591 I 3F 0| 42 625 I 3CE |0 a2
5¢ | CR 3F 0| 42 627 | CE 3CE |0 a2
593 | OMe 3F 0| 42 628 | OMe FCE |0 a2
534 | Me 3F 0| 42 629 | Me FCE |0 a2
5% F 3C1 0| 42 820 F 4-C1 0| a2
5% | ol 3l 0| 42 631 cl 4-C1 0| a2
597 | Br 3C1 0| 42 632 | Br 4-C1 0| a2
5% I 3C1 0| 42 633 I 4-C1 0| a2
5% | CR 3C1 0| 42 B34 | CF 41 0| a2
B0 | OMe 3l 0| 42 65 | OMe 4-C1 0| a2
601 He 3C1 0| 42 635 | Me 4-Cl 0| a2
B F Br 0| 42 637 F 5-Cl 0| a2
BB | Cl 3Br 0| 42 B3 | Cl 51 0| a2
604 | Br 3Br 0| 42 623 | Br 51 0| a2
606 I 3Br 0| 42 540 I 5l 0| a2
BB | CF 3Br 0| 42 641 | CF: 5l 0| a2
607 | OMe 3Br 0| 42 642 | OMe 51 0| a2
BB | Me 3Br 0| 42 B43 | Me 51 0| a2
B8 F 31 0| 42 544 F 6-C1 0| a2
BI0 | Cl 31 0| 42 645 | Cl 6-C1 0| a2
611 Br 31 0| 42 645 | Br 6-C1 0| a2
612 I 31 0| 42 647 I 6-C1 0| a2
613 | CFR 31 0| 42 645 | CF: 6-Cl 0| a2
614 | OMe 31 0| 42 649 | OMe 6-Cl 0| a2
615 | Me 31 0| 42 B0 | Me 6-C1 0| a2
616 F 3N | 0| 42 651 F |3-B, 4F| 0| 42
B17 | Cl FN |0 42 B2 | Cl |3-Br, 4F| O | 4-2
618 | Br FN [0 42 653 | Br | 3-Br, 4F| 0| 4-2
619 I 3N | 0| 42 654 I | 3B, 4F| 0|42
620 | CR 3N | 0| 42 B% | CF | 3-Br, 4F| 0 | 4-2
S B . |z & 3 i3 (F). |Z|_4&
655 | OMe [3-Br.4F| 0| 42 671 Me |[3-Cl, 4F| 0| 42
657 | Me |[3-Br,4F| 0|42 672 F 3Br 5 | a2
655 F | 3F, 4F | 0| 42 673 | Cl 3Br § | 42
B9 | Cl | 3-F, 4F | 0 | 42 67 | Br FBr S | 42
B0 | Br | 3F, 4F | 0| 42 675 I 3Br S | a2
661 I | 3F 4F | 0| 42 6% | CE 3Br S | a2
B62 | CF: | 3-F, 4F | 0 | 42 B77 | Oe FBr S | 42
B63 | OMe | 3-F, 4F | 0 | 42 67 | Me FBr S | 42
664 | Me | 3F, 4F | 0| 42 67 F 3Cl S | a2
B65 F |30l 4F| 0| 42 g0 | €1 3Cl S | 42
B85 | Cl [3-Cl, 4F| 0| 42 661 Br FCl S | 42
667 | Br [3-Cl,4F| 0| 42 662 I FCl S | 42
663 I |3Cl, 4F| 0| 42 633 | CE: 3Cl S | 42
663 | CE: [3-Cl. 4F| 0 | 42 684 | OMe 3Cl § | a2
B0 | OMe [3-Cl,4F| 0| 42
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el A= Ut

2 ol 2AES AY ZAEA FPAA dEl AY BxA 2 AVMAE TR R ATHelE T 4
= 1A AA, A FAA e AUHGZAZAE Vsste AR FE F Ude). oHd Ay nEA 9
A7MA = pH(EE), T4 T SE(ZH7IeAF4 2 AxA), 4 Ao I (EEA), d=(8wA
SAA), &7 Ul MAE AF(FUAEA), AF FACEE YAA), AF(FR/ARE BAAA), JA-oZ(DE
PAA e 2HA), FLEY AGAD) 2 Ve AY S4E AT 5 vk, 25 A=, dF 50 £
Hd olAEo|E, ZEHd ofAHo|E FFA, ZEHdaEeE-vd oM olE T5FA, FHHd €=
S, ZYnd 438 35EA 2 gA=2 . AY BEA 2 HIAY o= McCutcheon's Volume 2:

Functional Materials, annual International and North American editions published by McCutcheon's

Division, The Manufacturing Confectioner Publishing Co.; 2 PCT -&7§ WO 03/024222¢] dA® AEE ¥3
Ela=

—~

"

seka] 19 sletE 9 dojo Ve A4 AES gty oR 4 AES &vd &IAI7IAY e dA Ee
Az gAANA EHEt B 2B EQlEr. fAE E2FEe S AES ded] Este Axd &
Ak, FAZA ALt A st HA 2AEC] Eul7E B3 4ol &S AY, BEE FAT o SA-FF &l
2 F3A 77 Yl wEArE Qebg o g HIbET 2,000 pm oW 9AS ztE B AR ZejEE v &
A5 o] st F2 EAEo]l 3 um HREY Fit AAS ZteE dAE IS U 74 EYdE T 9y
AAZ AZHAT(AE S0, U.S. 3,060,084 F=x), TE B Az o3 71 g do] A gAS
AT ¢ . Ax AP BE A4 9y AL Feg g, o= 2 A 10 pm ¥ HiE 44 A
At B4 2 B2de Bdd 9 BEe aeld(dAd, sy 8 B fA-duA] dE o8 )l o) Alx
g Adrk. A B Age vE g4 By g3A Aol F4 EAES Bete] AxHAY &F Vel o

= N

A zZE <= 9t}. Browning, "Agglomeration", Chemical Engineering, December 4, 1967, pp. 147-48, Perry’
s Chemical Engineer’ s Handbook, 4th Ed., McGraw-Hill, New York, 1963, pp. 8-57 @ o]% 2 |0
91/13546 #zx. HALX U.S. 4,172,714 7]AE vie} o] A" &+ dvk. Fibd 2 84 A= U.S.
4,144,050, U.S. 3,920,442 2 DE 3,246,493°] wAJE wje} o] Ax= 4 dul. HA+= U.S. 5,180,587,
U.S. 5,232,701 31 U.S. 5,208,030°] wAJE wpel o] Alxd 4 vk, AFLS GB 2,095,558 3 U.S.
3,299,566 AJE Hiel o] Alz" o Qv

A 7)&e #3 F7F AHE £ [T. S, Woods, "The Formulator's Toolbox - Product Forms for Modern
Agriculture" in Pesticide Chemistry and Bioscience, The Food-Environment Challenge, T. Brooks and T.
R. Roberts, Eds., Proceedings of the 9th International Congress on Pesticide Chemistry, The Royal
Society of Chemistry, Cambridge, 1999, pp. 120-133]% #=x. =3, U.S. 3,235,361, 6% 16& WA 7%
19% 2 AAle] 10~41; U.S. 3,309,192, 5% 43% WA 7&F 625 2 AAd 8, 12, 15, 39, 41, 52, 53,
58, 132, 138~140, 162~164, 166, 167 % 169~182; U.S. 2,891,855, 3% 665 WA 5% 175 2L AAlo 1~4;
Klingman, Weed Control as a Science, John Wiley and Sons, Inc., New York, 1961, pp 81-96; Hance et
al., Weed Control Handbook, 8th Ed., Blackwell Scientific Publications, Oxford, 1989; % Developments
in formulation technology, PJB Publications, Richmond, UK, 2000 .

Tl AAeeN, BE MEEES FF J1Flw RE AP Foo] WHor AzAd. dFE WEE A9
E A9 RFES FRUT FHHQ PAR A% flolE, A&d UHS o gat: Gy B wue Ay
FOR BET & Ue A0E AN, mebd, vhee] AL BA dAH AoEA, oW WHoRE
e Ags 9 Aow A4 gel el A9E Adsn wrse F¥ /Fold
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2 Eg|EAoEH/EC =22 25 ZE5YA 4.0%
AHoZ A/ EREH 22 EF SS5A 1.0%
AE|T of3 A A 1.0%
e 0.1%
=== 2e8 5.0%
He|2A 2E2H 0.1%
1,2-Hl 20| AE|OFET-3-2 0.1%
g 53.7%
Al }\I 0-,“ H
o EJ-1.|
F}RIE 1 10.0%
28 Eg|EAEH/E =22 25 ZEYA 4.0%
AHozA/ZZEH 22 EF S 1.0%
AE|Y of3 A ETA 1.0%
e 0.1%
===y 2e8 5.0%
He|2A 22 A 0.1%
1,2-Hl 20| AE|OFET-3-2 0.1%
HFEFE M50 BtElea 20.0
E 58.7%
Al /\l 0;“ I
9_01 = ALeH
BHUE 1 25%
Eg|ZAoEH 220 E HALEHOE 15%
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[0491]
[0492]

[0493]

oin
]
Jm
9!

54 £% =4 €93 54 4%
T1 Z2TYEFAMOE | TI5 F9 tol. T27 1 EFEY
tol.
12 1 eEdt 116 o|n|CgtEels 128 ZAHYF kel
el | HZA tol.
13 ZEFAU0OE| 117 HEE Lu}- T29 Bhej4d
tol. of ztotA|
T4 LHOIE =2a&] | T18 ==(pollination) | T30 E= ZEE tol.
24
™ ZAE tol T19 2,4-D tol. 131 HPEE od/AHE A
% ZH res. T20 2}o]dl &7t 132 HPPD tol
7 E2 res. T21 7= tol. 33 1 2%
9 HAA 2H 122 &=/k3 AN T34 OFASAILZIL A0l E
tol.
T11 ALS M =2A T2z A4 22 HY 735 HAEZIZ tol.
tol.
T12 TZHE} tol, 24 1 HERQA 736 YI3g &2
T13 LA T26 HHEE 1737 HIAH Q4
A2 /EEE
T4 4G tol. To6 22 & 29 res
A E-= C
A= AR AR BE | BA(E 4 ZHE)
J MON- cpd epsps
[+ 5743
aEn Lt 00101-8 B (aroA:CP4)
N MON- cpd epsps
okul
ae Jies @ 163-7 L (arod:CP4)
CGN-
=} -18- A
FH=2} 28-18-17 (AH 18) | gore o T2 te
CGN-
=2} — a
7H=zt 23-198 (A+7 23) Prer T2 te
DP-
FHEahe 61061 @61 @6l- Tl gat4621
7
DP-
=g}
7H=2}t 73496 R/ NN T1 gat 4621
NOH- cpd epsps
FHEahx GT200 (RT200) 29049-2 T1 (aroh:CP4);
goxved?
MON- cpd epsps
FHEehs GT73 (RT73) @73~ 1 (aroA:CP4);
7 goxved?
Fh=2b+ | HCHIO (Topas 19/2) = 13 bar
ACS-
2
FHzehs HCN28 (T45) R T 13 pat (syn)
ACS-
=P}
Fl=2t HCH9Z (Topas 19/2) W 571 13 bar
MON- cpd epsps
A
7HER Ll ssspz-a | 1 (aroA: CP4)
FHzapx MP$961 = T4 phyA
Fhias MPS962 = T4 phyh
FHE2hs MPS963 - T4 phvh
FhEa}x MPS964 = T4 vhyh
Fhzahe MPS965 - T4 phyh
ACS-
R =
7hz2t MS1 (B91-4) il T3 har
ACS-
e
Fhzaps S8 D 18 har
ACS-
o= | ;i
7=zt 0X7-235 el 15 hzn
FHzeh* PHY14 - T8 har
Fhzabx PHY23 - 18 har
FHE2h* PHY35 - T8 har
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[0494]

oin
]
Jm
9!

g A A BE| BEE | SHAE)
FHzah PHYS6 - T3 bar
ACS-
oo =
FHzah RFl (B93-101) | bar
ACS-
Fh=2}x ~
Hs2t RF2 (B94-2) sgges B bar
ACS-
Fli
t=2h RF3 NG 336 T3 bar
EMB- acl (AA ol
2 FMBRAPA 5.1 Tl 6 s A‘M)’t
B § EE-1 - 17 crylic
_ DD~
z | 15
= 19-51a sreng| T S4-Hrh
=23 281-24-236 g 41’2’*836'_5 13,17 vat (syn); crviF
=g 3006-210-23 smras | 1817 | mat (s arviac
=23 31707 - 15,17 bxni crvlic
23 31803 - 15,17 bxn; crylic
=23 31807 - 15,17 bxni crylic
23 31808 - 15,17 bxn; crylac
=35t 42317 - 15,17 hxn; crylic
23 BNLA-601 - 17 crylic
=23 BNI 211 megz“' 15 bxn; erylhe
=3 BEN10215 BXNIEZIS— 15 ban; crylic
=23 BiN10222 megzzz- 15 bxn; crvlie
=23 BRI 0224 me2224— 15 b crylic
=5 CoT102 IRSIY;;'_? 17 vipsh(a)
=23 COT67E iy 7 14b
E IR67B-1 ey
=23 coTe02 - 17 vinsh
=23} A1 = 7 crylic
_ GTL-
L -
=5 GMF Cryld GUE311-7 7 crylih-ic
=2 GHBI19 GH%Coss:-s 17 cryzhe
=g GHB61 4 el || 'm Znepsps
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[0495]

I ARIE AH 28| |4 FHAHE)
=35 GK12 - 17 crylab-Ac
=g LLCotton25 N ar
28 HLS 9124 - 7 arvlC
=5 HON1076 8;{90;‘;_2 17 crvlic
& MON- cpd epsps
i
ATk MR 01445-2 b (arok:CP4)
=3 HON15985 15{90515-_7 7 crylhc; cry2hb?
= MON- cpd epsps
=
e SN 89383-1 i (arok:CP4)
=3 HONS3 1 agers | T crylhc
=35 HONT57 | crylhc
- MON- cpd epsps
=
- L 83913-8 L (arok:CP4)
=351 Nave Chi 6 Bt - 7 -
=5 SKG321 - 17 cryld; Cpll
23 T303-3 GH%CS:?:-G 13,17 cryldb; bar
23 T304-40 GH%CS‘;_,] 13,17 crylb; bar
=5 CE43-67B - 17 crylib
=23 CE46-024 E 7 crylib
=s CE44-69D - 7 crylih
B 1143-144 - 17 crylib
=3 1143-51B - 7 crylib
25 T342-142 - 17 crylib
23 PY-GHGTO7 (1445) - Tl (‘;‘;40 :?Csp’f)
=5 EE-GH3 = T1 NEpPsps
23 EE-GHS - 7 crylib
=3 MONg8701 s | 18T | EEE o bar
23 0sCr11 - T13 HEE (y |
Flax FP967 PLCDDDCI-Z Ti1 als
HES RH44 - T16 als
s 3272 53522‘2'_5 T17 any797E
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e AHIE A BE | BHAE) 4 IHE)
SYN-
P
ST 5307 05807-1 17 ecry3. b
DAS- cry34ihl;
e
T e soloo-7 | 1017 crvssbl; pat
PH-
e A .
=TT 676 000676-7 T3.T18 pat; dam
PH-
T e .
ST 678 000678-9 T3,T18 pat; dam
PH-
NN ¥
=TT 6380 000630-2 T3,T18 pat; dam
DP-
e e . e
=TT 98140 098140-6 b 1A O 1 gat 4621; zm-hra
2FF Bt1D - 8. 17 crylib; pat
SYN-
2o .
ST Bt176 (176 B¥176-9 13,17 crylab; bar
ST BVLA430101 = T4 phvA2
ACS-
e A E .
1T CBH-351 7H004-3 13,17 cry9C; bhar
LRSS DAS40278-9 S il T aad-1
9
DKB- 3
T e . .
ST DBT418 296149 T3,T7 crylac; pinll; bar
DEB-
o
S5 DLLZ5 (B16) .o 18 13 bar
MON-
o e
=TT Ghzl 00021-9 T1 MEPSPS
e GG25 = T NEPSPS
e GJ11 = Tl Nepsps
S5 F1117 - T1 Mepsps
et GAT-ZM1 = T3 pat
REN-
A A
=TT LY038 000388 T20 cordapd
SYN- .
o e
T MIR16Z IR1 62-4 T7 vip3ha2l
STH-
e A
=TT MIR604 IR604-5 T7 nery3i
crylih; cpd epsps
= HONSO1 (MONSD100) MON8O1 il %l (aroA:CP4);
goxved?
WON- crylah; cp4 epsps
S MONS02 TL.T7 (aroA:CP4);
S0 20xv247
[0496]
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25 A A RE| BAE) A 2HE)
b crylAb; cpd epsps
Z MONSD9 skt T1,17 (arok:CP4);
809-2
goxved?
WO~ crylab; cpd epsps
Z MONg10 T1,17 (arok:CP4);
00810-6
goxved?
cpd epsps
B MONS32 - Tl (arok:CP4);
goxved?
B HONS63 HOK- 17 crv3Bhl
00863-5
MON- cpd epsps
B A
o L 874277 b (aro4:CP4)
MON-
P A
Eo MONS7460 el 121 cspB
MON- cry3Bhl; cpd epsps
2 A
P NOHEsILF 83017-3 Ly (arok:CP4)
MON-
e A "
Egme HONS9034 N 17 crveab2; crvli. 105
ACS-
2 . 2
S HS3 mool—s | T T8 bar; HE2 LA
ACS-
2 A . 2
S HS6 nnos-4 | 118 bar; HE2 LA
MON- cpd epsps
A A
A Higee 00603-6 H (aroh:CP4)
ACS-
B
=TT T14 2HO02-1 T3 pat (syn)
ACS-
2o
=TT T25 7H008-2 T3 pat (syn)
DAS-
2 4
ToE e TC1807 01507-1 T3,T7 crylFa2; pat
DAS-
B .
Eq TC6275 e T3,17 nocrvlF; bar
E VIP1034 - 13,17 wip8h; pat
DP- crvlF; crv34abl;
o
AR B8 043447-3 Lo cry35ihl; pat
DP- crylF; cry34ahl;
o
e Hile 040416-8 o0t cry354hl; pat
DP- crylF; cry34ahl;
A A
L BEE 032316-8 G5, T cry354hl; pat
DP- crylF; cry34ahl;
B A
RS L 004114-8 L cry354hl; pat
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oin
]
Jm
Qu

e AHIE A 3E [ EH(E) 4 ZHE)
wE WE A = T2z san-k
uE WE B = Te2 san-k
z}ztof 551 OUB- 6 Prsv cp
CP551-8
Thekok 63-1 CP%U:I-? T6 orsv cp
T}tatof Huanong Ho. 1 - T6 Prsv rep
shafol X17-2 reas | 6 prsv cp
= ARS-
a5 -5 PLHCS-6 T6 POV Cp
cpd epsps
FhE 2w ZSES00 - il (aroh:CP4);
goxved?
cpd epsps
Fh 2l ZSES02 — i (aroA:CP4);
goxved?
cpd epsps
FhEBhex ISRE03 - T1 (aro4:CP4);
goxved?
H TCrp#24z2-95-7 = T13 Tcrp
H TCrp#10 = T13 fcrp
H GH Shanyou 63 = 8 4 crylah; crylic
B Huahui -1/TT51-1 = 7 crylah; crylic
ACS-
H LLEICEDS 05001 -4 T3 bar
B LLRICESD! By 13 bar
0S003-7
ACS-
H LLEICE62 0S002-5 T3 har
B Tarom molaii + cryldb = T7 crylabh (2T
H GAT-082 - T3 bar
H GAT-0S3 = T3 har
H PE-7 - T7 Crylic
H TCrp#l0 = T18 Terp
B KPDEZ27-8 — T27 0ASALD
H KPD722-4 = T27 QASALD
H KA317 = T27 OASALD
H HiS = T27 QASALD
H Hil = T27 OASALD
B B-4-1-18 = T28 A OsBRIL
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[0499]

& AR E A DE | BHE) A AH(E)
B G-8-3-22 - T29 08 GAZox 1
B AD77 - 6 DEF
B AD51 - 6 DEF
B AD48 - 6 DEF
B ADd1 - 6 DEF
B | 13pNasaS00725atprtl | - Tog | ERNASLI A:;fm"“
B 13phprtl - 140 APRT
HvBAST; HyNAAT-A;
B £HvNAS ] -2HyNAAT-1 140 oA
B Hv1DS3-1 - T30 HvIDS3
B HvNAATI - T80 | HvNAAT-A; HvNAAT-B
HvNAS1-1 - 140 HvNAS1
B NI14-0S006-4 - 6 WRKY45
B NI14-0S005-3 = 6 WREY45
B N14-0S004-2 - 6 WREY45
B NI4-0S003-1 - 6 WRKY45
B NI14-08002-9 - 6 WRKY45
B NI4-0S001-8 - 6 WRKY45
B 0sCr11 - T18 HEH (ry |
_ cpd epsps
ISEES L. (aroA:CP4)
_ cpd epsps
H Treld L (aro4:CP4)
IFD-

Ak T, [, i aCw
<an) WKSS2 f 180-4-1 64014 19 54T hpd0 (£3'5°h)
IFD-

Ak o . L1-8
2] WES92 f 180-9-1 ol 19 54T hpd0 (13°5°h)
= 260-05 (G94-1, G94- _ - an-fad2-1 (ZE
T 19, G168) S 23

- s ACS-

= A2704-12 iOnE= 13 pat

= N ACS-

= 42704-21 P 3 pat

= ~ ACS-

= AB5547-127 el 3 pat

- " ACS-

= A5547-85 inE-6 13 pat

- BPS- ~
= V127 e T16 csrl-2
5 DAS63416-4 DASBj“e' 3 pat
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[0501]

[0502]
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]
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9!

10-2651771

= A AR BE | BE(E) 4 ZHE)
= DP- gn-fade-1 (JE
HE R sosazs-1 | VT emnay; ecra
= DP- en-fade-1 (T &
R DRegelig 356043-5 L A AE) ) gat4601
- MST- Zmepsps; hppdPF
= FG72 FG072-3 132, T1 836
ws | 615 4082 (408 | N 1 cp epsps
04032-6 (aroA:CP4)
= ACS-
= Guese GHOOS-1 T8 pat
K HOWE7701 Kilie 7 crylhc
87701-2
fatbhl-4 (A &
MO~ SFE|AIA); fad2-14
o= HON7705 T1,T31 (AlA & SHEJHIA);
87705-6
cpd epsps
(aro4: CP4)
= MON- dno; cpd epsps
= HON87708 37708-9 T, 12 (arok:CP4)
WOH- Pi.D6D; Nc.Fad3;
= MONB7769 87769-7 T1,T81 cpd epsps
(aroi:CP4)
s MON- cpd epsps
T M 89788-1 n (aroA:CP4)
= ACS-
- W62 GHO02-9 T3 bar
= ACS-
- W93 GHO01-8 T3 har
= MONg7754 Ly T33 deat2i
W 877541
- DAS21606 DAS-21606 | 134,18 | ®¥=E aad-12; pat
: DAS- VHE aad-12;
R L s | TUTETE nepses: pat
STN- z
= B 5]
- SYHTD4R 004R-8 T35 H P avhppd
- 9582.814.19.1 = 13,17 crvléc, crvlF, PAT
SEM- CV CP, ZVMV CP,
A2
£ G @CIvs-2 L WY Cp
SEM-
A
A3 A Zwen 0ZW20-7 T6 ZYMY CP, WMV CP
ZE A1 ™ A DE | Ed(E) 4 ZHE)
- cpd epsps
AP GTSB77 (T9100152) Tl (aroh:CP4);
GTSB77-8
goxved?
KM- cpd epsps
E} 1%
AgE Hd D714 | (ar oA: CP4)
ACS-
E} B2 o
APRHR T120-7 WO01-3 T3 pat
—— " = cpd epsps
AEE Lo s o (aroh:CP4)
AP NEI-1T = T21 Echeta
B =l 81359 = Ti6 als
F= PK-SPO1 - 6 cnv Cp
=g C/F/93/08-02 - 1% bty
ooy e 21-41 = T36 NtQPTI (QHEIAIA)
sipkek7] 81359 - Ti6 als
MON- cpd epsps
ol
= M 7180 B-8 T (aroA:CP4)

+ 0} 23] U (Brassica napus)),

£ oo BN o

RSO W )

w EYEC (B, rapa), # 7HA

orE, ¥ WY sighEol
1=l

O 0O,

I B ode] sgEe] HEFE,
247 (super—additive) EE
314

AEA /BB E2 ~Eg 2 b
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[0503]

[0504]

[0505]

2 dge] o Fde g WA, olnvhEes
AzA WA, 2,4-D W4, HPPD WId 2 WAEZL Ao EAS vl A By AEdA 483 =
2ol S AAsts WHoeRA, 2o 25 T O IS 3 19 e Az fFaEy HEA
7l dAE E¥st= Heltt
2 g FH3ES Hek AzAl, AzA SShAl, AXEA, AEFA, AHFA, AwAl(bactericide),
AnlA, A Z2EA, Y 2% ¥3 A Al(insect molting inhibitor) 2 W FX A (rooting
stimulant), 33 EUA, A5 3}8t= A (semiochemicals), WA, 94, Hz®, 42 &3 24, A5 o
Y, 7IEF AETSH 24 s e 23HAG AT, vtolels e S HES s ol thE A
A &g SE e A £FHe, 4 9 39 w9 BIE ATee T AsAE AT +
ATk, & L SFEH e AxAY EFES FUF FxITol uid 24 HAE SuNA, do9 AFA
AEYo A& AT F ot wepa, B FEe E£3, (Ax4 Fade) 3 19 3= 2 (AESH
frage]) Aojx st FIHAQl AESH &4 s3tE Ev AAE T@ste 2AAEC #e zeE, AUG
A, LA FAA Ee dA A F Aox suE 9 238 5 vk, 2 AR &4 S3E Be A
A= AREGA, LA e A MA] 5 Aok shvtE EFste 2AER AYsE ¢ vk, 2 U =
gEo] Ag-, st ol tE AR B4 SE T AAT 34 19 sEET I/ AFsEo] 2Ly
Y2 (premix)E FAAT T IAY, EBe s oY & AETSH 24 FFE e AATE g4 19 51
E3 HER AYstEa AE Hdol AlPo] (g Eol, &F W) A wiFHAY, gtHozE A%5H
o8 Agd 5 rt.
Shut o] e 7] Az:Ale E #re] SjtEe £ES Fx WAl 538 &% F Ut cMHEEERE, o}
SEE, AFAH, olHEY, o]

AEFo=A L olol YEF @, olFRUd, ojaTd2-tad), &
e, oEMFE, opvwAZzsfelatEre @ oo dxH(ddn, WY, oY) 2 A,
UER, 28), obvlestolgus, ojnEg, ohmir Avpvol=, chdmEs, opiw, ohEeldl, o}PUFE,
1Fe Ao, WMATE-vE, WAzl

zog,
URETEENRNE EEN R E P R

HERE, MzuAle] 22, Wz, gl oo YEHF 9, HE
i, HERRJEE, HERHSNY, HR2EAd, HIEAY SErdolE  JESEZ, REHHUA, FEM
X2, FEUY, REEAY, BHYE, JHAEE, e =, JHHESGE-E, JHHZ, SRAEAA,
gy, SREHRESFE, FEEEFYE-vdY, FRIUE, FEYTE-E, FREEFE, FREZEY
FrREAHAFE, ZFREg-tdd, ZEREFHomE, AUE-dE, AWgEd, A=AEAFE,  FIAES,
FUEFAY, FUEY, FEROUZEEI-Z237, FRvE, FRMZzx Fydds, FRydes-ge
ZRdAHE-AYE, FUFE, Aoz, AFRE, AZEIYRYIE, AFZAHATNE, AFFAIH, Ao
GREx-Fe, 24D E ol REYH, Ry ojiasy W o|A¥ay JAHE H o9 UuWHIEF, &)
W9 EEe 4, tolfE, gaE, dHE-UER, txdE, 2,4-DB ¥ o] tHEdEy, ZEF 9 UHE
4, vz, dadEd, gzt 2 ool YIEFdiy, UWEdEy, ZF 2 UYEF 9, tUEEY
d, gy fqIxy-dd, 243, JARFE ddidaelE, (EFAYzl, HEFAZIE,
guFE, duadgel e, dueEza, Y Ed, dueleln=, fudoln|=-p, TiWE, e}z
20 8ol ER 4, "YYEZW, txHEH, fdoin|=, UFE yHEulol= UEOIE, UL-E,
DNOC, olfmgh, EPTC, oxXzsts, oeaEfasl, devELFE-vE, Jeexl, qEFurolE, oS54,
NEAIEFE, EMAYE, HSmAIZZE-o|d | HHALZZ X -p-od | HEHAMLE, AF=ELe, HEZHA
=, HFE, WFE-10A, FRERE-vY, FHEIIN-oax2d, EPray Y, FHEFE, 2
epde, EFoAxE-RY ZRoXEEZ-p-Fd FFolEYolE,  EFIMIE,  EZFAEMAFE,
EFEEEY, ZFAWNE, 92, FFA9E-dd, ERWEAY, IR EEg-dd, ZFSA,
EFoMEE, ZRoEIId-dd, TFE, EFYE2HAFE-AY 4 o9 YEF 4, TFdHE, FFdE
Y, EREE, EFEERYE, SESAYE, EFEEE, EFEOMHE-MY, ZrAl, IPAFE EA}
U-4RE, SFIAUCE, FRIAVOE-ARE, FFIAUE-P, FEZAE H o9 oI, oA ¢=
T, o)AXEANNEYE, ZH, YEFUWEAUYER X3 B Efug (s AXAolER WHE), Tk,
gEteAg-vd | SRHFE-HY, FALZ-EY SFAEIZ-vE, A=, SEEAY, olulxlH Rl
z-we, olualE 2, olupxy | ojmzlH| 2 o|mixH, o|njx}A-ARF, o|nfAEIH 2, o]ulAElF] -4 R,
ojulZAER  Qlthwyt, AU ZY | olo]QAMHEFE QO EHFE-uE ool olo]2Ad LE}wof o]
E, o] SAII-UER, o|ZiItulE, O|ATIZEERE oA, o|HAMl, o|FAERE, o|SAFEEE, g



[0506]

[0507]

[0508]
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Eq, #vd, g5, dEit Sol=elxlol=, MCPA E olo A(olA, MCPA-tiWE <R s, MCPA-ZEF 2
MCPA-UEF, clABHE(AAY, MCPA-2-olE€ 32 MCPA-F-EE) Z E] Qo2 Z (A, MCPA-E]2olE), MCPB
1] A(AAW, MCPB-UEH) E =l 2(dAY, NCPB-olg), WAZEI WAIZI-P U AE, H
oltfol =, WAAFE-mY, WAEDL, WE-UER, wevEz, wevEE, WERERE, HExdy
Hepl=Hol+2, wWEdot2Eqk 9 o]9] Zhg, Ex¢iy, ExUYER 2 UUYEF ¢, dEEE, AEH
HEBgR: HEgIze, s-HEGIFEs, feEAY, WEFE fEgRz, ﬂEHiiﬂ% =2
Haglrg, Y oldetol= | YxZuufol= | Y Zuupol=-), vxehek YFE, UIHAFE, =
géﬁﬂﬁ,gﬁﬁﬂE%,gﬂgﬂ,ﬁ@ﬂﬂ@ SAbr] ok, £HH¥ =

FHAE tEFReels, dAEHolE, dAgtEat, dAvugd, smadg,

o=, HFAME, FEAol =, AWy, HE2F, AF2E-ZF, I, 50
dagtgzs, TYnAFE-vy, ITRdolwl, TRIAY ZguWE IvEY ZTERIFE
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13 e 1:42 ~ 2711 1:14 ~ 9:1 1.5~ 21
13 HLHE 1:384~ 31 [1!128~1:1| 1148~ 16
13 2EE 1:384~ 31 [1:128~1:1| 1:4B~ 16
13 MCPA 112 ~ 61 164 ~ 21 1:24 ~ 1.3
13 MCFB 1:288 ~ 41 1:955~.2:1 136~ 1:4
13 HBEFE 1768 ~ 211 1:56~ 1:2] 1:96~ 111
13 HT O E 1:384 ~ 311 [1:128~1:1| 1:48~ 16
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[0521]

M
A (a) 21u}A 0] ] 2l o] olu}A 0]
(F}312 13) AE (h) road el 2
13 HER0ILOIE 1w ~61 | 164 ~2:1 | 1:24~1:3
13 HiHEFE-HE 105 ~22411 | 131 ~7&i1 | 11 ~ 1411
13 HAEZ 2 1:42 =~ 2711 Ihld =83l 15 201
13 HEHEZ= 1:42 ~ 271 1:14 ~9:1 1:5~ 211
13 HEAIZEE 1:384~ 31 | 1:128~ 1:1| 1:48~ 1\6
13 HEIZEEER 1:25 ~ 45:1 | 1:8 ~ 15:1 18~ 34
13 HERIZEJo}£E 11788~ 201 | 1286~ 12| 1:96~ 1:11
13 HECIEEE 1788~ 21 | 1:56~ 1:2| 1:96 ~ 111
13 HE S 1.8 ~ 1361 1:2 ~ 45:1 1:1~ 911
13 HEZRZ 1®e~61 | 164 ~2:1 | 1:24~1:3
13 HEHFE-HE 1:2 ~5@01 | 1:1 ~ 1871 | 31 - &1
13 =2 Ho|E 11028 ~ 21 | 1:342~ 1:3| 11128 ~ 115
13 ZEIO|E 1:384~ 31 | 1:128~1:1| 1:48~1'6
13 U=2 30| EY 1:192 ~ 6:1 1:64~2:1 [ 1:24~1:3
13 uz=gg e ~61 | 1:64~2:1 | 1:24~1:3
13 [BERCE 112~ %1 | 14 ~ 3201 111~ 6Bil
13 rE2ERaA4E 111182 ~ 101 | 1:384 ~ 1:3| 1:144 ~ 1:16
13 2 E2¥IZtE 1137 ~ 102 | 13467~ 14| 117 ~ 1120
13 QRMEIDE 1:20 ~ 56:1 I'B ~ 191 1024
13 22zl 1514~ 311 [1:1171~1:2]| 1:B4~1:8
13 Z 2ot 10384~ 31 | 11128~ 1:1| 1:48~ 16
13 ZAoLE 1:548 ~ 31 |1:182~1:2| 1:68~ 1.8
13 STAHEEE 1:27 ~ 42:1 1:9 ~ 14:1 153 351
13 ZAAE2ZHE 1:42 =~ 271 1ild = 9.1 1:5 ~ 21
13 ZAER2 2 1:384 ~ 311 | 1:128~ 111 | 1:48~ 1\
13 2 E 1112~ 61 1:64~2:1 | 1:24~1:3
13 douEgd 1:384~ 311 [1:128~1:1| 1:48~ 1B
13 o A8Y 1:10 ~ 112:1 | 1:3 ~ 38:1 Tl Rul
13 HE s 1:984 ~ 31 [ 1:128~ 101 | 1:48~ 16
13 HEARE 1@~ 1201 | 1:3d~4: | 1112+~ 102
13 Ao e~ 1201 | 1534 ~4i1 | 112~ 12
13 =g 1:96 ~ 12:1 12 ~411 | Li12~1:2
13 o EZauE 1:34~ 341 [ 111 ~12:1 | 1:4~ 31
13 )= Al 125~ 451 | 1:8~15:1 | 1:3~ 31
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[0522]

M
A (a) 21u}A 0] ] 2l o] olu}A 0]
(F}312 13) AR (b) road el 2
13 ZHEUERE 1w ~61 | 164 ~2:1 | 1:24~1:3
13 =0 EFE-HE 118~ 1561 | 1i2~45:1 | 111 ~91
13 =zrhotul 1:381 ~ 311 1:1126~ 1'11| 1148~ 16
13 =2EANY 1:42 ~ 2711 1:14 ~ 9:1 1.6~ 2:1
13 ZZHEY 1:384~ 31 | 1:128~ 1:1| 1:48~ 1\6
13 ZEIERE 111182 ~ 1:1 | 1:384 ~ 1:3| 1:144 ~ 1:16
13 =2 ojd 1:384~ 311 | 1:128~1:1| 1:48~ 16
13 o o 1:48 ~ 24:1 1:16 ~ 8i1 1.6~ 211
13 =g FAFHEE 1:17 ~ 68:1 1.5 ~ 23:1 1:2 ~ Bl
13 =R EE=E 1917 ~ B3] 15 ~ 2301 152~ 55
13 =23 | 1:384~ 311 | 1:128~1:11| 1:48~1i6
13 =2 HE7E 101200 ~ 102 [ 1:400~ 1:4 | 10150 ~ 1:17
13 ZZREEE 1.6 ~ 1631 1:2~85:1 | il ~ 111
13 o222 1:42 ~ 271 1:14 ~ 9:1 1.5~ 2i1
13 EFH-E 15 ~22401 | 101~ | 11 ~ 1401
13 nHERE 1113~ 841 | 1:4 ~ 2811 111 ~ Bl
13 o2}E2uolE 1:857~ 2:1 | 1:285~ 1.3 1:1107 ~ 1:12
13 LR HEFE-E 1:10 ~ 112:1 | 1:3 ~ 38l 1:1~ 711
13 | ZpEA T 1:5 ~ 224:1 101 ~T | 11~ 1401
13 2 HEH 10~ 11201 | 113 ~38:11 | 111~ 71
13 2R E7tE 13384~ 31 [ 1:128~ 11| 1:48~ 1'6
13 T2]Ho| E 1:288 ~ 4:1 186 ~2:1 | 1136~ 14
13 Fj2|= | C 1:10 ~ 112:1 | 1:3 ~ 38l 1:1~ 711
13 2] o) v-uE 1:20~ 861 | 1:6 ~19:1 1:2 ~ 4i1
13 2| o-ET 1117~ 6311 | 1:5 ~23:1 1:2 ~ 5l
13 u|Z|E] 22} 1:24~48:1 | li@~16:1 | 1:3~31
13 TEAEE 1:85 ~ 14:1 1.28 ~ 5i1 0~ 152
13 A8 1:5 ~ 224:1 1:1 ~Bil | 1~ 1401
13 AZ == 11192 ~61 | 1:4~211 | 1:24~1:3
13 HAgzz=-og 142~211 | 1114~911 | 16~ 2:1
13 UEFE 1:13 ~ 841 1:4 ~28:1 181~ Bil
13 AR HIUE 1:25 ~ 45:1 1:8 ~ 15:1 1484 8l
13 AEAE 1:96 ~ 1201 | 1:32 ~4:1 | 1112~ 1:2
13 A0k 1:384~ 31 | 1:128~1:1| 1:48~ 16
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[0523]

[0524]

M
A8 (a) olu}A 0] o 2upAo] olu}A 0]
(F}312 13) AR (b) ] Z3] E2H

13 HIES 10120~ 1001 | 1:40 ~ 4:1 | 10165~ 1:2

13 Hd EgtE 13147~ 8il 1:43 ~ 31 1518~ 133

13 HxHEE-HE 1:34 = 3411 1i1 =121 1id= 3i]

13 Sx4FE 1:8 ~ 136! 1:2 ~ 45:1 1:1 ~ 911

13 HEEZE 1:384~ 31 [1:1128~1:1| 1:48~ 1'B

13 HFHEDZ 1:42 ~ 271 | 1:14 ~ 9i1 1:5~2i1

13 HEBED=2 1131 = 3l | 0 RE e 1::3= 33l

13 HZHSAY 1:25 ~ 45:1 1:8 ~ 15:1 1:3~ 31

13 H2 8R! 1:2688 ~ 4:1 1:95 ~ 2:1 1136 = lid

13 HErgR 1:857~2:1 | 1:285 ~ 1:3] 11107~ 112

13 HE2RE= 10192 =~ B;l 164 =201 1124 13

13 HEEE2 1:85 ~ 14:1 1:28~5:1 [ 1110~ 1:2

13 EJOIZE] 2 1:384~ 31 [1:128~ 111 | 1:48~ 1'B

13 ElIFHIE 1:3~3%:1 |1~z 21 - 2.1

13 EREFE-HE 15~224:1 | 111~ | 1 ~ 141

13 EJota| L4 17~ | 15~231 | 1:12~51

13 E] 2 HIFtE 18~ 21 [ 186~ 1:2] 1:96 ~ 1:11

13 EQH0|E 1:831~ 301 | 110~ 131 | 1:3~ 31

13 EzgE 1:6 ~ 1631 1:2~865:1 | 11 ~11:1

13 EZIAE 1:68 ~ 17:1 1:22 ~ 61 1:8 ~ 2:1

13 Ezjolatz 1.2 ~ 42001 13~ 1401 | 26 - 271

13 E|UHO|E s~ 211 [ 186~ 1:2] 1:96 ~ 111

13 EZoIEFE 105 ~22411 | 111 ~7&01 | 1:1 ~ 1411

13 EoAEY 1310 = i LBT <31 B2l = 143

13 EQHEE-HE L3~33 | 1~ 1121 ] 2 - 21

13 ER|Z T2 1112~ 61 1:64~2:1 | 1:24~1:3

13 EQESALEFEE 1.2 ~ 42001 i~ 14001 | 20 = 281

13 EERUZARI 1:25 ~ 45:1 1:8 ~ 15:1 138 & 331

13 EE=Ed 1:288 ~ 4.1 106 ~2:1 | 1:36~1:4

13 EYSRLFE-HZ 1117~ 681 | 135 ~ 231 1:2 ~ 51

13 EYEHFE 1:13~ 841 | 1:4 ~28:1 1:11 ~ 61
E A2+ "R ()7 @ BA ofgio o] olst yERH ZHe] AR (a)
Z ALY E2A8HA :Il/HQE]— AE (a) €9 SFE 165 A2 AolA &
AR (a)” E BA ol FES BF "IHIE 15"(F, ACIE AdA
A29] & A ok A WA B AR 24D sFHE 159 ERE

A 74

o
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T M= A= (g) o BE i 8= AR () o SR
A2 e 15 432 BEE 32
A3 gEE 16 433 = 88
Ad gEE 2l 434 = 34
45 gleE 22 435 FEE B
A6 e 23 436 F}EE 36
A7 S 24 487 sge 87
A8 ggrE 27 438 EE 38
49 sg= | 439 SgE 39
AlD 3HHE 2 440 BHHE 40
All sHHE 3 441 F}EE 4
412 FHYE 4 442 FEE 42
413 HYE 5 A48 SEE 4
Al4 = 6 444 }EE M
415 SHEE 7 445 SgE H
AlG e 8 446 SHEE 46
Al7 e 9 447 = 47
418 S 10 448 = 48
Al19 gHEE 11 449 F}EE 49
A20 FEE 12 450 S 50
421 S 14 451 e 6l
422 ggrE 17 452 HEE 52
423 = 18 A58 e 58
A24 gHEHE 19 454 2HHE 54
A25 gHEHE 20 455 FEE 55
426 2= 25 456 EE 56
a27 g 26 457 g E 57
A28 e 28 A58 EE 58
429 = 29 459 = 59
A3D gsHE 30 460 EHHE 60

[0525] A31 ghgrE 3l 461 = 6l
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EHS AR (@) @ HE EHE AR () @ uE
AB2 geh= 62 499 e 99
463 gHgE 63 A100 EHEHE 100
464 sHEHE 64 Al01 EHEHE 101
AB5 gHEHE 65 4102 gHEHE 102
466 2= 66 A103 2HEE 103
467 gHgE 67 4104 2= 104
468 gHgE 68 4106 2= 104
463 gHEE 69 4106 gHEE 106
A70 2= 70 4107 atg= 107
A71 gEtE 71 A108 S 108
AT2 gHEE 72 4109 gHEHE 109
AT3 s 73 Al1D s 110
A74 sHEE 74 Alll gHEHE 1
ATS ggr=E % All2 e 112
AT6 S 7% All13 e 113
ATT7 ggrE 77 All4 EHEHE 114
AT8 ggrE 78 A115 s 115
ATS gEE 7 AllG 2 116
480 g3rE 80 Al17 gHE 117
481 g 8l 4118 2EE 118
A82 gHEE 82 All9 gEHE 119
483 gHEHE 83 Al20 g 120
484 gHghE 84 4121 gEE 121
485 gHEE 85 Alee SHEE 122
486 gHEHE 86 4123 BHEE 123
A87 sHghHE 87 Al24 S 124
A88 gHEHE 88 4125 gHEE 125
A89 g 89 Al2s s 126
A90 gHrE 90 Ale? s 127
491 ghgh= 9l Ales BErE 128
A92 gerE 92 Aleg sHHE 129
493 gErE 93 4130 EHEHE 130
494 S M 4131 2 181
A% gHEE % 4132 2EE 132
A96 gHEE 9% 4133 gHEE 133
A97 getE 97 4134 2= 134
[0526] 498 2= 98 A185 gHEE 135
EHE AE (5 o BE EHE A2 () & f=
4136 S 186 Al42 e 142
4137 e 187 4143 2HEE 143
A138 e 188 Al44 = 144
Al139 S 189 4145 S 145
4140 2HEHE 140 4146 2HEE 146
[0527] Al41 e 141
[0528] % wel SRS AAS-ASA i (b2)[opAESHolE AEFbA(ALS)ZE Hela op kol mE A4 A}
obAl (AHAS) & Alsfieh= 3het4 shgh=] 28 71775 71 AxAldd Aol =zl WAl 83kt
[0529] g AlREe 54 zhxel oigk ¥ 29 sFEe Al ga5S Ak, Yy, setEe] Alwste Hx
WA7E ol Fol fﬁ"élﬂ% AL ol s3tE AHel tisise 2

Ir

= AR A UK CE HxE. gy &7t bs
o] Aelgo| AFEHTE: ¢ B ARF, sE oA, n wEH, & o]k, &= AFE, Me2 WHEH, EtE o€, Pre&
—Pr & O]QEE-‘Q, Bus 58, cPre& ANEE2XEY | -BuE tert-58, Phe Hd, OMex= HEA], OEt

1 ’
= oA, SMet= HDElL, TFPE ESZR2o 2223 (5, -(HCHLF,), Bid Wdo]i -(N& Alopizolt}, ofo]

9 Ax
o
o

A%



[0530]

[0531]

[0532]

H ON 0
- .
A-1 A-2 A-3A
7=0

Coed. No. A ¥ ¥
1 e OCH,CH(CH, ), ol

2 434 CCHO(C1 =2, ol

3 ey OO, C{CH: =R, ol

4 A3 OCH.CE,C: B

5 ey ODH.CE.CE: ol

3 L34 O (A2 E-HE) Cl

7 ey OCH, CHLON ol

8 A3 O (A2 E-nY ol

g - (CH(U2E-Z2Z) O

e (2, 2-diF-AI2 =~

i ==23) gl

1 34 CCH,(H=CCH.); ol

12 ey CH ol

13 A3k OCHLCH.CH, ol

14 e CC(OR)s ol

5 ey OCH.CH.CE: ol

16 e CCH(CH, )CH,CF, ol

17 ey OCH.CHLCE: ol

18 e N(OL)CHLCH(OH,)(CE) €1

19 ey N(CH, )CH.CH,CE, ol

2 ey (RO, (L CF, ol

2 (k. 2) P CCH.CH. CH=CH. ol
2 e OCHLCH=CH, ol

7 e OCH.CELCE: ol

2 e N{ O, ) OO, CF, Br

% ey N(CH,) OCH, CF, ol

% (Ex. 3 - OCH.CH.CF ol
27 A3k NCH.CF; Br

% (B 1) N NECHCF: ol

st
R
e}

fOR R 15
N \
N—
.
A-5 A-7
M.5.(AP+)
¥ I= n.p.
Br *
3-Br *
3-Br *
3-F 47
3-F 401
3-Br 411
3-Br =
3-Br 37
Br 36
3-Br 419
3-Br 37
3-Br *
3-Br *
3-Br *
3-Cl 1
3-Br 48
{m=0) 347
3Br 452
3-Br 433
3-Br *
3-Br *
3-Br S=c)
3-Br 461
3-Br 484
3-Br 440
3Br 45
(m=0) *
{m=0) *
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[0533]

Cmed. No. A R
e e L1
0 434 OCH,CH,CF:
3l 434 OCH,CF:
® A-34 OCH,CF:
B 434 OCH:CH;CF
M A-34 OCH;CF:
3 434 OCH;CF;
B 434 OCH(CH:C1 );
7 A-34 OCH; CH(CH. )CH=CH,
B A-34 OCH,CH,C=(H
B 434 OCH, N
40 434 OCH, N
41 A-34 OCH,CHCF
42 434 OCH,CH,CF,
43 434 0L ()
44 A-34 oA E2R-EIY)
& 434 OCH, (X1,
4 434 OCH, CHC
47 434 OCH,CF,
4 A-34 OCH;CF:
4 & OCH,N
50 434 F-OCH,CH=CHCF,
5l 434 CH
52 A-34 H
53 A5 B Me CH
5 A5 BE P CH
57 A5 BE Py H
53 A5 FX B CH:
9 A5 FE ~Bu CH:
0 5 FEH CH
Bl 434 OCH.C{ Br)=CH,
£ 41 OCH,CF;
B3 i1 OUH,CE,CF:
B4 A-34 OCH;CH;CF;

E
Cl
Cl

Cl

Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl

Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

K

M8, (4P+)
I= n.p.

(n=0)

3
3-Br
3
S-Br
FBr
3-Br
3-Br
FBr
3-Br
b
3-Br
3-F
3-F
3-F
3-Br
3-Br
3-Br
3-F
3-F
3-F

3B
(e
(n=0)
(n=0)
(n =0)
(n=0)
(m=0)
(n =0)
(m=0)
FBr
FBr
FBr
4-N

_86_
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(80~83)

- EE R EE LR

117120

SES4d 10-2651771



[0534]

Crpd . No. A B
&6 A-34 CCH,(H;CH, CF;
[25] A OCH;CH;CF;
87 A-34 CH.CH.CH;
& A-34 CH.CH, (H,CH;
£ A5 FE ~Pr CH:
0 A-34 SOH, CH(H;
mn A-34 SOH;CH.CF;
2 A1 CH;CH.CF;
3 A1 (CH, ).CF;
74 A1 O(CH; ).CF;
B A-34 CH.CH.CH:
® A5 FE ~Pr CH:
K0 A-34 (CH; ).CF:
] A-34 0f e-Bu)
| A-34 (CH; )-(H:
=1} A1 O(CH; ),CF
al A1 O(CH; ):CF;
524 A-34 (CH; ).CF:
8 A-34 SOH:(H:
84 A-34 OCH(CH, )CH, (4
& A-34 SCHCE:
&6 A1 (OH; );0H:
a7 A1 (H; ):(H;
5] A-34 O(CH; ).CF;
2] A1 (H; );CF:
=1 A-34 OCH, CH;C(=CH; )H:
a1 A-34 SOHCH=CH:
=24 A-34 (H; );CF;
=c) A-34 NH((H; ).CE:
H A-34 O(CH; );CF:
% 45 FE Et CH
=3 A-34 O( CH; ):C(CH: )5
97 A-34 OCH;CHC1CH,C1
B A5 FE TFP CH:
=2} A-34 O(CH; ).CF;
100 A-34 O(CH, ).(H,

M5, (4P)
E E= np.

3-CF; 429
3B 6367
I 85-88
3N 98-102
3 8084
3B =7
FBr 121-1%5
I 342
I &5
3B 45
FBr 8892

3-F 6266
FBr 423
FBr 100~103
FBr 7181
I bS5
F I
Fbr 437
Fbr 373
FBr 5
Fbr 9033
FN 28
I Je
4-C1 87380
FBr 5
Fbr =7
FBr ¥>5
FBr 4m
3B 424
4-Br 8691
3B 30
FBr 413
3B 41
FBr *
3-H; 51-63
3B F*5
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M.5. (4P+)
Coed, Mo A K ¥ 3 IE np.
101 A-34 O(CH; ). (H: Cl B 38
12 A-34 OCH, CH, (H.CH.Br cl FBr 449
18 A-3A OMH:CE.HE cl 3B 443
104 A5 BE P CH: cl 301 340
106 A5 BE P CH: cl B 3
106 41 CCH; (8, cl B 343
107 (Ex. 4) 434 (CH: );CF; Cl 301 ok
108 A-34 CCH;C=CH cl B 108112
108 A-34 (CH: ) .CF; Cl 3N 3
110 A-34 CH.CH:CE.CE: cl B 459
111 A-3A CH.CH; CE:.CE: cl 3N 406
112 434 O(CH, );CF: Cl F-00H: 109113
113 A-34 O(CH, ):CF: Cl 3-CF; 415
114 42 (CH ):(H: Cl FBr 30
115 A-34 O(CH, );CF; €l 30-7-Pr 46
116 A-34 O(CH, );CF: Ll S-OCH.(H: )|
117 434 O(CH; );CF: Ll 3-CCHCE: 5
118 42 (CH, ), (H Cl 3B ks
119 A-34 Al A -0CH; 01 =101 cl 3-Br 1144117
120 A-34 E WA (CHOCI=CC] cl 3B 84-88
121 A1 (CH, ) .CF; cl 3B 473
122 41 (CH: );CF: Cl 31 =l
123 A-34 O(CH; );c-Pr cl 3B 37
124 A1 (CH: ) .CF; cl 301 39
15 A-34 (CH; ):CF: cl 3-CE: 413
126 AT RSE Me (CH: ):CF; Cl 3 31
127 A-34 A A-0CH, C=C( (H,) C1 cl 3B 5363
128 A-34 EWACHCCOE)CL O 3Br 8286
129 &2 (CH, ):(H cl (m=0) I
130 A-34 (CH )= [H. Cl 3-CF; =3
131 i1 CCH,CF; ol 3N 344
12 41 ODHCE.CF; cl 3N 7073
13 A-34 (CH; ):CF: cl 3 9496
134 i1 (H, ).CE; cl SHH.(H, 9
1% i1 (CH, ):CF: cl FcPr k)l
[0535] 136 A-34 (0, ), (H; Cl 3-CF; 35
M.5.(4P+)
Crgd. Mo, A B K K = n.p.
137 41 (CH: ):CF; Cl 301 5
138 41 (CH, )CF; Cl B 48
139 A-34 H cl 30l *
140 A2 H cl (n=0) *
141 (Ez. 5 &2 (H,).[H, Cl (n=0) ok
142 A-34 (CH.):CF: cl - B4
143 A-34 (CH: ):CF: cl 30l M
144 A2 (CH ):CF: cl {(m=0) 6
145 A2 (CH).CF: cl {(n=0) 30
146 AT REEH (CH, )CF; cl - 8

« U WHR Glo|Efoll i AL MAE C FHE,
ol WR ClolEoll AL e BE,
[0536] £ ol 2Y9 E YABEE Uery
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[0537]

[0538]
[0539]

[0540]
[0541]
[0542]

[0543]

oin
]
Jm
9!

10-2651771

ERES:
M.S. (4P+)
INCode G = El oy o
Hy
0 o\h. ~C=F;
4 415
TLUD8 53 o\fN\ (80-83)
N _#
FyC Cl
Hy
) O\ﬁ/( “~CF;
2 361
TEV38 54 Ojl/\Nj\ (78-81)
N
HyC & Cl
AE C

Cnpd  H WHR (22 BAIEHA ¢+ T CDCls B4

8.48 (s, 2H), 7.53 (dd, 1H), 7.35 (t, 1H), 7.18 (dd, IH), 4.02 (d,
), 1.98-1.83 (n, 1H), 0.89 (d, 6H).

8.48 (n, 2H), 7.55 (dd, 1H), 7.38 (t, 1H), 7.26 (s, IH), 7.20 (dd,

1

. IH), 5.55-5.46 (m, 1H), 5.38 (m, 1H), 4.80-4.78 (m, 2H).

3 8.47 (s, 2H), 7.54 (dd, 1H), 7.36 (t, 1H), 7.19 (dd, 1H), 4.99-
4,93 (n, 1H), 4.91-4.89 (n, 1H), 4.63 (s, 2H), 1.71 (s, SH).

12 2}38 (s, i), 7.51 (dd, 1H), 7.82 (t, 1H), 7.15 (dd, 1H), 2.55 (s,

13 8.49 (s, 2H), 7.53 (dd, 1H), 7.35 (t, 1H), 7.18 (dd, IH), 4.20 (%,
2H), 1.58-1.67 (n, 2H), 0.82-0.93 (m, 3H).

14 8.49 (s, 2H), 7.51 (dd, 0.95 Hz, 1H), 7.82 (t, 1H), 7.16 (dd, 1H),
1.43 (s, 9 1.

20 8.49 (s, 2H), 7.54 (dd, 1), 7.37 (t, 1H), 7.20 (dd, 1H), 4.31 (t,

2H), 2.20-2.04 (n, 2H), 1.93-1.85 (m, 2H).

8.48 (s, 2H), 7.53 (dd, 1W), 7.35 (t, 1H), 7.17 (dd, IH), 5.75-
2l 5.67 (n, 1H), 5.08-5.06 (m, 1H), 5.03-5.00 (m, 1H), 4.29 (t, 2H),
2.89-2.34 (n, 2H).

8.87 (s, 2H), 7.64 (d, 1H), 7.46 (t, 1W), 7.82 (t, 1H), 7.19 (bs,

27 W), 7.00 (4, 1), 4.75 (q, 2.

o8 8,30 (s, 2H), 7.65 (d, 1H), 7.48 (t, 1H), 7.81 (t, 1H), 7.21 (bs,
H), 7.00 (d, 1H), 4.75 (q, 2H).

31 8.81 (s, 2H), 7.63 (dd, 1H), 7.45 (t, 1H), 7.22 (dd, 1H), 4.58 (q,
20 .
8.50 (s, 2H), 7.57 (dd, 1H), 7.43 (t, 1H), 7.24 (dd, IH), 4.87 (s,

0o

99 500 MHz) 8.47 (s, 2H) 7.58-7.56 (m, 1H) 7.29-7.33 (n, 1H) 7.14-7.18

(m, 1) 4.19 (t, 20 2.26-2.36 (m, 2H) 2.09 (s, 3H).
129 10.89 (s, 1H), 8.46 (s, 2H), 7.62-7.56 (m, 1H), 7.47-7.42 (n, 1H),
7.22-7.17 (n, 1H0).
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