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PR B Y IP Rt I St B 2K FR B B 1T A W AR I Bt B 2K
BREATESD

[0001] A BH S K i AR GUSCARR BL), HARPE e TR PR e A R EY i fE
2R B AR AR E (weed grass) [RIBR B B H A .
[0002] WO 03/014071 ALFIWO 2011/012247 AUAFF T A B BLGE M1 25 B BEER O,
HAE IR IR 307 A e S AR L e 2k I ek ik R0 e At I L o EL AT B BT PR AE SR R
(K9 307 b s A e B A i | o ik IV i 9 6 B e i i I R 1) A P R ML I L S0 T WO 2008/
125214 ALFIWO 2009/149806 A2.US 2011/0144345 A1FIWO 2004/052849 Al%EHAF T
FEZRFEINI 307 b7 A AR S 0 % B B AT AR 0 AR 1T, I 6 HH R TR B AL &4
(K9 Ba EyE PR B/ R E A R R AR AR A1
[0003] A& WK B 5220t SEUE AR T A R4k & WA b B A B i BRI 0 B B30
aEw.
[0004] BRI, 7EZRFEINI 347 7 A AR L B (sul finimidoy ) Flfi BV 2 Bt
F(sulfonimidoy 1) {25 B B FE AT A RS S A AR AR B
[00051 [, A W BRI 7 20 (1) 100 IV Tk 5 0 0 36 2 9 9 2 oy A 4 ek I 4 2
H RN AR e Lk
Q)
|\
_S=N
A

R
z

8} X

Rl

[0007]  Hirp, {75 FbR 5| EAGLL T & X
[0008] QAA:F101.02.Q3.048%Q5,

Qi Q2 Q3 o4 Q5
[0010]  RUAFIL ROS.RT(RO)N,
[0011]  R*.R°.RPMIRES: [ 4l b b 7t A B (C1—Ca) e 3
[0012]  RY.R°%% A 4 bt 7 b R S BR (Ci—Ca) —Je 3 B 5 HOE 2 A B R 1 T e
[0013]  RMAAL. (Ci—Ce) M Al I . (C1—Ca) —Ke I~ (C1—Co) —HE L HABEIL  FRAATE L | 7%
Rt —2-Fif 5 (thiopheny1-2-sulfonyl) 2K FF R 3L L 28 PR3- (C1—Ce) —ha dk L 3, Horp
I BB 5 L AT DR 1 2K (Cr—Ca) —He R R (C1—Ca )~ S8 2k HA B B 22 AR,
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[0014] RN (Ci—Ca)—kEdk,

[0015]  R*NEL.(Ci—Ca)—Hidk . (Ca-Cr)-FFf i,

[0016]  AFIY 4% [ B a7 A5 S(0) 0 N(R®) VHRFEBR (C1—Ca) —E 52 3 , T3 (C1=Ca) -3 fi Fk
A MR BB, HAE 28 S(0)n N(R) FIHRFEE K n A 70 2 0] B

[0017]  XOMASAEL . 2= B UIE 85U AL (thiocyanato)  (C1—Cs) —kEdaE « i A8 —(C1—Cs ) — e ik
(Co=Ce)— M A « 1% A~ (Co—Co) —Mii JE . (Co—Co) —He I L i X~ (Ca—Co) —HRe I L (C3—Co) —FRbE L X
fR=(C3—Ce) —FR ek | (C3—Co) —FF M 3 . i A~ (Ca—Co ) — IR M 4 « (C3—Ce )~ PR 52 F—(C1—Ce ) 5%
F AR (Ca—Co)—FRbrdE—(C1—Co)— e dik | (C3—Co)— IR J— (C1—Co ) — e 2  pq 18— (C3—Cs)—FF
$75F—(C1—Ce) 4L \R*(0) C.R*(R'ON=)C.R'0(0)C. (R")2N(0)C.R*(R'OIN(0)C. (R*)2N(R')N
(0)C.R*(0)C(R"IN(0)C.R*0(0)C(RMIN(C0)C. (R)2N(0)C(RMN(0)C.R*(0)2S(RMIN(0)C.R'O
(0)2S(RYHN(0)C (RM)2N(0)2S(RYHN(0)C.R'O.R (0)CO.R*(0)2S0.R*0(0)CO. (R*)2N(0)CO.
(RY)2N.R(0)C(RM)NR?(0)2S(RM)NLR0(0) C(RMN, (RM)aN(0)C(RMNLR'0(0)2S(RVN, (RN
(0)2S(RM)N.R*(0)nSR'0(0)2S. (R')aN(0)2S R (0)C(R')IN(0)2SR*0(0)C(R')IN(0)2S (R')2N
(0)C(R'IN(0)2S+ (R°0)2(0)PR'(0)C-(C1-Cs)—%e 3 R'0(0) C—(C1-Cs) i FE . (R")aN(0) C-
(C1—=Cs) e 3E . (R'0) (RMN(0)C—(C1—Cs)—hEdE  (R')2aN(RVIN(0) C-(C1—Cs) —¥5e 3 R (0) C(RV)N
(0)C—(C1=Cs) %523 \R%0(0) C(RMN(0) C—(C1—Cs)—hEE  (RM)aN(0) C(RMIN(0) C—(C1—Co ) —hE i
R*(0)2S(RMN(0)C—(C1=Cs) i R'0(0)2S(R'IN(0)C-(C1-Cs) —kE 3L . (R")aN(0)2S(RVIN(0) C-
(C1=Cs) —HE 3L NC—(C1—Cs) —HE 4 \R'0—(C1—Cs) —J5e 3 R (0) CO—~(C1—Cs) —HE % \R*(0) 250~ (C1~
Co)—HE 3 \R?0(0) CO—(C1—Cs) —HE L (R1) aN(0) CO-(C1—Cs )~ 3 . (R') aN—(C1—Cs) —J52 3L \R'(0)
C(RN=(C1~Cs) k3L R*(0)2S(R'N-(C1—Cs) —k2 3L \R*0(0) C(R")N-(C1~Cs) —J5 . (RM)2N(0)C
(RMN=(C1—Cs) 3£ \R'0(0)2S (R )N=(C1—Cs) —ktH « (R')2N(0)2S(R')N-(C1-Cs) —J5e 3 \R*(0)
nS—(C1—Cs)—HiFE \R'0(0)2S-(C1—Ce)—HEdk . (R')aN(0)2S-(C1-Cs) — i R' (0)C(R'IN(0)2S-
(C1=Cs)—HE3E \R*0(0) C(RMIN(0) 25— (C1—C )~k  (R1)2N(0) C(RMIN(0)2S—(C1—Cs ) —HE Ik
(R°0)2(0)P—(C1—Co) —Hhrdk  JK I | J4 755  Ju IR I L 78 HE—(C1—Co ) —Jr ik Ju 75 - (C1—Co) bt
BRI (C1—Co) ket , Hoh B R4 BRI 6 L B % B s ANk gt L 25U W EUR
H L (C1—Co) e (AR —(C1—Co) —hE i L (C3—Co)—FR%E 3L .R'0(0)C. (RY)aN(0)C.R'O. (R!)2N R
(0)nS~R'0(0)2S+ (R')2N(0) 2SHIR'0—(C1—Co ) —he Ik i F [ ERAR , HL A p MR I A n AN AARSE
il

[0018] 7 AN&ASZE X 2 B VB L (Ci—Ce) ke 3 i 8- (C1—Ce ) — i dk | (Co—Co)— I
F AR (CoCo) —Hii 3« (Co—Co) —JRIE L X1 8~ (Ca—Co) —fe Ik | (C3—Co) —Fhfie 3« 1x £X—(C3—Cs) —
ek | (Ca—Co) — PN 2+ i A~ (Ca—Co) 3R M 2« (Ca—Cs) IR e A~ (C1—Co ) —JE 2t + < AR - (Ca-
Co) —FRfe 3 —(C1—Co ) —J5EE . (C3—Co ) IR M3 —(C1—Co ) —J5e i « 1 18— (C3—Co) PR 3 - (C1—Cs) -
FidE RY(0)C.R*(R'ON=)C.R'0(0)C. (R")2N(0)C.R*(R'OIN(0)C. (R")2N(R')IN(0)C.R'(0)C
(RMN(0)C.R*0(0)C(RMIN(0)C. (R")2N(0)C(RM)N(0)C.R*(0)2S(RVIN(0)CR'0(0)2S(RHN(0)
C. (R)aN(0)2S(RVIN(0)C.R'O.R'(0)CO.R*(0)2S0.R*0(0)CO (R')2N(0)CO. (R*)aN.R*(0)C(RY)
N.R?(0)2S(R")N.R*0(0)C(R" )N, (R")2N(0)C(RM)N.R'O(0)2S(RMINL (RM)aN(0)2S(R'NLR*(0)nS-
R'0(0)2S(R")aN(0)2S R (0)C(R'IN(0)2SR*0(0) C(R)N(0)2S- (R')2N(0)C(RVIN(0)2S+ (R°0)2
(0)P.R'(0)C—(C1—Cs)—HEHE R'0(0)C—(C1—Cs)—HEE  (R1)aN(0)C—(C1=Cs) —5e 3L L (R'0) (RVN
(0)C—(C1=Cs)—HiFE . (RM)2N(RMN(0)C—(C1—Cs) %3 R (0) C(RM)N(0) C—(C1—Cs ) —J5E 5 \R?0
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(0)C(RMIN(0)C—(C1=Cs)—kEdE L (R")2N(0)C(RMIN(0)C—(C1—Cs)—HEdE R*(0)2S(RVN(0)C-(Ci-
Cs) e \R'0(0)2S(RVN(0)C—(C1=Cs)—%5e 3+ (R')2N(0)2S(RMIN(0) C—(C1—Cs )~ i dE NC—(C1-
Ce)—JE ik \R'0—(C1—Cs)— 42 3 \R* (0) CO-(C1—Cs) —HE FE \R*(0) 2S0-( C1—Cs ) 42 FE \R*0(0) CO-
(C1—Cs)—%E 3k . (RM)aN(0)CO-(C1—Cs)— K55+ (R ) oaN—(C1—Cs) —%t 3 \R* (0) C(RMN-(C1-Cs )~ 5%
HE R*(0)2S(RMIN-(C1—Cs)—%E 3L \R*0(0) C(RM)N-(C1=Cs )~ . (R')aN(0) C(RM)N—-(C1=Cs )4
- R'0(0)2S(RVN-(C1—Ce) e L (R)aN(0)2S(RMIN-(C1—Cs ) —J52 52 \R*(0)nS—(C1—Cs ) —hE 4
R'0(0)2S—(C1—Cs)—HEE  (R')aN(0)2S—(C1—Ce)—%e 3L R (0)C(R'IN(0) 2S—(C1-Cs ) —J5e 3 \R*0
(0)C(RMIN(0)2S—(C1—Cs)—HEdE . (R1)2N(0)C(RVIN(0) 25-(C1—Cs )~k . (R°0)2(0)P—(C1—Cs) -
Pt R L R0 B R B ORI (Ci-Ce) it ik L 05 B (C1—Ce ) —Je ik L 2R F1 - (Ci—Ce) bt
5, Hoh i G R BN I6A FE ] 25 E s AN I% E NS 1 2 AU R IE | (Ci—Ce) —hi sk iR -
(C1—Ce) e 3« (Ca—Co)—FREEFE R'0(0)C (R")2N(0) R0 (R)2NR*(0)nSR'0(0)2S (R")aN
(0)2SFNR'0~(C1~Co) —HE 3k (1 2L A BRAC , FLEL op 2 IR A n AN SEARIE

[0019] WY& i 25 AL GUE VEURT L L (Ci—Co) ke 3k L pg 18— (C1-Co) —E 2 | (Co—Co)— 1
H AR (Co—Co) M 5« (Co—Co) —JRIE KT A8~ (C3-Co) —pe Ik | (C3-Cr)—Fhfe 3 . 1x 4K~ (C3—Cr) -
IRI5E 3 | (C1—Co) —Je S 2 « 1 AR~ (C1=Co )~ A Ik« (C1—Co) —§5e 3~ (0)nS— (C1—Co ) —1xj 1L f5e -
(0)nS— (C1=Co)—Je BB FE—(C1—Ca) —hEdE | (C1—Cs) —H B I~ (C1—Ca)—pi ke 3L . RT(0) C R (R'ON
=)C-R'0(0)C+ (R")2N.R'(0)C(RMNEKR*(0)2S(RVN,

[0020] RN (Ci—Co)—%EdE  (Co—Co) ML B (Co—Co) e 2, % 1 M s N3k A A3 15 X L &L
B VEBR I L (C3—Ce)-FFEEHE R (0)C.R'(R'ON=)C.R'0(0)C. (R")2N(0)C.R'(R'0)N(0)C. R
(0)2S(RMN(0)C.R'0(0)2S(RN(0)C. (R)aN(0)2S(R'IN(0)C.R'S(0)C.R'0.R'(0)CO.R*(0)
2S0.R*0(0)CO. (R")aN(0)CO~ (R")2N.R'O(R")N.R'(0)C(RIN.R*(0)2S(R)N.R*0(0)C(R")N,
(RM)aN(0)C(RMINR'O(0)2S (RN (RM)aN(0)2S(RMINR*(0)nSR'C(0) S R'0(0)2S (R*)aN(0)
2SR (0)C(RMIN(0)2S-R*0(0) C(R"IN(0)2S+ (R")2N(0)C(RMIN(0)2SHI(R?0)2(0) P 3 B HLAY ,
B

[0021] Ky (C3—Ce)—FRHedik . (Ca—Co) —FR I FE IR I IR~ (C1—Co) —hrdk . 4 75 5L 4 55 k-
(C1—Co) —KEdt  Z IR FE L JL IR FE—(C1—Co) —hEd  FRFE -0 (C1—Co) —HE I L 2% 75 30~ (C1—Cs) 5T
B ZRIR -0 (C1—Co)— it VR IE-N(RY) - (C1—Cs ) —ke ik . 22 5 2 -N(RY) - (C1—Ce )~ 3  ZFR
FE-N(R')—(C1—Co) —Hd . ZRFE-S(0)n—(C1Co) —Jie 3k 7275 F-S(0)n—(C1=Cs ) —hE I DR L A F -
S(0)n=(C1~Cs) —HEE , Fo 25 F RO FR I 74 s AN [ A2 b 2 U2 U 2 (Ci—Co) 5 22k
B A= (C1=Co)—JE 3 | (C3—Co)—FR 3 (R (0) C.R'(R'ON=)C.R'0(0)C. (R")2aN(0)C.R*(R'O)N
(0)C.R*(0)2S(R)N(0)C.R'0(0)2S(RVIN(0)CL (RM)aN(0)2S(RVIN(0)C.R'S(0)C.R'0.R'(0)CO.
R*(0)2S0.R*0(0)CO. (R")2N(0)CO (RM)aN.R'O(R)N.R'(0)C(RVIN.R*(0)2S(RIN.R*0(0)C(RY)
N (RM)2N(0)C(RY)NLR'O(0)2S(RMNL(RM)aN(0)2S(RVNLR*(0)nS R'C(0)SR'0(0)2S. (RM)2N
(0)2S R (0)C(RVIN(0)2SR*0(0)C(RMIN(0)2S+ (R")2N(0O)C(R'IN(0)2S+ (R°0)2(0)PFIR'0-(C1—
Co ) — e Aok (1) J2 A BAR, HLH o 20 RS A n AN A AR A

[0022] R MEHHEE i 2 EUIE L (Ci—Co) bt dE 57 AR (C1—Co) —bm ik . (Cs—Co) M Jik 17 48—
(C3—Co) M 2 (Co—Co) I . i AR (Ca—Co) —Fe 2 | (C3—Co) —FAfie 2 . X1 - (C3—Co ) —PRLE AL |
(C3—Co)—Hhe It~ (C1=Co ) —he 3k . 11 A8~ (C3—Co) —FRJ5e e~ (C1—Co) —J52 2 \R' (0) C.R*0(0) C. (RY)
aN(0)CR*S(0)C. (RM)aN(S)C.R'(R'0O)N(0)CR*(0)2S(R)IN(0)C. (R')aN(0)2S(R'IN(0)C. R0,
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(RY)2NR*(0)nS+ (R*)3Si—(C1—Co) 4 3E—(0)nSR'0(0)2S (RM)aN(0)2S R (0) C(RMN(0)2S.R*0
(0)C(RVIN(0)2S. (R')aN(0)C(RMIN(0)2SR*(0)2S(RVIN(0)2S. (R°0)2(0)P . (R*)3Si R (0)C-
(C1=Cs) —HEHER'0(0)C—(C1=Cs) ke 3L . (R")aN(0) C-(C1=Co) k£ (R'0) (R'IN(0)C~(C1—Cs) -
FE3E R*(0)2S(RMN(0)C-(C1—Ce )5 \R'0(0)2S(RVIN(0) C—(C1—Co )~ 3 . (R )2N(0)2S (RN
(0)C—(C1=C)—HE = R'0-(C1—Cs) —%52 3 \R' (0) CO—( C1—Cs) —%E 52 . R*(0) 250~ (C1-Cs )~ 4 L R?0
(0)CO-(C1—Cs) %t . (R")aN(0) CO-(C1—Cs) —ke 3  (R') aN-(C1—Cs )~ 3 R' (0) C(R'IN-(C1—
Co) 43k \R%(0)2S(RM)N-(C1—Cs) i3 \R*0(0) C(R)N-(C1—Cs) —¥5e 3 . (R")2N(0) C(R*)N-(C1—
Co) 3 \R'0(0)2S(RMN=(C1=Co) 43 L (RM)aN(0)2S(RMN-( C1—Co) —%E 3L \R*(0) nS—(C1—Cs ) —
FidE R'0(0)2S—(C1—Ce)—J5e 3 L (RM)aN(0)2S—(C1—Cs) —J52 3 \R' (0) C(R'IN(0)2S—(C1—Cs )~ 3 -
R*0(0)C(RMN(0)2S—(C1—Cs)—HEdE  (R")2N(0) C(RVIN(0)2S—(C1—Cs)—HEE L (R°0)2(0)P—(C1—
Co)—Hidk (R*)3Si—(C1—Co)—Hrdik AR JuF5 5 4 IR 3E L K- (C1—Co) —he st . o 5 H—(Co-
Co) —Je ik ZR PR (C1—Co) — it , Jorp IR6/N IR | 2% 55 FE R PR L BRI 3 s NI H
3L 2% L L FUBRSE | (C1—Ce) —Je 3k« X~ (C1—Co) —HE ik + (C3—Co)—FhkE 3L \R'0(0)C.
(R")2N(0)CR'0L (R")2NR*(0)nS R'0(0)2S (R )aN(0) 2SFIR'0—(C1—Cs )~ FE ) F F BUAL, H.
Hodp e R A n AR A

[0023]  RUAAL. (Ci—Co)—Hm it 1 A —(C1-Co)— ki B . (Ca—Co ) — s 2« 155 48— (Co—Co) M 52 .
(Co—Ce) a2 . i X~ (Ca—Cs) — | (Ca—Co) —FR %2k | (Ca—Co) —FR M Ak + i A —(Ca—Co ) IR b2
HE | (Cs—Co) - e~ (C1—Co ) —Je ik  (C1—Co) —bE At —0— (C1—Co) —bt At . B bE A — (C1—Co ) — bt J—
0—(C1—Ce) —fitd R I ORI (C1—Co) —Hm dk 05 ik 8 77— (C1—Co ) — e i  JR AL L J PR 0
(C1—Co)—f5e 3 . R I -0~ (C1—Co) —HE Ik « 44 5 0 (C1—Co ) —He FE A I -0 (C1—Cs ) —JE 3 . IR
FE-N(R?) —(C1—Co) —J5e Ik . 4 75 FE-N(R?) —(C1—Co )~ 3 . R FE-N(R?) —(C1—Co )~ 3k . LS
(0)n—(C1—Ce) —HEHE \ 24 75 S (0)n—(C1—Co) —hEJE IR IE-S(0)n—(C1—Co) —Jn i , Forb f J 4
B 15N LA & s N I% H AL 3R FIE TR ZE L (Ci—Ce) i 1% A8~ (C1—Ce ) —Ht 2k
(C3—Co)—FR%E3E \R°0(0)C. (R*)2N(0)C R0+ (R*)aNR*(0)SR*0(0)2S« (R*)2N(0)2SHIR*0—(C1—
Co ) — e 2 (1) 2 A AR, HH v 0 IR T A n AN A AR A

[0024]  R*A(C1—Co) ik K A~ (C1=Co ) —HEFE « (Ca—Co) —Hi & . 1 48~ (Ca—Co) —Ji 3L . (Co-
Co )~ L 1x] fX— (C3—Co ) —Be | (C3—Co) IRt + (Ca—Co) —FA M 55 | b1 48— (Ca—Co ) —FA ek
(C3—Ce) —FRJ5eFE—(C1—Co) —E ik + (C1—Cos ) e FE~0—(C1—Ce ) —E Ik « PR 52 FE — (C1—Co ) — 52 I —0~
(C1=Ce) et R R —(C1—Co) —a i « A 05 Bk L R 05 2 — (C1—Ce ) — it J R AL | JR PR -
(C1—Co) ik . IR FE-0-(C1—Cs) —Edk L 245 30— (C1—Cs ) —J5e FE  Z4IFFE -0 (C1—Cs ) ik K
FE-N(R?) —(C1—Co )~ dk 8 75 FE-N(R?) —(C1—Co )~ 3k . R FE-N(R®) —(C1—Co )~ 3k . A -S
(0)n=(C1=Co)—ht et  Z 75 H—S(0)n—(C1—Co) —hE ik  ZIF H =S (0)n—(C1—Co ) —J5u ik , HoH & T 1
B 15N E A % B s N I% E AHEE xR VFIE FRIE L (Ci—Ce) — it 1% £~ (C1—Co ) —Hi it
(C3—Co)—FhEdE \R°0(0) C. (R*)aN(0)C.R*0 (R*)aN.R*(0)nS R*0(0)2S (R*)aN(0)2SFIR*0-(C1—
Co)—ft i , HH Hp Z IR A A AL A

[0025]  R¥*NE. (C1=Cs)—hidk i f8—(C1=Co) —hEE « (Co—Co) —HiFE « (Ca—Co) —He I, (C3-Cs) -
et | (Ca—Co) —FRfied—(C1—Co) —bE AL BRI

[0026]  R*M(C1—Ce)—HEdk .1 X~ (Ci—Co) —hEdk \ (Co—Co) i F \ (Co—Co) bR | (Ca—Co) Ikt
H | (Ca—Co) I bi It~ (C1—Co) —Je S B R
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[0027] R NABE(Ci—Ca)—Hidt,

[0028]  R®A(Ci—Ca)—HEdE BN IRIL , FTid 8 lim AN 38 1 1 22 L A3 L33 L (Ci—Ca) —HE
(C1=Ca)—p AJEdE L (Cr—Ca) — AN (Cr—Ca) —pi AUBE S 1Y) 2 [ HUARC

[0029]  RUME.(C1—Ca)—hEdEER (C1—Ca) e A

[0030]  REMAFL(Ci-Ca)—HEdk,

[0031] &G &

[0032]  RURIR®S L34 B SR +— T M5 T 3R 6 T I AL R 3 4 M RN B AN L R 2R, 1L 53
AhEr AN E R BB & I T, B A m AN R JUE L (Ci—Ca) ek (C1=Ca) -
FREEEE L (Cr—Ca)—E B L AT (C1—Ca )~ A 28 2 1 2 [ A

[0033]  R¥HMp 2 - (Ci—Ca) ke 3\ (C1=Ca)— i AU FE L (C1—Ca) —BEAFE  (C1—Ca) - fCbE 5 3
8¢ (C1—Ca) —Je A 2t~ (C1—Ca) —Je i,

[0034]  my0.1.2.3.48%5,

[0035] nA0.1EK2,

[0036]  s3M0.1.28%3,

[0037] tA0BK1.

[0038]  7ExX(T) AR 25 th i A =0, HOA PN BL BBk SR 1) e 2 2 A 7T DA 2 BB
SCRER o AR SE A N A R L 2 B IR TR BB R T 2 OB T A R TR BT e - T A K
FCAEWIECHE F O IR, 3- R ST AR, M N ) A TR S L 1 - R - TR -2
=12 2-FF BT -2 W12 T 20— 1 T -3 LA R RT3 - R A -
BT 20 -1 2 P N A P 2 T -2 1 T -3 1 - T -3 1
B ACGIME LT, 2 W] DU T AR (T A B PR b B AT 3264k i (1)
VAN A 2, A0, PR TR RS ER T BRI B O B S Bk, R R B AT 3R 6N ER
J 7 PR B BRS040, PR TR M AL IR T M AL IR S S RN s At , L b s s Rl DA TR
(A=

[0039] 1 25 Ju 3R S BB AL

[0040]  ZRIRIHE A& A 36N R VAN 5 2 v RN 3R 58 4 AN R SRR FE [, Hod
FAANFR R 1 B A BRI, H LT UL 4 S5OR FE IR AT B G o 2 BRIy 18] iR v 26 | it v
et DU SUDIRT 8 . AR FE A 24 38 T e (oxetany 1),

[0041]  ZeF5 N & A 3R 6N E 15 EIERMIREE R, 1 240 FRE 1k B 4 B
i, HILAT LA R4 5 2R FE IR AT B G o 2% 77 8 M0 0 2R R Ik i —2— 5 | IR g 5 (IR e 5 | Sl
e L | SR e A B | R G | e e Ik R | ko s | DA S A W e B | g |
MR L DR (1,2, 3N TR 1,2 4N L 1,2 5N TR 1,3 4N ML ]
2,4-=FL (1,2, 3-=MFE 1,2, 5-=MJE 1,3, 4-=Me R 1,2, 4-=FE 1,2, 4188
Fe1,3,4-M8E R 1,2 3-NgE e 1,2, 5188 ek (21-1,2,3,4-PUme ik (11-1,2,3,4-
VUM 1,2,3,4-ME =k (1,2, 3, 5- I8 =kt (1,2,3, 488 = FE A1, 2,3, 5-1HE =St
[0042] G S — AN B A 22> 2 B BUAR, 7R I A 2 A 4 — AN B3R 2 N AH R BAS [T B
I T A HUAR o X FALL I IE BT AS R I T 3= A I A R ad , ARGUREE AR A 1 5
S FE PRI R 772644 T A2 A TR AL S WA FE AR 2R 2 41 o

[0043]  HE 4 EAREL () M s A 45277 2, 20 (D) AL S W T /B R S Ak S MR AFAE - I A7 AE
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40— B 22 A AN XK BRI B S5, DI AT 5 H BT B S A A R A R ok i S o 2 2 [ S
(0)nH I g L) IR , 25 HBIAZ AR S A A4 o 3 A1, AR % J (sul foximino ) A AR
Wk (sulfilimino ) 2 B H B AR S5 22 MR R0 o AR A4 A4 ] HH A il 25 7% 3R A5 1
TR P I A 43 B8 T R A i 5 4y B R IRAT IS RS A A A M R 4G )
JoRR /BB 70 8 Tk AR 0 A R e IR 3 A e i ) £ N AR SR A AR o AR R BH AR S K (1) BT ik 1Y
EBA 7~ AR AR S M0 BT A SEAR el A, SR A

[0044] 0 (1) Rtk & Wee e JE Rl h o Pl AT WA E T RA RSN (D &
WY)—— B I AER N R BRI 5 10 R —— 11 J B o 5 38 O BN 91 G B , 01 = e ik
i bk R g BCALE e , DA N B VTG SR B = 4 R A A ALY RS S AR IR AL, TR A
AN TN AL TR B R IR R R SN At PR B X 8 R AR MR A A AT
I RH B & RS, Bl 4 e £, JCH @04 8 #h B 4 e &6, e il 2 BN 6 A &
B SR, SA NI i) £ B = £6 , Birad 24 51 9 61 a0 B A 20 [NRR# Rk Rt ] BH B - 1)
£h, HoHR R R IR 25 [ 7 M AN 1 SRR A WL A, JUH 2 e ik L 05 ik | 5 e S B e A
FF I A E A AR L (alkylsul fonium) fikE AL E AL SR £ (alkylsul foxonium) , 1
(C1=Ca)—= e 4R ER AN (C1—Ca) = e A AL R 2

[0045] L 5 A& M o HLER BUA ALER AE B MR L A Ab T2 e el , =X (1) A & T LA
A ER , FTiR TEALER B HC L JHBr  HaS04 HaPO4 B HNOs , FT iR A5 HLER A ] G R R 1 FF 1R 2. 1R
PR HLIE ALIRBOK I IR » BT PR Qo B B R 18, i o el 12k 5 [ Sy 497t 0 | e B e A
TR S R IE | NS bR L BRI L AR IR PR, 3 L A R I AL B A S B B o

[0046]  fLik=C(DHILEY), H

[0047]  QZE[FQ1.Q2.Q3.Q45%Q5,
[0048]

Qi Q2 Q3 Q4 Q5

[0049] R*JN¥E3E,

[0050]  R".R°.RTFIRES [ 4% b S7 s R B (Ci—Ca) e 3,

[0051]  RYROE BT N R B (C1—Ca) e B B 5 HOE R M iR I T R
[0052] RMHA,

[0053] RUN(Ci—Ca)-fdik,

[0054]  RNAEL.(Ci=Ca) k3t | (Co-Co)-Fhkedt,

[0055]  AFIY 5 [ 4% B b 7. A A B (Ci—Ca) PR3, FITIA (C1-Ca) —E B2 7] 4in R 3L ]
HUAR,

[0056]  XOMAHZE . 25 FIE S (Ci—Cs )~k 2k X A8~ (C1—Ce ) —H5e 3 « (Co—Cs) —Hii i « (Co—Cs) — kit
FH | (Ca—Co) B 4K~ (Ca—Co ) IR be 3 « (Ca—Co) Ik I~ (C1—Cs ) —H5e 3 < 48— (C3—Cs) —
g5t e~ (C1=Co) 4t R" (0)C.R' (R"ON=)C.R'0(0)C+ (R")2N(0)C.R'0+ (R") 2N\ R' (0)C(RVN,

9
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R*(0)2S(RVNLR?0(0)C(RM)N. (RM)2N(0)C(RMNLR*(0)nS R'0(0)2S (R')2N(0)2S+ (R0)2(0)P.
R'(0)C-(C1—Cs) —Hidk \R'0(0)C—(C1=Cs)—HEdk  (R')2N(0) C—(C1—Cs) —J5e & NC—(C1—Cs ) —J5e 3
R'0—-(C1-Cs)—hE 3k « (RM)aN-(C1=Cs )~k 3L \R' (0) C(R')N=(C1—Cs) —HEFE \R*(0)2S(R')N-(C1-
Cs) %545 \R?0(0) C(RMN-(C1—Cs) % . (R1)aN(0) C(RVIN-(C1=Cs) —4E 2 \R* (0)nS—(C1—-Cs ) —5%
F R'0(0) 25— (C1—Cs) %5 E + (R1)aN(0) 28— (C1—Cs )~k (R°0)2(0)P—(C1—Cs ) —4m I T I 2
F5 e R IRFE IR I (C1—Co) —fEdk  F 5 FE—(C1—Co) —Je ik M IR FE—(C1—Co ) e 0 , Hb i
FEENF6 I F s N30 AL 2 B VUL L (CiCo) —Je i s i A8 —(C1—Co) —JE 4L RO,
(R")2N\R*(0)nS R'0(0)2S+ (R")aN(0)2SHIR 0 (C1—-Co) — k55 3 Y 2 F BUAR , HHeoh 4R A n
MNMAMRIEA,

[0057]  Z & HEAE . 0 2R VAL S (C1—Co) —Judi « 1 AR (C1—Ce) —Jm ik + (Co—Co) —fi 5 | (Com
Ce) —hR I | (Ca—Co) —FRJie ik i 48— (C3—Co ) IR ek L (C3—Co) —FR it —(C1—Co ) — bt 2 X fX—
(C3—Co)—Fdm i~ (C1—Cs )4 R (0) C.RE(R'ON=)C.R*0(0)C+ (R1)2N(0)C.R'0O. (R')2N.R'(0)
C(RV)N.R?(0)2S(RVN.R*0(0)C(RMNL (RM)2N(0)C(RMIN.R*(0)nSR'0(0)2S. (R')2N(0)2S.
(R°0)2(0)PR'(0)C—(C1-Cs)—%e 3 . R'0(0)C—(C1—Cs)—hEFE . (R')2N(0) C-(C1—Cs ) b7 JNC-
(C1-Cs)—42 3L RO~ (C1-Cs) —k it . (RY) oaN-(C1—Cs ) —42 3 \RY(0) C(RVN-(C1—Cs ) %23 \R%(0) 2S
(R'N=(C1—Cs) ¥ 3 \R*0(0) C(R")N=(C1—Cs ) —HE 3L . (R')2N(0) C(RMIN=(C1—Co) ke 3 \R*(0) nS-
(C1=Cs)— 3L . R10(0) 25— (C1—Co) 23 . (R')2aN(0) 28— (C1—Cs) —%E 2 | (R°0)2(0) P—(C1—Cs) 5%
BRI J T BE IR I (R FE - (C1Ce) —fit Ik L A 5~ (C1—Coe) —HE At  Ze IR HE—(C1—Co) —HE
F, Horp B R R B 64N F B s N3 3L L 2 LU EUR 2L L (C1—Co) e i AR - (Cim
Co)—HEHER'0 (RN 2N R*(0)nS R'0(0)2S (R")aN(0) 2 SHIR'0-(C1-Co )~k i F F BLA G, HLH:
H R IR A n M EAREE A

[0058] WA . B 2= A UL (Ci—Ce) —J5e e i A~ (C1=Co) —Ht 2k . (Ca-Cr) —FAfi 2 L (Ci-
Co)—kE 23 L (C1—Cs) 524 —-(0)aS—R'0(0)C (RM)2NR (0)C(RYNEER? (0)2S(RVN,

[0059]  RA(Ci—Co)—tedk , Ho 5% I s I i 22 W 3L . (Ca—Co)—FRAEE \R'(0)C.R' (R'ON
=)C.R'0(0)C. (R")2N(0)C.R*(0)2S(RMN(O)CR'OL (RY)2NRY(0)C(RY)NLRZ(0)2S(RM)NLR?0
(0)C(RM)NL(RY)AN(0)C(RMNIR®(0)nS RI0O(0)2S (RM)2N(0)2S R (0)C(RMIN(0)2S . R*0(0)C
(RYN(0)2SHT(R")2N(0)C(RVIN(0)2SH LA BRAC , B

[0060] /g (Cs—Co)-FRJadk , Hoos H s M H X1 3~ (C1—Co) — i 48— (C1—Ce ) —Jm 22
(C3—Co)—FR%5e 3L \R'O(0) CHI(R)2N(0) CI 3 B A,

[0061] R’ NE AHFE . HFE . (C1—Co) i dk . 18- (C1—Co)—J5EFE + (C3—Co) IR HEFE L 1 1K -
(C3—Co)—FREEdE | (C3—Co) —FHEd—(C1—Co) —HE I 1 18— (Ca—Co) IR~ (C1—Co) —J52 35 R (0)
C R*0(0)C. (RM)2N(0)C.R*(0)2S R (0)C—(C1—Ce) 473 R'0(0) C—(C1—Cs ) —52 3L L (RM)2N(0) C-
(C1—Ce) %532 \R'0-(C1—Cs )42 . (R1) oaN—(C1—Cs) —42 3L \R*(0)nS— (C1-Cs ) —hE 2

[0062]  RUAE. (Ci—Co) —hEdk  pi {8~ (C1—Ce)—J5e 3 | (C3—Co) —FA e 3k . 15 1R~ (C3—Co )~ fit
HE | (Cs—Co) - ek~ (C1—Co) —Je ik  (C1—Cos) —bE At —0— (C1—Co) —bt Ak . TR bE A — (C1—Co ) — bt A -
0—(C1=Ce) —Hitd R I R H— (C1—Co) —hm d  H 05 4k 28 77— (Ci—Co ) —Jie ik  JR A AE L J BF 0
(C1—Co) ik . FEFE-0-(C1—Co) —JEdE L 7275 F -0 (C1-Ce ) —f5e I « Z4 PR FE -0 (C1—Co ) —hi 3k, H
Hh 5 S B B9 FE A 45 1 s N3 1 A L 1 2% L (Ci—Co ) e « 4 18- (C1—Co) —HE 2 R°0(0)
C.(R*)2N(0)CR%0. (R*)aN R (0)nSFIR30—( C1—Ce )~ L) J [ BUAR, B b 8RBt A n A

10
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AREH,

(00631 R7A (C1=Co) ~HE k1 48— (C1=Co) —HE 1 (Ca=Co)—FRJE 2 1 1~ (Ca=Co) —FR A5 4
(Ca=Co) ~FRIEH—(C1—Co) 3+ (C1=Co ) —HEHE-0-(C1-Co) ~HE 3 I~ (C1-Co) ~42 L -0~
(C1=Ce)—hrdi R ORI (Ci—Co) —Jt di e 05 Bk L 2 05 B —(C1—Co ) — e Bk  ZR B A | Z IR Ok
(C1—Ce) etk IR I —-0—(C1—Co) —Jie Ik 5 H-0— (C1—Co ) ek . IR HE-0-(C1—Co ) —fp J , 2L
Hh 5t S FR B O FE I 4% 11 s/ 1 A« 1 2K & (Ci=Co )~ « 1 /8- (C1=Co) —HE 3£ .R°0(0)
C (R*)2N(0)C.R?0. (R*)aNR*(0)nSHIR0—( C1—Co ) —5E L (11 F A BLAC, H Hirh 23R Bt A n A
AR,

[0064]  R*NEEL(C1—Ce)—fidik,

[0065]  R*A(C1—Cs)—Fdk:,

[0066] R NEBL(C1—Ca)—fidik,

[0067]  R¥MpG 2 - (Ci—Ca) ke 3\ (C1=Ca)— i AU FE L (C1—Ca) —BEAFE  (C1—Ca) - fUbE A 3
B, (C1—Ca)—Je S - (Ci—Ca) b 2

[0068] nk0.1EK2,

[0069] s40.1.28%3,

[0070] tA0BK1.

[0071]  Hpmlfhik=X (DAY, H

[0072]  QAAEA1Q1.Q2.Q3.Q48KQ5,

[0073]

Q1 Q2 Q3 Q4 Q5
[0074] R *JN¥E3E,
[0075]  R°.RC.REFIREE [ M7 3t A A Bl FR 3
[0076]  RY.RONEABRS HIEBMITR R+ — &R,
[0077] RMEA,
[0078]  RUNHHEEL 25,
[0079] RENA.HREEIFHHE,
[0080] ANV Jh o7 A CH2BR CHaCH
[0081] XOAMSHEE KR FHE. LR EHE FRE ZHPE, RPE. - AP HE.
s R N T TR e N oy R SR S 7 NSRBI
A (R NN R SR B S S N R AN L B R R A SR N
S B L | B L I R I R L B R L I L R
[0082] Z A& HHE G HR R ZE O EHE FRE CSERPRE. AP R. E
AR A AP CEFR AR - ER R AR R AR AR PR
9t 5k P 35 I T e R L I A

11
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[0083]  Wy& S B A,

[0084]  RAGH . 2 BEBIE T2,

[0085] R’y EUAE

[0086] tA0EK1.

[0087] A BRI (1) I4LA W PT B A R 20 (TR k) B Bk (7 22 1) il &« itk , £
B 40 U AR AL R (2 BRI AL 2 | R SR A W N B BTG SV e ) W T Tk 2% £ > A 2 1
TRV (sul filimine) , Hem] DAggE it — DS A0 R AT Ji% o 3 FH T 3804 1 I RIE i 1) 28 A 771
9 e, 1) S S R B R e R R A, B RN 5 = AL ET VR B4 o NH- BRI fi 7 51
WA FH S AL BN AR R HH KRS, IF H el fE U5+ a0 R B sefb Bl s Ak & B
FLEERET (&P RS L AEER B HA AL A N AL AR W % (sul fonated sulfilimines)% 4k
FSC A L ) SIZ AR e ] 48] 4 FH A SE Rl o B S ] 286 A RS N9 0 1 BRON—T £ 1 ST AT i o B
Jii P I e BT G e T 4% 18 0 A 7 A NH-SIE NI I o 3K B8 F B T 7 A T I e ARSI BRI i P &
FRJT V2% 5 BCEH AR = A2 SRR i 14 6 B 7325 » BRORT AR 1 . Jie R0 ST AROTE fie DA S NH— S BROTE i 1
FEEJL HARE T Bo Im, C. Org . Lett. 2004 ,6,1305;Bolm,C.0rg.Lett.2007,9,3809;
Bolm,C.Synthesis 2010,17,2922;Bolm,C.Adv.Synth.Catal.2010,352,309,%0 2007/
095229 AL.WO 2008/141843 A1.WO 2008/097235 Al.US 2008/0207910 Al.US 2008/
0194634 ALFIUS 2010/0056534 Al.

[0088] &1

CI-f gk )

[0089]

0)
[0090] 4 575 B, 1R S & Rl 0 B AUfE F AR P 2 A DLIA B 2 U8 I 2 F Pk o e 1 b, NH- T
R i () B B A D 0] 5 1 Jre U iR () DL BB AL A 3 5 o e R R R B U T B 50 18 () L
KA,
[0091] S0 (T-HifE) A1 (T-EAK) K4 G4 2 2 5, 3F HAd 8T % wo 2003/014071
A1.WO 2008/125214 A1.WO 2009/149806 A1.WO 2011012247 A1.WO 2011012247 AL.EP 0
609 798 ALFIEP 0 625 508 Al,

12
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[0092] PR i WA SRR 7 R] B A2 A R o FE RS AR TR, AL i G H 2 i W e i e
PEAS & (Bolm,C.Adv.Synth.Catal.2010,352,309), L, W5 R 1R~ B e AEBRRER B &
JSCAS F IS T AR ) AN AE A R B8 i SR B T A T IV e B0 AP Jig T B A A RS o 98
1M 75 R F2E GO0 T BRI AR, 1 S5 25 FE IR P B (B0 B LB B ) B B Tk 7 AR
BIRIP: e P s IV Jie » B i (50K 2 FR IR e A ol HE R FR B L T AR ) e A R (07 82) o BH R R IR
BRI E SEAT AR MR A R0 T 2 AN A 5 T I fi 2k [ BT AT fle 22 [ 1 45 40, HL ek
TH W0 2003/014071 ALWO 2008/125214 AL.WO 2009/149806 Al.WO 2011012247 Al.
WO 2011012247 AL.EP 0 609 798 ALFIEP 0 625 508 Al MRHEEUACEA, Wit iX &S
HAR B (D) B AV mT e 2 A I .

[0093] 7‘7;3‘,!‘;2

(6]
|

Sty

S
R

4

[0094]

0 ()]

[0095]  FEREECAF LT, i LA FV 25 1) 25 FE R i s He AT AR T ge 2 BRI o B B
R A AN AEBR TE A BB AETME N B B AR e T2 081, RN ST E R R IR BN S
HoEh— e AR Z2AH LT, Ba i P JE R B 4 FE R A & I o I, BT SRR AR s ) [ Re
AR BEROR I UMSUEZ 0, B HAERMEANFid 2 T 7/ (T.W. Greene ,P.G. M. Wuts,
Protective Groups in Organic Synthesis, 582/, John Wiley&Sons,Inc.1991, 58227 0
L) o AN A2 L R IR VT 2 H RIS IR 7] 5 T 3 B i AL Rl B R IR 1Y 2L A 1% e JL [A]
ARG, B, R (T .W.Greene,P.G.M.Wuts,Protective Groups in Organic
Synthesis, 52k, John Wiley&Sons,Inc.1991,5265T#E;7Z.Hel 1%E A, Tetrahedron
Letters 43(2002),3985-3987) .

[0096]  EIARRYZR(TTa)F0(TTh) B A R A He 2 R Bg L HY L 050 AR R B S ) 38 Ho T
(TR,

13
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[0097] |
(1)

[0098]  FER(TD)H, ettt 258 AR B RWR XWWLZATE I & S (D H i
FHIA (T B EPICHIE A il & A & (D B &7 KT D AL ST sl K B
FRE 55

[0099] %% J METR -G W38 #c RE O RN v 04T Ja AR 38, 9 4, Je e B 45 0 /KR UG AL 3
T s vk ORI X AR A

[0100]  AIARYE bk e B R =0 (1) I Ak A Bk /R0 H: SR () £ & 38 m] LA BASAT 7 sl 4%
HRT T3 SR E LA B 3 B4 B 1 B 7 USSR AL , AT A s Ik A | P T4
() )5 b BB A4k B Bk o RAR b, R Ry B4R B AID . TiebesfECombinatorial
Chemistry-Synthesis,Analysis,Screening(Editor Ginther Jung),Wiley 1999,%1%
34pTHidE I

[0101] RZ W ER B R AR HT P RS BME4HE, ¥ HBarnstead
International,Dubuque, Towa 52004-0797 ,USAfJCalpsofx M i, 5k My H Radleys,
Shirehill,Saffron Walden,Essex,CB 11 3AZ,Englandf M3k, 588 H Perkin Elmar,
Waltham,Massachusetts 02451 ,USAfJMultiPROBE [ &) T.{Exk . 8140 4 1SCO, Inc. ,
4700Superior Street,Lincoln,NE 68504 ,USAM &3 15 & St AT FH T30 (D) (AL & P Fn
£ B i Ak R v A ) R TR AR R P AT 24

[0102] B3R &TE Me— P B 78, Horh 8 AN DR B AT H R AE 25 20 SR (A L 2Tk
AT FBhiRAE X Pl 0 FH B o AR R AR B B4k 2R e o G, H A SC I B B AR
BlanpLEs N X KA B RG n i @Cal iper, Hopkinton,MA 01748,USA.

[0103]  FaphEl 22 AN peob BRI AT AT LA I8 3R & ) 380001 /TG B M IR (scavenger
resin) 3. TN SCERIEAR T — RISEK J7 &, il fEChemFiles, 85445 ,No. 1, Polymer—
Supported Scavengers and Reagents for Solution—Phase Synthesis(Sigma—Aldrich)
H,

[0104]  Br T ARSCATIAR J7 ik Ab 0 (1) WAk A 4 S FL 36 1) il 28 7T DL 4 5 B 43 i d
ik [ AH B HEAT BRI B K R A Rl T I EGE T A G BRI A T VR )
AN AR B AT R AR 45 A 22 6 B I b o [ AH £ 80 A OB AR Tk STk A 78 5 1
A, B @Barry A.Buninf “The Combinatorial Index” ,Academic Press, 19987l
Combinatorial Chemistry-Synthesis,Analysis,Screening(Editor Giinther Jung),
Wiley, 1999 A% H &l AH 17 %5 & B vl LAREAT SCER R AN — R V177 5, X £ 77 2t AT DL
I FBBE s 7715580 . S S AT A AT TRORTH AR, /£ H Nexus Biosystems,
12140Community Road,Poway ,CA92064 , USAMIfHU 8 %8t #E4T

[0105] e ik A5 FH A IBCH A , ZE [ AH b ABORE Hh SR DA S it B0 ) B 22 A 5 oD B8 Tk
HRP IR T — BRIV EES R, Bl fEMicrowaves in Organic and Medicinal
Chemistry(C.0.KappeflA.Stadlerdi),Verlag Wiley, 2005
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[0106]  HRAEA SR K HEAT il 4, P LR B & TR U R (DAL E W L3 R
NEE(library) o 48K B K AdE 2 DI A=l (1 4L &9 B ER 1 2

[0107] A B (D) AL &4 OR/ B ER) A8 SO W ik oy “AR K AL &4, 1
X B Y ] () 255 T B B R — A A A AR LA L R R R B0 TR o B v
Y BOSA AR FHT AR 28 HOIRZZ A A 2 45 AR 85 B v R ZFRIMERL BT VR 10 2 48 A2 4
.

[0108] [k, A& BH 0 KB v A 75 B AL DB T R A AR K vk ARk F TE)
P, Horelg AR B — FRERCE 2 Pk & Vit - AEAE YD b (9 A A4, 191 0 SR -1 B
KA F BB A T LA EYAE ) it TP (9 454 S P B PR BB A, ) anbe 288K
A B 2 20 B FH T AR AR K DX (9 gk b X380 o AE3X — 7 ], AR BHAL S 47T LA
ARG PR e A (R A& 1, 1 P DL VRN 38 e F) W R ZFRTBOR 28 I it FH - 1
fe S AT DL Id Ik A8 R B (R A6 B B0 16 1R B AR ZR BLAE DR ) & A AR T i s2 41
M LA B 51 28 AR 8 T4 8 APk

[0109]  DAN @AY S MA FEHY : (L FEEJE (Aegilops) JKEJE (Agropyron) BT B AU
(Agrostis) FHZ UG (Alopecurus) BT AR (Apera) \#e 22 J& (Avena) i TR H &
(Brachiaria) &% J& (Bromus) . <225 )& (Cenchrus ) MY B 5 )& (Comme 1 ina) S F iR B
(Cynodon) 7P E J& (Cyperus) - B JNF J& (Dactyloctenium) . & F @ (Digitaria) )&
(Echinochloa). 225 J& (Eleocharis) WkERE J& (Eleusine) . ] J§ 5 J& (Eragrostis) B F
J&(Eriochloa) £ & (Festuca) N J& (Fimbristylis) #8816 J& (Heteranthera) .
5% J& (Imperata)  f9ME 5 (Ischaemum) . T4 F J& (Leptochloa) . FEE H J& (Lol ium) « Ty
A At JE (Monochoria) .z J& (Panicum) . 2 J& (Paspalum) . §EELJ& (Phalaris) R &
(Phleum) H K JE (Poa) . HIZF J& (Rottboellia) .2l JE (Sagittaria) JEHEE
(Scirpus) JiJEELJE (Setaria) B % J&(Sorghum) .

[0110]  BAFJE KR M &5 . T #RJ& (Abutilon) Wi J& (Amaranthus) K5 J&
(Ambrosia) Bt % JE (Anoda) . EE % J& (Anthemis) . % & (Aphanes) . & &
(Artemisia) JEZ2 )& (Atriplex) 4% J& (Bellis) %4l )@ (Bidens) 5% & (Capsella). &
B JE (Carduus) ¥ B JB (Cassia) K %% )& (Centaurea) 22 J& (Chenopodium) - & J&
(Cirsium)JEfEJE (Convolvulus) . 2 fE 2 JE (Datura) - (1 J& (Desmodium) « 3| FE 1 &
(Emex) K FJE (Erysimum) - Kk J& (Euphorbia) Bl 1L & (Galeopsis) % &
(Galinsoga) fiti )& (Galium) . ARAEJE (Hibiscus) 2 & (Ipomoea ) ik J& (Kochia) .
W2 k@ (Lamium) 4732 )@ (Lepidium) FFE J& (Lindernia) «FE5 J& Matricaria)  Hifaf
J& (Mentha) . &t )8 Mercurialis) S A& B (Mullugo) .75 J& (Myosotis) 2258 &
(Papaver). &/ J& (Pharbitis) ZEHi )& (Plantago) .2 J& (Polygonum) . & 475 &
(Portulaca).®B EJ&(Ranunculus)ZMJE (Raphanus) . #83Z J& (Rorippa) - T T B
(Rotala) F&HH & (Rumex) JJ& BB JE (Salsola) . T Bt JE (Senecio) . H# J& (Sesbania)
LA JE (Sida) AT & (Sinapis) i J& (Solanum) .3 E 3¢ J& (Sonchus) AR 1L &
(Sphenoclea) EZk & (Stellaria)  fli A i )& (Taraxacum) Hr & J& (Thlaspi) . FEHHE R
(Trifolium) FMRJE(Urtica) B2¥40 )& (Veronica) . 3 J& (Viola) & H-J& (Xanthium) .
[0111] a SRAE R ZF AR AR AL & Vs P 22 238, 58 4 FH 1B R B R 28, B 1S
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REAKERXRBFHHE B Fefim LA K IR RAAE =20 HE 58T,

[0112] 448 K 25 o K B v 14 470 o it FH 2 AR 1 s €338 49, I AL B8 i AR KA 1k, 9 HL
HFE YT B8 AL P 8] 20 AP B, BRCE AE — B ] 5 58 A A0 1, AT AE 5L 11 S 3F
PRS2 77 2B SRR B B R e

[0113]  EARAKR B () 4k G 0t B~ RSP 2 B 3 s A S B o B v (ER 2 5F [
HEFERIEREYD B LA BRI A F W) {64 &8 (Arachis) JE )& (Beta) 5 &
J& (Brassica) & L& (Cucumis) 7 JAJ& (Cucurbita) . [ H %% )@ (Helianthus) . FHENE
(Daucus) K5 J&(Glycine) #0J& (Gossypium) . &2 J& (Ipomoea) « % & J& (Lactuca) IV ik
J& (Linum) & )& (Lycopersicon) MHELJE (Nicotiana) .32 & J& (Phaseolus) . ¥ 5. &
(Pisum) . %liJ& (Solanum) A & J& (Vicia) , B LA T B B HAEY) : 28 (Allium) RELE
(Ananas) . K[]% & (Asparagus) #57 J& (Avena) . KZF J& (Hordeum) \F4J& (Oryza) R &
(Panicum) . H EJ& (Saccharum) . H % J& (Secale) . W% JE (Sorghum) ./NEZ &
(Triticale) /NzZJE(Triticum) . K HFRIE (Zea) , 55l T B BN/ 22 JBHI 2 e
A UL ZBEASTE , B Se AN 252 2% » X HU T Ak B A0 G W10 45 /0 R0 HL e FH 223X
S AT AR K AL S e FEE T AR o, B an ol SO Y ik £
PO IE AR E ALK

[0114] i H., A& B A6 A 0 (IR T e 41145 B B 25 1 At FH 22) 7EAE i b oA A
AR T PERE - AT T B 7 XS 5EYEH R, 35 B R e mT A BL g = 7 T
s AR A ) 2 B BA KA BT SRS, i e ok 5 & I K RS AR AR BB /N AR o1 HL, e AT I
P T — ety v A i AN AR E2 78 SR AT AR X AN I R v A - A8 SR AR R AE VP
Z -t MR R A 2 1 AR AR L, BR8] A gsk 2D B8 5 4By IR AR1AR
[0115]  HH T AT DA B B vl M AAEL D A A o v M, ik i P 4 ot ] T AE S L DR A A)
W BIE IS RS MR ) R B e A A, R R R AE T R A R A
IRV S5, 4] Tt B e A G R i1t 5 3 SR T HE B B B R B B ik, TR 905 5 B
) BOR IR BT , Bk A ) an St 2 B A s A Y, 46 0 AN T B0 B o S A R
PR P B BB R i 7 L T A AR, AR Ay R G, A B A R R E
¥ O 2 BSOS R ), B SRS A B A AN TR () 18 7 B L R 1) e (A
iELY/P

[0116]  fRik/EL DT b A A R ROU & M Y L R EY) EAE AR L&
Ve L2, FriR (BB s, /g L K3 BA SR (e sy L i RIS R R SR oK, Bl
S HRAE R S S SR R0 B A AR a5 S VR o AR 7E A B BRI A ) B
R E AU e o s A T A A B A AR EY) A AR R B AL S R R
5

[0117]  fil& 50 A HEYAH b A O MR B H ) 50 5 7 725 8 s B BT
RIGEAG AR 7 AV B, B OO R PR I B A Y ] A B 4H U5 v A (S 0L N, EP-A-
0221044 ,EP-A-0131624) . It , 75 2 A~ 2 v A DL 450 -

[o118] -l i AU B ARMBIHIE YA , AR b & B ek BUPE (B AnW0 92/11376 WO
92/14827.W0 91/19806),

[0119] X RELLBLAZ M (glufosinate) KRERF I (2 W AEP-A-0242236 \EP-A-0242246 )
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S EH B (gluphosate ) 5 ELF (WO 92/00377 ) BLRH I IR 245 4 BL5] (EP-A-0257993 . US-A~
5013659) H AT HU ML B R EVI ) »

[0120]  —RE/" A 75 = AT T FE 3R (BUEE20) MM A S Lo kg M3 s B S Itk i B L Rk
Y, Bk € (EP-A-0142924 .EP-A-0193259) ,

[0121]  —B A TR HE T BR AL R ) i B R E MDA ) (WO 91/13972) ,

[0122]  —BA B b5 BUR BACH ™40, 1 ge 8 Sk 38 0 1) B e 1B Y I s R
(= RME YR (EPA 309862.EPA0464461)

[0123]  —H A 95 /D 5 DG W 1 2 DR A A A A0, G B A 2 v 1 77 & MR o 1) e 2 T 52 1
(EPA 0305398),

[0124] A= =25 B2 W I B2 A ) S 2L E M E ) (3 4357)

[0125]  —D) B i)™ S BB I it BUNRFIE I B 2R VED

[0126]  —DAZS& T 140 Bk Btk ge (R BT ) JyRe iR e FE VR

[0127]  VF 2 Re 8 il & H A DU M BRI T B B A M ) 7 F AR IR IR 0 B2 2R, =
WA TNT . PotrykusfIG. Spangenberg (45 ) [JGene Transfer to Plants,Springer Lab
Manual(1995),Springer Verlag Berlin,Heidelberg.B{# Christou,”Trends in Plant
Science”1(1996)423-431.,

[0128] 7 AT X E A A, AT LUK Be 0% 7 A 15 A2 BIOE 1 FZHDNA T 51 7 A2 7 51 e A8
IR 5 FI N KL o (5 B TR J7 3%, BT LIS a0 g AT Bl AR PT ARS8 40 2 Z BN
RIRMIBCA B P51 o 1 R DNA v BB G 2422, W A )y B NN Bk (adap ter ) B $2
& (1inker).Z WA, SambrookZE A, 1989 ,Molecular Cloning,A Laboratory Manual,
% R ,Cold Spring Harbor Laboratory Press,Cold Spring Harbor ,NY;BkWinnacker”
Gene und Klone”,VCH Weinheim#E ki ,1996,

(01291 {5t , & [R] 7 i Ak o AT %) A AP 4 ) 77 A T A S 1 27 5 VA S IR < it 3Rk &
/b —FiAH R S SCRNA S BT SRR L8 RE AR T SCRNA , B T 3R IA 22 /0 — PhBe 8 F S
PEIEN ok FE R = W e S I B Al A5 R R AL I v I B 1, BT RAE AR R
(1) 58 8 b > 51— — 05 T A ] B A7 A2 1K 3 7 51— — I DNAZ -, t AT DA FHA 25 A 38
43 P 7 I IDNASY £, AH 2 BT IR B8 43 9w b 7 51 e 20 R WA, DA 7E 48 e o 7 A e SRR
W AT LA A5 B i 2[R 0 ) 2w e e 21 2L A v P2 TR U MR RO A 524 A IR B DNA R 371

[0130]  M7EAE Y IR LR 5 I, B & B 8 13 R 4808 or 22 08 4 40 B 1) AAPT i 75 16 X
IR, N TR E A T X, A LA A0 G b X5 B IRAE R — X = g A7 [ DNA
Fp B AR 4% o KB B AU BOR N S B (2 LB fiBraunsE A ,EMBO J. 11
(1992),3219-3227;WolterZE A ,Proc.Natl.Acad.Sci.USA 85(1988),846-850;Sonnewald
N Plant J.1(1991),95-106) o A% R 73— AT LAAEAEA) 20 Jf o (1) 48 a2 v 3

(01311 AT LA FH 0 S0 ) 5 A A 2 5k DR RE 42 4 B 1A DA R4S SE 8 (A - I U =, BT ik
SRR A N ATART BT 75 B S, BDBE T A i AR, A IR

[0132]  [Alptk, mT DA e of [m 5 (RP R AR ) J PR BCEE R e 1) ) ok 2R s B e BT s, B3 e o
Sl (R AR ) JE DRI B DR e 1) (1) 2028 TR A5 14 Jo 5038 1) 2 BE AT AEL D

[0133] P A K W IS0 Bl T3 B R EY b B ik B 2k DRV A A A U = 9491 dn 22
R A UM, BCE I AR ARG () a0 £ BEFL IR A R (ALS) 5 B =X P B e 55
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B IR -3-TE IR (EPSP) 5 B 7% 2k e 5 eIl (G ) B #2527 i 12 XU N AUl (HPPD) ) 1Y) o 2
FVEAT BUIE B R 176 15 T e R M e Tl s R R i S M A DA S SR RV PR B i)
SR B AT M.

[0134] g A K WY RTE PRV ot F T B DR VRIS, B 1 R 22 HeAd AR A o IR 2 3 0 T
TR RO AL, 3B L I FH T Pk 1) 2 5 DRV 0 (R R TR 28 3L 491 a2 A2 B 531
2 4 T8 1 AT AR ¥ R 2 B | 5k 1 i FH I R DA FH it P 22 5 2 R DR VR ok HLA Sk
R BRI B R AR IR A 2R DA SOt 28 RV E D P ) A A R B IR B2

[0135]  [DRIUG A R IR ¥ S A i W AL & WA B B 50 TR e i B R i A
Vi FH &

[0136] AR BH Ak G4 AT LA LA & RIS Jit FH B ik & 050 28 (%) 0 20 mT i ok 77 L vk
AT TR K R BSCRURL 1] 5 BRI, AR BHAR I K &5 A AR BR IR A A PR B BERTE A A K
WHHAY

[0137] 4R P A W2 A/ B B AL 7 40, mT s 22 Ry 208 A R BH B4k P e i
iR AT B il 770 S < PV R R (WP ) A P 77 (SP) 7K 14 v 4 571 - 3L i
(EC) L) CEW) 451 40 7K A yety 22 700 A 7K 2L 7] T Vs 3 PR v V) i ke 4 771) (SC) il B 4y
BT E K 2 23 BT S VR V& TR VAR IR B & -1 (CS) B 77 (DP) SHE i it T A =
T3 il FH ) UL 7] B UL I 2P R 751 (GR) P VPG SRS 751 0, A SR 771 AR B SR 771 7K 43+
HIUE IR 71 (WG )  ZK P PR UL 771 (SG ) ULV 771 < Aol 2 288 750 AT 711 o

[0138] 3 & 4] 77 (1) % A S AL J5 W] b= 2 R0 08, FFAE T 21 STk o A B ik, 1
Winnacker—Kiichler, “Chemische Technologie”[Chemical Technology],Volume 7,
C.Hauser Verlag Munich,#4kt,1986;Wade van Valkenburg, “Pesticide
Formulations” ,Marcel Dekker,N.Y.,1973;K.Martens, “Spray Drying” Handbook, 583
.1979,G.Goodwin Ltd.London,

(01391 i 75 (%) il 51 B A1), 490 Gt s PP 0 JB 2 I o A ) 5 790 R E Ak 7 m 7)) AR 2 2 6
0, FFAE BB SCk P A FrdiiA , i  :Watkins , “"Handbook of Insecticide Dust Diluents
and Carriers”, h,Darland Books,Caldwell N.J.;H.v.Olphen,”Introduction to
Clay Colloid Chemistry” ;%8 —f%,J.Wiley&Sons,N.Y.;C.Marsden,”Solvents Guide”;
% i, 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.TInc.,N.Y. 1964 ; Schonfeldt, ”

Grenzflichenaktive Athylenoxidaddukte”[Interface-active ethylene oxide
adducts],Wiss.Verlagsgesell.,Stuttgart 1976;Winnacker—Kiichler,”Chemische
Technologie”, 3874 ,C.Hanser Verlag Munich, 28V Ak, 1986,

[0140] BT~ a5, ] DA AR 7™ 55 HoAth A 2438 PR A9 Jon—— 19 0 2% B H 7)< 3% 1) o B 57)
AR T R —— VA S5 22 4 7] BERL RN/ B3 AE AR 7 550 2856 400 » 461 4 A e i 1) 5 B VR T
2o B IE I 22 45102 B ntL e i B0 (me Fenpyr—diethy 1) A IES B (cyprosul famide ) |
MRS (isoxadifen—ethyl ) JfEEEE (cloquintocet—mexyl) fl — & A %
(dichlormid).

(01411 YR PR 791 9 ] 38 53 3 W T K rp B U500, LB 5 0 PR SRR R R RS TR )
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AN 38 E A B AR S PR SRR/ B B R R i v PR R R i 7 S 3 B8O » 3 3R
AFEASE I IR G R TR DT 3R S BB 07 e R T B 58 & — B Tk IR 6 l)uﬁﬁ%
@ﬁﬁk\iﬁ%%ﬁﬁﬁﬁﬁ\ﬂi%ﬁ%@aﬁldﬂ -~ ZEHERE-6,67 - RAIRAN T AR R AR AN
P R L AR TR TR o DA T 1) A P IR PH  7)  A81) R AL % 451 B S AL B DX B ATL AR A
NUHORS AT S HA R 25 PR A A, IR IR BORE 5 5 R BRI AR A
[0142]  BeFL iR 4a I Tk i R il 2% K vs YR A T A WL (B an T B 3R B —
EﬁﬁEﬁ@ﬁEEﬁ TRORBCHE E i S S B IR S BUESS) B VA R SR R I —F
BY 2 Fh B 2R RN /B A B - 28 3R i PR CRLAR ) o AT A5 A % LA TR0 1 S48 S 4] G e 2
ﬁfﬁ@?%ﬂ‘ 1 01 e DR PR 5 BRCAE B AL AL R 9 TR I PR 5 < EE R L ek S
RO TIERE BT R  BERE A S - S 4 ) L e B TR L Ll AL SRR L A4
ﬂﬂm%%*ﬁﬁaﬂﬁﬁaﬁaﬁ R A L B TR E A9 20 2R 28 £ 0 L BL R M G T BRI
(01431 7 AT 3 A 45 V% 40 Joit 5 0 2 HEC KD ] A A Jo — e P I v o] %, o o [ 4 ) o 49 4
NEZ SIS/ it w1118 =7l w7 LY 0 S 2 57 e
[0144]  Z P da 77 mT Ay /K LB Y o S AP DA i 4] A5 FH v 65 1) 3K B AL V25 A 2 i
il 2%, -G, AT AT N b SCAE A1 B Atk 70 28 o B o 1) 8 i 2 791 o
[0145] 7 7451 G K A, et FL %) CEW) , m] LAfSE A 49 G 4o 4 2 A BE LA/ B30 A5 VR 5 2 o
2 A8 K PEA LA I LA S a0 A3 A6 7 b S Ath 77 2 B o 1) 28 T i 2 5791
[0146]  JUAE 1) AT LA e Ak 5 v oAk i PR 20 Jo 5 3 £ R A MR AT (X RSOR R T PR o L e ol e
FHRE B 700K 735 4 o0 R A4 7 it FH 28] 380 A4 3 1 17 o 2%, Pk 38 A4 491 G b vy 0 = BORUR IR A
TEM L, Brids Rl & 7 0058 0T 58 TR B BN B 0 7 o 5 3 1A ¥ 12 470 Jo o ] A DA o] 6
BIRIURL R R 7 21 2 RN —— N 75 22, T A 8 8 5 IERHETR 54
(01471 7K 43 HUPESURL 771388 7 ] LA e G 3 M7 32 1) &, I 5 S5 VA0 T 35 5 LI
A PR R 2R A e 8RR & 28 VR B2 LA AT P A P R4 B 55t
[0148]  5¢ T 2L AL IR « B H V2 s S5 L R (1) i) 2%, 2 WA @1 : “Spray-Drying
Handbook” 58 =kt ,1979,G.Goodwin Ltd.,London;J.E.Browning, “Agglomeration”,
Chemical and Engineering 1967, 5514701 ) J5 X ; Perry’s Chemical Engineer’s
Handbook” , 55/ ,McGraw-Hi11,New York 1973, %558-57 0 H {7k .
[0149] L FAEWMRY A AW HIFIK E L 77, S WHIWG. C.Klingman, “Weed Control
as a Science”,John Wiley and Sons.,Inc.,New York,1961,81-967 ;f1J.D.Freyer,
S.A.Evans, “Weed Control Handbook” ,&5k% ,Blackwell Scientific Publications,
Oxford,1968,55101-103T1 .
[0150] ik Ak Ak 2 il e & F0. 1 299 & % JF A Hb R0 . 1 295 H & % A K B
e,
[0151]  FERTIR M 7R rh 3 A B IR FE A a0 N 2) 10 R 90 F & %6 , 100 H & % R B H &
TG 7 1 3 20 e o AE B LR A I, i TR B IR BEEPT N 291 2908 & % , fLiE A5 280 H
=% M AL IS A 1R 305 & % KSR G Y, Rk Nl S A 20 E & % I
5 PEY) B TIPSR S A £90. 05280 E & % LIk N2 5 50 HE & % BT HEY . X
TR BRI T & L 35 PR A R B &80 2 B TS MR B W2 LUK TR 204 22 DA
T IAFAE , LA AT R RRLAL Bl 7R RI SRR S5 o 28 7K 2 Bl I ROk 55 v, 35 PR Joa i) 2 549 2
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NIEISHEE %, Lkt 1080 EHE % .

[0152]  ihAb, WiR &3, Firidk s PR B iR 25 B & A A B0 B0, okt 5750 i 00 7
BRI FLAL ) 232 70 B 3 700 00R 0 T 50 TR B A L 55 R ) Y TR S 28 R A 5] pHARL
RS B 5 57

[0153] T 3X B il 7] , 3 A] LA AR 7 55 HAth A 25 8 PR A o (91 3% B o591 SRl 7)< i B 57
IS L TE ) BA K 5522 A 0] RN /350 AR 1 TR 5 50 400, 491 4 DA RS A 61 3R B VR A0 1)
.

[0154] AT RL 54K B AL & M0 CLIR & i 7 B VR T 2045 6 1O TR BN ol an , 2 )
FET A UL ¥ B i A 5, Bk 4 S 600 £ B LR A B O SR A B AR AL L A 4
RA EO T TR B B 2 S R - 3T IR A I A 2 I T A 1 v 48 s D A ] I X
ARV \EBEMAREMHNEE OLRAT OCRGE T, JFE A JFE ZALEG , 5] a0ic 8 T Weed
Research 26(1986)441-445T0 8% “The Pesticide Manual”, 2514}, The British Crop
Protection Council and the Royal Soc.of Chemistry,2003LA K H 5] HE SCkH .2
IR ] 5 AR B A P 45 A 1 s B A BB AR KR 550, B, BA TR B9 TR B (BT iR i
PEAL A P4 B B b v AL 41 23 (TS0) (138 ] A PR B4 BB AL 2 B PR 34T o 4, IR 518 L 1% [F)
a5 — ) I HAEFCS A A A g . £8 B[R] 4 S il Ak (s Ak i A ol 2
FRE) o

[0155] /S A, SR A , % LA T 5 T XA AE B 1570 LA R S AT #a e, 9 ao m]vg 4
K 750 LY A3 TR 7K SO SR 7R AT P K 3R AT R o A 7] R BRAURE 7R L FH T BB 4R kL
FRVRH AT W% Y T2 R T 2 ) i 7917450 FH 3 AS B HARAE PR B — P ke

[0156] =X (1) B & W 75 ()Tt FH 2808 S0 5 sk A AR Ak, 8 i 52 9 B TR AT FH ) o B 57
[ SR 5 o AT 25 58 1) T P AR Ak, B RITAEO . 00 LRI L. Okg/haZ B FITEE 22 [R5 PE 4 5, 2R
i, 3% 7E0. 005F17508 /ha - [F] o

(01571 "1 s e 61 FH T U A1 A 1

[0158]  A. {27 SKitEfs

[0159]  5-pdk-1,3- - H Bk -4-[ 3—(N-HU Ak —S—FF LA 7 S B 2t ) —2-FR A -4 - (=
) OR R L Ttk ke (R S5 41605 S 461)) 1Y B

[0160]  JD R - 3— (N-FUAE—S—H JE MG I 2 2 ) —2-F A B4 - (= P L) R IR (R
H15-28"5 LRt ) 1 5 ik

[0161]  %3.71g(33. Immol)#U T B AN A T-250m1 R 4.00g (15. 0mmo1 ) 2—F 48
He-3-(H ARG AL ) —4- (Z 9 28 R B IA TR SR S 105381, AR ARIRINA L. 07g
(25.5mmo1) FUE 4. 81g(27. Ommo 1 )N-VRAHEIABE W iz . & fofE 2= i TN B2h R )5
P T e 28 AN bR IR S a7, HARKR F120m] ZJFAK TR SRR . TN
7.21g(45. 1mmol) FERER ¥ K G IR EMIE =W T bt — i A — JEIHIE , [ g — R
BUR , FERERIE O T A3, 6g(22. 5mmol ) S PR — KA A T Ja 42, I 10 & %
T R B BN K VA T o R P e 2 78 RANAE B i 30 C IR S T, VA IR 3 A Bk 25 o AR UKOK I
R HRRND S8 5 FTIMERER B AL VR A W0 FHDKYS 1) U FR b A U =K o B e 2 28 AN Bk 2
A AR, B iEt sk s, 43211 . 30g 28 N80 & & % 4.

[0162]  JPUR2.5-F2 -1, 3— - FF Jk—4-[ 3—(N—0 2 —S— H B Pk V. 2 i B ) —2—-FR 2 -4
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CN 104244713 B iﬁ. EH :Fg 18/152 1T

(=R R ) 2K PP I 2 D e 1) 5 ol
[0163] ¥ 5E#5165mg (758 & % ;0. 384mmo 1 ) 3— (N-% 3k —S—FF J fisfk Fok IV 2 Bk % ) —2—FF 4%
Ha—A- (=R ) R R A168 . 9mg (0. 6 14mmo 1 ) 52 Ak -1, 3— — F FEME M N A\ 31 20m] — &0 FF
Ferp, FEN128mg (0.666mmol ) 1-(3— —F L4 AL ) -3~ 2. 3Lk — W G Eh iR £ . %8 F fik
IRA Y160, AT fE AL TR, I IMER BRI  FH 4 B9 Ja , A MR EAT T8 I 98, R AT e % 2%
KA HUR A 78 57 Sk A i i e i vk aliAk , SR 545 BT S b (R VA AT 1 5m] Z 5
ZJa A 104mg (1.02mmol ) = 7. 1% .8 = HE k¥ (trimethylcyanide) Al—H J) 92 i
(spatula tip)MIEALEH . FE TR S 160, X TG, bk LR A Va7 iR R
Y = &R B, JF F3ml  IMER R EAT Vel « A4 B8 S5, B 2 A LA (I8 571, B R 4
I ki A A, 13 231 . 3mg 2l B N85 H & % 5 k-1, 3- R B -4-[ 3-(N-F & -S-F &
T B9 IV 2 9t 2 ) —2— R 2 -4 — (= U R 2 ) o R [ Db e
[0164] "~ R ET AR S 5 1R 7 A 7 v il % B 5 Bk 07 i AR 77 145
B X LA A MR R PLER -
[0165]  fifi I 45 72 -
[0166] Et=27J Me=HJ}E n-Pr=1EF}E i-Pr="Fk cPr=¥FFH Ph=>8k
[0167] 1 AKX (D HEY, Kbl RO, FEFRRORE R R REFIWS
NEGt=1, H HAREER B AR PR H RS .

0 6] X 0

\xS\ R
[0168] R
OH p4

[0169]

Gi's | X Z R R* | 35 CH NR)

-1 Me Me Me H

1-2 Me F Me H

1-3 Me Cl Me H

1-4 Me Br Me H

1-5 Me I Me H

1-6 Me CFs Me H

1-7 Me CHF2 Me H

1-8 Me CF2Cl Me H

1-9 Me OMe Me H

1-10 Me NO2 Me H

1-11 Me S02Me 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
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CN 104244713 B 19/152 1%
1-16 Cl I Me H
1-17 Cl CFs Me H
1-18 Cl CHF2 Me H
1-19 Cl CF2Cl Me H
1-20 Cl OMe Me H
1-21 Cl NO2 Me H
1-22 Cl SOaMe Me H
1-23 OMe Me Me H
1-24 OMe F Me H
1-25 OMe Cl Me H

[0170]

5 | X Z R R* | 3808 ('H NMR)
1-26 OMe Br Me H
1-27 OMe I Me H
1-28 OMe CFs Me H
1-29 OMe CHF2 Me H
1-30 OMe CF2Cl Me H
1-31 OMe OMe Me H
1-32 OMe NO2 Me H
1-33 OMe SO0Me Me H
1-34 S02Me Me Me H
1-35 S0aMe F Me H
1-36 S0aMe Cl Me H
1-37 S0aMe Br Me H
1-38 S02Me I Me H
1-39 S02Me CFs Me H
1-40 S02Me CHF2 Me H
1-41 S02Me CF2Cl Me H
1-42 S02Me OMe Me H
1-43 S02Me NO2 Me H
1-44 SO02Me S02Me Me H
1-45 Me Me Et H
1-46 Me F Et H
1-47 Me Cl Et H
1-48 Me Br Et H
1-49 Me I Et H
1-50 Me CFs Et H
1-51 Me CHF2 Et H
1-52 Me CF2Cl Et H
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[01

CN 104244713 B 20/152 7L
1-53 Me OMe Et H
1-54 Me NO2 Et H
1-b5 Me S02Me 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 I Et H
1-61 Cl CFs Et H
1-62 Cl CHF2 Et H

71]
5 | X Z R R | WEREE (' NMR)
1-63 Cl CFoCl Et H
1-64 Cl OMe Et H
1-65 Cl NO2 Et H
1-66 Cl SO2Me 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 I Et H
1-72 OMe CF3 Et H
1-73 OMe CHF» Et H
1-74 OMe CFoCl Et H
1-75 OMe OMe Et H
1-76 OMe NO2 Et H
1-77 OMe SO2Me Et H
1-78 SOMe Me Et H
1-79 SOMe F Et H
1-80 SOMe Cl Et H
1-81 SOMe Br Et H
1-82 SOMe I Et H
1-83 SOMe CFs Et H
1-84 SO02Me CHF» Et H
1-85 SO02Me CFoCl Et H
1-86 SO02Me OMe Et H
1-87 S02Me NO2 Et H
1-88 S02Me SO2Me Et H
1-89 Me Me CHoCH20Me | H
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[01

CN 104244713 B 21/152 1L
1-90 Me F CHoCH20Me | H
1-91 Me Cl CHoCH20Me | H
1-92 Me Br CHoCH20Me | H
1-93 Me I CH2CHoOMe | H
1-94 Me CF3 CH2CH2OMe | H
1-95 Me CHF» CHoCH20Me | H
1-96 Me CFoCl CHoCH20Me | H
1-97 Me OMe CHoCH20Me | H
1-98 Me NO2 CHoCH20Me | H
1-99 Me SO2Me CHoCH20Me | H

72]
5 | X Z R R | WEREE (' NMR)
1-100 Cl Me CHoCH20Me | H
1-101 Cl F CHoCH20Me | H
1-102 Cl Cl CHoCH20Me | H
1-103 Cl Br CHoCH20Me | H
1-104 Cl I CHoCH20Me | H
1-105 Cl CFs CHoCH20Me | H
1-106 Cl CHF> CHoCH20Me | H
1-107 Cl CFoCl CHoCH20Me | H
1-108 Cl OMe CHoCH20Me | H
1-109 Cl NO2 CH2CH2OMe | H
1-110 Cl SOMe CH2CH2OMe | H
1-111 OMe Me CH2CH2OMe | H
1-112 OMe F CHoCH20Me | H
1-113 OMe Cl CHoCH20Me | H
1-114 OMe Br CHoCH20Me | H
1-115 OMe I CHoCH20Me | H
1-116 OMe CFs CHoCH20Me | H
1-117 OMe CHF» CHoCH20Me | H
1-118 OMe CFoCl CHoCH20Me | H
1-119 OMe OMe CHo.CH20Me | H
1-120 OMe NO2 CHoCH20Me | H
1-121 OMe SO2Me CHoCH20Me | H
1-122 SO02Me Me CHoCH20Me | H
1-123 SO02Me F CHoCH20Me | H
1-124 S02Me Cl CHoCH20Me | H
1-125 S02Me Br CHoCH20Me | H
1-126 S02Me I CHoCH20Me | H
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[01

CN 104244713 B 22/152 I
1-127 S02Me CFs CHoCH20Me | H
1-128 S02Me CHF > CHoCH20Me | H
1-129 S02Me CFoCl CHoCH20Me | H
1-130 SOsMe OMe CH2CHoOMe | H
1-131 SOsMe NO2 CH2CH2OMe | H
1-132 SOMe SOMe CHoCH20Me | 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

73]
5 | X Z R R | WEREE (' NMR)
1-137 Me I Me CN
1-138 Me CFs Me CN
1-139 Me CHF» Me CN
1-140 Me CFoCl Me CN
1-141 Me OMe Me CN
1-142 Me NO2 Me CN
1-143 Me SO2Me 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 CFs Me CN
1-150 Cl CHF2 Me CN
1-151 Cl CFoCl Me CN
1-152 Cl OMe Me CN
1-153 Cl NO2 Me CN
1-154 Cl S02Me 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 I Me CN
1-160 OMe CFs Me CN
1-161 OMe CHF> Me CN
1-162 OMe CFoCl Me CN
1-163 OMe OMe Me CN
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1-164 | OMe NO2 Me CN
1-165 | OMe SO2Me Me CN
1-166 S02Me Me Me CN
1-167 SO2Me F Me CN
1-168 SO2Me Cl Me CN
1-169 SOsMe Br Me CN
1-170 | SOMe I Me CN
1-171 | SOMe CF3 Me CN
1-172 | SOMe CHF2 Me CN
1-173 | SOMe CFaCl Me CN

[0174]

Y5 | X Z R R™ | W %dE ('H NMR)
1-174 | SOMe OMe Me CN
1-175 | SOMe NO2 Me CN
1-176 | SOMe SO2Me 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 I Et CN
1-182 | Me CF3 Et CN
1-183 Me CHF» Et CN
1-184 Me CF2oCl Et CN
1-185 Me OMe Et CN
1-186 | Me NO2 Et CN
1-187 | Me SO2Me Et CN
1-188 | Cl Me Et CN
1-189 | Cl F Et CN
1-190 | Cl Cl Et CN
1-191 | cCl Br Et CN
1-192 | Cl I Et CN
1-193 | Cl CF3 Et CN
1-194 | Cl CHF2 Et CN
1-195 | Cl CFaCl Et CN
1-196 | Cl OMe Et CN
1-197 | Cl NO2 Et CN
1-198 | Cl SO2Me Et CN
1-199 | OMe Me Et CN
1-200 | OMe F Et CN

26



n B

[01
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1-201 OMe Cl Et CN
1-202 OMe Br Et CN
1-203 OMe I Et CN
1-204 OMe CF3 Et CN
1-205 OMe CHF» Et CN
1-206 OMe CFoCl Et CN
1-207 OMe OMe Et CN
1-208 OMe NO2 Et CN
1-209 OMe SO2Me Et CN
1-210 SOMe Me Et CN

75]
5 | X Z R R | WEREE (' NMR)
1-211 SOMe F Et CN
1-212 SOMe Cl Et CN
1-213 SOMe Br Et CN
1-214 S02Me I Et CN
1-215 S02Me CFs Et CN
1-216 S02Me CHF> Et CN
1-217 S02Me CFoCl Et CN
1-218 S02Me OMe Et CN
1-219 S02Me NO2 Et CN
1-220 SOsMe SOMe Et CN
1-221 Me Me CH2CH2OMe | CN
1-222 Me F CH2CH2OMe | CN
1-223 Me Cl CHoCH20Me CN
1-224 Me Br CHoCH20Me CN
1-225 Me I CHoCH20Me CN
1-226 Me CFs CHoCH20Me CN
1-227 Me CHF 2 CHoCH20Me CN
1-228 Me CFoCl CHoCH20Me CN
1-229 Me OMe CH2CH20Me CN
1-230 Me NO2 CHoCH20Me CN
1-231 Me SO2Me CH2CH20Me CN
1-232 Cl Me CHoCH20Me CN
1-233 Cl F CHoCH20Me CN
1-234 Cl Cl CHoCH20Me CN
1-235 Cl Br CHoCH20Me CN
1-236 Cl I CHoCH20Me CN
1-237 Cl CFs CHoCH20Me CN
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CN 104244713 B iﬁ. EH :Fg 25/152 BT

1-238 Cl CHF > CHoCH20Me CN
1-239 Cl CFoCl CHoCH20Me CN
1-240 Cl OMe CHoCH20Me CN
1-241 Cl NO2 CH2CH2OMe | CN
1-242 Cl SOMe CH2CH2OMe | CN
1-243 OMe Me CH2CH2OMe | CN
1-244 OMe F CHoCH20Me CN
1-245 OMe Cl CHoCH20Me CN
1-246 OMe Br CHoCH20Me CN
1-247 OMe I CHoCH20Me CN
[0176]
5 | X Z R R | WEREE (' NMR)
1-248 OMe CFs CH2CH20Me CN
1-249 OMe CHF» CHoCH20Me CN
1-250 OMe CFoCl CH2CH20Me CN
1-251 OMe OMe CHoCH20Me CN
1-252 OMe NO2 CHoCH20Me CN
1-253 OMe SO2Me CH2CH20Me CN
1-254 S02Me Me CHoCH20Me CN
1-255 S02Me F CHoCH20Me CN
1-256 S02Me Cl CHoCH20Me CN
1-257 SO2Me Br CH2CH2OMe | CN
1-258 SOsMe I CH2CH2OMe | CN
1-259 SOsMe CFs CH2CH2OMe | CN
1-260 SOMe CHF2 CHoCH20Me CN
1-261 SOMe CFoCl CHoCH20Me CN
1-262 SOMe OMe CHoCH20Me CN
1-263 SOMe NO2 CHoCH20Me CN
1-264 SOMe S02Me CHoCH20Me CN

[0177]  F2. AKX (DS, HF Q2 R NEE, RO REFIWE [ A, ANCHCH , Y
NCHe, t=1, HHAhFEFH A R P48 H A& .
o) 0 X 0

[0178]

[0179]
Pi's X Y/ R R | WA ("H NMR)
2-1 Me Me Me H
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2-2 Me F Me H
2-3 Me Cl Me H
2-4 Me Br Me H
2-5 Me I Me H
2-6 Me CFs Me H
27 Me CHF2 Me H
2-8 Me CF2Cl Me H
2-9 Me OMe Me H
2-10 Me NO2 Me H

[0180]
s | X Z R R* | 380 ('H NMR)
2-11 Me S02Me Me H
2-12 Cl Me Me H
2-13 Cl F Me H
2—-14 Cl Cl Me H
2-15 Cl Br Me H
2-16 Cl I Me H
2-17 Cl CFs Me H
2-18 Cl CHF2 Me H
2-19 Cl CF2Cl Me H
2-20 Cl OMe Me H
2-21 Cl NO2 Me H
2-22 Cl S0aMe Me H
2-23 OMe Me Me H
2-24 OMe F Me H
2-25 OMe Cl Me H
2-26 OMe Br Me H
2-27 OMe I Me H
2—28 OMe CFs Me H
2-29 OMe CHF2 Me H
2-30 OMe CF2Cl Me H
2-31 OMe OMe Me H
2-32 OMe NO2 Me H
2-33 OMe S02Me Me H
2-34 S02Me Me Me H
2-35 S02Me F Me H
2-36 S02Me Cl Me H
2-37 S02Me Br Me H
2-38 S02Me I Me H
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CN 104244713 B 27/152 1L
2-39 S02Me CFs Me H
2—-40 S02Me CHF > Me H
2-41 S02Me CFoCl Me H
2-42 SOsMe OMe Me H
2-43 SOsMe NO2 Me H
2-44 SOMe SO0aMe Me H
2-45 Me Me Et H
2-46 Me F Et H
2-47 Me Cl Et H

[0181]

5 | X Z R R | WEEEHE ('H NMR)
2-48 Me Br Et H
2-49 Me I Et H
2-50 Me CFs Et H
2-51 Me CHF» Et H
2-52 Me CFoCl Et H
2-53 Me OMe Et H
2-54 Me NO2 Et H
2-bb Me SO2Me Et H
2-56 Cl Me Et H
2-57 Cl F Et H
2-58 Cl Cl Et H
2-59 Cl Br Et H
2-60 Cl I Et H
2-61 Cl CFs Et H
2-62 Cl CHF2 Et H
2-63 Cl CFoCl Et H
2-64 Cl OMe Et H
2—-65 Cl NO2 Et H
2-66 Cl S02Me Et H
2-67 OMe Me Et H
2—68 OMe F Et H
2—69 OMe Cl Et H
2-70 OMe Br Et H
2-71 OMe I Et H
2-72 OMe CFs Et H
2-73 OMe CHF> Et H
2-74 OMe CFoCl Et H
2-7hH OMe OMe Et H
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[01

CN 104244713 B 28/152 11
2-76 OMe NO2 Et H
2=T7 OMe SO2Me Et H
2-78 S02Me Me Et H
2-79 SOsMe F Et H
2-80 SOsMe Cl Et H
2-81 SOMe Br Et H
2-82 SOMe I Et H
2-83 SOMe CFs Et H
2-84 SOMe CHF2 Et H

82]
5 | X Z R R | WEEEHE ('H NMR)
2-8b5 SOMe CFoCl Et H
2-86 SOMe OMe Et H
2-87 SOMe NO2 Et H
2—88 SOMe SO2Me Et H
2-89 Me Me CHoCH20Me | H
2-90 Me F CHoCH20Me | H
2-91 Me Cl CHoCH20Me | H
2-92 Me Br CHoCH20Me | H
2-93 Me I CHoCH20Me | H
2-94 Me CFs CHoCH20Me | H
2-95 Me CHF2 CHoCH20Me | H
2-96 Me CFoCl CH2CH2OMe | H
2-97 Me OMe CH2CH2OMe | H
2-98 Me NO2 CHoCH20Me | H
2-99 Me SO2Me CHoCH20Me | H
2-100 Cl Me CHoCH20Me | H
2-101 Cl F CHoCH20Me | H
2-102 Cl Cl CHoCH20Me | H
2-103 Cl Br CHoCH20Me | H
2-104 Cl I CHoCH20Me | H
2-105 Cl CFs CHo.CH20Me | H
2-106 Cl CHF» CHoCH20Me | H
2-107 Cl CFoCl CHoCH20Me | H
2-108 Cl OMe CHoCH20Me | H
2-109 Cl NO2 CHoCH20Me | H
2-110 Cl SO2Me CHoCH20Me | H
2-111 OMe Me CHoCH20Me | H
2-112 OMe F CHoCH20Me | H
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n B

[01

CN 104244713 B 29/152 1L
2-113 OMe Cl CHoCH20Me | H
2-114 OMe Br CHoCH20Me | H
2-11b OMe I CHoCH20Me | H
2-116 OMe CF3 CH2CHoOMe | H
2-117 OMe CHF» CH2CH2OMe | H
2-118 OMe CF2Cl CHoCH20Me | H
2-119 OMe OMe CHoCH20Me | H
2-120 OMe NO2 CHoCH20Me | H
2-121 OMe SO2Me CHoCH20Me | H

83]

5 | X Z R R | WEEEHE ('H NMR)
2-122 SOMe Me CHoCH20Me | H
2-123 SOMe F CHoCH20Me | H
2-124 SOMe Cl CHoCH20Me | H
2-125 SOMe Br CHoCH20Me | H
2-126 S02Me I CHoCH20Me | H
2-127 S02Me CFs CHoCH20Me | H
2-128 S02Me CHF> CHoCH20Me | H
2-129 S02Me CFoCl CHoCH20Me | H
2-130 S02Me OMe CHoCH20Me | H
2-131 S02Me NO2 CHoCH20Me | H
2-132 SOsMe SOMe CH2CH2OMe | 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 CFs Me CN
2-139 Me CHF 2 Me CN
2-140 Me CFoCl Me CN
2-141 Me OMe Me CN
2-142 Me NO2 Me CN
2-143 Me SO2Me Me CN
2-144 Cl Me Me CN
2-145 Cl F Me CN
2-146 Cl Cl Me CN
2-147 Cl Br Me CN
2-148 Cl I Me CN
2-149 Cl CFs Me CN
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2-150 Cl CHF? Me CN
2-151 Cl CF2Cl Me CN
2-152 Cl OMe Me CN
2-153 Cl NO2 Me CN
2-154 Cl S02Me Me CN
2-155 OMe Me Me CN
2-156 OMe F Me CN
2-157 OMe Cl Me CN
2-158 OMe Br Me CN
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[0184]
»e X z R R’ P E (' H NMR)

2-159 OMe I Me CN

2160 OMe CF; Me CN | (400 MHz, CDCl; 8, ppm) 7.81
(m,1H), 7.65 (d,1H), 3.91 + 3.88 (5
+5,3H), 3.65 + 3.62 (s + 5,3H), 3.21
(m,1H), 2.91 (m,1H)

2-161 OMe CHF, Me CN

2-162 OMe CF,Cl Me CN

2-163 OMe OMe Me CN

2-164 OMe NO, Me CN

2-165 OMe SO:Me Me CN

2-166 SO:Me Me Me CN

2-167 SO, Me F Me CN

2-168 S0,Me Cl Me CN

2-169 SO,Me Br Me CN

2-170 SO;Me 1 Me CN

24171 SO;Me CF; Me CN

2-172 SO,Me CHF, Me CN

2-173 SO;Me CF:Cl Me CN

2-174 SO;Me OMe Me CN

2-175 S0,Me NO; Me CN

2-176 SO,Me SO;Me Me CN

2-177 Me Me Et CN

2-178 Me F Et CN

2-179 Me al 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 CECI Kt CN

2-185 Me OMe Et CN

2-186 Me NO, Et CN

2-187 Me $0,Me Et CN

2-188 C1 Me Et CN

2-189 Cl F Et CN

2-190 Cl Cl Et CN

2-191 Cl Br Et CN

2-192 Cl 1 Et CN
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[0185]
5 | X Z R R | WEEEHE ('H NMR)
2-193 Cl CFs Et CN
2-194 Cl CHF» Et CN
2-195 Cl CFoCl Et CN
2-196 Cl OMe Et CN
2-197 Cl NO2 Et CN
2-198 Cl SO2Me 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 CFs Et CN
2-205 OMe CHF» Et CN
2-206 OMe CFoCl Et CN
2-207 OMe OMe Et CN
2-208 OMe NO2 Et CN
2-209 OMe SO2Me Et CN
2-210 S02Me Me Et CN
2-211 S02Me F Et CN
2-212 SOsMe Cl Et CN
2-213 SOsMe Br Et CN
2-214 SOMe I Et CN
2-215 SOMe CFs Et CN
2-216 SOMe CHF2 Et CN
2-217 SOMe CFoCl Et CN
2-218 SOMe OMe Et CN
2-219 SOMe NO2 Et CN
2-220 SOMe S02Me Et CN
2-221 Me Me CH2CH20Me CN
2-222 Me F CHoCH20Me CN
2-223 Me Cl CH2CH20Me CN
2224 Me Br CHoCH20Me CN
2-225 Me I CHoCH20Me CN
2-226 Me CFs CHoCH20Me CN
2-227 Me CHF> CHoCH20Me CN
2-228 Me CFoCl CHoCH20Me CN
2-229 Me OMe CHoCH20Me CN
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[0186]
5 | X Z R R | WEEEHE ('H NMR)
2-230 Me NO2 CHoCH20Me CN
2—-231 Me SOMe CH2CH2OMe | CN
2-232 Cl Me CH2CH2OMe | CN
2-233 Cl F CH2CH2OMe | CN
2-234 Cl Cl CHoCH20Me CN
2-235 Cl Br CHoCH20Me CN
2-236 Cl I CHoCH20Me CN
2-237 Cl CFs CHoCH20Me CN
2-238 Cl CHF2 CHoCH20Me CN
2-239 Cl CFoCl CHoCH20Me CN
2-240 Cl OMe CH2CH20Me CN
2-241 Cl NO2 CHoCH20Me CN
2-242 Cl SO2Me CH2CH20Me CN
2-243 OMe Me CHoCH20Me CN
2-244 OMe F CHoCH20Me CN
2245 OMe Cl CH2CH20Me CN
2—-246 OMe Br CHoCH20Me CN
2-247 OMe I CHoCH20Me CN
2248 OMe CFs CHoCH20Me CN
2—-249 OMe CHF» CH2CH2OMe | CN
2-250 OMe CFoCl CH2CH2OMe | CN
2-251 OMe OMe CH2CH2OMe | CN
2-252 OMe NO2 CHoCH20Me CN
2-253 OMe SO2Me CHoCH20Me CN
2-254 SOMe Me CHoCH20Me CN
2-255 SOMe F CHoCH20Me CN
2-256 SOMe Cl CHoCH20Me CN
2-257 SOMe Br CHoCH20Me CN
2-258 SOMe I CH2CH20Me CN
2-259 SOMe CFs CHoCH20Me CN
2-260 SOMe CHF» CH2CH20Me CN
2-261 SO02Me CFoCl CHoCH20Me CN
2-262 SO02Me OMe CHoCH20Me CN
2-263 SO02Me NO2 CHoCH20Me CN
2—-264 S02Me SO2Me CHoCH20Me CN

[0187] 3. AR (DK EY, QA3 RUONF I, R RIWH | NE, t=1, Hit

fin BB AR IR A o
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34/152 7T

[01

88]

89]
His | X Z R R* | s 80 (' NMR)
3-1 Me Me Me H
3-2 Me F Me H
3-3 Me Cl Me H
3-4 Me Br Me H
3-5 Me I Me H
3-6 Me CFs Me H
3-7 Me CHF2 Me H
3-8 Me CF2Cl Me H
3-9 Me OMe Me H
3-10 Me NO2 Me H
3-11 Me S02Me Me H
3-12 Cl Me Me H
3-13 Cl F Me H
3-14 Cl Cl Me H
3-15 Cl Br Me H
3-16 Cl I Me H
3-17 Cl CFs Me H
3-18 Cl CHF2 Me H
3-19 Cl CF2Cl Me H
3-20 Cl OMe Me H
3-21 Cl NO2 Me H
3-22 Cl S02Me Me H
3-23 OMe Me Me H
3-24 OMe F Me H
3-25 OMe Cl Me H
3-26 OMe Br Me H
3-27 OMe I Me H
3-28 OMe CFs Me H
3-29 OMe CHF2 Me H
3-30 OMe CF2Cl Me H

90]
s | X Z R R* | ¥ ('H NR)
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3-31 OMe OMe Me H
3-32 OMe NO2 Me H
3-33 OMe S0Me Me H
3-34 S0aMe Me Me H
3-35 S0aMe F Me H
3-36 SO2Me Cl Me H
3-37 SOaMe Br Me H
3-38 SOaMe I Me H
3-39 SOaMe CFs Me H
3-40 SOaMe CHF> Me H
3-41 SOaMe CF2Cl Me H
3-42 SOaMe OMe Me H
3-43 SOaMe NO2 Me H
3-44 S02Me S0:2Me Me H
3-45 Me Me Et H
3-46 Me F Et H
3-47 Me Cl Et H
3-48 Me Br Et H
3-49 Me I Et H
3-50 Me CFs Et H
3-51 Me CHF> Et H
3-52 Me CF2Cl Et H
3-53 Me OMe Et H
3-54 Me NO2 Et H
3-55 Me SOaMe Et H
3-56 Cl Me Et H
3-57 Cl F Et H
3-58 Cl Cl Et H
3-59 Cl Br Et H
3-60 Cl I Et H
3-61 Cl CF3 Et H
3-62 Cl CHF> Et H
3-63 Cl CF2Cl Et H
3-64 Cl OMe Et H
3-65 Cl NO2 Et H
3-66 Cl SO0Me Et H
3-67 OMe Me Et H

[0191]

His | X Z R R* | ¥HEHE (' NR)
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n B

[01

CN 104244713 B 36/152 1
3-68 OMe F Et H
3-69 OMe Cl Et H
3-70 OMe Br Et H
3-71 OMe I Et H
3-72 OMe CF3 Et H
3-73 OMe CHF» Et H
3-74 OMe CFoCl Et H
3-75 OMe OMe Et H
3-76 OMe NO2 Et H
3-77 OMe SO2Me Et H
3-78 SOMe Me Et H
3-79 SOMe F Et H
3-80 SOMe Cl Et H
3-81 SOMe Br Et H
3-82 SOMe I Et H
3-83 SO02Me CFs Et H
3-84 S02Me CHF> Et H
3-8bH SO02Me CFoCl Et H
3-86 S02Me OMe Et H
3-87 S02Me NO2 Et H
3-88 S02Me S02Me Et H
3-89 Me Me CH2CHoOMe | H
3-90 Me F CH2CHoOMe | H
3-91 Me Cl CH2CH2OMe | H
3-92 Me Br CHoCH20Me | H
3-93 Me I CHoCH20Me | H
3-94 Me CFs CHoCH20Me | H
3-95 Me CHF 2 CHoCH20Me | H
3-96 Me CFoCl CHoCH20Me | H
3-97 Me OMe CHoCH20Me | H
3-98 Me NO2 CHoCH20Me | H
3-99 Me SO2Me CHoCH20Me | H
3-100 Cl Me CHoCH20Me | H
3-101 Cl F CHoCH20Me | H
3-102 Cl Cl CHoCH20Me | H
3-103 Cl Br CHoCH20Me | H
3-104 Cl I CHoCH20Me | H

92]
5 | X Z R R | WEEEHE ('H NMR)
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CN 104244713 B 37/152 T
3-105 Cl CFs CH2CH20Me | H
3-106 Cl CHF> CH2CH20Me | H
3-107 Cl CF2Cl CH2CH20Me | H
3-108 Cl OMe CHoCH2OMe | H
3-109 Cl NO2 CHoCH2OMe | H
3-110 Cl S02Me CH2CH20Me | H
3-111 OMe Me CH2CH20Me | H
3-112 OMe F CH2CH20Me | H
3-113 OMe Cl CH2CH20Me | H
3-114 OMe Br CH2CH20Me | H
3-115 OMe I CH2CH20Me | H
3-116 OMe CFs CH2CH20Me | H
3-117 OMe CHF?2 CH2CH20Me | H
3-118 OMe CF2Cl CH2CH20Me | H
3-119 OMe OMe CH2CH20Me | H
3-120 OMe NO2 CH2CH20Me | H
3-121 OMe S02Me CH2CH20Me | H
3-122 S02Me Me CH2CH20Me | H
3-123 S02Me F CHoCH20Me | H
3-124 S02Me Cl CH2CH20Me | H
3-125 S02Me Br CH2CH20Me | H
3-126 SOMe I CHoCH2OMe | H
3-127 SOMe CFs CHoCH2OMe | H
3-128 SOMe CHF2 CH2CH20Me | H
3-129 S02Me CF2Cl CH2CH20Me | H
3-130 S02Me OMe CH2CH20Me | H
3-131 S02Me NO2 CH2CH20Me | H
3-132 S02Me S02Me CH2CH20Me | H
3-133 | Me Me Me CN
3-134 | Me F Me CN
3-135 | Me Cl Me CN
3-136 | Me Br Me CN
3-137 | Me I Me CN
3-138 | Me CFs Me CN
3-139 | Me CHF>2 Me CN
3-140 | Me CF2Cl Me CN
3-141 Me OMe Me CN
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B

CN 104244713 B 38/152 7L
[0193]

»F X z R R’ W EHAE('H NMR)
3-142 Me NO; Me CN

3-143 Me SO:Me Me CN

3-144 1 Me Me CN

3-145 cl F Me CN

3-146 Cl Cl Me CN

3-147 cl Br Me CN

3-148 cl I Me CN

3-149 cl CF; Me CN

3-150 Q1 CHF, Me CN

3-151 1 CF,Cl Me CN

3-152 Cl OMe Me CN

3-153 €l NG, Me CN

3-154 cl SO,Me 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 | (400 MHz, CDCl; 8, ppm) 7.94

(d,1H), 7.86 (d,1H), 7.52 (s,1 H),
3.99 (s,3H), 3.75 (5,3H), 3.69 (s.3H)

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 SO;Me Me CN

3-166 SO;Me Me Me CN

3-167 SO;Me F Me CN

3-168 S0O;Me Cl Me CN

3-169 50,Me Br Me CN

3-170 S0;Me | Me CN

3171 SO,Me CF; Me CN

3-172 SO,Me CHF; Me CN

3-173 S0O,Me CE; (1 Me CN

3-174 SO;Me OMe Me CN

3-175 SO, Me NO; Me CN

3-176 S0,Me SO,Me Me CN
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B

CN 104244713 B 39/152 1L
[0194]
5 | X Z R R | WEEEHE ('H NMR)
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 CFs Et CN
3-183 Me CHF2 Et CN
3-184 Me CFoCl Et CN
3-185 Me OMe Et CN
3-186 Me NO2 Et CN
3-187 Me SO2Me Et CN
3-188 Cl Me Et CN
3-189 Cl F Et CN
3-190 Cl Cl Et CN
3-191 Cl Br Et CN
3-192 Cl I Et CN
3-193 Cl CFs Et CN
3-194 Cl CHF > Et CN
3-195 Cl CFoCl Et CN
3-196 Cl OMe Et CN
3-197 Cl NO2 Et CN
3-198 Cl S02Me Et CN
3-199 OMe Me Et CN
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 CFs Et CN
3-205 OMe CHF» Et CN
3-206 OMe CFoCl Et CN
3-207 OMe OMe Et CN
3-208 OMe NO2 Et CN
3-209 OMe SO2Me Et CN
3-210 SO02Me Me Et CN
3-211 S02Me F Et CN
3-212 S02Me Cl Et CN
3-213 S02Me Br Et CN
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n B

CN 104244713 B 40/152 1L
[0195]
5 | X Z R R | WEEEHE ('H NMR)
3-214 S02Me I Et CN
3-215 SOsMe CF3 Et CN
3-216 SOsMe CHF» Et CN
3-217 SOsMe CF2Cl Et CN
3-218 SOMe OMe Et CN
3-219 SOMe NO2 Et CN
3-220 SOMe SO2Me Et CN
3-221 Me Me CHoCH20Me CN
3-222 Me F CHoCH20Me CN
3-223 Me Cl CHoCH20Me CN
3-224 Me Br CH2CH20Me CN
3-225 Me I CHoCH20Me CN
3-226 Me CFs CH2CH20Me CN
3-227 Me CHF» CHoCH20Me CN
3-228 Me CFoCl CHoCH20Me CN
3-229 Me OMe CH2CH20Me CN
3-230 Me NO2 CHoCH20Me CN
3-231 Me SO2Me CHoCH20Me CN
3-232 Cl Me CHoCH20Me CN
3-233 Cl F CH2CH2OMe | CN
3-234 Cl Cl CH2CH2OMe | CN
3-235 Cl Br CH2CH2OMe | CN
3-236 Cl I CHoCH20Me CN
3-237 Cl CFs CHoCH20Me CN
3-238 Cl CHF 2 CHoCH20Me CN
3-239 Cl CFoCl CHoCH20Me CN
3-240 Cl OMe CHoCH20Me CN
3-241 Cl NO2 CHoCH20Me CN
3-242 Cl S02Me CH2CH20Me CN
3-243 OMe Me CHoCH20Me CN
3-244 OMe F CH2CH20Me CN
3-245 OMe Cl CHoCH20Me CN
3-246 OMe Br CHoCH20Me CN
3-247 OMe I CHoCH20Me CN
3-248 OMe CFs CHoCH20Me CN
3-249 OMe CHF > CHoCH20Me CN
3-250 OMe CFoCl CHoCH20Me CN
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n B

CN 104244713 B 41/152 71
[0196]

5 | X Z R R | W ('H ONVR)

3-251 | OMe OMe CHoCH20Me | CN

3-252 | OMe NO: CHoCH20Me | CN

3-253 | OMe SO:Me CHoCH20Me | CN

3-254 | SO:Me Me CHoCH2OMe | CN

3-255 | SO:Me F CHoCH20Me | CN

3-256 | SO:Me cl CHoCH20Me | CN

3-257 | SO:Me Br CH2CH20Me | CN

3-258 | SO:Me I CH2CH20Me | CN

3-259 | SO:Me CF3 CH2CH20Me | CN

3-260 | SO:Me CHF? CH2CH20Me | CN

3-261 | SO:Me CFC1 CH2CH20Me | CN

3-262 | SO:Me OMe CH2CH20Me | CN

3-263 | SO:Me NO» CH2CH20Me | CN

3-264 | SO:Me SOMe CH2CH20Me | CN
[0197]  F3a. AKX (D LAY, QN3 RONZ I, RV RIWSE 9 A, t=1, Hit

fib [ B AT R R A

[0198]

[0199]
Bis | X Z R R* | HE5E (C'H NR)
3a-1 Me Me Me H
3a—2 Me F Me H
3a-3 Me Cl Me H
3a—4 Me Br Me H
3a—b Me I Me H
3a—6 Me CFs Me H
3a—7 Me CHF2 Me H
3a—8 Me CF2Cl Me H
3a—9 Me OMe Me H
3a—-10 Me NO2 Me H
3a-11 Me S02Me Me H
3a-12 Cl Me Me H
3a—-13 Cl F Me H
3a—-14 Cl Cl Me H
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B

CN 104244713 B 42/152 1%
[0200]
Hiv | X Z R R* | 3 404 ('H NMR)
3a—-15 Cl Br Me H
3a—-16 Cl I Me H
3a—-17 Cl CFs Me H
3a-18 Cl CHF2 Me H
3a—-19 Cl CF2Cl Me H
3a—20 Cl OMe Me H
3a—21 Cl NO2 Me H
3a-22 Cl SO0aMe Me H
3a—23 OMe Me Me H
3a—24 OMe F Me H
3a—25 OMe Cl Me H
3a—26 OMe Br Me H
3a—27 OMe I Me H
3a—28 OMe CFs Me H
3a—29 OMe CHF2 Me H
3a—30 OMe CF2Cl Me H
3a—31 OMe OMe Me H
3a—32 OMe NO2 Me H
3a—33 OMe S02Me Me H
3a-34 S0Me Me Me H
3a—35 S0aMe F Me H
3a—36 S0aMe Cl Me H
3a—37 S02Me Br Me H
3a—38 S02Me I Me H
3a—39 S02Me CFs Me H
3a—40 S02Me CHF2 Me H
3a—41 S02Me CF2Cl Me H
3a—42 S02Me OMe Me H
3a—43 SO02Me NO2 Me H
3a—44 SO02Me S02Me Me H
3a—45 Me Me Et H
3a—46 Me F Et H
3a—47 Me Cl Et H
3a—48 Me Br Et H
3a—49 Me I Et H
3a—h0 Me CFs Et H
3a-hl Me CHF2 Et H
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B

CN 104244713 B 43/152 1L
[0201]
5 | X Z R R | WEEEHE ('H NMR)
3a—bH2 Me CFoCl Et H
3a-53 Me OMe Et H
3a—bH4 Me NO2 Et H
3a—b5b Me S02Me Et H
3a—b6 Cl Me Et H
3a—bH7 Cl F Et H
3a—bH8 Cl Cl Et H
3a—b9 Cl Br Et H
3a—60 Cl I Et H
3a—61 Cl CFs Et H
3a—62 Cl CHF» Et H
3a—63 Cl CFoCl Et H
3a—64 Cl OMe Et H
3a—65 Cl NO2 Et H
3a—66 Cl SO2Me Et H
3a—67 OMe Me Et H
3a—68 OMe F Et H
3a—69 OMe Cl Et H
3a-70 OMe Br Et H
3a—-71 OMe I Et H
3a—-72 OMe CF3 Et H
3a—-73 OMe CHF» Et H
3a-74 OMe CFoCl Et H
3a-7h OMe OMe Et H
3a-76 OMe NO2 Et H
3a—-T7 OMe S02Me Et H
3a—-78 SOMe Me Et H
3a—-79 SOMe F Et H
3a—80 SOMe Cl Et H
3a—-81 SOMe Br Et H
3a—82 SOMe I Et H
3a—83 SO02Me CFs Et H
3a—84 SO02Me CHF> Et H
3a—8b5 SO02Me CFoCl Et H
3a—86 S02Me OMe Et H
3a—87 S02Me NO2 Et H
3a—88 S02Me SO2Me Et H
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n B

CN 104244713 B 44/152 1%
[0202]
His | X Z R R* | 38 (' NR)
3a—89 Me Me CHaoCH20Me | H
3a-90 | Me F CH2CH20Me | H
3a-91 Me Cl CH2CH20Me | H
3a-92 | Me Br CH2CH20Me | H
3a-93 | Me I CH2CH20Me | H
3a-94 | Me CFs CH2CH20Me | H
3a—95 | Me CHF> CH2CH20Me | H
3a-96 | Me CF2Cl CH2CH20Me | H
3a-97 | Me OMe CH2CH20Me | H
3a-98 | Me NO2 CH2CH20Me | H
3a-99 | Me SO0Me CH2CH20Me | H
3a-100 | Cl Me CH2CH20Me | H
3a-101 | Cl F CH2CH20Me | H
3a-102 | Cl Cl CH2CH20Me | H
3a-103 | Cl Br CH2CH20Me | H
3a-104 | Cl I CH2CH20Me | H
3a-105 | Cl CFs CH2CH20Me | H
3a—-106 | CI CHF> CH2CH20Me | H
3a-107 | CI CF2Cl CH2CH20Me | H
3a-108 | CI OMe CH2CH20Me | H
3a—-109 | CI NO2 CH2CH20Me | H
3a—-110 | CI S0aMe CH2CH20Me | H
3a—-111 | OMe Me CH2CH20Me | H
3a—-112 | OMe F CH2CH20Me | H
3a—-113 | OMe Cl CH2CH20Me | H
3a—-114 | OMe Br CH2CH20Me | H
3a—-115 | OMe I CH2CH20Me | H
3a—-116 | OMe CF3 CH2CH20Me | H
3a—-117 | OMe CHF> CH2CH20Me | H
3a-118 | OMe CF2Cl CH2CH20Me | H
3a-119 | OMe OMe CH2CH20Me | H
3a—-120 | OMe NO2 CH2CH20Me | H
3a-121 | OMe SO0Me CH2CH20Me | H
3a—-122 | SO=Me Me CH2CH20Me | H
3a—-123 | SO2Me F CH2CH20Me | H
3a—-124 | SO2Me Cl CH2CH20Me | H
3a—-125 | SO2Me Br CH2CH20Me | H
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n B

CN 104244713 B 45/152 1%
[0203]

Hiv | X Z R R* | 3 404 ('H NMR)
3a—126 | SOMe I CH2CH20Me | H
3a—127 | SOMe CFs CH2CH20Me | H
3a—128 | SOMe CHF2 CH2CH20Me | H
3a—129 | SOMe CF2Cl CH2CH20Me | H
3a—130 | SOMe OMe CH2CH2OMe | H
3a—131 | SOMe NO2 CH2CH2OMe | H
3a—132 | SOMe S02Me CH2CH20OMe | H
3a-133 | Me Me Me CN
3a—134 | Me F Me CN
3a—135 | Me Cl Me CN
3a—136 | Me Br Me CN
3a—137 | Me I Me CN
3a—138 | Me CFs Me CN
3a—139 | Me CHF2 Me CN
3a—140 | Me CF2Cl Me CN
3a—141 | Me OMe Me CN
3a—142 | Me NO2 Me CN
3a—143 | Me S02Me Me CN
3a-144 | CI Me Me CN
3a—-145 | CI F Me CN
3a—-146 | Cl Cl Me CN
3a—-147 | Cl Br Me CN
3a—148 | Cl I Me CN
3a—149 | Cl CFs Me CN
3a-150 | Cl CHF2 Me CN
3a-151 | Cl CF2Cl Me CN
3a-152 | Cl OMe Me CN
3a-153 | Cl NO2 Me CN
3a—-154 | Cl S02Me Me CN
3a—1565 | OMe Me Me CN
3a—156 | OMe F Me CN
3a—157 | OMe Cl Me CN
3a—158 | OMe Br Me CN
3a—159 | OMe I Me CN
3a—160 | OMe CFs Me CN
3a—161 | OMe CHF2 Me CN
3a—162 | OMe CF2Cl Me CN
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B

CN 104244713 B 46/152 1T
[0204]
His | X Z R R* | 38 (' NR)
3a—-163 | OMe OMe Me CN
3a—-164 | OMe NO2 Me CN
3a—-165 | OMe S0aMe Me CN
3a—-166 | SO2Me Me Me CN
3a—-167 | SOMe F Me CN
3a—-168 | SOMe Cl Me CN
3a—-169 | SO=Me Br Me CN
3a=-170 | SO=Me I Me CN
3a=-171 | SO=Me CFs Me CN
3a=172 | SO=Me CHF> Me CN
3a-173 | SO=Me CF2Cl Me CN
3a—174 | SOMe OMe Me CN
3a—-175 | SO=Me NO2 Me CN
3a-176 | SO=Me SO0Me Me CN
3a-177 | Me Me Et CN
3a-178 | Me F Et CN
3a-179 | Me Cl Et CN
3a—-180 | Me Br Et CN
3a—-181 | Me I Et CN
3a—-182 | Me CFs Et CN
3a—-183 | Me CHF> Et CN
3a—-184 | Me CF2Cl Et CN
3a-185 | Me OMe Et CN
3a—-186 | Me NO2 Et CN
3a—-187 | Me SO0aMe Et CN
3a-188 | Cl Me Et CN
3a-189 | Cl F Et CN
3a-190 | Cl Cl Et CN
3a-191 | Cl Br Et CN
3a-192 | Cl I Et CN
3a-193 | Cl CFs Et CN
3a-194 | Cl CHF> Et CN
3a-195 | Cl CF2Cl Et CN
3a-196 | Cl OMe Et CN
3a-197 | Cl NO2 Et CN
3a-198 | CI SO0Me Et CN
3a-199 | OMe Me Et CN
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n B

CN 104244713 B 47/152 T
[0205]
a5 | X Z R R | W 50E ('H NMR)
3a—200 | OMe F Et CN
3a—201 | OMe Cl Et CN
3a—-202 | OMe Br Et CN
3a-203 | OMe I Et CN
3a—204 | OMe CF3 Et CN
3a—205 | OMe CHF2 Et CN
3a—206 | OMe CF2Cl Et CN
3a—207 | OMe OMe Et CN
3a—208 | OMe NO2 Et CN
3a—209 | OMe SO2Me Et CN
3a—210 | SOMe Me Et CN
3a—211 | SOMe F Et CN
3a—212 | SOMe Cl Et CN
3a—213 | SOMe Br Et CN
3a—214 | SOMe I Et CN
3a—215 | SOMe CFs Et CN
3a—216 | SOMe CHF2 Et CN
3a—217 | SOMe CF2Cl Et CN
3a—218 | SOMe OMe Et CN
3a—219 | SOMe NO2 Et CN
3a—220 | SOMe SO2Me Et CN
3a—221 | Me Me CH2CH20Me | CN
3a—222 | Me F CHaCH20Me | CN
3a—223 | Me Cl CHaCH20Me | CN
3a—224 | Me Br CHaCH20Me | CN
3a—225 | Me I CHaCH20Me | CN
3a—226 | Me CF3 CHaCH20Me | CN
3a—227 | Me CHF2 CHaCH20Me | CN
3a—228 | Me CF2Cl CHaCH20Me | CN
3a—229 | Me OMe CHaCH20Me | CN
3a—-230 | Me NO2 CHaCH20Me | CN
3a—231 | Me SO2Me CHaCH20Me | CN
3a-232 | Cl Me CHaCH20Me | CN
3a-233 | Cl F CHaCH20Me | CN
3a-234 | Cl Cl CHaCH20Me | CN
3a-235 | Cl Br CHaCH20Me | CN
3a-236 | Cl I CHaCH20Me | CN
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n B

CN 104244713 B 48/152 T

[0206]
5 | X Z R R | W ('H ONVR)
3a-237 | Cl CF3 CHeCH2OMe | CN
3a-238 | Cl CHF> CHoCH2OMe | CN
3a-239 | Cl CF2C1 CHoCH2OMe | CN
3a-240 | Cl OMe CHoCH20Me | CN
3a-241 | Cl NO: CHeCHeOMe | CN
3a-242 | Cl SO2Me CHeCHeOMe | CN
3a-243 | OMe Me CHeCHeOMe | CN
3a-244 | OMe F CHeCHeOMe | CN
3a-245 | OMe Cl CHeCHeOMe | CN
3a-246 | OMe Br CHeCHeOMe | CN
3a-247 | OMe I CHeCHeOMe | CN
3a-248 | OMe CF3 CHeCHeOMe | CN
3a-249 | OMe CHF? CHeCHeOMe | CN
3a-250 | OMe CF2C1 CHeCH2OMe | CN
3a-251 | OMe OMe CHeCHeOMe | CN
3a-252 | OMe NO: CHeCH2OMe | CN
3a-253 | OMe S02Me CHeCH2OMe | CN
3a-254 | SOaMe Me CHeCH2OMe | CN
3a-255 | SOsMe F CHeCH2OMe | CN
3a-256 | SOsMe cl CHoCH2OMe | CN
3a-257 | SOsMe Br CHoCH2OMe | CN
3a-258 | SOsMe I CHoCH20Me | CN
3a-259 | SOsMe CF3 CHeCHoOMe | CN
3a-260 | SOsMe CHF? CHeCHeOMe | CN
3a-261 | SO:Me CF2Cl CHeCHeOMe | CN
3a-262 | SO:Me OMe CHeCHeOMe | CN
3a-263 | SOsMe NO» CHeCHeOMe | CN
3a-264 | SO:Me SO:Me CHeCHeOMe | CN

[0207] 4. AR AR (D A1, HoQhQ3, RUFIR S [ A F 4, RPN N AL t=1,

H A B AT R F5 5 3

H,C X R
S=N
[0208] R
H,C
[0209]
%' X Z R R | W3 E ("H NMR)
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B

CN 104244713 B 49/152 1(
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
4-6 Me CFs Me H
4-7 Me CHF2 Me H
4-8 Me CF2Cl Me H
4-9 Me OMe Me H
4-10 Me NO2 Me H
4-11 Me S02Me Me H
4-12 Cl Me Me H
4-13 Cl F Me H
4-14 Cl Cl Me H
4-15 Cl Br Me H
4-16 Cl I Me H
4-17 Cl CFs Me H
4-18 Cl CHF2 Me H
4-19 Cl CF2Cl Me H
4-20 Cl OMe Me H
4-21 Cl NO2 Me H
4-22 Cl S0Me Me H
4-23 OMe Me Me H
4-24 OMe F Me H
4-25 OMe Cl Me H
4-26 OMe Br Me H
4-27 OMe I Me H
4-28 OMe CFs Me H
4-29 OMe CHF2 Me H
4-30 OMe CF2Cl Me H
4-31 OMe OMe Me H
4-32 OMe NO2 Me H
4-33 OMe S02Me Me H
4-34 S02Me Me Me H
4-35 S0Me F Me H

[0210]
v |X Z R R* | 3804 ('H NMR)
4-36 S0Me Cl Me H
4-37 S0Me Br Me H
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B

CN 104244713 B 50/152 0T
4-38 S0Me I Me H
4-39 S0Me CFs Me H
4-40 S0Me CHF> Me H
4-41 S0aMe CF2Cl Me H
4-42 S0aMe OMe Me H
4-43 SOsMe NO2 Me H
4-44 S02Me SO02Me 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
4-50 Me CFs Et H
4-51 Me CHF> Et H
4-52 Me CF2Cl Et H
4-53 Me OMe Et H
4-54 Me NO2 Et H
4-55 Me SO0Me Et H
4-56 Cl Me Et H
4-57 Cl F Et H
4-58 Cl Cl Et H
4-59 Cl Br Et H
4-60 Cl I Et H
4-61 Cl CFs Et H
4-62 Cl CHF> Et H
4-63 Cl CF2Cl Et H
4-64 Cl OMe Et H
4-65 Cl NO2 Et H
4-66 Cl SO0Me Et H
4-67 OMe Me Et H
4-68 OMe F Et H
4-69 OMe Cl Et H
4-70 OMe Br Et H
4-71 OMe I Et H
4-72 OMe CFs Et H

[0211]

His | X Z R R* | 3804 ('H NMR)
4-73 OMe CHF> Et H
4-74 OMe CF2Cl Et H
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n B

CN 104244713 B 51/152 1L
4-75 OMe OMe Et H
4-76 OMe NO2 Et H
4-77 OMe S02Me Et H
4-78 SOsMe Me Et H
4-79 SOsMe F Et H
4-80 SOMe Cl Et H
4-81 SOMe Br Et H
4-82 SOMe I Et H
4-83 SOMe CFs Et H
4-84 SOMe CHF2 Et H
4-85 SOMe CFoCl Et H
4-86 SOMe OMe Et H
4-87 SOMe NO2 Et H
4-88 SOMe SO2Me Et H
4-89 Me Me CHo.CH20Me | H
4-90 Me F CHoCH20Me | H
4-91 Me Cl CHoCH20Me | H
4-92 Me Br CHoCH20Me | H
4-93 Me I CHoCH20Me | H
4-94 Me CFs CHoCH20Me | H
4-95 Me CHF 2 CHoCH20Me | H
4-96 Me CFoCl CH2CHoOMe | H
4-97 Me OMe CH2CHoOMe | H
4-98 Me NO2 CH2CH2OMe | H
4-99 Me S02Me CHoCH20Me | H
4-100 Cl Me CHoCH20Me | H
4-101 Cl F CHoCH20Me | H
4-102 Cl Cl CHoCH20Me | H
4-103 Cl Br CHoCH20Me | H
4-104 Cl I CHoCH20Me | H
4-105 Cl CFs CHoCH20Me | H
4-106 Cl CHF» CHoCH20Me | H
4-107 Cl CFoCl CHoCH20Me | H
4-108 Cl OMe CHoCH20Me | H
4-109 Cl NO2 CHoCH20Me | H

[0212]
5 | X Z R R | WER L ('H NMR)
4-110 Cl SO2Me CHoCH20Me | H
4-111 OMe Me CHoCH20Me | H
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CN 104244713 B 52/152 T1
4-112 OMe F CH2CH20Me | H
4-113 OMe Cl CH2CH20Me | H
4-114 OMe Br CH2CH20Me | H
4-115 OMe I CH2CH20Me | H
4-116 OMe CFs CH2CH20Me | H
4-117 OMe CHF> CH2CH2OMe | H
4-118 OMe CF2Cl CH2CH20Me | H
4-119 OMe OMe CH2CH20Me | H
4-120 OMe NO2 CH2CH20Me | H
4-121 OMe SO0aMe CH2CH20Me | H
4-122 SOaMe Me CH2CH20Me | H
4-123 SOaMe F CH2CH20Me | H
4-124 SOaMe Cl CH2CH20Me | H
4-125 SOaMe Br CH2CH20Me | H
4-126 SOaMe I CH2CH20Me | H
4-127 S0Me CFs CH2CH20Me | H
4-128 S0Me CHF2 CH2CH20Me | H
4-129 S0Me CF2Cl CH2CH20Me | H
4-130 S0Me OMe CH2CH20Me | H
4-131 S0Me NO2 CH2CH20Me | H
4-132 S0Me S0Me CH2CH20Me | 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 CFs Me CN
4-139 | Me CHF2 Me CN
4-140 | Me CF2Cl Me CN
4-141 Me OMe Me CN
4-142 | Me NO2 Me CN
4-143 Me S02Me Me CN
4-144 Cl Me Me CN
4-145 Cl F Me CN
4-146 Cl Cl Me CN
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[0213]
&5 X YA R R’ 9 #E(HNMR)

4-147 Ci Br Me CN

4-148 Cl I Me CN ‘

4-149 €l CF, Me CN

4-150 Cl CHF; Me CN

4-151 Cl CF;Cl1 Me CN

4-1582 Cl OMe Me CN

4-153 Cl NO, Me CN

4-154 Cl SO;Me 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

4-159 OMe I Me N

4-160 OMe CF; Me CN | (400 MHz CDCl; §, ppm) 7.85

(d,1H), 7.75 (d,1H), 4.03 (s,3H), 3.68
(3,3H), 3.65 (s,3H), 1.90 (s,3H)

4-161 OMe CHF,; Me CN

4-162 OMe CE;Cl Me CN

4-163 OMe OMe Me CN

4-164 OMe NO, Me CN

4-165 OMe SO, Me Me CN

4-166 S0;Me Me Me CN

4-167 SO,Me F Me CN

4-168 SO,Me I M CN

4-169 SO,Me Br Me CN

4-170 SO,Me 1 Me CN

4-171 SO:Me CF; Me CN

4-172 SO, Me CHF; Me CN

4-173 SO;Me CE;Cl M CN

4-174 SO,Me OMe Me CN

4-175 SO,Me NG Me CN

4-176 S0;Me SO:Me Me CN

4-177 Me Me Et CN

4-178 Me F Et CN

4-179 Me €l Et CN

4-180 Me Br Et CN

4-181 Me 1 Et CN

4-182 Me CF; Kt CN
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[0214]
5 | X Z R R | WEEEHE ('H NMR)
4-183 Me CHF 2 Et CN
4-184 Me CFoCl Et CN
4-185 Me OMe Et CN
4-186 Me NO2 Et CN
4-187 Me SO2Me Et CN
4-188 Cl Me Et CN
4-189 Cl F Et CN
4-190 Cl Cl Et CN
4-191 Cl Br Et CN
4-192 Cl I Et CN
4-193 Cl CFs Et CN
4-194 Cl CHF» Et CN
4-195 Cl CFoCl Et CN
4-196 Cl OMe Et CN
4-197 Cl NO2 Et CN
4-198 Cl SO2Me 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 CFs Et CN
4-205 OMe CHF2 Et CN
4-206 OMe CFoCl Et CN
4-207 OMe OMe Et CN
4-208 OMe NO2 Et CN
4-209 OMe S02Me Et CN
4-210 SOMe Me Et CN
4-211 SOMe F Et CN
4-212 SOMe Cl Et CN
4-213 SOMe Br Et CN
4-214 SO02Me I Et CN
4-215 SO02Me CFs Et CN
4-216 SO02Me CHF> Et CN
4-217 S02Me CFoCl Et CN
4-218 S02Me OMe Et CN
4-219 S02Me NO2 Et CN
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[0215]
5 | X Z R R | WEEEHE ('H NMR)
4-220 S02Me S02Me Et CN
4-221 Me Me CH2CH2OMe | CN
4-222 Me F CH2CH2OMe | CN
4-223 Me Cl CH2CH2OMe | CN
4-224 Me Br CHoCH20Me CN
4-225 Me I CHoCH20Me CN
4-226 Me CFs CHoCH20Me CN
4-227 Me CHF» CHoCH20Me CN
4-228 Me CFoCl CHoCH20Me CN
4-229 Me OMe CHoCH20Me CN
4-230 Me NO2 CH2CH20Me CN
4-231 Me SO2Me CHoCH20Me CN
4-232 Cl Me CH2CH20Me CN
4-233 Cl F CHoCH20Me CN
4-234 Cl Cl CHoCH20Me CN
4-235 Cl Br CH2CH20Me CN
4-236 Cl I CHoCH20Me CN
4-237 Cl CFs CHoCH20Me CN
4-238 Cl CHF > CHoCH20Me CN
4-239 Cl CFoCl CH2CH2OMe | CN
4-240 Cl OMe CH2CH2OMe | CN
4-241 Cl NO2 CH2CH2OMe | CN
4-242 Cl SO2Me CHoCH20Me CN
4-243 OMe Me CHoCH20Me CN
4-244 OMe F CHoCH20Me CN
4-245 OMe Cl CHoCH20Me CN
4-246 OMe Br CHoCH20Me CN
4-247 OMe I CHoCH20Me CN
4-248 OMe CFs CH2CH20Me CN
4-249 OMe CHF» CHoCH20Me CN
4-250 OMe CFoCl CH2CH20Me CN
4-251 OMe OMe CHoCH20Me CN
4-252 OMe NO2 CHoCH20Me CN
4-253 OMe S02Me CHoCH20Me CN
4-254 S02Me Me CHoCH20Me CN
4-255 S02Me F CHoCH20Me CN
4-256 S02Me Cl CHoCH20Me CN
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CN 104244713 B 56/152 T1
[0216]

His | X Z R R* | 38 (' NR)

4-257 S02Me Br CH2CH20Me | CN

4-258 S0Me I CH2CH20Me | CN

4-259 S0aMe CFs CH2CH20Me | CN

4-260 S0aMe CHF2 CH2CH20Me | CN

4-261 S02Me CF2Cl CH2CH20Me | CN

4-262 S02Me OMe CH2CH20Me | CN

4-263 S02Me NO2 CH2CH20Me | CN

4-264 SO02Me S02Me CH2CH20Me | CN
[0217]  R5: AR BMEY, HhQhad WAS t=1, HHABER BA L PR
[0218]
[0219]

i | X Z R R™ | #7385 ('H NMR)

h—-1 Me Me Me H

h—2 Me F Me H

5-3 Me Cl Me H

b—4 Me Br Me H

55 Me I Me H

5—6 Me CFs Me H

b7 Me CHF2 Me H

5-8 Me CF2Cl Me H

h—9 Me OMe Me H

5-10 Me NO2 Me H

511 Me S0oMe Me H

bh—12 Cl Me Me H

5-13 Cl F Me H

b—14 Cl Cl Me H

b—-15 Cl Br Me H

516 Cl I Me H

b—17 Cl CFs Me H

5-18 Cl CHF2 Me H

5-19 Cl CFoCl Me H

5—20 Cl OMe Me H
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[0220]
Hiv | X Z R R* | 3 404 ('H NMR)
h-21 Cl NO2 Me H
b—-22 Cl S0aMe Me H
b—-23 OMe Me Me H
b—24 OMe F Me H
5-25 OMe Cl Me H
5-26 OMe Br Me H
5-27 OMe I Me H
5-28 OMe CFs Me H
5-29 OMe CHF2 Me H
5-30 OMe CF2Cl Me H
5-31 OMe OMe Me H
5-32 OMe NO2 Me H
5-33 OMe SO0Me Me H
h—34 S02Me Me Me H
5-3H S02Me F Me H
5-36 S02Me Cl Me H
5-37 S02Me Br Me H
5-38 S02Me I Me H
5-39 S02Me CFs Me H
5-40 S0Me CHF2 Me H
b—41 S0aMe CF2Cl Me H
b—42 S0aMe OMe Me H
5-43 S02Me NO2 Me H
b—44 S02Me SO02Me Me H
5-45 Me Me Et H
5-46 Me F Et H
=47 Me Cl Et H
5-48 Me Br Et H
5-49 Me I Et H
5-50 Me CFs Et H
5-51 Me CHF2 Et H
5-52 Me CF2Cl Et H
5-53 Me OMe Et H
5-5H4 Me NO2 Et H
5-5b Me SO0Me Et H
5-56 Cl Me Et H
b—h7 Cl F Et H
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CN 104244713 B 58/152 L
[0221]
5 | X Z R R | WEEEHE ('H NMR)
Hh—5H8 Cl Cl Et H
5-59 Cl Br Et H
5—60 Cl I Et H
5-61 Cl CFs Et H
5—62 Cl CHF2 Et H
5-63 Cl CFoCl Et H
5—64 Cl OMe Et H
5—65 Cl NO2 Et H
5—66 Cl S02Me 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
5h=T71 OMe I Et H
5=72 OMe CFs Et H
5=73 OMe CHF> Et H
5-74 OMe CFoCl Et H
bh=Th OMe OMe Et H
bh=T6 OMe NO2 Et H
5=T77 OMe SOMe Et H
5—=78 SOsMe Me Et H
5=79 SOsMe F Et H
5-80 SOMe Cl Et H
581 SOMe Br Et H
5-82 SOMe I Et H
5-83 SOMe CFs Et H
5—-84 SOMe CHF 2 Et H
5-8b5 SOMe CFoCl Et H
5-86 SOMe OMe Et H
5H-87 SOMe NO2 Et H
5—88 SOMe SO2Me Et H
5—89 Me Me CHoCH20Me | H
5-90 Me F CHoCH20Me | H
5-91 Me Cl CHoCH20Me | H
5-92 Me Br CHoCH20Me | H
5-93 Me I CHoCH20Me | H
5-94 Me CFs CHoCH20Me | H
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n B

CN 104244713 B 59/152 L
[0222]
5 | X Z R R | WEEEHE ('H NMR)
5-95H Me CHF 2 CHoCH20Me | H
5-96 Me CFoCl CH2CH2OMe | H
5-97 Me OMe CH2CH2OMe | H
5—98 Me NO2 CH2CH2OMe | H
5-99 Me SO2Me CHoCH20Me | H
5-100 Cl Me CHoCH20Me | H
5-101 Cl F CHoCH20Me | H
5-102 Cl Cl CHoCH20Me | H
5-103 Cl Br CHoCH20Me | H
5-104 Cl I CHoCH20Me | H
5-105 Cl CFs CHoCH20Me | H
5-106 Cl CHF» CHoCH20Me | H
5-107 Cl CFoCl CHoCH20Me | H
5-108 Cl OMe CHoCH20Me | H
5-109 Cl NO2 CHoCH20Me | H
5-110 Cl SO2Me CHoCH20Me | H
h-111 OMe Me CHoCH20Me | H
h-112 OMe F CHoCH20Me | H
h-113 OMe Cl CHoCH20Me | H
5-114 OMe Br CH2CH2OMe | H
5-115 OMe I CH2CH2OMe | H
5-116 OMe CF3 CH2CH2OMe | H
5-117 OMe CHF2 CHoCH20Me | H
5-118 OMe CFoCl CHoCH20Me | H
5-119 OMe OMe CHoCH20Me | H
5-120 OMe NO2 CHoCH20Me | H
5-121 OMe S02Me CHoCH20Me | H
5-122 SOMe Me CHoCH20Me | H
5-123 SOMe F CHoCH20Me | H
5-124 SOMe Cl CHo.CH20Me | H
5h-125 SOMe Br CHoCH20Me | H
5h-126 SO02Me I CHoCH20Me | H
h-127 SO02Me CFs CHoCH20Me | H
5h-128 SO02Me CHF> CHoCH20Me | H
5-129 S02Me CFoCl CHoCH20Me | H
5-130 S02Me OMe CHoCH20Me | H
h—-131 S02Me NO2 CHoCH20Me | H
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CN 104244713 B 60/152 71
[0223]

5 | X Z R R | WEEEHE ('H NMR)
h—-132 S02Me S02Me CHoCH20Me | H
5-133 Me Me Me CN
5-134 Me F Me CN
5-135 Me Cl Me CN
5-136 Me Br Me CN
5-137 Me I Me CN
5-138 Me CFs Me CN
5-139 Me CHF» Me CN
5-140 Me CFoCl Me CN
5-141 Me OMe Me CN
5-142 Me NO2 Me CN
5-143 Me SO2Me Me CN
5-144 Cl Me Me CN
5-145 Cl F Me CN
5-146 Cl Cl Me CN
5-147 Cl Br Me CN
5-148 Cl I Me CN
5-149 Cl CFs Me CN
5h—-150 Cl CHF > Me CN
h-151 Cl CFoCl Me CN
5-152 Cl OMe Me CN
5-153 Cl NO2 Me CN
5-154 Cl SO2Me Me CN
5-155 OMe Me Me CN
5-156 OMe F Me CN
5-157 OMe Cl Me CN
5-158 OMe Br Me CN
5-159 OMe I Me CN
5-160 OMe CFs Me CN
5-161 OMe CHF» Me CN
5-162 OMe CFoCl Me CN
5-163 OMe OMe Me CN
5-164 OMe NO2 Me CN
h-165 OMe S02Me Me CN
5h-166 S02Me Me Me CN
bh-167 S02Me F Me CN
h—-168 S02Me Cl Me CN
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[0224]
5 | X Z R R | WEEEHE ('H NMR)
h-169 S02Me Br Me CN
5-170 SOsMe I Me CN
5-171 SOsMe CFs Me CN
5-172 SOsMe CHF» Me CN
5-173 SOMe CFoCl Me CN
5-174 SOMe OMe Me CN
5-175 SOMe NO2 Me CN
5-176 SOMe SO2Me Me CN
5-177 Me Me Et CN
5-178 Me F Et CN
5-179 Me Cl Et CN
5-180 Me Br Et CN
5-181 Me I Et CN
5-182 Me CFs Et CN
5h—-183 Me CHF> Et CN
5-184 Me CFoCl Et CN
h-18b5 Me OMe Et CN
Hh—-186 Me NO2 Et CN
h—-187 Me S02Me Et CN
h—188 Cl Me Et CN
5-189 Cl F Et CN
5-190 Cl Cl Et CN
5-191 Cl Br Et CN
5-192 Cl I Et CN
5-193 Cl CFs Et CN
5-194 Cl CHF2 Et CN
5-195 Cl CFoCl Et CN
5-196 Cl OMe Et CN
5-197 Cl NO2 Et CN
5-198 Cl SO02Me Et CN
5-199 OMe Me Et CN
5-200 OMe F Et CN
5-201 OMe Cl Et CN
5-202 OMe Br Et CN
5-203 OMe I Et CN
5-204 OMe CFs Et CN
5—-205 OMe CHF > Et CN
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CN 104244713 B 62/152 71
[0225]
5 | X Z R R | WEEEHE ('H NMR)
bh—-206 OMe CFoCl Et CN
5—-207 OMe OMe Et CN
5—-208 OMe NO2 Et CN
5-209 OMe S02Me Et CN
5-210 SOMe Me Et CN
5-211 SOMe F Et CN
5-212 SOMe Cl Et CN
5-213 SOMe Br Et CN
5214 SOMe I Et CN
5-215 SOMe CFs Et CN
5-216 SOMe CHF» Et CN
5=217 SOMe CFoCl Et CN
5-218 SOMe OMe Et CN
5-219 S02Me NO2 Et CN
5-220 S02Me SO2Me Et CN
h-221 Me Me CH2CH20Me CN
h-222 Me F CHoCH20Me CN
h-223 Me Cl CHoCH20Me CN
5-224 Me Br CHoCH20Me CN
5—-225 Me I CH2CH2OMe | CN
5—226 Me CF3 CH2CH2OMe | CN
5=227 Me CHF» CH2CH2OMe | CN
5-228 Me CFoCl CHoCH20Me CN
5-229 Me OMe CHoCH20Me CN
5-230 Me NO2 CHoCH20Me CN
5-231 Me S02Me CHoCH20Me CN
5-232 Cl Me CHoCH20Me CN
5-233 Cl F CHoCH20Me CN
5-234 Cl Cl CH2CH20Me CN
5-235 Cl Br CHoCH20Me CN
5-236 Cl I CH2CH20Me CN
5=237 Cl CFs CHoCH20Me CN
5h—-238 Cl CHF> CHoCH20Me CN
5-239 Cl CFoCl CHoCH20Me CN
5—-240 Cl OMe CHoCH20Me CN
5241 Cl NO2 CHoCH20Me CN
5242 Cl SO2Me CHoCH20Me CN
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CN 104244713 B 63/152 T
[0226]

5 | X Z R R | WEEEHE ('H NMR)

5—-243 OMe Me CHoCH20Me CN

5-244 OMe F CH2CH2OMe | CN

5-245 OMe Cl CH2CH2OMe | CN

5-246 OMe Br CH2CH2OMe | CN

5—-247 OMe I CHoCH20Me CN

5—248 OMe CFs CHoCH20Me CN

5—-249 OMe CHF2 CHoCH20Me CN

5-250 OMe CFoCl CHoCH20Me CN

5-251 OMe OMe CHoCH20Me CN

5-252 OMe NO2 CHoCH20Me CN

5-253 OMe SO2Me CH2CH20Me CN

5—2bH4 SOMe Me CHoCH20Me CN

h—=2b5 SO02Me F CH2CH20Me CN

5h—-256 S02Me Cl CHoCH20Me CN

h=257 S02Me Br CHoCH20Me CN

5h—258 S02Me I CH2CH20Me CN

5—-259 S02Me CFs CHoCH20Me CN

5-260 S02Me CHF > CHoCH20Me CN

h—-261 S02Me CFoCl CHoCH20Me CN

5262 SO2Me OMe CH2CH2OMe | CN

5263 SOsMe NO2 CH2CH2OMe | CN

5-264 SOsMe SOMe CH2CH2OMe | CN
[0227]  £R6: AKX (DA, KR, WAR, t=1, HHAEFH B AR P H 1
[0228]
[0229]

' X Z R R | PEEAE ("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-bH Me I Me H

6-6 Me CF3 Me H
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67 Me CHF> Me H
[0230]
Bis | X Z R R* | 38 ('H NR)
6—8 Me CF2Cl Me H
6-9 Me OMe Me H
6-10 Me NO2 Me H
6-11 Me S02Me Me H
6-12 Cl Me Me H
6-13 Cl F Me H
6-14 Cl Cl Me H
6-15 Cl Br Me H
6-16 Cl I Me H
6-17 Cl CFs Me H
6-18 Cl CHF> Me H
6-19 Cl CF2Cl Me H
6—20 Cl OMe Me H
6—21 Cl NO2 Me H
6—22 Cl SO0Me Me H
6-23 OMe Me Me H
6—24 OMe F Me H
6-25 OMe Cl Me H
6—26 OMe Br Me H
6-27 OMe I Me H
6—28 OMe CFs Me H
6—29 OMe CHF> Me H
6-30 OMe CF2Cl Me H
6-31 OMe OMe Me H
6-32 OMe NO2 Me H
6-33 OMe SO0Me Me H
6-34 S02Me Me Me H
6-35 SOaMe F Me H
6—36 SOaMe Cl Me H
6-37 SOaMe Br Me H
6—38 S0Me I Me H
6—39 S0Me CFs Me H
6—40 S0Me CHF> Me H
6-41 S0Me CF2Cl Me H
6—42 S0Me OMe Me H
6-43 S0Me NO2 Me H
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6-44 S0aMe SO02Me Me H
[0231]
5 | X Z R R | WEEEE ('H NMR)
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 CFs Et H
6-51 Me CHF» Et H
6—52 Me CFoCl Et H
6-53 Me OMe Et H
6-54 Me NO2 Et H
6-bHb5 Me SO2Me Et H
6-56 Cl Me Et H
6-H7 Cl F Et H
6—5H8 Cl Cl Et H
6—59 Cl Br Et H
6-60 Cl I Et H
6-61 Cl CFs Et H
6—62 Cl CHF > Et H
6—63 Cl CFoCl Et H
6—64 Cl OMe Et H
6—65 Cl NO2 Et H
6—-66 Cl SO2Me Et H
6-67 OMe Me Et H
6—68 OMe F Et H
6—69 OMe Cl Et H
6-70 OMe Br Et H
6-71 OMe I Et H
6-72 OMe CFs Et H
6-73 OMe CHF» Et H
6-74 OMe CFoCl Et H
675 OMe OMe Et H
6-76 OMe NO2 Et H
677 OMe S02Me Et H
6-78 S02Me Me Et H
6-79 S02Me F Et H
6—-80 S02Me Cl Et H
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CN 104244713 B 66/152 1
6-81 S02Me Br Et H
[0232]
5 | X Z R R | WEEEE ('H NMR)
6—82 SOsMe I Et H
6—83 SOsMe CFs Et H
6—84 SOsMe CHF» Et H
6-85 SOMe CFoCl Et H
6—-86 SOMe OMe Et H
6—-87 SOMe NO2 Et H
6—88 SOMe SO2Me Et H
6—89 Me Me CHoCH20Me | H
6-90 Me F CHoCH20Me | H
6-91 Me Cl CHoCH20Me | H
6-92 Me Br CHoCH20Me | H
6-93 Me I CHoCH20Me | H
6-94 Me CFs CHoCH20Me | H
6-95 Me CHF> CHoCH20Me | H
6-96 Me CFoCl CHoCH20Me | H
6-97 Me OMe CHoCH20Me | H
6-98 Me NO2 CHoCH20Me | H
6-99 Me S02Me CHoCH20Me | H
6—-100 Cl Me CH2CH2OMe | H
6-101 Cl F CH2CH2OMe | H
6-102 Cl Cl CH2CH2OMe | H
6-103 Cl Br CHoCH20Me | H
6-104 Cl I CHoCH20Me | H
6-105 Cl CFs CHoCH20Me | H
6—-106 Cl CHF2 CHoCH20Me | H
6-107 Cl CFoCl CHoCH20Me | H
6-108 Cl OMe CHoCH20Me | H
6-109 Cl NO2 CHoCH20Me | H
6-110 Cl SO02Me CHo.CH20Me | H
6-111 OMe Me CHoCH20Me | H
6-112 OMe F CHoCH20Me | H
6-113 OMe Cl CHoCH20Me | H
6-114 OMe Br CHoCH20Me | H
6-115 OMe I CHoCH20Me | H
6-116 OMe CFs CHoCH20Me | H
6-117 OMe CHF > CHoCH20Me | H
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CN 104244713 B 67/152 71
6-118 OMe CFoCl CHoCH20Me | H
[0233]

5 | X Z R R | WEEEE ('H NMR)
6-119 OMe OMe CH2CH2OMe | H
6-120 OMe NO2 CH2CH2OMe | H
6-121 OMe SOMe CH2CH2OMe | H
6-122 SOMe Me CHoCH20Me | H
6-123 SOMe F CHoCH20Me | H
6-124 SOMe Cl CHoCH20Me | H
6-125 SOMe Br CHoCH20Me | H
6-126 SOMe I CHoCH20Me | H
6-127 SOMe CFs CHoCH20Me | H
6-128 SOMe CHF» CHoCH20Me | H
6-129 SOMe CFoCl CHoCH20Me | H
6-130 SOMe OMe CHoCH20Me | H
6-131 S02Me NO2 CHoCH20Me | H
6-132 S02Me SO2Me CHoCH20Me | H
6-133 Me Me Me CN
6-134 Me F Me CN
6-135 Me Cl Me CN
6—-136 Me Br Me CN
6-137 Me I Me CN
6-138 Me CF3 Me CN
6-139 Me CHF» Me CN
6-140 Me CFoCl Me CN
6-141 Me OMe Me CN
6-142 Me NO2 Me CN
6-143 Me S02Me Me CN
6-144 Cl Me Me CN
6-145 Cl F Me CN
6-146 Cl Cl Me CN
6-147 Cl Br Me CN
6-148 Cl I Me CN
6-149 Cl CFs Me CN
6—-150 Cl CHF> Me CN
6-151 Cl CFoCl Me CN
6-152 Cl OMe Me CN
6-153 Cl NO2 Me CN
6-154 Cl SO2Me Me CN
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6—-155 OMe Me Me CN
[0234]
5 | X Z R R | WEEEE ('H NMR)
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 CFs Me CN
6-161 OMe CHF2 Me CN
6-162 OMe CFoCl Me CN
6-163 OMe OMe Me CN
6-164 OMe NO2 Me CN
6-165 OMe SO2Me Me CN
6—-166 SOMe Me Me CN
6-167 SO02Me F Me CN
6-168 S02Me Cl Me CN
6-169 S02Me Br Me CN
6-170 S02Me I Me CN
6-171 S02Me CFs Me CN
6-172 S02Me CHF > Me CN
6-173 S02Me CFoCl Me CN
6-174 SO2Me OMe Me CN
6-175 SOsMe NO2 Me CN
6-176 SOsMe S02Me Me CN
6-177 Me Me Et CN
6-178 Me F Et CN
6-179 Me Cl Et CN
6—-180 Me Br Et CN
6—-181 Me I Et CN
6-182 Me CFs Et CN
6-183 Me CHF» Et CN
6-184 Me CFoCl Et CN
6—-185 Me OMe Et CN
6—186 Me NO2 Et CN
6—-187 Me SO2Me Et CN
6—188 Cl Me Et CN
6—-189 Cl F Et CN
6-190 Cl Cl Et CN
6-191 Cl Br Et CN
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n B

CN 104244713 B 69/152 71
6-192 Cl I Et CN
[0235]
5 | X Z R R | WEEEE ('H NMR)
6-193 Cl CF3 Et CN
6-194 Cl CHF» Et CN
6-195 Cl CF2Cl Et CN
6—-196 Cl OMe Et CN
6-197 Cl NO2 Et CN
6-198 Cl SO2Me Et CN
6-199 OMe Me Et CN
6-200 OMe F Et CN
6-201 OMe Cl Et CN
6-202 OMe Br Et CN
6-203 OMe I Et CN
6—204 OMe CFs Et CN
6-205 OMe CHF» Et CN
6-206 OMe CFoCl Et CN
6-207 OMe OMe Et CN
6—208 OMe NO2 Et CN
6-209 OMe SO2Me Et CN
6-210 S02Me Me Et CN
6-211 SOsMe F Et CN
6-212 SOsMe Cl Et CN
6—213 SOMe Br Et CN
6-214 SOMe I Et CN
6-215 SOMe CFs Et CN
6-216 SOMe CHF 2 Et CN
6-217 SOMe CFoCl Et CN
6-218 SOMe OMe Et CN
6-219 SOMe NO2 Et CN
6-220 SOMe S02Me Et CN
6-221 Me Me CHoCH20Me CN
6-222 Me F CH2CH20Me CN
6-223 Me Cl CHoCH20Me CN
6-224 Me Br CHoCH20Me CN
6-225 Me I CHoCH20Me CN
6—-226 Me CFs CHoCH20Me CN
6-227 Me CHF > CHoCH20Me CN
6-228 Me CFoCl CHoCH20Me CN
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n B

CN 104244713 B 70/152 1L
6-229 Me OMe CHoCH20Me CN

[0236]
5 | X Z R R | WEEEE ('H NMR)
6—230 Me NO2 CH2CH2OMe | CN
6—231 Me SOMe CH2CH2OMe | CN
6—232 Cl Me CH2CH2OMe | CN
6-233 Cl F CHoCH20Me CN
6-234 Cl Cl CHoCH20Me CN
6—-235 Cl Br CHoCH20Me CN
6—-236 Cl I CHoCH20Me CN
6-237 Cl CFs CHoCH20Me CN
6-238 Cl CHF» CHoCH20Me CN
6-239 Cl CFoCl CH2CH20Me CN
6—240 Cl OMe CHoCH20Me CN
6—241 Cl NO2 CH2CH20Me CN
6-242 Cl SO2Me CHoCH20Me CN
6—243 OMe Me CHoCH20Me CN
6—244 OMe F CH2CH20Me CN
6-245 OMe Cl CHoCH20Me CN
6—246 OMe Br CHoCH20Me CN
6—247 OMe I CHoCH20Me CN
6—248 OMe CF3 CH2CH2OMe | CN
6—249 OMe CHF» CH2CH2OMe | CN
6—250 OMe CFoCl CH2CH2OMe | CN
6-251 OMe OMe CHoCH20Me CN
6-252 OMe NO2 CHoCH20Me CN
6-253 OMe SO2Me CHoCH20Me CN
6-254 SOMe Me CHoCH20Me CN
6—255 SOMe F CHoCH20Me CN
6—256 SOMe Cl CHoCH20Me CN
6-257 SOMe Br CH2CH20Me CN
6—258 SOMe I CHoCH20Me CN
6—-259 SOMe CFs CH2CH20Me CN
6-260 SO02Me CHF» CHoCH20Me CN
6-261 SO02Me CFoCl CHoCH20Me CN
6-262 SO02Me OMe CHoCH20Me CN
6-263 S02Me NO2 CHoCH20Me CN
6—264 S02Me SO2Me CHoCH20Me CN

[0237] K7 AR AL R AR (DRI EY, P Qa3 RUAF Z, RIWE [ N
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CN 104244713 B

3

B

71/152 7T

Ao t=1, HHARRFH B R 8 S

O X O\
[0238]
[0239]
His | X Z R R* | s 40 (' NMR)
-1 Me Me Me H
72 Me Cl Me H
7-3 Me CFs Me H
-4 Me CHF2 Me H
7-5 Cl Me Me H
76 Cl Cl Me H
-7 Cl CFs Me H
7-8 Cl CHF2 Me H
7-9 OMe Me Me H
7-10 OMe Cl Me H
7-11 OMe CFs Me H
7-12 OMe CHF2 Me H
7-13 SO02Me Me Me H
7-14 S0aMe Cl Me H
7-15 S0aMe CFs Me H
7-16 S0aMe CHF2 Me H
T-17 Me Me Et H
7-18 Me Cl Et H
7-19 Me CFs Et H
7-20 Me CHF2 Et H
7-21 Cl Me Et H
7—22 Cl Cl Et H
7-23 Cl CFs Et H
7-24 Cl CHF2 Et H
7-25 OMe Me Et H
7-26 OMe Cl Et H
=27 OMe CFs Et H
7-28 OMe CHF2 Et H
7-29 S02Me Me Et H
7-30 S02Me Cl Et H
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CN 104244713 B 72/152 1
[0240]

His | X Z R R* | 38 (' NR)
7-31 S0Me CFs Et H
7-32 S0aMe CHF> Et H
7-33 Me Me CH2CH20Me | H
7-34 Me Cl CH2CH20Me | H
7-35 Me CFs CH2CH20Me | H
7-36 Me CHF> CH2CH20Me | H
7-37 Cl Me CH2CH20Me | H
7-38 Cl Cl CH2CH20Me | H
7-39 Cl CF3 CH2CH20Me | H
7-40 Cl CHF> CH2CH20Me | H
7-41 OMe Me CH2CH20Me | H
7-42 OMe Cl CH2CH20Me | H
7-43 OMe CFs CH2CH20Me | H
7-44 OMe CHF> CH2CH20Me | H
7-45 S0Me Me CH2CH20Me | H
7-46 S0Me Cl CH2CH20Me | H
=47 S0Me CFs CH2CH20Me | H
7-48 S0Me CHF> CH2CH20Me | H
7-49 Me Me Me CN
7-50 Me Cl Me CN
7-51 Me CFs Me CN
7-52 Me CHF> Me CN
7-53 Cl Me Me CN
7-54 Cl Cl Me CN
7-55 Cl CFs Me CN
7-56 Cl CHF> Me CN
7-57 OMe Me Me CN
7-58 OMe Cl Me CN
7-59 OMe CFs Me CN
7-60 OMe CHF> Me CN
7-61 SOaMe Me Me CN
7-62 S0Me Cl Me CN
7-63 S0Me CFs Me CN
7-64 S0Me CHF> Me CN
7-65 Me Me Et CN
7-66 Me Cl Et CN
7-67 Me CFs Et CN
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CN 104244713 B 73/152 7T

[0241]
5 | X Z R R | W ('H ONVR)
7-68 Me CHF: Et CN
7-69 Cl Me Et CN
7-70 Cl Cl Et CN
7-71 Cl CF3 Et CN
7-72 Cl CHF? Et CN
7-73 OMe Me Et CN
7-74 OMe cl Et CN
7-75 OMe CF3 Et CN
7-76 OMe CHF? Et CN
7-77 SO2Me Me Et CN
7-78 SO2Me Cl Et CN
7-79 SO2Me CF3 Et CN
7-80 SOMe CHF: Et CN
7-81 Me Me CH2CH20Me | CN
7-82 Me cl CH2CH20Me | CN
7-83 Me CF3 CH2CH20Me | CN
7-84 | Me CHF: CH2CH20Me | CN
7-85 cl Me CH2CH20Me | CN
7-86 Cl cl CH2CH20Me | CN
7-87 Cl CF3 CH2CH20Me | CN
7-88 Cl CHF: CH2CH20Me | CN
7-89 OMe Me CHoCH20Me | CN
7-90 OMe cl CH2CH20Me | CN
7-91 OMe CF3 CH2CH20Me | CN
7-92 OMe CHF? CH2CH20Me | CN
7-93 SO2Me Me CH2CH20Me | CN
7-94 SO2Me Cl CH2CH20Me | CN
7-95 SO2Me CF3 CH2CH20Me | CN
7-96 SO2Me CHF? CH2CH20Me | CN

[0242] 8. AR MR (DAL EY, QML RO, R RO RUR R REFIWA

NE, =0, HHAM R AR PR H S Lo
O _

[0243]

0

X

YR EE ("H NMR)
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CN 104244713 B 74/152 01
8-1 Me Me Me H
8-2 Me F Me H
8-3 Me Cl Me H
8—4 Me Br Me H
8-5H Me I Me H
8-6 Me CFs Me H
87 Me CHF2 Me H
8-8 Me CF2Cl Me H
8-9 Me OMe Me H
8-10 Me NO2 Me H
8-11 Me S02Me Me H
8-12 Cl Me Me H
8-13 Cl F Me H
8-14 Cl Cl Me H
8-15 Cl Br Me H
8-16 Cl I Me H
8-17 Cl CFs Me H
8-18 Cl CHF2 Me H
8-19 Cl CF2Cl Me H
8-20 Cl OMe Me H
8-21 Cl NO2 Me H
8-22 Cl S0Me Me H
8-23 OMe Me Me H
8-24 OMe F Me H
8-25 OMe Cl Me H
8-26 OMe Br Me H
8-27 OMe I Me H
8-28 OMe CFs Me H
8-29 OMe CHF2 Me H
8-30 OMe CF2Cl Me H
8-31 OMe OMe Me H
8-32 OMe NO2 Me H
8-33 OMe S02Me Me H
8-34 S02Me Me Me H
8-35 S02Me F Me H
8-36 S02Me Cl Me H
8-37 S02Me Br Me H

[0245]
Hiv | X Z R R* | 3 40 ('H NMR)
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B

CN 104244713 B 75/152 11
8-38 S02Me I Me H
8-39 S02Me CFs Me H
8-40 S02Me CHF 2 Me H
841 SOsMe CFoCl Me H
842 SOsMe OMe Me H
843 SOMe NO2 Me H
8-44 SO02Me SO0aMe Me H
8-45 Me Me Et H
8-46 Me F Et H
8-47 Me Cl Et H
8-48 Me Br Et H
8-49 Me I Et H
8-50 Me CFs Et H
8-51 Me CHF» Et H
8-52 Me CFoCl Et H
8-53 Me OMe Et H
8-5H4 Me NO2 Et H
8-bbH Me SO2Me Et H
8-56 Cl Me Et H
8-bH7 Cl F Et H
8-5H8 Cl Cl Et H
8-59 Cl Br Et H
8-60 Cl I Et H
8-61 Cl CF3 Et H
8-62 Cl CHF2 Et H
8-63 Cl CFoCl Et H
8-64 Cl OMe Et H
8-65 Cl NO2 Et H
8-66 Cl S02Me Et H
8-67 OMe Me Et H
8-68 OMe F Et H
8-69 OMe Cl Et H
8-70 OMe Br Et H
8-71 OMe I Et H
8-72 OMe CFs Et H
8-73 OMe CHF» Et H
8-74 OMe CFoCl Et H

[0246]
5 | X Z R R | WEEEHE ('H NMR)
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n B

CN 104244713 B 76/152 1
8-7H OMe OMe Et H
8-76 OMe NO2 Et H
877 OMe S02Me Et H
8-78 SOsMe Me Et H
8-79 SOsMe F Et H
8-80 SOMe Cl Et H
8-81 SOMe Br Et H
8-82 SOMe I Et H
8-83 SOMe CFs Et H
8-84 SOMe CHF2 Et H
8-85 SOMe CFoCl Et H
8-86 SOMe OMe Et H
8-87 SOMe NO2 Et H
8-88 SOMe SO2Me Et H
8-89 Me Me CHo.CH20Me | H
8-90 Me F CHoCH20Me | H
8-91 Me Cl CHoCH20Me | H
8-92 Me Br CHoCH20Me | H
8-93 Me I CHoCH20Me | H
8-94 Me CFs CHoCH20Me | H
8-95 Me CHF 2 CHoCH20Me | H
8-96 Me CFoCl CH2CHoOMe | H
8-97 Me OMe CH2CHoOMe | H
8-98 Me NO2 CH2CH2OMe | H
8-99 Me S02Me CHoCH20Me | H
8-100 Cl Me CHoCH20Me | H
8-101 Cl F CHoCH20Me | H
8-102 Cl Cl CHoCH20Me | H
8-103 Cl Br CHoCH20Me | H
8-104 Cl I CHoCH20Me | H
8-105 Cl CFs CHoCH20Me | H
8-106 Cl CHF» CHoCH20Me | H
8-107 Cl CFoCl CHoCH20Me | H
8-108 Cl OMe CHoCH20Me | H
8-109 Cl NO2 CHoCH20Me | H
8-110 Cl SO2Me CHoCH20Me | H
8-111 OMe Me CHoCH20Me | H

[0247]
5 | X Z R R | WEEEHE ('H NMR)
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n B

CN 104244713 B 77/152 11
8-112 OMe F CHoCH20Me | H
8-113 OMe Cl CHoCH20Me | H
8-114 OMe Br CHoCH20Me | H
8-115 OMe I CH2CHoOMe | H
8-116 OMe CF3 CH2CH2OMe | H
8-117 OMe CHF» CHoCH20Me | H
8-118 OMe CFoCl CHoCH20Me | H
8-119 OMe OMe CHoCH20Me | H
8-120 OMe NO2 CHoCH20Me | H
8-121 OMe SO2Me CHoCH20Me | H
8-122 SOMe Me CHoCH20Me | H
8-123 SOMe F CHoCH20Me | H
8-124 SOMe Cl CHoCH20Me | H
8-125 SOMe Br CHoCH20Me | H
8-126 SOMe I CHo.CH20Me | H
8-127 SO02Me CFs CHoCH20Me | H
8-128 S02Me CHF> CHoCH20Me | H
8-129 SO02Me CFoCl CHoCH20Me | H
8-130 S02Me OMe CHoCH20Me | H
8-131 S02Me NO2 CHoCH20Me | H
8-132 S02Me S02Me CHoCH20Me | H
8-133 Me Me Me CN
8-134 Me F Me CN
8-135 Me Cl Me CN
8-136 Me Br Me CN
8-137 Me I Me CN
8-138 Me CFs Me CN
8-139 Me CHF 2 Me CN
8-140 Me CFoCl Me CN
8-141 Me OMe Me CN
8-142 Me NO2 Me CN
8-143 Me SO2Me Me CN
8-144 Cl Me Me CN
8-145 Cl F Me CN
8-146 Cl Cl Me CN
8-147 Cl Br Me CN
8-148 Cl I Me CN

[0248]
5 | X Z R R | WEEEHE ('H NMR)

80



3

B

CN 104244713 B 78/152 1L
8-149 Cl CFs Me CN
8-150 Cl CHF > Me CN
8-151 Cl CFoCl Me CN
8-152 Cl OMe Me CN
8-153 Cl NO2 Me CN
8-154 Cl S02Me Me CN
8—-155 OMe Me Me CN
8-156 OMe F Me CN
8-157 OMe Cl Me CN
8-158 OMe Br Me CN
8-159 OMe I Me CN
8-160 OMe CFs Me CN
8-161 OMe CHF» Me CN
8-162 OMe CFoCl Me CN
8-163 OMe OMe Me CN
8-164 OMe NO2 Me CN
8-165 OMe SO2Me Me CN
8-166 SO02Me Me Me CN
8-167 S02Me F Me CN
8-168 S02Me Cl Me CN
8-169 S02Me Br Me CN
8-170 SOsMe I Me CN
8-171 SOsMe CFs Me CN
8-172 SOsMe CHF» Me CN
8-173 SOMe CFoCl Me CN
8-174 SOMe OMe Me CN
8-175 SOMe NO2 Me CN
8-176 SOMe S02Me Me CN
8-177 Me Me Et CN
8-178 Me F Et CN
8-179 Me Cl Et CN
8-180 Me Br Et CN
8-181 Me I Et CN
8-182 Me CFs Et CN
8-183 Me CHF» Et CN
8-184 Me CFoCl Et CN
8-185 Me OMe Et CN

[0249]
5 | X Z R R | WEEEHE ('H NMR)
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CN 104244713 B 79/152 11
8-186 Me NO2 Et CN
8-187 Me SO2Me Et CN
8-188 Cl Me Et CN
8-189 Cl F Et CN
8-190 Cl Cl Et CN
8-191 Cl Br Et CN
8-192 Cl I Et CN
8-193 Cl CFs Et CN
8-194 Cl CHF2 Et CN
8-195 Cl CFoCl Et CN
8-196 Cl OMe Et CN
8-197 Cl NO2 Et CN
8-198 Cl SO2Me Et CN
8-199 OMe Me Et CN
8-200 OMe F Et CN
8-201 OMe Cl Et CN
8-202 OMe Br Et CN
8-203 OMe I Et CN
8-204 OMe CFs Et CN
8-205 OMe CHF > Et CN
8-206 OMe CFoCl Et CN
8-207 OMe OMe Et CN
8-208 OMe NO2 Et CN
8-209 OMe S02Me Et CN
8-210 SOMe Me Et CN
8-211 SOMe F Et CN
8-212 SOMe Cl Et CN
8-213 SOMe Br Et CN
8-214 SOMe I Et CN
8-215 SOMe CFs Et CN
8-216 SOMe CHF» Et CN
8-217 SOMe CFoCl Et CN
8-218 SOMe OMe Et CN
8-219 SO02Me NO2 Et CN
8-220 SO02Me SO2Me Et CN
8-221 Me Me CH2CH20Me CN
8-222 Me F CHoCH20Me CN

[0250]
5 | X Z R R | WEEEHE ('H NMR)
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n B

CN 104244713 B 80/152 L
8-223 Me Cl CHoCH20Me CN
8-224 Me Br CHoCH20Me CN
8-225 Me I CHoCH20Me CN
8-226 Me CF3 CH2CH2OMe | CN
8-227 Me CHF» CH2CH2OMe | CN
8-228 Me CF2Cl CHoCH20Me | CN
8-229 Me OMe CHoCH20Me CN
8-230 Me NO2 CHoCH20Me CN
8-231 Me SO2Me CHoCH20Me CN
8-232 Cl Me CHoCH20Me CN
8-233 Cl F CHoCH20Me CN
8-234 Cl Cl CHoCH20Me CN
8-235 Cl Br CHoCH20Me CN
8-236 Cl I CHoCH20Me CN
8-237 Cl CFs CHoCH20Me CN
8-238 Cl CHF» CH2CH20Me CN
8-239 Cl CFoCl CHoCH20Me CN
8-240 Cl OMe CHoCH20Me CN
8-241 Cl NO2 CHoCH20Me CN
8-242 Cl SO2Me CHoCH20Me CN
8-243 OMe Me CHoCH20Me CN
8-244 OMe F CH2CH2OMe | CN
8-245 OMe Cl CH2CH2OMe | CN
8-246 OMe Br CH2CH2OMe | CN
8-247 OMe I CHoCH20Me CN
8-248 OMe CFs CHoCH20Me CN
8-249 OMe CHF 2 CHoCH20Me CN
8-250 OMe CFoCl CHoCH20Me CN
8-251 OMe OMe CH2CH20Me CN
8-252 OMe NO2 CHoCH20Me CN
8-253 OMe S02Me CH2CH20Me CN
8-254 SOMe Me CH2CH20Me CN
8-255 SOMe F CH2CH20Me CN
8-256 SO02Me Cl CHoCH20Me CN
8-257 SO02Me Br CHoCH20Me CN
8-258 S02Me I CH2CH20Me CN
8-259 S02Me CFs CHoCH20Me CN

[0251]

5 | X Z R R | WEEEHE ('H NMR)
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CN 104244713 B iﬁ. EH :Fg 81/152 1T

8-260 S02Me CHF? CH2CH20Me | CN
8-261 S02Me CF2Cl CH2CH20Me | CN
8-262 S02Me OMe CH2CH20Me | CN
8-263 S02Me NO2 CH2CH20Me | CN
8-264 SOMe S02Me CH2CH20Me | CN

[0252] 9. AKX (D KILEY, HrhQh2, R NI, RO RTFIWS 13 N4, ANCHCH, Y
NCHz, t=0, HHAMILF BAG R HEHE .
0 0 X

5 | X Z R R* | Y %dE ('H NMR)
9-1 Me Me Me H
9-2 Me F Me H
9-3 Me Cl Me H
94 Me Br Me H
9-5 Me I Me H
9-6 Me CF3 Me H
9-7 Me CHF» Me H
9-8 Me CF2Cl Me H
9-9 Me OMe Me H
9-10 Me NO2 Me H
9-11 Me SOMe Me H
9-12 Cl Me Me H
9-13 Cl F Me H
9-14 Cl Cl Me H
9-15 Cl Br Me H
9-16 Cl I Me H
9-17 Cl CF3 Me H
9-18 Cl CHF> Me H
9-19 Cl CFaCl Me H
9-20 Cl OMe Me H
9-21 Cl NO2 Me H
9-22 Cl SO2Me Me H
9-23 OMe Me Me H
[0255]
s | X Z R R | WEREdE (' NVR)
9-24 OMe F Me H
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CN 104244713 B 82/152 T
9-25 OMe Cl Me H
9-26 OMe Br Me H
9-27 OMe I Me H
9-28 OMe CFs Me H
9-29 OMe CHF2 Me H
9-30 OMe CF2Cl Me H
9-31 OMe OMe Me H
9-32 OMe NO2 Me H
9-33 OMe SO0Me Me H
9-34 S02Me Me Me H
9-35 S02Me F Me H
9-36 SO02Me Cl Me H
9-37 S02Me Br Me H
9-38 SO02Me I Me H
9-39 SO02Me CFs Me H
9-40 S02Me CHF2 Me H
9-41 S02Me CF2Cl Me H
9-42 S02Me OMe Me H
9-43 S02Me NO2 Me H
9-44 S02Me S02Me Me H
9-45 Me Me Et H
9-46 Me F Et H
9-47 Me Cl Et H
9-48 Me Br Et H
9-49 Me I Et H
9-50 Me CFs Et H
9-51 Me CHF2 Et H
9-52 Me CF2Cl Et H
9-53 Me OMe Et H
9-54 Me NO2 Et H
9-55 Me SO0Me Et H
9-56 Cl Me Et H
9-57 Cl F Et H
9-58 Cl Cl Et H
9-59 Cl Br Et H
9-60 Cl I Et H

[0256]

v |X Z R R* | 340 ('H NMR)
9-61 Cl CFs Et H
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CN 104244713 B 83/152 L
9-62 Cl CHF > Et H
9-63 Cl CFoCl Et H
9-64 Cl OMe Et H
9-65 Cl NO2 Et H
9-66 Cl SOMe Et H
9-67 OMe Me Et H
9-68 OMe F Et H
9-69 OMe Cl Et H
9-70 OMe Br Et H
9-71 OMe I Et H
9-72 OMe CFs Et H
9-73 OMe CHF» Et H
9-74 OMe CFoCl Et H
9-75 OMe OMe Et H
9-76 OMe NO2 Et H
9-77 OMe S02Me Et H
9-78 S02Me Me Et H
9-79 SO02Me F Et H
9-80 S02Me Cl Et H
9-81 S02Me Br Et H
9-82 S02Me I Et H
9-83 SOsMe CF3 Et H
9-84 SOsMe CHF» Et H
9-85 SOsMe CF2Cl Et H
9-86 SOMe OMe Et H
9-87 SOMe NO2 Et H
9-88 SOMe SO2Me Et H
9-89 Me Me CHoCH20Me | H
9-90 Me F CHoCH20Me | H
9-91 Me Cl CHoCH20Me | H
9-92 Me Br CHoCH20Me | H
9-93 Me I CHoCH20Me | H
9-94 Me CFs CHoCH20Me | H
9-95 Me CHF» CHoCH20Me | H
9-96 Me CFoCl CHoCH20Me | H
9-97 Me OMe CHoCH20Me | H

[0257]
5 | X Z R R | WEEEHE ('H NMR)
9-98 Me NO2 CHoCH20Me | H
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CN 104244713 B 84/152 11
9-99 Me SO2Me CHoCH20Me | H
9-100 Cl Me CHoCH20Me | H
9-101 Cl F CHoCH20Me | H
9-102 Cl Cl CH2CHoOMe | H
9-103 Cl Br CH2CH2OMe | H
9-104 Cl I CHoCH20Me | H
9-105 Cl CFs CHoCH20Me | H
9-106 Cl CHF2 CHoCH20Me | H
9-107 Cl CFoCl CHoCH20Me | H
9-108 Cl OMe CHoCH20Me | H
9-109 Cl NO2 CHoCH20Me | H
9-110 Cl SO2Me CHoCH20Me | H
9-111 OMe Me CHoCH20Me | H
9-112 OMe F CHoCH20Me | H
9-113 OMe Cl CHo.CH20Me | H
9-114 OMe Br CHoCH20Me | H
9-115 OMe I CHoCH20Me | H
9-116 OMe CFs CHoCH20Me | H
9-117 OMe CHF > CHoCH20Me | H
9-118 OMe CFoCl CHoCH20Me | H
9-119 OMe OMe CHoCH20Me | H
9-120 OMe NO2 CH2CHoOMe | H
9-121 OMe SOMe CH2CHoOMe | H
9-122 SOMe Me CH2CH2OMe | H
9-123 SOMe F CHoCH20Me | H
9-124 SOMe Cl CHoCH20Me | H
9-125 SOMe Br CHoCH20Me | H
9-126 SOMe I CHoCH20Me | H
9-127 SOMe CFs CHoCH20Me | H
9-128 SOMe CHF» CHoCH20Me | H
9-129 SOMe CFoCl CHoCH20Me | H
9-130 SOMe OMe CHoCH20Me | H
9-131 SOMe NO2 CHoCH20Me | H
9-132 SO02Me S02Me CHoCH20Me | H
9-133 Me Me Me CN
9-134 Me F Me CN

[0258]
5 | X Z R R | WEEEHE ('H NMR)
9-135 Me Cl Me CN
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CN 104244713 B 85/152 L
9-136 Me Br Me CN
9-137 Me I Me CN
9-138 Me CFs Me CN
9-139 Me CHF» Me CN
9-140 Me CFoCl Me CN
9-141 Me OMe Me CN
9-142 Me NO2 Me CN
9-143 Me SO2Me Me CN
9-144 Cl Me Me CN
9-145 Cl F Me CN
9-146 Cl Cl Me CN
9-147 Cl Br Me CN
9-148 Cl I Me CN
9-149 Cl CFs Me CN
9-150 Cl CHF» Me CN
9-151 Cl CFoCl Me CN
9-152 Cl OMe Me CN
9-153 Cl NO2 Me CN
9-154 Cl SO2Me Me CN
9-155 OMe Me Me CN
9-156 OMe F Me CN
9-157 OMe Cl Me CN
9-158 OMe Br Me CN
9-159 OMe I Me CN
9-160 OMe CFs Me CN
9-161 OMe CHF 2 Me CN
9-162 OMe CFoCl Me CN
9-163 OMe OMe Me CN
9-164 OMe NO2 Me CN
9-165 OMe S02Me Me CN
9-166 SOMe Me Me CN
9-167 SOMe F Me CN
9-168 SOMe Cl Me CN
9-169 SO02Me Br Me CN
9-170 SO02Me I Me CN
9-171 S02Me CFs Me CN

[0259]
5 | X Z R R | WEEEHE ('H NMR)
9-172 S02Me CHF > Me CN
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CN 104244713 B 86/152 1
9-173 S02Me CFoCl Me CN
9-174 S02Me OMe Me CN
9-175 S02Me NO2 Me CN
9-176 SOsMe 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 CFs Et CN
9-183 Me CHF» Et CN
9-184 Me CFoCl Et CN
9-185 Me OMe Et CN
9-186 Me NO2 Et CN
9-187 Me SO2Me Et CN
9-188 Cl Me Et CN
9-189 Cl F Et CN
9-190 Cl Cl Et CN
9-191 Cl Br Et CN
9-192 Cl I Et CN
9-193 Cl CFs Et CN
9-194 Cl CHF» Et CN
9-195 Cl CFoCl Et CN
9-196 Cl OMe Et CN
9-197 Cl NO2 Et CN
9-198 Cl S02Me Et CN
9-199 OMe Me Et CN
9-200 OMe F Et CN
9-201 OMe Cl Et CN
9-202 OMe Br Et CN
9-203 OMe I Et CN
9-204 OMe CFs Et CN
9-205 OMe CHF» Et CN
9-206 OMe CFoCl Et CN
9-207 OMe OMe Et CN
9-208 OMe NO2 Et CN

[0260]

5 | X Z R R | WEEEHE ('H NMR)
9-209 OMe SO2Me Et CN
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9-210 S02Me Me Et CN
9-211 S02Me F Et CN
9-212 S02Me Cl Et CN
9-213 SOsMe Br Et CN
9-214 SOsMe I Et CN
9-215 SOMe CFs Et CN
9-216 SOMe CHF2 Et CN
9-217 SOMe CFoCl Et CN
9-218 SOMe OMe Et CN
9-219 SOMe NO2 Et CN
9-220 SOMe S02Me Et CN
9-221 Me Me CHoCH20Me CN
9-222 Me F CHoCH20Me CN
9-223 Me Cl CHoCH20Me CN
9-224 Me Br CHoCH20Me CN
9-225 Me I CH2CH20Me CN
9-226 Me CFs CHoCH20Me CN
9-227 Me CHF> CHoCH20Me CN
9-228 Me CFoCl CHoCH20Me CN
9-229 Me OMe CHoCH20Me CN
9-230 Me NO2 CHoCH20Me CN
9-231 Me SOMe CH2CH2OMe | CN
9-232 Cl Me CH2CH2OMe | CN
9-233 Cl F CH2CH2OMe | CN
9-234 Cl Cl CHoCH20Me CN
9-235 Cl Br CHoCH20Me CN
9-236 Cl I CHoCH20Me CN
9-237 Cl CFs CHoCH20Me CN
9-238 Cl CHF 2 CH2CH20Me CN
9-239 Cl CFoCl CHoCH20Me CN
9-240 Cl OMe CH2CH20Me CN
9-241 Cl NO2 CH2CH20Me CN
9-242 Cl SO2Me CH2CH20Me CN
9-243 OMe Me CHoCH20Me CN
9-244 OMe F CHoCH20Me CN
9-245 OMe Cl CH2CH20Me CN

[0261]
5 | X Z R R | WEEEHE ('H NMR)
9-246 OMe Br CHoCH20Me CN
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9-247 | OMe I CHoCH20Me | CN
9-248 | OMe CF3 CHoCH20Me | CN
9-249 | OMe CHF? CHoCH20Me | CN
9-250 | OMe CF2Cl CHoCH20Me | CN
9-251 | OMe OMe CHoCH20Me | CN
9-252 | OMe NO: CHoCH20Me | CN
9-253 | OMe SO:Me CHoCH20Me | CN
9-254 | SOaMe Me CH2CH20Me | CN
9-255 | SOaMe F CH2CH20Me | CN
9-256 | SOaMe cl CH2CH20Me | CN
9-257 | SOaMe Br CH2CH20Me | CN
9-258 | SOaMe I CH2CH20Me | CN
9-259 | SOaMe CF3 CH2CH20Me | CN
9-260 | SOsMe CHF? CH2CH20Me | CN
9-261 | SOsMe CFoC1 CH2CH20Me | CN
9-262 | SOaMe OMe CH2CH20Me | CN
9-263 | SOsMe NO» CHoCH20Me | CN
9-264 | SOsMe SOMe CHoCH20Me | CN
[0262] 10 A% WD KA, Qa3 RONF I, R RFIWH [ AE, t=0, Hit

fi R AR IR HA S o

[0263]
[0264]
5 | X Z R R | WEEEHE ('H NMR)
10-1 Me Me Me H
10-2 Me F Me H
10-3 Me Cl Me H
104 Me Br Me H
10-5 Me I Me H
106 Me CFs Me H
10-7 Me CHF» Me H
10-8 Me CFoCl Me H
10-9 Me OMe Me H
[0265]
%' X Z R R | W3 AE ("H NMR)
10-10 Me NO2 Me H
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10-11 Me SO2Me 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
10-16 Cl I Me H
10-17 Cl CFs Me H
10-18 Cl CHF2 Me H
10-19 Cl CFoCl Me H
10-20 Cl OMe Me H
10-21 Cl NO2 Me H
10-22 Cl SO2Me 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 I Me H
10-28 OMe CFs Me H
10-29 OMe CHF > Me H
10-30 OMe CFoCl Me H
10-31 OMe OMe Me H
10-32 OMe NO2 Me H
10-33 OMe SOMe Me H
10-34 SOMe Me Me H
10-35 SOMe F Me H
10-36 SOMe Cl Me H
10-37 SOMe Br Me H
10-38 SOMe I Me H
10-39 SOMe CFs Me H
10-40 SOMe CHF» Me H
10-41 SOMe CFoCl Me H
10-42 SOMe OMe Me H
10-43 SOMe NO2 Me H
10-44 SO02Me S02Me Me H
10-45 Me Me Et H
10-46 Me F Et H

[0266]
5 | X Z R R | WEEEHE ('H NMR)
10-47 Me Cl Et H
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10-48 Me Br Et H
10-49 Me I Et H
10-50 Me CFs Et H
10-51 Me CHF» Et H
10-52 Me CFoCl Et H
10-53 Me OMe Et H
10-54 Me NO2 Et H
10-55 Me SO2Me 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 CFs Et H
10-62 Cl CHF» Et H
10-63 Cl CFoCl Et H
10-64 Cl OMe Et H
10-65 Cl NO2 Et H
10-66 Cl SO2Me Et H
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 I Et H
10-72 OMe CFs Et H
10-73 OMe CHF 2 Et H
10-74 OMe CFoCl Et H
10-75 OMe OMe Et H
10-76 OMe NO2 Et H
10-77 OMe S02Me Et H
10-78 SOMe Me Et H
10-79 SOMe F Et H
10-80 SOMe Cl Et H
10-81 SO02Me Br Et H
10-82 SO02Me I Et H
10-83 S02Me CFs Et H

[0267]

5 | X Z R R | WEEEHE ('H NMR)
10-84 S02Me CHF > Et H
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10-85 S02Me CFoCl Et H
10-86 S02Me OMe Et H
10-87 S02Me NO2 Et H
10-88 SOsMe SOMe Et H
10-89 Me Me CH2CH2OMe | H
10-90 Me F CHoCH20Me | H
10-91 Me Cl CHoCH20Me | H
10-92 Me Br CHoCH20Me | H
10-93 Me I CHoCH20Me | H
10-94 Me CFs CHoCH20Me | H
10-95 Me CHF» CHoCH20Me | H
10-96 Me CFoCl CHoCH20Me | H
10-97 Me OMe CHoCH20Me | H
10-98 Me NO2 CHoCH20Me | H
10-99 Me SO2Me CHo.CH20Me | H
10-100 | Cl Me CHoCH20Me | H
10-101 | Cl F CHoCH20Me | H
10-102 | Cl Cl CHoCH20Me | H
10-103 | Cl Br CHoCH20Me | H
10-104 | Cl I CHoCH20Me | H
10-105 | C1 CFs CHoCH20Me | H
10-106 | Cl CHF» CH2CHoOMe | H
10-107 | C1 CFoCl CH2CHoOMe | H
10-108 | C1 OMe CH2CH2OMe | H
10-109 | Cl NO2 CHoCH20Me | H
10-110 | CI S02Me CHoCH20Me | H
10-111 | OMe Me CHoCH20Me | H
10-112 | OMe F CHoCH20Me | H
10-113 | OMe Cl CHoCH20Me | H
10-114 | OMe Br CHoCH20Me | H
10-115 | OMe I CHoCH20Me | H
10-116 | OMe CFs CHoCH20Me | H
10-117 | OMe CHF» CHoCH20Me | H
10-118 | OMe CFoCl CHoCH20Me | H
10-119 | OMe OMe CHoCH20Me | H
10-120 | OMe NO2 CHoCH20Me | H

[0268]
5 | X Z R R | WEEEHE ('H NMR)
10-121 | OMe SO2Me CHoCH20Me | H
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10-122 | SO:Me Me CHoCH20Me | H
10-123 | SO2Me F CHoCH20Me | H
10-124 | SOMe Cl CHoCH20Me | H
10-125 | SOMe Br CH2CHoOMe | H
10-126 | SOMe I CH2CH2OMe | H
10-127 | SOaMe CFs CHoCH20Me | H
10-128 | SOMe CHF2 CHoCH20Me | H
10-129 | SO:Me CFoCl CHoCH20Me | H
10-130 | SO2Me OMe CHoCH20Me | H
10-131 | SOaMe NO2 CHoCH20Me | H
10-132 | SOaMe S02Me CHoCH20Me | 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 I Me CN
10-138 | Me CFs Me CN
10-139 | Me CHF> Me CN
10-140 | Me CFoCl Me CN
10-141 | Me OMe Me CN
10-142 | Me NO2 Me CN
10-143 | Me SOMe Me CN
10-144 | C1 Me Me CN
10-145 | C1 F Me CN
10-146 | Cl Cl Me CN
10-147 | C1 Br Me CN
10-148 | Cl I Me CN
10-149 | Cl CFs Me CN
10-150 | Cl CHF 2 Me CN
10-151 | Cl CFoCl Me CN
10-152 | Cl OMe Me CN
10-153 | Cl NO2 Me CN
10-154 | Cl SO2Me Me CN
10-155 | OMe Me Me CN
10-156 | OMe F Me CN
10-157 | OMe Cl Me CN

[0269]
5 | X Z R R | WEEEHE ('H NMR)
10-158 | OMe Br Me CN
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10-159 | OMe I Me CN
10-160 | OMe CFs Me CN
10-161 | OMe CHF 2 Me CN
10-162 | OMe CFoCl Me CN
10-163 | OMe OMe Me CN
10-164 | OMe NO2 Me CN
10-165 | OMe S02Me Me CN
10-166 | SO:Me Me Me CN
10-167 | SO:Me F Me CN
10-168 | SO:Me Cl Me CN
10-169 | SO:Me Br Me CN
10-170 | SO2Me I Me CN
10-171 | SO2Me CFs Me CN
10-172 | SO2Me CHF» Me CN
10-173 | SO2Me CFoCl Me CN
10-174 | SOMe OMe Me CN
10-175 | SO2Me NO2 Me CN
10-176 | SO2Me SO2Me 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 CF3 Et CN
10-183 | Me CHF2 Et CN
10-184 | Me CFoCl Et CN
10-185 | Me OMe Et CN
10-186 | Me NO2 Et CN
10-187 | Me S02Me Et CN
10-188 | Cl Me Et CN
10-189 | Cl F Et CN
10-190 | Cl Cl Et CN
10-191 | Cl Br Et CN
10-192 | Cl I Et CN
10-193 | Cl CFs Et CN
10-194 | Cl CHF» Et CN

[0270]

5 | X Z R R | WEEEHE ('H NMR)
10-195 | Cl CFoCl Et CN
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10-196 | Cl OMe Et CN
10-197 | Cl NO2 Et CN
10-198 | Cl S02Me Et CN
10-199 | OMe Me Et CN
10-200 | OMe F Et CN
10-201 | OMe Cl Et CN
10-202 | OMe Br Et CN
10-203 | OMe I Et CN
10-204 | OMe CFs Et CN
10-205 | OMe CHF2 Et CN
10-206 | OMe CFoCl Et CN
10-207 | OMe OMe Et CN
10-208 | OMe NO2 Et CN
10-209 | OMe SO2Me Et CN
10-210 | SO2Me Me Et CN
10-211 | SO2Me F Et CN
10-212 | SO2Me Cl Et CN
10-213 | SO2Me Br Et CN
10-214 | SOMe I Et CN
10-215 | SO2Me CFs Et CN
10-216 | SO2Me CHF 2 Et CN
10-217 | SOMe CFoCl Et CN
10-218 | SOMe OMe Et CN
10-219 | SOMe NO2 Et CN
10-220 | SOaMe S02Me Et CN
10-221 | Me Me CHoCH20Me CN
10-222 | Me F CHoCH20Me CN
10-223 | Me Cl CHoCH20Me CN
10-224 | Me Br CH2CH20Me CN
10-225 | Me I CHoCH20Me CN
10-226 | Me CFs CH2CH20Me CN
10-227 | Me CHF» CH2CH20Me CN
10-228 | Me CFoCl CH2CH20Me CN
10-229 | Me OMe CHoCH20Me CN
10-230 | Me NO2 CHoCH20Me CN
10-231 | Me SO2Me CH2CH20Me CN

[0271]

5 | X Z R R | WEEEHE ('H NMR)
10-232 | Cl Me CHoCH20Me CN
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10-233 | Cl F CH2CH20Me | CN
10-234 | Cl Cl CH2CH20Me | CN
10-235 | Cl Br CH2CH20Me | CN
10-236 | Cl I CH2CH20Me | CN
10-237 | Cl CFs CH2CH20Me | CN
10-238 | Cl CHF2 CH2CH20Me | CN
10-239 | Cl CF2Cl CH2CH20Me | CN
10-240 | Cl OMe CH2CH20Me | CN
10-241 | Cl NO2 CH2CH20Me | CN
10-242 | Cl S02Me CH2CH20Me | CN
10-243 | OMe Me CH2CH20Me | CN
10-244 | OMe F CH2CH20Me | CN
10-245 | OMe Cl CH2CH20Me | CN
10-246 | OMe Br CH2CH20Me | CN
10-247 | OMe I CH2CH20Me | CN
10-248 | OMe CFs CH2CH20Me | CN
10-249 | OMe CHF> CH2CH20Me | CN
10-250 | OMe CF2Cl CH2CH20Me | CN
10-251 | OMe OMe CH2CH20Me | CN
10-252 | OMe NO2 CH2CH20Me | CN
10-253 | OMe S02Me CH2CH20Me | CN
10-254 | SOaMe Me CHo2CH20Me | CN
10-255 | SOMe F CHoCH20Me | CN
10-256 | SOMe Cl CH2CH20Me | CN
10-257 | SOMe Br CH2CH20Me | CN
10-258 | SOMe I CH2CH20Me | CN
10-259 | SOMe CFs CH2CH20Me | CN
10-260 | SOMe CHF>2 CH2CH20Me | CN
10-261 | SOMe CF2Cl CH2CH20Me | CN
10-262 | SOMe OMe CH2CH20Me | CN
10-263 | SOMe NO2 CH2CH20Me | CN
10-264 | SOMe S02Me CH2CH20Me | CN

[0272]  F10a: AKX (DS, HrhQhe3, R Z R RFIWE 3 NE, =0, H.
Hopth G B 4R & .

[0273]
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[0274]
Hiv | X Z R R* | 3 404 ('H NMR)
10a-1 Me Me Me H
10a-2 Me F Me H
10a-3 | Me Cl Me H
10a-4 | Me Br Me H
10a-5 Me I Me H
10a—6 Me CFs Me H
10a—=7 Me CHF2 Me H
10a-8 Me CF2Cl Me H
10a-9 Me OMe Me H
10a—10 | Me NO2 Me H
10a—11 | Me S02Me Me H
10a-12 | Cl Me Me H
10a-13 | Cl F Me H
10a-14 | Cl Cl Me H
10a-15 | Cl Br Me H
10a-16 | Cl I Me H
10a-17 | Cl CFs Me H
10a-18 | Cl CHF2 Me H
10a-19 | Cl CF2Cl Me H
10a-20 | Cl OMe Me H
10a-21 | Cl NO2 Me H
10a-22 | Cl S0aMe Me H
10a-23 | OMe Me Me H
10a—24 | OMe F Me H
10a—25 | OMe Cl Me H
10a—26 | OMe Br Me H
10a—27 | OMe I Me H
10a—28 | OMe CFs Me H
10a—29 | OMe CHF2 Me H
10a—30 | OMe CF2Cl Me H
10a-31 | OMe OMe Me H
10a—32 | OMe NO2 Me H

[0275]
i | X Z R R* | #3840 ('H NR)
10a—33 | OMe S0oMe Me H
10a—34 | SOMe Me Me H
10a—-35 | SOMe F Me H
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10a-36 | SO:Me Cl Me H
10a-37 | SO:Me Br Me H
10a—38 | SOMe I Me H
10a—-39 | SO:Me CFs Me H
10a—-40 | SOMe CHF2 Me H
10a—-41 | SO:Me CF2Cl Me H
10a—42 | SOMe OMe Me H
10a-43 | SOMe NO2 Me H
10a—44 | SOMe S02Me Me H
10a—45 | Me Me Et H
10a-46 | Me F Et H
10a-47 | Me Cl Et H
10a-48 | Me Br Et H
10a-49 | Me I Et H
10a-50 | Me CFs Et H
10a-51 | Me CHF2 Et H
10a—-52 | Me CF2Cl Et H
10a-53 | Me OMe Et H
10a-54 | Me NO2 Et H
10a-55 | Me SO0Me Et H
10a-56 | Cl Me Et H
10a-57 | Cl F Et H
10a-58 | Cl Cl Et H
10a-59 | Cl Br Et H
10a-60 | Cl I Et H
10a-61 | Cl CFs Et H
10a-62 | Cl CHF2 Et H
10a-63 | Cl CF2Cl Et H
10a-64 | Cl OMe Et H
10a-65 | Cl NO2 Et H
10a—-66 | Cl SO0Me Et H
10a—-67 | OMe Me Et H
10a—-68 | OMe F Et H
10a-69 | OMe Cl Et H

[0276]

5 |X Z R R* | 3 804 ('H NMR)
10a-70 | OMe Br Et H
10a-71 | OMe I Et H
10a-72 | OMe CFs Et H
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10a-73 | OMe CHF > Et H
10a-74 | OMe CFoCl Et H
10a-75 | OMe OMe Et H
10a-76 | OMe NO2 Et H
10a—=77 | OMe SOMe Et H
10a—78 | SOMe Me Et H
10a-79 | SOMe F Et H
10a—-80 | SO:Me Cl Et H
10a—-81 | SO:Me Br Et H
10a-82 | SO:Me I Et H
10a-83 | SO:Me CFs Et H
10a—-84 | SOMe CHF» Et H
10a—-85 | SO:Me CFoCl Et H
10a—-86 | SO:Me OMe Et H
10a—-87 | SO:Me NO2 Et H
10a—-88 | SO:Me S02Me Et H
10a-89 | Me Me CHoCH20Me | H
10a-90 | Me F CHoCH20Me | H
10a-91 | Me Cl CHoCH20Me | H
10a-92 | Me Br CHoCH20Me | H
10a-93 | Me I CHoCH20Me | H
10a-94 | Me CF3 CH2CHoOMe | H
10a-95 | Me CHF» CH2CHoOMe | H
10a-96 | Me CF2Cl CH2CH2OMe | H
10a-97 | Me OMe CHoCH20Me | H
10a-98 | Me NO2 CHoCH20Me | H
10a-99 | Me SO2Me CHoCH20Me | H
10a-100| C1 Me CHoCH20Me | H
10a-101| Cl F CHoCH20Me | H
10a-102| C1 Cl CHoCH20Me | H
10a-103| C1 Br CHoCH20Me | H
10a-104| Cl I CHoCH20Me | H
10a-105| Cl CFs CHoCH20Me | H
10a-106| Cl CHF» CHoCH20Me | H

[0277]

W5 | X Z R R | WEREE ('H NMR)
10a-107| C1 CFoCl CHoCH20Me | H
10a-108| C1 OMe CHoCH20Me | H
10a-109| C1 NO2 CHoCH20Me | H
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10a-110]| C1 SO0Me CH2CH20Me | H
10a-111| OMe Me CH2CH20Me | H
10a-112| OMe F CH2CH20Me | H
10a—-113| OMe Cl CH2CH20Me | H
10a-114| OMe Br CH2CH20Me | H
10a-115| OMe I CH2CH20Me | H
10a-116| OMe CFs CH2CH2OMe | H
10a-117| OMe CHF2 CH2CH2OMe | H
10a—-118| OMe CF2Cl CH2CH2OMe | H
10a-119| OMe OMe CH2CH2OMe | H
10a-120| OMe NO2 CH2CH2OMe | H
10a-121| OMe SO0Me CH2CH20Me | H
10a—-122| SO:Me Me CH2CH20OMe | H
10a—-123]| SO:Me F CH2CH2OMe | H
10a—-124]| SO:Me Cl CH2CH2OMe | H
10a—-125| SO:Me Br CH2CH20Me | H
10a—-126| SO:Me I CH2CH2OMe | H
10a—-127| SO:Me CFs CH2CH20Me | H
10a—-128]| SO:Me CHF2 CH2CH20Me | H
10a—-129| SO:Me CF2Cl CH2CH20Me | H
10a—-130| SO:Me OMe CH2CH20Me | H
10a—-131]| SO:Me NO2 CH2CH20Me | H
10a—-132| SO:Me S0aMe CH2CH20Me | H
10a-133| Me Me Me CN
10a-134| Me F Me CN
10a-135| Me Cl Me CN
10a-136| Me Br Me CN
10a-137| Me I Me CN
10a—-138]| Me CFs Me CN
10a-139| Me CHF2 Me CN
10a-140| Me CF2Cl Me CN
10a—141| Me OMe Me CN
10a-142| Me NO2 Me CN
10a—143| Me S02Me Me CN
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[0278]
%5 X z R R B BAE('H NMR)

10a-144 Cl Me: Me CN

10a-145 Cl F Me CN

10a-146 Cl Cl Me CN

10a-147 Cl Br Me CN

102-148 Cl 1 Me CN

10a-149 1 CF; Me CN

10a-150 (&) CHF; Me CN

10a-151 Cl CF:Cl Me CN

102-152 Cl OMe Me CN

102-153 Cl NO, Me CN

10a-154 6 S0,Me Me €N

1Ga-155 OMe Me Me €N

10a-156 OMe F Me CN

102-157 OMe i} Me CN

10a-158 OMe Br Me CN

10a-159 OMe 1 Me CN

102a-160 OMe CF; Me CN (400 Mz, CDCL §, ppm) 7.82
(d,1H), 7.61 (d,1H), 7.48 (5,1H),
4.12 (g:2H), 4.06 (s,3H), 3.36
(s,3H); 1.48 (t,3H)

10a-161 OMe CHF; Me CN

10a-162 OMe CE;Cl Me CN

10a-163 OMe OMe Me CN

102-164 OMe NO, Me CN

10a-165 OMe SO;Me Me CN

10a-166 SO,Me Me Me CN

10a-167 SO;Me F Me CN

10a-168 S0;Me i Me €N

102-169 SO,Me Br Me CN

104-170 SO,Me 1 Me CN

10a-171 SO,Me CF; Me CN

10a-172 SO,Me CHF, Me CN

10a-173 SO;Me CF;(Cl1 Me CN

10a-174 SO,Me OMe Me CN

102-175 SO;Me NO, Me CN

10a-176 SO;:Me SO;Me Me €N

10a-177 Me Me Et CN
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[0279]
5 | X Z R R | WEEEHE ('H NMR)
10a-178| Me F Et CN
10a-179| Me Cl Et CN
10a—180| Me Br Et CN
10a—181| Me I Et CN
10a-182| Me CFs Et CN
10a-183| Me CHF 2 Et CN
10a-184| Me CFoCl Et CN
10a-185| Me OMe Et CN
10a-186| Me NO2 Et CN
10a-187| Me S02Me Et CN
10a-188| Cl Me Et CN
10a-189| Cl F Et CN
10a-190| C1 Cl Et CN
10a-191| Cl Br Et CN
10a-192| C1 I Et CN
10a-193| C1 CFs Et CN
10a-194| Cl CHF> Et CN
10a-195| C1 CFoCl Et CN
10a-196| C1 OMe Et CN
10a-197| C1 NO2 Et CN
10a-198| C1 SOMe Et CN
10a—-199| OMe Me Et CN
10a-200| OMe F Et CN
10a-201| OMe Cl Et CN
10a-202| OMe Br Et CN
10a-203| OMe I Et CN
10a-204| OMe CFs Et CN
10a-205| OMe CHF» Et CN
10a-206| OMe CFoCl Et CN
10a-207| OMe OMe Et CN
10a-208| OMe NO2 Et CN
10a-209| OMe SO2Me Et CN
10a-210| SO2Me Me Et CN
10a-211| SO2Me F Et CN
10a-212| SO:Me Cl Et CN
10a-213| SO2Me Br Et CN
10a—214| SOMe I Et CN
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[0280]
5 | X Z R R | WEEEHE ('H NMR)
10a-215| SO:Me CFs Et CN
10a-216| SOMe CHF» Et CN
10a—217| SOMe CFoCl Et CN
10a—218| SOMe OMe Et CN
10a-219| SO0:Me NO2 Et CN
10a-220| SO:Me SO2Me Et CN
10a-221| Me Me CHoCH20Me CN
10a-222| Me F CHoCH20Me CN
10a-223| Me Cl CHoCH20Me CN
10a—224| Me Br CHoCH20Me CN
10a-225| Me I CH2CH20Me CN
10a-226| Me CFs CHoCH20Me CN
10a-227| Me CHF» CH2CH20Me CN
10a-228| Me CFoCl CHoCH20Me CN
10a-229| Me OMe CHoCH20Me CN
10a-230| Me NO2 CH2CH20Me CN
10a-231| Me SO2Me CHoCH20Me CN
10a-232| C1 Me CHoCH20Me CN
10a-233| C1 F CHoCH20Me CN
10a-234| C1 Cl CH2CH2OMe | CN
10a-235| C1 Br CH2CH2OMe | CN
10a-236| C1 I CH2CH2OMe | CN
10a-237| C1 CFs CHoCH20Me CN
10a-238| C1 CHF2 CHoCH20Me CN
10a-239| Cl CFoCl CHoCH20Me CN
10a-240| C1 OMe CHoCH20Me CN
10a-241| Cl NO2 CHoCH20Me CN
10a-242| Cl S02Me CHoCH20Me CN
10a—243| OMe Me CH2CH20Me CN
10a—244| OMe F CHoCH20Me CN
10a—245| OMe Cl CH2CH20Me CN
10a—246| OMe Br CHoCH20Me CN
10a—247| OMe I CHoCH20Me CN
10a—248| OMe CFs CHoCH20Me CN
10a—249| OMe CHF> CHoCH20Me CN
10a-250| OMe CFoCl CHoCH20Me CN
10a-251| OMe OMe CHoCH20Me CN
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[0281]
5 | X Z R R | WEEEHE ('H NMR)
10a-252| OMe NO2 CHoCH20Me CN
10a—-253| OMe SOMe CH2CH2OMe | CN
10a—254| SOMe Me CH2CH2OMe | CN
10a—255| SOMe F CH2CH2OMe | CN
10a—-256| SO:Me Cl CHoCH20Me CN
10a-257| SO:Me Br CHoCH20Me CN
10a—-258| SO02Me I CHoCH20Me CN
10a—-259| SO0:Me CFs CHoCH20Me CN
10a-260| SO2Me CHF2 CHoCH20Me CN
10a-261| SO2Me CFoCl CHoCH20Me CN
10a-262| SO02Me OMe CH2CH20Me CN
10a-263| SO02Me NO2 CHoCH20Me CN
10a—264| SOMe SO2Me CH2CH20Me CN
[0282] 11 AKX (DMLEY, QN3 RIFIRS B A F 3, RVFIWS HNE, t=

0, HHABRE BATR R H A& o

H,C X N’R‘
[0283] N\
H3C/
[0284]
s | X 7 R R* | Y38 %k ('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 I Me H
11-6 Me CFs Me H
11-7 Me CHF Me H
11-8 Me CF2Cl Me H
11-9 Me OMe Me H
11-10 Me NO2 Me H
11-11 Me S0sMe Me H
11-12 Cl Me Me H
11-13 Cl F Me H
11-14 Cl Cl Me H
11-15 Cl Br Me H
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[0285]
5 | X Z R R | WEEEHE ('H NMR)
11-16 Cl I Me H
11-17 Cl CF3 Me H
11-18 Cl CHF» Me H
11-19 Cl CF2Cl Me H
11-20 Cl OMe Me H
11-21 Cl NO2 Me H
11-22 Cl SO2Me Me H
11-23 OMe Me Me H
11-24 OMe F Me H
11-25 OMe Cl Me H
11-26 OMe Br Me H
11-27 OMe I Me H
11-28 OMe CFs Me H
11-29 OMe CHF» Me H
11-30 OMe CFoCl Me H
11-31 OMe OMe Me H
11-32 OMe NO2 Me H
11-33 OMe SO2Me Me H
11-34 S02Me Me Me H
11-35 SO2Me F Me H
11-36 SOsMe Cl Me H
11-37 SOsMe Br Me H
11-38 SOMe I Me H
11-39 SOMe CFs Me H
11-40 SOMe CHF 2 Me H
11-41 SOMe CFoCl Me H
11-42 SOMe OMe Me H
11-43 SOMe NO2 Me H
11-44 SOMe S02Me Me H
11-45 Me Me Et H
11-46 Me F Et H
11-47 Me Cl Et H
11-48 Me Br Et H
11-49 Me I Et H
11-50 Me CFs Et H
11-561 Me CHF > Et H
11-52 Me CFoCl Et H
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[0286]
5 | X Z R R | WEEEHE ('H NMR)
11-53 Me OMe Et H
11-54 Me NO2 Et H
11-55 Me SOMe Et H
11-56 Cl Me Et H
11-57 Cl F Et H
11-58 Cl Cl Et H
11-59 Cl Br Et H
11-60 Cl I Et H
11-61 Cl CFs Et H
11-62 Cl CHF» Et H
11-63 Cl CFoCl Et H
11-64 Cl OMe Et H
11-65 Cl NO2 Et H
11-66 Cl SO2Me Et H
11-67 OMe Me Et H
11-68 OMe F Et H
11-69 OMe Cl Et H
11-70 OMe Br Et H
11-71 OMe I Et H
11-72 OMe CF3 Et H
11-73 OMe CHF» Et H
11-74 OMe CFoCl Et H
11-75 OMe OMe Et H
11-76 OMe NO2 Et H
11-77 OMe SO2Me Et H
11-78 SOMe Me Et H
11-79 SOMe F Et H
11-80 SOMe Cl Et H
11-81 SOMe Br Et H
11-82 SOMe I Et H
11-83 SOMe CFs Et H
11-84 SO02Me CHF» Et H
11-85 SO02Me CFoCl Et H
11-86 SO02Me OMe Et H
11-87 S02Me NO2 Et H
11-88 S02Me SO2Me Et H
11-89 Me Me CHoCH20Me | H
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[0287]
5 | X Z R R | WEEEHE ('H NMR)
11-90 Me F CHoCH20Me | H
11-91 Me Cl CH2CH2OMe | H
11-92 Me Br CH2CH2OMe | H
11-93 Me I CH2CH2OMe | H
11-94 Me CFs CHoCH20Me | H
11-95 Me CHF 2 CHoCH20Me | H
11-96 Me CFoCl CHoCH20Me | H
11-97 Me OMe CHoCH20Me | H
11-98 Me NO2 CHoCH20Me | H
11-99 Me S02Me CHoCH20Me | H
11-100 | Cl Me CHoCH20Me | H
11-101 | Cl F CHoCH20Me | H
11-102 | Cl Cl CHoCH20Me | H
11-103 | Cl Br CHoCH20Me | H
11-104 | Cl I CHoCH20Me | H
11-105 | Cl CFs CHoCH20Me | H
11-106 | Cl CHF> CHoCH20Me | H
11-107 | Cl CFoCl CHoCH20Me | H
11-108 | Cl OMe CHoCH20Me | H
11-109 | Cl NO2 CH2CH2OMe | H
11-110 | C1 SOMe CH2CH2OMe | H
11-111 | OMe Me CH2CH2OMe | H
11-112 | OMe F CHoCH20Me | H
11-113 | OMe Cl CHoCH20Me | H
11-114 | OMe Br CHoCH20Me | H
11-115 | OMe I CHoCH20Me | H
11-116 | OMe CFs CHoCH20Me | H
11-117 | OMe CHF» CHoCH20Me | H
11-118 | OMe CFoCl CHoCH20Me | H
11-119 | OMe OMe CHo.CH20Me | H
11-120 | OMe NO2 CHoCH20Me | H
11-121 | OMe SO2Me CHoCH20Me | H
11-122 | SO2Me Me CHoCH20Me | H
11-123 | SO2Me F CHoCH20Me | H
11-124 | SOMe Cl CHoCH20Me | H
11-125 | SO2Me Br CHoCH20Me | H
11-126 | SO2Me I CHoCH20Me | H
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[0288]

5 | X Z R R | WEEEHE ('H NMR)
11-127 | SO:Me CFs CHoCH20Me | H
11-128 | SOMe CHF» CH2CH2OMe | H
11-129 | SOMe CFoCl CH2CH2OMe | H
11-130 | SOMe OMe CH2CH2OMe | H
11-131 | SOaMe NO2 CHoCH20Me | H
11-132 | SOaMe SO2Me CHoCH20Me | 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 CFs Me CN
11-139 | Me CHF» Me CN
11-140 | Me CFoCl Me CN
11-141 | Me OMe Me CN
11-142 | Me NO2 Me CN
11-143 | Me SO2Me Me CN
11-144 | Cl Me Me CN
11-145 | C1 F Me CN
11-146 | Cl Cl Me CN
11-147 | Cl Br Me CN
11-148 | Cl I Me CN
11-149 | Cl CFs Me CN
11-150 | CI CHF2 Me CN
11-151 | Cl CFoCl Me CN
11-152 | Cl OMe Me CN
11-153 | Cl NO2 Me CN
11-154 | Cl S02Me Me CN
11-155 | OMe Me Me CN
11-156 | OMe F Me CN
11-157 | OMe Cl Me CN
11-158 | OMe Br Me CN
11-159 | OMe I Me CN
11-160 | OMe CFs Me CN
11-161 | OMe CHF> Me CN
11-162 | OMe CFoCl Me CN
11-163 | OMe OMe Me CN
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[0289]
5 | X Z R R | WEEEHE ('H NMR)
11-164 | OMe NO2 Me CN
11-165 | OMe SOMe Me CN
11-166 | SOMe Me Me CN
11-167 | SOMe F Me CN
11-168 | SOMe Cl Me CN
11-169 | SOMe Br Me CN
11-170 | SO2Me I Me CN
11-171 | SO2Me CFs Me CN
11-172 | SOaMe CHF2 Me CN
11-173 | SO2Me CFoCl Me CN
11-174 | SOMe OMe Me CN
11-175 | SO2Me NO2 Me CN
11-176 | SO2Me SO2Me 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 CFs Et CN
11-183 | Me CHF» Et CN
11-184 | Me CFoCl Et CN
11-185 | Me OMe Et CN
11-186 | Me NO2 Et CN
11-187 | Me SO2Me Et CN
11-188 | Cl Me Et CN
11-189 | Cl F Et CN
11-190 | Cl Cl Et CN
11-191 | Cl Br Et CN
11-192 | Cl I Et CN
11-193 | Cl CFs Et CN
11-194 | Cl CHF» Et CN
11-195 | Cl CFoCl Et CN
11-196 | Cl OMe Et CN
11-197 | Cl NO2 Et CN
11-198 | Cl SO2Me Et CN
11-199 | OMe Me Et CN
11-200 | OMe F Et CN
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[0290]
5 | X Z R R | WEEEHE ('H NMR)
11-201 | OMe Cl Et CN
11-202 | OMe Br Et CN
11-203 | OMe I Et CN
11-204 | OMe CFs Et CN
11-205 | OMe CHF2 Et CN
11-206 | OMe CFoCl Et CN
11-207 | OMe OMe Et CN
11-208 | OMe NO2 Et CN
11-209 | OMe S02Me Et CN
11-210 | SO2Me Me Et CN
11-211 | SO2Me F Et CN
11-212 | SO2Me Cl Et CN
11-213 | SO2Me Br Et CN
11-214 | SOMe I Et CN
11-215 | SO2Me CFs Et CN
11-216 | SO2Me CHF> Et CN
11-217 | SO2Me CFoCl Et CN
11-218 | SO2Me OMe Et CN
11-219 | SO2Me NO2 Et CN
11-220 | SOMe SOMe Et CN
11-221 | Me Me CH2CH2OMe | CN
11-222 | Me F CH2CH2OMe | CN
11-223 | Me Cl CHoCH20Me CN
11-224 | Me Br CHoCH20Me CN
11-225 | Me I CHoCH20Me CN
11-226 | Me CFs CHoCH20Me CN
11-227 | Me CHF 2 CHoCH20Me CN
11-228 | Me CFoCl CHoCH20Me CN
11-229 | Me OMe CH2CH20Me CN
11-230 | Me NO2 CHoCH20Me CN
11-231 | Me SO2Me CH2CH20Me CN
11-232 | Cl Me CHoCH20Me CN
11-233 | Cl F CHoCH20Me CN
11-234 | Cl Cl CHoCH20Me CN
11-235 | Cl Br CHoCH20Me CN
11-236 | Cl I CHoCH20Me CN
11-237 | Cl CFs CHoCH20Me CN
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[0291]
5 | X Z R R | WEEEHE ('H NMR)
11-238 | C1 CHF 2 CHoCH20Me CN
11-239 | Cl CFoCl CH2CH2OMe | CN
11-240 | Cl OMe CH2CH2OMe | CN
11-241 | Cl NO2 CH2CH2OMe | CN
11-242 | C1 SO2Me CHoCH20Me CN
11-243 | OMe Me CHoCH20Me CN
11-244 | OMe F CHoCH20Me CN
11-245 | OMe Cl CHoCH20Me CN
11-246 | OMe Br CHoCH20Me CN
11-247 | OMe I CHoCH20Me CN
11-248 | OMe CFs CH2CH20Me CN
11-249 | OMe CHF» CHoCH20Me CN
11-250 | OMe CFoCl CH2CH20Me CN
11-251 | OMe OMe CHoCH20Me CN
11-252 | OMe NO2 CHoCH20Me CN
11-253 | OMe SO2Me CH2CH20Me CN
11-254 | SOMe Me CHoCH20Me CN
11-255 | SO2Me F CHoCH20Me CN
11-256 | SO2Me Cl CHoCH20Me CN
11-257 | SOMe Br CH2CH2OMe | CN
11-258 | SOMe I CH2CH2OMe | CN
11-259 | SOMe CF3 CH2CH2OMe | CN
11-260 | SOaMe CHF2 CHoCH20Me CN
11-261 | SOMe CFoCl CHoCH20Me CN
11-262 | SO:Me OMe CHoCH20Me CN
11-263 | SOaMe NO2 CHoCH20Me CN
11-264 | SOMe S02Me CHoCH20Me CN

[0292]  ‘12: AR R (DELAY, HhQhed, WS, t=0, HHAhREFH B A R b

(K1 S

[0293]

[0294]
%' X Z R R | P AE ("H NMR)
12-1 Me Me Me H
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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 CF3 Me H
12-7 Me CHF» Me H
12-8 Me CFoCl Me H
12-9 Me OMe Me H
12-10 Me NO2 Me H
12-11 Me SO2Me Me H
12-12 Cl Me Me H
12-13 Cl F Me H
12-14 Cl Cl Me H
12-15 Cl Br Me H
12-16 Cl I Me H
12-17 Cl CFs Me H
12-18 Cl CHF> Me H
12-19 Cl CFoCl Me H
12-20 Cl OMe Me H
12-21 Cl NO2 Me H
12-22 Cl S02Me Me H
12-23 OMe Me Me H
12-24 OMe F Me H
12-25 OMe Cl Me H
12-26 OMe Br Me H
12-27 OMe I Me H
12-28 OMe CFs Me H
12-29 OMe CHF 2 Me H
12-30 OMe CFoCl Me H
12-31 OMe OMe Me H
12-32 OMe NO2 Me H
12-33 OMe SO2Me Me H
12-34 SOMe Me Me H
12-35 SO02Me F Me H
12-36 SO02Me Cl Me H
12-37 S02Me Br Me H

[0295]
5 | X Z R R | WEEEHE ('H NMR)
12-38 S02Me I Me H
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12-39 S02Me CFs Me H
12-40 S02Me CHF > Me H
12-41 S02Me CFoCl Me H
12-42 SOsMe OMe Me H
12-43 SOsMe NO2 Me H
12-44 SOMe S02Me Me H
12-45 Me Me Et H
12-46 Me F Et H
12-47 Me Cl Et H
12-48 Me Br Et H
12-49 Me I Et H
12-50 Me CFs Et H
12-51 Me CHF» Et H
12-52 Me CFoCl Et H
12-53 Me OMe Et H
12-54 Me NO2 Et H
12-55 Me SO2Me Et H
12-56 Cl Me Et H
12-57 Cl F Et H
12-58 Cl Cl Et H
12-59 Cl Br Et H
12-60 Cl I Et H
12-61 Cl CF3 Et H
12-62 Cl CHF» Et H
12-63 Cl CFoCl Et H
12-64 Cl OMe Et H
1265 Cl NO2 Et H
1266 Cl S02Me Et H
12-67 OMe Me Et H
1268 OMe F Et H
12-69 OMe Cl Et H
12-70 OMe Br Et H
12-71 OMe I Et H
12-72 OMe CFs Et H
12-73 OMe CHF» Et H
12-74 OMe CFoCl Et H

[0296]
5 | X Z R R | WEEEHE ('H NMR)
12-75 OMe OMe Et H
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12-76 OMe NO2 Et H
12-77 OMe SO2Me Et H
12-78 S02Me Me Et H
12-79 SOsMe F Et H
12-80 SOsMe Cl Et H
12-81 SOMe Br Et H
12-82 SOMe I Et H
12-83 SOMe CFs Et H
12-84 SOMe CHF2 Et H
12-85 SOMe CFoCl Et H
12-86 SOMe OMe Et H
12-87 SOMe NO2 Et H
12-88 SOMe SO2Me Et H
12-89 Me Me CHoCH20Me | H
12-90 Me F CHo.CH20Me | H
12-91 Me Cl CHoCH20Me | H
12-92 Me Br CHoCH20Me | H
12-93 Me I CHoCH20Me | H
12-94 Me CFs CHoCH20Me | H
12-95 Me CHF > CHoCH20Me | H
12-96 Me CFoCl CHoCH20Me | H
12-97 Me OMe CH2CHoOMe | H
12-98 Me NO2 CH2CHoOMe | H
12-99 Me S02Me CH2CH2OMe | H
12-100 | CI Me CHoCH20Me | H
12-101 | Cl F CHoCH20Me | H
12-102 | Cl Cl CHoCH20Me | H
12-103 | Cl Br CHoCH20Me | H
12-104 | Cl I CHoCH20Me | H
12-105 | Cl CFs CHoCH20Me | H
12-106 | Cl CHF» CHoCH20Me | H
12-107 | Cl CFoCl CHoCH20Me | H
12-108 | Cl OMe CHoCH20Me | H
12-109 | Cl NO2 CHoCH20Me | H
12-110 | Cl SO2Me CHoCH20Me | H
12-111 | OMe Me CHoCH20Me | H
[0297]
5 | X Z R R | WEEEHE ('H NMR)
12-112 | OMe F CHoCH20Me | H
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12-113 | OMe Cl CHoCH20Me | H
12-114 | OMe Br CHoCH20Me | H
12-115 | OMe I CHoCH20Me | H
12-116 | OMe CF3 CH2CHoOMe | H
12-117 | OMe CHF» CH2CH2OMe | H
12-118 | OMe CF2Cl CHoCH20Me | H
12-119 | OMe OMe CHoCH20Me | H
12-120 | OMe NO2 CHoCH20Me | H
12-121 | OMe SO2Me CHoCH20Me | H
12-122 | SOaMe Me CHoCH20Me | H
12-123 | SOaMe F CHoCH20Me | H
12-124 | SOMe Cl CHoCH20Me | H
12-125 | SO2Me Br CHoCH20Me | H
12-126 | SO2Me I CHoCH20Me | H
12-127 | SO2Me CFs CHo.CH20Me | H
12-128 | SO2Me CHF» CHoCH20Me | H
12-129 | SO2Me CFoCl CHoCH20Me | H
12-130 | SO2Me OMe CHoCH20Me | H
12-131 | SO2Me NO2 CHoCH20Me | H
12-132 | SO2Me SO2Me CHoCH20Me | 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 CFs Me CN
12-139 | Me CHF 2 Me CN
12-140 | Me CFoCl Me CN
12-141 | Me OMe Me CN
12-142 | Me NO2 Me CN
12-143 | Me S02Me Me CN
12-144 | Cl Me Me CN
12-145 | Cl F Me CN
12-146 | Cl Cl Me CN
12-147 | Cl Br Me CN
12-148 | Cl I Me CN
[0298]

5 | X Z R R | WEEEHE ('H NMR)
12-149 | Cl CFs Me CN
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12-150 | Cl CHF > Me CN
12-151 | Cl CFoCl Me CN
12-152 | Cl OMe Me CN
12-153 | Cl NO2 Me CN
12-154 | Cl SOMe 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 I Me CN
12-160 | OMe CFs Me CN
12-161 | OMe CHF» Me CN
12-162 | OMe CFoCl Me CN
12-163 | OMe OMe Me CN
12-164 | OMe NO2 Me CN
12-165 | OMe S02Me Me CN
12-166 | SO2Me Me Me CN
12-167 | SO:Me F Me CN
12-168 | SO2Me Cl Me CN
12-169 | SO:Me Br Me CN
12-170 | SO2Me I Me CN
12-171 | SOMe CF3 Me CN
12-172 | SOMe CHF» Me CN
12-173 | SOMe CF2Cl Me CN
12-174 | SOMe OMe Me CN
12-175 | SOaMe NO2 Me CN
12-176 | SO:Me SO2Me Me CN
12-177 | Me Me Et CN
12-178 | Me F Et CN
12-179 | Me Cl Et CN
12-180 | Me Br Et CN
12-181 | Me I Et CN
12-182 | Me CFs Et CN
12-183 | Me CHF» Et CN
12-184 | Me CFoCl Et CN
12-185 | Me OMe Et CN

[0299]

5 | X Z R R | WEEEHE ('H NMR)
12-186 | Me NO2 Et CN
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12-187 | Me SO2Me Et CN
12-188 | Cl Me Et CN
12-189 | Cl F Et CN
12-190 | Cl Cl Et CN
12-191 | Cl Br Et CN
12-192 | C1 I Et CN
12-193 | Cl CFs Et CN
12-194 | CI CHF2 Et CN
12-195 | Cl CFoCl Et CN
12-196 | Cl OMe Et CN
12-197 | Cl NO2 Et CN
12-198 | Cl SO2Me Et CN
12-199 | OMe Me Et CN
12-200 | OMe F Et CN
12-201 | OMe Cl Et CN
12-202 | OMe Br Et CN
12-203 | OMe I Et CN
12-204 | OMe CFs Et CN
12-205 | OMe CHF > Et CN
12-206 | OMe CFoCl Et CN
12-207 | OMe OMe Et CN
12-208 | OMe NO2 Et CN
12-209 | OMe SOMe Et CN
12-210 | SOMe Me Et CN
12-211 | SOaMe F Et CN
12-212 | SOMe Cl Et CN
12-213 | SOaMe Br Et CN
12-214 | SOMe I Et CN
12-215 | SO2Me CFs Et CN
12-216 | SO2Me CHF» Et CN
12-217 | SOaMe CFoCl Et CN
12-218 | SO2Me OMe Et CN
12-219 | SO2Me NO2 Et CN
12-220 | SO2Me S02Me Et CN
12-221 | Me Me CHoCH20Me CN
12-222 | Me F CH2CH20Me CN
[0300]
5 | X Z R R | WEEEHE ('H NMR)
12-223 | Me Cl CHoCH20Me CN
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12-224 | Me Br CHoCH20Me CN
12-225 | Me I CHoCH20Me CN
12-226 | Me CFs CHoCH20Me CN
12-227 | Me CHF» CH2CH2OMe | CN
12-228 | Me CFoCl CH2CH2OMe | CN
12-229 | Me OMe CH2CH20Me CN
12-230 | Me NO2 CHoCH20Me CN
12-231 | Me SO2Me CHoCH20Me CN
12-232 | Cl Me CHoCH20Me CN
12-233 | Cl F CHoCH20Me CN
12-234 | Cl Cl CHoCH20Me CN
12-235 | Cl Br CHoCH20Me CN
12-236 | Cl I CHoCH20Me CN
12-237 | Cl CFs CHoCH20Me CN
12-238 | Cl CHF» CHoCH20Me CN
12-239 | Cl CFoCl CH2CH20Me CN
12-240 | Cl OMe CHoCH20Me CN
12-241 | Cl NO2 CHoCH20Me CN
12-242 | Cl SO2Me CHoCH20Me CN
12-243 | OMe Me CHoCH20Me CN
12-244 | OMe F CHoCH20Me CN
12-245 | OMe Cl CH2CH2OMe | CN
12-246 | OMe Br CH2CH2OMe | CN
12-247 | OMe I CH2CH2OMe | CN
12-248 | OMe CFs CHoCH20Me CN
12-249 | OMe CHF 2 CHoCH20Me CN
12-250 | OMe CFoCl CHoCH20Me CN
12-251 | OMe OMe CHoCH20Me CN
12-252 | OMe NO2 CH2CH20Me CN
12-253 | OMe S02Me CHoCH20Me CN
12-254 | SOMe Me CH2CH20Me CN
12-255 | SO2Me F CH2CH20Me CN
12-256 | SO2Me Cl CH2CH20Me CN
12-257 | SO2Me Br CHoCH20Me CN
12-258 | SO2Me I CHoCH20Me CN
12-259 | SO2Me CFs CH2CH20Me CN
[0301]
5 | X Z R R | WEEEHE ('H NMR)
12-260 | SO2Me CHF > CHoCH20Me CN
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12-261 | SO2Me CFoCl CHoCH20Me CN
12-262 | SO:Me OMe CHoCH20Me CN
12-263 | SO:Me NO2 CHoCH20Me CN
12-264 | SOMe SOMe CH2CH2OMe | CN

[0302]  #L13: AR MR (DAY, HhQhes, WS, t=0, B A EEFH B R b g

1 o

[0303]

[0304]
5 | X Z R R | WEEEE (' NMR)
13-1 Me Me Me H
13-2 Me F Me H
13-3 Me Cl Me H
13-4 Me Br Me H
13-5 Me I Me H
13-6 Me CFs Me H
13-7 Me CHF» Me H
13-8 Me CFoCl Me H
13-9 Me OMe Me H
13-10 Me NO2 Me H
13-11 Me S02Me Me H
13-12 Cl Me Me H
13-13 Cl F Me H
13-14 Cl Cl Me H
13-15 Cl Br Me H
13-16 Cl I Me H
13-17 Cl CFs Me H
13-18 Cl CHF» Me H
13-19 Cl CFoCl Me H
13-20 Cl OMe Me H
13-21 Cl NO2 Me H
13-22 Cl SO2Me Me H
13-23 OMe Me Me H
13-24 OMe F Me H
13-25 OMe Cl Me H

[0305]
%' X Z R R | W3 AE ("H NMR)
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13-26 OMe Br Me H
13-27 OMe I Me H
13-28 OMe CFs Me H
13-29 OMe CHF» Me H
13-30 OMe CFoCl Me H
13-31 OMe OMe Me H
13-32 OMe NO2 Me H
13-33 OMe SO2Me Me H
13-34 SOMe Me Me H
13-35 SOMe F Me H
13-36 SOMe Cl Me H
13-37 SOMe Br Me H
13-38 SOMe I Me H
13-39 SOMe CFs Me H
13-40 SO02Me CHF» Me H
13-41 SO02Me CFoCl Me H
13-42 S02Me OMe Me H
13-43 SO02Me NO2 Me H
13-44 S02Me SO2Me Me H
13-45 Me Me Et H
13-46 Me F Et H
13-47 Me Cl Et H
13-48 Me Br Et H
13-49 Me I Et H
13-50 Me CFs Et H
13-51 Me CHF 2 Et H
13-52 Me CFoCl Et H
13-53 Me OMe Et H
13-54 Me NO2 Et H
13-55 Me S02Me Et H
13-56 Cl Me Et H
13-57 Cl F Et H
13-58 Cl Cl Et H
13-59 Cl Br Et H
13-60 Cl I Et H
13-61 Cl CFs Et H
13-62 Cl CHF> Et H

[0306]
5 | X Z R R | WEEEHE ('H NMR)
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13-63 Cl CFoCl Et H
13-64 Cl OMe Et H
13-65 Cl NO2 Et H
13-66 Cl SOMe Et H
13-67 OMe Me Et H
13-68 OMe F Et H
13-69 OMe Cl Et H
13-70 OMe Br Et H
13-71 OMe I Et H
13-72 OMe CFs Et H
13-73 OMe CHF» Et H
13-74 OMe CFoCl Et H
13-75 OMe OMe Et H
13-76 OMe NO2 Et H
13-77 OMe SO2Me Et H
13-78 SO02Me Me Et H
13-79 S02Me F Et H
13-80 SO02Me Cl Et H
13-81 S02Me Br Et H
13-82 S02Me I Et H
13-83 S02Me CFs Et H
13-84 SOsMe CHF» Et H
13-85 SOsMe CFoCl Et H
13-86 SOMe OMe Et H
13-87 SOMe NO2 Et H
13-88 SOMe S02Me Et H
13-89 Me Me CHoCH20Me | H
13-90 Me F CHoCH20Me | H
13-91 Me Cl CHoCH20Me | H
13-92 Me Br CHoCH20Me | H
13-93 Me I CHoCH20Me | H
13-94 Me CFs CHoCH20Me | H
13-95 Me CHF» CHoCH20Me | H
13-96 Me CFoCl CHoCH20Me | H
13-97 Me OMe CHoCH20Me | H
13-98 Me NO2 CHoCH20Me | H
13-99 Me SO2Me CHoCH20Me | H
[0307]
5 | X Z R R | WEEEHE ('H NMR)
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13-100 | Cl Me CHoCH20Me | H
13-101 | Cl F CHoCH20Me | H
13-102 | Cl Cl CHoCH20Me | H
13-103 | C1 Br CH2CHoOMe | H
13-104 | Cl I CH2CH2OMe | H
13-105 | C1 CFs CHoCH20Me | H
13-106 | Cl CHF2 CHoCH20Me | H
13-107 | C1 CFoCl CHoCH20Me | H
13-108 | Cl OMe CHoCH20Me | H
13-109 | Cl NO2 CHoCH20Me | H
13-110 | Cl S02Me CHoCH20Me | H
13-111 | OMe Me CHoCH20Me | H
13-112 | OMe F CHoCH20Me | H
13-113 | OMe Cl CHoCH20Me | H
13-114 | OMe Br CHo.CH20Me | H
13-115 | OMe I CHoCH20Me | H
13-116 | OMe CFs CHoCH20Me | H
13-117 | OMe CHF> CHoCH20Me | H
13-118 | OMe CFoCl CHoCH20Me | H
13-119 | OMe OMe CHoCH20Me | H
13-120 | OMe NO2 CHoCH20Me | H
13-121 | OMe SOMe CH2CHoOMe | H
13-122 | SOMe Me CH2CHoOMe | H
13-123 | SOMe F CH2CH2OMe | H
13-124 | SOMe Cl CHoCH20Me | H
13-125 | SOMe Br CHoCH20Me | H
13-126 | SO2Me I CHoCH20Me | H
13-127 | SOaMe CFs CHoCH20Me | H
13-128 | SO2Me CHF 2 CHoCH20Me | H
13-129 | SO2Me CFoCl CHoCH20Me | H
13-130 | SO2Me OMe CHoCH20Me | H
13-131 | SO2Me NO2 CHoCH20Me | H
13-132 | SO2Me SO2Me CHoCH20Me | H
13-133 | Me Me Me CN
13-134 | Me F Me CN
13-135 | Me Cl Me CN
13-136 | Me Br Me CN
[0308]
5 | X Z R R | WEEEHE ('H NMR)
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13-137 | Me I Me CN
13-138 | Me CFs Me CN
13-139 | Me CHF 2 Me CN
13-140 | Me CFoCl Me CN
13-141 | Me OMe Me CN
13-142 | Me NO2 Me CN
13-143 | Me S02Me Me CN
13-144 | CI Me Me CN
13-145 | Cl F Me CN
13-146 | Cl Cl Me CN
13-147 | Cl Br Me CN
13-148 | Cl I Me CN
13-149 | Cl CFs Me CN
13-150 | Cl CHF» Me CN
13-151 | Cl CFoCl Me CN
13-152 | Cl OMe Me CN
13-153 | Cl NO2 Me CN
13-154 | Cl SO2Me 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 CF3 Me CN
13-161 | OMe CHF2 Me CN
13-162 | OMe CFoCl Me CN
13-163 | OMe OMe Me CN
13-164 | OMe NO2 Me CN
13-165 | OMe S02Me Me CN
13-166 | SO2Me Me Me CN
13-167 | SO:Me F Me CN
13-168 | SO:Me Cl Me CN
13-169 | SO2Me Br Me CN
13-170 | SO2Me I Me CN
13-171 | SO2Me CFs Me CN
13-172 | SO2Me CHF» Me CN
13-173 | SO2Me CFoCl Me CN
[0309]
5 | X Z R R | WEEEHE ('H NMR)
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13-174 | SOMe OMe Me CN
13-175 | SO2Me NO2 Me CN
13-176 | SO2Me S02Me 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 CFs Et CN
13-183 | Me CHF2 Et CN
13-184 | Me CFoCl Et CN
13-185 | Me OMe Et CN
13-186 | Me NO2 Et CN
13-187 | Me SO2Me Et CN
13-188 | Cl Me Et CN
13-189 | Cl F Et CN
13-190 | Cl Cl Et CN
13-191 | Cl Br Et CN
13-192 | Cl I Et CN
13-193 | C1 CFs Et CN
13-194 | Cl CHF 2 Et CN
13-195 | C1 CFoCl Et CN
13-196 | Cl OMe Et CN
13-197 | Cl NO2 Et CN
13-198 | CI S02Me Et CN
13-199 | OMe Me Et CN
13-200 | OMe F Et CN
13-201 | OMe Cl Et CN
13-202 | OMe Br Et CN
13-203 | OMe I Et CN
13-204 | OMe CFs Et CN
13-205 | OMe CHF» Et CN
13-206 | OMe CFoCl Et CN
13-207 | OMe OMe Et CN
13-208 | OMe NO2 Et CN
13-209 | OMe SO2Me Et CN
13-210 | SO2Me Me Et CN
[0310]
5 | X Z R R | WEEEHE ('H NMR)

126



CN 104244713 B

n B

124/152 51

13-211 | SO2Me F Et CN
13-212 | SO2Me Cl Et CN
13-213 | SO:Me Br Et CN
13-214 | SOsMe I Et CN
13-215 | SOMe CF3 Et CN
13-216 | SOMe CHF» Et CN
13-217 | SOaMe CFoCl Et CN
13-218 | SOMe OMe Et CN
13-219 | SOMe NO2 Et CN
13-220 | SOaMe SO2Me Et CN
13-221 | Me Me CHoCH20Me CN
13-222 | Me F CHoCH20Me CN
13-223 | Me Cl CHoCH20Me CN
13-224 | Me Br CHoCH20Me CN
13-225 | Me I CHoCH20Me CN
13-226 | Me CFs CH2CH20Me CN
13-227 | Me CHF> CHoCH20Me CN
13-228 | Me CFoCl CHoCH20Me CN
13-229 | Me OMe CHoCH20Me CN
13-230 | Me NO2 CHoCH20Me CN
13-231 | Me S02Me CHoCH20Me CN
13-232 | C1 Me CH2CH2OMe | CN
13-233 | C1 F CH2CH2OMe | CN
13-234 | Cl Cl CH2CH2OMe | CN
13-235 | Cl Br CHoCH20Me CN
13-236 | Cl I CHoCH20Me CN
13-237 | Cl CFs CHoCH20Me CN
13-238 | Cl CHF 2 CHoCH20Me CN
13-239 | Cl CFoCl CH2CH20Me CN
13-240 | Cl OMe CHoCH20Me CN
13-241 | Cl NO2 CH2CH20Me CN
13-242 | Cl SO2Me CH2CH20Me CN
13-243 | OMe Me CH2CH20Me CN
13-244 | OMe F CHoCH20Me CN
13-245 | OMe Cl CHoCH20Me CN
13-246 | OMe Br CH2CH20Me CN
13-247 | OMe I CHoCH20Me CN
[0311]
5 | X Z R R | WEEEHE ('H NMR)
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13-248 | OMe CFs CHoCH20Me CN
13-249 | OMe CHF > CHoCH20Me CN
13-250 | OMe CFoCl CHoCH20Me CN
13-251 | OMe OMe CH2CH2OMe | CN
13-252 | OMe NO2 CH2CH2OMe | CN
13-253 | OMe S02Me CHoCH20Me | CN
13-254 | SOMe Me CHoCH20Me CN
13-255 | SOaMe F CHoCH20Me CN
13-256 | SO2Me Cl CHoCH20Me CN
13-257 | SOaMe Br CHoCH20Me CN
13-258 | SO02Me I CHoCH20Me CN
13-259 | SO:Me CFs CHoCH20Me CN
13-260 | SO2Me CHF» CHoCH20Me CN
13-261 | SO2Me CFoCl CHoCH20Me CN
13-262 | SO2Me OMe CHoCH20Me CN
13-263 | SO2Me NO2 CH2CH20Me CN
13-264 | SOMe SO2Me CHoCH20Me CN
[0312] 14 AK WAL R FAR R (DR E Y, HrhQhQ3, RN FE, RVFIW 1

NEL =0, HHA PR AR PR B .

[0313]

[0314]
His | X Z R R* | s 80 (' NMR)
14-1 Me Me Me H
14-2 Me Cl Me H
14-3 Me CFs Me H
14-4 Me CHF2 Me H
14-5 Cl Me Me H
14-6 Cl Cl Me H
14-7 Cl CFs Me H
14-8 Cl CHF2 Me H
14-9 OMe Me Me H
14-10 OMe Cl Me H
14-11 OMe CFs Me H
14-12 OMe CHF2 Me H
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[0315]

His | X Z R R* | 38 (' NR)
14-13 S0Me Me Me H
14-14 S0aMe Cl Me H
14-15 S0aMe CFs Me H
14-16 SO2Me CHF» Me H
14-17 | Me Me Et H
14-18 | Me Cl Et H
14-19 | Me CF3 Et H
14-20 | Me CHF> Et H
14-21 Cl Me Et H
14-22 Cl Cl Et H
14-23 Cl CFs Et H
14-24 | Cl CHF> Et H
14-25 OMe Me Et H
14-26 OMe Cl Et H
14-27 OMe CFs Et H
14-28 OMe CHF> Et H
14-29 S0Me Me Et H
14-30 S0Me Cl Et H
14-31 S0Me CFs Et H
14-32 S0aMe CHF> Et H
14-33 | Me Me CH2CH20Me | H
14-34 | Me Cl CH2CH20Me | H
14-35 | Me CFs CH2CH20Me | H
14-36 | Me CHF> CH2CH20Me | H
14-37 Cl Me CH2CH20Me | H
14-38 Cl Cl CH2CH20Me | H
14-39 Cl CF3 CH2CH20Me | H
14-40 Cl CHF> CH2CH20Me | H
14-41 OMe Me CH2CH20Me | H
14-42 OMe Cl CH2CH20Me | H
14-43 OMe CFs CH2CH20Me | H
14-44 | OMe CHF> CH2CH20Me | H
14-45 S0Me Me CH2CH20Me | H
14-46 S0Me Cl CH2CH20Me | H
14-47 S0Me CFs CH2CH20Me | H
14-48 S0Me CHF> CH2CH20Me | H
14-49 Me Me Me CN
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[0316]
5 | X Z R R | WEEEHE ('H NMR)
14-50 Me Cl Me CN
14-51 Me CF3 Me CN
14-52 Me CHF» Me CN
14-53 Cl Me Me CN
14-54 Cl Cl Me CN
14-55 Cl CFs Me CN
14-56 Cl CHF2 Me CN
14-57 OMe Me Me CN
14-58 OMe Cl Me CN
14-59 OMe CFs Me CN
14-60 OMe CHF» Me CN
14-61 SOMe Me Me CN
14-62 SOMe Cl Me CN
14-63 S02Me CFs Me CN
14-64 S02Me CHF> Me CN
14-65 Me Me Et CN
14-66 Me Cl Et CN
14-67 Me CFs Et CN
14-68 Me CHF > Et CN
14-69 Cl Me Et CN
14-70 Cl Cl Et CN
14-71 Cl CFs Et CN
14-72 Cl CHF2 Et CN
14-73 OMe Me Et CN
14-74 OMe Cl Et CN
14-75 OMe CFs Et CN
14-76 OMe CHF 2 Et CN
14-77 SOMe Me Et CN
14-78 SOMe Cl Et CN
14-79 SOMe CFs Et CN
14-80 SOMe CHF» Et CN
14-81 Me Me CHoCH20Me CN
14-82 Me Cl CHoCH20Me CN
14-83 Me CFs CHoCH20Me CN
14-84 Me CHF> CHoCH20Me CN
14-85 Cl Me CHoCH20Me CN
14-86 Cl Cl CHoCH20Me CN
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[0317]
5 | X Z R R | WEEEHE ('H NMR)
14-87 Cl CFs CHoCH20Me CN
14-88 Cl CHF» CH2CH2OMe | CN
14-89 OMe Me CH2CH2OMe | CN
14-90 OMe Cl CH2CH2OMe | CN
14-91 OMe CFs CHoCH20Me CN
14-92 OMe CHF 2 CHoCH20Me CN
14-93 SOMe Me CHoCH20Me CN
14-94 SOMe Cl CHoCH20Me CN
14-95 SOMe CFs CHoCH20Me CN
14-96 SOMe CHF» CHoCH20Me CN

[0318] K15 AR D MG, HrhQeyFadt , R NFEL, 1, HHARRE AA R
R o
O X C\

[0319] HO

[0320]
i | X Z R PIIE A ('H NMR)
15-1 Me Me Me
15-2 Me F Me
15-3 Me Cl Me
15-4 Me Br Me
15-5 Me I Me
15-6 Me CFs Me
15-7 Me CHF2 Me
15-8 Me CF2C1 Me
159 Me OMe Me
15-10 Me NO2 Me
15-11 Me S0oMe Me
15-12 Cl Me Me
15-13 Cl F Me
15-14 Cl Cl Me
15-15 Cl Br Me
15-16 Cl I Me
15-17 Cl CFs Me
15-18 Cl CHF» Me
15-19 Cl CFoCl Me
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[0321]
%5 X Z R I F AR (' H NMR)

15-20 Cl OMe Me

15-21 Cl NO; Me

15-22 Cl 50;Me Me

15-23 OMe Me Me

15-24 OMe F Me

15-25 OMe Cl1 Me

15-26 OMe Br Me

15-27 OMe. 1 Me

15-28 OMe CF, Me (400 MHz, CDCL; §, ppm) 8.34 (d,1H),

7.84 (d,1H), 4.16 (s,3H), 3.68 (5,3H)

15-29 OMe CHE, Me

15-30 OMe CF;Cl Me

15-31 OMe OMe Me

15-32 OMe NG; Me

15-33 OMe: S0;Me Me

15-34 SO, Me Me Me

15-35 S0;Me F Me

15-36 SO,Me Cl Me

15-37 SO,Me Br Me

15-38 SO,Me | Me

15-39 SO;Me CF; Me

15-40 SO,Me CHE; Me

15-41 SO;Me CF;Cl Me

15-42 SO;Me OMe Mg

15-43 SO,Me NO, Me

15-44 SO;Me S0,Me Me

15-45 Me Me Et

15-46 Me F Et

15-47 Me Cl Et

15-48 Me: Br Et

15-49 Me 1 Et

13-50 Me CF; Et

15-51 Me CHF; Et

15-52 Me CE,Cl Et

15-53 Me OMe Et

15-54 Me NO; Et

15-55 Me SO,Me Et
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[0322]

5 | X Z R Py A ("H NVR)
15-56 Cl Me Et

15-57 Cl F Et

15-58 Cl Cl Et

15-59 Cl Br Et

15—60 Cl I Et

1561 Cl CFs Et

15—62 Cl CHF» Et

15—63 Cl CFoCl Et

15-64 Cl OMe Et

15—65 Cl NO2 Et

15—66 Cl S02Me Et

15—67 OMe Me Et

15—68 OMe F Et

15—69 OMe Cl Et

15=70 OMe Br Et

15-71 OMe I Et

15=72 OMe CFs Et

15-73 OMe CHF» Et

15-74 OMe CF2Cl Et

15=75 OMe OMe Et

15-76 OMe NO2 Et

15=77 OMe SOMe Et

15-78 SOMe Me Et

15-79 SOMe F Et

1580 SOMe Cl Et

15-81 SOMe Br Et

15—-82 SOMe I Et

15—83 SOMe CFs Et

15-84 SOMe CHF» Et

1585 SOMe CF2Cl Et

1586 SOMe OMe Et

1587 SO02Me NO2 Et

15—88 SO02Me S02Me Et

15—-89 Me Me CH2CH20Me
15-90 Me F CH2CH20Me
15-91 Me Cl CH2CH20Me
15-92 Me Br CH2CH20Me
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[0323]
5 | X Z R Py A ("H NVR)
15-93 Me I CH2CH20Me
15-94 Me CF3 CH2CH20Me
15-95 Me CHF2 CH2CH20Me
15-96 Me CF2C1 CH2CH20Me
15-97 Me OMe CH2CH20Me
15-98 Me NO2 CH2CH20Me
15-99 Me SO2Me CH2CH20Me
15-100 | Cl Me CH2CH20Me
15-101 | Cl F CH2CH20Me
15-102 | Cl Cl CH2CH20Me
15-103 | Cl Br CH2CH20Me
15-104 | Cl I CH2CH20Me
15-105 | Cl CFs CH2CH20Me
15-106 | Cl CHF» CH2CH20Me
15-107 | Cl CF2Cl CH2CH20Me
15-108 | Cl OMe CH2CH20Me
15-109 | Cl NO2 CH2CH20Me
15-110 | Cl S02Me CH2CH20Me
15-111 | OMe Me CH2CH20Me
15-112 | OMe F CH2CH20Me
15-113 | OMe Cl CH2CH20Me
15-114 | OMe Br CH2CH20Me
15-115 | OMe I CH2CH20Me
15-116 | OMe CFs CH2CH20Me
15-117 | OMe CHF» CH2CH20Me
15-118 | OMe CFoCl CH2CH20Me
15-119 | OMe OMe CH2CH20Me
15-120 | OMe NO2 CH2CH20Me
15-121 | OMe S02Me CH2CH20Me
15-122 | SO:Me Me CH2CH20Me
15-123 | SO:Me F CH2CH20Me
15-124 | SOMe Cl CH2CH20Me
15-125 | SO:Me Br CH2CH20Me
15-126 | SO2Me I CH2CH20Me
15-127 | SO2Me CFs CH2CH20Me
15-128 | SO2Me CHF» CH2CH20Me
15-129 | SO:Me CF2Cl CH2CH20Me
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[0324]
His | X Z R IR ('H NVR)
15-130 | SOMe OMe CH2CH20Me
15-131 | SOMe NO2 CH2CH20Me
15-132 | SO:Me S0Me CH2CH20Me
[0325]  ZR16: AR (ID) 4G, Hh Qo 5L, R AT, th0, H HAh B R A £
HR H I e
O X
[0326] HO™
[0327]
i | X Z R WIEHAE CH NMR)
16-1 Me Me Me
16-2 Me F Me
16-3 Me Cl Me
164 Me Br Me
16-5 Me I Me
16-6 Me CFs Me
16-7 Me CHF Me
16-8 Me CF2C1 Me
16-9 Me OMe Me
16-10 Me NO2 Me
16-11 Me S0Me Me
16-12 Cl Me Me
16-13 Cl F Me
16-14 | Cl Cl Me
16-15 Cl Br Me
16-16 Cl I Me
16-17 Cl CFs Me
16-18 Cl CHF Me
16-19 Cl CFoCl Me
16—20 Cl OMe Me
16—21 Cl NO2 Me
16—22 Cl S0sMe Me
16-23 OMe Me Me
16-24 | OMe F Me
16-25 OMe Cl Me
16-26 OMe Br Me
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[0328]
Hiv | X Z R PR HUE C'H NMR)
16-27 OMe I Me
16—-28 OMe CFs Me
16—29 OMe CHF2 Me
16-30 OMe CF2Cl Me
16-31 OMe OMe Me
16-32 OMe NO2 Me
16-33 OMe SO0Me Me
16-34 SO02Me Me Me
16-35 SO02Me F Me
16—-36 SO02Me Cl Me
16-37 SO02Me Br Me
16-38 SO02Me I Me
16—39 S02Me CFs Me
16—40 S02Me CHF2 Me
16—41 S02Me CF2C1 Me
16—42 S02Me OMe Me
16-43 S02Me NO2 Me
16-44 S02Me S02Me Me
16-45 | Me Me Et
16-46 | Me F Et
16-47 | Me Cl Et
16-48 | Me Br Et
16-49 | Me I Et
16-50 | Me CFs Et
16-51 Me CHF2 Et
16-52 | Me CF2C1 Et
16-53 | Me OMe Et
16-54 | Me NO2 Et
16-55 | Me SO0Me Et
16-56 Cl Me Et
16-57 Cl F Et
16-58 Cl Cl Et
16-59 Cl Br Et
16—60 Cl I Et
16-61 Cl CFs Et
16-62 Cl CHF2 Et
16-63 Cl CF2Cl Et
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[0329]

5 | X Z R Py A ("H NVR)
16-64 Cl OMe Et

16-65 Cl NO2 Et

16-66 Cl SOMe Et

16-67 OMe Me Et

16—68 OMe F Et

16—69 OMe Cl Et

16-70 OMe Br Et

16-71 OMe I Et

16-72 OMe CFs Et

16-73 OMe CHF» Et

16-74 OMe CFoCl Et

16-75 OMe OMe Et

16-76 OMe NO2 Et

16=77 OMe SO2Me Et

16-78 S02Me Me Et

16-79 S02Me F Et

16—-80 S02Me Cl Et

16-81 S02Me Br Et

16-82 S02Me I Et

16-83 SOMe CFs Et

16-84 SOsMe CHF 2 Et

16-85 SOsMe CF2C1 Et

16—-86 SOMe OMe Et

16—87 SOMe NO2 Et

16—88 SOMe S02Me Et

16—89 Me Me CH2CH20Me
16-90 Me F CH2CH20Me
16-91 Me Cl CH2CH20Me
16-92 Me Br CH2CH20Me
16-93 Me I CH2CH20Me
16-94 Me CFs CH2CH20Me
1695 Me CHF» CH2CH20Me
16-96 Me CFoCl CH2CH20Me
16-97 Me OMe CH2CH20Me
16-98 Me NO2 CH2CH20Me
16-99 Me SO2Me CH2CH20Me
16-100 | Cl Me CH2CH20Me
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[0330]
5 | X Z R Py A ("H NVR)
16-101 | Cl F CH2CH20Me
16-102 | Cl Cl CH2CH20Me
16-103 | Cl Br CH2CH20Me
16-104 | Cl I CH2CH20Me
16-105 | C1 CFs CH2CH20Me
16-106 | Cl CHF» CH2CH20Me
16-107 | Cl CFoCl CH2CH20Me
16-108 | Cl OMe CH2CH20Me
16-109 | Cl NO2 CH2CH20Me
16-110 | Cl S02Me CH2CH20Me
16-111 | OMe Me CH2CH20Me
16-112 | OMe F CH2CH20Me
16-113 | OMe Cl CH2CH20Me
16-114 | OMe Br CH2CH20Me
16-115 | OMe I CH2CH20Me
16-116 | OMe CFs CH2CH20Me
16-117 | OMe CHF» CH2CH20Me
16-118 | OMe CF2Cl CH2CH20Me
16-119 | OMe OMe CH2CH20Me
16-120 | OMe NO2 CH2CH20Me
16-121 | OMe SOMe CH2CH20Me
16-122 | SOMe Me CH2CH20Me
16—-123 | SOMe F CH2CH20Me
16-124 | SOMe Cl CH2CH20Me
16—-125 | SO:Me Br CH2CH20Me
16—-126 | SO2Me I CH2CH20Me
16—127 | SOaMe CFs CH2CH20Me
16—-128 | SOaMe CHF» CH2CH20Me
16—-129 | SO2Me CFoCl CH2CH20Me
16—130 | SO2Me OMe CH2CH20Me
16—-131 | SO2Me NO2 CH2CH20Me
16—-132 | SO:Me SO2Me CH2CH20Me
[0331] K17 AKX EY, PN, RN, t1, HHhER Ba %R+
FE 2 S
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[0332] Ci

[0333]
His | X Z R PSR AR (' NMR)
17-1 Me Me Me
17-2 Me F Me
17-3 Me Cl Me
17-4 Me Br Me
17-5 Me I Me
17-6 Me CFs Me
17-7 Me CHF2 Me
17-8 Me CF2C1 Me
17-9 Me OMe Me
17-10 Me NOz2 Me
17-11 Me S02Me Me
17-12 Cl Me Me
17-13 Cl F Me
17-14 Cl Cl Me
17-15 Cl Br Me
17-16 Cl I Me
17-17 Cl CFs Me
17-18 Cl CHF2 Me
17-19 Cl CF2C1 Me
17-20 Cl OMe Me
17-21 Cl NO2 Me
17-22 Cl S02Me Me
17-23 OMe Me Me
17-24 OMe F Me
17-25 OMe Cl Me
17-26 OMe Br Me
17-27 OMe I Me
17-28 OMe CFs Me
17-29 OMe CHF2 Me
17-30 OMe CF2C1 Me
17-31 OMe OMe Me
17-32 OMe NO2 Me
17-33 OMe S02Me Me
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[0334]
Hiv | X Z R PR HUE C'H NMR)
17-34 S02Me Me Me
17-35 S0Me F Me
17-36 S0aMe Cl Me
17-37 S0aMe Br Me
17-38 S02Me I Me
17-39 S02Me CFs Me
17-40 S02Me CHF2 Me
17-41 SO02Me CF2C1 Me
17-42 SO02Me OMe Me
17-43 SO02Me NO2 Me
17-44 SO02Me S02Me Me
17-45 | Me Me Et
17-46 | Me F Et
17-47 | Me Cl Et
17-48 | Me Br Et
17-49 | Me I Et
17-50 | Me CFs Et
17-51 Me CHF2 Et
17-52 | Me CF2Cl Et
17-53 Me OMe Et
17-54 | Me NO2 Et
17-55 | Me S0aMe Et
17-56 Cl Me Et
17-57 Cl F Et
17-58 Cl Cl Et
17-59 Cl Br Et
17-60 Cl I Et
17-61 Cl CFs Et
17-62 Cl CHF2 Et
17-63 Cl CF2C1 Et
17-64 Cl OMe Et
17-65 Cl NO2 Et
17-66 Cl SO0Me Et
17-67 OMe Me Et
17-68 OMe F Et
17-69 OMe Cl Et
17-70 OMe Br Et
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[0335]

5 | X Z R Py A ("H NVR)
17-71 OMe I Et

17-72 OMe CF3 Et

17-73 OMe CHF2 Et

17-74 OMe CF2C1 Et

17-75 OMe OMe Et

17-76 OMe NO2 Et

17-77 OMe SO2Me Et

17-78 SOMe Me Et

17-79 SOMe F Et

17-80 SOMe Cl Et

17-81 SOMe Br Et

17-82 SOMe I Et

17-83 SOMe CFs Et

17-84 S02Me CHF» Et

17-85 S02Me CF2Cl Et

17-86 S02Me OMe Et

17-87 S02Me NO2 Et

17-88 S02Me S02Me Et

17-89 Me Me CH2CH20Me
17-90 Me F CH2CH20Me
17-91 Me Cl CH2CH20Me
17-92 Me Br CH2CH20Me
17-93 Me I CH2CH20Me
17-94 Me CFs CH2CH20Me
17-95 Me CHF» CH2CH20Me
17-96 Me CFoCl CH2CH20Me
17-97 Me OMe CH2CH20Me
17-98 Me NO2 CH2CH20Me
17-99 Me S02Me CH2CH20Me
17-100 | Cl Me CH2CH20Me
17-101 | Cl F CH2CH20Me
17-102 | Cl Cl CH2CH20Me
17-103 | Cl Br CH2CH20Me
17-104 | Cl I CH2CH20Me
17-105 | Cl CFs CH2CH20Me
17-106 | Cl CHF» CH2CH20Me
17-107 | Cl CF2Cl CH2CH20Me
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[0336]
Hiv | X Z R PR HUE C'H NMR)
17-108 | Cl OMe CH2CH20Me
17-109 | Cl NO2 CH2CH20Me
17-110 | Cl S0Me CH2CH20Me
17-111 | OMe Me CH2CH20Me
17-112 | OMe F CH2CH20Me
17-113 | OMe Cl CH2CH20Me
17-114 | OMe Br CH2CH20Me
17-115 | OMe I CH2CH20Me
17-116 | OMe CFs CH2CH20Me
17-117 | OMe CHF2 CH2CH20Me
17-118 | OMe CF2C1 CH2CH20Me
17-119 | OMe OMe CH2CH20Me
17-120 | OMe NO2 CH2CH20Me
17-121 | OMe S02Me CH2CH20Me
17-122 | SOMe Me CH2CH20Me
17-123 | SOMe F CH2CH20Me
17-124 | SOMe Cl CH2CH20Me
17-125 | SOMe Br CH2CH20Me
17-126 | SOMe I CH2CH20Me
17-127 | SOMe CFs CH2CH20Me
17-128 | SOMe CHF2 CH2CH20Me
17-129 | SOMe CF2Cl CH2CH20Me
17-130 | SOMe OMe CH2CH20Me
17-131 | SOMe NO2 CH2CH20Me
17-132 | SOMe S02Me CH2CH20Me
[0337]  R18: AKX (ID KL EY, Hrh QoS R NEEE, th0, HHAhFEF B A &
FEHI RIS o
[0338] €l
[0339]
i | X Z R WIEHAE C'H NMR)
18-1 Me Me Me
18-2 Me F Me
18-3 Me Cl Me
18-4 Me Br Me
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[0340]
Hiv | X Z R PR HUE C'H NMR)
18-5 Me I Me
18-6 Me CFs Me
18-7 Me CHF2 Me
18-8 Me CF2Cl Me
18-9 Me OMe Me
18-10 | Me NO2 Me
18-11 Me S02Me Me
18-12 Cl Me Me
18-13 Cl F Me
18-14 Cl Cl Me
18-15 Cl Br Me
18-16 Cl I Me
18-17 Cl CFs Me
18-18 Cl CHF2 Me
18-19 Cl CF2C1 Me
18-20 Cl OMe Me
18-21 Cl NO2 Me
18-22 Cl SO0Me Me
18-23 OMe Me Me
18-24 OMe F Me
18-25 OMe Cl Me
18-26 OMe Br Me
18-27 OMe I Me
18-28 OMe CFs Me
18-29 OMe CHF2 Me
18-30 OMe CF2C1 Me
18-31 OMe OMe Me
18-32 OMe NO2 Me
18-33 OMe SO0Me Me
18-34 SO02Me Me Me
18-35 SO02Me F Me
18-36 S02Me Cl Me
18-37 S02Me Br Me
18-38 S02Me I Me
18-39 S02Me CFs Me
18-40 S02Me CHF2 Me
18-41 S02Me CF2Cl Me
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[0341]
His | X Z R IR ('H NVR)
18-42 | SO:Me OMe Me
18-43 | SO:Me NO2 Me
18-44 S0aMe S0Me Me
18-45 Me Me Et
18-46 | Me F Et
18-47 | Me Cl Et
18-48 | Me Br Et
18-49 | Me I Et
18-50 | Me CFs Et
18-51 Me CHF> Et
18-52 | Me CF2C1 Et
18-53 | Me OMe Et
18-54 | Me NO2 Et
18-55 | Me SOsMe Et
18-56 | Cl Me Et
18-57 | Cl F Et
1858 | Cl Cl Et
18-59 | Cl Br Et
18-60 | Cl I Et
18-61 Cl CFs Et
18-62 | Cl CHF> Et
18-63 | Cl CF2Cl Et
18-64 | Cl OMe Et
18-65 | Cl NO2 Et
18-66 | Cl SOsMe Et
18-67 | OMe Me Et
18-68 | OMe F Et
18-69 | OMe Cl Et
18-70 | OMe Br Et
18-71 OMe I Et
18-72 | OMe CFs Et
18-73 | OMe CHF> Et
18-74 | OMe CF2Cl Et
18=75 | OMe OMe Et
18-76 | OMe NO2 Et
18=77 | OMe SOsMe Et
18-78 | SO:Me Me Et
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[0342]

5 | X Z R Py A ("H NVR)
18-79 S02Me F Et

18-80 SOsMe Cl Et

18-81 SOsMe Br Et

18-82 SOsMe I Et

18-83 SOMe CFs Et

18-84 SOMe CHF» Et

18-85 SOMe CFoCl Et

18-86 SOMe OMe Et

1887 SOMe NO2 Et

18-88 SOMe S02Me Et

18—-89 Me Me CH2CH20Me
18-90 Me F CH2CH20Me
18-91 Me Cl CH2CH20Me
18-92 Me Br CH2CH20Me
18-93 Me I CH2CH20Me
18-94 Me CFs CH2CH20Me
18-95 Me CHF» CH2CH20Me
18-96 Me CF2Cl CH2CH20Me
18-97 Me OMe CH2CH20Me
18-98 Me NO2 CH2CH20Me
18-99 Me SOMe CH2CH20Me
18-100 | Cl Me CH2CH20Me
18-101 | CI F CH2CH20Me
18-102 | CI Cl CH2CH20Me
18-103 | Cl Br CH2CH20Me
18-104 | Cl I CH2CH20Me
18-105 | Cl CFs CH2CH20Me
18-106 | Cl CHF» CH2CH20Me
18-107 | Cl CFoCl CH2CH20Me
18-108 | Cl OMe CH2CH20Me
18-109 | Cl NO2 CH2CH20Me
18-110 | Cl SO2Me CH2CH20Me
18-111 | OMe Me CH2CH20Me
18-112 | OMe F CH2CH20Me
18-113 | OMe Cl CH2CH20Me
18-114 | OMe Br CH2CH20Me
18-115 | OMe I CH2CH20Me
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[0343]
Hiv | X Z R PR HUE C'H NMR)
18-116 | OMe CFs CH2CH20Me
18-117 | OMe CHF2 CH2CH20Me
18-118 | OMe CF2Cl CH2CH20Me
18-119 | OMe OMe CH2CH20Me
18-120 | OMe NO2 CH2CH20Me
18-121 | OMe S02Me CH2CH20Me
18-122 | SOMe Me CH2CH20Me
18-123 | SOMe F CH2CH20Me
18-124 | SOMe Cl CH2CH20Me
18-125 | SOMe Br CH2CH20Me
18-126 | SOMe I CH2CH20Me
18-127 | SOMe CFs CH2CH20Me
18-128 | SOMe CHF2 CH2CH20Me
18-129 | SOMe CF2C1 CH2CH20Me
18-130 | SOMe OMe CH2CH20Me
18-131 | SOMe NO2 CH2CH20Me
18-132 | SOMe S02Me CH2CH20Me
[0344] K19 AKX ID R EY), Hrh Qo5 R NEGE, L, B IR BA
PR
) X O
| ~CN
~ S=N
[0345] (@) \
R
4
[0346]
Bis | X Z R PR ('H NVR)
19-1 Me Me Me
19-2 Me F Me
19-3 Me Cl Me
19-4 Me Br Me
19-5 Me I Me
19-6 Me CFs Me
19-7 Me CHF» Me
19-8 Me CF2C1 Me
19-9 Me OMe Me
19-10 Me NO2 Me
19-11 Me S0sMe Me
19-12 Cl Me Me
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[0347]
His | X Z R IR ('H NVR)
19-13 Cl F Me
19-14 Cl Cl Me
19-15 Cl Br Me
19-16 Cl I Me
19-17 Cl CFs Me
19-18 Cl CHF Me
19-19 Cl CF2C1 Me
19-20 Cl OMe Me
19-21 Cl NO2 Me
19-22 Cl SOMe Me
19-23 OMe Me Me
19-24 | OMe F Me
19-25 OMe Cl Me
19-26 OMe Br Me
19-27 OMe I Me
19-28 OMe CFs Me
19-29 OMe CHF> Me
19-30 OMe CF2Cl Me
19-31 OMe OMe Me
19-32 OMe NO2 Me
19-33 OMe S0aMe Me
19-34 S0aMe Me Me
19-35 SOaMe F Me
19-36 SOaMe Cl Me
19-37 SOaMe Br Me
19-38 S0aMe I Me
19-39 SOaMe CFs Me
19-40 SOaMe CHF> Me
19-41 SOaMe CF2C1 Me
19-42 SOaMe OMe Me
19-43 SOaMe NO2 Me
19-44 S02Me S0:2Me Me
19-45 | Me Me Et
19-46 | Me F Et
19-47 | Me Cl Et
19-48 | Me Br Et
19-49 | Me I Et
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[0348]
5 | X Z R Py A ("H NVR)
19-50 Me CFs Et
19-51 Me CHF 2 Et
19-52 Me CF2Cl Et
19-53 Me OMe Et
19-54 Me NO2 Et
19-55 Me SO2Me Et
19-56 Cl Me Et
19-57 Cl F Et
19-58 Cl Cl Et
19-59 Cl Br Et
19-60 Cl I Et
19-61 Cl CFs Et
19-62 Cl CHF» Et
19-63 Cl CF2Cl Et
19-64 Cl OMe Et
19-65 Cl NO2 Et
19-66 Cl SO2Me Et
19-67 OMe Me Et
19-68 OMe F Et
19-69 OMe Cl Et
19-70 OMe Br Et
19-71 OMe I Et
19-72 OMe CFs Et
19-73 OMe CHF» Et
19-74 OMe CFoCl Et
19-75 OMe OMe Et
19-76 OMe NO2 Et
19-77 OMe S02Me Et
19-78 SOMe Me Et
19-79 SOMe F Et
19-80 SOMe Cl Et
19-81 SO02Me Br Et
19-82 SO02Me I Et
19-83 SO02Me CFs Et
19-84 S02Me CHF» Et
19-85 S02Me CF2Cl Et
19-86 S02Me OMe Et
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[0349]

5 | X Z R Py A ("H NVR)
19-87 S02Me NO2 Et

19-88 SOsMe SOMe Et

19-89 Me Me CH2CH20Me
19-90 Me F CH2CH20Me
19-91 Me Cl CH2CH20Me
19-92 Me Br CH2CH20Me
19-93 Me I CH2CH20Me
19-94 Me CFs CH2CH20Me
19-95 Me CHF» CH2CH20Me
19-96 Me CFoCl CH2CH20Me
19-97 Me OMe CH2CH20Me
19-98 Me NO2 CH2CH20Me
19-99 Me S02Me CH2CH20Me
19-100 | Cl Me CH2CH20Me
19-101 | Cl F CH2CH20Me
19-102 | Cl Cl CH2CH20Me
19-103 | Cl Br CH2CH20Me
19-104 | Cl I CH2CH20Me
19-105 | C1 CFs CH2CH20Me
19-106 | Cl CHF 2 CH2CH20Me
19-107 | Cl CF2Cl CH2CH20Me
19-108 | Cl OMe CH2CH20Me
19-109 | Cl NO2 CH2CH20Me
19-110 | CI SO2Me CH2CH20Me
19-111 | OMe Me CH2CH20Me
19-112 | OMe F CH2CH20Me
19-113 | OMe Cl CH2CH20Me
19-114 | OMe Br CH2CH20Me
19-115 | OMe I CH2CH20Me
19-116 | OMe CFs CH2CH20Me
19-117 | OMe CHF» CH2CH20Me
19-118 | OMe CF2Cl CH2CH20Me
19-119 | OMe OMe CH2CH20Me
19-120 | OMe NO2 CH2CH20Me
19-121 | OMe SO2Me CH2CH20Me
19-122 | SO2Me Me CH2CH20Me
19-123 | SO2Me F CH2CH20Me
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[0350]
Bis | X Z R WFEHE ('H NMR)
19-124 | SO:Me Cl CH2CH20Me
19-125 | SO:Me Br CH2CH20Me
19-126 | SO:Me I CH2CH20Me
19-127 | SO:Me CFs CH2CH20Me
19-128 | SO:Me CHF CH2CH20Me
19-129 | SO:Me CF2C1 CH2CH20Me
19-130 | SOMe OMe CH2CH20Me
19-131 | SO:Me NO2 CH2CH20Me
19-132 | SO:Me SO0aMe CH2CH20Me
[0351] %20 AR NI KL &4, Horh ey B 2800, R A EIE , t 40,
[0352]  H MAhFEE B AR PR HIEI & o
(8] X
[0353]
[0354]
- S X z R BHEHIE(HNMR)
20-1 Me Me Me
20-2 Me F Me
20-3 Me Cl Me
20-4 Me Br Me
20-5 Me I Me
20-6 Me CF; Me (400 MHz, CDCL; 3, ppm) 8.01 (d,1H),
7.75 (d.1H), 3.98 (s,3H), 3.18 (s,3H), 3.08
(3;3H)
20-7 Me CHF, Me
20-8 Me CF,Cl Me
20-9 Me OMe Me
20-10 Me NO; Me
20-11 Me SO, Me Me
20-12 1 Me Me
20-13 <l F Me
20-14 Cl Cl Me
20-15 €1 Br Me
20-16 Cl I Me
20-17 Cl CF; Me
20-18 Cl CHF, Me
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[0355]
Hiv | X Z R PR HUE C'H NMR)
20-19 Cl CF2Cl Me
20-20 Cl OMe Me
20-21 Cl NO2 Me
20-22 Cl S0aMe Me
20-23 OMe Me Me
20-24 OMe F Me
20-25 OMe Cl Me
20-26 OMe Br Me
20-27 OMe I Me
20-28 OMe CFs Me
20-29 OMe CHF2 Me
20-30 OMe CF2C1 Me
20-31 OMe OMe Me
20-32 OMe NO2 Me
20-33 OMe SO0Me Me
20-34 S02Me Me Me
20-35 S02Me F Me
20-36 S02Me Cl Me
20-37 S02Me Br Me
20-38 S0Me I Me
20-39 S0aMe CFs Me
20-40 S0aMe CHF2 Me
20-41 S02Me CF2C1 Me
20-42 S02Me OMe Me
20-43 S02Me NO2 Me
20—-44 S02Me S02Me Me
20-45 | Me Me Et
20-46 | Me F Et
20-47 | Me Cl Et
20-48 | Me Br Et
20-49 | Me I Et
20-50 | Me CFs Et
20-51 Me CHF2 Et
20-52 | Me CF2C1 Et
20-53 | Me OMe Et
20-54 | Me NO2 Et
20-55 | Me SO0Me Et
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[0356]

5 | X Z R Py A ("H NVR)
20-56 Cl Me Et

20-57 Cl F Et

20-58 Cl Cl Et

20-59 Cl Br Et

20-60 Cl I Et

20-61 Cl CFs Et

20-62 Cl CHF» Et

20-63 Cl CFoCl Et

20-64 Cl OMe Et

20-65 Cl NO2 Et

20-66 Cl S02Me Et

20-67 OMe Me Et

20-68 OMe F Et

20-69 OMe Cl Et

20-70 OMe Br Et

20-71 OMe I Et

20-72 OMe CFs Et

20-73 OMe CHF» Et

20-74 OMe CF2Cl Et

20-75 OMe OMe Et

20-76 OMe NO2 Et

20-77 OMe SOMe Et

20-78 SOMe Me Et

20-79 SOMe F Et

20-80 SOMe Cl Et

20-81 SOMe Br Et

20-82 SOMe I Et

20-83 SOMe CFs Et

20-84 SOMe CHF» Et

20-85 SOMe CF2Cl Et

20-86 SOMe OMe Et

20-87 SO02Me NO2 Et

20-88 SO02Me S02Me Et

20-89 Me Me CH2CH20Me
20-90 Me F CH2CH20Me
20-91 Me Cl CH2CH20Me
20-92 Me Br CH2CH20Me
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[0357]
5 | X Z R Py A ("H NVR)
20-93 Me I CH2CH20Me
20-94 Me CF3 CH2CH20Me
20-95 Me CHF2 CH2CH20Me
20-96 Me CF2C1 CH2CH20Me
20-97 Me OMe CH2CH20Me
20-98 Me NO2 CH2CH20Me
20-99 Me SO2Me CH2CH20Me
20-100 | Cl Me CH2CH20Me
20-101 | Cl F CH2CH20Me
20-102 | Cl Cl CH2CH20Me
20-103 | Cl Br CH2CH20Me
20-104 | Cl I CH2CH20Me
20-105 | Cl CFs CH2CH20Me
20-106 | Cl CHF» CH2CH20Me
20-107 | Cl CF2Cl CH2CH20Me
20-108 | Cl OMe CH2CH20Me
20-109 | Cl NO2 CH2CH20Me
20-110 | Cl S02Me CH2CH20Me
20-111 | OMe Me CH2CH20Me
20-112 | OMe F CH2CH20Me
20-113 | OMe Cl CH2CH20Me
20-114 | OMe Br CH2CH20Me
20-115 | OMe I CH2CH20Me
20-116 | OMe CFs CH2CH20Me
20-117 | OMe CHF» CH2CH20Me
20-118 | OMe CFoCl CH2CH20Me
20-119 | OMe OMe CH2CH20Me
20-120 | OMe NO2 CH2CH20Me
20-121 | OMe S02Me CH2CH20Me
20-122 | SO2Me Me CH2CH20Me
20-123 | SO2Me F CH2CH20Me
20-124 | SOMe Cl CH2CH20Me
20-125 | SO2Me Br CH2CH20Me
20-126 | SO2Me I CH2CH20Me
20-127 | SO2Me CFs CH2CH20Me
20-128 | SO2Me CHF» CH2CH20Me
20-129 | SO2Me CF2Cl CH2CH20Me
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[0358]
5 | X Z R Py A ("H NVR)
20-130 | SO2Me OMe CH2CH20Me
20—-131 | SOsMe NO2 CH2CH20Me
20-132 | SOsMe SOMe CH2CH20Me

[0359]  B. il 7L it 51

[0360]  a)j it J7 V3R H 77 K 10 F A a0 (DAL S0 /B0 3R F190 &4 /E At
RO RV A AT IR SRR AU AL R VR A

[0361] b))l it an ™ J7753R18 5 T BT /K sp i T ok 77 - o 25 8 S A xR (D AL A 4 A/
g HER 64 FE S E AN Y R E e R0 OE 10 B oK TR R A, A1 E =0 1)
VB REVE R 43 B T e 3L FR L 2R R IR &, JF (e A B Lh A BE BT IR &40
[0362] )it an N 77 iERAR 5 T BT 7K I 4 o 4 77 - K 20 =4 X (D AL A 4 A/
B HE HeE St A R 4 ER(®TritonX 207) 3EEM 7 T =ER L BER
(8E0) M7 L & S A5 1 i 7™ W ol Qb A N A 29 255 %8 i T 277 C VR4, I A8 EREEHL H B B iy
IR S E MR T 5K

[0363]  d)FL e 158 &4 (1) AL-A YA /B ER L 75 8 B VA I R L ER A 10 8
SEENFALTIG AT RS .

[0364] o) ifid 1 N 5 VL FRAT K 2 B iar 577) «

[0365] LA™Y TR A

[0366] 758 & 4= (D LA YA/ B ISR

[0367] 108 E 0 AR LS

[0368] 5 & An HFEILIREREN

[0369] 35%%%@%@?%&

[0370] T7THEEM)r &K

[0371] h&é%ﬁ%%ﬁ%ﬂ$ﬁ@ﬁﬁm%%¢ Tt (e VR A YR A Rk
AR 7K T AR AR R4k o

[0372] )@k 4 B 77V 3R15 7K 43 MR SR 7] -

[0373] K LA N WS AE B EE WL P S04 RO FIOR T

[0374] 25 S 4= (D ISR/ B LS,

[0375] SEEM2,2’ - 2R IE-6,6" - TR,

[0376] 2 S 4yt AL P SR A R Y

[0377] | EEMHR LIGEE,

[0378] 17 B4 BRERES , Al

[0379] S0EEHK,

(03801 [ Ji5 7 BTk B AL P 1Y 5 Tk V5 0, 1 A6 35 B v i o B 47 T B B 55 A R 45
FEF

[0381]  C.A:WpsL it

[0382] 1. HKPUA FEHEMIN AT EAE A

[0383] N4 BRI B S Z BB E A ) P+ B T AW g L R A 4E 7, 9
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F 3878 35 B A R B AL S P EC i D ml v MR 771 (WP) BCEL il (EC) T 2, 2R 5 AZK &7
TRECFL R T X FH 22 78 25 £ IR 3R 100 , /K it FH 22 4600228001 /ha (L4 ) Hinin 1
0. 2% IR AELL TR 5 , 5 7 B TR = b IF HARFRAE T Frial T & R A K
AT ARSI 5 5 a5 AR A PRI X REL L 2, B PPl 5 D AR 420 () 4 25 7 (s
BVEMETE b (%) : 100 % WG PR =HFE T <0 % 3 P = 5 6 A 25400 - b ib , Bltnib &4
5 3-160H14-1607E320g/haff) i 128 T 7 i 1 & H %18 Bk (Abutilon theophrasti).Jx
B0 (Amaranthus retroflexus) A E£/D80% WG AW % 5 2-160F110a-1604F
320g/half i FHZ T /a1 % B T B 7R B 2 By 227080 % s Mk o

[0384] 2. A3 EAEMI e fa bR AR

[0385]  “f& HE N BOW I R BRI R M B T BA W R LR A 4e i+, H
TIEEEIFE TRED, AR A KE T 3T AR 2 = & f5 , 0 A K2 — - JA 3
AEYBEAT AL 8 AR K B S P TC i A m] SR P 77 (WP ) BRCFL i (EC) 5 28 i BA /K B V7R EK
FL T SN 22 e (Y007, 7K FH 22 8600428001 /ha (L2 550) Hs N 17 0. 2% (i1
55 A EM AR T R EEKFMA NN ELRE G, @it 5 R A A,
B DA A 96 P (o BLyE P E 4 bl (%) - 100 %35 T = HEYBE T .0 %35 T = S5 X BEAEY)
KAL) o AL , B ANAL A Y40 5 2-160.3-160 . 4- 160 K11 0a—160£E80g /half)jifi FIZE Fonth T %
H %f Th R (Abutilon theophrasti)fI#iE (Echinochloa crus galli)E A F/80% s
7
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