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H - (C—Cy) - %E FR'(0)C. R"(R'ON = )C. R'0(0)C. (R),N(0)C. R"(R'O)N(0)C. (R ,N(RY
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N(0)C-(C,=Cy)— Ht  F&NC-(C,—Co)— HE F&.R'O-(C—Co)— k&  F. R'(0)CO-(C,~Cy) — Kt
F. R (0),50-(C,—Cy)— Bt FE. R°0(0)CO-(C,—Cy) - %t F. R),N(0)CO-(C,—Cy) — %t Fk.
(R) ,N=(C,=Co) — %t FE. R (0) C(R)N-(C,~Cy) — % F. R*(0),S R)N-(C,~Cy) ~ % % R?0(0)
CRON=(C,=Co)— & Z. RD,NO)CRIN-(C,=C) - %t F= R'0(0),S RON-(C,—~Co) — Ht
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W& 3R A U U2 | (C,—Co) — BEdis AR — (C,—Cy) — Bk« (C,—Co) — Mgk« i
R = (C,=Cy) — Mk (C,=Co) — BRIE | b 4R — (C,=Cy) — BRIE . (C,=C,) — FRBEdE L 4R — (C,=C) — Bk
HE(C=Co) — Bk s 1R - (C,=Cy) — BEfalE . (C—=Cy) — Ktk — (0) ,S— (C,~Cy) — ifRkedE — (0)
S (C=Co) — FEAIE - (C,-C) - FidE (C,—Co) — Kt 2k - (C,—C,) — ML R (0) C R (R'ON
=)C.R'0(0)C. (R),NLR'(0)C(RYN BX R*(0),S(R)N,

RA (C=Co - Ftdk. (C,~Cy) — MEEEL (C,-Co) — Bk, Ho & H Ak s ANk B 4 T [y 2k HH
A EE 2V HIE F S (C-Cy) - HikidE. R (0)C. R'(R'ON = ) C, R'0(0)C. (R N(0)
C. R"(R'0)N(0)C. R*(0),S(RHN(0)C. R'0(0),S(R)HN(0)C. (R"),N(0),SR)HN(0)C. R'S(0)C.
R'0. R' (0) CO. R*(0),S0. R*0(0) CO. (R"),N(0)CO. (R"),N, R'O(R")N, R'(0)C(R")N. R*(0),S(R")
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(R°0),(0)P,

B A (C=Co) — BF Bt JE (C,Co)— 3R M JE % 56 28 2k —(C,—Cy) - Ht Zk\ 7% )5 2.
05 e —(C=Co)— bt T Z% BN JEL 2% B I - (C-Cp) - FJ@E 28 -0-(C=Cy) — it Zk
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B -NRD = (C,=Co) — Fr FE AR B HE -N(R) —(C,=C) — Bt FE 2R FE =S (0),— (C,=Cy) — e F A4
$ -S(0) = (C,=Cy) — FEAE BRI HE -S (0) ,— (C,=Cy) — Fidk, Hoas HAEMIRE 78 s A2k B
T HIEE B AHEE . R VB VBRI, (C—Cy) — e s —(C—Cy) — S FE. (C,—Cy) — FF
ft FELR'(0)CLR'(R'ON = )C. R'0(0)C. (R)H,N(0)C. R'(R'O)N(0)C. R*(0),S (R)N(0)C.
R'0(0),S(R)YN(0)C. (R),N(0),S(R)YN(0)C. R'S(0)C. R'0. R'(0) CO. R*(0),S0. R*0(0) CO.
(RM),N(0)CO. (R"),N. R'OR) N, R'(0) C (RN, R*(0),S (RN, R°0(0) C(RHYN. (R"),N(0)C(R")
N, R'0(0),S(RDN, (R),N(0),S(RHN. R*(0),S+ R'C(0)S. R'0(0),S. (R),N(0),S. R (0)C(R")
N(0),5\R0(0) C(R)N(0),S+ (R),N(0) C(R)YN(0) S+ (R°0), (0) P Hl R'0-(C,~C,) — i dik, Horh Iy
WEAA n NMEAREA,

R R &l B 2k g0 F L BUEE (C=Cp) — e 2k i X - (C,-Co) — Be 5E (C,=Cy) — #i Zk
= (C=Cy) — i (C,=Co) — JRIFE L B — (Cy=Co) — IR L (C,=C) — Fikedik s £ - (C,=C) — ¥4
Bt I (Cy=Co) = R IE 5 —(C=Co) — Bt F5 BT AR —(C5=Co) — FA it 5 — (C,=Co) — %5t &5+ R (0) Cs
R*0(0) C. (R),N(0) C.R*S(0) C. (R),N(S)C R (R'O)N(0) C.R*(0),S(R)N(0) C (R),N(0),S (R
N(0)C. R'O. (RN, R*(0),S. (R?),Si—(C,~Cy)~ %t %= -(0),S+ R'0(0),S. (R),N(0),S. R'(0)
C(R)N(0),S. R?0(0) C(R)HN(0),S+ (RY),N(0) C(RYN(0),S+ R?(0),S(RYN(0),S+ (R°0),(0) P,
(R*),Si+ R (0) C—(C,—Cy) — & F=. R'0(0) C—(C,~Cy) — %£ . (RH,N(0)C-(C,—C,) - %E &=, (R'0)
(RHN(0) C-(C,~Cy) — BEF . R (0) ,S (RN (0) C- (C,—Cy) — %EHE R'0(0),S (R N(0) C— (C,~C,) — %5t
Foy RDLN(0),SRINO)C-(C,=C) = %t FE. R'O-(C,—Co)— k& F&. R'(0) CO-(C,~Cy) — %%
F . R (0),50-(C,—Cy)— Bt Fe. R°0(0)CO-(C,—Co) -~ %t F. R),N(0)CO-(C,-Cy) — %t F.
(R) ,N=(C,=Cg) = %t ZE. R (0) C(R)N-(C,—Cy) — %t FE R*(0),S R)N-(C,~Cy) — %t % R°0(0)
CRON=(C,=Co)— & Fe. RD,NO)CRIN-(C,=Co) - %t H= R'0(0),S R)N-(C,~Co) — H
By (RDN(0),SRON-(C=Co) — it FE R (0),5-(C,—Co)— . F. R'0(0),5-(C,~Co)— %t FE.
(R") ;N (0) ,S—(C,~Cy) — %5 R (0) C(R)N(0) ,S—(C,~Cy) — %t R0 (0) C (RN (0) ,S— (C,~Cy) —Hit
FEL (RDN(0) C(RDYN(0) ;5= (C,=Cy) = HEdE+ (R°0), (0) P-(C,=Cy) — HEd (R?) ;S1-(C,~Cy) — FidE,
514

2R Fe g% 7 FEL R B IR RS - (C-C) — e AR AR 05 AR - (C-Co) - e A B AR BR
5 - (C,=Co) — e &, Ho A BRI R 34 s Ak B A B 8 TR A i U2 U
Fe (C=Co) — Fedh . AR — (C,=Co) — Kt FE . (C,—Co) — FeFE R'0(0) Cy (R),N(0) CLR'O (RY) NS
R?(0),S<R'0(0),S+ (R),N(0),S F R'0-(C,~C,) — ke, HILH A I n AN,

R” A& (C=Co)— Bt gk i AR —(C,=Cy) — St gk (C,=Co) — M T X R —(C,Cy) — i Zk
(C,=Co) = BRIE L AR = (Co=Co) — FIE L (C—Co) — Bk xifR - (C-Cp) - FRhfidE. (C,=Cp) - FF
Bt FE —(C=Co) = Ft F 17 AR —(C=Co) = 1 HE L —(C,=Co) — Ht FE&. R (0) C-(C,~C) — %t F+
R'0(0)C—(C,~Cy) — %t FE. (RD,N(0)C~(C,~Cy) — HE F NC-(C,—Co) — % FE. R'0-(C,~Cy) — ¥
F. RY(0) CO-(C,=Co) — % F= R*(0),50-(C,—Co) — % F=. (RD N-(C,—Cy) — %E . R'(0)C(RY)
N=(C,~Cy) — %5£3E . R*(0),S (R)N=(C,~C) — HiFk R (0) ,.S—(C,=C¢) — HEFE . R'0(0) ,S~ (C,~Cy) — ¢
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R* 24 (C,=Co)— Ht FEv B AR —(C,=Co) = Bt FE (C=Co) — M FE. BT AR —(C,Co) — #i -
(C,=Cq) = BLIE L 4K — (C;=Cg) — I, Hodp IR /SANEF % B s N IE B @ T 5928 B
iEZE HFE . R ,Sis (R°0),(0)PL R*(0),S. (RN, R'0L R'(0) C. R'0(0) C. R (0) CO. R*0(0) CO.
R'(0) C(RDNR?(0) ,S (RN (C4=C) = FRKEIE A4 05 3k  ZLIATERI NI, 2L A BTl B 1) 5 J PO A
SERE s NIk B U U : (C-Cp) — FEdk KR —(C,-Co) — Fidk . (C,—Cy) — FEFIE
£ = (C,—Co) — e M 1 22, Hrp AR A n NMEAREE A, 3.

R A (Co=Cp) = PR BESE 2% 057 Jk A2 IR sl 20 2, Jovp R DU AN A1 35 B 4 s ik
B F B2 AR« 2R A EE I (C-C) — B gk AR - (C—Co) — Be 2k (C—Co)— FF
Ft 3. (C—Co) — Kt 2 —S(0) v (C,=Co) — ot A 2 i A —(C,—Co) — ot 48 25 F1 (C,—Co) — BT
5 —(C,=C) - ki,

R & (C=Co) = Kt FE B AR —(C=Co) = Kt FE (C=Co) — I 55 i 4% — (C,—Co) — i &
(C,=Co) — I L AR — (C4=Cg) — RZE (Co—Co) — FEZE (C,—Cy) — FEA L AR — (C,—Cy) — B
5 (C=Co) — JRAEIE (C,Co) — WA B A ZE . 2L AR 2 I e e 28 . AR R e 2 . S B
FEa L R PR 2 Ik L AR IRIE QAR AU ARk L AR B P 0 L o S
ORI VWRIE SRR AE . R IR 8 R B R A R R IR . — PRIk
SRR, 5

NS BEHR IR B ORI, A B s AN IR B R A AR : (C-Cy) - R A
= (C=Co) = Bk (C=Co) — Fedadk . iR — (C,=Cy) — LM i 28, HAH P AMEANH n A
FAREMAL,

R W& (C=Co) = FEdE R'0-(C,=C) = Bt JE R'CHy (C=Cp) — i 2t 4K — (C,=Cy) — H¢
B (Cy=Co) = Mgk IR — (C,=Co) — Mg (C,=C) — LI IR — (C;-Cy) — BRIER'OLR ()N,
AR QAL PRI PR R SRR OB R T R
TR IR | PRSI I 2, 1.

N HTTFEHRFE T EUREE, A B s IR B U FIFEE BB < 5 2 A L
(C,=Co) — FEdE KX — (C,=Co) — Fe 2 (Co—Co) — MhEdE . (C—Co) — %t 2E —S(0) v (C,—Cy) — B
Fa AR — (C—Co) — e I (C—Cy) — FEAIE — (C,—-C) — i ds, H IR B n AN A
A,

R' 24 & (C—Cy) — HE T X AR —(C,—Co) — BE Fa (C,=Co) — i T i X — (C,=Co) — I F5
(C,=Co) — I L AR — (C3=Cg) — JRFE (C3—Co) — ILEIE (Co—Co) — FRMZE A — (C4—Co) — 2R%E
Hey (CCo) — M5t —(C=Cy) — Si e (C,=Cy) — Sk —0-(C,=Cy) — btk bk —(C,—Cp) — bt
HE -0-(C,=Cy) — bt FE 2 FE, R Ik —(C=Cp) — e 2. 2% 05 55 J% 057 2k - (C-Cp) — b 2. 2
PR 8 B IR - (C=Cp) — bt BE ATk -0-(C=Co) — St FE A% U5 5 —0-(C,—Cy) — bt ZE\ R 2R
B —0-(C,=Cy) — T FE 2K T -N(R) —(C,=Cp) — Bt FE A% 07 5 -N(R) - (C,=Co) — it F&. % I
B -NR) = (C,=Cp) — Fr 55 2R FE —5(0),— (C,—Cy) — Kt 2 4 7 55 =S (0),— (C,—C) — HE 2\ 4 Fh
%= —S(0) = (C,—=Cy) — br I, Horp prde s fa + A& B s ANk B W R RS FIEUR -
B35 2R RIS RS . (CCo) — BedE . AR — (C,=Co) — K dE . (C,—Co) - FRHEdE. R°0(0) Cy
(R*),N(0) C. R°0. (R*) ,N.R*(0),S.R°0(0),S. (R*) ,;N(0),S Fll R°0-(C,~C;) — Bk, H A JuEpLay
A n MEEAGEH],

R4 (C=Co)— Ht FEv B AR —(C,=Co) = It FE. (C=Co) = M5 FE. BT AR —(C,Co) — #i -
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(C,=Co) = HE IR = (CmCo) = B (Ci=Cy) = Bt L (C,=Co) — FRARE AR - (CmCy) - FF
JL (CC) — FRBEEE —(C=Co) — e (C,=Co)— Sk —0-(C,=Cp) — b FR%edE —(C,C) - &t
B —0-(C,=Co)— i b 2% B R B —(C,=Co) — o BB A 05 B A 05 A - (C,=Co)— i B A
RIE, 24 R L - (C—Cy) — Bt FE s 2 FE —0-(C,=C,) — % B\ 2% 95 FE —0-(C,~C,) — %t 3\ 2% 3R
5L -0-(C,=Co) — HE Fa A FE -NR”) —(C,=Cy) — Bt T F% J7 F& -N(RY) —(C,=Cp) — it I % B
F -N(R?) = (C,=Co) — FrFE FE I —S(0),— (C,=Cy) — KE T\ 24 75 I S (0),— (C,—Cy) — e T 4 IR
J =S(0),~ (C,=Cy) — Fe ik, Horp Frdt K i B o+ A8 B B4 s ANk B R 28 U -
3L 2 I VR IR . (C—Cy) — BEdk . AR — (C—Cy) — FEFk . (C,—Co) — H ki R°0(0) Cs
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A n NEAREEH,

R® W& (CCy) — Hids KL — (C=Cy) — Bidk . (C,~Co) — ik (C,~Co) — FLFE. (C;~Co) — I1
FidE (C=Cy) — Mt st — (C,—Cy) — FEFEBAREE,

RY 2 (C=Co) = idk AR — (C,=Co) = Btk (CCo) — Mg (C=Co) — BIE. (C,—Co) — Hiit
F | (C=Cy) = MpEdt - (C,—Cy) — EFE B ARSE,

R AE L (C,-C) - Hidt,

R* 2 (C—=Cp - Ktdk,

R WA IE  Z BRI . N- 3L Z B0 28 P BEAR 2 . 45 AL . N— PP 2 Y
I PRI QRIS R IR AR IE  WRIE JE PRI NSRRI BRI . — R AR
VR IRIL IR IRIL . T LR IREL L (C,-Cy) — MpESE, B

Ao 07 BRI EE, L& B s ANk B R R - AR L SR AR L = A
ZIETE

n 0,182,

s A 0.1.2 8 3,

t o081,

2. BURELSRK 1 () Tk 1 M. 2 5k 2 Y I e ol bk gk TP 2 36 2K R g fi, b
Q M Q1. Q2. Q3 85t Q4,

I 7\ PN N—N
N\'TI>\ N\I\ll)\ N/'ﬁ)\\ RZ/QQK
R = R"

Q1) (Q2) (Q3) (Q4)

X A AiFEE 3R VAR (C-C) —Fidk IR — (C,—Co) — HEdE . (C,=Co) — M FE . (C,=Cy) — R
(C5=Cg) = BREdE 4K — (C,—Cy) — BRGEZE | (C4=Cy) — Fbidik — (C,—Co) — Fidik xR — (C,-Cy) — B1
ft F - (C—C)— %t FE.R(0)C. R'(R'ON = )C. R'0(0)C. (R)N(0)C. R'O. (RN R'(0)
C (RN, R*(0),S (RN, R?0(0) C(R)N. (RY),N(0)C(R)N, R*(0),S+ R'0(0),S+ (R),N(0),S.
(R°0), (0) P+ R'(0) C—(C,~Cy) — Kt F&\ R'0(0)C—(C,~Co) — & F=. (R),N(0) C-(C,—Cy) — H ZE.
NC—(C,—Cy) — %t F . R'0-(C,—Cy) — He F:. (R) N-(C,=Cy) — %t F . R"(0) C(R') N-(C,—Cy) — 5 FiE
R*(0),S (RN N-(C,—Cy) - % . R0(0)C(R)N-(C,~Cy) — % F. R N()CRYN-(C,~Cy) — %%
5\ R(0),S(C=Cy) — Kt dE .\ R'0(0),5-(C,=Cy) — e E (R N(0),S-(C,-Co) — it (R°0),(0)

6
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P—(C,=Cy) — Bk A FE R D7 ik  JR R AL ORI - (C-Cy) — S b AR 05 2 — (C,—Cp) — B dk IR
5k = (C,=Co) - Jedk, o S5 38 R /S AR A5 B s ANk B0 R I 2E TR Al 2k | g 3R
A HBRZE | (C=Cp) — Pt AR — (C,-Cy) — HEFER'0L (RY) NLR*(0) ,S\R'0(0),S+ (R") ,N(0),S
FIR'0-(C,=Cy) — Jed, HILH LA n AN,

Z N &R R KR EE (C-C) - bt g T AR - (C-Cy) — Kt FE (C,-Co) — i
(C,=Cg) — R | (C=Cy) — B di « xR — (C5—Co) — FRBEE L (C3—Cy) — bt — (C,—Cy) — SE
£ = (C,—Cy) — Bt — (C,—Cy) — %3 R (0) C.R' (R'ON = ) C.R'0(0) C. (R") ,N(0) C.R'0. (R") N,
R'(0) C(R")N. R*(0),S (R")N. R0 (0) C(R") N, (R),N(0) C(R)N. R*(0),S- R'0(0),S+ (R),N(0),S-+
(R°0), (0) P R'(0) C—(C,—Cy) — %% F=. R'0(0)C—(C,~C))— %t F=. R N(0)C-(C,~Cy) — %t %t
NC—(C,—Cy) — % 2=\ R'0-(C,—Cy) - B . (R) N-(C,—Cy) — K F= . R'(0) C(R")N-(C,—C,) — %t FE
R*(0),S(RYN=(C,=Co) = %E F&\ R°0O(0)C(RHN-(C,—Co) — % Fe. R N(0)CR)N-(C,~Co) — %%
5 R(0),5—(C,=C) — HEFE R'0(0),5-(C,—Co) = Bt (R),N(0),5-(C,=Co) — Kt dE . (R°0),(0)
P=(C,=Co) — B dk A FE R J7 I R BR L ORTE - (C,-Cy) — Bt 05 2 — (C,-Cy) — b dk 4R
5 - (C=Co) — Jedk, Hrh i J 38 I /S AR A5 B s Nk B0 R IR ZE AR Al 2L 2R
T EBRSL | (C=Cp) — Pt 18 — (C,=Cy) — HEFER'0L (R NLR*(0) ,S\R'0(0),S+ (R) ,N(0),S
FIR'0-(C,=Cy) — Je 2, HILAJWIR A n AN,

WO KRR AR (C—Co) — bt gk kX —(C=Co) — bt k. (C,=Cp) — BF o 2k
(C,—Cy) — BRI (C,—C) — BEHE - (0),S— R'0(0)C. (RD,N.R" (0)C(RYN B R (0),S(R)N,

R A (C=Cy)— Ht 55, HAE 25 Bl 000 F 8% s AN 1k B a0 F () 2% B ECAR = e 3%, 2
(C5~Co) = FRBEIE R (0) CL R (R'ON = ) C.R'0(0) C (R ,N(0) C.R*(0),S (R)N(0) CLR'0+ (R") N+
R'(0) C(R") N, R*(0),S (RN, R0 (0) C(R) N, (R),N(0) C (RN, R*(0) S+ R'0(0) ,S+ (R),N(0) S~
R'(0) C(R)N(0),S+R°0(0) C(R)HN(0),S AT (R),N(0)C(RHN(0),S, 5K

H (Co=Co) — FRGESE, AR A 0 T 4 s Nk B 4 R IS ETIUR s & (C,—Co) — Je 2k
AR — (C,=Co) — FEdE . (C4=Co) — HkeZE R'0(0) C Fl (R),N(0)C,

R A & A 2R, B2, (C-Co) -t ZE. 1 AR —(C,—Co) — &t 2. (C,—Co) — FF &t 2.
= (Ci=Co) — Mk Tk, (C=Cy) — FRbEdE — (C,=Cy) — Fidk . kAR — (C,=Co) — M Tk —(C—Co) — ¢
=L R'Y(0)C. R0(0)C. (R),N(0) Cy RP(0),S+ R'(0) C—(C,~Cy) — B 3 R'0(0) C-(C,—Cy) — B Fk .
(R"),N(0) C—(C,=Cg) — HEFE \R'0-(C,=C) — BiFE « (R ,N-(C,=Cy) — %t F5R*(0) ,.S—(C,—Cy) — % &,

R” A,

R A (C=Co)— Ht Fe. i AR —(C,=Cy)— it T\ (C,—Co)— M FE. i AR —(C,-Co) — Hi
(Cy=Cg) = BRIL AR —(Co—Co) — B2, Horp B /SN2 3% B # s A3 B a0 T 9 28 Y
R :R*(0), S« (R)N. R'0. R'(0)C. R'0(0)C. R'(0)CO. R°0(0) CO. R' (0) C(R")N. R*(0),S (R)N.
(Cy=Cg) — FRBEIE 24 07 Tk  FBR LA AL, o s e 32 S M P AN JE T 45 B s ik B R 1
FEAEUR « (C—Co) — Hidk iR - (C,=Cy) — Btk (C,—Cy) — FeFEM i 5, HIHL P AL
n AT, BE

R4 (C=Cp) — M2, o iz S8 AR R A UL T 8% s N IE B 0 F RIS T EUR - i 22
(C,=Co) — HEZEMT 4K - (C,—Cy) — St ik,

R AL (C=Cy) — ek AR — (C,—Co) — HEdE (Co—C,) — Mt (C,-Cy) — Heda it A
BRI AR L L 3R 20 2 A ek Bl AU L R,

7
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R* & (C,=Cy) — FEFER'0-(C,—Co) — Kt 3E R'CH, (C5-C) — BB 4R — (C,=Cy) — HEdE
R'O+ R' (H) N\ FR AR FEBREL . £ h I ik ol PP T

R'UHEL (CCo) — etk KX —(CCo) — HEFk . (C,=Co) — b Bk s X —(C,—Cy) — H1 5%
H (C=Cy) — Mipidt — (C—Co) — Stk (C—Co) — Ji kit —0-(C,=Cy) — Bk B fidk — (C,—Co) — %t
B —0-(C,—=C) — it FE 2R FE 2R FE —(C=Cp) — bt 2k 2% 05 56 2% 07 2k —(C—Cp) — bt Z&. A%
WEE AR BRI —(C=Cy) — ot . K 3 —0-(C,—Cy) — It F\ 2% U5 2 —0-(C,=Cy) — it 2\ 24 BA
55 —0-(C,=Cy) — bt 2, Horb i J5 $2 LU R P& B A% s AN IE B W 5928 B il 2
X 2. (C—Cy)— e 35, B AL —(C,—Cy) — %t 3. R°0(0) €. (R*),N(0)C. R°0. (R®) N, R*(0),S Al
R°0-(C,~Co) — Fidis, HH A ZIA LA A n MEEAREEHA,

R R (C=C) = Bt 3k &R —(C,=Co) = Kt T (Cy=Co) — PR e 3L, 51 AR - (C5-C) — PRt 5L
(C5=Cg) = H Ht F —(C,—Cy) — Jt FE (C,—Co) — Bt F& —0—(C,—Co) — Ht F& FF it 5 - (C,—Cp) — %
HE -0-(C,=Co)— bt Fk . R FE, 2R I —(C,—Co) — bt Fk\ 2% 77 FE\ J% 05 2 —(C,—Cp) — Jt T\ ¢
EE AR BRI - (C=Cy) — ot ik A% 2k —0-(C,—Cy) — ot FE\ 2% 5 2 —0-(C,=Cy) — it FE\ 24 Fh
5 —0-(C,=Cy) — bt 2&, Horb i J5 #2 LU R B & B Ak s ANI% B a0 59 2% B A 2
X 3y (C=Co)— it J. & 48 —(C,=Cy) — HE &, R°0(0) €. (R*),N(0)C\ R°0+ (R*),N R*(0),S
R°0-(C,~Co) — Fids, HH A ZIRFEA A n ANEEAREEHA,

R* ANE K (C,-Co) — HidE,

R* 2 (C—=Co) — ki,

R* NE K (C,-C,)— HidE,

RT N SBRAESE  OBEEIE . AR B (C,-Cp) — Ik,

n 4 0.18%2,

s k01,283,

tA0E 1,

3. BURIEESR 1 B 2 (1) 7 gk P I 22 22 2 Y I e s Pk 7 2 2 o PR e fe, L

Q4 Q1. Q2. Q3 B Q4,

N—N O— —
Iy O Iy
N\T)\ )\ w)\ RZ/LO)\
RX
Q1) (Q2) (Q3) (Q4)

X?ﬂﬁﬁ%\%ﬁﬁ%\&%\ﬁﬁﬁ SN Eﬁﬂﬂﬁ :ﬁkqﬂﬁ *%Lﬁfﬁ?ﬁﬁ%\:’i
22N Eﬁﬁﬁ%@f‘ﬁﬁ% Eﬁﬂﬂ%ﬁﬂﬁ ZdTéL;E%Eﬁﬁ Eﬁiéh;gélg Eﬁ%‘?&%Z‘ﬂﬁEﬁﬁ Eﬁ;m%ﬁﬂ% i
2R N i Tt A PP 2 P T I PR A

7 WA VR R P O BN A R AR SRR R P R A
BT RRER TR SRP R IR O R A AR PR SRR AR L
P Ff e i P ST T

WM BT,

R A I ZHEEOE AN,
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REVAEIN B AL e
R” AL

T

i

R NS 456 IE 2 s 2,

R A 3L, L5 IENFEak AL 3L,

tA0E1,

4. —FBREAEY), HA SRS RSN 20— E K 1 2 3 P E—I = (D
&Y.

5. BUFIELK 4 HIER A5, SHIFIMFIRE .

6. BURIEK 4805 bR A 54, Hin & 20—k B M e R AEEAED -
A% HUFR) S IR B B A R 2 AR R A AR )

7. BURIELR 6 HIR S 59, HA & — Pz 7).

8. BUAIESR 7 Wb B G, HoAL S PR TR BRI | 7 5 15 bt e i A B OB R M R

9. BUFE K 6 22 8 P E— I KIBR AL 54, HoAL ) — FPER

10. —FBva ANARE A A J7 %%, SLADES (m) R A AN REES R AR A0 A A BTt FH 4%
B D AR SR 123 AT (D MG ERR K 4 2 9 PAE—DER
HHEY.

11 BMZEER 1 2 3 P AE—IiE X (D KA eiib 2k 4 2 9 P E— I BR 54l
SV TP ABE Y%

12. BOFIELSR 11 i, Horp (D) Mk &9 H T-Biiaa AR ED H ARBZREY) .

13, BOFIESK 12 [ R ag, oo FRE A 2 e 2 R A o
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MRER - ( Iiaftr S % / it S5 ) - FHRERR

[0001] A% BHWG B R B3R IR R AR s, U8 R T e B R B 6 A FHAE A h 1 i
TR AFRIZ . (weed grass) [R5 B (KH AL .

[0002] WO 2011/035874 Al AJF T BABREEER N-(1, 2, 5- BE M -3- J& ) ZKAE
filg o S N=-( DY Mg 5 FE ) — FITN-( =M —5- 3L ) 2K I IR AT N=-( DU M -5 385 ) - FIN-( =
e —5— J5 ) JEBERGAE A o H550 20 T WM % ) FR I EP10174893, L HE A K B HA 5 B 4
e H S ABAEA R IR SE B H 2 BT AR A TF o R0, 1826 HH ki B S 40 & P B
WEPEEL /) A AR R A

[0003] AR B H 2Rt SIUA HOR A 194k & 904 B B A ol (0 Re ok 1R B v
&Y

[0004] 3 O & I I e\ B 0k P 2 ik 2K A k% (sulfinimidoylbenzamide) FiIH B I 22
K WEHEZ (sulfonimidoylbenzamide) F5AliE TVEAFRER. B, A% HERMET 2 (D) 1
T il T IV 2 5 5 P I g R Tl I O 2 i o PP I e B L

[0005]
R
0 X ”/
Q\N S\:(O)t
| R
R" (l),
4
W

[oo06] oA, FF 5 A AR XUWIF -
[0007]  Q AZE[] Q1. Q2. Q3 Bk Q4,
[0008]

s e -
N“N)\ Nﬁ\?)\ " \\ RZJ(L-) S
llz" R* RY

Q1) {Q2) (Q3) (Q4)

[0009] X JAHFE. gz B VBB L. (C,-C) — Bk AR — (C,—Cy) — fedt . (C,—Cy) — Kk
= (Co=Co) — itk s (Co=C) — I L BT A — (C=Co) — et (C,=Co) — Meds - 4R - (C=Co) - 3
Bt B (C=Co)— B M FE. B X —(C,-Cy) — B M . (C,=Co) — 34 &t 2k —(C,—Cy) — Ht JE
R = (Co=Co) — B2k — (C=Cy) — Kt (C;=Cy) — Bl Tk — (C,—C) — Fidk 1R — (C,=Cy) — M
B - (C—Cy) - % E.R(0)C. R"(R'ON = )C. R'0(0)C. (RY,N(0)C. R"(R'O)N(0)C. (R),N(RY
N(0)C. R'(0) C(R)N(0)C. R?0(0) C(RHN(0)C. (R"),N(0)C(RHN(0)C, R*(0),S(R)N(0)C,
R'0(0),S R)HN(0)C. (R),N(0),S(R")N(0)C. R'0. R (0) CO. R*(0),S0. R*0(0) CO. (R"),N(0)
CO. (R) N, R'(0) C(R)N. R*(0),S(R") N, R°0(0) C(R)N. (R"),N(0) C(R)N, R'0(0),S (R") N,
(R ,N(0),S RN, R*(0),S+ R'0(0),S. (R),N(0),S+ R'(0) C(R)N(0),S« R?0(0) C(R)N(0),S-

10
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(R ,N(0) C(RY)N(0),S+ (R°0), (0) PLR" (0) C~(C,~C) — %t 5 R'0(0) C—(C,~Cy) — K FE (RN ,N(0)
C—(C,=Cg) —HEHE (R'0) (R)N(0) C—(C,~Co) —HEHE (R) ,N(RDHN(0) € (C,~Cy) — %2 3E R (0) C(R')
N(0) C- (C,—Cy) — % 5. R20(0) C (RN (0) C- (C,—-Cy) — £ dk . (R ,N(0) C(RHN(0) C-(C,—Cy) — %t
B\ R (0),S RYN(0) C-(C,—=Co) — %t F\ R'0(0),S (RHN(0) C-(C,—Co) — %t FE (R)N(0),S (R
N(0)C-(C,=Co) = %t FE NC-(C,=Co)— Ft  FE R'0-(C,—Co) =~ Kt FE. R'(0) CO-(C,~Co) — ¢
FER(0),50-(C,=Co) — %t FE R0(0)CO-(C,~Co) ~ Kt F. (R)N(0)CO-(C~Co) — Kt T
(R ,N=(C,~Co) — %t F& R'(0) C(R)N-(C,=Cy) — %t ZE. R*(0),S(R)N-(C,~Cy) — %t % R°0(0)
CRHN-(C,-Co) - % FE. RHNO)CRYN-(C,—-Cy) - %& . R'0(0),S (R)N-(C,—Cy) - %
F RHNWO),SRYN-(C,~Cy) — Bt F. R*(0).S-(C,~Cp) -kt F. R'0(0),S-(C,—Cy) — %t %
(R"),N(0),S-(C,—C) — % dE R (0) C(R)N(0) ,S-(C,—C,) — %t K \R°0 (0) C (R N(0) ,S— (C,—C,) — ¢
H. RHNO)CRIN(),S-(C,—C) - e, (R°0),(0)P-(C,—Cy) — B Fh R I, JL 77 KL 44 3R
FEVIREE —(C=Cy) — Be 2 I 0 55 —(C=C) — B2 AR — (C=C) — BE 2, b P 42 2 1) 5
Ja N IEETS B s NIk B TSRS B AL x5 VU R L (C—Cp) — Bidk . 1
£ = (C,—Cy) - Fedk . (C,—C,) - HigedE. R'0(0)C. (R),N(0)C. R'O. (RN, R?(0),S. R'0(0),S.
(R),N(0),S 1 R0~ (C,~Cy) — Hides, HHAFUIRIEATA n MEEARIEH

[0010] 7 & A R VIS B (C—Cy) — Pk MK — (C,=Cy) — St 2 (C,—Co) — #i
Hay AR —(CC) — M FEL (C-Cp) — B JE 1 AR - (C=Cy) — B FEL (Co=Co) — B bt Fk. 14
R = (Cy=Cy) — BRBE2E | (Co—Cy) — BB E IR — (C,=Cy) — M T | (C4—Cy) — FRJedE — (C=C) — bt
HE A (C4=Cp) — FBE Ik — (C,=C) — Bk« (C3—Cg) — BRI E — (C,—Co) — e 2k« X — (C,—=Cy) — Fh
L —(C,—C.) — BEEE R (0) C. R (R'ON = ) C. R'0(0) C. (R),N(0)C. R (R'O)N(0)C. (R") ,N(RY
N(0)C. R'(0) C(R)N(0)C. R*0(0) C(R)N(0)C. (RY),N(0)C(R)N(0)C. R*(0),S (R)N(0)C.
R'0(0),S(R)HN(0)C. (R"),N(0),S(RYN(0)C. R'O. R'(0) CO. R*(0),S0. R*0(0) CO. (R"),N(0)
CO. (RN R'(0) C(R') N, R*(0),S (RN, R°0(0) C(R) N+ (R"),N(0) C(R) N, R'0(0),S (R)N,
(R"),N(0),S (RN, R*(0),S+ R'0(0),S. (R"),N(0),S. R"(0) C(R")N(0),S. R*0(0) C (R")YN(0),S-.
(R"),N(0) C(RY)N(0),S+ (R°0), (0) PLR" (0) C-(C,~Cy) = %¢ = R'0(0) C- (C,—Cy) — HtFE (RY) ,N(0)
C=(C,=Cg) —HEHE (R'0) (R)N(0) C-(C,~Cg) —HEHE (R) ,N(RDHN(0) € (C,~Cy) —HEFE R (0) C(R')
N(0) C-(C,—Cg) — % F. R*0(0) C (RN (0) C- (C,~Cy) — K3k (R ,N(0) C(RHYN(0) C-(C,—Cy) — %t
F. R(0),SRYN(0) C-(C,~Cy) — %t F=\ R'0(0),S(RYN(0) C-(C,—Cy) — %t F. R)N(0),SRY
N(0)C-(C,=Cy)— . FaNC-(C,~Co)— %t  F&.R'O-(C—Co)— k&  F. R'(0)CO-(C,~Cy) — Kt
F. R (0),50-(C,—Cy)— k. FE. R°0(0)CO-(C,—Cy) - %t F:. R),N(0)CO-(C,-Cy) - %t Fk.
(RY) ,N=(C,=Co) — %t FE. R (0) C(R)N-(C,~Cy) ~ % F. R?(0),S R)N-(C,~Cy) ~ % % R°0(0)
CRON-(C,-Cy) - %t HE. RHNO)CRHN-(C,-Cy) - %& . R'0(0),S R)N-(C,~Cy) - %
F RHNO),SRIN-(C,~C) — k& F=. R*(0).S-(C,~Cy— k& F. R'0(0),S-(C,—Cy)— %t %
(R )N (0) ,5—(C,—Cy) — %4 R (0) C (RN (0) ,5—(C,—C,) — ki F: \R°0(0) C(R')N(0) ,S—(C,—C,) — %5t
. RDN()CRIN(0),S-(C,=Co) = HEFE (R°0),(0)P-(C,—Co) — ot i 2R HE . F% 05 2. I 3R
HhV R I - (C=Cy) — B 2E A 07 5 — (C=Co) — e Tk AR I IE — (C-Cy) — S i, Horp 42 K i i
Ja /SN EERTS B s NIk B A0 S BRI g 2R VU UL L (C—Cp) — Bidik | b
- (C,—Cy) - FedE . (C—Cy)— ke, R'0(0)C. (RH,N(0)C. R'O. (RY),N, R*(0),S. R'0(0) S+
(R),N(0) ,S Fl R'0-(C,=Cy) — ik, Hrh A A A n NEAREEAT

11
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[0011] WO S g2 AHZE AR U AR L (C=Co) — Fedik g AR — (C,—Co) — Fidk. (C,-Co) — M
AR —(CC) — M FEL (C-Cp) — B HE i AR - (C=Cp) — B FE (C=C) - B bt
R = (Cy=Co) = T FEt FE (C,—=Co) — it AL K b7 AR —(C,=Cy) — e 2L 2 (C,=Cy) — %t 2k - (0) S
(C,=Cg) — pAREEEE - (0),S—+ (C=Cy) — BEdAE —(C,-C,) - fidk. (C—Cp) — btk - (C,-C) -
R (R (0) CL R (R'ON = ) C. R'0(0) C. (R),N.R'(0) C(R)HN B R*(0),S (RDN,

[0012] R (C,—Cy) — HEdE (C,—Co) — MFEBL (C,—Co) — HREE, Ho B ok s Nk B U F %A
HUAR A 26 i 3%V FUAE VBB E . (C5-Co) — FRKEIE L RT(0) CL R (R'ON = ) C. R'0(0) C\ (R")N(0)
C. R"(R'O)N(0)C. R*(0),S(R)HN(0)C. R'0(0),S (RHN(0)C. (RY),N(0),S (R)N(0)C. R'S(0)C.
R'0. R' (0) CO~ R*(0),S0 R°0(0) CO. (R"),N(0)CO. (R),N. R'OR)NL R (0) C(RY)NL R*(0),S (RY)
N. R°0(0) C(R)N. (R"),N(0)C(R")N. R'0(0),S(R)N. (R"),N(0),S(R")N. R*(0),S. R'C(0)S.
R'0(0),S+ (RY),N(0),S+ R (0) C(R)N(0),S+ R*0(0) C(RHN(0),S+ (R),N(0)C(RHIN(0),S F
(R°0), (0) P, Bk

[0013] 4 (C,=Co)— ¥ Ht . (Co=Co) — B M Fk\ 28 b, 28 JE —(C-Cy) — ot FE\ F% U5 2.
A 75 Hk —(C—Co)— bt T 2% BF E, 2% 3R JE —(C,—Cp) — it FE & Fk —0-(C,—Cy) — Ft . 7%
75 FE —0-(C=Co) — bt FE A% BR FE -0-(C,=Cp) — Ht FE 2K & -NR) - (C,—Co)— it F&\ A% JF
B -NRD - (C,=Co) — Fr FE JR IR EE -N(R) —(C,=Cp) — Bt 5 2R FE =S (0),— (C,—Cy) — bEFE I
5 =5(0) ;= (C,=Cy) — FEFE B ILIFFE -S(0) ,— (C,—Co) — Fidk, Hoo% BAEFRAR 4 s A4~ 1k H 4
TR A S RIS B S (C—Cy) — FidE iR — (C—Cy) — St dE (C—Cy) — 2
e FECR'(0)CLR'(R'ON = )C.R'0O(0)C. (RHN(0)C, R'(R'O)N(0)C. R*(0),S(R)N(0)C.
R'0(0),S RHN(0)C. (R"),N(0),S(R)HN(0)C, R'S(0)C. RO, R'(0) CO. R*(0),S0. R*0(0) CO.
(R"),N(0)CO. (R),N. R'O(R)N, R'(0) C(R)N. R*(0),S R)N, R°0(0) C(R)N. (R),N(0)C(RY)
N, R'0(0),S R)N. (R"),N(0),S (RN, R*(0),S+ R'C(0) S+ R'0(0),S+ (R"),N(0),S. R' (0) C(R")
N(0),S+R0(0) C(RHN(0),S+ (RN ,N(0) C(RHN(0),S. (R°0), (0)P Fl R'O-(C,~C,) — fridk, HorpZu
WA n NEACEEAL

[0014]  R* A& AL B3R VIR (C,-Co) — fedik g AR - (C,=Co) — Bt gk (C5-Cp) — Kk
£ = (C3=Co) — Midk (C,—Cy) — HRIE L X — (C;—Cy) — BRI (C,—Cy) — FRLESE L XX — (C,—Cy) — Fh
Bt 3 (C=Co) — H e 2 — (C,—Co) — 7 2+ 7 AR —(C5=C) — B 4t 5 —(C,=Cy) — HE 2. R (0) C
R*0(0) C. (R"),N(0) C.R*S(0) C. (R),N(S)C R (R'O)N(0) C.R*(0),S(R"YN(0) C. (R),N(0),S (R
N(0)C. R'O. (RN, R*(0),S+ (R?),Si—(C,~Cy)~ %E %= —(0),S+ R'0(0),S. (R),N(0),S. R'(0)
C(R)N(0),S. R?0(0) C(R)HN(0),S+ (RY),N(0) C(RYN(0),S+ R*(0),S(RYN(0),S+ (R°0),(0) P,
(R*),Si. R (0) C—(C,—Cy) — & F=. R'0(0) C—(C,—Cy) — %£ F=. (RH,N(0)C-(C,—C,) - %E &=, (R'0)
(RON(0) C-(C,~Cg) — HEHE R (0) ,S (RHN(0) C- (C,~Cy) — %2 R'0(0) ,S (RN (0) C-(C,~C,) — Ft
. RDN(0),SRYN(0) C-(C,=Co) = FE FE. R'O-(C,=Co)— Kt FE. R'(0) CO-(C,=Co) — Ht
5L R°(0),50-(C,—=C)— HE  FE. R0(0)CO-(C,=C)— Kt &+ (RDN(0)CO-(C,=Co) = B s
(R) ,N=(C,=Co) = %t FE. R (0) C(R)N-(C,~Cy) — %t F. R*(0),S R)N-(C,~Cy) — % % R°0(0)
CRON=(C,—=Co)— HE  Z. RD,NO)CRIN-(C,=Co) - %t F R'0(0),S RON-(C,~Co) — #t
F RHNO),SRIN-(C,—C) — Bt F. R*(0) . S-(C,~Cy)— k& FE. R'0(0),S-(C,—Cy) — %t %=
(R") ,)N(0) ,5—(C,~Co) — %t 2 R (0) C (R')N(0) ,S— (C,~Co) — %t 2 R0 (0) C (R N(0) ,5— (C,~C,) —Ht
F5\ (R),N(0) C(RHN(0) ,5-(C,=C) — HEHE (R°0), (0) P-(C,—Cy) — Kt dE« (R) ,Si-(C,—C) — Fid,
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"
[0015] iy KL, % % b A IR S K 3L - (C—C) — Be Fk . A4 5 JE —(C,—Cy) — ot & Bk A% 3
5k —(C=Co) — Je ik, H A BRI 4 s ik B 4 B L U S g U2 JU
B\ (C=Co) — Btk AR — (C,=Cp) — Bk (C,=Co) — Mt R'0(0) Cy (R),N(0) C RO, (RN,
R*(0),S<R'0(0),S+ (R),N(0),S # R'0-(C,~C,) — ke, HILA A IEAT A n MR
[0016]  R” AZ. (C,=Co) — Fidk iR —(C,—Co) — FiE (C,=Co) — Mhdk . iR — (C,—Cy) — Mk
(C,=Co) = BRIE L XX — (Co=Co) — BRFE L (C—Co) — B gk i fR - (C,—Cp) — Bk dE. (C,—Cp) - ¥F
Bt 5 —(C=Co) = it FE 1 AR —(C=C) = K HE L —(C,=Co) — Ht FE R (0) C-(C,~Cy) — %t FE
R'0(0) C-(C,~Cy) — %t FE. (R)N(0)C-(C,=Co) — %t FE\ NC-(C,=Co) — it FE. R'0-(C,~Co) —
F . R'(0)CO-(C,=Cy) — HE F= RP(0),50-(C,=Co) — Kt Fe. (R N-(C,—Co) - K¢ . R'(0)C(R)
N=(C,~Cy) — %5t 3E R*(0) ,S (R N=(C,~C) — HiFk . R (0) ,.S—(C,=C¢) — HEFE . R'0(0) ,S— (C,~Cy) — ¢
. (RD,N(0),S-(C,~Cy) — %t %=\ R'(0)C. R'O(0)C. (R),N(0)Cy R'OL (RY),NL R°0(0) C(R)N,
(R),N(0) C(R)NLR*(0),S, Bk

[0017] AWk, HAERER S OL T4 s A1k B a0 S B HUR - F2E, 238 AU VAl 2
AR R AR

[0018]  R* Ay (C,=Co)— Kt FE Wi X —(C,=Co) — B FE (C,=Cy) — i FE 11 R — (C,=Cy) — 45 2
(C,=Co) — FLFE L K — (C;=Cg) — BRI, Hor IR /SN B s N1k B W T 128 FIHUAR
ifZE HFE . (RY),Sis (R°0),(0)PL R*(0),S. (RN, R'0L R'(0) C. R'0(0) C. R (0) CO. R*0(0) CO.
R'(0) C(RDNR?(0),S (RN (C4—C) — FRGEIE A% 0 3 AR TR NI, T e B i) s Js PO A
FERIHE s ik B H ISR EUR < (C—-Cy) — e dk iR - (C=Co) — Bk (C,—Cy) — FEi Ik b
R = (C,=Co) = FEAaUSEM i 22, H P AR AL A n NMEAREE T, 5.

[0019]  R*N (C,-C.)— BBk 24 75 Jk 23R 3L gl ok 3, Hooh Bk DY AN FE 4% B 4l s A
I H AR R R s B IR IR (CCy) — FEd . KR —(C,—Cy) — St (C—Cp) — Fh
Ft FE . (C—Co) — Ft 2 —S(0) v (C,—Co) — it 5 FE . B AR —(C,—Cy) — ot 5 2 T (C,—Cy) — %t 4
5 —(C,—C) - ke ki,

[0020]  R* A& (C,—Cy) — HEdh IR —(C,=C) — Btk (C,-Co) — Mk KifR — (C,~Co) — # St
(C,=Cg) = I L R — (C4—Co) — JFE . (C,=Cp) — Bk (C,—Cy) — S iR — (C,—Cy) — JE 5
I, (C,Cy) — MR L. (C,—Cy) — WA FUE HEE . i EE (methyl sulfenyl) . FP 35V T
Fe | FFEERIE L OB IR R I R PRI R S AR AR ORI FEIRE R LA
RIS AL K RS | AL R FE IR L R LRI i R /I 'SR L AR
FERRAE IR I A I, 5.

[0021] %05 0k ZR R E B R 2E, % A Ak s Mk BT SR EUAR - (C—Co) — Ji it X
R = (C,=Co) — Je gk (C,=Cy) — BTk ifX — (C,—Cy) — el M % 22, HH A 2L n A
USR],

[0022]  R*AEL. (C,—Co) —HE2E \R'0- (C,=Cy) — 3 \R'CH, (C;-Cp) — BRI . iR - (C,—Cy) — 5t
B\ (CCo) — g AR — (C,Cy) — MidE . (CCg) — FRIE AR — (C;-Cy) — HFER'OVR ()N,
AR AL | LA IE L LRI IR S T AR | WAL O L I L AR
L e N B L

[0023] AR5 Ak IR R IR EORSE, A B AR s I8 B A0 SR EUAR < b R AR SE
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TAE (C=Cy) —edk g R - (C,—Co) — Kk | (C,=Co) — ik (C=Cp) — 5 —S (0) ,+ (C,—=Co) — %
I KR - (C—Cy) — e A (C—Co) — Fidel s — (C,—C)) — bk, Horp A LA n AR
A,

[0024]  R' & (C,—=Co) — %edk iR — (C,—=Co) — Bk (C,=Co) — ik IR — (C,—C) — HAdE
(C,=Cg) — I L AR — (C5—Co) — HRZE (C;—Co) — B ZE (C,—Cy) — BRI S iR — (C,—Cy) — Hh
Fav (C4Co) — B2k — (C=Cy) — St dE (C,=Cy) — St dk —0-(C,—Cy) — FrdE IR HEEE — (C,—Cp) — b2
B —0-(C,—=Co) — bt FE 2R FE 2R Ik —(C=Cp) — bt Zk. 2% 5 56 2% 07 2k —(C=Cp) — bt 2. 7%
EE AR BRI - (C=Cy) — ot i K 3 —0-(C,—Co) — It 2\ 2% 5 2 —0-(C,=Cy) — it 2\ 24 BR
FE —0-(C,=Cy) — HE FE 2K FE -N(R®) —(C,=Cy) — Bt FE A% 5 5& -N(R)) - (C,=Co) — it T % I
B -NR’) = (C,=Cy) = Bt 2 ZK 5L =S (0),—(C,=C) — Kt 3 £% 75 5L -S(0),—(C,=Co) — Kt FE+ 24 3R
%= -S(0),,— (C,—Cy) — Fr e, Horp prde s+ A& B s ANk B W B i EEFIEUR -
35 2R HIE RS . (CCo) — B gt X AR — (C,—Co) — K dE . (C,—Co) — FRgEdE. R°0(0)Cy
(R*),N(0) C. R°0. (R*) ,N.R*(0),S.R°0(0),S. (R®) ,N(0),S Fl R°0-(C,—C,) — kL, Hrp JuPpLay
A n NMEAGEH],

[0025]  R* iy (C,=Co) — FE Ik i R —(C,=Co) — Bt &\ (C,Co) — M FE I AR — (C,=Cy) — i
(C,=Cg) = L L (14K — (C4—=Co) — RIE . (C;=Cy) — FREZE (C,—Cy) — BRI IE iR — (C,—Cy) — HbE
Fay (C=Co) — BB SE — (C—Cy) — St dE (C—Cy) — St gk —0-(C,—Cy) — FETE PR et — (C,—Co) — %
5 —0-(C,=Co) — bt FE 2R FE, R I —(C=Cp) — fr 2. 2% 05 HE J% 057 2k —(C-Cp) — bE ZE 2%
EE A IR 2 —(C=Cy) — ot B K 2L —0-(C,=Co) — ot 2. 2% 75 25 —0-(C=Cy) — it 2. 24 BA
B —0-(C,=Cy) — HE F= 2K -NR) —(C,=Cp) — Bt FE A% 77 5 -N(R) - (C,—Co) — it 2. 2% 3
B -NR’) —(C=Cy) — Ft 2 2K HE -S(0),—(C,=C) — Kt 2 4% 75 5 -S(0),—(C,=Cy) — St FE\ A4 3
55 =S(0) = (C,=Cy) — bt dk, Horp prde K idsefa + A JE & B4 s ANk B R 55 1 EUR -
B2k 38 IS U 2L . (C=C) — Bk 4R - (C,=Cy) — HEdE (C,—Co) — gk, R°0(0) C,
(R*),N(0) C. R°0. (R®) N.R*(0),S.R*0(0),S. (R*),N(0),S FI R°0- (C,~C,) — fidik, Horp ZeBRHEA7
A n PNEAEEH],

[0026] R’ 4 & (C,—Cy)— %% Fh. B 18 —(C—Cy) — %t F. (C,-Cy) - #i F. (C,-Cy) — F F=.
(C5=Cg) — FRBESE (C;—Cy) — e dE — (C,—Cy) — JFE BRI,

[0027]  R*Jy (C,~Co) — i AR — (C,=Cy) — Kt Fk + (C,~Co) — MiZ « (C,=Cy) — BRI (C,~Co) — ¥R
Fidk (C—Co) — Mttt — (C,—Co) — Bk BliR 2L,

[0028] R A& (C,~C,) - HEsE,

[0029] R° 4 (C,—C,) - ki,

[0030] R" N BRI 2R HE . N- 3L B EE R P ERE IE R P BE R FE . N- LR
AR 2 A AR TR IE . QAR R PRI L AR SR Wk JEE 2 g bR e 2 L — 3L
FEPRFEL VR IR IR RS IREL IR IR L (C,-Cy) — FRESE, Bk

[0031] 245 kBl IE, L& B s NG B a0 R I R - 3k 456 R AUSE =5
B S I

[0032] n A 0.13%2,

[0033] s A 0.1.2 8K 3,

[0034] t HO0EL 1,

pal

14



CON 104125949 A OB B 6/221 T

[o035]  7E T g i (1) AT A, HA WA DL EBR IR 7 B be 5 258 A1 ] LU B B
BSCREN . BB EE AU W I L3 IE NI NS IE T 3 T AR BT e 2- T
BRI CREWMIECRE. FOEEM 13- R THE . B0, 534, i, FN . 1- F
FEN -2 M —1-AE.2- AR —2- M -1- A6 T 2- M -1 R T 3 - F - 3R
T3 -1 AL TR T 208 -1 e BRI D, B, B R T -2 e —1-
T3 -1 FE - AT 3 -1 JE . FERFMME LR, 2 AT DAL T AR A (AT
BALE « MBI A = 2 AN R T AR R R, B0, BRPT3E IR T 5L BRI B
T2k U, G BA = 275 MM R T B IG 25, U, RN A 25 R T S BR
P ANER Ol 2k, oA XUBERT LA, TR B

[0036] i35 A R SR IR B

[0037]  ZRERFEENEA 3 & 6 AFRIE TR 3 2 MR sl 58 4 AN R R IR L ], Hdp
1 2 AR T8 B4 BRI, BHE T LU A S 2R R G o JRERTE A, 9 T, WIRIE 225 L itk
Wt I | DU 2 . 2RI ZE R4 24308 T ek (oxetanyl) o

[0038]  Z5FEAEH 3 2 6 NIMRF IO EMRIEE], Kb 1 2 4 MRk B4R
A, HHIEW 5348 528 005 o 205 5500, 91 4, 8 R KM —2— J DR Agg 86 R R 2k | S
M | S W A | AL IEE IR R L W W R | A R S L ML W 5 L N S A I | IR A L | b g | b e
FEMEMYEL 1, 2,3- MR 1, 2,4 MREE 1,2, 5 MBI 1,3, 4- TMRIE 1, 2, 4- = meEE
1,2, 3= =ML 1, 2,5- =MEFE 1, 3, 4- = MEFE 1, 2, 4- MRS 1, 2, 4- BETRRE (1 3, 4 IE
TR, 2, 3 WE WL 1, 2, 5 ME ML 2H-1, 2, 3, 4- PUMESE 1H-1, 2, 3, 4— DU Mk
1,2,3,4- =M3E 1,2,3,5- =MeEE 1, 2,3, 4- BE =ML 1, 2, 3, 5 ME—=MEL,

[0030] SR —ANAE B 2 AR BB, X R R ANk B — A~ B 2 A AH [R5 AS [ () T 32
SRR TE A AR o X BHE A T AR B R FC R IMA R AL, A E,
AN T CL AN B AE bR AR AR ) 254 S A2 AN TR 8 AL A W) HEBR AE AR LK KT [ A1
[0040]  ARPFEACTEE A FOAERE 77 20, 3 (D) A Y mT V5 N AR SR ARAEAE . B4,
RAFAE— DB A A XA B S5 1, WIAT 78 H AT i e A A RN A ik Fe ) i . 42 ]
SO)n P n A LI O ), LIRS AR i . 546, WIKE % (sulfoximino) Fif V.
f (sulfilimino) HBRJR T2 F MO0 SEARS A PR AR H) & o FE A AT IR A 18
S R 23 8 T A AN T L 3 B P BRARAS . I WA DA MR AR Aa ) R/ B
T ST ARIE B R N R M A S AR R AR . AR B EE  (T) Prigdss FEE A 7~
B AR ARG A AR AR, RIIREY) . AR Ko (1) Pk g ME AR B Ak
FE T E/Z eiifk, RILREGY .

[0041] =X (1) WALEWIREETE el . Pl AEmAE H T AR IR 7 (D B’k s
YT R, B, AE R BRSO o A 38 BB A, AU, G0 = e B Rk WRAE SXE
WE , DL A 4 B B - & SR A AR A TR R Eh R R = 5, U R A A AL B A S AL B
T R A Tk PR B RN ok BR S B AT B B VB o X 8 R S IR M S Ak b 538 1 FH 8 AR 4k
AW, a4 e, JUIH R B R B e A R R A Eh A £, Bk 2, 5 VUK
shEl =g, W BA = INRRRTR™]T FHES 1 26, Hoh RVRER™ I R™ % A R s
WIFEH], JCH R e 7 5L S ek ali e B 75 3 . A @IS A i dE4i i (methyl sulfonium)
Fe R AL A 28 (alkylsulfoxonium), i (C,—C)— = ke R A (C,-C) - = ke R E AL
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ho

[0042] i@t 560 K AHLER BCA HLER 7E A E R A AR TE s e, =X (D itk &9 Rete e
R ER ETJ&S%ME&)W'J 41 HC1 \HBr\H,S0,H,P0, B HNO,, sl iT il A HLIR A il 4n = i in iR« &
BTN R HLIR  FLIR BOK M IR, BRI IR A X AR 2R 2R T 1R i i ek 265 1 4 49 a2 2 L e i 2
S TR WRWE S IR ER B e . FEIX PG LT, Bh A A BRI AL HE A R B B
[0043] ik F () Kitb&4, Hrp

[0044]  Q JMZE[] Q1. Q2. Q3 Bk Q4,

[0045]
N—N O—
/ VR /
N\N>\ ) S \R\
l
Q1) (Q2) (Q3) (Q4)

[0046] X 4 fif 2k, 07 Z=\ B ZE. (C,-Co)— Bt FE. B AR —(C,=Co) - HE ZE. (C,-Co) — I &
(C,=C) = BRIE | (Cy=Cy) — FRBESE L ;4R — (Cy=Cy) — BRBEZE | (Cy=Cy) — FRESE — (C—=Cy) — Sidik B4
R = (C,~Cy) — BRESRE - (C,—Cy) — £t FE R (0) C.R' (R'ON = ) C.R'0(0) C. (R) ,N(0) C.R'0. (R") N,
R'(0) C(R)N. R*(0),S (RHN.L R0 (0) C(R)N. (R),N(0) C(R)N, R*(0),S+R'0(0),S. (R"),N(0),S.
(R°0), (0) P+ R'(0) C—(C,~Cy) — %t &+ R'0(0) C—(C,=Cy) — %t T (R)N(0)C-(C,=Cy) — Ht ZE.
NC—(C,=Co) = 5t 2 R'0-(C,=Co) — HE . (R) ,N-(C,=Co) — %t F R'(0) C(R) N=(C,~C,) — e 2
R*(0),S RON=(C,=Co) — it 2. R0(0) C(RON-(C,=Co) — %% % (RY) N (0) C(RON=(C,=Cy) — %t
Foy RE(0),5-(C,=Co) = FEk RI0(0),5-(C,=Co) — FEFE (RD,N(0),5-(C,=Co) — it dE (R'0),(0)
P=(C,=Co) — Je ik AT  F 05 Fk L A AL L Ak - (C=C) — B dk 05 2k - (C,=C) — BE ik 240
5k = (C,=Cy) — pedik, Horp a4 S /NN FEFT & B s ANk B W R R ZEFTHUR A2k 3R
FIEFUBRSE | (C=Cy) — Bt K48 — (C,=Cy) — HEFER'OL (R NLR®(0) ,S\R'0(0),S (R) ,N(0),S
FTR'0-(C,—Cy) — Jedt, HHAJLIAILANE n NMEAREEH,

[0047]  Z A& A FE. X T IE (C—Co) — BE gk AR —(C,—Cy) — FE I (C,=Co) — M Fk
(C,=Cg) — I | (Cy=Cy) — BTk« xR — (C4—Co) — Bt (C4—Cy) — FbEdk — (C,—Cy) — BidE
R = (C,=Cy) — BRBERE - (C,—Cy) — £ FE R (0) C.R' (R'ON = ) C.R'0(0) C. (R") ,N(0) C.R'0. (R") N,
R'(0) C(R")N. R*(0),S (R)NL R0 (0) C(R") N, (R),N(0) C(R)N. R*(0),S- R'0(0),S+ (R),N(0),S-~
(R°0), (0) P+ R'(0) C—(C,~Cy) — it F& R'0(0)C—(C,—Co) — ¢ FE. (R)N(0) C-(C,—Cy) — Ht ZE.
NC—(C,—Cy) — % 2. R'0-(C,—Cy) - fE . (R) N-(C,—Cy) — % F= . R (0) C(RY)N-(C,—C,) — %t FE
R*(0),S (RN N-(C,—Cy) - %% F=. RP0(0)C(RY)N-(C,~Cy) - %% Fa. ®RHN()CRYN-(C,-Cy) - %%
R (0) .S-(C,—Cy) — %EFE . R'0(0),5—(C,—Cp) — ki dE. RY),N(0),S-(C,—Cp) - kidE. (R°0),(0)
P=(C,=Co) — B dk A FE R D7 I R BRAE  ORTE - (C,-Cy) — Bt 05 2 — (C,-Cp) — b dk  J4 R
5 —(C=Cy) — Jedk, Ho i Ja $8 RN AR5 B s ANk Ban R R ZE BB AFZE . K2
FAEVHIE L (C=Cy) — BedE KR — (C,=Cg) — HEFER'0L (R) ,NVR?(0) ,S\R'0(0) ,S+ (R) ,N(0),S
FIR'0-(C,=Cy) — ke d, HILA I I A n AN,

[0048] W & I & VA IE JFE . (C,—Co) — Fidk. i fR —(C,—Cp) — Fi . (C—Cp) — Bk,
(C,—Cy) — BRI (C,—Cy) — BEHE - (0),S— R'0(0)C. (RD,N.R" (0)C(RYN B R (0) ,S(R)N,
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[0049] Ry (C,=Co)— fe ik, HAE &Ml oL T 9% s A1k B 40 F 5928 AR - 0 & JU2E
(C5=Cg) = FRBEEE R (0) CLR' (R'ON = ) CLR'0(0) C+ (R ,N(0) C.R*(0),S (R)N(0) CLR'0+ (R)) N+
R'(0) C(R)N. R*(0),S (R)NL R0 (0) C(R)N. (R),N(0) C(R)N, R*(0),S+R'0(0),S+ (R"),N(0),S.
R'(0) C(R)N(0),S+R°0(0) C(R)HN(0),S AT (R"),N(0)C(RHN(0),S, 5K

[0050] Ay (Cy=Cy)— Bt &k, HoAE & 5 00 T 4 s A28 B 1 T i 55 A BOAR : 1 ER
(C;=Co) = Btk AR — (C,=Co) = HEHE (C3-Co) — FRBEIE L R'0(0)C FI (R),N(0)C,

[0051] R 24 &l A6 U2k (C,—Co) — bt Fk\ i 4R —(C,=Co) — FE ZE. (C,—Cy) — FF e 2k
= (Ci=Co) - M Tk, (C—=Cy) — FRbEdE — (C,—Cp) — Fidk . kAR — (C,=Co) — M Tk —(C,—Co) — ¢
FLR'(0)C. R°0(0)C. (R),N(0)C. R*(0),S. R'(0) C-(C,~Cy) — K I R'0(0) C-(C,—Cy) — %t Ik
(R"),N(0) C—(C,=Cg) — HEFE \R'0-(C,=C) — FiFE « (R ,N-(C,—Cy) — %t F5R* (0) ,.S—(C,—Cy) — %t &,
[0052] R” NA,

[0053]  R* 24 (C,=Cg)— Kt Fk i X — (C,=Cy) — FE 2k (C,=Cy) — I FE b1 X — (C,=Cy) — 45 T
(Cy=Cg) = BRIL | AR —(Co—Co) — B2, Horp B /SN2 3% B # s A3k B a0 T 9 28 Y
R :R*(0),S. (R)N. R'0. R'(0)C. R'0(0)C. R'(0)CO. R°0(0) CO. R' (0) C(R")N. R*(0),S (R)N.
(Cy=Cg) — FRBEIE 24 U5 Tk  FBRFL AL, o s e 32 S R DU AN JE T 45 B s ik B R 1
FEAEUR « (C—Co) — Hidk iR - (C,=Cy) — Bidk . (C,—Cy) — He M i3, HIHL P AL
n AT, B

[0054]  R'4 (C,=C,)— HMpeds, Hor i S E BRI UL N4 s AN B F RIS U < b
2 (C=Cy) — FEFEA AR - (C,=Cy) — Fidik,

[0055]  R" &L, (C,=Co) — btk KifX — (C,—Cp) — Frdk. (Co—Cp) — Bt (C,-Cp) — frélsE
A FEERE R R AR AR RERPEETE,

[0056]  R*AE. (C,=Cg) —HEFE \R'0- (C,=Co) — it IE \R'CH, (C,=Cp) = FRJEIE L iR — (C,—~Cy) — 5t
JELVR'OV R (H) NS RIS FRIE | £ WAk 20 I ol PP R A e 4

[0057]1  R' &, (C,=Cy) — Kedk iR — (C,=Cg) — HEdE (C5—Co) — B AR — (C5-C) — Fibt
Ay (C=Co) — Bt —(C=Cp) — Se ik (C,=Cy) — Je ik —0-(C,=Cy) — btk Bibedk — (C,—Cp) — bt
5 —0-(C,=Cy) — bt FE 2R FE, 2R Ik —(C=Cp) — bt 2k 2% 05 56 2% 07 2k —(C=Cp) — bt ZE. A%
WEE AR BRI —(C=Cy) — ot i A8 3 —0-(C,—Cy) — It F\ 2% 75 2 —0-(C,-Cy) — it F\ 24 BF
5 —0-(C,=Cy) — pe 2k, Horb i J5 $2 LU R B & B Ak s ANI% B W E 59 2% B <A 2
. (C—Co)— B . AL —(C—Cy) - %% &=L R°0(0)C. (R),N(0)C. R0, (R*),N, R*(0) S FlI
R°0-(C,~Co) — Fids, HH A ZIR T A n PEEAREEH,

[0058]  R* A (C,=Co)— R dE. AR —(C,=Co) — Fi . (CCo) — Mbedk. 4R - (C,-Co) — H kit
Hy (CCo) — B2k —(C=Cy) — St 2k (C,=Cy) — Hedk —0- (C,=Cy) — Fidk B BEIE — (C,—Cp) — bt
HE-0-(C,=Co) — bt FE 2 FE, R Ik —(C=Cp) — e 2. 2% 05 55 J% 057 2k - (C=Cp) — be 2. 2%
AR AR BRI - (C=Cy) — ot ik A% 2k —0-(C,—Cy) — ot FE\ 2% 75 2 —0-(C,-Cy) — it FE\ 24 Fh
5 —0-(C,=Cy) — bt 2, Horb i Ja $& LU R B & B Ak s AN I% B T 59 2% B <A 2
v (CCo)— kit B, i AR - (C=Co) — HE FE. R°0(0) . (R°),N(0)C, R°0. (R®) N, R*(0),S #I
R°0-(C,~Cy) — Fids, HH A ZIR A n ANEAREHA,

[0059] R’ A&EEL (C,—Co) - HEkE,

[0060] R4y (C,~Cy)— Kk,
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[0061]  R* A&k (C,-C,) - ki,

[0062] R" Ky LB IE . AW IE A FE AR (C,-Cy) — FRKESE,
[0063] n 4 0.18K 2,

[0064] s 0.1.2 8 3,

[0065] t 4 08k 1,

[oo66]  FEHILIEUTTF A (1) K&, Hr

[0067]  Q JMZE[] Q1. Q2. Q3 5k Q4,

[0068]
7\ F ) 7\ N
N\IT])\ N W)\ RZ/(O)\
RX
(Q1) (Q2) (Q3) (Q4)

[0069] X WA Xz I LV IENE RN S RPE. R PR " Zm T E,
TR PR SR PR R O B NI IR NS AR L SR R PR
MRS A A T A EF R FEECE FEECHEFE FMAEF
J PP S I e O P S B R S e O R

[0070] 7 WM& AHE FIE KR TR ORI ERNE  FNE R PR . ZEFE. —R"
B AR PR A TR LR OE - ER RN AN FEE. OHE T,
AR 25 S it P s e P S T P 3

[0071] W h & RE R,

[0072] R 4 4L, ZFEBUENZE,

[0073] R’ M&FIEEK =5 LW,

[0074] R” NA,

[0075] R* AR ZFEERIE A —2- M -1- B FEELE . O8I S FEIL LA
= AT N

[0076] R 4 FJE. 25 IENSE . AEia i,

[0077] R N FRZE. 235 IE N A P 2,

[0078] t A 0L 1,

[0079]  HiR#E A& AL Q04 QL 8% Q2 AL & mT i@k B 4n 77 28 1 B K 7B il B
SETE (T- Wik ) BIDiBERY B R Rl (T 5 5— &% —1-H-1-1, 2, 4- —MeE) 5— &
JE —1H- PUmg (T11) FAT O S il X (T- Bl ) o Bl e ma ok rh (AR W AR$5 77 58 13 %%
A A B (T) PR ST P V. 2 2 4 PP IO fe AR it IV 22 PR

[0080] &1

[0081]

T
T
T
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9 X
R ‘ ..
Ny CI/J\KL\ R -
B// | + L L j{az,_m,.
N
N'/l\NHz T z
W

\ /)\ S»J(O)‘
h
[0082]  ItAb, B i CH B N,

[0083] MR AR W H b Q 24 Q1 8% Q2 Ak G Wyt T Tl 4 4n 77 52 2 Fron i 751538 A il
o BAeAER (T- flE ) AR EERY B fe X (IV) WIZE IR Y 5— & —1-H-1-1, 2, 4— —Mesk
5— L —1H- UM (TT1) evilfg= (T- Wil ) o Bl Johm B (A AR TR 7 2 13 B o K
R (1) A IVt 55 . 2 2 4 P g g R T I I 2 5 2 PP M

[0084]  Jy%E 2

[0085]
o X R
N £ 0O X
RX S\g /’/ N »
/ i,
B//N | R R gy B\N@,j\\N y s
N e H
W z
W
(in (V) (- lE )
R R
A /
s 11
S—(O
W R —O)
H | R
/
z
U] W

[0086] S T~ ¥ 4k e v, AT A% A B A T 0k Ml A e R R AR ), A A, 1, 10— BRI K
(CDI) . — PR W% — W i (DCC) 2,4, 6— — A3k -1,3,5,2,4,6- =4 2% =22 O 42
(trioxatriphosphinane) 2, 4, 6— =% ALY (T3P)

[o087] =X (IT) MZEAEESEUFI (TV) BAFIR (R BRI 2EaL ) Jsu) b2 2 aniy, 3F
Al AR WO 03/014071 ALJWO 2008/125214 A1.WO 2011/12246 Al A1 WO 2011/012247
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AL #ER )T 14

[0088] AR 4 A & BH b Q 24 Q1 5 Q2 AL S Wi v AR ¥ 7 B 3 i an 1 vk i
N-(1H-1, 2, 4= =W —5- Fk ) 2R PIENZa N- (1H- DY —5- Jk ) 25 FREEHZ () S M il 4%
[0089] &3

[0090]

V) ¢

[0091] X T°77 %8 3 Bion K MY, TEBRIRIAEAE T, WA FH A9 Gn e F Ak iR 511, o 266 i 46 40
PR PR $h Bl — e SRR 26

[0092] X (III) ¥ 5— 2 & —1H- VY M 24 17 65 W 45 1 88n] BL 5 Sk o 2 %0 7 v 280
B 7 V5 4 . BUAC Y 5— & 35 DU M5 nm] LIE ik Journal of the American Chemical
Society (1954), 76, 923-924 FF ik [ 7535 Sl 5 DY s 4 4%«
[0093]

H NH,
}\l W\ 3 i

S B
| Y

[0094] fF Bk, X B R5E, i, BRI 5- S PO Mt i@ ik Journal of
the American Chemical Society (1954)76, 88—89 ik 1 /7 VLG K
[0095]

R\\ /NH
1 Ere
/ \\

N /

R
N

b4

H

NH R’{\ NH,

\ NaNQ,/HCI )

M 2 J &N
W

H "{

[o096] X (T11) 15— & —1H- =M i B 15 R scn] BLS SCHk P E 50 VRSB vk
145, BUACIY 5- E3E =Ml a3l i Zeitschrift furChemie (1990), 30 (12), 436 - 437
R T v T M

[0097]
H\ A R"\ N,
n{\\v}i\; + R*~X . Nfb\fsj
[0098]  HUACHY) 5- 2 = MBI W] U1 Chemische Berichte (1964),97(2), 396-404 Tk &
¥
[0099]
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H H
] l
Nay, N

“\\r\

H HCOOH
N
e "”\RX

R"\ NH,
H N/N»W\<N
SN Ny
4
[0100]  HUACH) 5— &L =Mt n] 41 Angewandte Chemie (1963), 75, 918 k& ik -
[0101]

I? R’i\ H,
He N N
S + f’N\CN / \\
] % N\\\\/N
R Okt

[0102]  MRHEAK BIH A Q 24 Q3 ML -G w Bl i 45 77 5 4 Fron i niEg L i &, |5k
K (T-BilE ) B BERT BT R AR (ID) 5 4- 20k -1, 2, 5- BEZ M (VD) ATl fiefb Je
N (T- Bl ) o Bl I T (R4 AR 77 52 13 B4k A AR R = (1) A fa B W 22 5k
285 PR I e A I I 2 2 K PP M

[0103] & 4

[0104]

W Z
W
v {n (-hifk )
|

[0105] A% BH AL A 4t v] LIARYE 75 28 5 s I L8 0 £, 16 e/ (T- Dk ) 19
BRI B AT 2L (IV) FIR AR S 4- 25 -1, 2, 5— M (VD) e #lfE (I-milk ) o b
Mok P AR T AR PR 7 28 13 B4 AR B (1) 49 I T P I 2, 2 A P I e AR T P 7 255 4
Wtz o

[0106] &5

[0107]
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0 X rY
1 N £ Q
RY /\A\ 3\ /. h‘\sj/ 1
/Nj Ty RIE Oy N /l\r
o SN H
" z L
W
{vi) {iv) (-fRi g )

T
it
|
i

Y

N/
|

0\ 4‘\ /K(J\/S[x—“(o).
‘\}/\ )
z

oW
[0108]  X%F T3 4k /e N, WA FH o 0 T Wk Ml A B I | ER5R0, 90 Gm 1, 17— e gk — ke
(CDI) . — R W — W % (DCC) .2, 4,6— =N FE —1,3,5,2,4,6— =4 2% =228 O &t
2,4, 6- =54 (T3P) .
[o109] X (VD) 14— 22 -1, 2, 5 BE M@ i 5 mI 45 i B80nT LA SRR P O 50 75 V284U
ikl e o 3- itk —4- 2 -1, 2, 5- BE M 4 ml 1@ 3T Russian Chemical Bulletin, Int.
Ed., Vol. 54, No. 4, S. 1032-1037 (2005) ¥ i v B — B EREG il 4 -
[0110]

RY, NH,
¥ NaOH / HCIO MNaNO /
R\\i( \T/ Ot NH,OHXHCI TR 7/ \
i j = N_ _N
0O O \0/
lo111]  3- 7 J& -4- & 3 -1,2,5- B — M w41 Russian Chemical

Bulletin, 54(4), 1057-1059, (2005) 8% Indian Journal of Chemistry, Section
B:0Organic Chemistry Including Medicinal Chemistry, 26B(7), 690-2, (1987) A
TIEA R

[0112]

_OH
Y -
NH,OH x HCI N NH,  EtOH/NaOAc v7
D NH,
EtoH B e “OH h{! \iz
\0/
[0113] 3- &= & —4- R -1,2,5—- 1 — M n] 1 if Heteroatom Chemistry

15(3), 199-207(2004) H Hi b ) FyEEH TE RS K 3, 4- & 3 -1, 2, 5- B — M08 b
Sandmeyer Sz )WV 4%
[0114]

HN NH, Hal NH,
H "Sandmeyer” %/
i N N/ \\
O “y x
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[0115]  2E#% L[] R A 41 Journal of Chemical Research, Synopses, (6), 190, 1985 &%
Izvestiya Akademii Nauk SSSR, Seriya Khimicheskaya, (9), 2086-8, 1986 &Y Russian
Chemical Bulletin(1¥H Izvestiya Akademii Nauk, Seriya Khimicheskaya), 53(3), 596
-614, 2004 IR I 7B B 3- &2 -1, 2, 5- BE T Mrp B LI LI N Lo

FEE, an g IRl PRI AR S N PR ORI IR AR S (tosyloxy) « = U L %% .
[0116]

L ,NH ¥
2 W - RY-H R NH,
;/ by ‘
\of N\O N

[0117]  MRAEA K PIH A Q 4 Q4 KL -G n Bl i35 77 5 6 Fron i niEg L i &, |5k
X (T- Bl ) BIBBEYT BT 4 LS (IT) A1 2- 20E -1, 3, 4- BE M (VIT) BT Blfee A
N (T- Bl ) o Bl it I T (R AR AR 77 52 13 B4k A AR R = (1) AR B 7 22 5k
24 PP M R Ik N 2 2 2 R I

[0118] %6

[0119]
O X
T 7
i R
- o ‘ A S.‘\R W /< /K YS\
RZ//<O>\NH2 + ‘\\f‘/ ‘\Z \r
W W
(vin) (m (- ik )

RL"< i1 1 !

D//\, ,H/{\W/S‘;R:(O)i
y e

(1 w

[0120] AU BHEAL S0 vl i34 75 = 7 o B 7 VA L il 4%, B oeE (T- BilE ) [hR

R BT (V) KRS 2- &3 -1, 3, 4-BE =M (VID) NI (- 5kt ) . b

Tt ok HP (AR T AR M 7 48 13 Bk AR B = (1) 10 S T 7 S, 25 2 P T fe AR T e 7 2 3

LR

[0121]  FH&E7T

[0122]

oz

Tz
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X M= o X
| ‘ R
/2 k i\r/‘\ ¥§ /Lk‘ \0/ \*N,imrl,/l\\\ \iS\‘R
NH, 7 4 Y zZ
Jv "
(ViD) (V) I~ ﬁﬁ@% i)

|
|

o/\\Nf’ S ]\
i | R

H £
0 W/KZ

[0123] X F & 46 s N, ] A8 A B R0 F B B Ak s R R SR R, B 1, 1 - BRI K
e (CDT) s R B — W iE (DCC).2,4,6— =3 -1,3,5,2,4,6- —4.Z4% =24
=2, 4, 6- =544 (13P)

[0124]  ARHE AR B A EURIE R7ASZE AL S mT Bl k4 75 %8 8 FTon I 77 vk il 4, AT
R ITFAEN-(1, 2, 5= BE W -3~ FE )~ N=(1, 3, 4= BE W —2— FL )~ N=( PUME —5- FL ) — 5k
N-( =M —5- 3 ) - FFEREF L (D) 58 (VIID MEW N, Hd Lok L3 H, k.
VR T PR AR I 6 PR 2R IR AR L = R IR AR R

[0125] %8

[0126]

N R

{l 18] X N
Q )]\ 5\:'(0% T o L Ao
) | LT & %

L | R

R’ :\\\Ir/’ \Z

W

M (Vi) )
[o127] =X (VITI) FOAb-&9 4 8 w45 i sl n] i i 28 T SR b ) L 7 V45
[0128] ARG WIE T HRYE 77 %8 9 s TR A il 4%, | fE (I- Bilk ) s
BERT B Al (IX0) Wi S8l (TD) Wi J. Het:Chem. (1972),9(1), 107-109 FrikEAT K M il
1350 (T- Btk ) o RSB BE b (R AR TR 77 58 13 B b A AR B (1) 1 M T P9 WP 2 5 FR

TG P R i T I 2 i 2 R Iz
[0129] %9
[0130]
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(1X) {m

[0131] AU B AL G IR P RAE 7 8 10 PR iR 0 il 2%, B sefe X (T- mi k) [
BEmr B AT (IX) g 50 (TV) IR B A3 = (T- Btk ) o B e hat ok o (R A4 mT R4 77 52
13 B A A 2 (1) FRY TVt P V. 2, 2 s P I e AR st I I 2 i 4 P Wtz o

[0132] 5% 10

[0133]
o, _n X e ]
S S
i ¥ HO i Q\? "R
R ! N
S . -
w

i
|
W

(IX) (V) (-fmlk )

H w
[0134]  XXf TG 4k ) N, WA Ao 0 A T Wk Ml A B I 3500, 90 4n 1, 17— e 2k — ke
(CDI) . R L 5EmR — W i (DCC) 2,4, 6— =A% -1,3,5,2,4, 6- =48 2 = B 24 ¥ O %t
2,4, 6— =444 (T3P) .
[0135] X (IX) & 4 1 &5 ] 43 i B 0 F SCik, ol 9 anid ik 75 48 11 P 16 75 08
ik A AR A 1) e FE A S o) £, B e A R Tl A vl 2%, BONR B U7 52 12 P I g vk s o i
R” -NH, SRR B 55 1 L il es, Jorh Lo R R, G R Vi PRt P 40 L o) R T
WEAR I . — I AR A 55
[0136] 7% 11
[0137]
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Q.. _H
;}4 Q\N,,H
H |
RH
X ()
[0138] H & 12
[0139]
Q\L g R"/'NH’* e Q\N/H
|
RH
X (9]

[0140] X+ Q = Q1, A (IX) BRI i@ T 41 J. Org. Chem. 73(10), 3738-3744 (2008) iy
A B R A BOM T Q = @4, X (TX) B fZiemT @ it 40 Buletinul TInstitutului
Politehnic din lasi(1974),20(1-2), 95-99 8% J. Org. Chem. 67 (21), 7361-7364 (2002) Jt
N INEZN A A

[0141]  AKRHEIA (D FALED T AN R (T-0ilE ) FImBEsls (TR 13D N
I, A8 48 40 22U A AR ) (= 2R R, < ok SRR B N— SRR B B 0 i ) 4 ot
AL AR BB % (sulfilimine) , Hom] DA IE — 20 4840 0 AR i o 38 FH T 28040 R T
TR i PRy S8 AR TR A, A1), TR) et 48 2 FR IR e i R M, B PR 0 5 — S 5T IR &40
NH— S AR fi w451 A 28 504 B0 AR B8 bR KR AT, FF rT AR EUR + B R 1~ 55 B R
A A RA T e S BRI S0 PR IR A PR Bl AL & . N- B AUAR ME X (sulfonated
sulfilimines) [r]AH N ()P 0RO i R 280 A0 R 461 dn B &0 58 ie B, S ARURT % 4 ple N- ek
1) B8 N= T i KO i o B s PR TG fik sl e I i ] 2% B 40 49 21 NH- MR iz 3X 28 H
it TR 7™ A T V. e R ST LT Jie 1) 6 Bl 925 B30 SR A SR e 1) 6 8 7 325 B8R ZE T
I Ji FHAE AN Jizg DA Je NH= ME BTG % 1E) 75325 D6 3 id 2 T Bolm, C. Org. Lett. 2004, 6, 1305 ;
Bolm, C. Org. Lett. 2007, 9, 3809 ;Bolm, C. Synthesis 2010, 17,2922 ;Bolm, C. Adv.
Synth. Catal. 2010, 352, 309 ;WO 2007/095229, WO 2008/141843,US 2008/0207910, US
2008,/0194634 F1US 2010/0056534 .

[0142] & 13

[0143]
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(= A ) M

[0144] 40T E, XL sl TR Z0Us F frdp BE 1 DUS B 2 88 e . el i, NH- 1
BRIV Ji B B B AL S5 | S B R UR 1 BRIV E BB AR 5 o
[0145] D07 Jx RV AE SRR 1] Be A R o BRI, o7 SRRV 25 FR R AN R B 3 i A o 2L
WL 5o ARG, B SeAERm ER Y BT BN , B IS S A T RO 2 A R Y o AR EE 55T
P ARG J% Tt H R i AN A2 2 1 (Bolm, C. Adv. Synth. Catal. 2010, 352, 309) , T L4, 41
IR TTEITR, AR B B Se S AR T AN AE S R D BRI T R I A R I BT
WG ] B2 A RIS 2RI, 75 LR IGO0 T, MR BURSE AL, AR IR B (B8R
2 5L B ) 7 A L TR ) BRI i PRI S » i 500 2 PP R A P G Tt g A )
¥
[0146] 7R IELLRE LT, S A AN AL FH Ui 25 10 28 R R A H AT A2 ml se R A M. A
I, B A AN AR TR P A 5T BRANCAE B M A 5T b # 4R IR AR E T 2 2 1), BN B U R
PR A 5 H #h — iR E. R HOT, B PIEMRS O AR 2 S5E K. B,
AT IR BB AR 2 B) b RE A KBRS AR SR A% ), H LR RN b & T 73 i
(T. W. Greene, P. G. M. Wuts, Protective Groups in Organic Synthesis, % 2 i , John
Wiley&Sons, Inc. 1991, 5 227 J(#2 ) o J34MG1E K2 R I ARE (R [FINGE ] &) T H 4%
W Rl B RIR T B . X SCFEFAL RS, 4, BEMEK (T. W. Greene, P. G. M. Wuts, Protective
Groups in Organic Synthesis, %f 2 it , John Wiley&Sons, Inc. 1991, % 265 T2 ;Z. Hell
£ Tetrahedron Letters 43(2002), 3985-3987) .
[0147] 2% R NIR-G I G A TE 8 18 i 2 R 7 AT, ) an, 8k A, KSR EUS Ab
L, A B I X T VA S
[o148]  FIARYE bk S WA R () A&k / A 2 i 82 & e w] L AT 77 A
2%, o] F-2h SE Il LAHR 43 543 B B i 7 S B BoAL, WA A e Bk R L 7 ) R
rh )R AL P AL BBk, R AA b, NS AR O EFE 91 40 D. Tiebes ££ Combinatorial
Chemistry — Synthesis, Analysis, Screening (Editor Glnther Jung),Wiley 1999, £ 1%
34 TR IR
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[o140] R £ 11 & vl 43 1 W 4% W A T P AT e N L 7R 1S AL BE, 1 B Barnstead
International, Dubuque, Towa 52004-0797, USA ] Calpso Jx M #& B, ¢ W H
Radleys, Shirehill, Saffron Walden, Essex, CB 11 3AZ, England [z )V, 8¢ H Perkin
Elmar, Wal tham, Massachusetts 02451, USA ] Mul tiPROBE H zh T /E¥h. €l B4, 6l i
) § 1SCO, Inc. , 4700Superior Street, Lincoln, NE 68504, USA [ {61 5 £ JoHm] A F 5%
(1) FIALA Py AN I R BAE ) 25 T 72 = AR ) A TR AR 1)~ AT 44

[0150] PR 4% T pe— M b 7, A 5> Sy 7 0 B B BT, (HR AR5 D IR
NV IHAT FalERAE o X W] A H 2 £ il 4 4 1 1 2 A 3R 40 i o, Horb vk 5 B
FIAB R g AL N ERE . X R BB RG] e B 4640 Caliper, Hopkinton,MA 01748,
USA.

[0151]  — A8 2 A& o8 BRI AT 7T CLAE ok A 26 -5 9 0 80 ) /7 B i
(scavenger resin) SR Ff. LA ICHRFE IR T — R A LK J7 %, ) 41 E ChenFiles,
% 4 #, No. 1, Polymer—Supported Scavengers and Reagents for Solution—Phase
Synthesis(Sigma—-Aldrich) .

[0152]  BR T ASCHTIRI iz 46, 182 (1) A4 S 3k i il 26 mT DA S B0 7 e
ok WA BEEAT . Ak B IR G s B P B BGE T IR T VA A G R R %
A BB R P TR AR A 3 P TR AR 45 5 226 OB G o [BTRH 47 3805 TR AE T SR A 7870 1Y
Wik, i Barry A. Bunin,“The Combinatorial Index”,Verlag Academic Press, 1998 fll
Combinatorial Chemistry - Synthesis, Analysis, Screening (Giinther Jung %W ), Verlag
Wiley, 1999, A8 FH [l AH 180 & ik w] LLEAT 2 A0 STk CLAN ) 77 58, X 48 77 St n] BLid it
FHEE S TTVES . SN A LUAE R B4 TRORT %A, 761 [ Nexus Biosystems, 12140
Community Road, Poway, CA92064, USA 5 S WY 28 P k4T .

[0153] 18 it A FH sk B 2 A, 76 ] AH R B AH b # AT DL Si il 55 0 i B8R 2 AN & jlD IR IK 7
e M CHRP IR T — R Y528 7 %=, B 40 AE Microwaves in Organic and Medicinal
Chemistry (C. 0. Kappe 1 A. Stadler 45 ), Verlag Wiley, 2005 .

[0154] R AT IR J7 v il 26 v LLRAS Y AR & TR A iE = (D A EPFe £,
PN (Library) o ARG T A2 DMWHIE (D ED LI ERRE .

[o155] AR BHIK (1) Btb&49) CR1/ B3 78T SO P sl Sk o “ A R B 5497,
X BTG 22 0% B B B R i — A A R A IR B 1 TR
P R A E T IR ZE HUIRZE A Ath 2 47 A2 28 B vh R E I AE LA VR I 2 4R A 3
LELY/R

[0156] AR BHAR P A 7 v AN 75 2 B RE A B R A B AR O ARE T TR RE )
o, A R T — M e 2 RS W) R AR ) b CanE AR, 0 S i OB
M B A R B AR ) A TR (s fhr 800 EE A, 4] n s 2 sl
A FRANEL) st H TR A KIS (AP X IR ) o« R —J7 10, AR S Y] LA
B anAERE AR e (a0 R A B U, o nT DUE VRN 38 e A ) R AT BOR 2 i
A] DA S — 28T DU I AR & B 146 A0 B3 76 TR B I RS- i 2 B f A AR ek B SE 41, T
PR 21028 AN R & THREE RS

[0157]  DAR &R 7 FHEY) (L E5 & (Aegilops) UKHLJE (Agropyron) B K B
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(Agrostis) EHZUJE (Alopecurus) . Apera J& .33 J&@ (Avena) 58 (Brachiaria) .
#5478 (Bromus) \¥EFEE (Cenchrus) WYL & (Commelina) «J 7 M JE (Cynodon) \¥HHL
J& (Cyperus) . JBJ\FJE (Dactyloctenium) . & FHE (Digitaria) ## )@ (Echinochloa) .=
FJE (Eleocharis) WRIREJE (Eleusine) il JH ¥.)J& (Eragrostis) HfZRJ&@ (Eriochloa) .
£ % J8 (Festuca) @ #k 3L J& (Fimbristylis). 5 & £ )8 (Heteranthera). [ ¥ J&
(Imperata) « T8 8 2 J&@ (Ischaemum) « T 4 T )& (Leptochloa) .23 ¥ JE (Lolium) .’ A
1 J& (Monochoria) . Zg J& (Panicum). % ¥ J& (Paspalum). & %.J& (Phalaris) . #f i 5
J& (Phleum). B2 KJ& (Poa). A #15J& (Rottboellia). Z& 4l JE (Sagittaria) . 5% H )&
(Scirpus) J R H)E (Setaria) .m%&)E (Sorghum) .

[0158] UL F @ I W F M 44 &0 . 1 BE J&@ (Abutilon) . U JB (Amaranthus). K & 8
(Ambrosia) . Anoda J&. F = % J& (Anthemis). Aphanes J&. ¥ J& (Artemisia). X 22 |8
(Atriplex) .4k 35 J&8 (Bellis). % &F J& (Bidens). ¥ J& (Capsella). K jiJ& (Carduus) .
B J8 (Cassia) . KX & %35 J& (Centaurea) . 22 J& (Chenopodium) . #i J& (Cirsium) . HE {&
J& (Convolvulus). 2 FE % J&8 (Datura). (1442 J& (Desmodium) . | FR #5 J8 (Emex) . # I
J& (Erysimum) . K &% J& (Euphorbia) . & 3 1€ J& (Galeopsis) 2 % J&8 (Galinsoga) .
br P JE (Galium) . X % J& (Hibiscus) . & # J& (Ipomoea) « 3B Ik J& (Kochia) . Hf 2 K
J& (Lamium) . 4732 8@ (Lepidium) . £:5LJE (Lindernia) . £}3§ J&@ Matricaria) . ¥ fif J@
(Mentha) . &)@ (Mercurialis). Mullugo J&.7) 5 )& (Myosotis) 223 )& (Papaver) .
=4 J& (Pharbitis) . 8 J& (Plantago) . 2 & (Polygonum) . 5 4 Wi J& (Portulaca) . B
HJ& (Ranunculus) .2 N J& (Raphanus) . 232 J& (Rorippa) . T3 (Rotala) . R &
(Rumex) & EB3Z)E (Salsola) . T HIYEJE (Senecio) \HPHJE (Sesbania) s iLfe )@ (Sida) .
H7rJE (Sinapis)#iJ& (Solanum) .7 32 )& (Sonchus) AR E (Sphenoclea) \E L&
(Stellaria) @i A J:)J@ (Taraxacum) - #75 J@ (Thlaspi)  EHIELE (Trifolium) =Bk JE
(Urtica) £ )JE (Veronica) 2ESZ)E (Viola) & H-J& (Xanthium) .

[01509] W1 SRAE R ZF AH A R B A0 & W it 22 338, DU 5 4= BH 1 b 2% 55 1 e 2, B H 15
R RE N N =R ehra: | I Uy o (5l = o (W o L o SN 5 = o el LU D S e o o

[0160]  WISRAE R ZF Jo # BT ik i AL & it F 22 R IR 2 20 0 WU AE A 3 s AR A T,
I HA SR A B A0t I TR) s B R B B B A — B TR) 5 58 0T, A BLIX Rl 7
AT BB I B FF 3 S b o B Y E A S I 2R B a5

[o161]  ELARAK B (K40 & P XS B R 2 B B HAR e I B v 1 (HR LA
BT N EWEY), Gl T E R i EY) AL (Arachis) (328 (Beta) 2
& & (Brassica) .25 JVE (Cucumis) g /RJE (Cucurbita) .|n] HZEJE (Helianthus) .EHZ |
J& (Daucus) KT J& (Glycine) KiJE (Gossypium) .FHZEJE (Ipomoea) . & i J& (Lactuca) «
WHRE (Linum) & ahJE (Lycopersicon) B (Nicotiana) .32 5. J@ (Phaseolus) %l
J& (Pisum) JjjfiJ& (Solanum) & &)@ (Vicia), BLLLFEK R FHAEY 28 (Allium) K
AlJE (Ananas) < K[ 148 (Asparagus) A 8 (Avena) . KFJE (Hordeum) .F%JE@ (Oryza) .
Ze J& (Panicum) . H B J& (Saccharum) . & % J& (Secale) . =i 4 J& (Sorghum) . /) 57 J&
(Triticale) /NzZ & (Triticum) . K& ZRIE (Zea), i Hl e K& Z B /22 & 1) Z #1118
FE ] LS AT, 5l 584 A 52 B A7, I EL ke T A% R WA A0S 0 1 5 A R0 EG it FH 26
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XA AT A A K B S S T i B e M AE R R b, 4 G A A P A A SO0 A
Vb e A RE K.

[o162]  ifi H., AR BHIALAY) (HLRTeA14 B &R %) fE/EDmE b A5
H AT PR TR 7 2 SR FRACH, JF FLR ] DU T DUEE )
A MAE DR AL, DL B T, 19 a5 | e B K AT AR AR R /N AR o i L, e AT TR
T M B FE AN AN AR (178 7R AR K M R A R P AN IR A . PR R AR KR 2
BRI R AR B T AR R RE R, RO ) ] DL Bk 5E A B - ARIAR o

[0163]  Fi T &A1 A B Fyy PERRE P AL A TR 1 & 1, Bk Vs PR A A )l n] F e R L R A
W) BRI L SRS R P B VA R . — R, B AR IE A T o — 2
5 A8 ) P, 49 Gk R e 2 i, 32 B X T e B BRI R B X A AR 9 5.
FE 790 TS0 AR B S BT I A=) 4 Gn E 1 B, ek B A A, 49 2 T A R B R . I
b E AP TS R B a0 BR Y IR 7= B TR R A TR L AR, AR e Ry . BRI, A A R
PR RTUE R o B IR ) A S TRIRE A » B AR R R B A AN IR R R i B 2 R 1
HALREY) .

[0164]  DLIETEA FHAEY) AW S MERE DI B B2 5 (8 I 4 B RE ) EAE ARk B
LSS, BTk (e B a2 1, W/NEE K32 HA 2 (e | R R S RS R R 1K
SE TS ML RS HEE AR ol i 5 DL S AR SR VR o D AE S B A R
YRR B ik sk il 47 7 A DU R R TP AE A R LA
VE R B 5] o

[0165] il 4% 5 O &N AR A AH b B A S5k e 1 1 S AR 400 1 i 00 7 2 B 6 461 2 5 0 7 e
JIERNGEAR R = Ay B, BAT SO R R 1 AR A TS B EE A v A (2 W
EP-A-0221044, EP-A-0131624) . #41, 75 24> B b iR LU 50 -

[o166]  — JE i A H RS ED ALY , ALY & BURIE R otk (9l wo 92/11376. WO
92/14827. WO 91/19806),

[o167] - Xf JE 4 5 4 % (glufosinate) 28 [ ¥ ) ( 2 WL % Q1 EP-A-0242236. EP
- A-0242246) B 5 H B (gluphosate) 28 i B 5 (WO 92/00377) B ik B JIR 28 F & 57
(EP-A-0257993. US-A-5013659) F.A HiME (I #: I EIREY),

[0168] - BE/ "I n ST E R (Bt B3 ) MIMX I Leg Y & B B A Huitk I ED
iy, 16 anfE4E (EP-A-0142924 ., EP-A-0193259) ,

[o169]  — HA U MR BR 40 B B 2L R E A (WO 91/13972),

[0170] - HA 8 B sk ZeARH 7= 40 , 490 40 i o 5 SR B8 58 K0P e B M 0P 75 %
(3L RS EWIRESY) (EPA 309862, EPA 0464461) ,

[0171]  — ELA I8/ 1) 6 P W 1 25 ERTE A 40 » HC B A 4 v 90 7 8 R e vy D iy 2 T 52 2
(EPA 0305398) ,

[0172] - £/ 25 B2 W B 8 AR R REMEY (“0TR%”)

[0173] - HA B ™ S B U R e B R E )

[0174] - RRAEAE T BA W W ERFERENAE (“EREM”) MEEEED .

[0175] V% ReME il £ BT eScl I o 10 39 e S5 XA 1) 73 AR B SR B2 L, 2
WA 1. Potrykus and G. Spangenberg ( % ) Gene Transfer to Plants, Springer Lab
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Manual (1995), Springer Verlag Berlin, Heidelberg., BY# Christou, “Trends in Plant
Science”1(1996)423-431,

[0176] b T #EATIX R E A HRAE, 7] LUK B 7 A 5 AR sl i =20 DNA 7291 7 A2 e 91 2
B RIEIR 73 T 5 I Nk o A B T ARvE 325, W1 DA an i A7 Bl 35 AR AT DARS [ 38 43 7 1) Bk
IMATRAR KA BT 510 O TR DNA Fy BUB G 4%, W] BUAE Fy B Eds Nk (adapter)
BIERAR (Tinker) o Z WAL, Sambrook & A, 1989, Molecular Cloning, A Laboratory
Manual, % —JZ, Cold Spring Harbor Laboratory Press, Cold Spring Harbor, NY ;8§
Winnacker”Gene und Klone”, VCH Weinheim 28 —Jiz, 1996,

[0177] {5, 25 (R 7= 4003 Tk B AEK PO R 40 40 M 1 7 A mT DU I 1 40 7 RSB sl Rk 2
b —FiAH NI S RNAS T SRR L FI 03808 (1) 1E S RNA, Bl I Rk 2 /b — Rl RES Ry 77
MEDIR LR IR U XY A Gl S N . h I B, A DE SRR B )
(1) 56 8 G 0 P 51— B85 BT A RT BE A7 A5 0 327 41)——1%) DNA 43+, AT DAsE R A 25 B
G S 7 A1) DNA 53, {H2 BTl 38 43 4 i 3 41 D6 U A, DA 7R 40 i ™ A e SOBCR
AT UASEH b5 B i 25 R =40 60 G i i 1) LA v 2 R MR O AN 52 4 AH [R] B DNA 251
[0178]  H{EAEY) T R IKALTR 5 1IN, FT -6 B 2 1 R] % 0 o7 22 AR 400 T P A T T 5 1)
R, R, S TR E A T S, BT DU A g i XS A R AR S R = E A
[¥) DNA J7 A AHEE B . XA 7 1) e AR TP B AR N e LA (22 WA 4 Braun 55 A, EMBO
J.11(1992),3219-3227 ;Wolter 2% A, Proc.Natl. Acad. Sci.USA 85(1988),846-850 ;
Sonnewald Z¢ A, Plant J. 1(1991),95-106) o #ZER7> 1t 7] LALEARY) 40 o i 40 o s 2
1Ko

[0170]  "AJ LIS HI CL %0 R A A4 55 DRI A 4t e 7 A6 0 Se B R o TR ) L, i i A
RV AT AT P s AR ) M, RIRE AT A B8 A ), ] A X7 M FEA

[o180]  [AlIt, W DAIE ik of AV ( BEIRAR ) 2 DRI B L BTy 471 (R i 3 0K L BHL 38 B i), B3 i
YR CRISMNIE ) DRI BCEEELp 41 () 2 1A T SR A5 LS8 () e S5 R AR ) o

[o181] DL A & B &) T BE I EYD b, P ads 3 55 RV E o AR R )49 22
B AP, sUE XTI E S N (B0 W FLIR S e (ALS) 5 4l =X 8 i ik
LR -3- IR (EPSP) & Rilii . A 2 etz & Rl (GS) B ZE 4T Wi R XU 46U (HPPD)) I
BRELFIH A B, sE X BRI B S il K TP I R DL R AL 9 Ak
HEYRIBR R 2 AP,

[0182] s A G AL G H T L RMEING, B T AT A0 Ho A R4 oM 82 B0 T
A ERY ISR AL, A5 IR T B i) 4 ik R A R R R RO, 491 4n 5038 slke
Sl A B8 58 BT LA ¥ ) 2% B ook (4 e FH IR T CAASE A ()t FH 26 5 3 R R E T o e
P ) o3 ) ) B R G AR 2, DA SR e R VR DR () A R 5 [ s )

[0183] BRI AR K IR B A I I AL VR D B B3R B T B v S ZE AR ) T i A
W i .

[0184] A& B AL G4 m] LA LAHS LRI Bt A 5 v 3k 5 F 700 28 1 8 XA T 1o 7] Lt
AT VB A 75 SRR R, BRI, A I8 K B AR e W IR & W) R B S AR A A K
PHED

[0185]  HRHE T AW A=A/ sl BiAL A= 280, Tl I 22 b 7 SO A B R AL S i )
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AR o A R ) R SE A S AN TR R TR (WP) KES TR IR (SP) /KBS T i 3]
FLah (BC) FLHR) (EW) 48] drn 7K A, oty S2L 700 A0 9 A, 7 L3510 Rl sy s V) « B Ik 41 (SO
THIZE 73 BRI B K I 43 BT TR TR PR S VR I B B R (CS) kAR (OP) VHER ™= dh T
SRR AR 398 it P A RO 51  BORORE T 3K B RIORE R (GR) WG SRz 71) A A A 551 R WA B A
T3 AR o3 B R TR (WG) Y P R 7). (SG) ULV il 571 ke e 38 51 R e 51 o

[0186] X £ il 57 [1) 25 A 28 20 Jit U] b 2 0 iS, AR T A1 SCHR A BT R 4 4o
Winnacker—Kiichler, “Chemische Technologie” [Chemical Technology], Volume
7, C. Hauser Verlag Munich, % 4 hi, 1986 ;Wade van Valkenburg, “Pesticide
Formulations”, Marcel Dekker, N.Y.,1973 ;K. Martens, “Spray Drying” Handbook, % 3
R . 1979, G. Goodwin Ltd. London.

[o187] W &5 () Wl 70 By ), ) 40 i R B 3R NS R R uE R R 3 Al B I )
Al FE R 02 © i, JF A R 41 SCHER B T 8, ) A Watkins, “Handbook of

Insecticide Dust Diluents and Carriers”, # . Ji, Darland Books, Caldwell
N. J. ;H. v. Olphen, “Introduction to Clay Colloid Chemistry”; % = IR,

J. Wiley&Sons, N. Y. ;C.Marsden, “Solvents Guide” ; % — fiil, Interscience, N.Y. 1963 ;
McCutcheon’ s”Detergents and Emulsifiers Annual”,MC Publ. Corp., Ridgewood
N. J. ;Sisley and Wood, “Encyclopedia of Surface Active Agents”, Chem.Publ.

Co.Inc.,N.Y. 1964 ; Schonfeldt, ~ Grenzflichenaktive Athylenoxidaddukte

“[Interface—active ethylene oxide adducts], Wiss. Verlagsgesell., Stuttgart 1976 ;
Winnacker—Kiichler, “"Chemische Technologie”, % 7 %%, C. Hanser Verlag Munich, &Y
fiZ, 1986
[o188]  J& T ik il 5], WJ BLA: 7 5 Hw AR 25395 PR ) ) 4n A% B H AR SR 0 5D
g R )R R TR —— LA B b A ) NERLR /B AR AT R 4 A, 4 an LR
FBARIRTE o & 28 1 2 42 5 J2 1) 0 ikt 4 A B 5 (mefenpyr—diethyl) « B A Tk 19t fi
(cyprosul famide) X AREMAEE (i soxadifen—ethyl) fE5AE (cloquintocet—mexyl) F1—
RN MEE (dichlormid) .
(01891  WIVE P H 7 A T 3550 43 BT /K rp Rl 5] BB T8 W M A S A R R ) B v
VI AL, 1 & A B BRI g PR FRRT / BRI R 50 R ) s 23 5GR)) » 491 4n 28
LA FENETE Ry R LA TEAL R DT E 5 SR TEA R D i IR 7 B 58 & — B Tkt R 26  Joe ik
TR IR B S R R 2 R IR AN 2, 27 — G -6, 67 — ARG T IR IR RN
SR IEIE AR/ R AR B o 4 1 A PTR IHR T 491 £ R A % A A A P AL S5 XU ATL A
NIRRT B HA R BE ME AE 8, I RN BBl fE S R BRI TR S .
[0190]  EFLAHa M I TR FREHIE SR is AL SV TAHLER) (T e R Tl
TP M R R R vk T B R S BRI ) BCA LS FNRE T, RN
— R A A/ SRR AR IS M) CFLARN) ) o I R SLAL TR S48 A 4
ot Fik 05 FETA TR A 26, 9 0+ e B ORI R AT - s AR B 1 B LA, ) a0 IR D B 2R & IR
Bk 07 FR B & TR R DT ER £ IR VAR A BT - VR OB S B R EEE L (L AL
B P, 137 2 Ly 2R SR8 T 77 TR s 3R 4 & s L AR SRB IR 4 2R 480 &0 WL R SRR T 1D IR i
(01911 B3 Al 3L AL S 40 b5 40 2 Ay ] A o — s BT B i o) 2% 5 BT 3k [l 44 i )
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WA RARRE A (A s U S J23E i Ay ) BlRE e 4.

[0192] VIR ] Ay /K R Bt ZE () o AT AT CATE A f51) 4 45 FH v 65 1) 23K B LV VR B 1T
il 2%, WG I, AT DA R I A E SCAE 8 2 F A7) 8 i 3 ) 2 T v 5D

[0193]  FLFAMF] 4K A0 FL 7] (EW) , RT LUK 45 an i b gt A4 BE LA/ B A TR 45 1l
25 5 A8 FHZK A AL DA S A0 18 490 e b SCHCAh ) 88 B 1 28 1 3% 1 1) o

[0194] kL 5 AT DA i g B 3k vy M AH 45 0 W 306 £ R B8 WS B R RIORE R A P o b L el ik
A5 FHRY B R0 MEAL S PR 4 400 i 30 280 3 1 i o 45 BT Ik B0 b | v 0 - Rk
WA AL, BT RS G000 G 28 AR B8 PR R BT i o A& v VAL S At mT BARA
i) 2 HEFORE P 5 B0 7 2 8 R ——an R 75 22, W] DL 46 8 S IERLRR S 9 .

[0195] 7K 43 UM UKL 738 5 ] DA TR G 5 B 77 32 1 46, I 5 0 7 2 4910 A v 2T L U
AR IR A AR AT FH v R A A IVR B LR AN FH [ A s P T i 5 i vk o
[o196] ¢ T+ 4% X VAL IR H HH 2 M gE 2 v 0K (1) i) 45, 2 DL 49 4 < ”Spray-Drying
Handbook” %% = Hfi, 1979, G. Goodwin Ltd., London ;]J. E. Browning, “"Agglomeration”, C
hemical and Engineering 1967, %% 147 Wi & J5 3 ;”Perry’ s Chemical Engineer’ s
Handbook”, %8 5 it, McGraw—Hill, New York 1973, % 8-57 WL 5V,

[0197] X TAEVIORIP -G W 50 ) 55 2 407, 2 WA 40 G. C. Klingman, “Weed Control
as a Science”, John Wiley and Sons., Inc., New York, 1961,81-96 11 ;#1 J. D. Freyer,
S. A. Evans, “Weed Control Handbook”, % 5 Ji, Blackwell Scientific Publications,
Oxford, 1968, % 101-103 T,

[0198]  JriR AV AL A= TR 5 0. 1 22 99 F & % el ih 0. 1 2 95 EE % HIAR
S

[0199]  FERIVR IR I, WG AL S HMR LI W 2 29 10 %2 90 F & %, 100 & % [ F 4R
8y B LR B AR AR S FLIRAAR B, W AL S R I ] 2y 1 22 90 F & %, 11
WML 5 & 80 B % . MR MIHIFIPEA 1 2 30 B % KNG AL G, 0k i
T b & 20 HiE % E AL S s AT RI S BGR T S 2 0. 05 &2 80 HE & % (LA
2 2 50 R IIEMEWAEY) . X T7K A BUHEROR R &, WS AL AP0 & 837t e T
BT i AL S CLBAR T 28 2 [ 4R T A7 A8, L RIT AT L IRTRE A B SRR R 55 o 7K 23
BRI SE AL A A B 1 42 95 EaE %, IRk 10 £ 80 EE %,

[0200] b4k, FT ik v PR A S 40 B TR TR A B S R KA BB R, 49 Gkt S )R
T3 43 BRI FLAL T B IE TR B7 ) PR TR SR R B0t A8 R T TR R 2 R
) pH AE RS B2 1575 o

[0201]  FET BIRHIGR, W] LA 5 H e A 2535 PR o—— 1 4 3% B ) L SR | B R
MR E B R—— LA 522250 IERERT/ B AE Y 5K 25540, 41 40 DL it il 57 BReAr VR 42)
(1R

[0202] W] DAY AU B A 4 LATR 6 il 550 slhif VR X5 s AL S 40 0, 4l an, 0
2 T LA W0 5 iR AL S 0 BT ik ) 52 49 T SR FLIR & il S e A TR AL |
ETYEZ G RO AT U B B R R —3— MR 5 h M A U IR G G sl 0 2 A R AT I
RUINAEHE AL R LA O C RS T OLRSA 1AM R AR, 8 Wid 2T Weed
Research 26(1986)441-445 Wigk “The Pesticide Manual”,# 14 jit, The British Crop
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Protection Council and the Royal Soc.of Chemistry, 2003 F1H: 5| HE SCER S .
[0203] 24 TS A, W SR A, R LA T A A8 B R DUES R 77 S R, e ]V R
S FLIH S 23 8GR 7K 3 B RORE R R 200 FHOK RRoRE o K 351 - 38800RE 57 FH T F i s
AT W57 P S 81 T 2K ) ) 50 A P 7 20 AN P LA g e ol — 2B A o

[0204] X (1) (R4kE9) P 75 00l FH 22 B A0 57 2% A A8 Ak, aniet B2 i 8 R0 P A5 FH 1) ok . 51)
(VR S LRI AR B8 (19 B 9 224k, 140 7E 0. 001 A 1. Okg/ha 2 [AIFIEE 2 (1) iE T
SR, PEEAE 0. 005 FT 750g/ha 2 [A]

[0205] T A1) SEde A T UL B A R B

[0206]  A. fh2ESEHE]

[0207]  3-(N- & Z& -S- A1 2t W fiff Wt W & 2% )-2- F A -N-(1- F & 13- 1Y
e —5- 38 ) —4-( =H P 2E ) KB (R 10-160 ‘558 ) Fl 3- (N- 2k -S— %
TR 28 2 ) —2— FFARZE -N-(1- 2% —1H- Dmg —5- % ) —4-( = P& ) KF B (£
% 1-160 T SLHEfE ) 1A K

[0208] DR 1 .:2- FAHHE -3-( B 2E ) -N-(1- I 2& —1H- PUmMe: —5- 35 ) —4-( =& F &)
2% F g f 1) it

[0209] ¥ 1.45g(98 EH % ;14. 3mmol) [ 5— & Fk —1— FIE —1H- VUM hn A 2% T 30ml
T BENERE ) 3. 00g (11. 3mmol) [y 2— FAZE -3-( AL ) 4-( =P &) AF KT, b
JE N 2.00g (15. 8mmol) HLEESL, Bl J5 R G AE =\ R FHid =K. PEFEHIMA
500mg (3. 94mmo1) LR, IR G HEE L H IR T HidE 16 /NN X T 5 AbTH, Al Tes 7K
ICEA FRR RGBT Rl A s PG R R i B S A v e R o Bl S 43 B
AU, FF e 2 R AR A AU s ) i il ek aifh, 15 21 1. 83g 14t
7=

[0210] P ER 23— (N- (2% —S— FF 55 I sk 1k W7 2 2% ) —2— A A0 2% N-(1- AP &8 —1H- 1Y
M —5- 3 ) —4-( = G B AL ) 2K A TR i RN 3— (N— (R -S— AR R R I A 3R ) -2- F AR
J& -N=-(1- F2E —1H- DM —5- 385 ) —4- ( =5 A ) KT WL I Rk

[0211]  ZR T, K 234mg (5. 56mmol) FHZH 1. 06g (5. 96mmo1) N— YR AT HTEE I i 4 X
A 1. 14g (3. 2Tmmo1) 1 2— AR -3 ( FIA2E ) -N-(1—- A& —1H- PYmg —5- & ) -4-( =
TS ) 2K I EEL A 440mg (3. 92mmol) AT BEERAE 70ml FEEH I . B IR A
VIR ZIE N HHE 16 /NN o X T /a2, 75 22 2 30 C IR T g 22 RAXR RGP I
WEH o FTAMIAE 150m] PKYA I S e 50ml vKyA I 10 B 58 % IR BE S /K v TR IR
WIrh L 738l e A3 AH IS AKAHA 50ml SR E AL . TERERE 28 RAX B 226 I A L
AP R T 60ml ZJEF 60ml K. BEE I 1. 57g(9. 80mmol) [/t
B—IKEW . RIVIBEYESIE NI R, T E AR, A 10 58 % MR RS8N KE
Wo RIFEMAIGIBEWH SR PHAEI =k, fE22 30CHIELE T, FeH 2k Xk
IV R FRYIE T Gk aiil, 13 3] 40mg 1) 3— (N- F( & -S- F ARt
W2 2k ) —2— FAE -N-(1- A3 —1H- PUMe —5- % ) —4-( =5 2% ) AP B R 650mg [#)
3— (N- UL —S— I IEma i I 28 2% ) —2— A3 —N—-(1- 2% —1H- PO me —5- L ) —4-( =5
i) RPBLZ.

[0212]  2- FA4EEE —N-(1- A3 —1H- DYME: -5 FL ) —3-[S—- FIFE -N-( =9 L WEEE ) ML
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CON 104125949 A OB B 26,/221 T

Ak ]-4- (=L ) RPBE (2P 1-292 5 SL0tf) ) K6k

[0213] 4% 100mg (0. 248mmo1) ] 3— (N— 55(JE —S— AL M WV 2 2% ) —2- A4 -N-(1-
J5 —1H- PYmg —5- 3 ) —4- ( =9 3L ) R AEZE 5% T 10m]l R — & P L, FFAEUK
WAL, NN 156mg (0. 744mmol) 1 =3 LBRET, 76 1. 5 /N5 IR G 2 =il . |’
G TR 16 /N B S EIA K P IHAT G0 JREWH A P REA UK, bl
JEIREMAE A JGIER %2 30°C MWL T FHBEH: 28 R AXBR 2207 Tl sy i it (i vk 4
1k, 133 17mg (179

[0214]  2- FAZE —3-(S— R ZERATE W 2 5 ) -N-(1— A2 —1H- DM —5- 3% ) —4- ( =5 F
) A (KPP 1-28 SER] ) KA R

[0215] ¥4 31.5mg (0. 228mmol) ) fik BZ 2 0 A | 36.0mg (0. 076mmol) 1] 2— F 4%
5= -N-(1- 2L —1H- PUme —5- 3% ) -3-[S— 3L -N-( = H COWEEE ) TaBE w22 1-4-( =5
&) KA EEAE Sml FEE A T . TR EWIAE S FHERE 30 208h. XF a0, fE8
% 30°CHIREE T, e 7 AR 28550 o TR Tk, HH SR A H . Bl S 7K
MR VKES R, 5 R FREAERUN IR . (£ 2 2 30°C IR T, FI e 2 R AR 2K
PR FRH R Pt A5 5 FR T EAVASS G . HIEERERIRE
T, 53 B AR A TR 20me (74

[0216]  3—(N- 0 5% —S— AP 2 7o Mk W7 2 2% ) —2- A & B N-(5— A 2k -1, 3,4- i —
e —2— L) —4-( =3P ) KB Z (KA 7-160 T 5204 ) K5k

[0217]  JPER 1 :3- (N- FUE —S- FAERIEW 25 ) —2- FEE 4-( =5/ FE) XFRNE
B4

[0218] 3. 71g(33. lmmol) AT B I AZ 4. 00g (15. Ommol) 1) 2— F4ZE -3— ( At
) -4-( R PR ) R ERLE 250m] FEEH R . KRG BERE 10 408D, B SR
BN 1. 07g (25. 5mmol) FRIEUHZ AN 4. 81g(27. Ommo1) N- JACTE LW k. JRESWEZEET
BidE 2 /NI P 75 R AN R IR AW I ), W T R P RAE 120ml ZJEFT 120m1
KRG . I 7. 21g (45, Immol) [ AR BRAN — /K&, IR A S35 R i — 1 A
Mo fEX—ANE MR ERE, RBE—RBULK, # A 3. 6g(22. 5mmol) =GB —/KE&
Yo X TR, N 10 B E % MR AR . £22 30°CHRRRE T, FIIEH 2RI
A BB BRI A ED, B G A I B ERIRIRAL « TR VKA I & P A
HU =R o FH T % 25 A 256 5 PR HUAH P 050, I HLaE i (v ai AL R R 0, 15 21079
1. 30g FI4ERT Ky 80 T % KT~

[0219]  ZDIR 2 :3-(N- F(FE -S- AW 228 ) -2- A N-(6- i -1, 3,4- g
e —2— J5) —4-( ZF PR ) R P ELZ KA K

[0220] % 350mg (80 E & % ;0. 869mmol) [ 3— (N- FFE —S— IR EL I 2 5 ) —2- F 4R
= -A-( =R ) KPR 151mg (1. 52mmol) ) 2- 25 —5— 3L -1, 3, 4-BE M k%
AZ 10m] TR, FEAEUKI R Al IO 207mg (1. 63mmol) HLEEEL, 78 30 73 8h 518
REDET 2R IREWAE =W T HidE 2 /N, BEJS 53 51. 8mg (0. 408mmol) FIELEER
b GRS AE W TR HE 16 /N X5 AR, I iefs 28 R AR 2SI A ), I8
T RPPEE T KA A PBE o 3 AH ST, e 28 RAXBR 2 HUAR P B, Fel e Ae 1t 4%
PN s AL, 752 9. 80mg 4 o
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CON 104125949 A OB B 27/221 T

[0221] R FTANI SIS R R T 2 B S IR VRS VAR
2,
[0222] XLt AW AE R LR .
[0223] fEH4EE 2
[0224] Et=24% Me =3 n-Pr=1FN¥E i-Pr="KkE
[0225] c—Pr =A% Ph =%
[0226] K 1 :AKRHN (D) WLEY, K Q L, HR HFFE,R7MWEBANE, Ht =
|
[0227]
[0228]
®E X Z R R’ B (H NMR)
1-1 Me Me Me H
1-2 Me ) Me H
1-3 Me Cl Me H
1-4 Me Br Me H
1-5 Me 1 Me H
1-6 Me CF;3 Me H
1-7 Me CHF, Me H
1-8 Me CF;Cl Me H
1-9 Me OMe Me H
1-10 Me NO; Me H
[0229]
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w5 X Z R R |##H4E(HNMR)

1-11 Me SO;Me Me H

1-12 Cl Me Me H

1-13 Cl F Me H

1-14 Cl Cl Me H

1-15 Cl Br Me H

1-16 Cl I Me H

1-17 Cl1 CF; Me H

1-18 Cl CHF; Me H

1-19 Cl CF,(Cl Me H

1-20 Cl OMe Me H

1-21 Cl NO, Me H

1-22 C1 SO,;Me Me H

1-23 | OMe Me Me H

1-24 | OMe F Me H

1-25 | OMe Cl Me H

1-26 | OMe Br Me H

1-27 | OMe I Me H

1-28 | OMe CF; Me H (400 MHz, D,0 8,
ppm) 7.85 (d,1H),
7.72 (d,1H), 3.97 (br.
s,3H), 3.81 (s,3H),
3.46 (br. s,3H)

1-29 | OMe CHF, Me H

1-30 | OMe CF,(l Me H

1-31 OMe OMe Me H

1-32 . OMe NO, Me H

1-33 OMe SO,Me Me H

1-34 | SO;Me Me Me H

1-35 | SO,Me F Me H

1-36 | SO;Me Cl Me H

1-37 | SO;Me Br Me H

1-38 | SO;Me | Me H

1-39 | SO;Me CF; Me H

1-40 | SO,Me CHF, Me H

[0230]
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CON 104125949 A OB B 29/221 T

%2 X Z R R’ HEHH(HNMR)
1-41 | SO,Me CF,(Cl Me H
1-42 | SO;Me OMe Me H
1-43 | SO;Me NO; Me H
1-44 | SO;Me SO>Me Me H
1-45 Me Me Et H
1-46 Me F Et H
1-47 Me Cl1 Et H
1-48 Me Br Et H
1-49 Me 1 Et H
1-50 Me CF; Et H
1-51 Me CHE; Et H
1-52 Me CF;(l Et H
1-53 Me OMe Et H
1-54 Me NO, Et H
1-55 Me SO;Me Et H
1-56 Cl Me Et H
1-57 Cl F Et H
1-58 Cl Cl Et H
1-59 Cl Br Et H
1-60 Cl 1 Et H
1-61 Cl CF; Et H
1-62 Cl CHF, Et H
1-63 Cl CF,Cl Et H
1-64 Cl OMe Et H
1-65 1 NO» Et H
1-66 Cl SO;Me Et H
1-67 | OMe Me Et H
1-68 | OMe F Et H
1-69 OMe Cl Et H
1-70 | OMe Br Et H
1-71 | OMe 1 Et H
1-72 | OMe CF; Et H
1-73 | OMe CHF; Et H

[0231]
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i M B

CN 104125949 A 30/221 |
®E X Z R R’ 3B H 3 ('H NMR)
1-74 OMe CF,(l1 Et H
1-75 OMe OMe Et H
1-76 OMe NO; Et H
1-77 OMe SO,Me Et H
1-78 | SO3;Me Me Et H
1-79 | SO;Me F Et H
1-80 | SO;Me Cl Et H
1-81 | SO:Me Br Et H
1-82 | SO;Me 1 Et H
1-83 | SO;Me CF; Et H
1-84 | SO>Me CHE» Et H
1-85 | SO;Me CF,(Cl1 Et H
1-86 | SO;Me OMe Et H
1-87 | SO;Me NO; Et H
1-88 | SO;Me SO;Me Et H
1-89 Me Me CH;CH;0Me H
1-90 Me F CH,CH,;0OMe H
1-91 Me Cl CH,CH,0OMe H
1-92 Me Br CH,CH;OMge H
1-93 | Me | CH,CH,;OMe H
1-94 Me CF; CH;CH;0OMe H
1-95 Me CHEF, CH;CH,;O0OM¢ H
1-96 Me CE(Cl CH>2CH;OMe H
1-97 Me OMe CH,CH;OMe H
1-98 Me NO, CH,CH;OMe H
1-99 Me SOs;Me CH;CH;OMe H
1-100 1 Me CH;CH,OMe H
1-101 Cl F CH;CH>,OMe H
1-102 Cl Cl CH,;CH;0OMe H
1-103 Cl Br CH,CH;OMe H
1-104 Cl 1 CH>CH,OMe H
1-105 Cl CF; CH;CH,OMe H
1-106 Cl CHF; CH,;CH;0OMe H

[0232]
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CN 104125949 A 31/221 51
BE X z R R’ HEHAE('H NMR)

1-107 Cl CF,(Cl CH,CH,0Me H

1-108 Cl OMe CH;CH;OMe H

1-109 Cl NO; CH;CH;OMe H

1-110 Cl SO;Me CH,CH,0Me H

1-111 OMe Me CH;CH;OMe H

1-112 OMe F CH,CH;OMe H

1-113 OMe Cl CH;CH;0OMe H

1-114 OMe Br CH,CH;OMe H

1-115 OMe 1 CH,CH,0Me H

1-116 OMe CF; CH;CH;OMe H

1-117 OMe CHF, CH,CH;0OMe H

1-118 OMe CF,Cl1 CH,CH,0Me H

1-119 OMe OMe CH,CH;0Me H

1-120 OMe NO, CH,;CH,OMe H

1-121 OMe SO;Me CH,CH,0OMe H

1-122. | SO Me Me CH,;CH;OMe H

1-123 | SO;Me F CH,CH;OMe H

1-124 | SO,Me Cl CH,CH;0OMe H

1-125 | SO,Me Br CH,CH,OMe H

1-126 | SO;Me I CH;CH;OMe H

1-127 | SO;Me CF; CH;CH;OMe H

1-128 | SO,Me CHF, CH,;CH,OMe H

1-129 | SO;Me CF;C1 CH,CH;OMe H

1-130 | SO;Me OMe CH;CH,0Me H

1-131 | SO;Me NO; CH,CH;OMe H

1-132 | SO;Me | SO;Me CH,CH;OMe H

1-133 Me Me Me CN

1-134 Me F Me CN

1-135 Me Cl Me CN

1-136 Me Br Me CN

1-137 Me 1 Me CN

1-138 Me CF; Me CN (400 MHz, CDCl; 8,

ppm) 8.00 (s,2H), 4.08
(s,3H), 3.54 (5,3H),

[0233]
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®BE X 7 R R’ W B H (' HNMR)

2.89 (s,3H)

1-139 Me CHF, Me CN

1-140 Me CFE,Cl Me CN

1-141 Me OMe Me CN

1-142 Me NO; Me CN

1-143 Me SO:Me Me CN

1-144 Cl Me Me CN

1-145 Cl F Me CN

1-146 Cl Cl Me CN

1-147 Cl Br Me CN

1-148 Cl I Me CN

1-149 Cl CFz Me CN

1-150 Cl CHF; Me CN

1-151 Cl CF,(Cl Me CN

1-152 Cl1 OMe Me CN

1-153 Cl NO, Me CN

1-154 Cl SO,;Me Me CN

1-155 OMe Me Me CN

1-156 OMe F Me CN

1-157 OMe Cl Me CN

1-158 OMe Br Me CN

1-159 OMe 1 Me CN

1-160 OMe CF; Me CN (400 MHz, CDCl; 8,
ppm) 8.22 (d,1H),
7.89 (d,1H), 4.15
(s.3H), 4.12 (s,3H),
3.74 (s,3H)

1-161 OMe CHF; Me CN

1-162 OMe CE;Cl1 Me CN

1-163 OMe OMe Me CN

1-164 OMe NO, Me CN

1-165 OMe SO,Me Me CN

1-166 | SO;Me Me Me CN

1-167 | SO;Me F Me CN

[0234]
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%2 X Z R R’ HEHH(HNMR)
1-168 | SO, Me Cl Me CN
1-169 | SO;Me Br Me CN
1-170 | SO;Me | Me CN
1-171 | SO;Me CF; Me CN
1-172 | SO;Me CHF, Me CN
1-173 | SO;Me CF;Cl Me CN
1-174 | SO;Me OMe Me CN
1-175 | SO:Me NO» Me CN
1-176 | SO;Me SO;Me Me CN
1-177 Me Me Et CN
1-178 Me F Et CN
1-179 Me Cl Et CN
1-180 Me Br Et CN
1-181 Me 1 Et CN
1-182 Me CF; Et CN
1-183 Me CHEF; Et CN
1-184 Me CF,(Cl Et CN
1-185 Me OMe Et CN
1-186 Me NO, Et CN
1-187 Me SO,Me Et CN
1-188 Cl Me Et CN
1-189 Cl F Et CN
1-190 Cl Cl Et CN
1-191 Cl Br Et CN
1-192 Cl 1 Et CN
1-193 Cl CF; Et CN
1-194 Cl CHF; Et CN
1-195 Cl CF,Cl Et CN
1-196 Cl OMe Et CN
1-197 Cl NO; Et CN
1-198 Cl SO>Me Et CN
1-199 OMe Me Et CN
1-200 OMe F Et CN

[0235]
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®E X Z R R’ B HH('H NMR)
1-201 OMe Cl Et CN
1202 | OMe Br Et CN
1-203 OMe 1 Et CN
1-204 OMe CF; Et CN
1-205 | OMe CHF, Et CN
1-206 OMe CF,Cl Et CN
1-207 | OMe OMe Et CN
1-208 OMe NO» Et CN
1-209 OMe SO Me Et CN
1-210 | SO;Me Me Et CN
1-211 | SO;Me F Et CN
1-212 | SO;Me Cl Et CN
1-213 | SO;Me Br Et CN
1214 | SO;:Me 1 Et CN
1215 | SO;Me CF; Et CN
1216 | SO,Me | CHF; Et CN
1-217 | SO;Me CF,Cl Et CN
1-218 | SO;Me | OMe Et CN
1-219 | SO;Me NO, Et CN
1-220 | SO;Me SO,Me Et CN
1-221 Me Me CH;CH;0OMe CN
1-222 Me F CH,CH;OMe CN
1-223 Me Cl CH>2CH;OMe CN
1-224 Me Br CH,CH,0Me CN
1-225 Me 1 CH,CH,OMe CN
1-226 Me CF; CH,;CH3;OMe CN
1227 | Me CHF, CH,CH,0OMe CN
1-228 Me CF,C1 | CH,CH,OMe CN
1-229 Me OMe CH,;CH>0Me CN
1-230 Me NO, CH,CH;OMe CN
1-231 Me SO»Me CH,CH,;0OMe CN
1-232 Cl Me CH;>CH,OMe CN
1-233 Cl F CH,CH;OMe CN

[0236]

43



i M B

CN 104125949 A 35/221 L
®E X Z R R’ 3B H 3 ('H NMR)
1-234 Cl Cl CH,CH,0Me CN
1-235 cl Br CH,CH,OMe CN
1-236 cl 1 CH,CH;0Me CN
1-237 Cl CF; CH,CH,0OMe CN
1-238 Cl CHF; | CH;CH;OMe CN
1-239 Cl CF,C1 | CH,CH,OMe CN
1-240 Cl OMe CH,CH;OMe CN
1-241 al NO, CH,CH;OMe CN
1-242 ql SO;Me | CH,CH,0OMe CN
1243 | OMe Me CH,CH,OMe CN
1244 | OMe F CH,CH,0Me CN
1-245 | OMe Cl CH,CH,0Me CN
1-246 | OMe Br CH,CH,OMe CN
1-247 | OMe I CH,CH,0Me CN
1-248 | OMe CF; CH,CH;OMe CN
1249 | OMe CHF; | CH;CH,OMe CN
1250 | OMe | CF,Cl | CH,CH,OMe CN
1251 | OMe OMe CH,CH,OMe CN
1-252 | OMe NO, CH,CH,OMe CN
1253 | OMe | SO;Me | CH,CH,OMe CN
1-254 | SO;Me Me CH,CH;OMe CN
1-255 | SO,Me F CH,CH;OMe CN
1-256 | SO,Me Cl CH,CH;OMe CN
1-257 | SO,Me Br CH,CH,OMe CN
1-258 | SO,Me 1 CH,CH,OMe CN
1259 | SO,Me | CF; CH,CH,0Me CN
1-260 | SO;Me | CHF; | CHCH,OMe CN
1-261 | SO;Me | CF,.Cl | CH,CH,OMe CN
1-262 | SO;Me | OMe CH,CH,OMe CN
1-263 | SOMe | NO, CH,CH;OMe CN
1-264 | SO;Me SO,Me CH,CH,0OMe CN
1265 | Me Me Me (C=0)CF;
1266 | Me F Me (C=0)CF;

[0237]
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%2 X zZ R R’ S HYE('H NMR)

1267 | Me Cl Me (C=0)CF;

1-268 Me Br Me (C=0)CF;

1-269 Me I Me (C=0)CF;

1-270 Me CF; Me (C=0)CF;

1-271 Me CHF; Me (C=0)CF3;

1-272 Me CF,Cl1 Me (C=0)CF;

1-273 Me OMe Me (C=0)CF;

1-274 Me NO; Me (C=0)CF;

1-275 Me SO;Me Me (C=0)CF;

1-276 C1 Me Me (C=0)CF;

1-277 Cl F Me (C=0)CF;

1-278 C1 Cl Me (C=0)CF;

1-279 Cl Br Me (C=0)CF;

1-280 Cl1 1 Me (C=0)CF;

1-281 Cl CFK; Me (C=0)CF;

1-282 1 CHF,; Me (C=0)CF;

1-283 Cl CF,Cl Me (C=0)CF;

1-284 Cl OMe Me (C=0)CF;

1-285 Cl NO; Me (C=0)CF;

1-286 Cl SO;Me Me (C=0)CF;

1-287 OMe Me Me (C=0)CF3

1-288 OMe F Me (C=0)CF;

1-289 OMe Cl Me (C=0)CF;

1-290 OMe Br Me (C=0)CF;

1-291 OMe I Me (C=0)CF;

1-292 OMe CF; Me (C=0)CF; | (400 MHz, CDCl; 8,
ppm) 8.18 (d,1H),
7.90 (d,1H), 4.12
(s;3H), 4.04 (s,3H),
3.82 (s,3H)

1-293 OMe CHF; Me (C=0)CF;

1-294 OMe CF,;Cl Me (C=0)CF;

1-295 | OMe OMe Me (C=0)CF;

1-296 OMe NO; Me (C=0)CF;

[0238]
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CN 104125949 A PR 37/221 BT
% X Z R R’ HE ¥ (HNMR)
1-297 OMe SOzMe Me (C=O)CF3
1-298 SO,Me Me Me (C=0)CF;
1-299 | SO,Me F Me (C=0)CF;
1-300 | SO;Me Cl Me (C=0)CF;
1-301 | SO;Me Br Me (C=0)CF;
1-302 | SO,Me | Me (C=0)CF;
1-303 | SO,Me CF; Me (C=0)CF;
1-304 SO, Me CHF, Me (C=0)CF;
1-305 | SO;Me CF,(l Me (C=0)CF;
1-306 SO, Me OMe Me (C=0)CF;
1-307 | SO;Me NO, Me (C=0)CF;
1-308 | SO,Me | SO,Me Me (C=0)CF;
[0239] F 2 AKX () LS, K Q hQL, HR AL, R”HMW K HANEA, Ht =
1
[0240]
N X
4 0 .
N’: %—«:N’R
N
g R
H,C H
rd
[0241]
R=I 7 R R”  |WEEEHE ('H NMR)
2-1 Me Me Me H
2-2  [Me F Me H
2-3  [Me cl Me H
24 |Me Br Me H
25 |me i Me H
26 [Me CF, Me H
2-7  [Me CHF, Me H
2-8  [Me CR,C1 Me H
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CN 104125949 A W M P 38/221 T
2-9 Me OMe Me H
210 Me N0, Me H
2-11  [Me SO,Me Me H

[0242]
4e X Z R R |EE LS (H NMR)
12 el |Me Me H
13 et |F Me H
14 o1 ol Me H
15 c1 |Br Me H
16 o1 |1 Me H
17 et [cR, Me H
218 [cl [cHF,  |Me H
219 [c1 [cRCl |Me H
220 [c1 |oMe Me H
221 c1 |No, Me H
922 c1 [SoMe  |Me H
923 |oMe  |Me Me H
924 |oMe  |F Me H
925 |oMe  [c1 Me H
226 |oMe  |Br Me H
227 |oMe |1 Me H
228 |oMe  [CF, Me H
229 |Me  [CHF,  |Me H
230 |Me  [CRCI  |Me H
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CN 104125949 A i B P 39/221 T
2-31  [OMe  |OMe Me H
2-32  |oMe  |NO, Me H
2-33  [oMe  [SOMe  |Me H
2-34  [SOMe |Me Me H
2-35 [SOMe |F Me H
2-36  [SOMe [C1 Me H
2-37  [SoMe [Br Me H
2-38  [soMe I Me H
2-39  [soMe [CF, Me H
2-40  [SOMe  [CHF, Me H
2-41  [SOoMe [CE,C1  |Me H
2-42  [SOMe |OMe Me H
2-43  [SOMe |NO, Me H
2-44  [SOMe [SOMe  |Me H

[0243]
4ie X Z R R |EE R (H NMR)
2-45 |Me Me Et H
2-46  [Me F Et H
2-47  [Me Cl Et H
2-48  [Me Br Et H
2-49  [Me I Et H
2-50  [Me CF, Et H
2-51  [Me CHF, Et H
2-52  [Me CFCl Bt H
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CN 104125949 A W M P 40/221 7
253 e [OMe Et H
254 Me  NO, Et H
555 [Me  [SOMe  |Et H
556 |l |Me Ft H
557 |1 | Et i
258 [c1 |1 Bt i
559 |l [Br Bt i
560 Jc1 1 Et i
561 [cl |k, Et i
562 |cl  |cHF,  |Ee i
563 |cl  |oRcl Bt i
264 |1 |oMe Et H
265 |clNo, Ft H
266 |l [soMe  |Et H
967 |OMe  |Me Et H
268 |oMe [P Et i
269 |oMe |1 Et i
570 |oMe  [Br Et i
571 |oMe |1 Et i
572 |oMe [cF, Et i
573 |oMe  |cHF,  |Et i
574 |oMe  |CRCl  |Et i
275 |oMe  |OMe Ft f
276 |oMe  [NO, Et H
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CN 104125949 A

i M B

41/221 1T

[0244]

2-77 |oMe  [SoMe  [Et H
die X 7 R R* |#3 %R ('H NMR)
2-78  [SOMe [Me Et H
2-79  [SoMe [F Bt H
2-80 [SOMe [CI Et H
2-81 [SOMe [Br Bt H
2-82  [SOMe |I Et H
2-83 [SOMe [CF, Et H
2-84 [SOMe |[CHF, Et H
2-85 [SOMe [CFC1  [Et H
2-86  [SOMe [OMe Et H
2-87 [SOMe [NO, Et H
2-88 [SOMe [SOMe  [Et H
2-89  |Me Me CH,CH,0Me  [H
2-90  |Me F CH,CH,0Me [H
2-91  |Me Cl CH,CH,0Me [H
2-92  |Me Br CH,CH,0Me [H
2-93  |Me I CH,CH,0Me [H
2-94  |Me CF, CH,CH,0Me [H
2-95 |Me CHF, CH,CH,0Me [H
2-96  |Me CF,C1  [CH,CH,OMe [H
2-97  |Me OMe CH,CH,0Me  [H
2-98  |Me NO, CH,CH,0Me  [H
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CN 104125949 A

i M B

42/221 71

[0245]

2-99  |Me SOMe  [CHCH,0Me  [H
2-100 [c1 Me CH,CH,0Me  [H
2-101 [c1 F CH,CH,0Me  [H
2-102 [c1 Cl CH,CH,0Me  [H
2-103 [c1 Br CH,CH,0Me  [H
2-104 [c1 I CH,CH,0Me  [H
2-105 [c1 CF, CH,CH,0Me  [H
2-106 [c1 CHF, CH,CH,0Me  [H
2-107 [c1 CF,C1 CH,CH,0Me  [H
2-108 [c1 OMe CH,CH,0Me  [H
2-109 [c1 NO, CH,CH,0Me  [H
2-110 [c1 SOMe  [CHCH,0Me  [H
die X Z R R |EREE ('H NMR)
2-111 [oMe  [Me CH,CH,0Me  [H
2-112 [oMe [P CH,CH,0Me  [H
2-113 [oMme  [C1 CH,CH,0Me  [H
2-114 [OMe  |[Br CH,CH,0Me  [H
2-115 [oMe [T CH,CH,0Me  [H
2-116 |oMe  [CF, CH,CH,0Me  [H
2-117 |oMe  [CHF, CH,CH,0Me  [H
2-118 |oMe  [CR,C1 CH,CH,0Me  [H
2-119 [oMe  [OMe CH,CH,0Me ~ [H
2-120 [oMe  [NO, CH,CH,0Me  [H
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i M B

43/221 17T

[0246]

2-121 [OMe  [SOMe  |CH,CH,OMe [H
2-122 [SOMe |Me CH,CH,0Me  |H
2-123 [SOMe [P CH,CH,0Me  |H
2-124 [SOMe |[C1 CH,CH,0Me  |H
2-125 [SOMe |Br CH,CH,0Me  |H
2-126 [SOMe [T CH,CH,0Me  |H
2-127 [SOMe |CF, CH,CH,0Me  |H
2-128 [SOMe |CHF, CH,CH,0Me  |H
2-129 [SOMe [CF,C1  |CH,CH,OMe |H
2-130 [SO,Me [OMe CH,CH,0Me  |H
2-131 [SOMe |NO, CH,CH,0Me  |H
2-132 [SO,Me [SOMe  [CH,CH,OMe |H
2-133 |Me Me Me CN
2-134 |Me F Me CN
2-135 |Me cl Me CN
2-136 |Me Br Me CN
2-137 |Me I Me CN
2-138 |Me CF, Me CN
2-139 |Me CHF, Me CN
2-140 |Me CFClL  |Me CN
2-141 |Me OMe Me CN
2-142 |Me NO, Me CN
2-143 |Me SOMe  |Me CN
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gis X Z R R |[#EEEdE ('H NMR)
2-144 |c1 Me Me CN
2-145 |c1 F Me CN
2-146 [C1 Cl Me CN
2-147 |c1 Br Me CN
2-148 |c1 I Me CN
2-149 |c1 CF, Me CN
2-150 [c1 CHF, Me CN
2-151 [c1 CF,C1 Me CN
2-152 |c1 OMe Me CN
2-153 |c1 NO, Me CN
2-154 [c1 SOMe  [Me CN
2-155 [OMe  [Me Me CN
2-156 [OMe  [F Me CN
2-157 |ome  |c1 Me CN
2-158 [OMe  [Br Me CN
2-159 [oMe [T Me CN
2-160 [oMe  [CF, Me CN
2-161 [oMe  [CHF, Me CN
2-162 [0oMe  [CF,C1 Me CN
2-163 [OMe  [OMe Me CN
2-164 [oMe  [NO, Me CN
2-165 [OMe  [SOMe  [Me CN
2-166 [SOMe [Me Me CN
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2-167 [SOMe [P Me CN
2-168 [SOMe |[C1 Me CN
2-169 [SOMe |Br Me CN
2-170 [SOMe [T Me CN
2-171 [SOMe |CF, Me CN
2-172 [SOMe |CHF, Me CN
2-173 [SOMe [CFC1  |Me CN
2-174 [SOMe [OMe Me CN
2-175 [SOMe |NO, Me CN
2-176 [SOMe [SOMe  |Me CN

[0247]

Hw X Z R R’ YIEREE ('H NMR)
2-177 |Me Me Et CN
2-178 |Me F Et CN
2-179 |Me Cl Et CN
2-180 |Me Br Et CN
2-181 |Me I Et CN
2-182 |Me CF, Et CN
2-183 |Me CHF, Et CN
2-184 |Me CFCl [t CN
2-185 |Me OMe Et CN
2-186 |Me NO, Et CN
2-187 |Me SOMe Bt CN
2-188 |c1 Me Et CN
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2-189 [C1 F Et CN
2-190 [C1 Cl Et CN
2-191 |C1 Br Et CN
2-192 |C1 I Et CN
2-193 [C1 CF, Et CN
2-194 [C1 CHF, Et CN
2-195 [C1 CF,C1 Et CN
2-196 [C1 OMe Et CN
2-197 |C1 NO, Et CN
2-198 [C1 SO,Me Et CN
2-199 [OMe Me Et CN
2-200 [OMe F Et CN
2-201 |[OMe Cl Et CN
2-202 [OMe Br Et CN
2-203 [OMe I Et CN
2-204 |[OMe CF, Et CN
2-205 [OMe CHF, Et CN
2-206 |[OMe CF,C1 Et CN
2-207 |[OMe OMe Et CN
2-208 |[OMe NO, Et CN
2-209 |[OMe SO,Me Et CN

[0248]

s (X Z R R (#3E4dE ('H NMR)
2-210 [SOMe |Me Et CN

55



CN 104125949 A

i M B

47/221 171

2-211 [SOMe [P Et CN
2-212 [SOMe |[C1 Et CN
2-213 [SO,Me |Br Et CN
2-214 [SOMe [T Et CN
2-215 |SOMe |CF, Et CN
2-216 |SOMe |CHF, Et CN
2-217 [SOMe [CFC1  [Et CN
2-218 [SOMe |OMe Et CN
2-219 [SOMe |NO, Et CN
2-220 [SOMe [SOMe  |Et CN
2-221 |Me Me CH,CH,0Me  |CN
2-222 |Me F CH,CH,0Me  |CN
2-223 |Me cl CH,CH,0Me  |CN
2-224 |Me Br CH,CH,0Me  |CN
2-225 |Me I CH,CH,0Me  |CN
2-226 |Me CF, CH,CH,0Me  |CN
2-227 |Me CHF, CH,CH,0Me  |CN
2-228 |Me CF,Cl  |CHCH,OMe |ON
2-229 |Me OMe CH,CH,0Me  |CN
2-230 |Me NO, CH,CH,0Me  |CN
2-231 |Me SOMe  |CH,CH,0Me |ON
2-232 |C1 Me CH,CH,0Me  |CN
2-233 |C1 F CH,CH,0Me  |CN
2-234 |C1 cl CH,CH,0Me  |CN

56



CN 104125949 A

i M B

48/221 11

[0249]

2-235 |C1 Br CH,CH,0Me  |CN
2-236 |C1 i CH,CH,0Me  |CN
2-237 |c1 CF, CH,CH,0Me  |CN
2-238 [C1 CHF, CH,CH,0Me  |CN
2-239 |C1 CF,Cl  [CH,CH,OMe |ON
2-240 |C1 OMe CH,CH,0Me  |CN
2-241 |c1 NO, CH,CH,0Me  |CN
2-242 |C1 SOMe  |CH,CH,0Me |ON
s X Z R R’ YR ('H NMR)
2-243 [OMe  |Me CH,CH,0Me  |CN
2-244 |OMe [P CH,CH,0Me  |CN
2-245 [OMe  |C1 CH,CH,0Me  |CN
2-246 |OMe  [Br CH,CH,0Me  |CN
2-247 |oMe [T CH,CH,0Me  |CN
2-248 |OMe  |CF, CH,CH,0Me  |CN
2-249 |OMe  |CHF, CH,CH,0Me  |CN
2-250 |OMe  [CF,Cl  |CH,CH,0Me |ON
2-251 |OMe  |OMe CH,CH,0Me  |CN
2-252 |OMe  |NO, CH,CH,0Me  |CN
2-253 |OMe  [SOMe  |CH,CH,0Me |ON
2-254 [SOMe |Me CH,CH,0Me  |CN
2-255 [SOMe [P CH,CH,0Me  |CN
2-256 [SOMe |C1 CH,CH,0Me  |CN
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[0250]
=1
[0251]

[0252]

[0253]

2-257 [SOMe [Br CH,CH,0Me  |CN
2-258 [SOMe [T CH,CH,0Me  |CN
2-259 [SO,Me |CF, CH,CH,0Me  |CN
2-260 [SO,Me |CHF, CH,CH,0Me  |CN
2-261 |SOMe [CF,Cl  |CH,CH,OMe |ON
2-262 [SOMe [OMe CH,CH,0Me  |CN
2-263 [SOMe |NO, CH,CH,0Me  |CN
2-264 |SOMe [SOMe  |CH,CH,OMe |ON

L3 AKPRX D K&, K Q A Ql, H R NIEHNE R W& HANE, H t

sz N Q
N, o
N/\N Ry A
H.C | R
3 \/j } |
Z
g X 7 R R (¥ %HE (‘H NMR)
3-1 Me Me Me H
g2 [x 7 R R (¥ %dE ('H NMR)
32 |Me F Me H
33 |Me cl Me H
34 |Me Br Me H
35  |Me i Me H
36 |Me CF, Me H
37 |me CHF,  [Me H
3-8  |Me CE,CL  [Me H
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3-9 Me OMe Me H
310 |Me NO,  |Me H
3-11  [Me SO,Me  |Me H
312 |o1 Me Me H
313 |l F Me H
314 |1 Cl Me H
315 |l Br Me H
316 |1 i Me H
317 |l CF,  |Me H
318 |1 CHF,  |Me H
319 |1 CFCL |Me H
320 |1 Me  |Me H
321 [c1 NO,  |Me H
322 |1 SoMe  |Me H
323 |0Me Me Me H
324 |0Me F Me H
325 |0Me Cl Me H
326 |0Me Br Me H
327 |0Me i Me H
328 |OMe CF,  |Me H
329 |0Me CHF,  |Me H
330 |0Me CFCL |Me H
331 |0Me Me  |Me H
332 |0Me NO,  |Me H
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3-33  |oMe SOMe  [Me H
3-34  [SOMe Me Me H

[0254]
dis X 7 R R* 3% AR ('H NMR)
3-35 [SOMe F Me H
3-36  [SOMe Cl Me H
3-37  [SOMe Br Me H
3-38  [SOMe I Me H
3-39  [SOMe CF, Me H
3-40  [SOMe CHF,  |Me H
3-41  [SOMe CF,CL  |Me H
3-42  [SOMe OMe Me H
3-43  [SOMe NO, Me H
3-44  |SOMe SOMe  [Me H
3-45  |Me Me Et H
3-46  |Me F Et H
3-47  |Me Cl Bt H
3-48  |Me Br Bt H
349 [Me I Et H
350 |Me CF, Et H
351 |Me CHF, |Et H
352 |Me CF,Cl  |Et H
3-53  |Me OMe Et H
3-54  |Me NO, Et H
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355 |Me SoMe  |Et H
356 |Cl Me Et H
357 |c1 P Ft H
358 |1 Cl Ft H
359 |c1 Br Et i
360 |c1 T Bt i
361 |c1 CF, |kt i
362 |C1 CHF,  |Et i
363 |C1 CFCL Bt i
364 |C1 Me  |Et i
365 |C1 NO, Bt i
366 |C1 SoMe  |Et H
367 |OMe Me Ft H

[0255]

e X Z R R |PEEHE (H NMR)
368 |OMe F Et i
369 |OMe cl Et i
370 |OMe Br Et i
371 |OMe T Et i
372 |OMe CF,  [bt i
373 |OMe CHF,  [Et i
374 |OMe CRCL Bt i
375 |OMe Me  |Et H
376 |OMe NO,  [Et H
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3-77  [oMe SOMe |Bt H
3-78  [SO,Me Me Et H
3-79  [SO,Me F Et H
3-80  [SO,Me Cl Et H
3-81  [SO,Me Br Et H
3-82  [SO,Me I Et H
3-83  [SO,Me CF, Et H
3-84  [SO,Me CHF,  |Et H
385 [SO,Me CFCl  |Et H
3-86  [SO,Me OMe Et H
3-87  [SO,Me NO, Et H
3-88  [SO,Me SOMe |Et H
3-89 |Me Me CH,CH,0Me  |H
390 |Me F CH,CH,0Me  |H
391 |Me cl CH,CH,0Me  |H
392 |Me Br CH,CH,0Me  |H
393 |Me I CH,CH,0Me  |H
394 |Me CF, CH,CH,0Me  |H
395 |Me CHF,  |CH,CH,OMe |H
3-96  |Me CF,Cl  |CH,CH,OMe |H
397 |Me OMe CH,CH,0Me  |H
398 |Me NO, CH,CH,0Me  |H
399  |Me SOMe [CH,CH,0Me [H
3-100 |C1 Me CH,CH,0Me  |H
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[0256]
4e X Z R R |¥EEEHE (H NMR)
3-101 |[c1 F CH,CH,0Me  [H
3-102 [c1 cl CH,CH,0Me  |H
3-103 |[c1 Br CH,CH,0Me  |H
3-104 |c1 I CH,CH,0Me  [H
3-105 |C1 CF, CH,CH,0Me  |H
3-106 |C1 CHF,  [CH,CH,0Me [H
3-107 |c1 CF,Cl  [CH,CH,0Me [H
3-108 |c1 OMe CH,CH,0Me  [H
3-109 |[c1 NO, CH,CH,0Me  [H
3-110 |[c1 SOMe  [CH,CH,0Me |H
3-111 [OMe Me CH,CH,0Me  |H
3-112 [OMe F CH,CH,0Me  [H
3-113 [OMe Cl CH,CH,0Me  [H
3-114 |OMe Br CH,CH,0Me  [H
3-115 |OMe I CH,CH,0Me  |H
3-116  |OMe CF, CH,CH,0Me  |H
3-117 |OMe CHF,  [CH,CH,0Me [H
3-118 [OMe CF,C1  [CH,CH,0Me [H
3-119 [OMe OMe CH,CH,0Me  [H
3-120 [OMe NO, CH,CH,0Me  |H
3-121 |OMe SOMe  [CH,CH,0Me |H
3-122 [SOMe Me CH,CH,0Me  [H

63



CN 104125949 A i B P 55/221 7T
3-123 [SOMe F CH,CH,0Me  |H
3-124 [SOMe cl CH,CH,0Me  |H
3-125 [SOMe Br CH,CH,0Me [
3-126  [SOMe I CH,CH,0Me  [H
3-127 [SOMe CF, CH,CH,0Me  |H
3-128 [SOMe CHF,  [CH,CH,0Me [H
3-129 [SOMe CF,Cl  |CH,CH,0Me [H
3-130 [SOMe OMe CH,CH,0Me [H
3-131 [SOMe NO, CH,CH,0Me  [H
3-132  [SOMe SOMe  [CH,CH,0Me [H
3-133 |Me Me Me CN

[0257]
4e X Z R R |¥EEE (H NMR)
3-134 [Me P Me CN
3-135 [Me Cl Me CN
3-136 |Me Br Me CN
3-137 |Me I Me CN
3-138 [Me CF, Me CN
3-139 [Me CHF,  |Me CN
3-140 [Me CF,CL  [Me CN
3-141 |Me OMe Me CN
3-142 |Me NO, Me CN
3-143 |Me SOMe  [Me CN
3-144 |c1 Me Me CN
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3-145 |c1 F Me CN
3-146 |c1 Cl Me CN
3-147 |c1 Br Me CN
3-148 |[c1 I Me CN
3-149 |c1 CF, Me CN
3-150 |c1 CHF,  [Me CN
3-151 |c1 CF,CL  [Me CN
3-152 |c1 OMe Me CN
3-153 [c1 NO, Me CN
3-154 |c1 SOMe  [Me CN
3-155 |OMe Me Me CN
3-156 |OMe F Me CN
3-157 |OMe Cl Me CN
3-158 |OMe Br Me CN
3-159 |OMe I Me CN
3-160 |OMe CF, Me CN
3-161 [OMe CHF,  [Me CN
3-162 [OMe CF,CL  |Me CN
3-163 [OMe OMe Me CN
3-164 |OMe NO, Me CN
3-165 |OMe SOMe  [Me CN
3-166  [SO,Me Me Me CN

[0258]
gis X Z R R |3 ("H NMR)
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3-167 [SO,Me F Me CN
3-168 [SO,Me cl Me CN
3-169 [SO,Me Br Me CN
3-170  [SO,Me i Me CN
3-171 [SO,Me CF, Me CN
3-172 [SO,Me CHF,  |Me CN
3-173 [SO,Me CFCl  |Me CN
3-174 [SO,Me OMe Me CN
3-175 [SO,Me NO, Me CN
3-176 [SO,Me SOMe  |Me CN
3-177 |Me Me Et CN
3-178 |Me F Et CN
3-179 |Me cl Et CN
3-180 |Me Br Et CN
3-181 |Me i Et CN
3-182 |Me CF, Et CN
3-183 |Me CHF,  |Et CN
3-184 |Me CF,Cl  |Et CN
3-185 |Me OMe Et CN
3-186 |Me NO, Et CN
3-187 |Me SOMe |Et CN
3-188 |C1 Me Et CN
3-189 |C1 F Et CN
3-190 |C1 cl Et CN
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3-191 |C1 Br Et CN
3-192 |C1 I Et CN
3-193 |C1 CF, Et CN
3-194 |C1 CHF, Et CN
3-195 |C1 CF,C1  [Et CN
3-196 |C1 OMe Et CN
3-197 |C1 NO, Et CN
3-198 |C1 SOMe  [Et CN
3-199 [OMe Me Et CN

[0259]
e X Z R R |¥¥EHE (H NMR)
3-200 [OMe F Et CN
3-201 [OMe Cl Et CN
3-202 [OMe Br Et CN
3-203 [OMe I Et CN
3-204 [OMe CF, Et CN
3-205 [OMe CHF, Et CN
3-206 [OMe CF,Cl  [Et CN
3-207 [OMe OMe Et CN
3-208 [OMe NO, Et CN
3-209 [OMe SOMe  [Et CN
3-210 [SO.Me Me Et CN
3-211 [SOMe F Et CN
3-212  [SOMe Cl Et CN
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3-213 [SO,Me Br Et CN
3-214 [SO,Me i Et CN
3-215 [SO,Me CF, Et CN
3-216 [SO,Me CHF,  |Et CN
3-217 [SOMe CF,Cl  |Et CN
3-218 [SO,Me OMe Et CN
3-219 [SO,Me NO, Et CN
3-220 [SO,Me SOMe |Et CN
3221 |Me Me CH,CH,0Me  |CN
3-222 |Me F CH,CH,0Me  |CN
3-223 |Me cl CH,CH,0Me  |CN
3-224 |Me Br CH,CH,0Me  |CN
3-225 |Me i CH,CH,0Me  |CN
3-226 |Me CF, CH,CH,0Me  |CN
3-227 |Me CHF,  |CH,CH,0Me  [CN
3-228 |Me CF,Cl  |CH,CH,0Me  |CN
3-229 |Me OMe CH,CH,0Me  |CN
3-230 |Me NO, CH,CH,0Me  |CN
3-231 |Me SOMe |[CH,CH,0Me |CN
3-232 |c1 Me CH,CH,0Me  |CN

[0260]

T X Z R R* [#EEZdE ('H NMR)
3-233 |c1 F CH,CH,0Me  |CN
3-234 |C1 Cl CH,CH,0Me  |CN
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3-235 |C1 Br CH,CH,0Me  |CN
3-236 |C1 i CH,CH,0Me  |CN
3-237 |C1 CF, CH,CH,0Me  |CN
3-238 [C1 CHF,  |CH,CH,0Me  |CN
3-239 |C1 CF,Cl  |CH,CH,0Me  |CN
3-240 |C1 OMe CH,CH,0Me  |CN
3-241 |c1 NO, CH,CH,0Me  |CN
3242 |c1 SOMe [CH,CH,0Me |CN
3-243 [OMe Me CH,CH,0Me  |CN
3-244 [OMe F CH,CH,0Me  |CN
3-245 |OMe cl CH,CH,0Me  |CN
3-246 |OMe Br CH,CH,0Me  |CN
3-247 |OMe i CH,CH,0Me  |CN
3-248 [OMe CF, CH,CH,0Me  |CN
3-249 [OMe CHF,  |CH,CH,0Me  [CN
3-250 [OMe CF,Cl  |CH,CH,0Me  |CN
3-251 |OMe OMe CH,CH,0Me  |CN
3-252 [OMe NO, CH,CH,0Me  |CN
3-253 |OMe SOMe |[CH,CH,0Me |CN
3-254 [SO,Me Me CH,CH,0Me  |CN
3-255 |SO,Me F CH,CH,0Me  |CN
3-256 |SO,Me c1 CH,CH,0Me  |CN
3-257 [SO,Me Br CH,CH,0Me  |CN
3-258 [SO,Me i CH,CH,0Me  |CN
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3-259  [SO,Me CF, CH,CH,0Me  [CN
3-260 [SO,Me CHF,  |CH,CH,0Me [ON
3-261 [SO,Me CF,C1  |CH,CH,0Me [ON
3-262  [SO,Me OMe CH,CH,0Me  [CN
3-263  [SO,Me NO, CH,CH,0Me  [CN
3-264  [SOMe SOMe  |CH,CH,0Me  [ON
[0261] 3K 4 AR (D) Mib&Y), Qb QL, B R 4 2- FEELE, R”7 AW & H
HE,Ht=1
[0262]
[0263]
gis X Z R R [#EEEHE ('H NMR)
4-1 Me Me Me H
4-2  |Me F Me H
4-3  |Me Cl Me H
4-4  |Me Br Me H
4-5  |Me I Me H
46 |Me CF, Me H
47 |Me CHF,  |Me H
4-8  |Me CF,C1  |Me H
4-9 Me OMe Me H
4-10  |Me NO, Me H
4-11  |Me SOMe  [Me H
4-12 o1 Me Me H

70



CN 104125949 A W M P 62/221 T
213 [cl F Me H
14 o1 Cl Me H
15 |o1 Br Me H
16 |c1 T Me H
117 [cl CF, Ve H
118 |cl CHE,  |Me H
119 [cl CFCL Ve H
120 |c1 Me  |Me H
221 |cl NO, Ve H
122 |c1 SoMe  |Me H
223 |oMe Me Me H
424 |oMe F Me H
425  |oMe Cl Me H
426 |OMe Br Me H

[0264]
de X Z R R [#EEHE ('H NMR)
127 |oMe T Me H
128 |oMe CF, Ve H
129 |oMe CHE,  |Me H
230 |oMe CFCL Ve H
231 |oMe Me  |Me H
232 |oMe NO,  |Me H
433 |oMe SoMe  |Me H
434 [SOMe  |Me Me H
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4-35 [SOMe |F Me H
4-36  [SOMe  [c1 Me H
4-37 [SOMe  |[Br Me H
4-38  [SOMe I Me H
4-39  [SOMe  |CF, Me H
440  [SOMe  [CHF, [|Me H
441 [SOMe  [CF,C1 [Me H
442 [SOMe  |OMe Me H
443 [SOMe  [NO, Me H
444 [SOMe  [SOMe |Me H
4-45 |Me Me Et H
4-46  |Me F Et H
4-47  |Me cl Et H
4-48  |Me Br Et H
4-49  |Me i Et H
450 |Me CF, Et H
451  |Me CHF,  |[Et H
452 |Me CF,C1  |[Et H
453 |Me OMe Et H
454 |Me NO, Et H
455  |Me SOMe |[Et H
156 |C1 Me Et H
1457 |c1 F Et H
4-58 |c1 cl Et H
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159 [cl Br Et H
[0265]
dg X Z R R* |¥3 % ('H NMR)
160 [c1 T Ft H
161 |c1 R, |be i
162 |c1 CHF,  |bt i
163 |c1 CRCL b i
164 |C1 Mo |Et i
165 |C1 No,  |Et i
166 |C1 SoMe  |Et i
167 |OMe We Et i
168 |OMe F Ft H
169 |oMe cl Et H
470 |oMe Br Et H
471 |oMe T Et H
172 |oMe R, |bt i
173 |oMe CHF,  |bt i
174 |OMe CRCL Bt i
175 |oMe Me  |Et i
176 |oMe No,  |Ee i
177 |oMe SoMe  |Et i
178 |SOMe  |Ve Et i
179 [SoMe | Et i
180 [SOMe  [c1 Et H
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4-81  [SOMe Br Et H
4-82  [SOMe I Et H
4-83  [SOMe  [CF, Et H
4-84 [SOMe  |cHF, [Et H
4-85 [sOMe  [CF,C1 Bt H
4-86  [SOMe OMe Et H
4-87  [SOMe  |NO, Et H
4-88  [SOMe SOMe  [Et H
4-89  |Me Me CH,CH,0Me  [H
4-90  |Me F CH,CH,0Me  [H
4-91 |Me Cl CH,CH,0Me  [H
4-92  |Me Br CH,CH,0Me  [H

[0266]
die X Z R R |EREHE ('H NMR)
4-93  [Me I CH,CH,0Me  [H
4-94  [Me CF, CH,CH,0Me  [H
4-95 |Me CHF,  [CH,CH,0Me [H
4-96  |Me CF,C1  [CHCH,0Me  [H
4-97  |Me OMe CH,CH,0Me  [H
4-98  |Me NO, CH,CH,0Me  [H
4-99  |Me SOMe  [CH,CH,0Me [H
4-100 [c1 Me CH,CH,0Me  [H
4-101 [c1 F CH,CH,0Me  [H
4-102 |c1 Cl CH,CH,0Me  [H
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[0267]

4-103 |c1 Br CH,CH,0Me  [H
4-104 [c1 i CH,CH,0Me  |H
4-105 |C1 CF, CH,CH,0Me  |H
4-106 |1 CHF,  [CH,CH,0Me [H
4-107 |c1 CF,Cl  [CH,CH,0Me |H
4-108 |C1 OMe CH,CH,0Me  |H
4-109 |c1 NO, CH,CH,0Me  |H
4-110 |c1 SOMe [CH,CH,0Me [H
A-111 |OMe Me CH,CH,0Me  |H
4-112 |[OMe F CH,CH,0Me  |H
4-113 [OMe cl CH,CH,0Me  |H
4-114 |OMe Br CH,CH,0Me  |H
4-115 |OMe i CH,CH,0Me  |H
4-116 |OMe CF, CH,CH,0Me  |H
4-117 [OMe CHF,  [CH,CH,0Me [H
4-118 |OMe CF,Cl  [CH,CH,0Me |H
4-119 |OMe OMe CH,CH,0Me  |H
4-120 |OMe NO, CH,CH,0Me  |H
4-121 |OMe SOMe [CH,CH,0Me |H
4-122 [SOMe  |Me CH,CH,0Me  |H
4-123 [SOMe  |F CH,CH,0Me |
4-124 [SOMe  |Cl CH,CH,0Me  |H
4-125 [SOMe  [Br CH,CH,0Me  |H
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gis X Z R R [#3EEHE ('H NMR)
4-126  [SOMe I CH,CH,0Me  [H
4-127 [SOMe  [CF, CH,CH,0Me  [H
4-128 [SOMe  |CHF,  [CH,CH,0Me [H
4-129 [SoMe  |cF,C1  [CH,CH,0Me [H
4-130 [SOMe OMe CH,CH,0Me  [H
4-131 [SOMe  |NO, CH,CH,0Me  [H
4-132  [SOMe SOMe  [CH,CH,0Me [H
4-133 |Me Me Me CN
4-134 |Me F Me CN
4-135 |Me Cl Me CN
4-136 |Me Br Me CN
4-137 [Me I Me CN
4-138 |[Me CF, Me CN
4-139 [Me CHF,  |Me CN
4-140 [Me CF,CL  |Me CN
4-141 |Me OMe Me CN
4-142 |Me NO, Me CN
4-143 |Me SOMe  |Me CN
4-144 |c1 Me Me CN
4-145 |c1 F Me CN
4-146 |c1 Cl Me CN
4-147 |c1 Br Me CN
4-148 |C1 I Me CN
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4-149 |[C1 CF, Me CN
4-150 |C1 CHF, Me CN
4-151 |C1 CF,Cl  [Me CN
4-152 |C1 OMe Me CN
4-153 [C1 NO, Me CN
4-154 [C1 SOMe  |Me CN
4-155 [OMe Me Me CN
4-156 |[OMe F Me CN
4-157 |[OMe Cl Me CN
4-158 [OMe Br Me CN

[0268]
G5 (X Z R R (#34dE (H NMR)
4-159 [OMe I Me CN
4-160 |OMe CF, Me CN
4-161 |OMe CHF, Me CN
4-162 [OMe CF,C1  |Me CN
4-163 |[OMe OMe Me CN
4-164 |[OMe NO, Me CN
4-165 [OMe SOMe  |Me CN
4-166 [SO,Me Me Me CN
4-167 [SO,Me F Me CN
4-168 [SO,Me Cl Me CN
4-169 [SO,Me Br Me CN
4-170 [SO,Me I Me CN

77



CN 104125949 A i B P 69/221 T
4-171 [SOMe  [CF, Me CN
4-172 [SOMe  [cHF,  [Me CN
4-173 [SOMe  [CF,CL  [Me CN
4-174 [SOMe  |OMe Me CN
4-175 [SOMe  [NO, Me CN
4-176 [SOMe  [SOMe |Me CN
4177 |Me Me Et CN
4-178 |Me F Et CN
4-179 |Me cl Et CN
4-180 |Me Br Et CN
4-181 |Me I Et CN
4-182 |Me CF, Et CN
4-183 |Me CHF,  |[Et CN
4-184 |Me CF,C1  [Et CN
4-185 |Me OMe Et CN
4-186 |Me NO, Et CN
4-187 |Me SOMe |[Et CN
1-188 |C1 Me Et CN
1-189 |c1 F Et CN
4-190 |c1 cl Et CN
4-191 |c1 Br Et CN

[0269]

HT X Z R R’ YRR ('H NMR)
4-192 |c1 i Et CN
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4-193 |c1 CF, Et CN
4-194 [c1 CHF,  [Et CN
4-195 |1 CF,C1 Bt CN
4-196 |1 OMe Et CN
4-197 |c1 NO, Et CN
4-198 |c1 SOMe |[Et CN
4-199 |OMe Me Et CN
4-200 |OMe F Et CN
4-201 |OMe cl Et CN
4-202 |[OMe Br Et CN
4-203  [OMe I Et CN
4-204 |OMe CF, Et CN
4-205 |OMe CHF,  |[Et CN
4-206 |OMe CF,C1  [Et CN
4-207 [OMe OMe Et CN
4-208 |OMe NO, Et CN
4-209 |OMe SOMe |[Et CN
4210 [SOMe  |Me Et CN
4-211 [SOMe |F Et CN
1-212 [SoMe  |cl Et CN
4-213 [SOMe  [Br Et CN
4214 [SOMe [T Et CN
4-215 [SOMe  |CF, Et CN
4-216 [SOMe  [CHF, [Et CN
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4-217 [SOMe  [CF,C1 [Et CN
4-218 [SOMe  [oMe Et CN
4-219 [SOMe  [NO, Et CN
4-220 [SOMe  [SOMe |[Et CN
4-221 |Me Me CH,CH,0Me  |CN
4-222 |Me F CH,CH,0Me  |CN
4-223 |Me c1 CH,CH,0Me  |CN
4-224 |Me Br CH,CH,0Me  |CN

[0270]

s X Z R R’ YIEREE ('H NMR)
4-225 |Me I CH,CH,0Me  |CN
4-226 |Me CF, CH,CH,0Me  |CN
4-227 |Me CHF,  [CH,CH,0Me [CN
4-228 |Me CF,C1  [CH,CH,0Me  [CN
4-229 |Me OMe CH,CH,0Me  |CN
4-230 |Me NO, CH,CH,0Me  |CN
4-231 |Me SOMe [CH,CH,0Me |CN
1-232 |c1 Me CH,CH,0Me  |CN
1-233 |c1 F CH,CH,0Me  |CN
1-234 |C1 cl CH,CH,0Me  |CN
1-235 |C1 Br CH,CH,0Me  |CN
1-236 |C1 I CH,CH,0Me  |CN
4-237 |c1 CF, CH,CH,0Me  |CN
1-238 |c1 CHF,  [CH,CH,0Me [CN
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4-239 |c1 CF,Cl  [CH,CH,0Me |CN
4-240 [c1 OMe CH,CH,0Me  |CN
4-241 |c1 NO, CH,CH,0Me  |CN
4-242 |1 SOMe  [CH,CH,0Me  |CN
4-243 [OMe Me CH,CH,0Me  |CN
4-244  |OMe F CH,CH,0Me  |CN
4-245 |OMe c1 CH,CH,0Me  |CN
4-246 |OMe Br CH,CH,0Me  |CN
4-247 |OMe I CH,CH,0Me  |CN
4-248  |OMe CF, CH,CH,0Me  |CN
4-249  [OMe CHF,  [CH,CH,0Me [CN
4-250 |OMe CF,Cl  [CH,CH,0Me |CN
4-251 |OMe OMe CH,CH,0Me  |CN
4-252  |OMe NO, CH,CH,0Me  |CN
4-253 [OMe SOMe [CH,CH,0Me [CN
4-254 [SOMe  |Me CH,CH,0Me  |CN
4-255 [SOMe  |F CH,CH,0Me  |CN
4-256 [SOMe  |C1 CH,CH,0Me  |CN
4-257 [SOMe  [Br CH,CH,0Me  |CN

[0271]

Hw X Z R R’ YR s ('H NMR)
1-258 [SOMe |1 CH,CH,0Me  |CN
4-259 [SOMe  |CF, CH,CH,0Me  |CN
4-260 [SOMe  [CHF,  [CH,CH,0Me |CN
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4-261 [SOMe  [CF,Cl [CH,CH,0Me |CN
4-262 [SOMe  [oMe CH,CH,0Me  |CN
4-263 [SOMe  [NO, CH,CH,0Me  |CN
4-264 [SOMe  [SOMe [CH,CH,0Me |CN

[0272] 35 :AKEH (1) Ftb&W, Hb Q2 @2, H R Y FE, R W £ B NS, Hot =

1
[0273]

[0274]

N N
[ | R
C H
s X 7 R R” |[#E%dE (H NMR)
5-1 Me Me Me H
5-2 Me F Me H
5-3 Me Cl Me H
5-4 Me Br Me H
5-5 Me I Me H
5-6 Me CF, Me H
5-7 Me CHF, Me H
5-8 Me CF,Cl  |Me H
59 Me OMe Me H
5-10 |Me NO, Me H
5-11 |Me SOMe  |Me H
5-12 |[C1 Me Me H
5-13 |[C1 F Me H
5-14 |[C1 Cl Me H
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515 |1 Br Me H
516 |c1 i Me H

[0275]

g X 7 R R* 3% AR ('H NMR)
517 |l CF,  |Me H
518 |l CHF,  |Me H
519 |cl CFCL |Me H
520 |1 Me  |Ve H
521 |1 NO,  |Me H
522 |1 SoMe  |Me H
523 |0Me Me Me H
524 |0Me F Me H
525  |oMe Cl Me H
5-26  |OMe Br Me H
527 |oMe T Me H
528  |0Me CF,  |Me H
529 |0Me CHF,  |Me H
530 |oMe CF.CL |Me H
531 |0Me Me  |Me H
532 |0Me NO,  |Me H
533 |0Me SoMe  |Me H
534 [SOMe  |Me Me H
535 [soMe  |F Me H
536 [soMe  [cl Me H
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5-37  [SOMe Br Me H
5-38  [SOMe I Me H
5-39  [SOMe CF, Me H
5-40  [SOMe CHF,  [Ve H
5-41  [SOMe CF,C1  [Me H
5-42  [SOMe OMe Me H
5-43  [SO,Me NO, Me H
5-44  [SO,Me SOMe  [Me H
5-45 |Me Me Et H
5-46  [Me F Et H
5-47  [Me Cl Et H
5-48  [Me Br Et H

[0276]

4 X Z R R*[#3EEAE ('H NMR)
5-49  [Me I Et H
550 [Me CF, Et H
551 |Me CHF, [Et H
5-52  [Me CF,Cl Bt H
553  |Me OMe Et H
554 |Me NO, Et H
555 |Me SOMe  [Et H
5-56 [c1 Me Et H
5-57 [c1 F Et H
5-58 [C1 Cl Et H
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5-59 |[C1 Br Et H
5-60 [C1 I Et H
5-61 |CL CF, Et H
5-62 |Cl CHF, Et H
5-63 [C1 CF,Cl  |Et H
5-64 [C1 OMe Et H
5-65 |C1 NO, Et H
5-66 |Cl SOMe |Et H
5-67 |OMe Me Et H
5-68 |OMe F Et H
5-69 [OMe Cl Et H
5-70  [OMe Br Et H
5-71 [OMe I Et H
5-72 [OMe CF, Et H
5-73 [OMe CHF, Et H
5-74  |OMe CF,Cl |Et H
5-75 |[OMe OMe Et H
5-76  [OMe NO, Et H
5=77 |OMe SOMe |Et H
5-78 |SOMe Me Et H
5-79  |SOMe F Et H
5-80  [SO.Me Cl Et H

[0277]
i (X Z R R” |3 80dE ('H NMR)

85



CN 104125949 A i B P 77/221 T
581 [SO,Me Br Et H
582 [SO,Me i Et H
583 [SO,Me CF, Et H
584 [SO,Me CHF,  |Et H
585 |SOMe CF,Cl  |Et H
586 |SO,Me OMe Et H
587 [SOMe NO, Et H
588 [SO,Me SOMe |Et H
589 |Me Me CH,CH,0Me  |H
590 |Me F CH,CH,0Me  |H
591 |Me cl CH,CH,0Me  |H
592 |Me Br CH,CH,0Me  |H
593 |Me i CH,CH,0Me  |H
594 |Me CF, CH,CH,0Me  |H
595 |Me CHF,  |CH,CH,0Me [H
59 |Me CF,Cl  |CH,CH,OMe |H
597 |Me OMe CH,CH,0Me  |H
598 |Me NO, CH,CH,0Me  |H
599 |Me SOMe [CH,CH,0Me |H
5-100 |C1 Me CH,CH,0Me  |H
5-101 |c1 F CH,CH,0Me  |H
5-102 |c1 c1 CH,CH,0Me  |H
5103 |C1 Br CH,CH,0Me  |H
5104 |C1 i CH,CH,0Me  |H
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5-105 |C1 CF, CH,CH,0Me  [H
5106 |C1 CHF,  |CH,CH,0Me |H
5-107 |c1 CF,Cl  |CH,CH,0Me |H
5-108 |C1 OMe CH,CH,0Me  |H
5-109 |1 NO, CH,CH,0Me  |H
5110 |c1 SOMe [CH,CH,0Me [H
5111 [0OMe Me CH,CH,0Me  |H
5112 [OMe F CH,CH,0Me  |H

[0278]

s X Z R R* [#7ERZHE ('H NMR)
5113 |OMe c1 CH,CH,0Me |
5114 |OMe Br CH,CH,0Me  |H
5115 |OMe i CH,CH,0Me  |H
5116 |OMe CF, CH,CH,0Me  |H
5117 [OMe CHF,  |CH,CH,0Me [H
5118 |OMe CF,Cl  |CH,CH,OMe |H
5119 |OMe OMe CH,CH,0Me  |H
5120 |OMe NO, CH,CH,0Me  |H
5121 |OMe SOMe [CH,CH,0Me |H
5122 [SO,Me Me CH,CH,0Me  |H
5123 [SO,Me F CH,CH,0Me  |H
5124 [SO,Me c1 CH,CH,0Me  |H
5125 [SO,Me Br CH,CH,0Me  |H
5126 [SO,Me i CH,CH,0Me  |H
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5127 [SO,Me CF, CH,CH,0Me  [H
5128 [SO,Me CHF,  |CH,CH,0Me |H
5129 [SO,Me CF,Cl  |CH,CH,0Me |H
5130 [SO,Me OMe CH,CH,0Me  |H
5131 [SO,Me NO, CH,CH,0Me  |H
5132 [SO,Me SOMe [CH,CH,0Me [H
5133 |Me Me Me CN
5134 |Me F Me CN
5135 |Me c1 Me CN
5136 |Me Br Me CN
5137 |Me I Me CN
5138 |Me CF, Me CN
5139 |Me CHF,  |Me CN
5140 |Me CF,CL  |Me CN
5141 |Me OMe Me CN
5142 |Me NO, Me CN
5143 |Me SOMe  |Me CN
5144 |c1 Me Me CN

[0279]

HT X Z R R* (#EREHE ('H NMR)
5145 |C1 F Me CN
5146 |C1 c1 Me CN
5-147 |c1 Br Me CN
5-148 |c1 i Me CN
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5149 |c1 CF, Me CN
5150 |C1 CHF,  |Me CN
5151 |C1 CF,ClL  |Me CN
5-152 |C1 OMe Me CN
5153 |C1 NO, Me CN
5154 |C1 SOMe  |Me CN
5155 |OMe Me Me CN
5156 |OMe F Me CN
5157 |OMe c1 Me CN
5-158 |OMe Br Me CN
5159 |OMe I Me CN
5160 [OMe CF, Me CN
5161 |[OMe CHF,  |Me CN
5162 [OMe CF,CL  |Me CN
5163 [OMe OMe Me CN
5164 |OMe NO, Me CN
5165 |OMe SOMe  |Me CN
5166 |SO,Me Me Me CN
5167 |SO,Me F Me CN
5-168 [SO,Me c1 Me CN
5169 [SO,Me Br Me CN
5170 [SO,Me I Me CN
5171 [SO,Me CF, Me CN
5172 [SO,Me CHF,  |Me CN
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5-173 |SO,Me CF,C1  [Me CN
5-174 |SO,Me OMe Me CN
5-175 |SO,Me NO, Me CN
5-176 |SO,Me SOMe  [Me CN

[0280]
dis X Z R R |3 ('H NMR)
5-177 |Me Me Bt CN
5-178 |Me F Bt CN
5-179 |Me Cl Et CN
5-180 |Me Br Et CN
5-181 |Me I Et CN
5-182 |Me CF, Et CN
5-183 |Me CHF,  [Et CN
5-184 |Me CR,C1  [Et CN
5-185 |Me OMe Et CN
5-186 |Me NO, Et CN
5-187 |Me SOMe  [Et CN
5-188 |c1 Me Et CN
5-189 |c1 F Et CN
5-190 [c1 Cl Et CN
5-191 [c1 Br Et CN
5-192 [c1 I Et CN
5-193 |c1 CF, Et CN
5-194 |c1 CHF,  [Et CN
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5-195 [c1 CF,C1 Bt CN
5-196 [c1 OMe Et CN
5-197 |c1 NO, Et CN
5-198 |[c1 SoMe  [Et CN
5-199 |OMe Me Et CN
5-200 |OMe P Et CN
5-201 |OMe Cl Et CN
5-202 |OMe Br Et CN
5-203 |OMe I Et CN
5-204 |OMe CF, Et CN
5-205 |OMe CHF,  [Et CN
5-206 |OMe CF,C1 Bt CN
5-207 |OMe OMe Et CN
5-208 |OMe NO, Et CN

[0281]
de X Z R R | ('H NMR)
5-209 [OMe SOMe  [Et CN
5-210 [SO,Me Me Et CN
5-211 [SO,Me F Et CN
5-212 [SO,Me Cl Et CN
5-213 [SO,Me Br Et CN
5-214 [SO,Me I Et CN
5-215 |SO,Me CF, Et CN
5-216 |SO,Me CHF,  [Et CN
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5217 [SO,Me CF,Cl  [Et CN
5218 [SO,Me OMe Et CN
5219 [SO,Me NO, Et CN
5220 [SO,Me SOMe  |Et CN
5221 |Me Me CH,CH,0Me  |CN
5222 |Me F CH,CH,0Me  |CN
5223 |Me cl CH,CH,0Me  |CN
5224 |Me Br CH,CH,0Me  |CN
5225 |Me I CH,CH,0Me  |CN
5226 |Me CF, CH,CH,0Me  |CN
5227 |Me CHF,  |CH,CH,0Me |CN
5228 |Me CF,Cl  |CH,CH,0Me  |CN
5229 |Me OMe CH,CH,0Me  |CN
5230 |Me NO, CH,CH,0Me  |CN
5231 |Me SOMe  [CH,CH,0Me  [CN
5232 |C1 Me CH,CH,0Me  |CN
5233 |C1 F CH,CH,0Me  |CN
5234 |C1 c1 CH,CH,0Me  |CN
5235 |C1 Br CH,CH,0Me  |CN
5236 |C1 I CH,CH,0Me  |CN
5237 |c1 CF, CH,CH,0Me  |CN
5238 |C1 CHF,  |CH,CH,0Me |CN
5239 |C1 CF,Cl  |CH,CH,0Me  |CN
5240 |c1 OMe CH,CH,0Me  |CN

92



CN 104125949 A i B P 84/221 71
[0282]
4e X Z R R |¥EEEHE (H NMR)
5-241 |c1 NO, CH,CH,0Me  |CN
5-242 |[C1 SOMe  [CH,CH,0Me  |CN
5-243 |OMe Me CH,CH,0Me  |CN
5-244 |OMe F CH,CH,0Me  [CN
5-245 |OMe Cl CH,CH,0Me  |CN
5-246 |OMe Br CH,CH,0Me  |CN
5-247 |OMe I CH,CH,0Me  [CN
5-248 [OMe CF, CH,CH,0Me  [CN
5-249 [OMe CHF,  [CH,CH,0Me [ON
5-250 |OMe CF,Cl  |CH,CH,0Me  [ON
5-251 |OMe OMe CH,CH,0Me  |CN
5-252 |OMe NO, CH,CH,0Me  [CN
5-253 |OMe SOMe  [CH,CH,0Me  [CN
5-254 [SOMe Me CH,CH,0Me  [CN
5-255 [SOMe F CH,CH,0Me  |CN
5-256  [SOMe Cl CH,CH,0Me  |CN
5-257 [SOMe Br CH,CH,0Me  [CN
5-258 [SOMe I CH,CH,0Me  [CN
5-259 [SOMe CF, CH,CH,0Me  |CN
5-260 [SOMe CHF,  |CH,CH,0Me [ON
5-261 [SOMe CF,Cl  |CH,CH,0Me  [ON
5-262 [SOMe OMe CH,CH,0Me  [CN
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5263 [SO,Me NO, CH,CH,0Me  |CN
5264 [SO,Me SOMe  [CH,CH,0Me  |CN

[0283] % 6 :AKRMA () BALEW, Hh Q o Q3, H R B, R7MW & HOAE, Hot =

1
[0284]

[0285]

ST 8t
R I
HC  H 5@\/; -

Gis X Z R R™ |3 4dR (H NMR)
6-1 Me Me Me H

6-2 Me F Me H

6-3 Me Cl Me H

6-4 Me Br Me H

6-5 Me I Me H

6-6 Me CF, Me H

6-7 Me CHF, Me H

6-8 Me CF,Cl  |Me H

6-9 Me OMe Me H

6-10 |Me NO, Me H

6-11 [Me SO,Me  |Me H

6-12 |[C1 Me Me H

6-13 [C1 F Me H

6-14 [C1 Cl Me H

6-15 |C1 Br Me H

6-16 |C1 I Me H
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617 |cl CF, [Me H
618 |c1 CHF, |Me H
619 |c1 CFCL Ve H
620 |c1 Me Ve H
621 |c1 NO, Ve i
622 |c1 SOMe  |Me i
623 |0Me Me Me i
624 |0Me F Me i
625  |OMe cl We i
626  |OMe Br Me i
627 |OMe T Me i
628 |OMe CF,  |Me H
629 |OMe CHF, |Me H
630 |OMe CFCL |Me H
631 |OMe Me  |Me H
632 |0Me NO,  [Me i
633 |OMe SOMe  |Me i

[0286]

s |X Z R R |E%dE (‘H NMR)
631 [SOMe Mo Me i
635 [SOMe [P Me i
636 [SOMe  [cI Me i
637 |SOMe  |Br Me i
638 |SoMe |1 Me H
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6-39 [SOMe CF, Me H
6-40  [SOMe CHF,  |Me H
6-41 [SO,Me CF,CL  |Me H
6-42  [SOMe OMe  |Me H
6-43  [SOMe NO, Me H
6-44  [SOMe SOMe  |Me H
6-45 |Me Me Et H
6-46 |Me F Et H
6-47 |Me cl Et H
6-48 |Me Br Et H
6-49 |Me I Et H
6-50 |Me CF, Et H
6-51 |Me CHF, |Et H
6-52 |Me CF,Cl  [Et H
6-53  |Me OMe Bt H
6-54 |Me NO, Et H
655 |Me SOMe |Et H
6-56 |C1 Me Et H
657 |1 F Et H
6-58 |1 c1 Et H
659 |1 Br Et H
6-60 |C1 I Et H
661 |C1 CF, Et H
662 [C1 CHF, [Et H
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663 |C1 CFCL Rt H
664 |C1 e |Et H
665 |1 NO,  |Et H
666 |C1 SoMe Bt H

[0287]
dis X Z R R* [#¥EHE ('H NMR)
667 |OMe Me Et H
668 |OMe F Et H
669 |OMe Cl Et H
670 |OMe Br Et H
671 |OMe i Et H
672 |OMe CF, |kt H
673 |OMe CHF, |kt H
674 |OMe CFCL |Et H
6-75 |oMe Me  |Et H
676 |OMe NO,  |Et H
677 |OMe SOMe  |Et H
678 [SOMe  |Me Et H
679 [soMe [P Et H
680 |soMe  [cl Et H
681 |SOMe  |Br Et H
682 [|soMe |1 Et H
683 [SoMe  |CF,  |Et H
681 [SOMe  [cHF,  |Et H
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6-85  [SOMe CF,C1 Bt H
6-86  [SOMe OMe Et H
6-87  [SOMe NO, Et H
6-88  [SOMe SOMe  |Et H
6-89 [Me Me CH,CH,0Me [H
6-90 [Me F CH,CH,0Me [H
6-91 [Me Cl CH,CH,0Me  [H
6-92 [Me Br CH,CH,0Me  [H
6-93  [Me I CH,CH,0Me  [H
6-94 [Me CF, CH,CH,0Me  [H
6-95 [Me CHF,  [CHCH,0Me [H
6-96 [Me CF,C1  [CHCH,0Me [H
6-97 [Me OMe CH,CH,0Me  [H
6-98 [Me NO, CH,CH,0Me  [H
6-99 [Me SOMe  [CH,CH,0Me [H

[0288]
dis X Z R R |3 ('H NMR)
6-100 [C1 Me CH,CH,0Me  [H
6-101 [C1 F CH,CH,0Me  |H
6-102 [C1 Cl CH,CH,0Me  |H
6-103 [C1 Br CH,CH,0Me  |H
6-104 [C1 I CH,CH,OMe  |H
6-105 [C1 CF, CH,CH,OMe ~ |H
6-106 [C1 CHF,  [CH,CH,0Me  |[H
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6-107 |C1 CF,Cl  [CH,CH,0Me [H
6-108 |C1 OMe CH,CH,0Me  |H
6-109 |C1 NO, CH,CH,0Me  |H
6-110 |C1 SOMe [CH,CH,0Me [H
6-111 |OMe Me CH,CH,0Me  |H
6-112 |OMe F CH,CH,0Me  |H
6-113 |OMe cl CH,CH,0Me  |H
6-114 |OMe Br CH,CH,0Me  |H
6-115 |OMe I CH,CH,0Me  |H
6-116 |OMe CF, CH,CH,0Me  |H
6-117 |OMe CHF,  |CH,CH,0Me |H
6-118 |OMe CF,Cl  |CH,CH,0Me [H
6-119 |OMe OMe CH,CH,0Me  |H
6-120 |OMe NO, CH,CH,0Me  |H
6-121 |OMe SOMe [CH,CH,0Me [H
6-122 [SO,Me Me CH,CH,0Me  |H
6-123 [SO,Me F CH,CH,0Me  |H
6-124 |SO,Me c1 CH,CH,0Me  |H
6-125 |SO,Me Br CH,CH,0Me  |H
6-126 |SO,Me I CH,CH,0Me  |H
6-127 [SO,Me CF, CH,CH,0Me  |H
6-128 |SO,Me CHF,  |CH,CH,0Me |H
6-129 [SO,Me CF,Cl  |CH,CH,0Me |H
6-130 [SO,Me OMe CH,CH,0Me  |H
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CN 104125949 A i B P 91/221 7T
6-131 [SO,Me NO, CH,CH,0Me  [H
6-132 [SO,Me SOMe [CH,CH,0Me [H

[0289]

e X 7 R R* (¥ EdE (H NMR)
6-133 |Me Me Me CN
6-134 |Me F Me CN
6-135 |Me c1 Me CN
6-136 |Me Br Me CN
6-137 |Me I Me CN
6-138 |Me CF, Me CN
6-139 |Me CHF,  |Me CN
6-140 |Me CFCl  |Me CN
6-141 |Me OMe Me CN
6-142 |Me NO, Me CN
6-143 |Me SOMe  |Me CN
6-144 |C1 Me Me CN
6-145 |C1 F Me CN
6-146 |C1 c1 Me CN
6-147 |C1 Br Me CN
6-148 |C1 I Me CN
6-149 |C1 CF, Me CN
6-150 |C1 CHF,  |Me CN
6-151 |C1 CF,Cl  |Me CN
6-152 |C1 OMe Me CN
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CN 104125949 A i B P 92/221 7T
6-153 |C1 NO, Me CN
6-154 |C1 SOMe  [Me CN
6-155 |OMe Me Me CN
6-156 |OMe F Me CN
6-157 |OMe Cl Me CN
6-158 |OMe Br Me CN
6-159 |OMe I Me CN
6-160 |OMe CF, Me CN
6-161 |OMe CHF,  [Me CN
6-162 |OMe CF,CL  |Me CN
6-163 |OMe OMe Me CN
6-164 |OMe NO, Me CN
6-165 |OMe SOMe  [Me CN

[0290]
4ie X 7 R R |PEEHE (H NMR)
6-166 |SOMe Me Me CN
6-167 |SOMe F Me CN
6-168 [SOMe Cl Me CN
6-169 [SOMe Br Me CN
6-170 [SOMe I Me CN
6-171 [SOMe CF, Me CN
6-172 [SOMe CHF,  [Me CN
6-173 [SOMe CF,CL  |Me CN
6-174 [SOMe OMe Me CN
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CN 104125949 A i B P 93/221 7T
6-175 [SO,Me NO, Me CN
6-176 |SO,Me SOMe |Me CN
6-177 |Me Me Et CN
6-178 |Me F Et CN
6-179 |Me c1 Et CN
6-180 |Me Br Et CN
6-181 |Me I Et CN
6-182 |Me CF, Et CN
6-183 |Me CHF,  |Et CN
6-184 |Me CF,Cl  |Et CN
6-185 |Me OMe Et CN
6-186 |Me NO, Et CN
6-187 |Me SOMe |Et CN
6-188 |C1 Me Et CN
6-189 |[C1 P Et CN
6-190 |C1 cl Et CN
6-191 |C1 Br Et CN
6-192 |C1 I Et CN
6-193 |C1 CF, Et CN
6-194 |C1 CHF,  |Et CN
6-195 |C1 CF,Cl  |Et CN
6-196 |C1 OMe Et CN
6-197 |C1 NO, Et CN
6-198 |C1 SOMe |Bt CN
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[0291]
4e X Z R R |¥EEEHE (H NMR)
6-199 |OMe Me Et CN
6-200 |OMe F Et CN
6-201 |OMe Cl Bt CN
6-202 |OMe Br Bt CN
6-203 |OMe I Bt CN
6-204 |OMe CF, Et CN
6-205 |OMe CHF, [Et CN
6-206 |OMe CFCL  [Et CN
6-207 |OMe OMe Et CN
6-208 |OMe NO, Et CN
6-209 |OMe SOMe  |Et CN
6-210 [SOMe Me Et CN
6-211 [SOMe F Et CN
6-212 [SOMe Cl Bt CN
6-213 [SOMe Br Et CN
6-214 [SOMe I Bt CN
6-215 |SOMe CF, Et CN
6-216 |SOMe CHF,  [Et CN
6-217 [SOMe CFCL  [Et CN
6-218 [SOMe OMe Et CN
6-219 [SOMe NO, Et CN
6-220 [SOMe SOMe  |Et CN
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CN 104125949 A i B P 95/221 71
6-221 |Me Me CH,CH,0Me  [CN
6-222 |Me F CH,CH,0Me  |CN
6-223 |Me Cl CH,CH,0Me  [CN
6-224 |Me Br CH,CH,0Me  [CN
6-225 |Me I CH,CH,0Me  [CN
6-226 |Me CF, CH,CH,0Me  |CN
6-227 |Me CHF,  |CH,CH,0Me [ON
6-228 |Me CF,Cl  [CHCH,0Me  [ON
6-229 |Me OMe CH,CH,0Me  [CN
6-230 |Me NO, CH,CH,0Me  |CN
6-231 |Me SOMe  [CH,CH,0Me  [CN

[0292]
4e X Z R R |¥EEE (H NMR)
6-232 |[C1 Me CH,CH,0Me  [CN
6-233 |[C1 F CH,CH,0Me  [CN
6-234 |C1 Cl CH,CH,0Me  [CN
6-235 |C1 Br CH,CH,0Me  |CN
6-236 |C1 I CH,CH,0Me  |CN
6-237 |c1 CF, CH,CH,0Me  |CN
6-238 |C1 CHF,  [CH,CH,0Me [ON
6-239 |C1 CF,Cl  [CH,CH,0Me  [ON
6-240 |C1 OMe CH,CH,0Me  [CN
6-241 |C1 NO, CH,CH,0Me  |CN
6-242 |[C1 SOMe  [CH,CH,0Me  [CN
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CN 104125949 A i B P 96/221 7T
6-243 |OMe Me CH,CH,0Me  |CN
6-244 |OMe P CH,CH,0Me  |CN
6-245 |OMe Cl CH,CH,0Me  |CN
6-246 |OMe Br CH,CH,0Me  |CN
6-247 |OMe I CH,CH,0Me  |CN
6-248 |OMe CF, CH,CH,0Me  |CN
6-249 |OMe CHF,  |CH,CH,0Me |CN
6-250 |OMe CF,Cl  |CH,CH,0Me |CN
6-251 |OMe OMe CH,CH,0Me  |CN
6-252 |OMe NO, CH,CH,0Me  |CN
6-253 |OMe SOMe  |[CH,CH,0Me |CN
6-254 |SO,Me Me CH,CH,0Me  |CN
6-255 |SO,Me F CH,CH,0Me  |CN
6-256 |SO,Me Cl CH,CH,0Me  |CN
6-257 [SO,Me Br CH,CH,0Me  |CN
6-258 |SO,Me i CH,CH,0Me  |CN
6-259 |SO,Me CF, CH,CH,0Me  |CN
6-260 |SO,Me CHF,  |CH,CH,0Me |CN
6-261 |SO,Me CF,Cl  |CH,CH,0Me |CN
6-262 |SO,Me OMe CH,CH,0Me  |CN
6-263 [SO,Me NO, CH,CH,0Me  |CN
6-264 |SO,Me SOMe |[CH,CH,0Me |CN

[0293]
1
[0294]

£ 7 AKX @) FHLEY, P Q b4, AR AFER"HWKEANA, Ht =
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CON 104125949 A OB B 97/221 T

0 rf b
H
Z
[0295]

%5 X Z R R’ |#E#4E('H NMR)
7-1 Me Me Me H
7-2 Me F Me H
7-3 Me Cl Me H
7-4 Me Br Me H
7-5 Me I Me H
7-6 Me CF; Me H
7-7 Me CHF; Me H
7-8 Me CF,Cl1 Me H
7-9 Me OMe Me H

7-10 Me NO; Me H
7-11 Me SO;Me Me H
7-12 Cl Me Me H
7-13 Cl F Me H
7-14 Cl Cl Me H
7-15 Cl Br Me H
7-16 Cl 1 Me H
7-17 Cl CF; Me H
7-18 Cl CHF; Me H
7-19 Cl CF,Cl1 Me H
7-20 Cl OMe Me H
7-21 Cl NGO, Me H
7-22 Cl SO;Me Me H
7-23 OMe Me Me H
7-24 OMe F Me H

[0296]
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CN 104125949 A Ww B P 98/221 T
%5 X 4 R R’ |%E&#E(HNMR)
7-25 OMe Cl Me H
7-26 OMe Br Me H
7-27 OMe 1 Me H
7-28 OMe CF3 Me H
7-29 OMe CHF> Me H
7-30 OMe CE(Cl Me H
7-31 OMe OMe Me H
7-32 OMe NGO, Me H
7-33 ‘OMe SO;Me Me H
7-34 SO;Me Me Me H
7-35 SO:Me F Me H
7-36 SO;Me Cl Me H
7-37 SO;Me Br Me H
7-38 SO;Me 1 Me H
7-39 SO;Me CF; Me H
7-40 SO;Me CHF; Me H
7-41 SO,Me CF>Cl Me H
7-42 SO,Me OMe Me H
7-43 SO;Me NO; Me H
7-44 SO;Me SO;Me Me H
7-45 Me Me Et H
7-46 Me F Et H
7-47 Me Cl Et H
7-48 Me Br Et H
7-49 Me 1 Et H
7-50 Me CF; Et H
7-51 Me CHF» Et H
7-52 Me CF;Cl1 Et H
7-53 Me OMe Et H
7-54 Me NO; Et H
7-55 Me SO;Me Et H
7-56 Cl Me Et H
[0297]
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CN 104125949 A HH 99/221 1T
w5 X V4 R R’ |%E#E(HNMR)
7-57 Cl F Et H
7-58 Cl Cl Et H
7-59 Cl Br Et H
7-60 Cl 1 Et H
7-61 Cl CF; Et H
7-62 Cl CHF, Et H
7-63 Cl CE,Cl Et H
7-64 Cl OMe Et H
7-65 cl NO; Et H
7-66 cl SO;Me Et H
7-67 OMe Me Et H
7-68 OMe F Et H
7-69 OMe Cl Et H
7-70 OMe Br Et H
7-71 OMe 1 Et H
7-72 OMe CF; Et H
7-73 OMe CHF, Et H
7-74 OMe CF,Cl Et H
7-75 OMe OMe Et H
7-76 OMe NO, Et H
7-77 OMe SO;Me Et H
7-78 |  SO;Me Me Et H
7-79 |  SO,Me F Et H
7-80 |  SO;Me Cl Et H
7-81 | SO;Me Br Et H
7-82 | SO,Me 1 Et H
7-83 | SO;Me CF; Et H
7-84 | SO,Me CHF, Et H
7-85 | SO;Me CF,Cl Et H
7-86 | SO;Me OMe Et H
7-87 | SO,Me NO; Et H
7-88 |  SO;Me SO,Me Et H
[0298]
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%5 X z R R’ |%EHE(HNMR)
7-89 Me Me CH,CH;OMe H
7-90 Me F CH,CH,OMe H
7-91 Me Cl CH;CH,OMe H
7-92 Me Br CH;CH;0OMe H
7-93 Me 1 CH>;CH>OMe H
7-94 Me CF; CH;CH>OMe H
7-95 Me CHF; CH,CH,OMe H
7-96 Me CF>Cl1 CH,CH,OMe H
797 Me OMe CH;CH;OMe H
7-98 Me NO; CH,CH,OMe H
7-99 Me SO:Me CH>;CH,OMe H

7-100 Cl Me CH;CH;OMe H
7-101 Cl F CH,;CH,OMe H
7-102 Cl Cl CH;CH,OMe H
7-103 Cl Br CH,CH;OMe H
7-104 Cl 1 CH,CH,;0OMe H
7-105 Cl CF; CH,;CH,OMe H
7-106 Cl CHF; CH,CH,OMe H
7-107 Cl CF»C1 CH,CH;0Me H
7-108 Cl OMe CH,CH;OMe H
7-109 Cl NO; CH,CH,OMe H
7-110 Cl SO;Me CH;CH,;OMe H
7-111 OMe Me CH,CH,OMe H
7-112 OMe F CH,;CH,OMe H
7-113 OMe Cl CH;CH;OMe H
7=114 OMe Br CH,CH,OMe H
7-115 OMe I CH,CH,OMe H
7-116 OMe CF; CH,CH,0OMe H
7-117 OMe CHF; CH;CH,;OMe H
7-118 ‘OMe CEF;Cl CH;CH»OMe H
7-119 OMe OMe CH,CH,OMe H
7-120 OMe NO, CH,CH,OMe H

[0299]
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%5 X z R R’ |%EHE(HNMR)
7-121 OMe SO;Me CH,CH;OMe H
7-122 SO,Me Me CH,CH,OMe H
7-123 SO;Me F CH;CH,OMe H
7-124 SO;Me Cl CH;CH;0OMe H
7-125 SO;Me Br CH,;CH,OMe H
7-126 SO;Me 1 CH;CH>OMe H
7-127 SO;Me CF; CH,CH,OMe H
7-128 SO:Me CHF, CH>CH,OMe H
7-129 SO;Me CF;Cl CH;CH;OMe H
7-130 SO;Me OMe CH,CH,OMe H
7-131 SO:Me NO, CH>;CH,OMe H
7-132 SO;Me S0;Me CH;CH;OMe H
7-133 Me Me Me CN
7-134 Me F Me CN
7-135 Me Cl Me CN
7-136 Me Br Me CN
7-137 Me I Me CN
7-138 Me CF; Me CN
7-139 Me CHF, Me CN
7-140 Me CF,C1 Me CN
7-141 Me OMe Me CN
7-142 Me NO> Me CN
7-143 Me SO, Me Me CN
7-144 Cl Me Me CN
7-145 Cl F Me CN
7-146 Cl Cl Me CN
7-147 Cl Br Me CN
7-148 Cl 1 Me CN
7-149 Cl CF; Me CN
7-150 Cl CHF; Me CN
7-151 Cl CF(Cl Me CN
7-152 Cl OMe Me CN

[0300]

110



CON 104125949 A OB B 102/221 T

%5 X Z R R’ |##EHEE(HNMR)

7-153 Cl NO, Me CN

7-154 Cl SO,Me Me CN

7-155 OMe Me Me CN |

7-156 OMe F Me CN

7-157 OMe Cl Me CN

7-158 OMe Br Me CN

7-159 OMe I Me CN

7-160 OMe CF; Me CN |(400 MHz, CDCl; 8,
ppm) 7.82 (d,1H), 4.10
(5,3H), 3.69 (s,3H), 2.57
(s,3H)

7-161 OMe CHF, Me CN

7-162 OMe CF,Cl1 Me CN

7-163 OMe OMe Me CN

7-164 OMe NO, Me CN

7-165 OMe SO,Me Me CN

7-166 SO,Me Me Me CN

7-167 SO,Me F Me CN

7-168 SO,Me Cl Me CN

7-169 SO,Me Br Me CN

7-170 SO,Me | Me CN

7-171 SO,Me CF; Me CN

7-172 SO,Me CHF, Me CN

7-173 SO,Me CF,Cl Me CN

7-174 SO,Me OMe Me CN

7-175 SO,Me NO;, Me CN

7-176 SO;Me SO;Me Me CN

7-177 Me Me Et CN

7-178 Me F Et CN

7-179 Me C1 Et CN

7-180 Me Br Ft CN

7-181 Me I Et CN

7-182 Me CF; Et CN

[0301]
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%5 X V4 R R’ |%E#E(HNMR)
7-183 Me CHF, Et CN
7-184 Me CF,Cl Et CN
7-185 Me OMe Et CN
7-186 Me NO; Et CN
7-187 Me SO;Me Et CN
7-188 Cl Me Et CN
7-189 Cl F Et CN
7-190 Cl Cl Et CN
7-191 cl Br Et CN
7-192 cl I Et CN
7-193 Cl CF; Et CN
7-194 Cl CHF, Et CN
7-195 cl CF,Cl Et CN
7-196 cl OMe Et CN
7-197 Cl NO;, Et CN
7-198 Cl SO,Me Et CN
7-199 OMe Me Et CN
7-200 OMe F Et CN
7-201 OMe Cl Et CN
7-202 OMe Br Et CN
7-203 OMe I Et CN
7-204 OMe CF; Et CN
7-205 OMe CHF, Et CN
7-206 OMe CF,Cl Et CN
7-207 OMe OMe Et CN
7-208 OMe NO; Et CN
7-209 OMe SO;Me Et CN
7-210 SO:Me Me Et CN
7-211 SO, Me F Et CN
7-212 SO;Me Cl Et CN
7-213 SO;Me Br Et CN
7-214 SO,Me I Et CN

[0302]

112
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%5 X z R R’ |%EHE(HNMR)
7-215 SO;Me CF3 Et CN
7-216 SO;Me CHF, Et CN
7-217 SO;Me CF;Cl1 Et CN
7-218 SO;Me OMe Et CN
7-219 SO;Me NO, Et CN
7-220 SO;Me SO:Me Et CN
7-221 Me Me CH,CH,OMe CN
7-222 Me F CH,CH,OMe | CN
7-223 Me Cl CH;CH,OMe | CN
7-224 Me Br CH,CH,OMe | CN
7-225 Me 1 CHCH;OMe | CN
7-226 Me CF; CH;CH;OMe | CN
7-227 Me CHF; CH;CH,OMe | CN
7-228 Me CF,(Cl CH;CH,OMe | CN
7-229 Me OMe CH,CH,OMe | CN
7-230 Me NO; CH,CH;OMe | CN
7-231 Me SO,;Me CH;CH,OMe | CN
7-232 Cl Me CH,CH,OMe | CN
7-233 Cl F CH,CH;OMe | CN
7-234 Cl Cl CH,;CH;OMe | CN
7-238 Cl Br CH;CH,OMe | CN
7-236 Cl 1 CH;CH,OMe | CN
7-237 Cl CF; CH,CH,OMe | CN
7-238 Cl CHF; CHCHOMe | CN
7-239 Cl CE,(Cl CH;CH,OMe | CN
7-240 Cl OMe CH,;CHOMe | CN
7-241 Cl NO; CH,CH,OMe | CN
7-242 Cl SO;Me CH,;CH,OMe | CN
7-243 OMe Me CH,;CH,OMe | CN
7-244 ‘OMe F CH;CH,OMe | CN
7-245 OMe Cl CH;CH,OMe | CN
7-246 OMe Br CH,CH,OMe | CN

[0303]
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CON 104125949 A OB B 105/221 T

%5 X Z R R |#%Z$¥E(HNMR)
7-247 OMe | CH;CH;OMe CN
7-248 OMe CF; CH,CH,OMe | CN
7-249 OMe CHF; CH;CH;OMe | CN
7-250 OMe CF;Cl CH;CH;0OMe CN
7-251 OMe OMe CH;CH;OMe | CN
7-252 OMe NO; CH;CH;OMe | CN
7-253 OMe SO;Me CH;CH;OMe | CN
7-254 SO;Me Me CH;CH,0OMe CN
7-255 SO;Me F CH,CH;OMe | CN
7-256 SO;Me Cl CH,CH;OMe | CN
7-257 SO;Me Br CH,;CH,OMe | CN
7-258 SO:;Me 1 CH;CH,OMe | CN
7-259 SO>Me CF; CH,CH,OMe | CN
7-260 SO;Me CHF; CH,CH,OMe | CN
7-261 SO,Me CF,Cl CH;CH;0OMe CN
7-262 SO, Me OMe CH,CH,OMe | CN
7-263 SO;Me NO; CH,CH,OMe | CN
7-264 SO, Me SO;Me CH,CH;OMe | CN

[0304] K 8 AKX () EWHENEEA, LA Q b Ql, H R AFE, WAHE, Ht=
1

[0305]
[0306]
s X yA R R* |35 ('H NMR)
8-1 Me Me Me H
8-2 Me Cl Me H
8-3 Me CF, Me H

[0307]

114



CN 104125949 A W M P 106/221 TT
gis X Z R R” |[#3E4E ('H NMR)
84  |Me CHF,  |Me H
85 |c1 Ve Me H
86 |C1 Cl Me H
&7 |c1 CF,  |Me H
858 |c1 CHF,  |Me H
89 OMe Me Me H
810 |0Me Cl Me H
811 |0Me CF,  |Me H
812 |oMe CHF,  |Me H
813 [SoMe  |Me Me H
814 [soMe |1 Me H
815 [SOMe  [CF,  |Me H
816 [SOMe  |CHF,  |Me H
817 |Me Me Et H
818 |Me Cl Et H
819 Ve CF, |kt H
820 |Me CHF,  |Et H
821 |c1 Me Et H
822 |1 Cl Et H
823 |c1 CF, |kt H
824 |1 CHF, |kt H
825 |OMe Me Et H
826 |OMe Cl Et H
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CN 104125949 A i B P 107/221 B
8-27 [OMe CF, Et H
8-28  |OMe CHF,  [Et H
8-29  [SOMe Me Et H
8-30  [SOMe cl Et H
8-31  [SOMe CF, Et H
8-32  [SOMe CHF,  [Et H
8-33  [Me Me CH,CH,0Me  [H
8-34 [Me Cl CH,CH,0Me  [H
8-35 [Me CF, CH,CH,0Me  [H
8-36 [Me CHF,  [CHCH,0Me [H

[0308]

g [X Z R R” |[#¥E4E ('H NMR)
8-37 |C1 Me CH,CH,0Me  [H
8-38 |[C1 Cl CH,CH,0Me  [H
8-39 [c1 CF, CH,CH,0Me  [H
8-40 [C1 CHF,  [CHCH,0Me [H
8-41 |OMe Me CH,CH,0Me [H
8-42  [OMe Cl CH,CH,0Me  [H
8-43  [OMe CF, CH,CH,0Me  [H
8-44  [OMe CHF,  [CHCH,0Me [H
8-45 [SOMe Me CH,CH,0Me  [H
8-46  [SOMe Cl CH,CH,0Me  [H
8-47  [SOMe CF, CH,CH,0Me  [H
8-48  [SOMe CHF,  [CHCH,0Me [H

116



CN 104125949 A W M P 108/221 TT
849 |Me Me Me N
850  |Me Cl Me N
851 |Me CF, [Me N
852 |Me CHF, |Me CN
853 |c1 Me Ve N
851 |c1 Cl We N
855 |c1 CF,  [Me N
856 |C1 CHF,  |Me N
857 |OMe We We N
858  |OMe Cl Me N
859 |OMe CF,  |Me N
860 |OMe CHF, |Me N
861 |SOMe Mo Me N
862 |SoMe |1 Me N
863 |SOMe  [cF,  |Me N
864 |SOMe  |cHF,  |Me N
865 |Meo We Et N
866 |Me cl Et N
867 |We CF, it N
868 |Me CHF, it N
869 |c1 Me Et N

[0309]

s |X Z R R” |#EE%dE (‘H NMR)
870 |c1 Cl Et N
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CN 104125949 A i B P 109/221 5T
871 [c1 CF, Et CN
872 |c1 CHF, [Et CN
873 |OMe Me Et CN
874 |OMe Cl Et CN
875 |OMe CF, Et CN
876 |OMe CHF, |Et CN
8-77 [SOMe Me Et CN
8-78 [SOMe c1 Et CN
8-79 [SOMe CF, Et CN
8-80 [SO,Me CHF, |Et CN
881 |Me Me CH,CH,0Me  |CN
882 |Me cl CH,CH,0Me  |CN
883 |Me CF, CH,CH,0Me  |CN
8814 |Me CHF,  |CHCH,0Me |CN
885 [c1 Me CH,CH,0Me  [CN
88 [C1 c1 CH,CH,0Me  |CN
887 |c1 CF, CH,CH,0Me  |CN
888 |1 CHF,  |CHCH,0Me |CN
889 |OMe Me CH,CH,0Me  |CN
8-90 |OMe c1 CH,CH,0Me  |CN
891 |OMe CF, CH,CH,0Me  |CN
892 |OMe CHF,  |CHCH,0Me |CN
893  [SOMe Me CH,CH,0Me  |CN
894 [SOMe cl CH,CH,0Me  |CN
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CN 104125949 A i B P 110/221 5T
895 [SOMe CF, CH,CH,0Me  |CN
896 [SOMe CHF,  |CHCH,0Me |CN

[0310] % 9 :AKRHX (D) KbEY, Hrb Q24 03, HR BELR7FIW FHAE Ht =1

[0311]

[0312]

O~.

7 N
Ng A
Cl
Gis X Z R R” |44 (H NMR)
9-1 Me Me Me H
9-2 Me F Me H
9-3 Me Cl Me H
9-4 Me Br Me H
9-5 Me I Me H
9-6 Me CF, Me H
9-7 Me CHF, Me H
9-8 Me CF,Cl  |Me H
9-9 Me OMe Me H
9-10 |Me NO, Me H
9-11 [Me SO,Me  |Me H
9-12 [C1 Me Me H
9-13 |[C1 F Me H
9-14 |C1 Cl Me H
9-15 |C1 Br Me H
9-16 |C1 I Me H
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CN 104125949 A W M P 111/221 7T
917 |c1 CF, [Me H
918 |c1 CHF, |Me H
919 |c1 CFCL Ve H
920 |c1 Me Ve H
921 |c1 NO, Ve i
922 |c1 SOMe  |Me i
923 |oMe Me Me i
9214 |oMe F Me i
925 |0Me cl We i

[0313]

s |X Z R R™ |#EE s ('H NMR)
926 |oMe Br Me f
927 |oMe T Me H
928  |oMe CF,  |Me H
929 |OMe CHF, |Me H
930 |oMe CFCL e i
931 |oMe Me Ve i
932 |oMe NO,  [Me i
933 |oMe SOMe  [Me i
931 [SoMe Ve Me i
935 [SoMe [P Me i
936 [soMe  [c1 Me i
937 |SoMe  |Br Me i
938 |SoMe |1 Me H
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9-39  [SOMe CF, Me H
9-40  [SOMe CHF,  |Me H
9-41  [SO,Me CF,CL  |Me H
9-42  [SOMe OMe  |Me H
943 [SOMe NO, Me H
9-44  [SOMe SOMe  |Me H
945 |Me Me Et H
946 |Me F Et H
947 |Me cl Et H
9-48 |Me Br Et H
949 |Me I Et H
950 |Me CF, Et H
951 |Me CHF, |Et H
952 |Me CF,Cl  [Et H
953 |Me OMe Bt H
954 |Me NO, Et H
955 |Me SOMe |Et H
956 |1 Me Et H
957 |c1 F Et H
958 |c1 c1 Et H

[0314]

HT X Z R R |#EEEdE ('H NMR)
959 [c1 Br Et H
9-60 [c1 i Et H
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CN 104125949 A W M P 113/221 7T
961 |cl CF, [kt H
962 |c1 CHF, |kt H
963 |c1 CFCL Bt H
964 |C1 e |Et H
965 |c1 NO, Bt i
966 |C1 SOMe Bt i
967 |oMe Me Bt i
968 |0Me F Et i
969 |0Me cl Et i
970 |oMe Br Et i
971 |oMe T Et i
972 |oMe CF, |kt H
973 |OMe CHF, Bt H
974 |OMe CFCL Bt H
975 |OMe e |Et H
976 |0Me NO, Bt i
977 |oMe SOMe bt i
978 [SoMe Ve Et i
979 [soMe [P Et i
980 [soMe  [cI Et i
981 [SoMe  |Br Et i
982 [soMe [T Et i
983 [SoMe  oF,  |Et f
984 [SOMe  cHF, |kt H
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9-85 [SOMe CFCl  [Et H
9-86 [SOMe OMe  |[Et H
9-87  [SO,Me NO, Et H
9-88  [SOMe SOMe  |[Et H
9-89 |Me Me CH,CH,0Me  |H
9-90 |Me F CH,CH,0Me  |H
991 |Me c1 CH,CH,0Me  |H

[0315]

HT X Z R R* [#ERZHE ('H NMR)
9-92  |Me Br CH,CH,0Me  |H
9-93  |Me I CH,CH,0Me  |H
9-94 |Me CF, CH,CH,0Me  |H
9-95 |Me CHF,  |CH,CH,0Me [H
9-96 |Me CF,Cl  |CH,CH,0Me [H
9-97 |Me OMe CH,CH,0Me  [H
998 |Me NO, CH,CH,0Me  |H
9-99 |Me SOMe [CH,CH,0Me |H
9-100 |C1 Me CH,CH,0Me  |H
9-101 |c1 F CH,CH,0Me  |H
9-102 |c1 cl CH,CH,0Me  |H
9-103 |c1 Br CH,CH,0Me  |H
9-104 |C1 I CH,CH,0Me  |H
9-105 |C1 CF, CH,CH,0Me  |H
9-106 |C1 CHF,  |CH,CH,0Me |H
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CN 104125949 A i B P 115/221 5T
9-107 |c1 CF,Cl  [CH,CH,0Me [H
9-108 |c1 OMe CH,CH,0Me  |H
9-109 [C1 NO, CH,CH,0Me  |H
9-110 [C1 SOMe [CH,CH,0Me [H
9-111 |OMe Me CH,CH,0Me  |H
9-112 |OMe F CH,CH,0Me  |H
9-113 |OMe cl CH,CH,0Me  |H
9-114 |OMe Br CH,CH,0Me  |H
9-115 |OMe I CH,CH,0Me  |H
9-116 |OMe CF, CH,CH,0Me  |H
9-117 |OMe CHF,  |CH,CH,0Me |H
9-118 |OMe CF,Cl  |CH,CH,0Me [H
9-119 |OMe OMe CH,CH,0Me  |H
9-120 |OMe NO, CH,CH,0Me  |H
9-121 [OMe SOMe [CH,CH,0Me [H
9-122 [SO,Me Me CH,CH,0Me  |H
9-123 [SO,Me F CH,CH,0Me  |H
9-124 [SO,Me c1 CH,CH,0Me  |H

[0316]

HT X Z R R* (#EREHE ('H NMR)
9-125 [SO,Me Br CH,CH,0Me  |H
9-126 |SO,Me I CH,CH,0Me  |H
9-127 [SO,Me CF, CH,CH,0Me  |H
9-128 [SO,Me CHF,  |CH,CH,0Me |H
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CN 104125949 A i B P 116/221 7T
9-129 [SO,Me CF,Cl  [CH,CH,0Me [H
9-130 [SO,Me OMe CH,CH,0Me  |H
9-131 [SO,Me NO, CH,CH,0Me  |H
9-132 [SOMe SOMe [CH,CH,0Me [H
9-133 |Me Me Me CN
9-134 |Me F Me CN
9-135 |Me cl Me CN
9-136 |Me Br Me CN
9-137 |Me I Me CN
9-138 |Me CF, Me CN
9-139 |Me CHF,  |Me CN
9-140 |Me CF,Cl  |Me CN
9-141 |Me OMe Me CN
9-142 |Me NO, Me CN
9-143 |Me SOMe  |Me CN
9-144 |C1 Me Me CN
9-145 |c1 F Me CN
9-146 |C1 c1 Me CN
9-147 |c1 Br Me CN
9-148 |c1 I Me CN
9-149 |c1 CF, Me CN
9-150 |C1 CHF,  |Me CN
9-151 |c1 CF,Cl  |Me CN
9-152 |c1 OMe Me CN
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CN 104125949 A i B P 117/221 1
9-153 [c1 NO, Me CN
9-154 [c1 SOMe  [Me CN
9-155 [OMe Me Me CN
9-156 [OMe F Me CN
9-157 [OMe Cl Me CN

[0317]
dis X Z R R 3% ('H NMR)
9-158 [OMe Br Me CN
9-159 [OMe I Me CN
9-160 [OMe CF, Me CN
9-161 [OMe CHF,  [Me CN
9-162 [OMe CF,C1  [Me CN
9-163 [OMe OMe Me CN
9-164 [OMe NO, Me CN
9-165 [OMe SOMe  [Me CN
9-166 [SOMe Me Me CN
9-167 [SOMe F Me CN
9-168 [SOMe Cl Me CN
9-169 [SO,Me Br Me CN
9-170 [SO,Me I Me CN
9-171 [SOMe CF, Me CN
9-172  [SOMe CHF,  [Me CN
9-173  [SOMe CF,CL  [Me CN
9-174 [SOMe OMe Me CN
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9-175 [SOMe NO, Me CN
9-176 [SOMe SOMe  [Me CN
9-177 |Me Me Et CN
9-178 |Me F Et CN
9-179 |Me Cl Et CN
9-180 [Me Br Et CN
9-181 [Me I Et CN
9-182 |Me CF, Et CN
9-183 |Me CHF,  [Et CN
9-184 [Me CF,C1 Bt CN
9-185 [Me OMe Et CN
9-186 [Me NO, Et CN
9-187 |Me SOMe  [Et CN
9-188 [c1 Me Et CN
9-189 [c1 F Et CN
9-190 [c1 Cl Et CN

[0318]
dme X Z R R |3 ('H NMR)
9-191 [c1 Br Et CN
9-192 [c1 I Et CN
9-193 [c1 CF, Et CN
9-194 [c1 CHF,  [Et CN
9-195 [c1 CF,C1 Bt CN
9-196 [c1 OMe Et CN
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9-197 |c1 NO, Et CN
9-198 |[c1 SOMe |Et CN
9-199 |OMe Me Et CN
9-200 |OMe F Et CN
9-201 |OMe c1 Et CN
9-202 |OMe Br Et CN
9-203 |OMe I Et CN
9-204 |OMe CF, Et CN
9-205 |OMe CHF,  |Et CN
9-206 |OMe CF,Cl  |Et CN
9-207 |OMe OMe Et CN
9-208 |OMe NO, Et CN
9-209 |OMe SOMe |Et CN
9-210 [SO,Me Me Et CN
9-211 [SO,Me P Et CN
9-212 [SO,Me cl Et CN
9-213 [SO,Me Br Et CN
9-214 |SO,Me I Et CN
9-215 |SO,Me CF, Et CN
9-216 |SO,Me CHF,  |Et CN
9-217 [SO,Me CF,Cl  |Et CN
9-218 [SO,Me OMe Et CN
9-219 [SO,Me NO, Et CN
9-220 [SO,Me SOMe |Bt CN
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9-221 [Me Me CH,CH,0Me  [CN
9-222 |Me F CH,CH,0Me  [CN
9-223 |Me cl CH,CH,0Me  [CN

[0319]

e X Z R R |3 ('H NMR)
9-224 |Me Br CH,CH,0Me  [CN
9-225 |Me I CH,CH,0Me  |CN
9-226 |Me CF, CH,CH,0Me  [CN
9-227 |Me CHF,  [CH,CH,0Me  [ON
9-228 |Me CF,C1  [CH,CH,0Me  [ON
9-229 |Me OMe CH,CH,0Me  [CN
9-230 [Me NO, CH,CH,0Me  [CN
9-231 [Me SOMe  [CH,CH,0Me  [ON
9-232 [c1 Me CH,CH,0Me  [CN
9-233 [c1 F CH,CH,0Me  [CN
9-234 [c1 Cl CH,CH,0Me  |CN
9-235 [c1 Br CH,CH,0Me  |CN
9-236 [C1 I CH,CH,0Me  [CN
9-237 |c1 CF, CH,CH,0Me  [CN
9-238 [c1 CHF,  [CH,CH,0Me  [ON
9-239 [c1 CF,C1  [CHCH,0Me  [ON
9-240 [c1 OMe CH,CH,0Me  [CN
9-241 [c1 NO, CH,CH,0Me  [CN
9-242 |c1 SOMe  [CH,CH,0Me  [ON
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CN 104125949 A i B P 121/221 1
9-243  [OMe Me CH,CH,0Me  [CN
9-244 [OMe F CH,CH,0Me  [CN
9-245 |OMe cl CH,CH,0Me  [CN
9-246 [OMe Br CH,CH,0Me  [CN
9-247 |OMe I CH,CH,0Me  [CN
9-248 [OMe CF, CH,CH,0Me  [CN
9-249  [OMe CHF,  [CH,CH,0Me  [CN
9-250 [OMe CF,C1  [cHCH,0Me  [ON
9-251 [OMe OMe CH,CH,0Me  [CN
9-252  [OMe NO, CH,CH,OMe  [CN
9-253  [OMe SOMe  [CH,CH,0Me  [ON
9-254  [SOMe Me CH,CH,0Me  [CN
9-255  [SOMe F CH,CH,0Me ~ [CN
9-256  [SOMe Cl CH,CH,0Me  [CN
[0320]
de X Z R R | ('H NMR)
9-257 [SOMe Br CH,CH,0Me  |CN
9-258 [SO,Me I CH,CH,0Me  [CN
9-259  [SO,Me CF, CH,CH,0Me  [CN
9-260 [SO,Me CHF,  [CH,CH,0Me  [ON
9-261 [SOMe CF,C1  [CHCH,0Me  [ON
9-262  [SOMe OMe CH,CH,0Me  [CN
9-263  [SOMe NO, CH,CH,0Me  [CN
9-264 [SOMe SOMe  [CH,CH,0Me  [ON
[0321] 3% 10 AR (D K4EY, KA Q A QL HR AFE, RVMW LA NE, H t
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122/221 7T

=0
[0322]
[0323]

PR X V4 R R’ HEHIE(H NMR)
10-1 Me Me Me H
10-2 Me F Me H
10-3 Me Cl Me H
10-4 Me Br Me H
10-5 Me I Me H
10-6 Me CF; Me H
10-7 Me CHF, Me H
10-8 Me CF,Cl Me H
10-9 Me OMe Me H
10-10 Me NO; Me H
10-11 Me SO;Me Me H
10-12 Cl Me Me H
10-13 Cl F Me H
10-14 Cl Cl Me H
10-15 Cl Br Me H

[0324]
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%5 X Z R R’ B EIE(H NMR)
10-16 Cl I Me H
10-17 Cl CF; Me H
10-18 Cl CHE, Me H
10-19 C1 CF,(Cl1 Me H
10-20 Cl OMe Me H
10-21 Cl NOz Me H
10-22 Cl SO;Me Me H
10-23 OMe Me Me H
10-24 OMe F Me H
10-25 OMe Cl Me H
10-26 OMe Br Me H
10-27 OMe 1 Me H
10-28 OMe CF; Me H
10-29 OMe CHF, Me H
10-30 OMe CF,Cl Me H
10-31 OMe OMe Me H
10-32 OMe NO; Me H
10-33 OMe SO;Me Me H
10-34 SO;Me Me Me H
10-35 SO;Me F Me H
10-36 SO;Me Cl Me H
10-37 SO:;Me Br Me H
10-38 SO;Me 1 Me H
10-39 SO;Me CF; Me H
10-40 SO:>Me CHF; Me H
10-41 SO;Me CE(l Me H
10-42 SO;Me OMe Me H
10-43 SO:Me NO; Me H
10-44 SO, Me SO>Me Me H
10-45 Me Me Et H
10-46 Me F Et H
10-47 Me Cl Et H
10-48 Me Br Et H

[0325]
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%5 X z R R |4EHE(HNMR)
10-49 Me I Et H
10-50 Me CF; Et H
10-51 Me CHF; Et H
10-52 Me CF,(Cl Et H
10-53 Me OMe Et H
10-54 Me NO» Et H
10-55 Me SO;Me Et H
10-56 Cl Me Et H
10-57 Cl F Et H
10-58 Cl Cl Et H
10-59 Cl Br Et H
10-60 Cl I Et H
10-61 Cl CFEF; Et H
10-62 Cl CHEF; Et H
10-63 Cl CF,Cl Et H
10-64 Cl OMe Et H
10-65 Cl NO, Et H
10-66 Cl SO;Me Et i 1)
10-67 OMe Me Et H
10-68 OMe F Et H
10-69 OMe Cl Et H
10-70 OMe Br Et H
10-71 OMe 1 Et H
10-72 OMe CF; Et H
10-73 OMe CHF; Et H
10-74 OMe CF,Cl Et H
10-75 OMe OMe Et H
10-76 OMe NO; Et H
10-77 OMe SO, Me Et H
10-78 SO;Me Me Et H
10-79 SO;Me F Et H
10-80 SO;Me Ci Et H
10-81 SO;Me Br Et H

[0326]
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i M B

125/221 7T

%2 X Z R R’ 3 3 ('H NMR)
10-82 SO;Me )| Et H
10-83 SO;Me CF; Et H
10-84 SO;Me CHF; Et H
10-85 SO,Me CF,Cl1 Et H
10-86 SO,;Me OMe Et H
10-87 SO;Me NGO; Et H
10-88 SO>Me SO Me Et H
10-89 Me Me CH,;CH,OMe H
10-90 Me F CH;CH,OMe H
10-91 Me Cl CH;CH,OMe H
10-92 Me Br CH;CH,0OMe H
10-93 Me | CH,CH,0Me H
10-94 Me CF; CH,;CH,0Me H
10-95 Me CHEFE, CH,CH,OMe H
10-96 Me CFCl1 CH,CH,OMe H
10-97 Me OMe CH,CH;OMe H
10-98 Me NO, CH,;CH,OMe H
10-99 Me SO;Me | CH;CH;OMe H
10-100 Cl Me CH,CH;OMe H
10-101 Cl F CH;CH;OMe H
10-102 Cl Cl CH;CH;0Me H
10-103 Cl Br CH;CH>OMe H
10-104 Cl 1 CH;CH,;OMe H
10-105 Cl CF; CH,CH,OMe H
10-106 Cl CHF;, CH;CH,OMe H
10-107 Cl CF:(Cl CH,;CH,;OMe¢ H
10-108 Cl OMe CH;CH,0OMe H
10-109 Cl NO; CH.CH,OMe H
10-110 Cl SO;Me | CH,CH,OMe H
10-111 OMe Me CH,;CH;0Me H
10-112 OMe F CH,;CH;0OMe H
10-113 OMe Cl CH>CH;OMe H
10-114 OMe Br CH,CH3;OMe H

[0327]
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i M B

126/221 71

%5 X Z R R’ M 45 ('H NMR)

10-115 OMe I CH,;CH;OMe H

10-116 OMe CF; CH,CH,O0Me H

10-117 OMe CHF; CH,CH,0OMe H

10-118 OMe CF>Cl1 CH,;CH;OMe H

10-119 OMe OMe CH,CH;OMe H

10-120 OMe NO; CH,;CH,OMe H

10-121 OMe SO;Me | CH,CH;OMe H

10-122 SO,Me Me CH,CH,OMe H

10-123 SO;Me F CH,CH;OMe H

10-124 SO;Me Cl CH,CH;OMe H

10-125 SO:;Me Br CH,;CH»OMe H

10-126 SO;Me 1 CH,CH,OMe H

10-127 SO,Me CF; CH,CH,0Me H

10-128 SO,Me CHF; CH,CH;0Me H

10-129 SO,Me CF;Cl1 CH,CH,0Me H

10-130 SO,Me OMe CH,CH,0Me H

10-131 SO,Me NO; CH,CH,OMe H

10-132 SO;Me SO;Me CH;CH>OMe H

10-133 Me Me Me CN

10-134 Me F Me CN

10-135 Me Cl Me CN

10-136 Me Br Me CN

10-137 Me 1 Me CN

10-138 Me CF; Me CN (400 MHz, CDCl; 8,
ppm) 7.88 (d,1H),
7.79 (d,1H), 4.08
(s,3H), 3.19 (s,3H),
2.98 (s,3H)

10-139 Me CHF, Me CN

10-140 Me CF>Cl1 Me CN

10-141 Me OMe Me CN

10-142 Me NO, Me CN

10-143 Me SO,Me Me CN

10-144 Cl Me Me CN

[0328]
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%5 X Z R R’ M 335 (' NMR)

10-145 Cl F Me CN

10-146 Cl Cl Me CN

10-147 Cl Br Me CN

10-148 Cl | Me CN

10-149 Cl CF; Me CN

10-150 Cl CHF; Me CN

10-151 Cl CF;Cl Me CN

10-152 Cl OMe Me CN

10-153 Cl NO; Me CN

10-154 Cl SO:Me Me CN

10-155 OMe Me Me CN

10-156 OMe F Me CN

10-157 OMe Cl Me CN

10-158 OMe Br Me CN

10-159 OMe 1 Me CN

10-160 OMe CF; Me CN (400 MHz, CDCl; 8,
ppm) 8.12 (d,1H),
7.69 (d,1H), 4.22
(s,3H), 4.11 (s,3H),
3.37 (s,3H)

10-161 OMe CHF, Me CN

10-162 OMe CFxCl1 Me CN

10-163 OMe OMe Me CN

10-164 OMe NO; Me CN

10-165 OMe SO;Me Me CN

10-166 SO,Me Me Me CN

10-167 SO,Me ¥ Me CN

10-168 SO:Me Cl Me CN

10-169 SO;Me Br Me CN

10-170 SO,Me I Me CN

10-171 SO:Me CF; Me CN

10-172 SO,Me CHF, Me CN

10-173 SO:Me CE;(Cl Me CN

10-174 SO,;Me OMe Me CN

[0329]
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%5 X z R R |4EHE(HNMR)
10-175 SO;Me NO; Me CN
10-176 SO;Me SO;Me Me CN
10-177 Me Me Et CN
10-178 Me F Et CN
10-179 Me Cl Et CN
10-180 Me Br Et CN
10-181 Me I Et CN
10-182 Me CE; Et CN
10-183 Me CHF; Et CN
10-184 Me CFCl Et CN
10-185 Me OMe Et CN
10-186 Me NO; Et CN
10-187 Me SO:Me Et €N
10-188 Cl Me Et CN
10-189 Cl F Et CN
10-190 Cl Cl1 Et CN
10-191 Cl Br Et CN
10-192 Cl I Et CN
10-193 Cl CF; Et CN
10-194 Cl CHF; Et CN
10-195 Cl CF,Cl Et CN
10-196 Cl OMe Et CN
10-197 Cl NO; Et CN
10-198 Cl1 SO, Me Et CN
10-199 OMe Me Et CN
10-200 OMe F Et CN
10-201 OMe Cl Et CN
10-202 OMe Br FEt CN
10-203 OMe I Et CN
10-204 OMe CF; Et CN
10-205 OMe CHF; Et CN
10-206 OMe CE (1 Et CN
10-207 OMe OMe Et CN
[0330]
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i M B

129/221 7T

%5 X z R R’ H B3 3('H NMR)
10-208 OMe NO, Et CN
10-209 OMe SO,Me Et CN
10-210 SO;Me Me Et CN
10-211 SO,Me F Ft CN
10-212 SO,Me Cl Et CN
10-213 SO;Me Br Et CN
10-214 SO,Me 1 Et CN
10-215 SO, Me CF; Et CN
10-216 SO,Me CHF, Ft CN
10-217 SO,Me CF,Cl Et CN
10-218 SO,Me OMe Et CN
10-219 SO,Me NO; Et CN
10-220 SO;Me | SO;Me Et CN
10-221 Me Me CH,CH;0Me CN
10-222 Me F CH,CH,0Me CN
10-223 Me Cl CH,CH,OMe CN
10-224 Me Br CH,CH;0Me CN
10-225 Me | CH,CH,0Me CN
10-226 Me CF; CH,CH,0Me CN
10-227 Me CHF; | CH;CH;OMe CN
10-228 Me CF,Cl | CH,CH;OMe CN
10-229 Me OMe | CH,CH;OMe CN
10-230 Me NO; | CH,CH,OMe CN
10-231 Me SO;Me = CH;CH,OMe CN
10-232 Cl Me CH,CH;OMe CN
10-233 Cl F CH,CH,0Me CN
10-234 Cl Cl CH,CH,OMe CN
10-235 Cl Br CH,CH,0OMe CN
10-236 (8] I CH,CH,OMe CN
10-237 Cl CF; CH,CH,0OMe CN
10-238 Cl CHF, = CH,CH;OMe CN
10-239 Cl CF,C1 = CH,CH;OMe CN
10-240 cl OMe | CH,CH,0Me CN

[0331]
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i M B

130/221 7T

%5 X Z R R |4##E('HNMR)
10-241 Cl NO; CH,CH,OMe CN
10-242 Cl SO;Me | CH;CH,OMe CN
10-243 OMe Me CH,CH;0OMe CN
10-244 OMe F CH;CH;OMe CN
10-245 OMe Cl CH,CH,OMe CN
10-246 OMe Br CH;CH;OMe CN
10-247 OMe I CH;CH,OMe CN
10-248 OMe CF; CH,;CH,;0OMe CN
10-249 OMe CHF; CH;CH,OMe CN
10-250 OMe CE (1 CH;CH,OMe CN
10-251 OMe OMe CH,CH,;OMe CN
10-252 OMe NO; CH,CH,OMe CN
10-253 OMe SO,Me CH,CH,OMe €N
10-254 SO;Me Me CH,;CH;OMe CN
10-255 SO,Me F CH,;CH,OMe CN
10-256 SO;Me Cl CH,CH,OMe CN
10-257 SO,Me Br CH,CH,0Me CN
10-258 SO,Me 1 CH;CH;OMe CN
10-259 SO, Me CF; CH,CH,;OMe CN
10-260 SO;Me CHF; CH;CH;OMe CN
10-261 SO;Me CF,;Cl CH,CH;0OMe CN
10-262 SO;Me OMe CH,CH;OMe CN
10-263 SO;Me NO; CH,CH;OMe CN
10-264 SO;Me SO;Me CH;CH;0Me €N
10-265 Me Me Me (C=0)CF3
10-266 Me F Me (C=0)CF;
10-267 Me Cl Me (C=0)CF;
10-268 Me Br Me (C=0)CF;
10-269 Me I Me (C=0)CF;
10-270 Me CF; Me (C=0)CF;
10-271 Me CHF; Me (C=0)CF;
10-272 Me CF,Cl Me (C=0)CF;
10-273 Me OMe Me (C=0)CF;

[0332]
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%5 X z R R |4EHE(HNMR)
10-274 Me NO;, Me (C=0)CF;
10-275 Me SO;Me Me (C=0)CF;
10-276 Cl Me Me (C=0)CF;
10-277 Cl F Me (C=0)CF;
10-278 Cl Cl Me (C=0)CF;
10-279 Cl Br Me (C=0)CF;
10-280 Cl | Me (C=0)CF;
10-281 Cl CF; Me (C=0)CF;
10-282 Ci CHF; Me (C=0)CTF;
10-283 Cl CF;(Cl Me (C=0)CF;
10-284 Cl OMe Me (C=0)CF;
10-285 Cl NO; Me (C=0)CF;
10-286 Cl SO;Me Me (C=0)CF;
10-287 OMe Me Me (C=0)CF;
10-288 OMe F Me (C=0)CF;
10-289 OMe Cl1 Me (C=0)CF;
10-290 OMe Br Me (C=0)CF;
10-291 OMe I Me (C=0)CF;
10-292 OMe CF; Me (C=0)CF;
10-293 OMe CHF; Me (C=0)CF;
10-294 OMe CF,;Cl Me (C=0)CF;
10-295 OMe OMe Me (C=0)CF;
10-296 OMe NO; Me (C=0)CF;
10-297 OMe SO;Me Me (C=0)CF;
10-298 SO;Me Me Me (C=0)CF;
10-299 SO;Me F Me (C=0)CF;
10-300 SO;Me Cl1 Me (C=0)CF;
10-301 SO;Me Br Me (C=0)CF;
10-302 SO;Me I Me (C=0)CF;
10-303 SO:Me CF; Me (C=0)CF;
10-304 SO;Me CHF; Me (C=0)CF;
10-305 SO;Me CE(Cl Me (C=0)CF;
10-306 SO;Me OMe Me (C=0)CF;

[0333]
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P2 X z R R’ B HHE(HNMR)
10-307 SOzMe NOZ Me (C=O)CF3
10-308 SOsMe SO;Me Me (C=0)CF;
[0334] K 11 AR (D B8, QA QL HR ALE, R7MW S5 NE, H t
=90
[0335]
S/Nm{’d g X .
M ey
B ; | R
H.C H
3 \Vf%/\z
[0336]
s X Z R R’ VIR EE (‘H NMR)
11-1 Me Me Me H
11-2 Me F Me H
11-3 Me Cl Me H
11-4 Me Br Me H
11-5 Me 1 Me H
116 |Me [cF, [Me H
11-7 Me CHF, [|Me H
11-8 Me CF,C1 [Me H
11-9 Me OMe Me H
11-10 [Me NO, Me H
11-11 [Me SOMe |Me H
11-12 |C1 Me Me H
11-13 |C1 F Me H
11-14 |C1 Cl Me H
11-15 |C1 Br Me H
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116 el [T e H
1117 _[c1 [cF,  [Me H
11-18 [CL__ [cHR, [Me H
1119 [CL_ [CRCL [Me H
1120 [cC1 |oMe  [Me i
1121 [c1 N0, [Me i
1122 [C1 [SOMe |Me i

[0337]

Hg X Z R R’ VIR EE (‘H NMR)
1123 |[Me  |Me Ve H
1124 |[Me |F e i
1125 |Me [CI [Me f
1126 |Me  [Br Ve H
1127 |oMe [T [Me H
1128 |Me [CF,  [Me H
1129 |Me [CHF, |Me i
1130 |Me  [CR,CT Ve i
1131 |[Me  |oMe  |Me i
1132 |[Me N0,  |Me i
1133 |Me  [SOMe [Me i
1134 [SOMe [Me Mo i
1135 [SOMe [F Ve H
1136 [SOMe [CI  |Me H
1137 [SOMe [Br Ve H
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11-38 [SOMe [I Me H
11-39  [SOMe [CF,  [Me H
11-40 [SO,Me [CHF, [Me H
11-41 [SOMe [CF,C1 [Me H
11-42 [SOMe |OMe  [Me H
11-43 [SOMe [NO, [Me H
11-44  [SOMe [SOMe [Me H
11-45 |Me |Me [Et H
11-46 |Me |F Et H
11-47 [Me  [c1 [Et H
11-48 [Me  [Br [Et H
11-49 [Me |1 Et H
11-50 [Me  [CF, [Et H
11-51 |Me  [CHF, [Et H
11-52 [Me  [cRCl [Et H
11-53 |Me  [oMe [Et H
1154 [Me [No, [Et H
1155 |Me  [SOMe |Et H

[0338]

ETRs X Z R R’ YIEEE S ("H NMR)
1156 |cI  [Me [Et H
1157 |c1 |F Et H
1158 [cr [c1 [Et H
11-59 [c1 [Br [Bt H
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1160 [c1 |1 Et
1161 |cl_ [cF, |kt
1162 [Cl__ [cHF, |kt
1163 [C1_ [CRCL [Et
1164 [C1_ |oMe |Et
1165 [c1_ N0, |kt
1166 |CL__ [sOMe |Et
1167 |Me [Me  |Et
1168 |Me |F__ |E¢
1169 |Me [cI |kt
11-70 |oMe  [Br _ |Et
171 |oMe [T Ft
1172 |Me [CF, |kt
1173 |OMe [CHF, |Et
1174 |Me  [CRCL |Et
1175 |Me |oMe |Et
1176 |Me N0, |Et
1177 |Me  [SOMe |Et
1178 [SOMe [Me  |Et
1179 [SoMe [F |kt
1180 [SOMe [CI |kt
1181 [SOMe [Br |kt
1182 [SOMe |1 Ft
11-83 [SOMe [CF,  |Et
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11-84 [SOMe [CHF, [Et H
11-85 [SOMe [CF,C1 [Et H
11-86  [SOMe |OMe [Et H
11-87 [SOMe [NO,  [Et H
11-88  [SOMe [SOMe [Et H

[0339]

i X Z R R’ P ('H NMR)
11-89  |Me Me CH,CH,0Me  [H
11-90  |Me F CH,CH,0Me  [H
11-91  |Me Cl CH,CH,0Me  [H
11-92  |Me Br CH,CH,0Me  [H
11-93  |Me I CH,CH,0Me  [H
11-94  |Me CF,  |CHCH,OMe  [H
11-95  |Me CHF, [CHCH,0Me  [H
11-96  |Me CF,C1 |CHCH,OMe  [H
11-97  |Me OMe  [CH,CH,0Me  [H
11-98  |Me NO, CHCH,0Me  [H
11-99  |Me SOMe |CH,CH,0Me  [H
11-100 |c1 Me CH,CH,0Me  [H
11-101 |c1 F CH,CH,0Me  [H
11-102 |c1 Cl CH,CH,0Me  [H
11-103 |c1 Br CH,CH,0Me  [H
11-104 |c1 I CH,CH,0Me  [H
11-105 |c1 CF,  [|CHCH,OMe  [H
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11-106 |c1 CHF,  [CHCH,OMe  [H
11-107 |c1 CF,C1 [CHCH,OMe  [H
11-108 |c1 OMe  |CH,CH,0Me  [H
11-109 |c1 NO, CH,CH,0Me  [H
11-110 |c1 SOMe |CH,CH,0Me  |H
11-111 |0Me  [Me CH,CH,0Me  [H
11-112 |oMe [F CH,CH,0Me  [H
11-113 |oMe [c1 CH,CH,0Me  [H
11-114 |oMe  [Br CH,CH,0Me  [H
11-115 |oMe [T CH,CH,0Me  [H
11-116 |oMe  [CF,  [CHCH,0Me  [H
11-117 |oMe  [CHF, [CHCH,0Me  [H
11-118 |oMe  [CF,C1 [CHCH,0Me  [H
11-119 |oMe  [oMe  [CHCH,0Me  [H
11-120 |0Me  [NO, CH,CH,0Me  [H
11-121 |oMe  [SOMe [CHCH,0Me  [H

[0340]

i X Z R R’ P ('H NMR)
11-122  |SOMe [Me CH,CH,0Me  [H
11-123 [SOMe [F CH,CH,0Me  [H
11-124 [SOMe [C1 CH,CH,0Me  [H
11-125 [SOMe [Br CHCH,0Me  [H
11-126 [SOMe [T CH,CH,0Me  [H
11-127 |SOMe |[CF,  [CHCH,0Me  [H
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11-128 [SOMe [CHF,  [CH,CH,0Me H
11-129 [SOMe [CF,C1 |CH,CH,0Me H
11-130 [SOMe [OMe CH,CH,0Me H
11-131 [SOMe [NO, CH,CH,0Me H
11-132 [SOMe [SOMe |CH,CH,OMe H
11-133  [Me Me Me CN
11-134  [Me F Me CN
11-135 [Me Cl Me CN
11-136 [Me Br Me CN
11-137  [Me I Me CN
11-138 [Me CF, Me CN
11-139 [Me CHF, [Me CN
11-140 [Me CF,Cl [Me CN
11-141 [Me OMe Me CN
11-142 [Me NO, Me CN
11-143 [Me SOMe [Me CN
11-144 |C1 Me Me CN
11-145 |C1 F Me CN
11-146 |C1 Cl Me CN
11-147 |C1 Br Me CN
11-148 |C1 I Me CN
11-149 |[C1 CF, Me CN
11-150 |C1 CHF, [Me CN
11-151 |C1 CF,Cl [Me CN
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11-152 |c1 OMe  |Me CN
11-153 |c1 NO, Me CN
11-154 |c1 SOMe |Me CN

[0341]

e X Z R R’ P EHE ("H NMR)
11-155 [0Me  [Me Me CN
11-156 |oMe [P Me CN
11-157 |oMe  [C1 Me CN
11-158 |OMe  [Br Me CN
11-159 |oMe |1 Me CN
11-160 |oMe  [CF,  [Me CN
11-161 |0Me  [CHF, [Me CN
11-162 |0Me  [CF,C1 [Me CN
11-163 |0Me  [oMe  [Me CN
11-164 |oMe  [NO, Me CN
11-165 [OMe  [SOMe [Me CN
11-166 [SOMe [Me Me CN
11-167 |SOMe [F Me CN
11-168 [SOMe [C1 Me CN
11-169 [SOMe [Br Me CN
11-170 [SOMe [T Me CN
11-171 |SOMe [CF,  |Me CN
11-172 |SOMe [CHF, [Me CN
11-173 [SOMe [CF,C1 [Me CN
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11-174 [SOMe [oMe  [Me CN
11-175 [SOMe [NO, Me CN
11-176  [SOMe [SOMe [Me CN
11-177  |Me Me Et CN
11-178  |Me F Et CN
11-179  |Me Cl Et CN
11-180 |Me Br Et CN
11-181 |Me I Et CN
11-182  |Me CF, Et CN
11-183  |Me CHF, [Et CN
11-184 |Me CF,C1  |Et CN
11-185 |Me OMe  [Et CN
11-186  |Me NO, Et CN
11-187 |Me SOMe [Et CN

[0342]

e X Z R R’ P HE ('H NMR)
11-188 [c1 Me Et CN
11-189 |c1 F Et CN
11-190 |c1 Cl Et CN
11-191 |c1 Br Et CN
11-192 |c1 I Et CN
11-193 |c1 CF, Et CN
11-194 |c1 CHF, [Et CN
11-195 |c1 CF,C1 |Et CN
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11-196 |C1 OMe Et CN
11-197 |C1 NO, Et CN
11-198 |[C1 SOMe |Et CN
11-199 [OMe Me Et CN
11-200 |OMe F Et CN
11-201 |OMe Cl Et CN
11-202 |OMe Br Et CN
11-203 |OMe 1 Et CN
11-204 |OMe CF, Et CN
11-205 |OMe CHF, Et CN
11-206 |OMe CF,Cl [Et CN
11-207 |OMe OMe Et CN
11-208 |OMe NO, Et CN
11-209 [OMe SOMe |Et CN
11-210 [SOMe |Me Et CN
11-211 |SO,Me |F Et CN
11-212 |SOMe |C1 Et CN
11-213 |SO,Me |Br Et CN
11-214 |[SOMe |I Et CN
11-215 |SOMe |CF, Et CN
11-216 |SO,Me |CHF, Et CN
11-217 |SOMe |CF,Cl1 |Et CN
11-218 |SO,Me |OMe Et CN
11-219 |SO,Me |NO, Et CN
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11-220 [soMe [soMe [Et CN
[0343]
i X 7 R R’ Y3 EHE ('H NMR)
11-221  [Me Me CH,CH,0Me  [ON
11-222 |Me F CH,CH,0Me  [ON
11-223 |Me Cl CH,CH,0Me  [CN
11-224 |Me Br CH,CH,0Me  [CN
11-225 |Me I CH,CH,0Me  [ON
11-226  |Me CF,  |CHCH,0Me  [ON
11-227 |Me CHF, [CHCH,0Me  [ON
11-228 |Me CF,Cl [CHCH,0Me  [ON
11-229 [Me OMe  [CHCH,0Me  [CN
11-230 [Me NO,  [CHCH,0Me  [ON
11-231  [Me SOMe  [CHCH,0Me  [ON
11-232 [c1 Me CH,CH,0Me  [ON
11-233 [c1 F CH,CH,0Me  [CN
11-234 [c1 Cl CH,CH,0Me  [CN
11-235 [c1 Br CH,CH,0Me  [ON
11-236 [c1 I CH,CH,0Me  [ON
11-237 [c1 CF,  [CHCH,0Me  [ON
11-238 [c1 CHF, [CHCH,0Me  [CN
11-239 [c1 CF,Cl [CHCH,0Me  [ON
11-240 |c1 OMe  [CHCH,0Me  [ON
11-241 |c1 NO,  [CHCH,0Me  [ON
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11-242 |c1 SOMe |CH,CH,0Me  [CN
11-243 |0Me  [Me CH,CH,0Me  [ON
11-244 |oMe [F CH,CH,0Me  |ON
11-245 |oMe  [C1 CH,CH,0Me  |ON
11-246 |OMe  [Br CH,CH,0Me  [ON
11-247 |oMe [T CH,CH,0Me  [ON
11-248 |oMe  [CF,  [CHCH,0Me  [ON
11-249 |oMe  [cHF, [CHCH,0Me  [ON
11-250 [oMe  [CF,C1 [CHCH,0Me  [ON
11-251 |OMe  [OMe  [CHCH,0Me  [ON
11-252 |0Me  [NO, CH,CH,0Me  [ON
11-253 |0Me  [SOMe [CHCH,0Me  [ON

[0344]

] X Z R R’ Py 4 ("H NMR)
11-254 [SOMe [Me CH,CH,0Me  [ON
11-255 [SOMe |[F CH,CH,0Me  [ON
11-256 [SOMe [C1 CH,CH,0Me  |ON
11-257 |SOMe |[Br CH,CH,0Me  [ON
11-258 [SOMe [T CH,CH,0Me  |ON
11-259 [SOoMe [CF,  [cHCH,0Me  [ON
11-260 [SOMe [CHF,  [CHCH,0Me  [ON
11-261 [SOMe [CF,C1 [CHCH,0Me  [ON
11-262 [SOMe [OMe  [CHCH,0Me  [ON
11-263 [SOMe  [NO, CH,CH,0Me  [ON
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11-264 [SOMe [SOMe |CH,CH,0Me  |CN

[0345] & 12 AKWI (D) MALED, Horb Q 24 QL H R M IEAZE, R” AW 2 B4, H
t=20

[0346]
;!N““N O ,
N\N | szfR
H,C N
3 \w_f i-l-l R
Z
[0347]
o= X 7 R R* |#3EHE ('H NMR)
12-1 Me Me Me H
12-2 Me F Me H
12-3 Me cl Me H
12-4 Me Br Me H
12-5 Me I Me H
12-6 Me CF, Me H
12-7 Me CHF, Me H
12-8 Me CF,C1 Me H
12-9 Me OMe Me H
12-10  |Me NO, Me H
12-11  |Me SO,Me Me H
12-12  |c1 Me Me H
12-13  |c1 F Me H
[0348]
o= X Z R R” |¥3EHE ('H NMR)
12-14 |c1 cl Me H
12-15  |[c1 Br Me H
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12-16[cl T Me
12-17 _|c1 CF, Me
12-18[c1 CHF, Me
1219 |c1 CFCL |Me
1220 |c1 OMe Ve
1221 |c1 NO, Me
1222 |c1 SOMe  |Me
1223 |oMe Me We
1224 |oMe F We
1225 |oMe Cl Me
1226 |OMe Br Me
1227 |oMe T Me
12-28  |oMe CF, Me
1229 |oMe CHF, Me
1230 |oMe CFCL |Me
1231 |oMe OMe Ve
1232 |oMe NO, Ve
1233 |oMe SOMe Ve
1231 [SOMe  |Me We
1235 [soMe  |F Me
1236 [SOMe  [c1 Me
1237 |SOMe  |Br Me
1238 [soMe |1 Me
1239 [SOMe |, Me
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12-40  [SOMe CHF, Me H
12-41  [SOMe CF,C1 Me H
12-42  [SOMe OMe Me H
12-43  [SOMe NO, Me H
12-44  [SOMe SO,Me Me H
12-45  |Me Me Et H
12-46  |Me F Et H

[0349]

i X Z R R* |34 (‘"H NMR)
12-47  |Me Cl Et H
12-48  |Me Br Et H
12-49  |Me I Et H
12-50  |Me CF, Et H
12-51  |Me CHF, Et H
12-52  |Me CF,C1 Et H
12-53  |Me OMe Et H
12-54  |Me NO, Et H
12-55  |Me SO,Me Et H
12-56 |c1 Me Et H
12-57 o1 F Et H
12-58 |c1 Cl Et H
12-59 |c1 Br Et H
12-60 [c1 I Et H
12-61 [c1 CF, Et H
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1262 |cl CHF, Et H
1263 |c1 CFCL Bt H
1264 |C1 OMe Ft H
1265 |c1 NO, Ft H
1266 |c1 SoMe  |Et i
1267 |oMe Me Bt i
1268 |OMe F Bt i
1269 |oMe cl Et i
1270 |oMe Br Et i
1271 |oMe T Et i
1272 |oMe CF, Et i
12-73  |oMe CHF, Et i
1274 |OMe CFCL Bt H
1275 |oMe OMe Ft H
12-76 |oMe NO, Et H
1277 |oMe SoMe  |Et i
1278 [SOMe  |Me Bt i
1279 [soMe  |F Et i

[0350]
=) X Z R R” |¥¥EEHE ('H NMR)
1280 [SOMe  [c1 Et i
1281 |[SOMe  |Br Et i
1282 [soMe |1 Et H
1283 [SOMe |, Et H
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12-84  [SOMe  [CHF, Et

12-85 [SOMe  [CFCl Et

12-86  [SOMe  [OMe Et

12-87  [sOoMe  |NO, Et

12-88  [SOMe  [SO.Me Et

12-89  |Me Me CH,CH,0Me
12790 [Me F CH,CH,0Me
1291  |Me c1 CH,CH,0Me
1292 |Me Br CH,CH,0Me
1293  |Me I CH,CH,0Me
1294  |Me CF, CH,CH,OMe
1295 |Me CHF, CH,CH,OMe
1296 |Me CF,C1 CH,CH,OMe
12-97  |Me OMe CH,CH,OMe
12-98  |Me NO, CH,CH,0Me
12799  |Me SO,Me CH,CH,0Me
12-100 |c1 Me CH,CH,0Me
12-101 |c1 F CH,CH,0Me
12-102 [c1 c1 CH,CH,0Me
12-103 [c1 Br CH,CH,0Me
12-104 |c1 I CH,CH,0Me
12-105 |c1 CF, CH,CH,OMe
12-106 |C1 CHF, CH,CH,OMe
12-107 [c1 CF,C1 CH,CH,OMe
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12-108 [c1 OMe CH,CH,OMe  [H
12-109 [c1 NO, CH,CH,OMe  [H
12-110 [c1 SO,Me CH,CH,0Me  [H
12-111  |0Me Me CH,CH,0Me ~ [H
12-112  |0OMe P CH,CH,OMe  [H

[0351]

i X Z R R* 3% ("H NMR)
12-113  |OMe Cl CH,CH,OMe  [H
12-114  |OMe Br CH,CH,OMe  [H
12-115  |OMe I CH,CH,OMe ~ [H
12-116  [OMe CF, CH,CH,OMe  [H
12-117  |oMe CHF, CH,CH,OMe  [H
12-118  |OMe CF,C1 CH,CH,OMe  [H
12-119  |OMe OMe CH,CH,0Me  [H
12-120  |OMe NO, CH,CH,0Me  [H
12-121  [oMe SO,Me CH,CH,OMe [H
12-122  [SOMe Me CH,CH,OMe  [H
12-123  [SOMe F CH,CH,OMe  [H
12-124  [SOMe Cl CH,CH,OMe  [H
12-125  [SOMe Br CH,CH,OMe  [H
12-126  [SOMe I CH,CH,OMe  [H
12-127  [SOMe CF, CH,CH,OMe  [H
12-128  [SOMe CHF, CH,CH,OMe  [H
12-129  [SOMe CF,C1 CH,CH,OMe  [H
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12-130  [SOMe OMe CH,CH,0Me  [H
12-131  [SOMe NO, CH,CH,0Me  [H
12-132 [SOMe SO,Me CH,CH,0Me  [H
12-133  |Me Me Me CN
12-134  |Me F Me CN
12-135 |Me Cl Me CN
12-136  |Me Br Me CN
12-137 |Me I Me CN
12-138  |Me CF, Me CN
12-139  |Me CHF, Me CN
12-140 |Me CF,C1 Me CN
12-141  |Me OMe Me CN
12-142  |Me NO, Me CN
12-143  |Me SO,Me Me CN
12-144 |[c1 Me Me CN
12-145 |C1 F Me CN

[0352]
=) X Z R R |¥EEEHE ('H NMR)
12-146 |C1 cl Me CN
12-147 |c1 Br Me CN
12-148 |c1 I Me CN
12-149 |c1 CF, Me CN
12-150 |[c1 CHF, Me CN
12-151 |[c1 CF,C1 Me CN
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12-152 |C1 OMe Me CN
12-153 |C1 NO, Me CN
12-154 |C1 SO,Me Me CN
12-155 |OMe Me Me CN
12-156  |OMe F Me CN
12-157 |OMe Cl Me CN
12-158 |OMe Br Me CN
12-159 |OMe 1 Me CN
12-160 |OMe CF, Me CN
12-161 |OMe CHF, Me CN
12-162 |OMe CF,C1 Me CN
12-163 |OMe OMe Me CN
12-164 |OMe NO, Me CN
12-165 |OMe SO,Me Me CN
12-166  [SOMe Me Me CN
12-167 |SOMe F Me CN
12-168  |SOMe Cl Me CN
12-169  |SOMe Br Me CN
12-170  |SOMe 1 Me CN
12-171  |SOMe CF, Me CN
12-172  |SOMe CHF, Me CN
12-173  |SOMe CF,C1 Me CN
12-174  |SOMe OMe Me CN
12-175 |SOMe NO, Me CN
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12-176  [SOMe SO,Me Me CN
12-177  |Me Me Et CN
12-178  |Me F Et CN

[0353]

e X Z R R* |3 ("H NMR)
12-179  |Me Cl Et CN
12-180 [Me Br Et CN
12-181  |Me I Et CN
12-182  |Me CF, Et CN
12-183  |Me CHF, Et CN
12-184 |Me CF,C1 Et CN
12-185 |Me OMe Et CN
12-186  |Me NO, Et CN
12-187  |Me SO,Me Et CN
12-188 [c1 Me Et CN
12-189 [c1 F Et CN
12-190 [c1 Cl Et CN
12-191 [c1 Br Et CN
12-192 |c1 I Et CN
12-193 [c1 CF, Et CN
12-194 [c1 CHF, Et CN
12-195 [c1 CF,C1 Et CN
12-196 [c1 OMe Et CN
12-197 |c1 NO, Et CN

161



CN 104125949 A i B P 153/221 T
12-198 [c1 SO,Me Et CN
12-199  |OMe Me Et CN
12-200  |OMe F Et CN
12-201  |OMe Cl Et CN
12-202  |OMe Br Bt CN
12-203  |OMe I Et CN
12-204  |OMe CF, Et CN
12-205 [OMe CHF, Et CN
12-206  [OMe CF,C1 Et CN
12-207  |OMe OMe Et CN
12-208  |OMe NO, Et CN
12-209  |OMe SO,Me Et CN
12-210  [SOMe Me Et CN
12-211  [SOMe F Et CN

[0354]

e X Z R R™ |3 ("H NMR)
12-212  [SOMe Cl Et CN
12-213  [SO,Me Br Et CN
12-214  [SOMe I Et CN
12-215  [SO,Me CF, Et CN
12-216  [SOMe CHF, Et CN
12-217  [SOMe CF,C1 Et CN
12-218  [SOMe OMe Et CN
12-219  [SOMe NO, Et CN
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12-220 [SOMe  [SO,Me Et CN
12-221 |Me Me CH,CH,0Me  |CN
12222 |Me F CH,CH,0Me  |CN
12-223  |Me Cl CH,CH,0Me  |CN
12-224 |Me Br CH,CH,0Me  |CN
12-225 |Me I CH,CH,0Me  |CN
12-226  |Me CF, CH,CH,0Me  |CN
12-227 |Me CHF, CH,CH,0Me  |CN
12-228 |Me CF,C1 CH,CH,0Me  |CN
12-229 |Me OMe CH,CH,0Me  |CN
12-230 |Me NO, CH,CH,0Me  |CN
12-231 |Me SO,Me CH,CH,0Me  |CN
12-232 |[c1 Me CH,CH,0Me  |CN
12-233 |[c1 P CH,CH,0Me  |CN
12-234 [c1 Cl CH,CH,0Me  |CN
12-235 |c1 Br CH,CH,0Me  |CN
12-236 |c1 I CH,CH,0Me  |CN
12-237 |c1 CF, CH,CH,0Me  |CN
12-238 |c1 CHF, CH,CH,0Me  |CN
12-239 |c1 CF,C1 CH,CH,0Me  |CN
12-240 [c1 OMe CH,CH,0Me  |CN
12-241 [c1 NO, CH,CH,0Me  |CN
12242 |c1 SO,Me CH,CH,0Me  |CN
12-243  [OMe Me CH,CH,0Me  |CN
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12-244  |OMe F CH,CH,0Me ~ [CN
[0355]
i X Z R R* (73 %HE ('H NMR)
12-245  |0Me cl CH,CH,0Me  [CN
12-246  |OMe Br CH,CH,0Me  [ON
12-247 |OMe I CH,CH,0Me  [ON
12-248  [oMe CF, CH,CH,0Me  [ON
12-249  |OMe CHF, CH,CH,0Me  [ON
12-250  |OMe CF,C1 CH,CH,0Me  [CN
12-251  |oMe OMe CH,CH,0Me ~ [ON
12-252  |oMe NO, CH,CH,0Me ~ [ON
12-253  |OMe SO,Me CH,CH,0Me  [ON
12-254  [SOMe Me CH,CH,0Me  [ON
12-255  [SOMe F CH,CH,0Me  [ON
12-256  [SOMe Cl CH,CH,0Me  [CN
12-257  [SOMe Br CH,CH,0Me  [CN
12-258  [SO,Me I CH,CH,0Me  [CN
12-259  [SO,Me CF, CH,CH,0Me  [ON
12-260  [SO,Me CHF, CH,CH,0Me ~ [ON
12-261  [SO,Me CF,C1 CH,CH,0Me  [ON
12-262  [SO,Me OMe CH,CH,0Me ~ [CN
12-263  [SO,Me NO, CH,CH,0Me  [ON
12-264  [SOMe SO,Me CH,CH,0Me  [ON

[0356] % 13 AW (D) Mtbad, Hh Q Ak Ql, H R O 2- FISEEE AL, R” AN

WHXEANE.Ht=0
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[0357]

‘N‘ﬂp X R
N«NXJRRN §=N"
ch’ckxﬁwj ﬁ R
z
[0358]
e X 7 R R [#EEHE ('H NMR)
13-1 Me Me Me H
13-2  [Me F Me H
13-3  [Me Cl Me H
[0359]
me X 7 R R* [#EEEdE (H NMR)
13-4 [Me Br Me H
135 [Me I Me H
136 [Me CF, Me H
13-7  |Me CHF, Me H
13-8  [Me CF,C1  |Me H
13-9  [Me OMe Me H
13-10 [Me NO, Me H
13-11 [Me SOMe  |Me H
13-12 |c1 Me Me H
13-13 |C1 F Me H
13-14 |C1 Cl Me H
13-15 |C1 Br Me H
13-16 [C1 I Me H
13-17 |C1 CF, Me H
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1318 |cl CHF,  |Me H
1319 |c1 CFCL |Me H
1320 [c1 Me  |Me H
1321 |c1 NO, Me H
1322 |c1 SOMe  |Me i
1323 |oMe  |Me We i
1324 |oMe | Me i
1325 |oMe  [c1 Me i
1326 |oMe  |Br Me i
1327 |0Me T Me i
1328 |oMe  |CF, Me i
1329 |oMe  [CHF,  [Me f
1330 |OMe  [CRCL  [Me H
1331 |oMe  |Me  [Me H
1332 |oMe  |NO, Me H
1333 |oMe  [SOMe  [Me i
1334 [SOMe  |Me Me i
1335 |SoMe |F Me i
1336 [SOMe [c1 Me i

[0360]

s X Z R R’ YR EE ("H NMR)
1337 _|SOMe  [Br Me i
1338 [SOMe [T Me i
1339 [SOMe  |CF, Me H
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13-40 [SOMe  |CHF, Me H
13-41 [SOMe [CF,C1  |Me H
13-42 [SOMe  |OMe Me H
13-43 [SOMe  |NO, Me H
13-44 [SOMe  [SOMe  |Me H
13-45 |Me Me Et H
13-46 |Me F Et H
13-47 |Me c1 Et H
13-48 |Me Br Et H
13-49 |Me I Et H
1350 |Me CF, Et H
1351 |Me CHF, Et H
1352 |Me CF,Cl  [Et H
1353 |Me OMe Et H
13-54 |Me NO, Et H
1355 |Me SOMe  [Et H
13-56 |c1 Me Et H
13-57 |c1 F Et H
1358 |c1 c1 Et H
13-59 [c1 Br Et H
1360 |c1 I Et H
1361 |c1 CF, Et H
1362 |c1 CHF, Et H
1363 [c1 CFCl  [Et H
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13-64 |C1 OMe Et H
13-65 |C1 NO, Et H
13-66 |C1 SOMe  [Et H
13-67 |OMe Me Et H
13-68 |OMe F Et H
13-69 |OMe Cl Et H

[0361]

e X Z R R’ Py AR ('H NMR)
13-70  |OMe Br Et H
13-71  |oMe I Et H
13-72  |oMe CF, Et H
13-73  |OMe CHF, Et H
13-74  |OMe CF,C1 Et H
13-75 OMe OMe Et H
13-76  |OMe NO, Et H
13-77  |oMe SO,Me Et H
13-78  [SO,Me Me Et H
13-79  [SO,Me F Et H
13-80  [SO,Me Cl Et H
13-81  [SOMe Br Et H
13-82  [SO,Me I Et H
13-83  [SO,Me CF, Et H
13-84  [SO,Me CHF, Et H
13-85  [SO,Me CF,C1 Et H
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13-86  [SO,Me OMe Et H
13-87  [SOMe NO, Et H
13-88  [SO,Me SO,Me Et H
13-89  [Me Me CH,CH,0Me H
13-90  [Me F CH,CH,0Me H
13-91  |Me Cl CH,CH,0Me H
13-92  |Me Br CH,CH,0Me H
13-93  [Me I CH,CH,0Me H
13-94  |Me CF, CH,CH,0Me H
13-95  |Me CHF, CH,CH,0Me H
13-96  [Me CF,C1 CH,CH,0Me H
13-97  |Me OMe CH,CH,0Me H
13-98  |Me NO, CH,CH,0Me H
13-99  [Me SO,Me CH,CH,0Me H
13-100 |C1 Me CH,CH,0Me H
13-101 |C1 F CH,CH,0Me H
13-102 [c1 Cl CH,CH,0Me H

[0362]

i X Z R R’ PR EHE ('H NMR)
13-103 [c1 Br CH,CH,0Me H
13-104 [c1 I CH,CH,0Me H
13-105 |C1 CF, CH,CH,0Me H
13-106 |C1 CHF, CH,CH,0Me H
13-107 |C1 CF,C1 CH,CH,0Me H
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13-108 |c1 OMe CH,CH,OMe
13-109 |1 NO, CH,CH,OMe
13-110 |c1 SO,Me CH,CH,0Me
13-111 |OMe Me CH,CH,0Me
13-112 |0Me F CH,CH,0Me
13-113 |OMe c1 CH,CH,0Me
13-114 |0Me Br CH,CH,0Me
13-115 |OMe I CH,CH,OMe
13-116 |OMe CF, CH,CH,OMe
13-117 |oMe CHF, CH,CH,OMe
13-118 [0Me CF,C1 CH,CH,OMe
13-119 |0Me OMe CH,CH,OMe
13-120 |OMe NO, CH,CH,0Me
13-121 |OMe SO,Me CH,CH,OMe
13-122 [SOMe Me CH,CH,0Me
13-123  [SOMe F CH,CH,0Me
13-124 [SOMe c1 CH,CH,0Me
13-125 [SOMe Br CH,CH,0Me
13-126 [SOMe I CH,CH,0Me
13-127 [SOMe CF, CH,CH,0Me
13-128 [SOMe CHF, CH,CH,0Me
13-129 [SOMe CF,C1 CH,CH,OMe
13-130 [SOMe OMe CH,CH,OMe
13-131 [SOMe NO, CH,CH,OMe
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13-132  [SO,Me SO,Me CH,CH,0Me H
13-133  [Me Me Me CN
13-134  |Me F Me CN
13-135 |Me Cl Me CN

[0363]

i e X Z R R’ PR % ('H NMR)
13-136  |Me Br Me CN
13-137 |Me I Me CN
13-138 |Me CF, Me CN
13-139  |Me CHF, Me CN
13-140 [Me CF,C1 Me CN
13-141 |Me OMe Me CN
13-142  |Me NO, Me CN
13-143  |Me SO,Me Me CN
13-144 [C1 Me Me CN
13-145 |1 F Me CN
13-146 [C1 Cl Me CN
13-147 |c1 Br Me CN
13-148 |C1 I Me CN
13-149 [c1 CF, Me CN
13-150 [c1 CHF, Me CN
13-151 |C1 CF,C1 Me CN
13-152 [C1 OMe Me CN
13-153 [C1 NO, Me CN
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[0364]

i PR
13-154 |C1 SO,Me Me CN
13-155 |OMe Me Me CN
13-156 |OMe F Me CN
13-157 |OMe Cl Me CN
13-158 |OMe Br Me CN
13-159 |OMe I Me CN
13-160 |OMe CF, Me CN
13-161 |OMe CHF, Me CN
13-162  |OMe CF,C1 Me CN
13-163  |OMe OMe Me CN
13-164 |OMe NO, Me CN
13-165 |OMe SO,Me Me CN
13-166  [SO,Me Me Me CN
13-167 [SOMe F Me CN
13-168  [SO,Me Cl Me CN
i 'e X Z R R’ PR % ('H NMR)
13-169  [SO,Me Br Me CN
13-170  [SO,Me I Me CN
13-171  [SO,Me CF, Me CN
13-172  [SO,Me CHF, Me CN
13-173  [SO,Me CF,C1 Me CN
13-174  [SOMe OMe Me CN
13-175 [SO,Me NO, Me CN
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13-176 |SO.Me S0O,Me Me CN
13-177 |Me Me Et CN
13-178 |Me F Et CN
13-179 |Me Cl Et CN
13-180 |Me Br Et CN
13-181 |Me I Et CN
13-182 |Me CF, Et CN
13-183 |Me CHF, Et CN
13-184 |Me CF,C1 Et CN
13-185 |Me OMe Et CN
13-186 |Me NO, Et CN
13-187 |Me S0O,Me Et CN
13-188 |C1 Me Et CN
13-189 |C1 F Et CN
13-190 |C1 Cl Et CN
13-191 |C1 Br Et CN
13-192 |C1 1 Et CN
13-193 |C1 CF, Et CN
13-194 |C1 CHF, Et CN
13-195 |C1 CF,C1 Et CN
13-196 |C1 OMe Et CN
13-197 |C1 NO, Et CN
13-198 |C1 S0O,Me Et CN
13-199 |OMe Me Et CN
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13-200 |OMe F Et CN
13-201 |OMe Cl Et CN

[0365]

TR X Z R R’ Y HE ('H NMR)
13-202 |OMe Br Et CN
13-203 |OMe I Et CN
13-204 |OMe CF, Et CN
13-205 |OMe CHF, Et CN
13-206 |OMe CF,C1 Et CN
13-207 |OMe OMe Et CN
13-208 |OMe NO, Et CN
13-209 |OMe S0O,Me Et CN
13-210 |SO.Me Me Et CN
13-211 |SOMe F Et CN
13-212  |SOMe Cl Et CN
13-213 |SO.Me Br Et CN
13-214 |SO.Me 1 Et CN
13-215 |SO.Me CF, Et CN
13-216 |SO.Me CHF, Et CN
13-217 |SO.Me CF,C1 Et CN
13-218 |SO.Me OMe Et CN
13-219 |SO.Me NO, Et CN
13-220 |SO.Me S0O,Me Et CN
13-221 |Me Me CH,CH,OMe CN
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13-222  [Me F CH,CH,0Me CN
13-223  [Me Cl CH,CH,0Me CN
13-224  |Me Br CH,CH,0Me CN
13-225 |Me I CH,CH,0Me CN
13-226  |Me CF, CH,CH,0Me CN
13-227 [Me CHF, CH,CH,0Me CN
13-228 |Me CF,C1 CH,CH,0Me CN
13-229  |Me OMe CH,CH,0Me CN
13-230 |Me NO, CH,CH,0Me CN
13-231 [Me SO,Me CH,CH,0Me CN
13-232 [C1 Me CH,CH,0Me CN
13-233 [C1 F CH,CH,0Me CN
13-234 [C1 Cl CH,CH,0Me CN

[0366]

%' X Z R R’ Y HE ('H NMR)
13-235 [C1 Br CH,CH,0Me CN
13-236 [C1 I CH,CH,0Me CN
13-237 |C1 CF, CH,CH,0Me CN
13-238 [C1 CHF, CH,CH,0Me CN
13-239 [c1 CF,C1 CH,CH,0Me CN
13-240 [c1 OMe CH,CH,0Me CN
13-241 |C1 NO, CH,CH,0Me CN
13-242 [C1 SO,Me CH,CH,0Me CN
13-243 |OMe Me CH,CH,0Me CN
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13244 [OMe F CH,CH,OMe CN
13-245 |OMe cl CH,CH,OMe CN
13-246  |OMe Br CH,CH,0Me CN
13-247 |OMe I CH,CH,0Me CN
13248 |OMe CF, CH,CH,0Me CN
13249 |0Me CHF, CH,CH,0Me CN
13250 |OMe CF,C1 CH,CH,0Me CN
13251 |OMe OMe CH,CH,OMe CN
13252 |OMe NO, CH,CH,OMe CN
13253 |OMe SO,Me CH,CH,OMe CN
13-254  [SOMe Me CH,CH,OMe CN
13-255 [SOMe F CH,CH,OMe CN
13-256  [SOMe cl CH,CH,0Me CN
13-257 [SOMe Br CH,CH,OMe CN
13-258 [SOMe i CH,CH,0Me CN
13-259 [SOMe CF, CH,CH,0Me CN
13-260 [SOMe CHF, CH,CH,0Me CN
13261 [SOMe CF,C1 CH,CH,0Me CN
13262 [SOMe OMe CH,CH,0Me CN
13263 [SOMe NO, CH,CH,0Me CN
13-264 [SOMe SO,Me CH,CH,0Me CN

[0367]
=0
[0368]

F 14 AKKRHAX (D FALEY, P Q hQ2, HR HHE, R”AW KA NE, H t

176



CN 104125949 A

168/221 71

[0369]

me X 7 R R | EdE (H NMR)
14-1 Me Me Me H
14-2 Me F Me H
14-3 |Me Cl Me H
14-4  |Me Br Me H
14-5 |Me 1 Me H
14-6  |Me CF, Me H
14-7 |Me CHF, Me H
14-8 |Me CF,C1 Me H
14-9 |Me OMe Me H
14-10 [Me NO, Me H
14-11 [Me SO,Me Me H
14-12 |C1 Me Me H
14-13 |C1 F Me H
14-14 |C1 Cl Me H
14-15 |C1 Br Me H
14-16 |C1 1 Me H
14-17 |C1 CF, Me H
14-18 |C1 CHF, Me H
14-19 |C1 CF,C1 Me H
14-20 |C1 OMe Me H
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14-21 [c1 NO, Me H
14-22 [c1 SOMe  [Me H
14-23 [oMe Me Me H
14-24 [oMe F Me H
14-25 [0Me Cl Me H
14-26 [0Me Br Me H

[0370]
dme X Z R R |#EEEdE ('H NMR)
14-27 |0Me I Me H
14-28 |0Me CF, Me H
14-29 [oMe CHF, Me H
14-30 [0Me CF,C1 Me H
14-31 |0Me OMe Me H
14-32 |0Me NO, Me H
14-33 |0Me SOMe  [Me H
14-34 [SOMe Me Me H
14-35 [SOMe F Me H
14-36  [SO,Me Cl Me H
14-37 [SOMe Br Me H
14-38  [SOMe I Me H
14-39  [SOMe CF, Me H
14-40 [SOMe CHF, Me H
14-41 [SOMe CF,C1 Me H
14-42 [SOMe OMe Me H
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14-43 [SOMe NO, Me H
1444 |SOMe SoMe  |Me H
1445 |Me Ve Et H
1446 |Me F Et H
1447 |Me Cl Et H
1448 |Me Br Et H
1449 |Me i Et H
1450 |Me CF, Et H
1451 |Me CHF, Et H
1452 |Me CFCL Rt H
1453 |Me OMe Et H
1454 |Me NO, Et H
1455 |Me SoMe Bt H
1456 |C1 Ve Et H
1457 |c1 F Et H
1458 |C1 Cl Et H
1459 |c1 Br Et H

[0371]
gis X Z R R” (#EEEdE ('H NMR)
1460 |C1 i Et H
1461 |C1 CF, Et H
1462 |C1 CHF, Et H
1463 |C1 CFCL Rt H
1464 |C1 OMe Et H
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14-65 [C1 NO, Et
14-66 |C1 SOMe  [Et
14-67 |OMe Me Et
14-68 |0Me F Et
14-69 |OMe 1 Et
14-70 |0Me Br Et
14-71 |oMe I Et
14-72 |oMe CF, Et
14-73 |OMe CHF, Et
14-74 |oMe CF,Cl Bt
14-75 |0Me OMe Et
14-76 |0Me NO, Et
14-77 |0Me SOMe  [Et
14-78 [SOMe Me Et
14-79 [SOMe F Et
14-80 [SOMe 1 Et
14-81 [SOMe Br Et
14-82 [SOMe I Et
14-83 [SOMe CF, Et
14-84 [SOMe CHF, Et
14-85 [SOMe CFCl Bt
14-86 [SOMe OMe Et
14-87 [SOMe NO, Et
14-88 [SOMe SoMe  [Et
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[0372]

14-89  |Me Me CH,CH,0Me

14-90 [Me F CH,CH,0Me

14-91 |Me cl CH,CH,0Me

14-92  |Me Br CH,CH,0Me
i X Z R R’ P ('H NMR)
14-93  [Me I CH,CH,0Me H
14-94  |Me CF, CH,CH,0Me H
14-95  [Me CHF, CH,CH,0Me H
14-96  |Me CF,C1 CH,CH,0Me H
14-97  |Me OMe CH,CH,0Me H
14-98  |Me NO, CH,CH,0Me H
14-99  [Me SO,Me CH,CH,0Me H
14-100 [C1 Me CH,CH,0Me H
14-101 |C1 F CH,CH,0Me H
14-102 [c1 Cl CH,CH,0Me H
14-103 [C1 Br CH,CH,0Me H
14-104 |c1 I CH,CH,0Me H
14-105 |C1 CF, CH,CH,0Me H
14-106 [c1 CHF, CH,CH,0Me H
14-107 [c1 CF,C1 CH,CH,0Me H
14-108 [c1 OMe CH,CH,0Me H
14-109 [c1 NO, CH,CH,0Me H
14-110 [C1 SO,Me CH,CH,0Me H
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14-111  |OMe Me CH,CH,0Me H
14-112  |OMe F CH,CH,0Me H
14-113  |OMe cl CH,CH,0Me H
14-114 |OMe Br CH,CH,0Me H
14-115 |OMe I CH,CH,0Me H
14-116 |OMe CF, CH,CH,0Me H
14-117 |0Me CHF, CH,CH,0Me H
14-118 |OMe CF,C1 CH,CH,0Me H
14-119 |0Me OMe CH,CH,0Me H
14-120 |OMe NO, CH,CH,0Me H
14-121 |OMe SO,Me CH,CH,0Me H
14-122  [SOMe Me CH,CH,0Me H
14-123  [SOMe F CH,CH,0Me H
14-124  [SOMe cl CH,CH,0Me H
14-125 [SOMe Br CH,CH,0Me H

[0373]

i X Z R R’ P ('H NMR)
14-126  [SO,Me I CH,CH,0Me H
14-127 [SOMe CF, CH,CH,0Me H
14-128 [SOMe CHF, CH,CH,0Me H
14-129 [SOMe CF,C1 CH,CH,0Me H
14-130 [SOMe OMe CH,CH,0Me H
14-131 [SOMe NO, CH,CH,0Me H
14-132  [SOMe SO,Me CH,CH,0Me H
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14-133 |Me Me Me CN
14-134 |Me F Me CN
14-135 |Me Cl Me CN
14-136  |Me Br Me CN
14-137 |Me 1 Me CN
14-138 |Me CF, Me CN
14-139 |Me CHF, Me CN
14-140 |Me CF,Cl Me CN
14-141 |Me OMe Me CN
14-142 |Me NO, Me CN
14-143 |Me SO,Me Me CN
14-144 |C1 Me Me CN
14-145 |C1 F Me CN
14-146 |C1 Cl Me CN
14-147 |C1 Br Me CN
14-148 |C1 I Me CN
14-149 |C1 CF, Me CN
14-150 |C1 CHF, Me CN
14-151 |C1 CF,C1 Me CN
14-152 |C1 OMe Me CN
14-153 |C1 NO, Me CN
14-154 |C1 SO, Me Me CN
14-155 |OMe Me Me CN
14-156 |OMe F Me CN
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14-157 |OMe Cl Me CN
14-158 |OMe Br Me CN

[0374]
TR X Z R R’ VI EHE ('H NMR)
14-159 |OMe 1 Me CN
14-160 |OMe CF, Me CN
14-161 |OMe CHF, Me CN
14-162 |OMe CF,C1 Me CN
14-163 |OMe OMe Me CN
14-164 |OMe NO, Me CN
14-165 |OMe SO,Me Me CN
14-166 |SO.Me Me Me CN
14-167 |SO.Me F Me CN
14-168 |SOMe Cl Me CN
14-169 |SOMe Br Me CN
14-170 |SO.Me 1 Me CN
14-171 |SO.Me CF, Me CN
14-172 |SO.Me CHF, Me CN
14-173 |SO.Me CF,C1 Me CN
14-174 |SO.Me OMe Me CN
14-175 |SO.Me NO, Me CN
14-176 |SO.Me SO,Me Me CN
14-177 |Me Me Et CN
14-178 |Me F Et CN
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14-179 |Me Cl Et CN
14-180 |Me Br Et CN
14-181 |Me I Et CN
14-182 |Me CF, Et CN
14-183 |Me CHF, Et CN
14-184 |Me CF,C1 Et CN
14-185 |Me OMe Et CN
14-186 |Me NO, Et CN
14-187 |Me SO,Me Et CN
14-188 |C1 Me Et CN
14-189 |C1 F Et CN
14-190 |C1 Cl Et CN
14-191 |C1 Br Et CN

[0375]

TR X Z R R’ VI EHE ('H NMR)
14-192 |C1 1 Et CN
14-193 |C1 CF, Et CN
14-194 |C1 CHF, Et CN
14-195 |C1 CF,C1 Et CN
14-196 |C1 OMe Et CN
14-197 |C1 NO, Et CN
14-198 |C1 SO,Me Et CN
14-199 |OMe Me Et CN
14-200 |OMe F Et CN
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14-201 |OMe Cl Et CN
14-202 |OMe Br Et CN
14-203 |OMe I Et CN
14-204 |OMe CF, Et CN
14-205 |OMe CHF, Et CN
14-206 |OMe CF,C1 Et CN
14-207 |OMe OMe Et CN
14-208 |OMe NO, Et CN
14-209 |OMe SO,Me Et CN
14-210 |SO.Me Me Et CN
14-211 |SO.Me F Et CN
14-212  |SO.Me Cl Et CN
14-213 |SO.Me Br Et CN
14-214 |SOMe I Et CN
14-215 |SOMe CF, Et CN
14-216 |SO.Me CHF, Et CN
14-217 |SO.Me CF,C1 Et CN
14-218 |SO.Me OMe Et CN
14-219 |SO.Me NO, Et CN
14-220 |SO.Me SO,Me Et CN
14-221 |Me Me CH,CH,OMe CN
14-222  |Me F CH,CH,OMe CN
14-223 |Me Cl CH,CH,OMe CN
14-224 |Me Br CH,CH,OMe CN
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[0376]
Wy X Z R R’ P A4 ('H NMR)
14-225 |Me I CH,CH,0Me CN
14-226  [Me CF, CH,CH,0Me CN
14-227 |Me CHF, CH,CH,0Me CN
14-228 |Me CF,C1 CH,CH,0Me CN
14-229 |Me OMe CH,CH,0Me CN
14-230 |Me NO, CH,CH,0Me CN
14-231 |Me SOMe CH,CH,0Me CN
14-232 |C1 Me CH,CH,0Me CN
14-233 |C1 F CH,CH,0Me CN
14-234 |C1 C1 CH,CH,0Me CN
14-235 |C1 Br CH,CH,0Me CN
14-236 |C1 1 CH,CH,0Me CN
14-237 |C1 CF, CH,CH,0Me CN
14-238 |C1 CHF, CH,CH,0Me CN
14-239 |C1 CF,C1 CH,CH,0Me CN
14-240 |C1 OMe CH,CH,0Me CN
14-241 |C1 NO, CH,CH,0Me CN
14-242 |C1 SOMe CH,CH,0Me CN
14-243 |OMe Me CH,CH,0Me CN
14-244 |OMe F CH,CH,0Me CN
14-245 |OMe C1 CH,CH,0Me CN
14-246 |OMe Br CH,CH,0Me CN
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14-247 |OMe 1 CH,CH,0Me CN
14-248 |OMe CF, CH,CH,0Me CN
14-249  [OMe CHF, CH,CH,0Me CN
14-250 |OMe CF,C1 CH,CH,0Me CN
14-251 |OMe OMe CH,CH,0Me CN
14-252  |OMe NO, CH,CH,0Me CN
14-253  |OMe SOMe CH,CH,0Me CN
14-254  |SOMe Me CH,CH,0Me CN
14-255 |SOMe F CH,CH,0Me CN
14-256  |SOMe cl CH,CH,0Me CN
14-257 |SOMe Br CH,CH,0Me CN
[0377]
w5 X Z R R’ YA ('H NMR)
14-258 |SOMe I CH,CH,0Me CN
14-259  [SOMe CF, CH,CH,0Me CN
14-260 |SOMe CHF, CH,CH,0Me CN
14-261 |SOMe CF,C1 CH,CH,0Me CN
14-262  |SOMe OMe CH,CH,0Me CN
14-263  |SOMe NO, CH,CH,0Me CN
14-264 |SOMe SOMe CH,CH,0Me CN
[0378] & 15 : AKX () LAY, P Q K Q3, HROAFE, R””MW K ENE, H t
=0
[0379]
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[0380]
me X 7 R R [ EE CH NMR)
15-1 Me Me Me H
52 |Me F Me H
53 |Me Cl Me H
54 |Me Br Me H
155 |Me i Me H
156 |Me CF, Me H
157 |Me CHF, Me H
58 |Me CR,CI Me H
59 |Me OMe Me H
15-10 |Me NO, Me H
1511 |Me SoMe  |Me H
1512 |c1 Me Me H
1513 |c1 F Me H
1514 |1 Cl Me H
1515 |1 Br Me H
1516 |C1 T Me H
517 |c1 CF, Me H
[0381]
wme X Z R R’ P ('H NMR)
1518 |C1 CHF, Me H
1519 |c1 CR,CI Me H
1520 |1 OMe Me H
1521 [c1 NO, Me H
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CON 104125949 A OB B 181/221 T

1522 |c1 SO,Me Me H
1523 |oMe Me Me H
1524 |[OMe F Me H
1525 |OMe Cl Me H
1526 |OMe Br Me H
1527 |oMe I Me H
1528 |oMe CF, Me H
1529 |oMe CHF, Me H
15-30 |OMe CF,C1 Me H
1531 |oMe OMe Me H
1532 |oMe NO, Me H
15-33 [oMe SO,Me Me H
1534 [SOMe Me Me H
15-35 [SOMe F Me H
1536 [SOMe cl Me H
15-37 [SOMe Br Me H
15-38 [SOMe I Me H
15-39 [SOMe CF, Me H
15-40 [SOMe CHF, Me H
1541 [SOMe CF,C1 Me H
1542 [SOMe OMe Me H
1543 [SOMe NO, Me H
15-44 [SOMe SO,Me Me H
1545 |Me Me Et H
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CN 104125949 A W M P 182/221 TT
1546 Mo F Et H
1547 |Me Cl Et H
1548 |Me Br Et H
1549 |Me T Et H
1550 |Me CF, Et H

[0382]
dis X Z R R’ P A4 ("H NMR)
1551 |Me CHF, Et H
1552 |Me CR,CI Et H
1553 |Me OMe Et H
1554 |Me NO, Et H
1555 |Me SOMe Et H
1556 |1 Me Et H
1557 |c1 F Et H
1558 |1 Cl Et H
1559 |1 Br Et H
1560 |1 T Et H
1561 |C1 CF, Et H
1562 |C1 CHF, Et H
1563 |C1 CR,CI Et H
1564 |C1 OMe Et H
1565 |C1 NO, Et H
1566 |C1 SOMe Et H
1567 |OMe Me Et H
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CN 104125949 A i B P 183/221 BT

15-68 |OMe F Et

15-69 |OMe cl Et

15-70 [OMe Br Et

15-71 [OMe I Et

15-72 |OMe CF, Bt

15-73 |0Me CHF, Bt

15-74 |OMe CF,C1 Et

15-75 [OMe OMe Bt

15-76 [OMe NO, Et

15-77 |0Me SO,Me Et

15-78 [SOMe Me Et

15-79 [SOMe F Et

15-80 [SOMe Cl Et

15-81 [SOMe Br Et

15-82 [SOMe I Et

1583 [SOMe CF, Bt
[0383]
= Z R R’ YA dE ('H NMR)
15-84  [SOMe CHF, Et H
1585 [SOMe CF,C1 Et H
1586  [SOMe OMe Bt H
1587  [SOMe NO, Et H
15-88  [SOMe SO,Me Et H
1589  |Me Me CH,CH,0Me H
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1590 |Me F CH,CH,0Me
1591 |Me Cl CH,CH,0Me
1592 |Me Br CH,CH,OMe
1593 |Me I CH,CH,0Me
1594 |Me CF, CH,CH,0Me
1595 |Me CHF, CH,CH,0Me
1596  |Me CF,C1 CH,CH,0Me
1597  |Me OMe CH,CH,OMe
1598 |Me NO, CH,CH,OMe
1599 |Me SO,Me CH,CH,OMe
15-100 |C1 Me CH,CH,0Me
15-101 |C1 F CH,CH,OMe
15-102 |1 cl CH,CH,OMe
15-103 |1 Br CH,CH,OMe
15-104 [c1 I CH,CH,0Me
15-105 |1 CF, CH,CH,0Me
15-106 |C1 CHF, CH,CH,0Me
15-107 |C1 CF,C1 CH,CH,OMe
15-108 |C1 OMe CH,CH,0Me
15-109 |C1 NO, CH,CH,0Me
15-110 |C1 SO,Me CH,CH,0Me
15111 |OMe Me CH,CH,OMe
15112 [Me F CH,CH,0Me
15-113 [0Me cl CH,CH,OMe
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CN 104125949 A i B P 185/221 T
15-114 [OMe Br CH,CH,0Me H
15-115 [OMe I CH,CH,0Me H
15-116  [OMe CF, CH,CH,0Me H

[0384]

i X Z R R’ P ("H NMR)
15-117 [OMe CHF, CH,CH,0Me H
15-118 [OMe CF,C1 CH,CH,0Me H
15-119  [OMe OMe CH,CH,0Me H
15-120 [OMe NO, CH,CH,0Me H
15-121  [OMe SO,Me CH,CH,0Me H
15-122  [SOMe Me CH,CH,0Me H
15-123  [SOMe F CH,CH,0Me H
15-124  [SOMe Cl CH,CH,0Me H
15-125 [SOMe Br CH,CH,0Me H
15-126  [SOMe I CH,CH,0Me H
15-127 [SOMe CF, CH,CH,0Me H
15-128 [SOMe CHF, CH,CH,0Me H
15-129  [SOMe CF,C1 CH,CH,0Me H
15-130  [SOMe OMe CH,CH,0Me H
15-131  [SOMe NO, CH,CH,0Me H
15-132  [SOMe SO,Me CH,CH,0Me H
15-133  [Me Me Me CN
15-134 |Me F Me CN
15-135 [Me Cl Me CN

194



CN 104125949 A i B P 186/221 7T
15-136  [Me Br Me CN
15-137 [Me I Me CN
15-138  |Me CF, Me CN
15-139 |Me CHF, Me CN
15-140 |Me CF,C1 Me CN
15-141 |Me OMe Me CN
15-142 |Me NO, Me CN
15-143  [Me SO,Me Me CN
15-144 |[C1 Me Me CN
15-145 [C1 F Me CN
15-146 [C1 Cl Me CN
15-147 [C1 Br Me CN
15-148 [c1 I Me CN
15-149 [c1 CF, Me CN

[0385]

e X Z R R’ P EHE ('H NMR)
15-150 [C1 CHF, Me CN
15-151 [C1 CF,C1 Me CN
15-152 [C1 OMe Me CN
15-153 [C1 NO, Me CN
15-154 [C1 SO,Me Me CN
15-155 [OMe Me Me CN
15-156  [OMe F Me CN
15-157  [OMe Cl Me CN
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CN 104125949 A i B P 187/221
15-158 [OMe Br Me CN
15-159 |0Me i Me CN
15-160 |OMe CF, Me CN
15-161 |0Me CHF, Me CN
15-162 |0Me CF,C1 Me CN
15-163 |0Me OMe Me CN
15164 |0Me NO, Me CN
15165 |0Me SOMe Me CN
15166 [SOMe Me Me CN
15-167 [SOMe F Me CN
15-168 [SOMe cl Me CN
15-169 [SOMe Br Me CN
15-170 [SOMe I Me CN
15171 [SOMe CF, Me CN
15172 [SOMe CHF, Me CN
15-173  [SOMe CF,C1 Me CN
15174 [SOMe OMe Me CN
15175 [SOMe NO, Me CN
15176 [SOMe SOMe Me CN
15177 |Me Me Et CN
15178 |Me F Et CN
15179 |Me cl Et CN
15180 |Me Br Et CN
15181 |Me I Et CN
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15-182 |Me CF, Et CN
[0386]
4is X Z R R’ P3EEHE ('H NMR)
15-183  |Me CHF, Et CN
15-184 |Me CF,C1 Bt CN
15-185 |Me OMe Bt CN
15-186 |Me NO, Bt CN
15-187 |Me SO,Me Et CN
15-188 |cl Me Et CN
15-189 |c1 F Bt CN
15-190 |c1 Cl Et CN
15-191 [c1 Br Et CN
15-192 |c1 I Et CN
15-193 |c1 CF, Et CN
15-194 [c1 CHF, Et CN
15-195 [C1 CF,C1 Bt CN
15-196 |C1 OMe Bt CN
15-197 |c1 NO, Et CN
15-198 |cl SO,Me Et CN
15-199 [OMe Me Et CN
15-200 [OMe F Bt CN
15-201 |OMe Cl Et CN
15-202  |OMe Br Et CN
15-203 |OMe I Et CN
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15-204  [OMe CF, Et CN
15-205 [OMe CHF, Et CN
15-206  [OMe CF,C1 Et CN
15-207 [OMe OMe Et CN
15-208  [OMe NO, Et CN
15-209  [OMe SO,Me Et CN
15-210 [SOMe Me Et CN
15-211 [SOMe F Et CN
15-212  [SOMe Cl Et CN
15-213  [SOMe Br Et CN
15-214  [SOMe I Et CN
15-215 [SOMe CF, Et CN

[0387]
9T X Z R R’ Py A4 ("H NMR)
15-216  [SOMe CHF, Et CN
15-217 [SOMe CF,C1 Et CN
15-218 [SOMe OMe Et CN
15-219  [SOMe NO, Et CN
15-220  [SOMe SO,Me Et CN
15-221 |Me Me CH,CH,0Me CN
15-222  [Me F CH,CH,0Me CN
15-223  [Me Cl CH,CH,0Me CN
15-224  |Me Br CH,CH,0Me CN
15-225 [Me I CH,CH,0Me CN
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CN 104125949 A i B P 190/221 5T
15226 |Me CF, CH,CH,0Me CN
15227 |Me CHF, CH,CH,0Me CN
15228 |Me CF,C1 CH,CH,OMe CN
15229 |Me OMe CH,CH,0Me CN
15230 |Me NO, CH,CH,0Me CN
15231 |Me SO,Me CH,CH,0Me CN
15232 |C1 Me CH,CH,0Me CN
15233 |C1 F CH,CH,OMe CN
15234 |C1 cl CH,CH,OMe CN
15235 |C1 Br CH,CH,OMe CN
15236 |C1 I CH,CH,0Me CN
15237 |C1 CF, CH,CH,OMe CN
15238 |1 CHF, CH,CH,OMe CN
15239 |1 CF,C1 CH,CH,OMe CN
15240 [c1 OMe CH,CH,0Me CN
15241 |c1 NO, CH,CH,0Me CN
15242 |C1 SO,Me CH,CH,0Me CN
15243 |OMe Me CH,CH,OMe CN
15244 |OMe F CH,CH,OMe CN
15245 |OMe c1 CH,CH,0Me CN
15246 |OMe Br CH,CH,0Me CN
15247 |OMe I CH,CH,OMe CN
15248 |OMe CF, CH,CH,0Me CN

[0388]
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i X Z R R’ P EE ('H NMR)
15-249  [OMe CHF, CH,CH,0Me CN
15-250 [OMe CF,C1 CH,CH,0Me CN
15-251  [OMe OMe CH,CH,0Me CN
15-252  [OMe NO, CH,CH,0Me CN
15-253  [OMe SO,Me CH,CH,0Me CN
15-254  [SOMe Me CH,CH,0Me CN
15-255 [SOMe F CH,CH,0Me CN
15-256  [SOMe Cl CH,CH,0Me CN
15-257 [SOMe Br CH,CH,0Me CN
15-258  [SOMe I CH,CH,0Me CN
15-259  [SOMe CF, CH,CH,0Me CN
15-260  [SOMe CHF, CH,CH,0Me CN
15-261  [SOMe CF,C1 CH,CH,0Me CN
15-262  [SOMe OMe CH,CH,0Me CN
15-263  [SOMe NO, CH,CH,0Me CN
15-264 [SOMe SO,Me CH,CH,0Me CN

[0389] K 16 AR () WLED, A Q A o4, HR AFE, VMW EHNEA, H t
=0

[0390]
R
§=N
Y
R
z
[0391]
=[x 7 R R*  [¥FREHE ('H NMR)
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162 |Me F Me H
163 |Me Cl Me H
164 |Me Br Me H
165 |Me T Me H
166 |Me CF, Ve H
167 |Me CHE,  |Me H
168 |Me CFCL Ve H

[0392]

dis X Z R R’ P ('H NMR)
169 |Me OMe Me H
16-10 |Me NO, Me H
16-11 |Me SoMe  |Me H
16-12 |1 Me Me H
16-13 |c1 F Me H
16-14 |1 Cl Me H
16-15 |1 Br Me H
16-16 |1 T Me H
16-17_|c1 CF, Me H
16-18 |C1 CHF, Me H
16-19 |C1 CFCL . Me H
1620 |C1 OMe Me H
1621 |C1 NO, Me H
1622 |1 SoMe  |Me H
1623 |OMe Me Me H
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CN 104125949 A

193/221 71

[0393]

i PR
16-24 [OMe F Me H
16-25 [OMe Cl Me H
16-26  [OMe Br Me H
16-27 [OMe I Me H
16-28 [OMe CF, Me H
16-29 [OMe CHF, Me H
16-30 [OMe CF,C1 Me H
16-31 [OMe OMe Me H
16-32  [OMe NO, Me H
16-33  [OMe SO,Me Me H
16-34  [SOMe Me Me H
16-35 [SOMe F Me H
16-36  [SOMe Cl Me H
16-37  [SOMe Br Me H
16-38  [SOMe I Me H
16-39  [SOMe CF, Me H
16-40 [SOMe CHF, Me H
dis X Z R R’ P ('H NMR)
16-41 [SOMe CF,C1 Me H
16-42  [SOMe OMe Me H
16-43  [SOMe NO, Me H
16-44  [SOMe SO,Me Me H
16-45 [Me Me Et H
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16-46 [Me F Et H
16-47 [Me Cl Et H
16-48 [Me Br Et H
16-49 [Me I Et H
16-50 [Me CF, Et H
16-51 [Me CHF, Et H
16-52 [Me CF,Cl Et H
16-53 [Me OMe Et H
16-54 [Me NO, Et H
16-55 [Me SO,Me Et H
16-56 [C1 Me Et H
16-57 |[C1 F Et H
16-58 [C1 Cl Et H
16-59 |C1 Br Et H
16-60 |C1 I Et H
16-61 [C1 CF, Et H
16-62 |[C1 CHF, Et H
16-63 [C1 CF,Cl Et H
16-64 [C1 OMe Et H
16-65 [C1 NO, Et H
16-66 [C1 SO,Me Et H
16-67 [OMe Me Et H
16-68 [OMe F Et H
16-69 [OMe Cl Et H
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16-70 [OMe Br Et

16-71 [OMe I Et

16-72  [OMe CF, Et

[0394]

i X Z R R’ P ("H NMR)
16-73  [OMe CHF, Et H
16-74  [OMe CF,C1 Et H
16-75  [OMe OMe Et H
16-76  [OMe NO, Et H
16-77  [OMe SO,Me Et H
16-78  [SOMe Me Et H
16-79  [SOMe F Et H
16-80  [SOMe Cl Et H
16-81  [SOMe Br Et H
16-82  [SOMe I Et H
16-83  [SOMe CF, Et H
16-84  [SOMe CHF, Et H
16-85  [SOMe CF,C1 Et H
16-86  [SOMe OMe Et H
16-87  [SOMe NO, Et H
16-88  [SOMe SO,Me Et H
16-89  [Me Me CH,CH,0Me H
16-90  [Me F CH,CH,0Me H
16-91  [Me cl CH,CH,0Me H
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CN 104125949 A i B P 196/221 5T
16-92  |Me Br CH,CH,0Me H
16-93  |Me i CH,CH,0Me H
16-94 |Me CF, CH,CH,OMe H
16-95 |Me CHF, CH,CH,0Me H
16-96  |Me CF,C1 CH,CH,0Me H
1697 |Me OMe CH,CH,0Me H
16-98 |Me NO, CH,CH,0Me H
16-99 |Me SO,Me CH,CH,OMe H
16-100 |C1 Me CH,CH,OMe H
16-101 |C1 F CH,CH,OMe H
16-102 |C1 c1 CH,CH,0Me H
16-103 |C1 Br CH,CH,OMe H
16-104 |1 i CH,CH,OMe H

[0395]
me X 7 R R’ Py KR (CH NVR)
16-105 |C1 CF, CH,CH,0Me H
16-106 |C1 CHF, CH,CH,0Me H
16-107 |C1 CF,C1 CH,CH,0Me H
16-108 |C1 OMe CH,CH,0Me H
16-109 |C1 NO, CH,CH,OMe H
16-110 |C1 SOMe CH,CH,OMe H
16-111 |OMe Me CH,CH,OMe H
16-112 [0Me F CH,CH,OMe H
16-113 [OMe cl CH,CH,OMe H
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CN 104125949 A i B P 197/221 5T
16-114 [OMe Br CH,CH,0Me H
16-115 |OMe i CH,CH,0Me H
16-116 |OMe CF, CH,CH,OMe H
16-117 [OMe CHF, CH,CH,0Me H
16-118 |OMe CF,C1 CH,CH,0Me H
16-119 |OMe OMe CH,CH,0Me H
16-120 [0Me NO, CH,CH,0Me H
16-121 |OMe SO,Me CH,CH,OMe H
16-122 |SO,Me Me CH,CH,OMe H
16-123 |SO,Me F CH,CH,OMe H
16-124 |SO,Me c1 CH,CH,0Me H
16-125 |SO,Me Br CH,CH,OMe H
16-126 |SO,Me i CH,CH,OMe H
16-127 |SO,Me CF, CH,CH,OMe H
16-128 [SO,Me CHF, CH,CH,0Me H
16-129 |SO,Me CF,C1 CH,CH,0Me H
16-130 |SO,Me OMe CH,CH,0Me H
16-131 |SO,Me NO, CH,CH,OMe H
16-132 [SO,Me SO,Me CH,CH,0Me H
16-133 |Me Me Me CN
16-134 |Me F Me CN
16-135 |Me cl Me CN
16-136 |Me Br Me CN

[0396]
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i X Z R R’ P EE ('H NMR)
16-137 [Me I Me CN
16-138 [Me CF, Me CN
16-139  [Me CHF, Me CN
16-140 |Me CF,C1 Me CN
16-141 |Me OMe Me CN
16-142  [Me NO, Me CN
16-143  [Me SO,Me Me CN
16-144 [C1 Me Me CN
16-145 [C1 F Me CN
16-146 [C1 Cl Me CN
16-147 [C1 Br Me CN
16-148 [C1 I Me CN
16-149 [c1 CF, Me CN
16-150 [C1 CHF, Me CN
16-151 [C1 CF,C1 Me CN
16-152 |[c1 OMe Me CN
16-153 [C1 NO, Me CN
16-154 [C1 SO,Me Me CN
16-155 [OMe Me Me CN
16-156  [OMe F Me CN
16-157 [OMe Cl Me CN
16-158 [OMe Br Me CN
16-159  [OMe I Me CN
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16-160 [OMe CF, Me CN
16-161 [OMe CHF, Me CN
16-162  [OMe CF,C1 Me CN
16-163  [OMe OMe Me CN
16-164 [OMe NO, Me CN
16-165 [OMe S0,Me Me CN
16-166  [SOMe Me Me CN
16-167 [SOMe F Me CN
16-168 [SOMe Cl Me CN

[0397]

i X Z R R’ PR ('H NMR)
16-169  [SOMe Br Me CN
16-170  [SOMe I Me CN
16-171  [SOMe CF, Me CN
16-172  [SOMe CHF, Me CN
16-173  [SOMe CF,C1 Me CN
16-174 [SOMe OMe Me CN
16-175 [SOMe NO, Me CN
16-176  [SOMe SO,Me Me CN
16-177 |Me Me Et CN
16-178 [Me F Et CN
16-179 [Me Cl Et CN
16-180 [Me Br Et CN
16-181 [Me I Et CN
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16-182  [Me CF, Et CN
16-183  [Me CHF, Et CN
16-184 |Me CF,C1 Et CN
16-185 [Me OMe Et CN
16-186 |Me NO, Et CN
16-187 |Me S0,Me Et CN
16-188 |[C1 Me Et CN
16-189 [C1 F Et CN
16-190 [C1 Cl Et CN
16-191 [C1 Br Et CN
16-192 [C1 I Et CN
16-193 [C1 CF, Et CN
16-194 [c1 CHF, Et CN
16-195 [c1 CF,C1 Et CN
16-196 [C1 OMe Et CN
16-197 [c1 NO, Et CN
16-198 [C1 SO,Me Et CN
16-199 [OMe Me Et CN
16-200 [OMe F Et CN

[0398]

i X Z R R’ P ('H NMR)
16-201 [OMe Cl Et CN
16-202  [OMe Br Et CN
16-203  [OMe I Et CN
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16-204 [OMe CF, Et CN
16-205 [OMe CHF, Et CN
16-206 |OMe CF,C1 Et CN
16-207 [OMe OMe Et CN
16-208 |OMe NO, Et CN
16209 |OMe SOMe Et CN
16210 |SO,Me Me Et CN
16211 |SOMe F Et CN
16212 |SO,Me c1 Et CN
16213 [SO,Me Br Et CN
16-214 |SO,Me I Et CN
16-215 |SO,Me CF, Et CN
16-216 |SO,Me CHF, Et CN
16-217 |SO,Me CF,C1 Et CN
16-218 [SO,Me OMe Et CN
16219 |SO,Me NO, Et CN
16-220 |SO,Me SO,Me Et CN
16221 |Me Me CH,CH,OMe CN
16222 |Me F CH,CH,OMe CN
16223 |Me c1 CH,CH,0Me CN
16224 |Me Br CH,CH,0Me CN
16225 |Me I CH,CH,OMe CN
16-226 |Me CF, CH,CH,0Me CN
16-227 |Me CHF, CH,CH,0Me CN
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16-228 [Me CF,C1 CH,CH,0Me CN
16-229  [Me OMe CH,CH,0Me CN
16-230 [Me NO, CH,CH,0Me CN
16-231 [Me S0,Me CH,CH,0Me CN
16-232 [c1 Me CH,CH,0Me CN

[0399]

i s X Z R R’ P ('H NMR)
16-233 [C1 F CH,CH,0Me CN
16-234 [C1 Cl CH,CH,0Me CN
16-235 |[C1 Br CH,CH,0Me CN
16-236 [C1 I CH,CH,0Me CN
16-237 [c1 CF, CH,CH,0Me CN
16-238 [c1 CHF, CH,CH,0Me CN
16-239 [c1 CF,C1 CH,CH,0Me CN
16-240 [c1 OMe CH,CH,0Me CN
16-241 [c1 NO, CH,CH,0Me CN
16-242 |[c1 SO,Me CH,CH,0Me CN
16-243  [OMe Me CH,CH,0Me CN
16-244 [OMe F CH,CH,0Me CN
16-245 [OMe Cl CH,CH,0Me CN
16-246 [OMe Br CH,CH,0Me CN
16-247 [OMe I CH,CH,0Me CN
16-248  [OMe CF, CH,CH,0Me CN
16-249  [OMe CHF, CH,CH,0Me CN
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16-250 |OMe CF,C1 CH,CH,0Me CN
16-251 |OMe OMe CH,CH,0Me CN
16-252  [OMe NO, CH,CH,0Me CN
16-253 |OMe SO Me CH,CH,0Me CN
16-254  [SOMe Me CH,CH,0Me CN
16-255  [SOMe F CH,CH,0Me CN
16-256  [SOMe cl CH,CH,0Me CN
16-257 [SOMe Br CH,CH,0Me CN
16-258 [SOMe I CH,CH,0Me CN
16-259  [SOMe CF, CH,CH,0Me CN
16-260  [SOMe CHF, CH,CH,0Me CN
16-261 [SOMe CF,C1 CH,CH,0Me CN
16-262  [SOMe OMe CH,CH,0Me CN
16-263  [SOMe NO, CH,CH,0Me CN
16-264 [SOMe SO,Me CH,CH,0Me CN
[0400] & 17 AR HIE (D) ALEWah L b Q o QL LRG3, WA, Hot =
0
[0401]
o ,
N NXR
N
i
H,C
[0402]
A Z R R [P EdE (H NMR)
17-1  [Me Me Me H
17-2  |Me Cl Me H
17-3  |Me CF, Me H
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174 Me CHF,  |Me H
175 |c1 Me Me H
176 |c1 Cl Me H
77 |c1 CF, Me H
178 |c1 CHF,  |Me H
179 |Me  |Me Me H
17-10 |oMe |c1 Me H
1711 |Me  |CF, Me H
17-12 |Me  [CHF,  |Ve H
17-13 |SOMe  |Me Me H
17-14_[SoMe  |c1 Me H
17-15 _|SOMe  |CF, Me H
17-16 |SOMe  |CHF,  |Me H
17-17 [Me Me Et H
17-18 |Me Cl Et H
17-19 |Me CF, Et H
1720 |Me CHF,  |Et H
1721 |c1 Me Et H
1722 |c1 Cl Et H
1723 |c1 CF, Et H
1724 |c1 CHF, |kt H
1725 |0Me  |Me Et H

[0403]
gis X Z R R |[#3EEHE ('H NMR)
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17-26 [OMe cl Et H
17-27 |Me CF, Et H
17-28 |OMe CHF, Et H
17-29 [SOMe  |Me Et H
17-30 [SoMe |C1 Et H
17-31 [SOMe  |CF, Et H
17-32 [SOMe  [CHF, Et H
17-33 |Me Me CH,CH,0Me  |H
17-34 |Me 1 CH,CH,0Me  |H
17-35 |Me CF, CH,CH,0Me  |H
17-36  |Me CHF, CH,CH,0Me  |H
17-37 |c1 Me CH,CH,0Me  |H
17-38 [c1 cl CH,CH,0Me  |H
17-39 [c1 CF, CH,CH,0Me  |H
17-40 |c1 CHF, CH,CH,0Me  |H
17-41 |0Me Me CH,CH,0Me  |H
17-42 |oMe cl CH,CH,0Me  [H
17-43 |0Me CF, CH,CH,0Me  |H
17-44  |0Me CHF, CH,CH,0Me  |H
17-45 [SOMe  |Me CH,CH,0Me  |H
17-46 [SOMe [C1 CH,CH,0Me |
17-47 [SOMe  |CF, CH,CH,0Me  |H
17-48 [SOMe  |CHF, CH,CH,0Me  |H
17-49 |Me Me Me CN
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17-50 |Me cl Me CN
1751 |Me CF, Me CN
1752 |Me CHF, Me CN
17-53 |c1 Me Me CN
17-54 |c1 cl Me CN
17-55 |c1 CF, Me CN
17-56 |c1 CHF, Me CN
17-57 |OMe Me Me CN
17-58 |OMe 1 Me CN

[0404]

Hw X Z R R’ YIEREE ('H NMR)
17-59 |OMe CF, Me CN
17-60 |OMe CHF, Me CN
1761 [SOMe  |Me Me CN
17-62 [SOMe [C1 Me CN
1763 [SOMe |CF, Me CN
17-64 [SOMe |CHF, Me CN
1765 |Me Me Et CN
1766 |Me c1 Et CN
1767 |Me CF, Et CN
1768 |Me CHF, Et CN
1769 [c1 Me Et CN
17-70 |c1 cl Et CN
17-71 |c1 CF, Et CN
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17-72 [c1 CHF, Et CN
17-73 |0Me Me Et CN
17-74 |0Me Cl Et CN
17-75 |0Me CF, Et CN
17-76  |OMe CHF, Et CN
17-77 [SOMe  |Me Et CN
17-78 [SoMe |C1 Et CN
17-79 [SOMe  |CF, Et CN
17-80 [SOMe |CHF, Et CN
17-81 |Me Me CH,CH,0Me  |CN
17-82 |Me c1 CH,CH,0Me  |CN
17-83 |Me CF, CH,CH,0Me  |CN
17-84 |Me CHF, CH,CH,0Me  |CN
17-85 |C1 Me CH,CH,0Me  |CN
17-86 |C1 cl CH,CH,0Me  |CN
17-87 |c1 CF, CH,CH,0Me  |CN
17-88 |c1 CHF, CH,CH,0Me  |CN
17-89 |OMe Me CH,CH,0Me  |CN
17-90 |0Me c1 CH,CH,0Me  |CN
17-91 |oMe CF, CH,CH,0Me  |CN

[0405]

T X Z R R’ YR s ('H NMR)
17-92 |oMe CHF, CH,CH,0Me  |CN
17-93 [SOMe  |Me CH,CH,0Me  |CN
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17-94 [soMe |C1 CH,CH,0Me  |CN
17-95 [SOMe  |CF, CH,CH,0Me  |CN
17-96 [SOMe  |CHF, CH,CH,0Me  |CN

[0406] & 18 AR I (1) ALY, Hd Q 4 03, H R %GR MW % A4 Ht =

;G""{‘{ X -
N e
Yo “‘TS\; "
Ci é [ . ,

0
[0407]

[0408]

me X 7 R R |¥EEdE ('H NVR)
18-1 Me Me Me H
18-2 Me F Me H
18-3 Me C1 Me H
18-4 Me Br Me H
18-5 Me I Me H
18-6 Me CF, Me H
18-7 Me CHF, Me H
18-8 Me CF,C1 Me H
18-9 Me OMe Me H
18-10 |Me NO, Me H
18-11 |Me SO Me Me H
18-12 |C1 Me Me H
18-13 |C1 F Me H
18-14 |C1 C1 Me H
18-15 |C1 Br Me H
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1816 |C1 i Me H
1817 |c1 CF, Me H
1818 |c1 CHF,  |Me H
1819 |c1 CFCL |Me H
1820 |c1 Me  |Me H

[0409]
dis X Z R R [#EEEHE ('H NMR)
1821 |c1 NO, Me H
1822 |c1 SoMe  |Me H
1823 |[Me  |Me Me H
1824 |OMe F Me H
1825 |oMe [C1 Me H
1826 |OMe Br Me H
1827 |OVMe i Me H
1828 |Me R, Me H
1829 |Me  [CHF,  |Ve H
1830 |Me  [CR,CL Ve H
1831 |OMe Me  |Me H
1832 |0Me  |NO, Me H
1833 |OMe SOMe  |Me H
1834 [SOMe  |Me Me H
1835 |SOMe  |F Me H
1836 [SOMe  |C1 Me H
1837 |SOMe  |Br Me H
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18-38 [sOMe I Me H
18-39 [sO,Me  [CF, Me H
18-40 [SOMe  [CHF, Me H
18-41 [SOMe  [CR,CL  [Me H
18-42 [SOMe  [oMe Me H
18-43 [so,Me  |NO, Me H
18-44 [SOMe  [SOMe  [Me H
18-45 |Me Me Bt H
18-46 |Me F Bt H
18-47 |Me Cl Et H
18-48 |Me Br Et H
18-49 |Me I Et H
18-50 |Me CF, Et H
18-51 |Me CHF, Et H
18-52 |Me CF,C1 Bt H
1853 |Me OMe Bt H

[0410]
= Z R R |EEELE ('H NMR)
18-54 |Me NO, Et H
1855 |Me SOMe  [Et H
18-56 [C1 Me Et H
1857 [c1 F Et H
18-58 [c1 Cl Et H
18-59 [c1 Br Et H
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1860 |c1 T Et H
1861 |C1 CF, Et H
1862 |C1 CHF, |kt H
1863 |C1 CFCL Bt H
1864 |C1 Me  |be i
1865 |c1 NO, Et i
1866 |c1 SoMe  |Et i
1867 |oMe  |Me Et i
1868 |oMe  |F Ft i
1869 |oMe  |c1 Et i
1870 |oMe  |Br Et i
1871 |0Me T Ft f
1872 |oMe  |CF, Ft H
1873 |oMe  [cHF,  [Et H
1874 |oMe  [cFCl Bt f
1875 |oMe  |oMe Bt i
1876 |oMe  |NO, Et i
1877 |oMe  [SOMe  |Et i
1878 [SOMe  |Me Et i
1879 |SoMe |F Et i
1880 [SOMe [c1 Et i
1881 [SOMe  [Br Et i
1882 [SOMe [T Ft H
1883 [SOMe  |CF, Et H
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18-84 [SOMe  [CHF, Et H
18-85 [SoMe [cF,C1  [Et H
18-86 [SOMe  [OMe Et H

[0411]

e X Z R R’ PR L ('H NMR)
18-87  [SO,Me NO, Et H
18-88  [SO,Me SO,Me Et H
18-89  [Me Me CH,CH,0Me H
18-90  [Me F CH,CH,0Me H
18-91  [Me Cl CH,CH,0Me H
18-92  [Me Br CH,CH,0Me H
18-93  |Me I CH,CH,0Me H
18-94  [Me CF, CH,CH,0Me H
18-95  |Me CHF, CH,CH,0Me H
18-96  [Me CF,C1 CH,CH,0Me H
18-97  |Me OMe CH,CH,0Me H
18-98  |Me NO, CH,CH,0Me H
18-99  [Me SO,Me CH,CH,0Me H
18-100 |C1 Me CH,CH,0Me H
18-101 [c1 F CH,CH,0Me H
18-102 [c1 Cl CH,CH,0Me H
18-103 [C1 Br CH,CH,0Me H
18-104 |C1 I CH,CH,0Me H
18-105 |C1 CF, CH,CH,0Me H
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18-106 |C1 CHF, CH,CH,0Me H
18-107 |C1 CF,C1 CH,CH,0Me H
18-108 [C1 OMe CH,CH,0Me H
18-109 [C1 NO, CH,CH,0Me H
18-110 |C1 SO,Me CH,CH,0Me H
18-111 |OMe Me CH,CH,0Me H
18-112 |0Me F CH,CH,0Me H
18-113 |OMe Cl CH,CH,0Me H
18-114 |OMe Br CH,CH,0Me H
18-115 |OMe I CH,CH,0Me H
18-116 |OMe CF, CH,CH,0Me H
18-117 |OMe CHF, CH,CH,0Me H
18-118 |OMe CF,C1 CH,CH,0Me H
18-119 |0Me OMe CH,CH,0Me H

[0412]

e X Z R R’ PR %HE ('H NMR)
18-120 |OMe NO, CH,CH,0Me H
18-121 |OMe SO,Me CH,CH,0Me H
18-122  [SO,Me Me CH,CH,0Me H
18-123  [SO,Me F CH,CH,0Me H
18-124 [SOMe Cl CH,CH,0Me H
18-125 [SO,Me Br CH,CH,0Me H
18-126  [SO,Me I CH,CH,0Me H
18-127 [SO,Me CF, CH,CH,0Me H
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18-128 [SOMe CHF, CH,CH,OMe H
18-129 [SOMe CF,C1 CH,CH,OMe H
18-130 [SOMe OMe CH,CH,0Me H
18-131 [SOMe NO, CH,CH,0Me H
18-132 [SOMe SO,Me CH,CH,0Me H
18-133 |Me Me Me CN
18-134 |Me F Me CN
18-135 |Me c1 Me CN
18-136 |Me Br Me CN
18-137 |Me I Me CN
18-138 |Me CF, Me CN
18-139 |Me CHF, Me CN
18-140 |Me CF,C1 Me CN
18-141 |Me OMe Me CN
18-142 |Me NO, Me CN
18-143 |Me SO,Me Me CN
18-144 |c1 Me Me CN
18-145 |c1 F Me CN
18-146 |c1 c1 Me CN
18-147 |c1 Br Me CN
18-148 |c1 I Me CN
18-149 [c1 CF, Me CN
18-150 |c1 CHF, Me CN
18-151 |c1 CF,C1 Me CN
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[0413]

W BA
18-152 [c1 OMe Me CN
i X 7 R R’ YIFEEHE ('H NMR)
18-153 [c1 NO, Me CN
18-154 [c1 SO,Me Me CN
18-155 |OMe Me Me CN
18-156 |OMe F Me CN
18-157 [OMe Cl Me CN
18-158 [OMe Br Me CN
18-159 [OMe I Me CN
18-160 [OMe CF, Me CN
18-161 [OMe CHF, Me CN
18-162  [oMe CF,C1 Me CN
18-163 |0Me OMe Me CN
18-164 [OMe NO, Me CN
18-165 |OMe SO,Me Me CN
18-166 [SO,Me Me Me CN
18-167 [SO,Me F Me CN
18-168 [SO,Me Cl Me CN
18-169 [SO,Me Br Me CN
18-170 [SO,Me I Me CN
18-171 [SO,Me CF, Me CN
18-172  [SO,Me CHF, Me CN
18-173  [SO,Me CF,C1 Me CN
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[0414]

i PR
18-174 [SOMe OMe Me CN
18-175 [SOMe NO, Me CN
18-176  [SO,Me SO,Me Me CN
18-177 |Me Me Et CN
18-178 |Me F Et CN
18-179 |Me Cl Et CN
18-180 |Me Br Et CN
18-181 |Me I Et CN
18-182 |Me CF, Et CN
18-183  [Me CHF, Et CN
18-184 |Me CF,C1 Et CN
18-185 |Me OMe Et CN
] X Z R R’ Py AR ('H NMR)
18-186  |Me NO, Et CN
18-187 |Me SO,Me Et CN
18-188 [C1 Me Et CN
18-189 [C1 F Et CN
18-190 [C1 Cl Et CN
18-191 [c1 Br Et CN
18-192 [c1 I Et CN
18-193 |c1 CF, Et CN
18-194 |C1 CHF, Et CN
18-195 |[C1 CF,C1 Et CN
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18-196 |C1 OMe Et CN
18-197 |C1 NO, Et CN
18-198 |C1 SO,Me Et CN
18-199 |OMe Me Et CN
18-200 |OMe F Et CN
18-201 |OMe Cl Et CN
18-202 |OMe Br Et CN
18-203 |OMe 1 Et CN
18-204 |OMe CF, Et CN
18-205 |OMe CHF, Et CN
18-206 |OMe CF,C1 Et CN
18-207 |OMe OMe Et CN
18-208 |OMe NO, Et CN
18-209 |OMe SO,Me Et CN
18-210 |SOMe Me Et CN
18-211 |SO.Me F Et CN
18-212 |SO.Me Cl Et CN
18-213 |SO.Me Br Et CN
18-214 |SO.Me 1 Et CN
18-215 |SO.Me CF, Et CN
18-216 |SO.Me CHF, Et CN
18-217 |SO.Me CF,C1 Et CN
18-218 |SO.Me OMe Et CN

[0415]
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TR X Z R R’ YIERELHE ('H NMR)
18219 [SOMe NO, Et CN
18220 [SOMe SO,Me Et CN
18221 |Me Me CH,CH,0Me CN
18222 |Me F CH,CH,0Me CN
18223 |Me c1 CH,CH,0Me CN
18224 |Me Br CH,CH,0Me CN
18225 |Me I CH,CH,OMe CN
18226 |Me CF, CH,CH,OMe CN
18227 |Me CHF, CH,CH,OMe CN
18228 |Me CF,C1 CH,CH,OMe CN
18229 |Me OMe CH,CH,OMe CN
18230 |Me NO, CH,CH,0Me CN
18231 |Me SO,Me CH,CH,OMe CN
18-232 |c1 Me CH,CH,0Me CN
18233 |1 F CH,CH,0Me CN
18234 |c1 c1 CH,CH,0Me CN
18235 |c1 Br CH,CH,0Me CN
18236 |c1 I CH,CH,0Me CN
18237 |c1 CF, CH,CH,0Me CN
18238 |c1 CHF, CH,CH,0Me CN
18239 |c1 CF,C1 CH,CH,OMe CN
18240 |c1 OMe CH,CH,OMe CN
18241 |c1 NO, CH,CH,OMe CN
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18-242 |c1 SO,Me CH,CH,OMe CN
18-243  |0Me Me CH,CH,OMe CN
18244 |OMe F CH,CH,0Me CN
18-245 |OMe Cl CH,CH,0Me CN
18246 |OMe Br CH,CH,0Me CN
18247 |OMe I CH,CH,0Me CN
18248 |0Me CF, CH,CH,0Me CN
18249 |0Me CHF, CH,CH,OMe CN
18250 |OMe CF,C1 CH,CH,OMe CN
18251 |OMe OMe CH,CH,OMe CN

[0416]

T X Z R R’ YIEEELHE ('H NMR)
18-252 |OMe NO, CH,CH,OMe CN
18-253 |OMe SO,Me CH,CH,OMe CN
18-254 [SOMe Me CH,CH,OMe CN
18255 |SOMe F CH,CH,0Me CN
18256 |SOMe c1 CH,CH,0Me CN
18257 [SOMe Br CH,CH,0Me CN
18-258 [SOMe I CH,CH,OMe CN
18259 [SOMe CF, CH,CH,0Me CN
18260 [SOMe CHF, CH,CH,0Me CN
18261 [SOMe CF,C1 CH,CH,0Me CN
18-262  [SOMe OMe CH,CH,OMe CN
18-263 [SOMe NO, CH,CH,OMe CN
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18-264 [SOMe SO,Me CH,CH,OMe CN

[0417]  B. 305K e 51

[0418] &) ML 4N NI VESATR A A 10 EEG A (1) EWA / s 90 B E
AT PE R AT AT IR A R AR R A LR R S

[0419]  b) LU N 75153845 5 T3 BUT /K TR B TR ok 7)< 26 EEA X (D (&)
A/ B ILER (64 B E B MEY SR e B A D 10 TR AR T SRR A, A 1 R
A7 FRATE A A R A0 4 B PR et B P e A T R VR 4, JF AR A e X B L rh T B P ik VR
.

[0420]  ¢) it m?ﬁ%%%%?“%?ﬁm“%ﬂﬁﬂ4¢%E5ﬁﬁ(meA%
M/ BHER Y 6 R ML E L R (®Triton X 207 ) .3 mE4 5+ = fe e

TFERE (8 EO) MTL EEA AR (WERE ANy 255 A T 277°C ) A ﬂ‘—ftﬁ%
BLP BB Tk VR &) 2 4 AR T 5 BeK

[0421]  d) FLyhH 156 EEMH (D KGN/ 8375 B8 6 E A 3R SRR
10 & 24 A FULFI L8 S5 T- 258y i 3k A5 .

[0422] &) JEIT U T 7 HERATIK 73 Bt RORE )

[0423] HLLU TR S

[0424] 75 E&mApy () LAY/ sidik,

[0425] 10 FE A A =T IREY

[0426] 5 FE B4y SRR,

[0427] 3 EEAN IR LMAHE, F

[0428] 7 E &M m=l& 1,

[0420]  HVR -G WAE S i X BB WL A B2 S A 0 A DR P T e 3 4 AR A 8 P 7K T A K
ARt o

[0430] ) ﬁﬁﬁﬂ?ﬁ?ﬁﬁt%%ﬁﬁﬁ‘fﬁﬁ*ﬁ%ﬂ :

[0431] 4 LR 007 B B ML AP S04 N Tk A

[0432] 25 i (D) Mk&WA / sidig,

[0433] 5 EEAA 2,2 - “ZEEF L -6, 6 — ARG,

[0434] 2 FE &4y e 2E AR 24T TR AN,

[0435] 1| BN LIGHE,

[0436] 17 FE AN IRERES, I

[0437] 50 EEHIK,

[0438]  Bifi J5 7R A BE ML A A B BT IR VR 5 4 » FEAE W6 55 105 v i i b s 25 AL R TR 1S &
T o

[0439]  C. A=4pscjitifs)

[0440] 1. HKHiA FHHED B ATER AR H

[0441] 4 B i OB 1~ 2R Al A RV E DA A R M 8 T o D 388 - IR R B 41 4 731
o R IR AR . AR IS L O PR R 1) (WP) siFLi (EC) BIE, ARG A
KB R B LV ) B 2t 22 78 o5 3R SR, K FH 2208 600 22 8001 /ha ( £ 5) H.

229



CON 104125949 A OB B 9221/221 7T

WINT 0. 2% [ENESR . AEACTR S, o B TR = IF BARFRAEXT T R AR T S R
WFEIAERKAAE N A8 3 R G, il 5 AR AL R B EL A, B PR R4 1)
PUFEREA (BREETET 2 (%) 100 % 35 Pk =AM AT, 0 % 1% Tk = S5 0 RO A B .
UEAE, 4 &4 5 1-028.1-138 Ml 1-270 % A ££ 320g/ha ] Jili I &~ X T4 AR (Abutilon
theophrasti) . i@ (Amaranthus) . A% % (retroflexus) /KPHHL (Cyperus serotinus) .
! BL (echinochloaCrus—galli). ¥ H % (Matricaria inodora). 4] &2 &. (Setaria
viridis) JEZE (Stellaria media) (P H7 #8490 (Veronica persica) 1=t (Viola
tricolor) EAAF /D 80% MG,

[0442] 2. HUA FAED I H B 5 BREAE

[0443] 4 BRI BN M2 R E R P+ B T A v U R T 4R, H
TIEBEHHE RS, £ RIFAERKSME TR, ERMMWEI =G, A EKE K
MRAFE AT AT . B AR BAL S BCHI A PR ) (WP) BRFLIH (EC) , LUK BIF I Bk
FLUBLITI T 255 22 S (R 307, 7Kl FH 2208 600 22 8001 /ha ( 2 #de ) HRNN 1 0.2%
PR I AEDERS P TREREKAM T HCES 3 B )G, @it 5 R AP XTI
A, BP0 EE (BRI G 0 (%) 100 % 3Gt =T 0 % 3G =
XAl ) . WAL, thE WS 1-028.1-138 Fll 1-270 % H #F 80g/ha [¥]Jiti H &= T
% i R (Abutilon theophrasti) . # ¥ (echinochloaCrus—galli). ik H % (Matricaria
inodora) JH ¥ (Setaria viridis) %2k (Stellaria media) PilH 2L (Veronica
persica) HA 20 80% Irid
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