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X 52 FIES R 53 MikaYEeEMENERBIm, BART, =
TGS SRR FERBRERT (=28 BT RMEE
47 &Y. EZRNBEEEL 0-100CHIRE T#1T. &M 30
(5 iR — DRI A T IR FESE R 8. =\ 50 ML &Y AT LLE
SEERUE VRS, A AE R B 2- )AL E 5 R

Ve R 29 TR TEREMR, R 13e MMMFREF R
& ClE Bt AT LB R MR 31 FRHERITTVERIR .

RN 31
R3 R

/ [\

AN CO,R8 NG CO,R8
fi fig — B

_ I R6 —————— _ RS —EE"—* 13e
™ A l

54 49

Heh R® £ C-Cy bt

FREERMBERTHR 54 HULEPEMLBRK 49 KLED,
BEEGRBRIET IR ARRR, NMEER 13 HEY. LA
LRSS, BVUTE Y. SREBRE. SmEBmM. SRR,
— i FRERER(BIN, Oxone®)BmMHBM . H T RETLEMN, NiLH
Z/b 1 BBEEMT X 54 FIEYD), kY 12 B8, XM
SR NEE RERE —EREE R TITH . ZER A LR, Bl
POk . o TR, HHLER, FlZMRImE. R _FEES; X
E— MR TFEEENER, flln NN-ZREFRE. LF%. EH
FZEMETBHRAETIR, SRR, BRE HENLR, i
2. ERBE., ZRCEE AN UM 54 KAEHRT 0.1 5
BEH. ATREFLEA, TUMER 1-5 YBHOR. REREWLHA
RIS, 3 HiZEA R MAEERRBRKIE R T 3#1T. ZRAA
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LU IR 54 BIAGS YR A BT R AN (0 FAF A B8 B P T R
JG UL ERIE IS . RNBEREEREY 0CE & EEH
b Ve E AR, LMERGTTARGZ R R HE R N E], AiE AT
8 /N, FTREY), K 49 MIWAEY), ATLLEE A AN G 250
IFES S, XEFEAREER. FENEE. ST 49 BB
FEALRER 13e MR FTECHR T RN 29.

2 54 FIEFT LB 55 MR &Y R 32 H BoR

7B,
)
MR 32
Q. RS
/
EAN CO,R8 N CO,RS
RS ———ﬂ{-:—--—)- RS
a a
A ™
55 54

Hr R R C-C, i

BHEEBEHKERT, AfbiRFetER 55 kitke4, B
B 54 MARR A EY . TTUMERMRERFISERRS. =x
WRE. FRORE. THEBE. RS hERR. CR R, &
EEE AR . MBS A LB, 0 THREBRENEL, X
55 L&Y, NERAZE/D 033 YERBIN X, %Y 033-12 BE.
HTHRETEHNEL, R SS WLeay, NERED 020 HE/
T b, RIEZ 0.20-1.0 HE. MERMME, MERK 55 Kiks
¥y, HPRE C-Cofid. ZXERRNAEETBE s EE
Gl —EE g B BTHRS: FRER, flmE,. —FE. &%
. BRK, FITIERRE. X, 28BS MiRERTFEEE
%, HIMZEE. NN-ZFEFBRS. £, aTUUnA—FE IR,

40



02818247. 2 o B ZE37/245T

Bln=Z. & e, NN-ZHERES, mA—FELT], Bl NN-
TR ER G, R —FERE. REBFIRCERREWMNTIE. &
L, HEHEZBEERR, EREREREEEELT. HETEEE
SEE T 55 KL EYINBA ZIEFRFATH . RE7ETERREAIA
ZRRT, REBZREMRFENTEE, HERNEGR. RN
REREE 20C5 2B A2, FHRMNEEESE/NT 2 /D,
R FE s B S 40 PR B BR BN . BB S R TR ERE A Bl 28R
PN TR, B, RS54 MEY), AT LURAASIEEARA
R TIE(BIES &, ERMEE T E.

5, R 54 PUEWEF R’ £ Br 5 CHAT LLE L 43 5 AR L
ARSI 54 FAARLEWHIE, HP R BARKKR®W
an, SHFEI&R 54 (Hd ROE Br) £ ChHEH 2HEERER X &
EEE . XEBBRMEERE. BidizriE B 54 HEHLE
) b R o E EUEMAR BV H R B IR S UL ST Br K Cl
B, ZRNESENBERNNZRFRE,. ZRFRBCETH#T. %
RNATUERSE FTHEBERSEMEREERTFRRETTES
AEPHT. 4 54 WEEMLEYTH R EXED CL I, RN
KRN P A MRS B RE E T ABEN A RRE. R
AT LATEZ] 0-100°C 2 [E#E4T, BA B ERIa, £ 10-40°C),
E IR TEL 20-30°C 18] DN\ BE 5 BT ER{E LN T 46l % R & Br 8
2 54 i = A SRAE) T LMEIZ R MAE. X 54 MF=P B AN
BAANRCAREATEEEER, BEMER)TE,

54 I BEEMLSY(FE T R £ Cl 8 Br)in S48 8UX KA B
55 HIABRAL S EIE. R 54 HERMLE YR R RERRER)R
REAT LA e 3R 54 BOAR R Ak & 3@ i AR v 77 v P R S (481 vt R R
BE)RBIAEBI, = ZB)ESENENN R FRPLES
5.
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7 13e Fynt P ER (L R’ & OCH,CF) AT LLE T /e 23 33 4R
FE ) vk 115
&MY 33

5} 7Y
R6 L R6 __5_6__* 26 EE-B (3
= | L2344

4%b

H R* B C-Cili, HEXERBEEM

FEiEFER, AREMRNR 32 PRRKEM, fRFH S5 Bk
SrE AL 49 LS. ZEAR K R &4 BERMR 31
g 54 B S MR LA 49 FI SRS #EAT T ik

REEEROERTER 492 W& E Kk E LA
CF;CH,X(56) B AL BB 490 Ik &Y. EZbFENRT 56
d, X B—EZREEEER, Bl %(Wm Br. I). OS(0),CH;(H
FEEE). 0S(0),CF3. OS(0),Ph-p-CHy(Xt B R HAME) % FHERE
BEEEREF. RNEEEED | YERMNBER THTH. §E&
HOBEFE TR, B e B (A %W;W)ﬁb‘%&ih%n & L
RENG, M=28K. ZRREZERM 1, ZH[5.4.0]1
— -7 . RNVIEE RE BN P HATHY, ﬁf“?‘ﬂb)@ﬁ@?%‘é an
FEEEAI 2, HGEE, R FR; SERENR, R, FERMEE,
MR, tnPUERRmE . FIARME R TIEMEE R, Mok, NN-ZREFE
s, BRI R TS AR S T — B A . g
VEER, HAUEZBEVENER. RMEHAEL 0-150CZIE#HIT, &
e 7E BB 100°C 2 18] o B I B A BAR R E AT LU =4I R 49b 78
RS LB R 29 B E2HIRRIER 49 B 13 KITTTE
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X 49b FEREILALES 13e IR
=X 55 i aE LAl R S0 Btk &0 xR 34 FridHlAE

}if‘ili; 34
HN
RS ‘ W
= | + R¥0,CCH=CHCO,R® > 55
N 57
50

Hrh RO R C-Cy .

AT ES, EERMERGERTER S0 LS 57
KSR LM R B DB s DR MBS R & ). BB R
BB, WP, FEE. 2B, JBF. RTES, ST
BAEs, AAXTR 50 MkaY, NAEART 0.5 HEMNRE, fLiE 0.9-1.3
g NAEEAT 1.0 YBHR 57 HtkEY, ik 1.0-13 ZE. 7]
UL AR R FE HLEFIRR R TIEEE IR, mEER. 28,
TOSEME. NN-T R, — RIS, MR R TR
7B, 5 B 1 2B 5 MR E DR EE ST R IR B LA S B ER B ) B AR
Fl. RAEFERIEZAERNTER 18 HHEYERBEREHT. 7
LU RS YIRS W HNEFRFEE, HE—BERIMAR 578
. AR R NEER 0C-Fr BRI S . 8 T FH e il a
&, RNEUERTFARET#HT. BEMEREEL 30-90C. R
PR RS A VIR () AR R . SR B INNET R ZE 1 08 E 2 /N
2 8. Bk R R ERIMAR AR 50 A 57 K& FRTIZE
e MAZE, RNBESYHUEZRNES FRFE—BRIE. RIE
ERNIR R, BT R IE T LAFE 0-2 /BT . B E (REFRTIA]Z 10-60
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SrEP. REMABHRIMZKREMTHRWNER . MBS, $Zzxe
MBI, RIBERNLAERSEFR, R 55 HLEY EH-COR ERE
7] LK B R-CO.H; Blan, = RIVE-E ) BI/K AT EMR i IX K g
U R FE R BR(-COH), A8 4 15 F A 4T 24 &0 B BR AL vE T LUK HL B2 40
[E]%]-CO,RY, HA R®E C-C i, BARAH, R 55 HMLEY, T
UB AGEBE AN R R TVE, &G, EREEESE.

NEERRRRE, FEATRHIER LAY — SR RN &4
TR SXERAYPHFENELEEREIMEE. EXLELT, M
EPIMANRP/ERFFIINE AR E TRERF =Y. £H
FE BRI RS SR FEARA DGR ET S L@ mE
W, Greene, T.W.; Wuts, P.GM. Protective Groups in Organic Synthesis,
% 2 fR; Wiley: New York, 1991). AAUHEFE RN REEIRE], 7£—
SefE T, FEEAEANRNRPIMAWETRE S ERFZE, ATim
FEHITRFARHARNECTHERNERSERTAR [ KLEUHE
B, AEEAARENEIRE, EHRE&XIHNLEYN, TRTE
U ES BRI RIF RS B RN RS RHTAS.

FABHEARN BREEIRE], R MNEY AR+ EY AT
R FEMER, EX. BRE. BVER. EUNERRMEPA
B AR B U A RYEUAE .

RER#E— SRR, (BRBERTHREAN G AR ]
LB RS MA AR RE, FHit, TG R RERE, &
DR ARBEEAE. BoLUEEW, BT EEETRSYSE
BEFEARZ L. BRETNREYNOEAE 5L LUERT, BRIES
Hi48. 'H NMR %Ll ppm A FEESEFEZIRER); s R8IE, d
B, t RZEWKE,  RINEK, m £2%1%, dd ENERRE, d
RUEMZEE, brs BRI,
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Kt 1
L-(2-FAE)-N-[3-FE-2-[(2-F - - FRA R FTEIFE I =FH
F5)-1H-NH P -5 -8 Bk A%

IR A 1-(2-FARFE)-5-2- MR L -3-( = 5 B 55 - LA - ALt P ) o

4, 4, 4-=F-1-Q-FHF)-1, 3-T_F(30.0g, 146 mmol)iI¥K
B (65 mL)ER B A ZB4(12.1 g, 148 mmol). HiZIR-E YA H
FL25C, SMA 2-FREMEKE(25.6 g, 145 mmol), BEE
W, BZIREYINIRE 60°CREE 4 /BT, RFEXRHIE 25C. H
TR (400 mL)FRRR IR A, A ML K(3x250 mL). M0
PRER /K MR (2x250 mL)FNh /K e, REEMRS L TBRAERE
TEE, BF 432 g iRBILEWIFEHR.

'H NMR(CDCl;) § 7.6(m, 5H), 6.9(1H), 5.7(d, 1H).
SR B: -Q-FEE)--(ZFFE)- LH-MPE-5- SRR I 6l %

FEL 025 MR EE PR A HFFEHLEY)(43.2 g, 138 mmol)
) ZB5 (415 mL)BER A MABER _SM—KEW 0024 g, 669
mmol). FEZR THEL 0.5 MNFTZE, BZBEEWAEEHEL ST, HE
L /NBTATE NS W& 471817 g+ 2.0 mmol)fJ 430 mL /K KIE .,
TR R EERT 10C. [F: S&KEENPTERERELR
VAT EESA. IMASERZE, £ SCTHZEEFRRAY 1
N, FE2SCTER, AREETHIMKERA1S50 mL)ERILE pH 1,
SR JE F 2.8 Z.BE(1x500 mL, #R/5 2x250 mL)ZE. 7E{&KT 20CHIx
iR E T HIZEES KB ZEZ Y% in 24 TR R MK ER
(228.5g F 1.05 L /K B iZBZ BT, &/KEH B LB(2x100
mL)ZER. BEHERES, EREBE L TEFERETER. BARY
505 228 (99:1, 100 mL)— &8, 53] 32.9 g irELEWIE .

'"H NMR(DMSO-dg)d 13.9(bs, 1H), 7.7(m, SH).
ST C: 1-Q-FFEE)-N-3-FE-2-FEEFEE)-3-(= U F 5 1H-A-5-
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2 I fre 1) 1) 2%

4% B KIFRELEY(1.2 g, 3.4 mmol)f) & FHE(15 mL)HIIE
A A EERZ (0.5, 3.7 mmol), EEEMA 2 NN-_FEFE
W&, PR G, ERB. N, T ZBFBHRE 04 /T, REE
BUE FEE, BB —HRERY . B 2RV E7E NS REAE (20 mL)
i, AN 2-FREE-6-THFEEFEAZ(0.5g, 152.2 mmol), EEMA NN-_F
R ZERE(0.7 g, 129.5 mmol), HEER. N, T ZBFBRHHHLT
W TERETHIZERBEMER, EER EACK CBLEEQRDE
SV FE T R R R R R AL, 53] 200 mg ARELE
ME4E; m.p. 215-220C.

'H NMR(CDCl13)8 2.3(s, 3H), 6.3-6.6(s, 1H), 7.4-7.6(m, 7H),
8.0(d, 1H).

SR D: N-(2-83-3- R 1-(2- A EE)-3-(Z FFFH)-1H-IEME-5-

5B C KBNS Y(1.0 g, 2.3 mmol )BARTE L8 ZBE(50 mL)
fHFE7E 10% Pd/C(200 mg, 1.8 mmol).EF Parr Shaker(45 psi)F &L 3
NI . BEEBER IR S YR Celite® FEEEBNEFHATIEN, FE
BE T BERER, BETRMEKYELT SEPIFTNE, B2 1.0g
R SRS EEE: mp.165-167C.

'"H NMR(CDC13)8 2.2(s, 3H), 3.6(m, 2H), 6.7(m, 1H), 6.9(m,
1H), 7.1(m, 1H), 7.2(m, 1H), 7.4(m, 2H), 7.5, (m, 2H), 8.1(bs;
1H).

S8 B 1-Q-EEEVNDB-FE2[Q-FE-I-FRAEVEEIRX
R1-3- (= FFE)- L H-ntk -5 - SR T e ) 8] %

A4 5B D MBS (0.6 g, 1.5 mmol) ] TSR E(20 mL)

BEERBEIMARTESE 025 23 mmol), BEMALZRRELE
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f%(0.5g, 3.9 mmol), 7£ 25°C PR ZBZFWMELR, REH IN
HC1(100 mL)# 2% Z.Eg(100 mL)#i% . 4 B/HHZE, A INHCL. K.
RN B R BN K AR 27K PE e (B — YR A 4 S0 mL), AREERE
BETRAERETER, B3 0.6 g RELEHERBHILED)
[ 14 m.p.240-242°C . '"H NMR(CDC13)8 1.3(d, 6H), 2.5(s, 3H), 2.6(m,
IH), 7.0-7.6(m, 9H), 9.5(s, 1H).

L 2
2-FEFE-6-[(2-FF - |- FARFEVEZE]-N-2- F R A = FF BV FHEH
[idi4

B A: 2-FFE-N-[2-F H-4-(= F FF 23 HE1-6- 5 55 25 FF I e ) 161 &6

W 2-FEE-6-THIERFER(9.0 g, 49.7 mmol)FA LA Bt F (62 mL)H]
BEYAERNR T F (00 mL)F i 2.5 /Mef, REHRAE 25C,
TERE THFAERERELR, REEFERE. BHBRKVWERE
PUERRIE(10 mL)F, BEFMEEE 2-8E-5-ZRFEFFQ28 ¢
16.5 mmol)F1 = Z.#%(2.02 g, 20 mmol)&I I9E R (20 mL)BEHEF. 7£
25°C TR ZRIBIWBEEE 72 /BT, REBIAKS HAHZER LE(2x20
mL)ZEHY . J%i?xiﬁéﬁ*}Liﬂx%aﬁﬁﬂfﬁiﬂ&i#m&ﬂ*(@ﬁﬁﬁé}#}}\
100% 8] 1:1 Ot L8R ZERFI SRR Ll o R A B & vA 4
W, BE 122 g RBULEY].

'H NMR(CDCl)8 2.4(s, 3H), 2.6(s, 3H), 7.5-7.7(m, SH), 8.1(m,
1H), 8.2(m, 1H).
SBB: 2-EE-6-N-[2-FHE-4-(ZF FEVEE X FEBIRHHl&

WS A BARBALEY(2.73 g, 7.7 mmol ) EAE ZEE(25 mL)F
FH7E PA/C(0.2 g) - {# FH Parr Shaker(350 kPa)& 4k 16 /M. HATER
R EERET Colie®TIZ G, A ZMGERIESHAEREN. &
BETEXERENENERER, B3 24 ¢ BN EYEERE,
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'H NMR(CDCl3)8 2.4(m, 6H), 6.8(m, 3H), 7.1(m, 1H), 7.4-7.7(m,
4H), 8, 3(m, 1H).
SSIRC . 2-FR6-[(2-FE-1-ARAEVEIE]-N-[2- FHE-4-=F FE)
B 2K AR A

% 5 TBE(51.8 mg, 0.5 mmo)IIAEIEHE H & B KRB EY)
(0.15g, 0.5 mmol)F1 N,N-Z R RE LEM(©0.13 g, 1.0 mmol) IR (S
mL)AWR . 725 C TR IZBFRBERHIR, REH INHCI#HE.
By | NT 2SR, BIZETEBOELT 0.45 BUK PTFE T IE, FHTER
IEF ¥ ZigmzE R, B 0.08 g FrELEYI(A KBS E 7
m.p. > 230°C.,

'"H NMR(DMSO-dg)8 1.0(d, 6H), 2.5(s, 3H), 2.4(s, 3H), 2.6(m,
lH), 7.1(m, 1H), 7.3(m, 1H), 7.6(m, 2H), 7.9(m, 2H), 9.3(bs,
1H), 9.9(s, 1H).

LR 3
2-FEEE-6-[(2- B - 1-EUR T E)EE]-N-2- F & -4- (= B HEFH)FHE]
7 AR
IR AL 2-FREEN-[2-FR B -4-(= U L) S -6 - M B A R A
%

WL 2 WSBER A), B 2-FEA=ZFTFEEFK
(3.15g, 16.5 mmol)55 2-FAE-6-FHERFBF(3.3 g, 16.5 mmo)F =
Z.05(2.02 g, 20 mmol) T IUERRM(30 mL)F R, ERMERZE,
% BN EEREAT BT, HAEZBIEFFLR. BREREN
HEURTERBE P TRAERETER, B3—8F. BzEFEET
5o ZBER— R Bk, 55273 g mBLED.

'H NMR(CDCl3)8 2.3(s» 3H), 2.6(s, 3H), 7.1(m, 3H), 7.5(m,
1H), 7.6(m, 1H), 7.9(m, 1H), 8.1(m, 1H).
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IR B 2-EEE-6-N-[2- B R4 (S F R E ) FE 1 F FEIE 1 5%

BTG 2 KIS B R B), BLER 3SR ARRELEY)
(2.73 g, 7.7 mmo)&Eft, BE| 2.4 g iU EY)FE1F.

'H NMR(CDCL3)8 2.3(s, 3H), 2.5(s, 3H), 6.6(m, 2H), 7.1(m,
6H), 7.4(bs, 1H), 8.0(m, 1H).

SR C.2-F3-6-[(2-FH-1-ERARVEE-N-R-FEA(ZHFEE)
IR B 7K B B D )

2 TES(0.16 g, 1.2 mmo)IIAEIEH SR B Mz L&Y
(0.2 g, 0.6 mmol)Fl NN-—RFZEZHEFL(0.16 g, 1.2 mmol)f] ZF HF
Be(S mL)BHE T . £ 25 C T ZREBHETRZE, HizgFEREIN
K 3 28 ZEEEE B L IR X SR A MR I TE R ER SR L TR FF
ERETER, B 0.13 g fnBLEMEKANLED)E A mp. >
230°C.

'"H NMR(DMSO0-dg)8 1.0(d, 6H), 2.3(s, 3H), 2.4(s, 3H), 2.6(m,
1H), 7.1(m, 1H), 7.2-7.4(m, 4H), 7.7(m, 1H), 9.3(s, 1H), 9.8(s;
IH).

L 4

3G [(2-FE- - SR TR EEN-[4-(CFHFEIEFRIEFEL
SR A 3-5-2-FEEE-N-[4-(ZF FF S ) 5 5 F BRI &

BHEABEQ.14 g, 102 mmo)MAIMAZE] 3-F-2-FHEFFR
2.0 g, 9.7 mmol)H “E TR0 mLBEYF . MAERHFHIERE
WiEIEY B, EERTHEBRDEE 0.5 M, REERETEK. I
AHREREERUE T RSB RE, 5521 g MNKERER
Bk, BEHEIZEREBEE10g 4.4 mmol)i Z& FLi(10 mL)ERHE
meEE 4-Z5FEEFERKO0.79 g 4.4 mmol)FN=2%(0.45g, 44
mmol )i — & B (3 mL)ER T . EEE TR IZBIZRBRE 0.5 /NI,
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SRIBEINS B HAH LB CBEEEELIK. %R & B ERY A
KL, ERBRELTEIERETER, BE—EF. HiZEFH
Cobe: — B (LD, B3] 1.38 g B EPE A mp.171-172°C,

'"H NMR(CDCl3)8 7.2(m, 3H), 7.5-7.7(m, 4H), 7.8(bs, 1H).
SR B: 2-EKE-3-F-N-[4-(=F FEH)FH 2 F g 4 5] &

AEALE(26 mg, 0.68 mmol)] ZEE(1 mLYBERFMAEE L
) 7T I R 4 (1) (20.0 mg, 0.08 mmol)fY 2-TAEE(1 mL)B¥FHE, EE
ANESESE A KFRSEE4(0.25g, 0.6 mmol)H 2-THEE(3 mL)&¥FH,
B ATREALE(2.0 mg, 78 mmol)i) ZEE(2 mL)E& . 7 25 C &
%R SRS R 7 AN, SRBEIAFRE BRI T I LB LB
MEULIK. BZRSENERMEELE L TRATRETER, 7
£ 0.18 g BB -

'H NMR(CDCL5)8 7.3(m, SH), 7.4(m, 2H), 7.6(m, 2H), 7.8(bs,
LH).
S C. 3-H-2-[Q-FE- 1 FARDEEIN-4-CERFEEDEEE
P Tk e ) 761 %

¥ 5 T BEE.(57 mg, 0.5 mmol)MAZEISE B HIFREL &Y. 18
¢, 0.5 mmol)F1=Zf%(54.0 mg, 0.5 mmol) —& F (3 mL)F K&
ayrch, BEEE 1S NRTZJE, BAMOA S BT BEM S MLk, K
EVEREE 2 N, SRB BRI 2R ZEEEULIR. RBEH]
A FKEEE, REERBE L TRIFERE FTER. RRYERE
K ERACE ZBZEQHEAGRABTNEEQERLE DA
i, B3] 40.0 mg iR EM(AEKARIEY)EE; mp.230-2337C.

'H NMR(DMSO-dg)8 1.0(d, 6H), 2.6(m, 1H), 7.3-7.4(m, 3H)
7.5(m, 1H), 7, 7(m, 1H), 7.8(m, 2H), 9.6(s, 1H), 10.4(s, 1H).

SEHEBY S
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|-(3- 50Ntk o ) -NV-[2- FE BE-6-[(2- FH B - |- E AR N B U |1 - 3- (=,
FE 2EE)- L -Abt k- 5 - 32 Bk i

SR A 1-(3-F-MIEF)-N-(2- B E-6-THEE R F)-3-(= FFE)-1H-ML

- 5 - R T i ) 1 2%

[ 0°CF 1-G-F-2-MBE 5 )-3-(Z & &) 1H-n-5- 3R 8L (2.875;
9.86 mmol)H T — R F 4 (30 mL)F I BFBF MAEELR(S.16
mL, 59.2 mmol), BEFMIM NN-ZFEFBRE H). REH%HT
NI E B R ZEE TR | N2 G, TERE TR IZERIR
WEF . REEBHRKDEEAELEPRE (30 mL) 3 [ iz A E R+
TN 2-FRE-6-TH R F I R B R ZBE WA H R 0°CHMIM NN-ZF W
B2 EME(8.60 mL, 49.3 mmol). RFHIZBIFMMAEER,
EIZEE TR 42 M, REERETREZET. RERERDE
fR7E 2 Z B30 mL), K% A IN HCI(10 mL). TAFIBRERE
AR 7K (10 mL)FA ER7K (10 mL)¥ERR, THRMeSOL)FHTERE T IR,
FT—EEEE, BEYEMBEZREG6 mL)F, REHE AR
(6 mL), FEZE T IZERBRE 2 DT, REERETREET
SR TERE R (3: ] BEkE- LR ZERLEAE ) R N AR R R
BEFRELEYEAE KR53 g).

'H NMR(CDCl3)8 2.21(s, 3H), 7.18(s, 1H), 7.27(t, 1H), 7.38(m,
1H), 7.47(d, 1H), 7.84(d, 1H), 7.85(d, 1H), 8.42(dd, 1H), 9.16(s;
1H).

SIB B N-(2:f%-6-FHER)-1-(3-F-2-MIEE)-3-(Z T H)-1H-AL M
-5-FR R A B )

K57 10% Pd/C(69 mg)it ZBE(5 mL)HHE B M P = =/
A EA(3). REEZEERPIMA 1-G-F-HiEE)-N-2- FZ-6-
R E)-3-(S 8 E)-IH-i -5 R BL R BRPR A K97 D)(1.38 g,
3.25 mmol)f) Z.BE(9 mL)EW . REHZFMABET/HEAREHA
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FEIETERER(x3). EER NEZRNESDHEE 18 NI, K
J5i8 1T Celite®iT I8 FH 1R A LBE(2 x 3 mL)PER . TEEUE FIRFIEWR
W4E, 18368 E YK B e E1E(1.306 g).
R C. 1-(3-F-ALrEFE)-N-[2- F E-6-[(2- F 2 1 - E AR ) FAZE
H-3-(ZFF ) LH-AH -5 -3 B A B 6 %

) T BEE0(0.053 mL, 0.505 mmol)f] IU SRk B 45 B P N
A N-(2-f&-6-FF B IR EL)-1-(3-F-2-AL iE 55)-3-(Z 5 FF 25 )- LAk P -5- 38
Wi (BN 3R B HI754)(0.20 g, 0.505 mmol). RERHZFBAENE 0
‘C, FHEM-BAEZEMKO.60mL, 3.59 mmol). SRETE 18 /NETH
Bz NN E TR, REERE TREZT. REREKDE
fiR7E 2.8 ZB5(10 mL)¥, F#HZBWA IN HCL(10 mL). WHIKEK
SN IR(10 mL)FEE7K (10 mL)PEH, FHRMgSO.)FTERE Fik
g, BT —EEEE. %P8 SR ARUT B B (S mL)F IR
dith, BERELEMERANLEY)E K216 mg), EE
215-217°C AR

'H NMR(CDC15)8 1.11(s, 3H), 1.13(s, 3H), 2.20(s, 3H), 2.44(m,
1H), 6.89(dd, 1H), 7.05(s, 1H), 7.07(d, 1H), 7.15(s, 1H), 7.35(m,
H), 7.48(s, 1H), 7.81(dd, 1H), 8.41(dd, 1H), 9.06(s, 1H).

L] 6
1-(3-50-2-MEREEE)-N-[3- FFE-2-[(2-FE-1-FERFE VEEIFE]-3-(=
BFE)- LH-M M- 5- SRR RE
S A . 2-FE-N-(Q-FE-6-FHERE) AR A Gl %

M 0CTF 2-FE-6-REEERQ2.5g, 164 mmol)HiH T R F
(22.5 mL) ¥ KIS ANARERE (2.5 mL), BEEMR T B (1.72 mL,
16.4 mmol). 7E 2 /NETAMZEBMKERR. TEETHHAF 48
IR ZSE, IMAZEFRFE0 mL), BEFEMABAMBKERE M AKERGO
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mL). REKKI DB HH ZFF QO mL)ZER . REHEHERY
BE, TRMgSO)HAERE TR, BEFANEYREREF3.54
8)o

SIE B N-(QQ-FFE-6-FHFE)-2- F RN B R K 6%

44 10% PA/C(25 me)KI ZEE(S mL)FIHEHEBIF M Bl =
FIEF RS (x 3)o R FIZBIFB PN 2-F H-N-2-F E-6-FHER
3)-NBEN S B A B Y)(2.54 g, 11.4 mmol) ] LB (45 mL)E -
RSB ZE M E S ER AR (x 3), REWMET/EREA(x3). E
BT % R SR SR 35 4041, RBIERIT Celite®iT g, FFRUER
FAZEEQ2 x 5 mL)PE%. JERZERE TikdE, BEEAEMRETE
B 4£(2.19 g).

IR C: 1(3-F-MEIEEE)-N-[3- FH-2-[(2-F - FEAFEVEEF
E-3-(ZFFE)- L H-AL k-5 32 B iz B 1l %

6 0°CTF 1-(3-5-2-AtIEH)-3-(Z M A E)-LH-iLm-5-3RER(0.1 g
0.42 mmol#EE:F ZH B4 mL)FHBFRFIMAEER(0.31 g
2.44 mmol), HEHEWM NN-ZHEFBRL(L ). KRR ZRFER
MANEER, FEIZEETHE 1 NNZE, ERE T ZERRYE
EF, REBZRAYERIENEER (10 mL) FH E ZHHE R
AN N-(2-8 2-6- A E K 5)-2- PR T BLE (AP 1] B K74 . REH
ZETRAEE 0°CHFE M NN-Z RN E ZEM(0.52 mL, 2.99 mmol).
RIGTE 18 /N PO AN AE ZEFAERE TIREET. REHE
7 &Y ARTE 288 Z.85(10 mL)F F K %% A 1IN HCI(10 mL) A0
HRERE AN /K EI(10 mL)FIE/K(10 mL)BEH, TIEMgSO)FFERIE
TwRaE, BI—HEEE. FEYERR(: k- 28 ZEYEE)
RNEEEEEGL, RENZBRZETEE R, BREGELEY
(AR BEAEYE A0 mg), ETE 219-220°C T AR

'"H NMR(CDC13)8 1.27(s» 3H), 1.29(s, 3H), 2.29(s, 3H), 2.66(m,
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IH), 7.02(s, 1H), 7.08(s, 1H), 7.10(d, 1H), 7.25(s, 1H), 7.33(d,
[H), 7.39(m, 1H), 7.84(dd, 1H), 8.44(dd, 1H), 9.50(s, 1H).

SERE] 7
N-[1-(2-F I F)-3-(=F B FE)-1H-nf Me-5-FE1-2-FF F-6-[(2-FH FE-1-8F
KA VEFE X T

TEA: 4, 4, 4-ZF3-FMN-THREEGELENEL 4, &-ZRILBL
JHE ) BT 1)

[— 500 mL =HURMEL&E — MESEIMLIBAMBHE AR T IA
— B AEBEAE(LDA)(18.4 mL, 0.172 mol, 2M FE&EF), H#H %
RNIBEEANE-72°C. ERATERARNRIENCR="FE
(10.0 g, 0.078 mol). ZJ&(6.41 g, 0.156 mol)FI THF(100 mL){#J 0°C
B 45 MBS, TE 12 DT ZB W INAZ ER, HrKEQs0
mL)RA, FREVEFER. BEKEHZIBEG x 250 mL)it#,
FA# HCI BRAGZE pH 2 H A & F 4T3 x 250 mL)¥E#k. #E, HaEK
B Z 283 x 250 mL)Z B, %= ZEAREELY) IR RN TR K4S,
BRFREAEYEEREM(1.38 g, 0.010mol, =& 32%),

'"H NMR(CD;OD, 300 MHz)8 2.96(2H, s).

S B: 1-Q-FFEE)-3-(ZFFE)-LH-0M-5-Fe ) 5] &

[6] — Personal Chemistry(Personal Chemistry Inc., Boston, MA,
USA)10 mL RN A2EF 10N 2-FFEEHH(0.392 g, 2.19 mmol). LEE(2.5
mL)F1 5 VEUKEEES. A 4, 4, 4-ZF3-ER-THEISER A K-
#7)(0.300g, 2.19 mmo)HI ZEE(ImL)F W, REKXEEH, HHE
150°C F7E 0 R N 30 4380 AT MHIB & Wik gE - AR BE
(LR LB/ DT, LA, BRI SR BEK0.179 g, 0.684
mmol, 31%/ %),

'H NMR(CDCl;, 300 MHz) § 3.82(2H, br), 5.85(1H, s),
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7.45-7.60(4H, m).
FEC: S-HE-2-(1-FHELEY4H-3, |- HME-4-F 76 %

M — 500 mL [BEREFEMmFMA 2-8FE-6-FHEFKFERS.00 g, 0.033
mol)F1 THF(200 mL). MAAR T Bt (7.049 g, 0.066 mo)F=ZLf&
(10.04 g, 0.099mol), HEEERTHZRNBEEYHALTR. BER
MZfE, WEYBETEREEEZRKRIE/ CKE, 194k, B2
At &4 & B E 4R 4.85g, 0.024 mol, 72%7 ),

'H NMR(CDCl;. 300 MHz)8 1.35(6H, d), 2.78(3H, s), 2.90(1H,
LEI§), 721(1H, d), 740(1H, d), 7.64(1H, t).

SR D: N-[1-(2-FAEF)-3-(= FF£E)- LH-0th e-5-F61-2- AL -6-(2- FF
B | -ER ) S |3 B R 1) il 2%

FEERR TBENE02 g, 7.9 mmol, 95%ZEE)IMAZ— 10 mL
MR 1-Q-AEE)I(ZAFE)IH-MM-5-FZENZE B 7~
#71)(0.200 g, 0.76 mmol)F1 DMF(5 mL)HIBEH+ . HIE THEE S 24+
ZJE, AN S-BE2-(-FEZE)-4H-3, 1-FHEE4-FELSE C
7= 47)(0.155g, 0.76 mmol). RMVIEE TLCERE GiE%)HE, H 10
WARY, FAHBERITERSSE TLC(1:4 28 28/ S h)diflh, B
WAL &Y (R R B &Y)) B B E{E0.135g, 0.29 mmol, 38%F~
).,

'H NMR(CDCls. 300 MHz)3 1.08(6H, d), 2.14(3H, s), 2.38(1H,
m), 6.91(1H, d), 7.07(1H, s), 7.02(1H, t), 7.41-7.59(5H, m), 8.28(1H,
br), 8.36(1H, br).

THASEME 8 FIR T 1-(3-F-2-MLREE)-3-(= 7 FF £5)-LH-At M
S-HEBEREE, CAATEIERES S FRRME e REI&
1-(3-5R -MHL B B )-N-[2- FF 5-6-[(2- F -1 - ERRE)EE | B E]3-ER
R EE)- 1 H-RE -5 - R BR AR
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L5 8
1-(3-80-2-ALrE 56)-3-( = L FF 25)-1A- Mt M- S-SR IR ) 6l 28

BB A: 3-F2(1H)-MEE(2.2.2- =8 -1-FE T ZF) R HI %

T 20-25CTH 1, 1, 1-=HAM(7.80 g, 69.6 mmol)TIAZ 3-
S-2(1H)- itk me B e (B iy 48 0 (3- - e -2-2%)-FiF)(10 g, 69.7 mmol)
., SERIMAZE, BZIBAYHEL 10 98, HERETHREZSE
FIFHAE 2.1 Z.88(100 mL)FIEFIBRER S /K (100 mL) Z (B K B-54
SFF. BENETEBRHEE. BEEREE(HZE JERVER)EEIK
EEEAFEY(LL g, 66%FEEK), m.p. 64-64.5C(NLEE LBE/ D4
)

IR(nujol)v 1629, 1590, 1518, 1403, 1365, 1309, 1240, 1196, 1158,
1100, 1032, 992, 800cm’s

'H NMR(CDCl5)8 2.12(s, 3H), 6.91-6.86(m, 1H), 7.64-7.61(m, 1H),
8.33-8.32(m, 2H).

MS m/z 237(M").

SR, (3-H2-MIEE222-ZH-1-FEVZE M ERL R
Mg (B i 42 9 (3-F-2-ME ) (2,22 = - 1-FET ZEVH LEH L
—IRERAY Fl &

0°C FH=Z/%(20.81 g, 0.206 mol)IIAZE| 3-5F-2(1H)-Att e BH
222-=F-1-FET Z2)BFEIEE A K749))(32.63 g, 0.137 moh)H]
—EFHO68 mL)T. £ OCTHZESGYPHMEERZRLE
(18.75g, 0.137 mol)i] & F HE(69 mL)BE#. 7EL 2 /N AR XIBE
M E 25°C. G ZIREYAANEOCHEMS —HhEER IR LEs
(3.75g, 27.47 mmol)KI —E FHE(14 mL). MAL 1 MEZfE, AR
B 52(4) 450 mL)FBZIB &4, FEEAKQ x 150 mL)¥EHZBEY)
BENBETEREEER. EEREETEE,ERE 111 ZKRLE-Ck
VERR), BEIFEEE42.06 g, 90%7=%), mp.73.0-73.5C(NZRL
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Be/ S el fam).
IR(nujol)v 1751, 1720, 1664, 1572, 1417, 1361, 1330, 1202, 1214,
1184, 1137, 1110, 1004, 1043, 1013, 942, 807, 836cm .
'H NMR(DMSO-dg, 115°C) 1.19(t, 3H), 1.72(brs, 3H), 4.25(q, 2H),
7.65(dd, J=8.3, 4.7 Hz, 1H), 8.20(dd, J=7.6, 1.5Hz, 1H), 8.55(d,
J=3.6 Hz, 1H).
MS m/z 337(M"),
LB C: 1-(3-F-2-MLmEHE)-4.5- “F-5- 2 F-3- (= F FE)-LH-fLM-5-
R Z M8 B 1l %
7E 8 /BT REG-E-2-MIER)(2,2,2-=F-1-FE-T ZZ) Bt &
RS _BEENEE B B~ (Sg, 14.8 mmol)#) — B IHK(25mL)
EIRMABIEA T E%(10 g —FEMQ2S5 mL) wEP. AL
W2 E, BZREYEIANZEKRG.250)/K25 mLB®RF. f£25CT
IR E, AREFERERG x2S mL)IZESY), HEZBREHREER
FEEYIAKGO mL)IEE, TRAER, B3—EE. EERE#ET
BB 12 ZBRZE-Chthlt), BRFYEEQRIL g 50%~
R, FHL 5%M 3-F-2(1H)-HEE(2,2,2-= 8- 1-FEL LE)F),
m.p. 78-78 SC(M LB ZBe/ S F HE R ZE).
IR(nujol)v 3403, 1726, 1618, 1582, 1407, 1320, 1293, 1260, 1217,
1187, 1150, 1122, 1100, 1067, 1013, 873, 829cm’.
'"H NMR(CDC1,)8 1.19(s, 3H), 3.20(1/2 #J ABZ &%, J =18 Hz, 1H),
3.42(1/2 ¥ ABZ Bi¥, J=18 Hz, 1H), 4.24(q, 2H), 6.94(dd, J=7.9,
4.9 Hz, 1H), 7.74(dd, J=7.7, 1.5 Hz, 1H), 8.03(dd, J=4.7, 1.5 Hz,
1H).
MS m/z 319(M ).
SED: 1-G-F-2-MreE)-3-(=FFE)-1H-ntme-5-F L 2 R i il &
KBRERGR, 2 IR 1-G-F|-2-HtiEEE)-4,5- —8-5-8F-3-(=
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TR L )- 1 H-ntkMe-5-FR S Z B (BB 38 C BI#)(1 g5 2.96 mmol)H)
B3(10 mL), K ZBEWMNE 65CREL 1 /M. BIZREEY
WHIZE 2SCHERETHRERZHIER. HiXEEYEBMKERN
KR (100 mL)F1 Z.% Z.88(100 mL)Z (A5 FF. B EKEBHLZRZ
f5(100 mL). KB & B PLEBMY TR E R, BEHPR=Y (0.66 g
T7%7 =),
[R(neat)v 3147, 2986, 1734, 1577, 1547, 1466, 1420, 1367, 1277,
1236, 1135, 1082, 1031, 973, 842, 802cm'.
'"H NMR(CDCl;)8 1.23(t, 3H), 4.25(q, 2H), 7.21(s, 1H), 7.48(dd,
J=8.1, 47 Hz, 1H), 7.94(dd, J=6.6, 2Hz, 1H), 8.53(dd, J=4.7,
1.5 Hz, 1H).
MS m/z 319(M").
SIRE:  1-(G-F-2-MIEE)-3-(Z F FE)- L H-iE -5 SRR ATl &
WS EAEF0.5g, 85%, 2.28 mmol)#I/K (1 mL)EWIMAZE] 1-(3-
MR E)I(SRERE)F MR- BRZEENSE D HF-
#7)(0.66 g, 2.07 mmol)iI Z.BE(3 mLYBE W+ . 4730 #4122 fE, FERE
THREER, BIZRESYERIKG mL)F. BABERHE LKL
fi5(20 mL)¥Ei . 7K B RIR BB, HH 2B ZB(3 x 20 mL)Z AL
BIREHERYTRFAER, BEEETY 053 g 93%FEK),
m.p.178-179 CONCR-ZBR LEEF & R 2 Ja).
IR(nujol)v 1711, 1586, 1565, 1550, 1440, 1425, 1292, 1247, 1219,
1170, 1135, 1087, 1059, 1031, 972, 843, 816cm’.
'H NMR(DMSO-dg)8 7.61(s, 1H), 7.77(m, 1H), 8.30(d, 1H), 8.60(s,
1H).
BIEA RS BHE SR D TE, 7T LARER 1-20
T EREY, EF: t BF, s BfF, n 2, i %, ¢ X,
Me 2HZ, Et RZE, Pr EBRE, i-Pr BRWE, BufT %, Ph
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B3 OMe £HE K. OFt RZEHE. SMe £ FHE, SEt 24
¥, CN 283, 31 H S(0),Me ZFEBEEE.

ZEUN F B3 1-20 A : propargyl AHRFEZEE; cyclopropyl AFAZEE:
pyridyl JgAtbiE £ .

& 1
RVb
R4 3 Rva
4 (0]
y b NH
R4
6
0o° R3
Rr3 R4a Rr4b Rrva RrVvb
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl1 Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
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R3 R4a R4b RVa RVb
t-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
+-Bu 3-Me H Me CoF;s
propargyl 3-Me H Me CoF5
cyclopropyl 3-Me H Et CF3
i-Pr - 3-Me H n-Pr CF3
t-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F7
i-Pr 3-Me H Me I-C4F7
t-Bu 3-Me 5-F Me Et
propargyl 3-Me H Me OCF,CHF7
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me H Me SO,Me
-Bu 3-Me 5-Cl Me SO,CF3
Me 3-Me H CF; CF;
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CF3
+-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H H CyF5
i-Pr 3-Me 5-Me H CyFs
-Bu 3-Me H H OCF3
Me 3-Me H H OCFyCHF»
Et 3-Me H H SCF,CHF>
i-Pr 3-Me 5-Cl H n-C3F7
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R3 R4a R4b Rva RVD
~Bu 3-Me H H i-C3F7

propargyl 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H H SCF3
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF;
t-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-ClPh CF3
Et 3-Me 5-Cl 2-ClPh OCF3
i-Pr 3-Me H 2-Clph Br
t-Bu 3-Me H 2-ClPh Cl
Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
+-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF3
Et 3-Me H 2,6-FoPh CF;
i-Pr 3-Me 5-Br 2,4-FoPh CF3
t-Bu 3-Me H 2,5-F7Ph CF3
Me 3-Me 5-1 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyl CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCFj3
-Bu 3-Me H 3-Cl-2-pyridyl Br
propargyl 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CFy
-Bu 3-Me H 3-CF3-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyl CF;
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Ci
Me 6-Me H H CF3
Et 6-Me 4-Me H OCF3
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r3 Rréa R4b Rva RrVb
i-Pr 6-Me H H OCF;
-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me H Me Cl
i-Pr 6-Me 4.Br Et Ci
+~Bu 6-Me - H Me I

propargyl 6-Me H Me CF;
cyclopropyl 6-Me H Me OCF3
i-Pr 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCF3
Me 6-Me H Me SCHF,
Et 6-Me H Me OCHF»
i-Pr 6-Me 4-CN Me CF3
t-Bu 6-Me H Me CoFs
propargyl 6-Me H Me CoF5
cyclopropyl 6-Me H Et CF;3
i-Pr 6-Me H n-Pr CF3
-Bu 6-Me 4-Br i-Pr CF;3
Me 6-Me H Cl CF3
Et 6-Me H F CF3
i-Pr 6-Me H Me SMe
-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-C3F4
i-Pr 6-Me H Me i-C1F7
+-Bu 6-Me 4-F Me Et
propargyl 6-Me H Me OCF,CHF»
Et 6-Me H Me SCF,CHF>
i-Pr 6-Me H Me SOoMe
t-Bu 6-Me 4-Cl Me SO,CF3
Me 6-Me H CF3 CF;
Et 6-Me H CFy Me
i-Pr 6-Me H OMe CF3
+Bu 6-Me H H CF;
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H CyF5
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R3 R4a R4b RVva RVD
i-Pr 6-Me H H - CyFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF,
Et 6-Me H H SCF,CHF,
i-Pr 6-Me 4-Cl H n-C3F7
+-Bu 6-Me H H i-C3F7

propargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me H H SCF3
-Bu 6-Me 4-Br Ph CF3
cyclopropyl 6-Me H Ph Ct
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF3
+-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-ClPh CF3
Et 6-Me 4-Cl 2-ClPh OCF3
i-Pr 6-Me H 2-CIPh Br
+Bu 6-Me 4-CN 2-ClPh Cl
Me 6-Me H 2-CIPh SCHF,
propargyl 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CF3
+-Bu 6-Me H 2-CNPh CF3
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-F,Ph CF3
t-Bu 6-Me H 2,5-F,Ph CF3
Me 6-Me 4-1 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF3
+-Bu 6-Me H 3-Cl-2-pyridyl Br
propargy! 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyridyl CF3
t-Bu 6-Me H "3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridyl CF3
Et 6-Me H 3-Br-2-pyridyl CF3
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R3 R4a R4b Rva RVb
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF;
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF3
i-Pr 3-Cl H H OCFj3
t-Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me cl
i-Pr 3-Cl 5-Br Et Cl
t-Bu 3-Cl H Me I
propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCF3
Pr 3l 5-Cl Me CF3
t-Bu 3-Ci H Me SCF3
Me 3-F H Me SCHF,
Et 3-Cl H Me OCHF,
i-Pr 3-C1 5-CN Me CF3
t-Bu 3-Cl H Me CqFs
propargyl -3-Cl H Me CyFs
cyclopropyl 3-Cl H Et CF3
i-Pr 3-C1 H n-Pr CF3
-Bu 3-Cl 5-Br i-Pr CF3
Me 3-Cl H cl CF3
Et 3-Br H F CF3
i-Pr 3-Cl H Me SMe
+-Bu 3-Cl1 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-C1 H Me n-C3F7
i-Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl H Me SCF,CHF,
i-Pr 3-Br Me SO,Me
t-Bu 3-Cl 5-Cl Me SO,CF3
Me 3-Cl CF3 CF,
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R3 Rr42 Rr4b Rva RVD
Et 3-CN H CF; Me
i-Pr 3-Cl H OMe CF3
-Bu 3-Cl H H CF3

cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H CoFs
i-Pr 3-Cl H H CyFs
t-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF»
Et 3-Cl H H SCF,CHF,
i-Pr 3-Cl 5-Cl H n-C3F7
t-Bu - 3-Cl H H i-C3F7
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H H SCF3
t-Bu 3-Cl 5-Br Ph CF3
cyclopropyl 3-Cl1 H Ph Cl |
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridyl CF3
-Bu 3-Cl H 2-pyridyl Cl
Me 3-Cl H 2-ClPh CF3
Et 3-Cl 5-Cl 2-ClPh OCF3
i-Pr 3-Cl H 2-ClPh Br
t-Bu 3-1 H 2-ClPh cl
Me 3-C1 5-Me 2-ClPh SCHF,
propargyl 3-Cl H 2-BrPh CFy
i-Pr 3-C1 H 2-MePh CF3
-Bu 3-C1 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CFy
i-Pr 3-Cl 5-Br 2,4-FoPh CF3
+-Bu 3-F H 2,5-FoPh CF3
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-Cl H 3-Cl-2-pyridyl CFy
i-Pr 3-CN H 3-Cl-2-pyridyl OCF;
t-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
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W

B B 5562/245W

Rr3 R4a Rréb RY2 RVD
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF>
i-Pr 3-Cl H 3-F-2-pyridyl CF3
t-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CF3
Et 3-Cl H 3-Br-2-pyridy! CF3
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF;
i-Pr 6-Cl H H OCF3
+-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me Cl
i-Pr 6-F 4-Br Et Cl
+Bu - 6-Cl H Me [
propargyl 6-Cl H Me CF;
cyclopropyl 6-Cl H Me OCF;
i-Pr 6-Cl 4-Cl Me CF4
t-Bu 6-Cl H Me SCF;
Me 6-Cl H Me SCHF»
Et 6-Cl H Me OCHF»
i-Pr 6-1 4-CN Me CF;
+-Bu 6-Cl H Me CoFs
propargyl 6-Cl H Me CyFs
cyclopropyl 6-Cl H Et CF;
i-Pr 6-Cl H n-Pr CFy
t-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl H Cl CF3
Et 6-F H F CF3
i-Pr . 6-Cl H Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl H Me OEt
Et 6-I H Me n-C3Fq
i-Pr 6-Cl H Me i-C3F7
+-Bu 6-Cl 4-F Me Et
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R3 R42 Rr4b Rva R¥b
propargyl 6-Cl1 H Me OCF,CHF2
Et 6-Cl H Me SCF,CHF,
i-Pr 6-Cl H Me SOoMe
-Bu 6-Cl 4-Cl Me SO,CF3
Me 6-Cl H CF3 CFy
Et 6-Cl H CF; Me
i-Pr 6-Cl H OMe CF;
t-Bu 6-Br H CF3
cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H C,Fs
i-Pr 6-Cl H H C,Fs
¢-Bu 6-F 4-Me H OCF3
Me 6-Cl H H OCF,CHF,
Et 6-Cl H H SCF,CHF»
i-Pr 6-CN 4-Cl H n-C3F7
t-Bu 6-Cl H i-CyFq
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF;
+-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl1 H 2-pyridyl CF3
t-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-ClPh CF3
Et 6-Br 4-Cl 2-ClPh OCF;
i-Pr 6-Cl1 H 2-CIPh Br
+-Bu 6-Cl H 2-ClPh Cl
Me 6-Cl H 2.CIPh SCHF,
propargyl 6-Cl H 2-BrPh CF3
i-Pr 6-Br H 2-MePh CF3
t-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF;
Et 6-Cl H 2,6-F2Ph CF3
i-Pr 6-Cl 4-Br 2,4-FoPh CF3
-Bu 6-CN H 2,5-FoPh CF3

67



02818247. 2

P B P H64/245T

R3 Rrda R4b Rva RVb
Me 6-Cl 4-1 2-MeOPh CF,
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
t-Bu 6-Cl H 3-Cl-2-pyridyl Br

propargyl 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Cl- H 3-F-2-pyridyl CFy
-Bu 6-Cl H 3-CF3-2-pyridyl CF3
Me 6-Cl H 3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CF,
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF;
t-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl cl
Table 2
Rvb
R42, Rva
4
5
R4b TH
O&ﬁ'\ R3
0
R3 R42 Rr4b RVa RrvD
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF3
+-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me 1
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
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02818247. 2 B
R3 r4a R4b Rv2 RVb
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF~
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CyFs
propargyl 3-Me H Me CyF5
¢yclopropyl 3-Me H Et CFy
i-Pr 3-Me H n-Pr Cr;
t-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F7
i-Pr 3-Me H Me i-C3F7
t-Bu 3-Me 5-F Me Et
propargyl 3-Me H Me OCF,CHF,
Et 3-Me H Me SCFoCHF,
i-Pr 3-Me H Me SO;Me
t-Bu 3-Me 5-Cl Me SO,CF3
Me 3-Me H CF3 CF3
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CFs3
t-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF
Et 3-Me H H CyFs
I-Pr 3-Me 5-Me H C,F;5
t-Bu 3-Me H H OCF3
Me 3-Me H H OCF,CHFy
Et 3-Me H H SCF,CHF?
i-Pr 3-Me 5-Cl H n-C3Fq
t-Bu 3-Me H H i-C3F7
propargyl 3-Me H H Br
Et 3-Me H H Cl
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R3 R4a R4b RVa Rvb
i-Pr 3-Me H H SCF3
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF3
t-Bu 3-Me . H 2-pyridyl Cl
Me 3-Me | H 2-ClPh CF3

Et 3-Me 5-Cl 2-ClPh OCF3
i-Pr 3-Me H 2-ClPh Br
+-Bu 3-Me H 2-CIPh cl

Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF3

Et 3-Me H 2,6-FoPh CF3
i-Pr 3-Me 5-Br 2,4-FoPh CF3
+-Bu 3-Me H 2,5-FoPh CF;
Me 3-Me 51 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyt CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyl Br
propargyl 3-Me H 3-Cl-2-pyridyl Cl

Et 3-Me 5-Br 3-Cl-2-pyndyl SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CF3
+-Bu 3-Me H 3-CF3-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyl CF;

Et 3-Me H 3-Br-2-pyridyl CF3

i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF3
+-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pynidyl Cl
Me 6-Me H H CF;

Et 6-Me 4-Me H OCF3

i-Pr 6-Me H H OCF3
+-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
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R3 R42 R4b RV2 RVD
Et 6-Me H Me Cl
i-Pr 6-Me 4-Br Et Cl
+-Bu 6-Me H Me I

propargyl 6-Me H Me CF3
cyclopropyl 6-Me H Me OCF3
i-Pr 6-Me 4-Cl Me CF;
t-Bu 6-Me H Me SCF3
Me 6-Me H Me SCHF,
Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
t-Bu 6-Me H Me CoF;5
propargyl 6-Me H Me CoF5
cyclopropyl 6-Me H Et CFy
i-Pr 6-Me H n-Pr CFy
-Bu 6-Me 4-Br i-Pr CF;
Me 6-Me H Cl CF3
Et 6-Me H F CF3
i-Pr 6-Me H Me SMe
t-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-C3F7
i-Pr 6-Me H Me i-C3F7
t-Bu 6-Me 4-F Me Et
propargy! 6-Me H Me OCF,CHF,
Et 6-Me H Me SCF,CHFp
i-Pr 6-Me H Me SO,Me
t-Bu 6-Me 4-Cl Me S0,CF3
Me 6-Me H CF3 CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF3
+-Bu 6-Me H H CF3
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H CoFs
i-Pr 6-Me H H CyFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHFy
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Rr3 rda R4b RVa RVb
Et 6-Me H H SCF,CHEF,
i-Pr 6-Me 4-Cl H n-C3F7
-Bu 6-Me H H i-C3F7
propargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me . H H SCF3
+-Bu 6-Me 4-Br Ph CF3
cyclopropyl 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CFy
+-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-CIPh CF3
Et 6-Me 4-Cl 2-ClPh OCF;
i-Pr 6-Me H 2-CIPh Br
t-Bu 6-Me 4-CN 2-ClPh Cl
Me 6-Me H 2-CIPh SCHF,
propargyl 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CF;
t-Bu 6-Me H 2-CNPh CF3
Me 6-Me H .2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-FyPh CF3
-Bu 6-Me H 2,5-FoPh CF;
Me 6-Me 4-1 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCFj3
+-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyridyl CFy
+Bu 6-Me H 3-CF3-2-pyridyl CF;3
Me 6-Me H 3-Me-2-pyridyl CF3
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4-C1 3-Br-2-pyridyl OCF;
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
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R3 R4a Rr4b Rva RrVb
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF3
i-Pr 3-Cl H H OCF3
+-Bu 3-C1 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me Ci
i-Pr 3-Cl 5-Br Et Cl
t-Bu 3-Cl H Me I

propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCF3
i-Pr 3-C1 5-Cl Me CF3
t-Bu 3-C1 H Me SCF3
Me 3-F H Me SCHF,
Et 3-C1 H Me OCHF,
i-Pr 3-Cl 5-CN Me CF3
t-Bu 3-Cl H Me CyFs
propargyl 3-Cl H Me CoFs
cyclopropyl 3-Cl H Et CF3
i-Pr 3-C1 H n-Pr CF3
t-Bu 3-Cl 5-Br i-Pr CF3
Me 3-Cl H c CF3
Et 3-Br H F CF5
i-Pr 3-Cl H Me SMe
+-Bu 3-Cl 5-Cl Me OMe
Me 3-C1 H Me OEt
Et 3-C1 H Me n-C3Fq
i-Pr 3-C1 H Me i-C3F7
+-Bu 3-Ct 5-F Me Et
propargyl 3-C1 H Me OCF,CHF»
Et 3-Cl H Me SCFoCHF,
i-Pr 3-Br H Me SO,Me
t-Bu 3-Cl 5-Cl Me SO,CF3
Me 3-Cl H CF3 CF3
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CF3
t-Bu 3-C1 H H CF3

73



02818247. 2 Yo W 2E70/2450
R3 R4a R4b RVva RVb
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Ct H H CoFs
i-Pr 3-Cl H H CqFs
+-Bu 3-Cl H H OCF;
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCF,CHF,
i-Pr 3-Cl 5-Cl H n-CqFq
+-Bu 3-Cl H H i-C3Fy
propargyl 3-Cl1 H H Br
Et 3-C1 H H Cl
i-Pr 3-Cl H H SCF3
t-Bu 3-Cl 5-Br Ph Cr3
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridyl CF3
t-Bu 3-Cl H 2-pyridyl Cl
Me 3-Cl H 2-ClPh CF3
Et 3-Cl 5-Cl 2-CIPh OCF3
i-Pr 3-Cl H 2-ClPh Br
-Bu 3-I H 2-ClPh Cl
Me 3-Cl 5-Me 2-ClPh SCHF,
propargyl 3-Cl H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CF3
t-Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CF3
i-Pr 3-Cl 5-Br 2,4-FoPh CF;
+-Bu 3-F H 2,5-FoPh CF3
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-C H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl1-2-pyridyl OCF3
t-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-C1 H 3-Cl1-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Cl H 3-F-2-pyridyl CFy
-Bu 3-Br H 3-CF3-2-pyridyl CF4
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02818247. 2 wooW A ERT1/2450
R3 Ra R4b RV2 RrVb
Me 3-C1 H 3-Me-2-pyridyl )
Et 3-Cl H 3-Br-2-pyridyl CF3
i-Pr 3-C1 5-Cl 3-Br-2-pyridyl OCF;
+-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H H CF;3
Et 6-Br 4-Me H OCF3
I-Pr 6-Cl H H OCF3
+-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me Cl
i-Pr 6-F 4-Br Et Cl
-Bu 6-Cl H Me I
propargyl 6-Cl H Me CF3
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF,
t-Bu 6-Cl H Me SCF;3
Me 6-Cl H Me SCHF,
Et 6-Cl H Me OCHF,
i-Pr 6-1 4-CN Me CF3
-Bu 6-Cl H Me CyF5
propargyl 6-Cl H Me CoFs
cyclopropyl 6-Cl H Et CF3
i-Pr 6-Cl H n-Pr CF3
t-Bu 6-Cl 4-Br i-Pr CF;
Me 6-Cl H Cl CF3
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl H Me OEt
Et 6-1 H Me n-C3F7
i-Pr 6-Cl H Me i-C3F7
+-Bu 6-Cl 4-F Me Et
propargy! 6-Cl H Me OCF,CHF;
-Et 6-Cl H Me SCFoCHF,
i-Pr 6-Cl H Me SOsMe
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R3 Réa R4b Rva RVb
-Bu 6-Cl 4-Cl Me SO»CF3
Me 6-Cl H CF5 CF3
Et 6-Cl H CF3 Me
i-Pr 6-Cl H OMe CF3
-Bu 6-Br H H CF3

cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H H CoFs
i-Pr 6-Cl H H CyFs
t-Bu 6-F 4-Me H - OCF3
Me 6-Cl H H OCF,CHF7
Et 6-Cl H H SCF,CHF,
i-Pr 6-CN 4-Cl H n-C3Fq
t-Bu 6-Cl H H i-C3Fq
propargyl ' 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF3
t-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CF4
t-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-CIPh CF3;
Et 6-Br 4-Cl 2-ClPh OCF;
i-Pr 6-Cl H 2-ClPh Br
t-Bu 6-Cl H 2-CIPh Cl
Me 6-Cl H 2-Clph SCHF,
propargyl 6-Cl H 2-BrPh CF3
i-Pr 6-Br H 2-MePh CF3
t-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-FoPh CF3
i-Pr 6-Cl 4-Br 2,4-FoPh CF3
t-Bu 6-CN H 2,5-F5Ph CF3
Me 6-Cl 4-1 2-MeOPh CF,
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
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RrR3 R4a R4b RV2 Rrvb
-Bu 6-Cl H 3-Cl-2-pyridy! Br

propargyl 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl1 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Cl H 3-F-2-pyridyl CF3
t-Bu 6-Cl H 3-CF3-2-pyridyl CF3
Me 6-Cl H 3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CF3
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF;
+-Bu 6-Cl 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
Table 3
Rvb
O
R4a NH Rva
4
5
R4b NH
o)\m
r3 R42 R4b RV2 Rvb
Me 3-Me H H CF;
Et 3-Me 5-Me H OCF5
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF»
i-Pr 3-Me H Me CFs
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RrR3 R4a R4b RVva RVD
t-Bu 3-Me H Me CyF5

propargyl 3-Me H Me CqF5
cyclopropyl 3-Me H Et CF3
i-Pr 3-Me H n-Pr CF,
t-Bu 3-Me 5-Br i-Pr CF;
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F5
i-Pr 3-Me H Me i-C3F7
-Bu 3-Me 5-F Me Et
propargyl . 3-Me H Me OCF,CHF;
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me. H Me SOsMe
t-Bu 3-Me 5-C1 Me SO,CF3
Me 3-Me H CF3 CF3
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CFy
t-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF,
Et - 3-Me H H CyFs
i-Pr 3-Me 5-Me H CyF5
t-Bu 3-Me H H OCF3
Me 3-Me H H OCFoCHF,
Et 3-Me H H SCF,CHE,
i-Pr 3-Me 5-Cl H n-C3Fy
+-Bu 3-Me H H i-C3F7
propargyl 3-Me H H Br
Et 3-Me H H cl
i-Pr 3-Me H H SCF3
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF3
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R3 R4a R4b Rv2 Rvb
t-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-CIPh CF3
Et 3-Me 5-Cl 2-CIPh OCF3
i-Pr 3-Me H 2-CIPh Br
t-Bu 3-Me H 2-CiPh Cl
Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
t-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF3
Et 3-Me H 2,6-FoPh CF;
i-Pr 3-Me 5-Br 2,4-FoPh CF3
t-Bu 3-Me H 2,5-FoPh CF3
Me 3-Me 5-1 2-MeOPh CF
Et 3-Me H 3-Cl-2-pyridyl CF;
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyl Br
propargy! 3-Me H 3-Cl-2-pyridyl a
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHFy
i-Pr 3-Me H 3-F-2-pyridyl CF;
+-Bu 3-Me H 3-CF3-2-pyridyl! CF;3
Me 3-Me H 3-Me-2-pyridyl CF3
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF4
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CF;
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
t-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me H Me Cl
i-Pr 6-Me 4-Br Et cl
+Bu 6-Me H Me I
propargyl 6-Me H Me CF3
cyclopropyl 6-Me H Me OCF;
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Rr3 R4a R4b RVa RrRVb
i~Pr 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCFy
Me 6-Me H Me SCHF,
Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
+-Bu 6-Me H Me CoF;
propargyl 6-Me H Me CyF;
cyclopropyl 6-Me H Et CF3
i-Pr 6-Me H n-Pr CF;
t-Bu 6-Me 4-Br I-Pr CF3
Me 6-Me H Cl CF;3
Et 6-Me H F CF;3
i-Pr 6-Me H Me SMe
t-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-C3F7
-Pr 5-Me H Me i-C3F7
t-Bu 6-Me 4-F Me Et
propargyl 6-Me H Me OCF,CHF,
Et 6-Me H Me SCF,CHF,
i-Pr 6-Me H Me SO,Me
t-Bu 6-Me 4-Cl Me S0O,CF3
Me 6-Me H CFs CF3
Et 6-Me H CF; Me
i-Pr 6-Me H OMe CF3
t-Bu 6-Me H H CF;3
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H - CoF5
i-Pr 6-Me H H CoFs
-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF7CHF,
Et 6-Me H H SCFoCHF,
i-Pr 6-Me 4-Cl H n-C3F9
t-Bu 6-Me H H i-C3F7
propargy! 6-Me H H Br
Et 6-Me H H cl
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R3 Réa Rr4b RV RV
i-Pr 6-Me H H SCF3
+-Bu 6-Me 4-Br Ph CF3

cyclopropyl 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF3
t-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-CiPh CF3
Et 6-Me 4-Cl 2-ClPh OCF3
i-Pr 6-Me H 2-Clph Br
+-Bu 6-Me 4-CN 2-CIPh Cl
Me 6-Me H 2-CIPh SCHF,
propargyl 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CFj
+-Bu 6-Me H 2-CNPh CF3
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-FoPh CF3
t-Bu 6-Me H 2,5-FoPh CF;3
Me 6-Me 4-I 2-MeOPh CF;3
Et 6-Me H 3-Cl-2-pyridyl CFs3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF3
t-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me H 3-Cl-2-pyridyl cl
Et 6-Me 4-Br 3-Cl-2-pyridyt SCHF»
i-Pr 6-Me H 3-F-2-pyridyl CF3
+-Bu 6-Me H 3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridyl CF3
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF3
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF;3
i-Pr 3-Cl H H OCF3
-Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
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02818247. 2 wooW b ZR78/2451
RrR3 R4a R4b RVa RVb
Et 3-Cl Me Cl1
i-Pr 3-C1 5-Br Et Cl
+~-Bu 3-Cl Me I

propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCF;
i-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-CI‘ H Me SCF3
Me 3-F H Me SCHF,
Et 3-C1 H Me OCHF,
i-Pr 3-Cl 5-CN Me CF3
-Bu 3-Cl H Me C»Fs
propargyl 3-Cl H Me CoFs
cyclopropyl 3-Cl H Et CF3
Pr 0 3.Ql H n-Pr CF4
t-Bu 3-C1 5-Br i-Pr CF3
Me 3-Cl H Cl CF3
Et 3-Br H F CF3
i-Pr 3-Cl H Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-C3F7
i~Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl1 H Me SCF,CHF,
i-Pr 3-Br H Me SO9Me
+-Bu 3-Cl 5-Ct Me SO,CF3
Me 3-Cl H CF3 CF3
Et 3-CN H CF3 Me
i-Pr 3-C1 H OMe CF3
-Bu 3-Cl H H CF3
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H C,F5
i-Pr 3-Cl H H CoFs
t-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHFy
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02818241. 2 wooW A ZR79/2450
R3 R4a R4b Rva RvD
Et 3-Cl H H SCF,CHF»
i-Pr 3-Cl 5-Cl H n-C3F7
t-Bu 3-Cl H H i-C3F7

propgrgyl 3-Cl H H Br
Et 3-Cl H H Cl
i~Pr 3-Cl H H SCF3
t-Bu 3-Cl 5-Br Ph CFq
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl1 H Ph Br
i-Pr 3-Br H 2-pyridyl CFy
t-Bu 3-Cl H 2-pyridyl cl
Me 3-Cl H 2-ClPh CF3
Et 3-Cl 5-Cl 2-CiPh OCF3y
i-Pr 3-Cl1 H 2-ClPh Br
-Bu 31 H 2-ClPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF,
propargyl 3-Cl H 2-BrPh CEFy
i-Pr 3-Cl H 2-MePh CF3
tBu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CF3
i-Pr 3-Cl 5-Br 2,4-F,Ph CF3
t-Bu 3-F H 2,5-FoPh CFy
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-C1 H 3-Cl-2-pyridyl CF3
i-Pr . 3-CN H 3-Cl-2-pyridyl OCF3
-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Cl H 3-F-2-pyridyl CF3
+-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CF;
Et 3-Cl H 3-Br-2-pyridyl CF3
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF3
+-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-C1 H 3-Br-2-pyridyl Cl
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02818247. 2 Bow B 5580/245M
Rr3 R4a R4b RV2 :va
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF3
i-Pr 6-Cl H H OCF;
t-Bu 6-Cl Cl Mz;, Br
Me 6-Cl H Et Br
Et 6-Cl H Me Cl
i-Pr 6-F 4-Br Et Cl
t-Bu 6-Cl H Me I
propargyl 6-Cl H Me CF3
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF3
t-Bu 6-Cl H Me SCF3
Me 6-Cl H Me SCHF,
Et 6-Cl H Me OC;HF;;
i-Pr 6-1 4-CN Me CF3
t-Bu 6-Cl H Me CyFs
propargyl 6-Cl H Me C,F5
cyclopropyl 6-Cl H Et CF3
i-Pr 6-Cl H n-Pr CFy
t-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl1 H Cl CF3
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
r-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl H Me OEt
Et 61 H Me n-C3Fq
i-Pr 6-Cl H Me i-C3F7
+-Bu 6-Cl 4-F Me Et
propa;gyl 6-Cl H Me OCF,CHEy
Et 6-Cl H Me SCF,CHF;
i-Pr 6-Cl H Me SO,Me
t-Bu 6-Cl 4-Cl Me SO,CFq
Me 6-Cl H CF3 CF3
Et 6-Cl H CF3 Me
i-Pr 6-Cl H OMe CF3
6-Br H H CFy

t-Bu
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B 5E81/2451

02818247. 2
R3 Rda R4 Rva R'b
cyclopropyl 6-Ct 4-Br H OCHF,
Et 6-Cl H H CoF5
i-Pr 6-Cl H H CyFs
+-Bu 6-F 4-Me H OCF4
Me 6-Cl H H OCF,CHF;
Et 6-Cl H H SCF,CHF,
i-Pr 6-CN 4-Cl H n-C3F7
t-Bu 6-Cl H H i-C3F7
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCFy
+-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CFy
-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-CIlPh CF3
Et 6-Br 4-Cl 2-CIPh OCF;
i-Pr 6-Cl H 2-ClPh Br
+Bu 6-Cl H 2-CIPh cl
Me 6-Cl H 2-ClPh SCHF,
propargyl 6-Cl H 2-BrPh CFy
i-Pr 6-Br H 2-MePh CF3
tf-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl 21 2-FPh CF3
Et 6-Cl H 2,6-FoPh CF;
i-Pr 6-Cl 4-Br 2,4-FoPh CF3
t-B,u 6-CN H 2,5-FpPh CF3
Me 6-Cl 4-1 2-MeOPh CFj3
Et 6-Cl H 3-Cl-2-pyridyl CF;3
i~Pr 6-Br H 3-Cl-2-pyridyl OCF3
t-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridy! SCHFy
i-Pr 6-Cl H 3-F-2-pyridyl CFy
t-Bu 6-Cl H 3-CF3-2-pyridyl CF3
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B 5582/245W

02818247. 2 P
R3 R42 R4Db Rva RVb
Me 6-Cl H 3-Me-2-pyridyl CFj
Et 6-Cl H 3-Br-2-pyridyl CF3
i-Pr 6-Cl 4Cl 3-Br-2-pyridyl OCF3
+-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
Table 4
RVb
o)
R4a, NH Rva
4
X
R4b IFH
A w3
0
R3 R4a R4b RVa R'b
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Ct
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me I
probargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF7
Et 3-Me H Me OCHF2
i~Pr 3-Me H Me CF3
t-Bu 3-Me H Me CyF;5
propargyl 3-Me H Me CqFs
cyclopropyl 3-Me H Et CF3
i-Pr 3-Me H n-Pr CFs
-Bu 3-Me 5-Br i-Pr CF3
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02818247. 2 Woow 1 2E83/2451
R3 R4a R4b Rva RVD
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me . H Me n-CsFq
i-Pr 3-Me H Me i-C3F7
-Bu 3-Me 5-F Me Et

propargyl 3-Me H Me OCF,CHF,
Et 3-Me H Me SCF,CHF»
i-Pr 3-Me H Me SOpMe
-Bu 3-Me 5-Cl Me S0,CF3
Me 3-Me H CF3 CF3
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CF3
t-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF7
Et 3-Me H H CyFs
i-Pr 3-Me 5-Me H CrFs
+-Bu 3-Me H H OCF3
Me 3-Me H H OCF,CHF,
Et 3-Me H H SCF2CHF9
i-Pr 3-Me 5-Cl H n-C3Fq
t-Bu 3-Me H H i-C3F7
propargyl 3-Me H H " Br
Et 3-Me H H Cl
i-Pr. 3-Me H H SCF3
~-Bu 3-Me 5-Br Ph CF3
cyclopropyl ~ 3-Me H Ph Cl
Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF3
t-Bu 3-Me H 2-pyridyl Cl
Me ~ 3-Me H 2-ClPh CF3
Et 3-Me 5-Cl 2-ClPh OCF3
i-Pr 3-Me H 2-ClPh Br
t-Bu 3-Me H 2-ClPh Cl
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02818247. 2 wooW b 2E84/2451
R3 R4a R4b Rva RVb
Me 3-Me H 2-ClPh SCHF7

propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
t-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF3
Et 3-Me H 2,6-FoPh CFy
i-Pr 3-Me 5-Br 2,4-FoPh CF3
t-Bu 3-Me H 2,5-FpPh CFs
Me 3-Me 5.1 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyl CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyl Br
propargyl 3-Me H 3-Cl-2-pyridyl Ccl
Et 3-Me 5-Br 3-Cl1-2-pyridyl SCHF»
i-Pr 3-Me H 3-F-2-pyridyl CF;
t-Bu 3-Me H 3-CF3-2-pyridyl CF;
Me 3-Me H 3-Me-2-pyridyl CF3
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CFj
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
+-Bu 6-Me cl Me Br
Me 6-Me H Et Br
Et 6-Me H Me Cl
i—Plr 6-Me 4-Br Et Cl
t-Bu 6-Me H Me I
propargyl 6-Me H Me CF3
cyclopropyl 6-Me H Me OCF3
i-Pr 6-Me 4-Cl Me CF4
t-Bu 6-Me H Me SCF3
Me 6-Me H ‘Me SCHF,
Et 6-Me H Me OCHF9
i-Pr 6-Me 4-CN Me CF;
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02818247. 2 wooW A5 2E85/2451
RrR3 R4a R4b Rva RVD
t-Bu 6-Me H Me CaFs

propargyl 6-Me H Me CyFs
cyclopropyl 6-Me H Et CF3
i-Pr 6-Me H n-Pr CF3
t-Bu 6-Me 4-Br i-Pr CFs
Me 6-Me H Cl CF3
Et 6-Me H F CF3
i-Pr 6-Me H Me SMe
t-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-C3F7
i-Pr 6-Me H Me i-C3F7
t-Bu 6-Me 4-F Me Et
propargyl 6-Me H Me OCF,CHF7
Et 6-Me H Me SCF,CHF
i-Pr 6-Me H Me SOyMe
t-Bu 6-Me 4-Cl Me S02CF3
Me 6-Me H CF3 CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF3
+-Bu 6-Me H H CF;
cyclopropyl 6-Me 4-Br H OCHFy
Et 6-Me H H CoFs
i-Pr 6-Me H H CoFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF9
Et 6-Me H H SCFoCHF?
i—PIr 6-Me 4-Cl H n-CyF7
#Bu 6-Me H H i-C3F7
propargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me H H SCF3
t-Bu 6-Me 4-Br Ph CF3
cyclopropyl ~ 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CFs
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B 5586/245W

02818247. 2
R3 R42 R4b RVva R'D
-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-ClPh CF3
Et 6-Me 4-Cl 2-CIPh OCF3
i-Pr 6-Me H 2-CiPh Br
t-Bu 6-Me 4-CN 2-CIPh Cl
Me ‘6-Me H 2-CIPh SCHF,
propargy!l 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CF3
-Bu 6-Me H 2-CNPh CF3
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-FoPh CF;
t-Bu 6-Me H 2,5-FoPh CF4
Me 6-Me 4.1 2-MeOPh CF,
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF;
+-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF
i-Pr 6-Me H 3-F-2-pyridyl CF3
+-Bu 6-Me H 3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridyl CFs
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF3
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et, 3-Br 5-Me H OCF3
i-Pr 3-Cl H H OCF3
t-Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me Cl
i-Pr 3-Cl 5-Br Et Cl
t-Bu 3-Cl H Me I
propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCF3
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02818247. 2 wooW b ZR87/2451
R3 R4a R4b Rva RVb
i-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-Cl H Me SCF3
Me 3-F H - Me SCHF,
Et 3-Cl H Me OCHF»
i-Pr 3-Cl 5-CN Me CF3
t-Bu 3-Cl H Me CoFs

propargyl  3-ClL H Me CoFs
cyclopropyl 3-Cl H Et CF3
i-Pr 3-Cl H n-Pr CF3
t-Bu 3-Cl 5-Br i-Pr CF;
Me 3-Cl H Cl CF3
Et 3-Br H F CF3
i-Pr 3-Cl H Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-CaF7
i-Pr 3-Cl H Me i-C3F7
+-Bu 3-Cl 5-F Me Et .
propargyl 3-Cl H Me OCF,CHF7
Et 3-Cl H Me SCFoCHF»
i-Pr 3-Br H Me SOoMe
t-Bu 3-Cl 5-Cl Me SO,CF3
Me 3-Cl H CF3 CF3
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CF;
+-Bu 3-Cl H H CF;
cyclopropyl 3-Cl 5-Br H OCHFy
Et: 3-Cl H H CoFs
i-Pr 3-Cl H H CoFs
t-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCF,CHFy
i-Pr 3-Cl 5-Cl° H n-C3F7
+-Bu 3-Cl H H i-C3Fq
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
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02818247. 2 BWoOoW P 188/245W
R3 R4a R4b Rva RVb
i-Pr 3-Cl H H SCF3
+-Bu 3-Cl 5-Br Ph CF3

cyclopropyl 3-Cl H Ph Cl
Et 3-Ci H Ph Br
i-Pr 3-Br H 2-pyridyl CF3
t-Bu 3-Cl H 2-pyridyl Cl
Me 3-Cl H 2-CIPh CF3
Et 3-Cl 5-Cl 2-ClPh OCF3
i-Pr 3-Cl H 2-ClPh Br
- t-Bu 31 H 2-ClPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF>
propargyl 3-Cl H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CF3
t-Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CF3
i-Pr 3-Cl 5-Br 2,4-FoPh CF3
t-Bu 3-F H 2,5-F7Ph CF3
Me 3-Cl 5-1 2-MeOPh CF;
Et 3-Cl H 3-Cl-2-pyridyl CF;
i-Pr 3-CN H 3-Cl-2-pyridyl OCF3
+-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHFy
i-Pr 3-Cl H 3-F-2-pyridyl CFy
t-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CF3
Et 3-Cl H 3-Br-2-pyridyl CF3
i-Plr 3-Cl 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF3
i-Pr 6-Cl H H OCF3
-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
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02818247. 2

W

B 5589/245W

R3 R4a R4b Rva RVvD
Et 6-Cl H Me Cl
i-Pr 6-F 4-Br Et Cl
t-Bu 6-Cl H Me I
propargyl 6-Cl H Me CF3
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl . 4-Cl Me CF3
tBu 6-Cl H Me SCF3
Me 6-Cl H Me SCHF7
Et 6-Cl H Me OCHF3
i-Pr 6-1 4-CN Me CFy
+-Bu 6-Cl H Me CyFs
propargyl 6-Cl H Me CqyF5
cyclopropyl 6-Cl H Et CFy
i-Pr 6-Cl H ' n-Pr CF3
t-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl H Cl CF3
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl H Me OEt
Et 6-1 H Me n-C1F7
i-Pr 5-Cl H Me i-C3F7
-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF7
Et 6-Cl H Me SCF,CHF,
i-Pr 6-Cl H Me SOoMe
t-Bu 6-Cl 4-Cl Me SO,CF3
Mg 6-Cl H CF3 CF3
Et 6-Cl H CF3 Me
i-Pr 6-Cl H OMe CF4
t-Bu 6-Br H H CF3
cyclopropyl 6-Cl 4-Br H OCHFp
Et 6-Cl H H CoFs
i-Pr 6-Cl H H CyFs
t-Bu 6-F 4-Me H OCE3
Me 6-Cl H H OCF,CHF,
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02818247. 2 oW B 2890/2450C
R3 R4a R4b RV2 RVD
Et 6-Cl H H SCF,CHF
i-Pr 6-CN 4-Cl H n-C3F7
t-Bu 6-Cl H H i-C3F7

propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF3
t-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CF3
t-Bu 6-Cl H 2-pyridyl cl
Me 6-Cl H 2-CIPh CF3
Et 6-Br 4-Cl 2-ClPh OCF3
i-Pr 6-Cl H 2-ClPh Br
t-Bu 6-Cl H 2-ClPh Cl
Me 6-Cl H 2-ClPh SCHF»
propargyl 6-Cl H 2-BrPh CF3
i-Pr 6-Br H 2-MePh CF;
+Bu 6-Cl 4-CN 2-CNPh CF,
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-FPh CF3
i-Pr 6-Cl 4-Br 2,4-FyPh CF,
t-Bu 6-CN H 2,5-FpPh CF3
Me 6-Cl 4-1 2-MeQOPh CF3
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
t-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl  6-Cl H 3Clopyidyl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF»
i-Pr 6-Cl H 3-F-2-pyridyl CF3
+-Bu 6-Cl H 3-CF3-2-pyridyl CF3
Me 6-Cl H  3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CF3
i-Pr 6-Cl 4-Cl  3-Br-2-pyrdyl OCF3
+-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl a
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02818247. 2 wooW A ZE91/2450
Table
RrRvb
=N
R4a
4
5
R4b
A
R3 R4a R4b RVa Rvb
Me 3-Me H H CF;
Et 3-Me 5-Me H. OCFj3
i-Pr 3-Me H H OCF;
-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Ct
t-Bu 3-Me H Me 1
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF;3
i-Pr 3-Me 5-Cl Me CF3
-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
tEt 3-Me H Me OCHF,
i-Pr 3-Me H Me CFy
+Bu 3-Me H - Me CoFs
propargyl 3-Me H Me CoFs
cycloptopyl 3-Me H Et CF3
i-Pr 3-Me H n-Pr CF3
t-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
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02818247. 2 oW 5E92/2450
R3 Réa R4b RVa RYb
Et 3-Me H Me n-C3F4
i~Pr 3-Me H Me i-C3F7
-Bu 3-Me 5-F | Me Et
propargyl 3-Me H Me OCFZCHF 2
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me H Me SOoMe
t-Bu 3-Me 5-Cl Me SO,CF;
Me 3-Me H CF3 CF3
Et - 3-Me H CF3 Me
i-Pr 3-Me H OMe CF3
+Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF2
Et 3-Me H H CFs
i-Pr 3-Me 5-Me H CoFs
t-Bu 3-Me H H OCF3
Me 3-Me H H OCFoCHF
Et 3-Me H H SCF,CHF,
i-Pr 3-Me 5-Cl H n-C3F7
t-Bu 3-Me H H i-C3F7
lpropargyl 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H H SCF3
t-Bu 3-Me 5-Br Ph CFjy
cyclopropyl 3-Me H Ph Ci
Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF,
+-Bu 3-Me H 2-pyridyl Cl
M? 3-Me H 2-ClPh CF3
Et 3-Me 5-Cl 2-Clph OCF3
i-Pr 3-Me H 2-ClPh Br
+Bu 3-Me 'H 2-CIPh Cl
Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh CF;
i~Pr 3-Me 5-CN 2-MePh CF3
t-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF3
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B 5593/245W

02818247. 2
R3 R42 R4b Rva RVD
Et 3-Me . H 2,6-F2Ph CF3
i-Pr 3-Me 5-Br 2,4-FoPh CF3
t-Bu 3-Me H 2,6-FoPh CFy
Me 3-Me 5-1 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyl CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridy! Br
propargyl 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br - 3-Cl-2-pyridyl SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CF3
t-Bu 3-Me H 3-CF3-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyt CFy
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CF3
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
t-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me = Me Cl
i-Pr 6-Me 4-Br Et Cl
tTBu 6-Me H Me I
probargyl 6-Me H Me CF,
cyclopropyl 6-Me H Me OCF;
i-Pr 6-Me 4-C) Me CF;
t-B}l 6-Me H Me SCF3
Me 6-Me H Me SCHFy
Et 6-Me H Me OCHFy
i-Pr 6-Me 4-CN Me CF3
t-Bu 6-Me H Me CoFs
propargyl 6-Me H Me CoFs
"cyclopropyl 6-Me H Et CF3
i-Pr 6-Me H n-Pr CF;
+-Bu 6-Me 4-Br i-Pr CF3
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Me 6-Me H Cl CF3
Et 6-Me H F CF3
i-Pr 6-Me H- Me SMe |
t-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OFEt
Et 6-Me “H Me n-CaFq
-Pr. 6-Me H Me i-C3¥7
+-Bu 6-Me 4-F Me Et
‘propargyl 6-Me H Me OCF,CHF,
Et 6-Me H Me SCF,CHF
i-Pr 6-Me H Me SOyMe
-Bu 6-Me 4-Cl Me SO,CF;
Me 6-Me H CF; CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF3
+Bu 6-Me ‘H H Cry
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H C,Fs
i-Pr 6-Me H H CyF5
-Bu 6-Me 4-Me H OCF;
Me 6-Me H H OCF,CHF»
Et 6-Me H H SCF,CHF,
i-Pr 6-Me 4-Cl H n-C3F~
t-Bu 6-Me H H i-C3F7
probargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me H H SCF3
t-B)x 6-Me 4-Br Ph CF3
cyclopropyl 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF;
t-Bu 6-Me H 2-pyridyl cl
Me 6-Me H 2-CiPh CF3
Et 6-Me 4-Cl 2-CIPh OCF3
i-Pr 6-Me H 2-CIPh Br
t-Bu 6-Me 4-CN 2-CIPh Ci
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R3 Rr4a Rr4b RVva rvD
Me 6-Me H 2-ClPh SCHF,
propargyl 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CF3
t+-Bu 6-Me H 2-CNPh CF;3
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-F4Ph CF3
-Bu 6-Me H 2,6-FoPh CF3
Me 6-Me 4 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CF;
i-Pr 6-Me H 3-Cl-2-pyridyl OCF3
t-Bu 6-Me H 3-Cl-2-pyridyl Br
-propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyridyl CFy
-Bu 6-Me H 3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridyl CF;
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4Cl  3-Br-2-pyridyl OCF
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me | H OCF3
i-Pr 3-C1 H H OCF;3
+-Bu 3-C1 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-C H Me Cl
i-P)r 3-Cl 5-Br Et Cl
+-Bu 3-Cl H Me I
propargyl 3-Cl H Me CF;
cyclopropyl 3-Cl H Me OCF3
I-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-C1 H Me SCF3
Me 3-F H Me SCHF,
Et 3-Cl H Me OCHF,
i-Pr 3.Cl 5-CN Me CF3
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r3 R4a R4b Rva AL
t-Bu 3-Cl H Me CyFs

propargyl 3-Cl H Me CqF5
cyclopropyl 3-Cl H: Et CFq
i-Pr 3-Cl H n-Pr CF3
t-Bu 3l 5-Br i-Pr CF3
Me 3-Cl H o a CF3
Et 3-Br H F CF3
i-Pr 3-Cl H Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-C3Fq
i-Pr 3-Cl H Me i-C3F7
-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl H Me SCF,CHF; -
i-Pr 3-Br H Me SO,Me
t-Bu 3-Cl 5-Cl Me SO,CF3
Me 3-Cl H CF3 CF3
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CF3
t-Bu 3-Cl H H CF3
cyclopropyl 3-Cl 5-Br H OCHF,
Et  3Cl H H CoFs
i-Pr 3-Cl H H CyF5
+Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF
Et 3-Cl H H SCF9CHF,
(-Pr 3-Cl 5-Cl H n-C3F7
+Bu 3Cl H H i-C3F7
propargyl 3-C1 H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H B SCF3
t-Bu 3-Cl 5-Br Ph CF3
cyclopropyl 3-Cl H Ph cl
Et 3-Cl H Ph Br
i-Pr 3Br B 2-pyridyl CF4

100



02818247. 2 oW B ZE97/2450
R3 Réa R4b Rva Rvb
t-Bu 3-Cl H 2-pyridyl (o)1
Me 3-Cl H 2-CIPh CF3
Et 3-Cl 5-Cl - 2-CIPh OCFy
i-Pr 3-Cl H 2-ClPh Br
-Bu 31 H 2-ClPh Cl
Me 3-Cl . 5-Me 2-ClIPh SCHF,

propargy! 3-Cl H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CF3
t-Bu 3-Cl 5-CN 2-CNPh CFy
Me 3-Cl H 2-FPh CFs
Et 3-Cl H 2,6-FoPh CF3
i-Pr 3-Cl 5-Br 2,4-FoPh CF3
+-Bu 3-F H 2,5-F5Ph CF3
Me 3-Cl 5-1 2-MeOPh CF;
Et 3-Cl H 3-Cl-2-pyridyl CF3
Pr 3-CN H 3-Cl-2-pyridyl OCF; -
t-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Cl H 3-F-2-pyridyl CF3
t-Bu 3-Br H 3-CF3-2-pyridy! CFy
Me 3-Cl H 3-Me-2-pyridyl CF3
Et 3-Cl H 3-Br-2-pyridyl CFy
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl cl
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF3
-r 6-Cl H H OCF3
t-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me - Cl
i-Pr 6-F 4-Br Et Cl
t-Bu 6-Cl H " Me’ I
propargyl 6-Cl H Me CFy
cyclopropyl 6-Cl H Me OCF;

101



02818247. 2 wooW S 2E98/2451
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i-Pr 6-Cl 4-Cl Me CF3
t-Bu 6-Cl H Me SCF3
Me 6-Cl - H Me SCHF,
Et 6-Cl H Me OCHF,
i-Pr 6-1 4-CN Me CF3
+-Bu 6-Cl H Me CFs

propargyl " 6-Cl H Me CyoFs
cyclopropyl 6-Cl H Et CF3
i-Pr 6-Cl H n-Pr CF3
t-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl H Ci CF3
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
t-Bu 6-Cl 4-Cl1 Me OMe
Me 6-Cl H Me OEt
Et 6-1 H Me n-CyFq
i-Pr 6-Cl H Me i-C3Fq
t-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHFy
Et 6-C! H Me SCF4CHF,
i-Pr 6-Cl H Me SOoMe
t-Bu 6-Cl 4-Cl Me S0,CF;
Me 6-Cl H CF; CF3
Et 6-Cl H CF; Me
i~Pr 6-Cl H OMe CF
+-Bu 6-Br H H CF3
cyclopropyl 6-Cl 4-Br H OCHF,
Et’ 6-Cl H H CoFs
i-Pr 6-Cl H H CoFs
t-Bu 6-F 4-Me H OCF3
Me 6-Cl H H OCF,CHF,
Et 6-Cl H H SCF,CHF,
i-Pr 6-CN 4-Cl H n-C3Fq
+-Bu 6-Cl H H i-C3F7
propargyl 6-Cl H H- Br
Et 6-Cl H H Cl

102



02818247. 2

W

B 5599/245W

R3 Réa Rr4b RVa RVD
i-Pr 6-Cl H H SCF3
t-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CF3
+-Bu 6-Cl H 2-pyridyl C1
Me 6-Ct H 2-CiPh CF4
Et 6-Br 4-Cl 2-CIPh OCF;
i-Pr 6-Cl H 2-ClPh Br
t-Bu 6-Cl H 2-CIPh Cl
Me 6-Cl H 2-CIPh SCHF,
propargyl 6-Cl H 2-BrPh Cry
i-Pr 6-Br H 2-MePh CF,
t-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-FoPh CF,
i-Pr 6-Cl 4-Br 2,4-FoPh CF3
t-Bu 6-CN H 2,6-FoPh CFy
Me 6-Cl 4-1 2-MeOPh CF3
Et 6-Cl H 3-Cl-2-pyridy! CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF»
i-Pr 6-Cl H 3-F-2-pyridyl CF3
+Bu 6-Cl H 3-CF-2-pyridyl CFs
Me 6-Cl H 3-Me-2-pyridyl CF3
Et/ 6-Cl H 3-Br-2-pyridyl CF3
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF5
t-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl cl

103



02818247. 2 OB P ZE100/24570
Table 6
Rvb
X
P!
R4a, Rva
4 o]
5
R4b II\IH
O&ﬁ’\ R3
o)
R3 R4a2 R4b Rva RVD
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl1 Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me 2 Me CF4
-Bu 3-Me H Me CqF5
propargyl 3-Me H Me CyF5
cyclopropyl 3-Me H Et CF;
i-Pr 3-Me H n-Pr CF3
-Bu 3-Me 5-Br i-Pr CF;
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3Fq
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rR3 R4a r4b RVva RrYD
i-Pr 3-Me H Me i-C3F7
t-Bu 3-Me 5-F Me Et
propargyl 3-Me H Me OCF QCHFZ
Et 3-Me H Me SCF,CHFy
i-Pr 3-Me H Me SOoMe
t-Bu 3-Me 5-Cl Me SO,CF3
Me 3-Me H CF3 CF3
Et 3-Me H CF; Me
i-Pr 3-Me H OMe CF3
-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H H CyFs
i-Pr 3-Me 5-Me H CyFs
+-Bu 3-Me H H OCF4
Me 3-Me H H OCF,CHF;
Et 3-Me H H SCF,CHF>
i-Pr 3-Me 5-Cl H n-C3F7
+-Bu 3-Me H H i-C3F7
propargyl 3-Me H H Br
Et 3-Me H H ci
i-Pr 3-Me H H SCF3
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
.Et 3-Me H Ph Br
i-Pr . 3-Me H 2-pyridyl CF3
t-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-ClPh CF3
Et, 3-Me 5-Cl 2-ClPh OCF3
i-Pr 3-Me H 2-CIPh Br
t-Bu 3-Me H 2-Clrh Cl
Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh )
i-Pr 3-Me 5-CN 2-MePh CF3
t-Bu 3-Me H 2-CNPh CF5
Me 3-Me H 2-FPh CFy
Et 3-Me H 2,6-FoPh CF3
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R3 Rrda R4b RV2 RVb
i-Pr 3-Me 5-Br 2,4-FoPh CF3
-Bu 3-Me H 2,5-FoPh CEks
Me 3-Me 5-T 2-MeOPh CF;y
Et 3-Me H  3-Cl-pyridyl CF,
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyl Br
propargyl 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF>
i-Pr 3-Me H 3-F-2-pyridyl CF3
t-Bu 3-Me H 3-CF3-2-pyridyl CFs
Me 3-Me H 3-Me-2-pyndyl CF3
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF3
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CFy
Et 6-Me 4-Me H OCF3
i-Pr 6-Me B H OCF3
+-Bu . 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me H Me Cl
i-Pr 6-Me 4-Br Et Cl
-Bu 6-Me H Me I
proga:gyl 6-Me H Me CF,
cyclopropyl 6-Me H Me OCF3
i-Pr 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCF3
Ms 6-Me H Me SCHF;
Et 6-Me H Me OCHF5
i-Pr 6-Me 4-CN Me CF3
-Bu 6-Me H Me CoFs
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CF3
i-Pr 6-Me H n-Pr CFy
t-Bu 6-Me 4-Br i-Pr CFq
Me 6-Me H Cl CF3
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R3 péa Rr4b RVa RVb
Et 6-Me H F CFs3
i-Pr 6-Me H Me SMe
+-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-C1F7
i-Pr 6-Me . H Me i-C1F4
-Bu 6-Me 4-F Me Et
propargyl 6-Me H Me OCF,CHF»
Et 6-Me H Me SCF,CHFy
i-Pr 6-Me H Me SOoMe
t-Bu 6-Me 4-Cl Me S02CF3
Me 6-Me H CF3 CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF3
+-Bu 6-Me H H CF3
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H CoFs
i-Pr 6-Me H H CyFs
t-Bu 6-Me 4-Me H OCF5
Me 6-Me H H OCF,CHF»
Et 6-Me H H SCFoCHF~»
Pr 6-Me 4-Cl H r-C3F7
-Bu 6-Me H H i-C3F7
pro?argjfl 6-Me H H Br
Et 6-Me H H cl
i-Pr 6-Me H H SCF3
-Bu 6-Me 4-Br Ph CF3
cyclopr;apyl 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF3
t-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-ClPh CF3
Et 6-Me 4-Cl 2-CIPh OCF3
i-Pr 6-Me H 2-ClPh Br
-Bu 6-Me 4-CN 2-ClPh cl
Me 6-Me H 2-ClPh SCHF,
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R3 R4a Rr4b rva RVD
propargyl 6-Me H 2-BrPh CF3
i-Pr 6-Me H 2-MePh CFs
+Bu 6-Me H 2-CNPh CF3
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF4
i-Pr 6-Me 4-Br 2,4-F>Ph CF3
tBu 6-Me H 2,6-FPh CF3
Me 6-Me 4-] 2-MeOPh CF,
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF;
+-Bu 6-Me H 3-Cl-2-pyridy!l Br
propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF»
i~Pr 6-Me H 3-F-2-pyndyl CF3
+-Bu 6-Me H 3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridy! CF,
Et 6-Me H 3-Br-2-pyridy!l CF3
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF;
+Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF;
i-Pr 3-Cl H H OCF;
t-;Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me Ct
i-Pr 3-Cl 5-Br Et Cl
t—B}‘x 3-Cl H Me I
propargyl 3-Cl H Me CFj
cyclopropyl 3-Cl H Me OCF3
i-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-Cl H Me SCF3
Me 3-F H "Me SCHF>
Et 3-Cl H Me OCHF,
i-Pr 3-Cl 5-CN Me CF3
t-Bu 3-Cl H Me CoF5
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R3 R4a Rb. Rva RVb
propargyl 3-Cl H Me CoF5
cyclopropy! 3-Cl H Et CF3
i-Pr 3-Cl H n-Pr CFy
t-Bu 3-Cl 5-Br i-Pr CF3
Me 3-Cl H Cl CF3
Et 3-Br. H F CF3
i-Pr 3-Ci H Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-C3F7
i-Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHFy
Et 3-Cl H Me SCF,CHF,
i-Pr 3-Br H Me SO;Me
t-Bu 3-Cl 5-Cl - Me SO,CF3
Me 3-Cl H CF5 CF3
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CFy
t-Bu 3-Cl H H CF3
cyclopropyl 3-C1 5-Br H OCHF,
Et 3-Cl H H CqFs
i-Pr 3-Cl H H CoFs
-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF
Et 3-Cl H H SCF,CHF,
-Pr 3-Cl 5-Cl H n-CyF7
t-BIu 3-Cl H H i-C3F7
propargyl 3-C1 H H Br
Et 3-Cl H H cl
i-Pr 3-Cl H H SCF3
+-Bu 3-Cl 5-Br Ph CF4
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridyl CF3
t-Bu 3-Cl H 2-pyridyl Cl
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R3 R4a R4b Rva rRVD
Me 3-Cl H 2-CIPh CF
Et 3-Cl 5-Cl 2-CIPh OCF3
i-Pr 3-Cl H 2-CIPh - Br
-Bu 3-1 H 2-CIPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF5
propargyl 3-Cl H. 2-BrPh CF3
i-Pr .3—C1 H 2-MePh CF3
t-Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CF3
i~Pr 3-Cl 5-Br 2,4-FoPh CF3
t-Bu 3-F H 2,5-F4Ph CF3
Me 3-Cl 5-1 " 2-MeOPh CF;
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridyl OCF3
-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i~Pr 3-Cl H 3-F-2-pyridyl CFy
t-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CFq
Et 3-Cl H 3-Br-2-pyridyl CF3
i-Pr 3-Ct 5-Cl 3-Br-2-pyridyl OCF3
+-Bu 3-Cl H 3-Br-2-pyridyl Br
'z'—Pr- 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF4
i-Pr 6-Ct H H OCF3
t-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl Me Cl
i~Pr 6-F 4-Br Et Cl
t-Bu 6-Cl Me I
propargyl 6-Cl H Me CF;
cyclopropyl 6-Cl ‘Me OCF3
i-Pr 6-Cl 4-C1- Me CF3
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r3 R4 R4 Rrva rvb
t-Bu 6-Cl H Me SCF3
Me 6-Cl H Me SCHF)
Et 6-Cl H Me .OCHF1
i-Pr 6-1 4-CN Me CF3
+-Bu 6-Cl H Me CyFs
propargy! 6-Cl - H Me CqF;
cyclopropyl 6-Cl H Et CF3
i-Pr 6-Cl n-Pr CFq
+-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl H Cl CF;
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl Me OEt
Et 6-1 H Me n-C3F7
i-Pr 6-Cl H Me i-C3Fyp
-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF7
Et 6-Cl H Me SCF,CHF7
i-Pr 6-Cl H Me SO,Me
+-Bu 6-Cl 4-Cl Me S04CF3
Me §-Cl H CF3 CFj
Et 6-Cl H CF4 Me
-i-Pr 6-Cl H OMe CF3
Bu 6-Br H H CF3
cyclopropy!l 6-Cl 4-Br H OCHF»
Et 6-Cl H H CoFs
i—gr 6-Cl H H CyFs
t-Bu 6-F 4-Me H OCF3
Me 6-Cl H H OCFoCHFy
Et 6-Cl H H SCF,CHFy
PP 6-CN 4-Cl H n-C3F7
t-Bu 6-Cl H H i-CyF7
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCFy
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R3 Rréa R4b Rva rvb
+-Bu 6-Cl 4-Br Ph CF4

cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridy! CF3
t-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-ClPh CF3
Bt 6-Br 4-Cl 2-ClPh OCF3
i-Pr 6-Cl H 2-ClPh Br
+-Bu 6-Cl H 2-ClPh Cl
Me 6-Cl H 2-CIPh SCHFq
propargyl 6-Cl H 2-BrPh CF,
i-Pr 6-Br H 2-MePh CF3
-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-F1Ph CF4
i-Pr 6-Cl 4-Br 2,4-FoPh CF;
t-Bu 6-CN H 2,6-F7Ph CF3
Me 6-Cl 4-1 2-MeOPh CFy
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF,
t-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl 6-Cl1 H 3-Cl1-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF»
i-Pr 6-Cl " 3-F-2-pyridyl CF4
-Bu 6-Cl q 3-CF-2-pyridyl CF3
Me 6-Cl H 3-Me-2-pyridyl CFy
Et 6-C1 H 3-Br-2-pyridyl CF3
z‘«?r 6-Cl 4-Cl 3-Br-2-pyridyl OCF3
+Bu 6-Cl H 3-Br-2-pyridyl Br .
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
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Table 7
Rrvb
/ﬁ/
O l N
R4 NH
4
5
. Réb NH
0” R3
R3 R42 R4b Rva Rrvb
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me I
propargyl 3-Me H Me CE3
cyclopropyl 3-Me H Me OCF;
i-Pr . 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
L E-Pr 3-Me H Me CFy
+-Bu 3-Me H- Me CoFs
propargyl 3-Me H Me CyF5
cyclopropyl 3-Me H Et CF5
i-Pr 3-Me H n-Pr CF3
-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H Cl CFy
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Ct Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F7
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02818247. 2

woW B 2E110/2450T
R3 rda R4b Rva RVb
i-Pr 3-Me H Me i-CyFq
t-Bu 3-Me 5-F Me Et
propargyl 3-Me H Me OCFoCHF»
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me Me SO,Me
-Bu 3-Me 5-Cl Me SO,CF5
Me 3-Me CF; CF3
Et 3-Me H CFy Me
i-Pr 3-Me H OMe CF3
¢-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF7
Et 3-Me H H CyFs
i-Pr 3-Me 5-Me H CoFs
+-Bu 3-Me H H OCF;
Me 3-Me H H OCF,CHFy
Et 3-Me H H SCF,CHEF,
i-Pr 3-Me 5-Cl H n-C3F7
+-Bu 3-Me H H i-CF7
propargyl 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H H SCF3
-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
- Et 3-Me H Ph Br
1P 3-Me H 2-pyridyl CFs
t-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-ClPh CF3
E,t 3-Me 5-Cl 2-C[Ph OCF3
i-Pr 3-Me H 2-CIPh Br
+-Bu 3-Me H . 2-ClPh Cl
Me 3-Me H 2-CIPh SCHF,
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
+-Bu 3-Me H 2-CNPh CF,
Me 3-Me H 2-FPh CF3
Et 3-Me H 2,6-F2Ph CF;
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02818247. 2

B

BB E111/2450

R3 r42 r4b RrRVa
i-Pr 3-Me 5-Br 2,4-FoPh
-Bu 3-Me H 2,5-FPh
Me 3-Me 5-1 2-MeOPh
Et 3-Me H 3-Cl-2-pyridyl
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl
+-Bu 3-Me H 3-Cl-2-pyridyl
propargyl 3-Me H. 3-Cl-2-pyridyl
Et 3-Me 5-Br 3-Cl-2-pyridyl
i-Pr 3-Me H 3-F-2-pyridyl
t-Bu 3-Me H 3-CF3-2-pyridyl
Me 3-Me H 3-Me-2-pyridyl
Et 3-Me H 3-Br-2-pyridyl
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl
t-Bu 3-Me H 3-Br-2-pyridyl
i-Pr 3-Me H 3-Br-2-pyridyl
Me 6-Me H H
Et 6-Me 4-Me H
i-Pr 6-Me H H
t-Bu 6-Me Cl Me
Me 6-Me H Et
Et 6-Me Me
i-Pr 6-Me 4-Br Et
t-Bu 6-Me Me
propargyl 6-Me H Me
cycioprop}d 6-Me H Me
i-Pr 6-Me 4-Cl Me
t-Bu 6-Me H Me
N& 6-Me H Me
Et 6-Me H Me
i-Pr 6-Me 4-CN Me
t-Bu 6-Me H Me
propargyl 6-Me H Me
cyclopropyl 6-Me H Et-
i-Pr 6-Me H n-Pr
t-Bu 6-Me 4-Br i-Pr
Me 6-Me H cl
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R‘Jb

CF3
CF3
CF3
CF3
OCF5
Br
Cl
SCHF2
CFj
CF3
CF3
CF3
OCF3
Br
Cl

OCF4
OCF;
Br
Br
Cl
Cl

CF3
OCF3
CFs
SCF
SCHF
OCHEF,
CF3
CoFs
CqFs
CF3
CFy
CF3
CFy



02818247. 2

B

BB 5112/2450

R3 R4a
Et 6-Me
i-Pr 6-Me
-Bu 6-Me
Me 6-Me

Et 6-Me
i-Pr 6-Me
-Bu 6-Me
propargyl 6-Me
Et 6-Me
i-Pr 6-Me
t-Bu 6-Me
Me 6-Me

Et 6-Me
i-Pr 6-Me
t-Bu 6-Me
cyclopropyl 6-Me
Et 6-Me
i-Pr 6-Me
+Bu 6-Me
Me 6-Me

Et 6-Me
i-Pr 6-Me
t-Bu 6-Me
prgpargyl 6-Me
Et 6-Me
i-Pr 6-Me
+-Bu 6-Me
cyclop,ropyl 6-Me
Et 6-Me
i-Pr 6-Me
+-Bu 6-Me
Me 6-Me

Et 6-Me
i-Pr 6-Me
-Bu 6-Me
Me 6-Me

r4b Rva
H F
Me
4-Cl Me
Me
H Me
H Me
4-F Me
H Me
H Me
H Me
4-Cl Me
H- CF3
H CF3
H OMe
H H
4-Br H
H H
H H
4-Me H
H H
H H
4-Cl H
H H
H H
H H
H H
4-Br Ph
H Ph
H Ph
H 2-pyridyl
H 2-pyridyl
H 2-CiPh
4-Cl 2-CIPh
H 2-CIPh
4-CN 2-CIPh
H 2-CIPh
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R\lb

CF;
SMe
OMe
OEt
n-CsF7
i-C1F7
Et
OCF,CHF9
SCF,CHF;
SOyMe
SO,CF3
CF,
Me
CF3
CF,
OCHEFy
CoFs
CqF5
OCF3
OCFoCHFy
SCF,CHFy
n-CsFy
i-C3F7

OCF3
Br
cl

SCHF2



02818247. 2
R3 réa Rr4b Rva RVvb
propargyl 6-Me H 2-BrPh CFj
-Pr 6-Me H 2-MePh CFsy
t-Bu 6-Me H- 2-CNPh CF4
Me 6-Me H 2-FPh CFq
Et 6-Me H 2,6-F5Ph CF3
i-Pt 6-Me 4-Br - 2,4-FoPh CF3
-Bu 6-Me H 2,6-FyPh CF3
Me 6-Me 4-] 2-MeOPh CF5
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF5
-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyridyl CF3
t-Bu 6-Me H 3-CF3-2-pyridyl CF3
Me 6-Me H 3-Me-2-pyridyl CF;
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4-Cr 3-Br-2-pyridyl OCF3
-Bu 6-Me H 3-Br-2-pyridyl Br
-Pr 6-Me H 3-Br-2-pyridyt Cl
Me 3-Cl H H CFq
Et 3-Br 5-Me H OCF3
-Pr 3-Cl H H OCF3
t-Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me Cl
i-Pr 3-Ci 5-Br Et Cl
-Bu 3-C1 H Me I
propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCF3
-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-Cl H Me SCF3
Me 3-F H Me SCHF
Et 3-Cl H Me OCHF,
i-Pr 3-Cl 5-CN Me CFs3
t-Bu 3-Cl H Me CoFs
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02818247. 2 oo B E114/245
R3 Rr4a R3b Rva RVb
propargy! 3-Cl H Me CoFs
cyclopropyl 3-Cl H Et CF3
i-Pr 3-Cl n-Pr CFy
+Bu 3-Cl 5-Br i-Pr CF;
Me 3-Cl Cl CF3
Et 3-Br H F CF,
i-Pr 3-Cl Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl Me OEt
Et 3-C1 H Me n-CqF4
i-Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl H Me SCF,CHF,
i-Pr 3-Br H Me SO,Me
+Bu 3-Cl 5-Cl Me S0,CF3
Me 3-Cl H CF3 CFy
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CF3
t-Bu 3-Cl H H CF3
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H C-F;
i-Pr 3-Cl H H CyF;
t-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF,
Et 3-Ct H H SCF,CHFy
i-Pr 3-C1 3-Cl H n-C3F~
t-Bu 3-Cl H H i-C4F~
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
i-Pr 3-CI H H SCF3
+-Bu 3-Cl 5-Br Ph CF3
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridyl CF,y
t-Bu 3-Cl H 2-pyridyl o)}
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02818247. 2 BooW B 2115/2451
Rr3 r4a R4b Rrva Rrvb
Me 3-Cl H 2-ClIPh CF;
Et 3-Cl 5-Cl 2-CIPh OCF4
i-Pr 3-Cl H 2-ClPh Br
t-Bu 3-1 H 2-CiPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF,

propargyl 3-Cl H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CF3
~Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh Chy
Et 3-Cl H 2,6-F9Ph CF3
i-Pr 3-Cl 5-Br 2,4-FPh CF3
t-Bu 3.F H 2,6-F9Ph CF
Me 3-Cl 5-1 1-MeOPh CFy
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridyl OCFq
+Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-C1 H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHFy
-Pr 3-Cl H 3-F-2-pyridyl CF;
t-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CFy
Et 3-Cl H 3-Br-2-pyridyl CFy
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF;
: ¢-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-C1 H 3-Br-2-pyridyl cl
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF3
i-}’r 6-Cl H H OCF;
t-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me al
~Pr 6-F 4-Br Et Cl
t-Bu 6-Cl H Me I
propargyl 6-Cl H Me CFs
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF3
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02818247. 2 BB B ZE116/245W
r3 r4a R4b Rva Rvb
t-Bu 6-Cl H Me SCF3
Me 6-Cl H Me SCHF,

Et 6-Cl H Me OCHF,
i-Pr 6-1 4-CN Me CFs
t-Bu 6-Cl H Me CyF;
propargyl 6-Cl H Me CyFs
cyclopropyl 6-Cl H Et CF3
i-Pr 6-Cl H n-Pr CF;
t-Bu 6-Cl 4-Br i-Pr CF;
Me 6-Cl H ct CFs
Et 6-F H F CF3
i-Pr 6-Cl Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Ct Me OFEt
Et 6-1 H Me n-CsFr
i-Pr 6-Cl Me i-C3Fq
+-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF,
Et 6-Cl H Me SCF,CHF,
i-Pr 6-Cl H Me SOoMe
+Bu 6-Cl 4-C| Me SO, CF3
Me 6-Cl H CFq CF3
Et 6-Cl H CFy Me
A-Pr 6-Cl H OMe CF;
+Bu 6-Br H H CFy
cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H H CaF5
z'-?r 6-Cl H H CyF5
t-Bu 6-F 4-Me H OCF;
Me 6-Cl H H OCF,CHFy
Et 6-Cl H H SCFoCHF
i-Pr 6-CN 4-Cl H n-C3Fq
t-Bu 6-Cl H H i-C3F7
propargyt 6-Cl H H Br
Et 6-Cl H H Cl
-Pr 6-Cl H H SCF3
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02818247. 2

B

B F117/2457

R3 r4a r4b Rva
+-Bu 6-Cl 4-Br Ph
cyclopropyl 6-Cl H Ph
Et 6-F H Ph
i-Pr 6-Cl H 2-pyridyl
+Bu 6-Cl H 2-pyridyl
Me 6-Cl- H 2-ClPh
Et 6-Br 4-Cl 2-ClPh
i-Pr 6-Cl H 2-CIPh
t-Bu 6-Cl H 2-ClPh
Me 6-Cl H 2-CtPh
propargyl 6-Cl H 2-BrPh
i-Pr 6-Br H 2-MePh
t-Bu 6-Cl 4-CN 2-CNPh
Me 6-Cl H 2-FPh
Et 6-Cl H 2,6-F4Ph
i-Pr 6-Cl 4-Br 2,4-FoPh
+Bu 6-CN H 2,6-FoPh
Me 6-Cl 4-1 2-MeOPh
Et 6-Cl H 3-Cl-2-pyridyl
-Pr 6-Br H 3-Cl-2-pyridyl
t-Bu 6-Cl H 3-Cl-2-pyridyl
propargyl 6-Cl H 3-Cl-2-pyridyl
Et §-Cl 4-Br 3-Cl-2-pyridyl
i-Pr 6-Cl H 3-F-2-pyridy!
¢-Bu 6-Cl H 3-CFy-2-pyridyl
Me 6-Cl H 3-Me-2-pyridyl
Et 6-Cl H 3-Br-2-pyndyl
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl
t-Bu 6-Cl H 3-Br-2-pynidyl
i-Pr 6-Cl1 H 3-Br-2-pyridyl
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Br

OCF;
Br
Cl

SCHF,
CF3
CF3
CFq
CF4
CF3
CFy
CF;
CF3
Cky

OCF3
Br
Cl

SCHF,

CEy
CF3
CF3

OCF;
Br
Cl



02818247. 2

B

B 5118/2451

T
AN
o) __N
R42. NH Rva
4
RAb NH
F
rR3 rda R4b Rrva RYD
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF;
i-Pr 3-Me H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me Cr3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CoFs
propargyl 3-Me H Me CqFs
cyclopropyl 3-Me H Et CF,
i-Pr 3-Me H n-Pr CFy
t-Bu 3-Me 5-Br i-Pr CF,
Me 3-Me H Cl CF;
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F7
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02818247. 2 BB B EE119/245W
R3 Rréa r4b Rva rvb
i-Pr 3-Me H Me i-CaFy
-Bu 3-Me 5-F Me Et

propargyt 3-Me H Me OCFyCHF9
Et 3-Me H Me SCFoCHF,
i-Pr 3-Me H Me SO,Me
t-Bu 3-Me 5-Cl Me SO,CF3
Me 3-Me H CF; CFs
Et 3-Me H CFy Me
i-Pr 3-Me H OMe CFs3
+-Bu 3-Me H H CFy
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H H CoFs
i-Pr 3-Me 5-Me H CyFs
-Bu 3-Me H H OCF3
Me 3-Me H H OCF,CHF,
Et 3-Me H H SCF,CHEF,
~Pr 3-Me 5-Cl H #-C3F7
t-Bu 3-Me H H -C3F7
propargyl 3-Me H H Br
Et 3-Me H H al
i-Pr 3-Me H H SCF,
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
-Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CFj
+-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-Clph CF,
Et 3-Me 5-Cl 2-ClPh OCF4
i-Pr 3-Me H 2-CiPh Br
-Bu 3-Me H 2-ClPh Cl
Me 3-Me H 2-CIPh SCHE,
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF,
+-Bu 3-Me H 2-CNPh CF3
Me 3-Me H 2-FPh CF,
Et 3-Me H 2,6-F4Ph CF;
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02818247. 2 BB B 58120/245W1
R3 p4a r4b Rva rvb
i-Pr 3-Me S-Br 2,4-F,Ph CFs
-Bu 3-Me H 2.6-F7Ph CF;
Me 3-Me 5-1 2-MeOPh CFy
Et 3-Me H 3-Cl-2-pyridy! CF,
-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF4
t-Bu 3-Me H 3-Cl-2-pyridyl Br

propargyl 3-Me H 3-Cl-2-pyridyl Ci
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF»
i-Pr 3-Me H 3-F-2-pyridyl CF3
-Bu 3-Me H 3-CF3-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyl CF3
Et 3-Me H 3~Br-2-pyridyl CF,
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF5
-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Be-2-pyridyl Cl1
Me 6-Me H H CFy
Et 6-Me 4-Me H OCF3
-Pr 6-Me H H OCF5
-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me Me Ct
i-Pr 6-Me 4-Br Et Cl
-Bu 6-Me H Me I
propargyl 6-Me H Me CFq
cyciopropyl 6-Me R Me OCF3
i-Pr 6-Me 4-C] Me CFy
t-Bu 6-Me H Me SCF;
Me 6-Me H Me SCHF»
Et 6-Me H Me OCHF,
-Pr 6-Me 4-CN Me CF3
-Bu 6-Me H Me CqoFg
propargyl 6-Me H Me CqFs
cyclopropyl 6-Me H Et CF;
i-Pr 6-Me n-Pr CFs
t-Bu 6-Me 4-Br i-Pr CF;
Me 6-Me H Ct CF3
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02818247. 2 OB P E121/2451

R3 Rr4a R4b RrVa RVD

Et 6-Me H F CF3
i-Pr 6-Me H Me SMe
-Bu 6-Me 4-Cl Me OMe

Me 6-Me H Me OEt

Et 6-Me H Me n-C3F+

i-Pr 6-Me H Me -CaF~
+-Bu 6-Me 4-F Me Et

propargy! 6-Me H Me OCF,CHF,

Et 6-Me H Me SCF,CHF,
i-Pr 6-Me H Me SOqMe
t-Bu 6-Me 4-Cl Me S0,CF5

Me 6-Me H CF3 Chy

Et 6-Me H CF; Me
i-Pr 6-Me H OMe CF3
t-Bu 6-Me H CFy

cyclopropy! 6-Me 4-Br H OCHF,

Et 6-Me H H CyFs
i-Pr 6-Me H H CoFs
+Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF2CHF

Et 6-Me H H SCF,CHF
i-Pr 6-Me 4-Cl H n-C5F~
t-Bu 6-Me H H i-C3F7

propargyl 6-Me H H Br
| Et 6-Me H H Cl
-Pr 6-Me H H SCF3
+-Bu 6-Me 4-Br Ph CF3
cyclopropyl 6-Me H Pk Cl

Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridy! CF;
t-Bu 6-Me H 2-pyridyl Ci
Me 6-Me H 2-ClPh CF;

Et 6-Me 4-Cl 2-ClPh OCF3
i~Pr 6-Me H 2-ClPh Br
+-Bu 6-Me 4-CN 2-CiPh Cl
Me 6-Me H 2-ClPh SCHEF4
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02818247. 2 BB B E8122/245W
R3 r4a R4b Rva gvb
propargy! 6-Me H 2-BrPh CF;
i-Pr 6-Me H 2-MePh CFy
t-Bu 6-Me H 2-CNPh CFj
Me 6-Me H 2-FPh CFy
Et 6-Me H 2,6-FPh CF3
i-Pr 6-Me 4-Br 2,4-F4Ph CF3
i-Bu 6-Me H 2,5-F9Ph CF3
Me 6-Me 4-1 2-MeOPh CFy
Et 6-Me H 3-Cl-2-pyridyl CF3
i~Pr 6-Me H 3-Cl-2-pyridyl OCF3q
t-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me 3-F-2-pyridyl CF3
t-Bu 6-Me 3-CF3-2-pyridyl CF3
Me 6-Me 3-Me-2-pynidyl CF;
Et 6-Me H 3-Br-2-pyridyl CF3
i-Pr 6-Me 4-Cl 3-Br-2-pyridy! OCF3
+-Bu 6-Me 3-Br-2-pyridy! Br
~Pr 6-Me H 3-Br-2-pynidyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCFy
i-Pr 3-Cl OCF3
£-Bu 3-C1 5-Cl Me Br
Me 3-Cl Et Br
Et 3-Cl Me Cl
i-Pr 3-Cl 5-Br Et Cl
C-?u 3-Cl Me [
propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl Me OCF;
i-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-Cl H Me SCF3
Me 3-F H Me SCHF4
Et 3-Cl H Me OCHF,
i-Pr 3-Cl 5-CN Me CF3
t-Bu 3-Ct H Me CyFs
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02818247. 2 BB B E8123/245W
R3 R4a RAb Rva RV
propargyl 3-Cl H Me CyFs
cyclopropyl 3-Cl H Et CF3
i-Pr 3-Cl H n-Pr CF4
t-Bu 3-Cl 5-Br I-Pr CF,
Me 3-Cl Ci CFg
Et 3-Br F CFy
i-Pr 3-Cl Me SMe
-Bu 3-Cl 5-C Me OMe
Me 3-Cl Me OEt
Lt 3-Cl H Me n-CyF7
i-Pr 3-Cl Me i-C1F7
-Bu 3-Cl 5-F Me Et
propargy! 3-Cl H Me OCF,CHF>
Et 3-Cl H Me SCF,CHF,
i-Pr 3-Br H Me SOoMe
-Bu 3-Cl 5-Cl Me SO,CFq
Me 3-Cl H CFs CF3
Et 3-CN H CF4 Me
i-Pr 3-Cl H OMe CF3
-Bu 3-Cl H H CFy
cyclopropyl 3-Ct 3-Br H OCHF,
Et 3-Cl H H CqF5
i-Pr 3-Cl H H CoFs
t-Bu 3-Cl H H OCF;
Me 3-F H H OCF,CHF»
Et 3-Cl H H SCF,CHE,
i-Pr 3-Ct 5-Cl H n-C3F7
-Bu 3-Cl H H i-C3F;
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H H SCFy
t-Bu 3-Cl 5-Br Ph CF3
cyclopropy! 3-Cl H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridy! CFy
-Bu 3-Cl H 2-pyridyi Cl
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02818247. 2 WoOB P E124/245
R3 r4a R4b RVa RYb
Me 3-Cl H 2-CIPh CF1
Et 3-Cl 5-Cl 2-ClPh OCF3
-Pr 3-Cl H 2-Clph Br

t-Bu 3-1 H 2-Clph Cl
Me 3-Cl 5-Me 2-CIPh SCHF,
propargyl 3-Ci H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CF3
t-Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-F,Ph CF;
~Pr 3-Cl 5-Br 2,4-F9Ph CFjy
+-Bu 3-F H 2,6-FPh CF3
Me 3-Cl 5-1 2-MeQOPh CF;
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridyl OCFj3
-Bu 3-Cl H 3-Cl-2-pyridy! Br
propargy! 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
~Pr 3-Cl H 3-F-2-pyridyl Cr3
+-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridy! CFy
Et 3-Cl H 3-Br-2-pyridyl CF4q
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF;
+Bu 3-Cl H 3-Br-2-pyridyl Br
P 3-Cl H 3-Br-2-pyridyl cl
Me 6-Cl H 3 CF3
Et 6-Br 4-Me H OCF;
i-Pr 6-Cl H H OCF;
-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me Cl
i-Pr 6-F 4-Br Et Cl
-Bu 6-Cl H Me I
propargyl 6-Cl H Me CF3
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF3
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02818247. 2 BB B E8125/245W
R3 R4a R4b Rva pvb
t-Bu 6-Cl H Me SCF3

Me 6-Cl H Me SCHF;
Et 6-Cl Me OCHF,
i-Pr 6-1 4-CN Me CF3
-Bu 6-Cl Me C)F5
propargyl 6-Cl H Me CyFs
cyclopropyl 6-Cl Et CFq
i-Pr 6-Cl n-Pr CFy
t-Bu 6-Cl 4-Br i-Pr CF;
Me 6-Cl Cl CF3
Et 6-F H F CF3
i-Pr 6-Cl H Me SMe
-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl Me OEt
Et 6-1 H Me n-C3F~
i~-Pr 6-Cl Me i-C3F7
-Bu 6-Cl 4-F Me Et
propargyl 6-Cl Me OCF,CHF,
Et 6-Cl H Me SCF,CHF,
i-Pr 6-C1 H Me SO9Me
-By 6-Cl 4-Cl Me S0,CF3
Me 6-Cl H CF, CFyq
Et 6-Cl H CF3 Me
i-Pr 6-Cl OMe CF;
.r-Bu 6-Br H CF,y
cyclopropyl 6-Cl! 4-Br H OCHF,
Et 6-Cl H H CyFs
i-I:r 6-Cl H H CyFs
+-Bu 6-F 4-Me H OCF;
Me 6-Cl H H OCF,CHFy
Et 6-Cl H H SCF,CHF;
i-Pr 6-CN 4-Cl H n-CF7
+-Bu 6-Cl H H i-C3F9
propargyl 6-Cl H H Br
Et 6-Clt H H Cl
i-Pr 6-Cl H H SCF4
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Rr3 R4a R4b Rve Rvb
(-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CFy
t-Bu 6-Cl H 2-pyridyt Cl
Me 6-C! H 2-ClPh CF3
Et 6-Br 4-Cl 2-CtPh OCF3
i-Pr 6-Cl H 2-CIPh Br
-Bu 6-Cl H 2-ClPh Cl
Me 6-Cl H 2-ClPh SCHF,
propargyt 6-Cl H 2-BrPh CFy
i-Pr 6-Br H 2-MePh CF3
-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CFy
Et 6-Cl H 2,6-FoPh CF,
i-Pr 6-Cl 4-Br 2,4-FoPh CFy
{-Bu 6-CN H 2,6-F,Ph CF;
Me 6-Cl 4-1 2-MeOPh CF;
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
+-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl 6-Cl H 3-C1-2-pyridyl Ct
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
-i-Pr 6-Cl H 3-F-2-pyridyl CF3
Bu 6-Cl H 3-CF3-2-pyridy! CF;
Me 6-Cl H 3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CF3
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF3
t-Bu 6-Cl H 3-Br-2-pyridyt Br
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
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Table 9
; rRvb
D
P
R4a Rva
4 (6]
5
R4b
0" R
rR3 R4a r4b Rva RVb
Me 3-Me H H CF3
Et 3-Me 5-Me H OCFy
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me Me [
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCFy
~Pr 3-Me 5-Cl Me CF3
{-Bu 3-Me H Me SCF;
Me 3-Me S-CN Me SCHF;
Et 3-Me H Me OCHF
[i-Pr 3-Me H Me CFy
-Bu 3-Me H Me CoFs
propargyl 3.Me H Me CyFs
cyclopropy! 3-Me H Et CF;3
i-Pr 3-Me H n-Pr CF3
t-Bu 3-Me 5-Br i-Pr CF;
Me 3-Me H Cl CFs
Et 3-Me H F CF3
{-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3Fq
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R3 R4a R4b Rva rvb
i-Pr 3-Me H Me i-C3Fq
-Bu 3-Me 5-F Me Et

propargyl 3-Me H Me OCFoCHF,
Et 3-Me Me SCF9CHF
i-Pr 3-Me Me SOyMe
-Bu 3-Me 5-Cl Me S0,CF3
Me 3-Me CF3 CF;
Et 3-Me CF; Me
i-Pr 3-Me OMe CF3
-Bu 3-Me H H CF3
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H H CoFs
i-Pr 3-Me 5-Me H CoFs
-Bu 3-Me H H OCFy
Me 3-Me H H OCF,CHF
Et 3-Me H H SCF,CHF,
i-Pr 3-Me 5-Cl H n-CyF7
{-Bu 3-Me H H i-C3F+
propargyl 3-Me H H Br
Et 3-Me H H Cl
-Pr 3-Me H H SCF;
-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph cl
- Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CFq
-Bu 3-Me H 2-pyndyl Cl
Me 3-Me H 2-CIPt CF4
?t 3-Me 5-Cl 2-ClPh OCF3
i-Pr 3-Me H 2-CIPh Br
t-Bu 3-Me H 2-ClPh Cl
Me 3-Me H 2-ClPh SCHF,y
propargyl 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CF3
1-Bu 3-Me H 2-CNPh CFy
Me 3-Me H 2-FPh CFy
Et 3-Me H 2,6-FoPh CF3
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r3 rda R4b pva Rvb
-Pr 3-Me 5-Br 2,4-FoPh CF3
t-Bu 3-Me H 2,6-FoPh CFs
Me 3-Me 5-1 2-MeOPh CFg
Et 3-Me H 3-Cl-2-pyridyl CFy
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyt Br

propargyl 3-Me | H 3-Cl-2-pyridyi Cl
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CF;
t-Bu 3-Me H 3-CF1-2-pyridyl CFy
Me 3-Me H 3-Me-2-pyndy! CF,
Et 3-Me H 3-Br-2-pyridyl CFy
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF;
-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Ct
Me 6-Me H H CF;
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3y
+-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me Me Cl
i-Pr 6-Me 4-Br Et Cl
t-Bu 6-Me Me 1
pr‘opargyi 6-Me H Me CF3
cyélopropyl 6-Me H Me OCF5
-Pr- 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCF3
I\l/Ie 6-Me H Me SCHF,
Et 6-Me H Me OCHF»
i-Pr 6-Me 4-CN Me CFy
t-Bu 6-Me H Me CqFj5
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CF3
i-Pr 6-Me H n-Pr CFy
t-Bu 6-Me 4-Br i-Pr CF3
Me 6-Me Cl CFj
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rR3 Rda r4b rRva rVvb
EL 6-Me H F CF3
i-Pr 6-Me Me SMe
-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me Me n-CsF5
i-Pr 6-Me H Me i-CqF4
-Bu 6-Me 4-F Me Et
propargy! 6-Me H Me OCF,CHF>
Et 6-Me H Me SCF,CHF,
i-Pr 6-Me H Me SO)Me
t-Bu 6-Me 4-Cl Me S0O,CF5
Me 6-Me H CFy CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF,
-Bu 6-Me H CF3
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H CoFs
i-Pr 6-Me H H CyF;
-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF,
Et 6-Me H H SCF,CHF;
i-Pr 6-Me 4-Cl H n-CyF4
-Bu 6-Me H H i-C3F7
prppargyl 6-Me H H Br
Et 6-Me H H cl
i-Pr 6-Me H H SCFy
t-Bu 6-Me 4-Br Ph CFy
cyclo;laropyl 6-Me H Ph Ct
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF;3
t-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-CIPh CF,y
Et 6-Me 4-Cl 2-ClPh OCF;
i-Pr 6-Me H 2-ClPh Br
t-Bu 6-Me 4-CN 2-ClPh cl
Me 6-Me H 2-ClPh SCHF,
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rR3 R4a R4b Rva rvb
propargyl 6-Me H 2-BrPh CFs
i-Pr 6-Me H 2-MePh CF3
t-Bu 6-Me H 2-CNPh CFy
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-F,Ph CF3
i-Pr 6-Me 4-Br 2,4-FPh CF3
-Bu 6-Me H 2,6-F,Ph CF3
Me 6-Me 4-1 2-MeOPh CF;
Et 6-Me H 3-Cl-2-pyridyl CFy
i-Pr 6-Me H 3-Cl-2-pyridyl OCF;
-Bu 6-Me H 3-Cl-2-pyridy! Br
propargyl 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyrnidyl CF3
-Bu 6-Me H 3-CFy-2-pyridy!l CF,
Me 6-Me 3-Me-2-pyridyl CF4
Et 6-Me 3-Br-2-pyridyl CFy
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF3
t-Bu 6-Me 3-Br-2-pyndyl Br
i-Pr 6-Me H 3-Br-2-pyridyl cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF;
i-Pr 3-Cl H H OCF3
: t-Bu 3-Cl 5-Cl Me Br
Me 3-Cl Et Br
Et 3-Cl Me Cl
i-Pr 3-Cl 5-Br Et Cl
r-}Bu 3-Cl H Me [
propargyl 3-Cl H Me CF;
cyclopropyl 3-Cl H Me OCF;
i-Pr 3-Cl 5-Cl Me CF3
t-Bu 3-Cl Me SCFy
Me 3-F H Me SCHF,
Et 3-Cl Me OCHF,
i-Pr 3-Ql 5-CN Me CFq
t-Bu 3-Cl Me CyFs
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R3 R4 r4b rva RVb
propargyl 3-Cl Me CyFs
cyclopropyl 3-Cl H Et CFy
i-Pr 3-CI H n-Pr CF3
-Bu 3-Cl 5-Br i-Pr CF;
Me 3-Cl H Cl CFy
Et 3-Br H F CF4
[-Pr 3-Cl H Me SMe
-Bu 3-Ci 5-Cl Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-CqF7
i-Pr 3-Cl H Me i-C3Fq
t-Bu 3-Ct 5-F Me Et
propargyl 3-Cl H Me OCF,CHF»
Et 3-Cl Me SCFoCHF»
i-Pr 3-Br Me SO,Me
t-Bu 3-Cl 5-Cl Me S0,CF3
Me 3-Cl CFs CF3
Et 3-CN CFy Me
i-Pr 3-Cl OMe CF3
-Bu 3-Cl H H CF3
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H CoFs
i-Pr 3-Cl H H CoFs
+-Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCFoCHF,
i-Pr 3-Cl 5-Cl H n-CyF7
+-Bu 3-Cl H H i-C3F7
propargyl 3-Cl H H Br
Et 3-Ci H H Cl
i-Pr 3-Cl H H SCF3
t-Bu 3-Cl 5-Br Ph CF,y
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl H Ph Br
-Pr 3-Br H 2-pynidyl CFy
-Bu 3-Cl H 2-pyridyl Cl

136



02818247. 2 P B P ZE133/2457
R3 R4a r4b Rva RVb
Me 3-Cl H 2-C{Ph CF3
Et 3-Cl 5-Q 2-ClPh OCF3
i-Pr 3-Ct H 2-ClPh Br
-Bu 3-1 H 2-ClPh Ct
Me 3-Cl 5-Me 2-ClPh SCHF,
propargyl 3-Cl H 2-BrPh CF3
i-Pr 3-Cl H 2-MePh CFs
-Bu 3-Cl 5-CN 2-CNPh CF,
Me 3-Cl H 2-Fph CFy
Et 3-Cl H 2,6-F5Ph CF3
-Pr 3-Cl 5-Br 2,4-FoPh CFs
t-Bu 3-F H 2,5-FyPh CF3
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-Cl H 3-Cl-2-pyridyl CFy
i-Pr 3-CN H 3-Cl-2-pynidyl OCF3
t-Bu 3-Cl H 3-Cl-2-pyridy! Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Cl H 3-F-2-pynidyl CF4
-Bu 3-Br H 3-CF3-2-pyridyl CFs
Me 3-Cl H 3-Me-2-pyridy! CF3
Et 3-Cl 3-Br-2-pyridyl CFy
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF1
--Bu 3-Cl 3-Br-2-pyridyl Br
iPr 3l 3-Br-2-pyridyl o
Me 6-Cl H CFy
Et 6-Br 4-Me H OCF3
i;Pr 6-Cl H H OCF;
+-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl Me Cl
i-Pr 6-F 4-Br Et Ct
-Bu 6-Cl Me [
propargyl 6-Cl H Me CFy
cyclopropyl 6-Cl Me OCF3
i-Pr 6-Cl 4-C1 Me CF3
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R3 r4a r4b Rva rvb
t-Bu 6-Cl H Me SCFy

Me 6-Cl H Me SCHFy
Et 6-Cl H Me OCHF,
i-Pr 6-1 4-CN Me CFy
-Bu 6-Cl H Me CyFs
propargyl 6-Cl H Me CyF5
cyclopropyl 6-Cl H Et CFa
i-Pr 6-Cl H n-Pr CFy
t-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl H Ci CF3
Et 6-F H F CFy
i-Pr 6-Cl B Me SMe
-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl H Me OEt
Et 6-1 H Me n-C3F7
i-Pr 6-Cl H Me i-C3F4
t-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF,
Et 6-Cl H Me SCF,CHF 9
i-Pr 6-Cl H Me SOoMe
-Bu 6-Cl 4-Cl Me S0,CF3
Me 6-Cl H CFy CF;
Et 6-Cl H CF3 Me
- i-Pr 6-Cl H OMe CF3
t-Bu 6-Br H H CF3
cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H H CyFs
f-,Pr 6-Cl H- H CyFs
+-Bu 6-F 4-Me H QOCF4
Me 6-Cl H H OCF,CHF,
Et 6-Cl H Y SCFoCHF,
-Pr 6-CN 4-Cl H n-C1F7
t-Bu 6-Cl H H i-C3F7
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF4

138



02818247. 2 woB B ZE135/2450
r3 R4a r4b Rva RVb
-Bu 6-Cl 4-Br Ph CF3
cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H- 2-pyridyl CFy
1-Bu 6-Cl H 2-pyridy! Cl
Me 6-Cl H 2-CIPh CF3
Et 6-Br 4-Cl 2-ClPh OCF3
I-Pr 6-Cl H 2-ClPh Br
-Bu 6-Cl H 2-CIPh Cl
Me 6-Cl H 2-CIPh SCHF,
propargy!l 6-Cl H 2-BrpPh CF;
i-Pr 6-Br H 2-MePh CF3
-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-F»Ph CF3
i-Pr 6-Cl 4-Br 2,4-FPh CFy
-Bu 6-CN H 2,6-F,Ph CF3
Me 6-Cl 4-1 2-MeQPh CF;
Et 6-Cl H 3-Cl-2-pyridyl Chy
i-Pr 6-Br H 3-Cl-2-pyridyl OCFy
t-Bu 6-Cl H 3-Ci-2-pyridyl Br
propargyl 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
- i=Pr 6-Cl H 3-F-2-pyridyl CFy
1-Bu 6-Cl H 3-CF3-2-pynidy!l CFy
Me 6-Cl H 3-Me-2-pyridyl CF,
Et 6-Cl H 3-Br-2-pyridyl CFy
i;Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF3
-Bu 6-Cl 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
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Table 10
NYRSb
o
R4a RSa
4 0
5
r4b
FTR
R3 rda Rr4b RI2 RSb
Me 3-Me H H CF3
Et 3-Me 5-Me H OCFy
i-Pr 3-Me H H OCF3
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me C1
I-Pr 3-Me 5-Br Et Cl
-Bu 3-Me H Me I
propargyl 3-Me H Me CF;
cyclopropyl 3-Me H Me OCF;3
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF4
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CoFs
propargyl 3-Me H Me CyF5
cyclopropyl 3-Me H Et CF;
iPr 3-Me H n-Pr CF3
t-Bu 3-Me 5-Br -Pr CF;
Me 3-Me H Cl CF3
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F7
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r3 r4a R4b RS2 rSb
i-Pr 3-Me H Me -C3F7
-Bu 3-Me 5-F Me Et

propargyl 3-Me H Me OCF,CHF,
Et 3-Me H Me SCF,CHF,
i~Pr 3-Me H Me SO,Me
t-Bu 3-Me 5-Ci Me SO,CF3
Me 3-Me H CFy CFy
Et 3-Me H CF; Me
1-Pr 3-Me H OMe CF3
t-Bu 3-Me H H CF,
cyclopropyl 3-Me 5-Br H OCHF»
Et 3-Me H H CoFs
i-Pr 3-Me 5-Me H CyFs
-Bu 3-Me H H OCF3
Me 3-Me H H OCF,CHF,
Et 3-Me H H SCF,CHF,
i-Pr 3-Me 5-Cl H n-C1F7
+-Bu 3-Me H H i-C3Fq
propargy! 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H H SCF3
-Bu 3-Me 5-Br Ph CF5
cyclopropyl 3-Me H Ph Cl
- Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF4
-Bu 3-Me H 2-pyridyl Ct
Me 3-Me H 2-ClPh CF,
Ilit 3-Me 5-Cl 2-ClFh OCF;
i-Pr 3-Me H 2-CiPh Br
+-Bu 3-Me H 2-CIPh Cl
Me 3-Me H 2-ClPh SCHF,
propargy! 3-Me H 2-BrPh CF3
i-Pr 3-Me 5-CN 2-MePh CFq
-Bu 3-Me ¢ 2-CNPh CF3
Me 3-Me H 2-FPh CFy
Et 3-Me H 2,6-FoPh CFs
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02818247. 2
R3 Rda R4b R5a 75b
i-Pr 3-Me 5-Br 2,4-FoPh CF;
-Bu 3-Me H 2,5-FoPh CF3
Me 3-Me 5-1 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridy! CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
-Bu 3-Me H 3-Cl-2-pyridyl Br
propargy! 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CF,
-Bu 3-Me H 3-CF5-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyl CFy
Et 3-Me H 3-Br-2-pyridy! CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridy! OCF;
-Bu 3-Me H 3-Br-2-pyridyt Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CF;
Et 6-Me 4-Me . H OCF3
i-Pr 6-Me H H OCF;
-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me Me Cl
i-Pr 6-Me 4-Br Et Cl
t-Bu 6-Me Me [
pxjopargyl 6-Me H Me CF3
cyclopropyl 6-Me Me OCF3
i-Pr 6-Me 4-Cl Me CFj
t-Bu 6-Me Me SCF3
Iyic 6-Me H Me SCHF,
Et 6-Me H Me OCHF;
i-Pr 6-Me 4-CN Me CF;
-Bu 6-Me H Me CoFs
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CF;
i-Pr 6-Me H n-Pr CFq
t-Bu 6-Me 4-Br i-Pr CF,
Me 6-Me H cr CF3
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r3 R4a r4b RrSa R3b
Et 6-Me H F CFy
i-Pr 6-Me Me SMe
-Bu 6-Me 4-Cl Me OMe
Me 6-Me Me OEt
Et 6-Me Me n-C3F+
i-Pr 6-Me Me i-CyF4
-Bu 6-Me i-F Me Et

propargyl 6-Me Me OCF,CHF
Et 6-Me Me SCF,CHF,
i-Pr 6-Me Me SO9Me
t-Bu 6-Me 4-Cl Me S0,CF3
Me 6-Me CF, CF;
Et 6-Me CF3 Me
i-Pr 6-Me H OMe CF3
-Bu 6-Me H H CF3
cyclopropy! 6-Me 4-Br H OCHF,
Et 6-Me H H CyFs
i-Pr 6-Me H H CoFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF,
Et 6-Me H SCF,CHF,
i-Pr 6-Me 4-Ci H n-CyFq
-Bu 6-Me H i~C3F7
propargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me H H SCF3
-Bu 6-Me 4-Br Ph CF3
cyclo;:ropy( 6-Me H Ph Cl
Et 6-Me H- Ph Br
i-Pr 6-Me H 2-pyridyl CF;
+-Bu 6-Me H 2-pyridy! Cl
Me 6-Me H 2-ClPh CF4
Et 6-Me 4-Ci 2-ClPh OCF3
i-Pr 6-Me H 2-ClPh Br
t-Bu 6-Me 4-CN 2-CIPh Cl
Me 6-Me H 2-ClPh SCHF,
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R3 rda R4b R3a RSb
propargy! 6-Mec H 2-BrPh CF3
i-Pr 6-Me 2-MePh CFy
-Bu 6-Me H 2-CNPh CFy
Me 6-Me H 2-FPh CF3
Et 6-Me H 2,6-FoPh CF3
i-Pr 6-Me 4-Br 2,4-F9Ph CF3
-Bu 6-Me H 2,6-F5Ph CFy
Me 6-Me 4-1 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CFy
i-Pr 6-Me H 3-Cl-2-pyridyl OCF3
-Bu 6-Me H 3-Cl-2-pyridyl Br
propargyl 6-Me 3-Cl-2-pyridyt C1
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me 3-F-2-pyridyl CFy
-Bu 6-Me H 3-CF3-2-pyridyl CFy
Me 6-Me H 3-Me-2-pyridyl CF4
Et 6-Me H 3-Br-2-pyridyl CF;
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl -OCF3
t-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-CI H H CF3
Et 3-Br 5-Me H OCF,
i-Pr 3-Cl H H OCF,
-Bu 3-Cl 5-Cl Me Br
Me 3-Ct Et Br
Et 3-Cl Me Cl
i-Pr 3-Ct 5-Br Et Cl
-Bu 3-Cl H Me [
propargyl 3-Cl H Me CFy
cyclopropyl 3-Cl Me OCF;
i-Pr 3-Cl 5-Cl1 Me CFs
t-Bu 3-Cl H Me SCF3
Me 3-F H Me SCHF,
Et 3-Cl Me OCHF,
i-Pr 3-Cl 5-CN Me CF3
t-Bu - 3-Cl Me C,F5
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rR3 r4a R4b RS2 R
propargyl 3-Cl H Me CHFs
cyclopropyl 3-Cl H Et CF4
i-Pr 3-Cl H n-Pr CF;
t-Bu 3-Cl 5-Br i-Pr CFy
Me 3-Cl Cl CF3
Et 3-Br H F CF3
i-Pr 3-Cl d Me SMe
t-Bu 3-Cl 5-Ct Me OMe
Me 3-Cl H Me OEt
Et 3-Cl H Me n-C3F7
i-Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl H Me. SCF,CHF,
i-Pr 3-Br H Me SOy Me
-Bu 3-Cl 5-Cl Me S0,CFy
Me 3-Cl CF3 CF3
Et 3-CN H CFj Me
i-Pr 3-Cl H OMe CF;
t-Bu 3-Cl H H CFy
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H CoFs
i-Pr 3-Cl H H CoFs
+-Bu 3l H H OCF;
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCF,CHF;
i-Pr 3-Cl 5-Cl H n-C3Fq
t-'Bu 3-Cl H H i-C3F9
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H H SCF;
t-Bu 3-Cl 5-Br Ph CFsy
cyclopropyl 3-Cl H Ph Cl
Et 3-Cl H Ph ' Br
i-Pr 3-Br H 2-pyridyl CF,
t-Bu 3-Cl H 2-pyridyl Cl
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R3 R4a R4b RO RSP
Me 3-Cl 2-CIPh CFy
Et 3-Cl 5-Cl 2-ClPh OCF3
i-Pr 3-Cl 2-CIPh Br
-Bu 3-1 2-CIPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF,
propargyl 3-Ci H 2-BrPh CFy
i-Pr 3:Cl H 2-MePh CF3
-Bu 3-Cl 5-CN 2-CNPh CFs3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FoPh CF3
i-Pr 3-Cl 5-Br 2,4-FoPh CFy
-Bu 3-F H 2,5-FyPh CF3
Me 3-Cl 51 2-MeOPh CFy
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridyl OCF3
t-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-Cl H 3-F-2-pyridyl CF3
+-Bu 3-Br H 3-CF3-2-pyridyl CF3
Me 3-Cl H 3-Me-2-pyridyl CFy
Et 3-Cl H 2-Br-2-pyridyl CFy
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF3
-Bu 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl Ct
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF4
i-Pr 6-Cl H H OCF3
-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl H Me - Cl
i-Pr 6-F 4-Br Et Cl
-Bu 6-Cl H Me [
propargy! 6-Cl H Me CF3
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF3
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rR3 r4a r4b R3a r3b
t-Bu 6-Cl Me SCF3
Me 6-Cl Me SCHF,
Lt 6-Cl Me OCHEF;
i-Pr 6-1 4-CN Me CFy
-Bu 6-Cl Me CyFs

propargyl 6-Cl Me CyFs
cyclopropyl 6-Cl Et CF;
i-Pr 6-Cl n-Pr CFy
(-Bu 6-Cl 4-Br i-Pr CF3
Me 6-Cl cl CFy
Et 6-F F CF3
i-Pr 6-Cl Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl Me OEt
Et 6-1 Me n-C3F7
i-Pr 6-Cl Me i-C3F7
t-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF,
Et 6-Cl Me SCF,CHF,
i-Pr 6-Cl Me SO Me
+-Bu - 6-Cl 4-Cl Me SC,CF5
Me 6-Cl CF3 CFy
Et 6-Cl CF3 Me
i-Pr 6-Cl OMe CF3
t-Bu 6-Br H CFy
cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H CyFs
1‘-,Pr 6-Cl H H CyFs
(-Bu 6-F 4-Me H OCF3
Me 6-Cl H H OCF,CHF;
Et 6-Cl H H SCF,CHF,
i-Pr 6-CN 4-Cl H n-C3Fq
t-Bu 6-Cl H H i-C3Fq
propargy! 6-Cl H H . Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF3
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R3 Réa R4b RSa R5H
-Bu 6-Cl 4-Br Ph CF3

cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CFy
t-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-ClPh CEy
Et 6-Br 4-Cl 2-CIPh OCFj
i-Pr 6-Ct H 2-CIPh Br
-Bu 6-Cl H 2-CIPh cl
Me 6-Cl H 2-CiPh SCHE 5
propargyl 6-Ci H 2-BrPh CF3
i-Pr 6-Br H 2-MePh CE3
-Bu 6-Cl 4-CN 2-CNPh CF3
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-F,Ph CFy
i-Pr 6-Cl 4-Br 2,4-F7Ph CF3
#-Bu 6-CN H 2,6-F7Ph CF3
Me 6-Cl 4-] 2-MeOPh CF3
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
t-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargyl 6-Cl H 3-Cl-2-pyridyl Ct
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Cl H 3-F-2-pyridyl CF3
-Bu 6-Cl H 3-CF3-2-pyridyl CF3
Me 6-Cl H- 3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CFy
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF3
t-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl ol
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Table |
Rvb
e
6] i _N
R4a NH Rva
4
5
R4b NH
A
R3 Rr4a R4b RVva RVD
Me 3-Me H H CF,
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF;
t-Bu 3-Me 5-C1 Me Br
Me 3-Me H Et Br
Et 3-Me H Me Ci
i-Pr 3-Me 5-Br Et Cl
t-Bu 3-Me H Me 1
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me CF,
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
- i-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CyFs
propargyl 3-Me H Me CyFs
cyclopropyl 3-Me H Et CFy
i-Pr 3-Me H n-Pr CFy
t-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H Cl CF3
Et 3-Me H F Cr;
i-Pr 3-Me H Me SMe
+-Bu 3-Me 5-Cl Me OMe
Me 3-Me H | Me OEt
Et 3-Me H Me n-C3F7
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R3 rda r4b Rva Rvb
i-Pr 3-Me H Me i-CyF7
t-Bu 3-Me S-F Me Et

propargyl 3-Me H Me OCF,CHF,
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me H Me SOoMe
+-Bu 3-Me 5-Cl Me S0,CF3
e 3-Me CF4 CFq
Et 3-Me CF3 Me
i-Pr 3-Me OMe CF3
t-Bu 3-Me H CFs
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H CyFs
i-Pr 3-Me 5-Me H CyFs
-Bu 3-Me B H OCF3
Me 3-Me H H OCF,CHF,
Et 3-Me H SCF,CHF;
i-Pr 3-Me 5-Cl H n-CyF4
1-Bu 3-Me H H i-C3F+
propargyl 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H B SCF3
t-Bu 3-Me 5-Br Ph CF3
cyclopropyl 3-Me H Ph Cl
- Et 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF3
+-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-ClPh CF3
?t 3-Me 5-Cl 2-CIPh OCF3
i-Pr 3-Me H 2-CiPh Br
-Bu 3-Me H 2-Clph Cl
Me 3-Me H 2-ClPh SCHF»
propargyl 3-Me H 2-BrPh CF,
i-Pr 3-Me 5-CN 2-MePh CF3
t-Bu 3-Me H 2-CNPh CFs
Me 3-Me H 2-FPh CF3
Et 3-Me H 2,6-F9Ph CFy
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R3 R4a R40 RVa rvb
i-Pr 3-Me 5-Br 1,4-F,Ph CFq
t-Bu 3-Me H 2,5-FoPh CFq
Me 3-Me 51 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyl CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
+-Bu 3-Me H 3-Cl-2-pyridyl Br

propargyl 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br 3-Cl-2-pyridyl SCHF;
i-Pr 3-Me H 3-F-2-pyridyl CFy
t-Bu 3-Me H 3-CF5-2-pyridyl CF;
Me 3-Me H 3-Me-2-pyridyl CFy
Et 3-Me H 3-Br-2-pyridyl CF3
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCF4
t-Bu 3-Me 3-Br-2-pyridyl Br
i-Pr 3-Me 3-Br-2-pyridyl Ci
Me 6-Me H CF;
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
t-Bu 6-Me Ci Me Br
Me 6-Me Et Br
Et 6-Me Me Cl
i-Pr 6-Me 4-Br Et Cl
-Bu 6-Me Me I
propargyl 6-Me Me CF3
cyclopropyl 6-Me Me OCF3y
i-Pr 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCF3
I:/Ie 6-Me H Me SCHF,
Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
-Bu 6-Me H Me CyFs5
propargyl 6-Me H Me CyFs
cyclopropyl 6-Me H Et CF,
i-Pr 6-Me n-Pr CF3
t-Bu 6-Me 4-Br i-Pr CFy
Me 6-Me H Cl CF3
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R3 r4a R4b Rva rvb
Et 6-Me H F CFs
i-Pr 6-Me H Me SMe
t-Bu 6-Me 4-Cl Me OMe
Me 6-Me H Me OEt
Et 6-Me H Me n-CsF4
i-Pr 6-Me H Me i-C3F7
-Bu 6-Me 4-F Me Et
propargyl 6-Me H Me QCF,CHF,
Et 6-Me H Me SCF,CHF,
i-Pr 6-Me H Me SO;Me
-Bu 6-Me 4-Cl Me S0,CFj3
Me 6-Me H CF4 CF3
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF;
-Bu 6-Me H H CF;
cyclopropyl 6-Me 4-Br H OCHF,
Et 6-Me H H CoFs
i-Pr 6-Me H H CoFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF,
Et 6-Me H H SCF,CHF;
i-Pr 6-Me 4-Cl H n-C3F4
t-Bu 6-Me H H i-C3F+
pr.opargyl 6-Me H H Br
Et 6-Me H H Cl
i-Pr 6-Me H H SCF,
t-Bu 6-Me 4-Br Ph CFy
cycloeropyl 6-Me H Ph Cl
Et 6-Me H Ph Br
i-Pr 6-Me H 2-pyridyl CF3
t-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-ClPh CF3
Et 6-Me 4-Cl 2-ClPh OCF3
i-Pr 6-Me H 2-ClPh Br
t-Bu 6-Me 4-CN 2-ClPh cl
Me 6-Me H 2-CiPh SCHF,
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R3 r4a r4b RVa rvb
propargyl 6-Me H 2-BrPh CFy
i-Pr 6-Me H 2-MePh CFy
t-Bu 6-Me H 2-CNPh CF3
Me 6-Me H 2-FPh CF,
Et 6-Me H 2,6-FoPh CF3
-Pr 6-Me 4-Br 2,4-FoPh CF3
-Bu 6-Me H 2,6-F7Ph CF3
Me 6-Me 4-1 2-MeOPh CFy
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF4
-Bu 6-Me H 3-Ct-2-pynidyl Br
propargy! 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF;
i-Pr 6-Me 3-F-2-pyridyl CF;
-Bu 6-Me 3-CF3-2-pyridyl CFy
Me 6-Me 3-Me-2-pyridyl CF;y
Et 6-Me 3-Br-2-pyridyl CFq
i~Pr 6-Me 4-C} 3-Br-2-pyridyt OCF,
+-Bu 6-Me H 3-Br-2-pyridyl Br
~Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CFy
Et 3-Br 5-Me H OCF;
i-Pr 3-Cl H H OCF3
-Bu 3-Ct 5-Cl Me Br
Me 3-C1 H Et Br
Et 3-Cl Me Cl
i-Pr 3-Cl 5-Br Et Cl
t-,Bu 3-Cl H- Me I
propargyl 3-Cl H Me CF3
cyclopropyl 3.Cl H Me OCF3
i-Pr 3-Ct 5-Cl Me CF3
t-Bu 3.Cl H Me SCF3
Me 3-F H Me SCHF,
Et 3-Ct H Me OCHF,
iPr 3-Cl 5-CN Me CF;
-Bu 3-Cl H Me CoFs
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R3 R4a R4b RVa gvb
propargyl 3-Cl Me CyFs
cyclopropyi 3-Cl Et CF;
i-Pr 3-Cl n-Pr CF3
-Bu 3-Cl 5-Br i-Pr CFy
Me 3-Cl H Cl CF3y
Et 3-Br F CF3
i-Pr 3-Cl Me SMe
-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl Me OEt
Et 3-Cl Me n-C3F5
i-Pr 3-Cl Me i-C3F7
-Bu 3-Cl 5-F Me Et
propargyl 3-Cl Me OCF,CHF,
Et 3-Cl Me SCF,CHF,
i-Pr 3-Br Me SO9Me
-Bu 3-Cl 5-Cl Me SO,CF3
Me 3-Cl CF3 CF3
Et 3-CN H CF3 Me
i-Pr 3-C1 H OMe CF3
t-Bu 3-Cl H H CF3
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H CqF5
i-Pr 3-Cl H H CyFs
--Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCF,CHF,
i-Pr 3-C! 5-Cl H n-C3F7
r-}3u 3-Cl H H i-C3Fq
propargyl 3-Ct H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H H SCF3
t-Bu 3-Cl 5-Br Ph CF;
cyclopropy! 3-Cl H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridy! CF3
-Bu 3-Cl H 2-pyridyl Ci
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r3 rAa R4 Rva rRvb
Me 3-Cl H 2-CIPh CF3
Et 3-Cl 5-Cl 2-CIPh OCF;
i-Pr 3-Cl H 2-ClPh Br
t-Bu 3-1 H 2-ClPh Cl
Me 3-Cl 5-Me 2-CIPh SCHF;

propargyl 3-C1 H 2-BrPh CF3
1-Pr 3-Cl H 2-MePh CFy
t-Bu 3-Cl 5-CN 2-CNPh CF3
Me 3-Cl H 2-FPh CF3
Et 3-Cl H 2,6-FPh CF3
i-Pr 3-Cl 5-Br 2,4-FPh CF3
t-Bu 3-F H 2,6-FyPh CF3
Me 3-Cl 5-1 2-MeQPh CF,
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridy! OCF;
-Bu 3-C1 H 3-Cl-2-pyridy! Br
propargyl 3-Cl 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF,
i-Pr 3-C1 3-F-2-pyridyl CF4
t-Bu 3-Br H 3-CF3-2-pyridyl CF;
Me 3-Cl H 3-Me-2-pyridyl CFq
Et 3-Ct H 3-Br-2-pyridy! CFs
~Pr 3-C1 5-Cl 3-Br-2-pyridyl OCF;
.t-Bu 3-Ci H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridy! Ct
Me 6-Cl H H CF3
Et 6-Br 4-Me H OCF3
i-Pr 6-Cl H H OCF3
-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl Me Cl
i-Pr 6-F 4-Br Et Cl
t-Bu 6-Cl Me I
propargyl 6-Cl H Me CF;
cyclopropyl 6-Cl H Me OCF3
i-Pr 6-Cl 4-Cl Me CF4
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R3 r4a r4b Rva Rvb
t-Bu 6-Cl H Me SCF3
Me 6-Cl H.. Me SCHF,
Et 6-Cl H | Me OCHF,
i-Pr 6-1 4-CN Me CF3
t-Bu 6-Cl Me CyFs

propargyl 6-Cl Me CyFs
cyclopropyl 6-Cl Et CF;
i-Pr 6-Cl n-Pr CFq
-Bu 6-Cl 4-Br i-Pr CF5
Me 6-Cl Cl CF3
Et 6-F H F CF3
i-Pt 6-Cl Me SMe
t-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl " Me OEt
Et 6-1 Me n-C3F7
i-Pr 6-Cl Me i-CyF7
t-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF,
Et 6-Cl H Me SCF,CHF,
i-Pr 6-Cl Me SO;Me
-Bu 6-Cl 4-Cl Me SO,CF3
Me 6-Cl CF3 CF3
Et 6-Cl CF; Me
i=Pr 6-Cl OMe CF;
t-Bu 6-Br H CF4
cyclopropyl 6-Cl 4-Br H OCHF,
Et 6-Cl H H CyFs
i-Pr 6-Cl H H CyF5
I-B:l 6-F 4-Me H OCF3
Me 6-Cl H H OCF,CHF,
Et 6-Cl H H SCF,CHF,
i-Pr 6-CN 4-Cl H n-CyF
-Bu 6-Cl H H i-C3F7
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF3

156



02818247. 2 v B P 2E153/245T
R3 pda R4b gva Rvb
t-Bu 6-Cl 4-Br Ph CFy

cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CFq
t-Bu 6-Cl H 2-pyndyl Cl
Me 6-Cl H 2-ClPh CF3
Et 6-Br  4-Cl 2-CIPh OCF3
i-Pr 6-Cl H 2-CPh Br
t-Bu 6-Cl H 2-CIPh cl
Me 6-C H 2-CIPh . SCHF,
propargy! 6-Cl H 2-§rPh CF3
i-Pr 6-Br H 2-MePh CF,
t-Bu 6-Cl 4-CN 2-CNPh CFy
Me 6-Cl H 2-FPh CFq
Et 6-Cl H 2,6-FPh CF3
i-Pr 6-Cl 4-Br 2,4-FyPh CF3
-Bu 6-CN H 2,6-FoPh CF3
Me 6-C! 4-1 2-MeOPh CFy
Et 6-Cl H 3-Cl-2-pyridyl CFy
i-Pr 6-Br H 3-Cl-2-pyridy! OCF
-Bu 6-Cl H 3-Cl-2-pyridyl Br
propargy! 6-Cl H 3-Cl-2-pyridyl Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Cl H 3-F-2-pyridyl CFy
-Bu 6-Cl H 3-CF3-2-pyridyl CF3
Me 6-Cl H 3-Me-2-pyridyl CF3
Et 6-Cl H 3-Br-2-pyridyl CF4
i-Pr 6-Cl 4-Cl 3-Br-2-pyridyl OCF;3
t-Bu 6-Cl H 3-Br-2-pyridyl Br
i-Pr 6-Cl H 3-Br-2-pyridyl Ct
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Table 12
RSb
e
@] ; __N
R4a NH R3a
4
S
Rdb II\IH
0415[\ R3
O
R3 R4a R4b RSa RSD
Me 3-Me H H CF;
Et 3-Me 5-Me H OCF;
i-Pr 3-Me H H OCF;,
-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyl 3-Me H Me OCF;
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF;
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
-Bu 3-Me H Me C,Fs
propargyl 3-Me H Me CyFs
cyclopropyl 3-Me H Et CF;
i-Pp 3-Me H n-Pr CF;
t-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H Cl CFj
Et 3-Me H F CF3
i-Pr 3-Me H Me SMe
t-Bu 3-Me 5-Cl Me OMe
Me 3-Me H Me OEt
Et 3-Me H Me n-C3F4
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Rr3 réa R4b RS2 rSb
i-Pr 3-Me H Me i-C3F7
t-Bu 3-Me 5-F Me Et

propargy| 3-Me H Me OCF,CHF,
Et 3-Me H Me SCF,CHF,
i-Pr 3-Me Me SOoMe
-Bu 3-Me 5-Cl Me SO,CF3
Me 3-Me CF; CF3
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CFg
t-Bu 3-Me H CFy
cyclopropyl 3-Me 5-Br H OCHF,
Et 3-Me H H CyFs
i-Pr 3-Me 5-(\/,18 H CyFs
-Bu 3-Me H H OCF3
Me 3-Me H H OCF,CHF,
Et 3-Me H H SCF,CHF,
i-Pr 3-Me 5-Cl H n-C3Fq
t-Bu 3-Me H H i-C3F7
propargyl 3-Me H H Br
Et 3-Me H H Cl
i-Pr 3-Me H H SCFy
t-Bu 3-Me 5-Br Ph CF;
cyclopropyl 3-Me H Ph Cl
:-EI 3-Me H Ph Br
i-Pr 3-Me H 2-pyridyl CF;
t-Bu 3-Me H 2-pyridyl Cl
Me 3-Me H 2-CIPh CFy
Ef 3-Me 5-Cl 2-ClPh OCF;
i-Pr 3-Me H 2-ClPh Br
-Bu 3-Me H 2-CIPh ct
Me 3-Me H 2-ClPh SCHF,
propargyl 3-Me H . 2-BrPh CF;
i-Pr 3-Me 5-CN 2-MePh CF,
-Bu 3-Me H 2-CNPh CFy
Me 3-Me H 2-FPh CF;
Et 3-Me H 2,6-F,Ph CF,
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R3 R4a R4b RS2 RSb
i-Pr 3-Me 5-Br 2,4-F,Ph CFy
-Bu 3-Me H 2,6-FoPh CF3
Me 3-Me 5-1 2-MeOPh CF3
Et 3-Me H 3-Cl-2-pyridyl CF3
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl OCF3
t-Bu 3-Me H 3-Cl-2-pyridyl Br

propargyl 3-Me H 3-Cl-2-pyridyl Cl
Et 3-Me 5-Br 3-Cl-2-pyridy! SCHF,
i-Pr 3-Me H 3-F-2-pyridyl CF3
-Bu 3-Me H 3-CF3-2-pyridyl CF3
Me 3-Me H 3-Me-2-pyridyl CFy
Et 3-Me H 3-Br-2-pyndyl CFy
i-Pr 3-Me 5-Cl 3-Br-2-pyridyl OCFy
t-Bu 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me H 3-Br-2-pyridyl Cl
Me 6-Me H H CF3
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF;
t-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me H Me Ct
i-Pr 6-Me 4-Br Et Cl
t-Bu 6-Me Me [
pxropargyl 6-Me H Me CF3
cyclopropyl 6-Me H Me OCF3y
i-Pr 6-Me 4-C] Me CF3
t-Bu 6-Me H Me SCF3
l:{e 6-Me H Me SCHF,
Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
-Bu 6-Me H Me CyFs5
propargyl 6-Me H Me CyFs
cyclopropyl 6-Me H Et CFj3
i-Pr 6-Me H n-Pr CF3
t-Bu 6-Me 4-Br i-Pr CF3
Me 6-Me H Cl CF4
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R3 r4a R4b RSa rSbH

Et 6-Me H F CF3
i-Pr 6-Me H Me SMe
t-Bu 6-Me 4-Ci Me OMe

Me 6-Me Me OEt

Et 6-Me Me n-CyF7
i-Pr 6-Me Me -C3F7
-Bu 6-Me 4-F Me Et

propargyl 6-Me H Me OCF,CHF,

Et 6-Me H Me SCF,CHF,
i-Pr 6-Me H Me SO, Me
t-Bu 6-Me 4-Cl Me S0,CF3
Me 6-Me H CF; CF;

Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CF;
t-Bu 6-Me H H CFy

cyclopropyl 6-Me 4-Br H OCHF,

Et 6-Me H H CyF5
i-Pr 6-Me H H CyFs
t-Bu 6-Me 4-Me H OCF3
Me 6-Me H H OCF,CHF,

Et 6-Me H H SCF,CHF5
i-Pr 6-Me 4-Cl H n-C3F7
-Bu 6-Me H H i-C3Fq

pr:opargyl 6-Me H H Br

Et 6-Me H H cl
i-Pr 6-Me H H SCF3
-Bu 6-Me 4-Br Ph CF;

cyclo;l)ropyl 6-Me H Ph Cl

Et 6-Me H Ph Br
~Pr 6-Me H 2-pyridyl CFy
t-Bu 6-Me H 2-pyridyl Cl
Me 6-Me H 2-CIPh CF;

Et 6-Me 4-Cl 2-ClPh OCF3
i-Pr 6-Me H 2-CIPh Br
t-Bu 6-Me 4-CN 2-CIPh cl
Me 6-Me H 2-CIPh SCHF»
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rR3 r4a r4b RS2 RSb
propargyt 6-Me H 2-BrPh CFy
i-Pr 6-Me H 2-MePh CFy
t-Bu 6-Me H 2-CNPh CF
Me 6-Me H 2-FPh CF,
Et 6-Me H 2,6-F,Ph CF3
i-Pr 6-Me 4-Br 2,4-F>Ph CF3
t-Bu 6-Me H 2,6-F,Ph CF3
Me - 6-Me 4- 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CF3
i-Pr 6-Me H 3-Cl-2-pyridyl OCF3
-Bu 6-Me H 3-Cl-2-pyridyl Br
propargy!l 6-Me H 3-Cl-2-pyridyl Cl
Et 6-Me 4-Br 3-Cl-2-pyridyl SCHF,
i-Pr 6-Me H 3-F-2-pyridyl CF;
t-Bu 6-Me H 3-CF3-2-pyridyl CFy
Me 6-Me H 3-Me-2-pyridyl CF;
Et 6-Me H 3-Br-2-pyridyl CF5
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl OCF;
-Bu 6-Me H 3-Br-2-pyridyl Br
i-Pr 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H H CF3
Et 3-Br 5-Me H OCF3
i-Pr 3-Cl H H OCF3
:l-Bu 3-Cl 5-Cl Me Br
Me 3-Cl H Et Br
Et 3-Cl H Me Cl
i-Pr 3-Cl 5-Br Et Cl
t-?u 3-Cl H Me I
propargyl 3-Cl H Me CF3
cyclopropyl 3-Cl H Me OCFy
i-Pr 3-Cl 5-Cl Me CFy
t-Bu 3-Cl H Me SCF3
Me 3-F H Me SCHF,
Et 3-Cl H Me OCHF
i-Pr 3-Cl 5-CN Me CFy
t-Bu 3-Ct H Me CqFs
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R3 r4a r4b RS2 R5b
propargyl 3-Cl H Me CyFs
cyclopropyl 3-Cl H Et Ch,y
i-Pr 3-Cl H n-Pr CF3
-Bu 3-Cl 5-Br i-Pr CF3
Me 3-Cl H Cl CF3
Et 3-Br F CF;
i-Pr 3-Cl Me SMe
t-Bu 3-Cl 5-Cl Me OMe
Me 3-Cl Me OEt
Et 3-Cl Me n-C3F7
i-Pr 3-Cl H Me -CyF7
t-Bu 3-Cl 5-F Me Et
propargyl 3-Cl H Me OCF,CHF,
Et 3-Cl H Me SCF,CHF,
i-Pr 3-Br Me SOoMe
t-Bu 3-Cl 5-Cl Me S0yCF3
Me 3-Cl CF; CF3
Et 3-CN H CF3 Me
i-Pr 3-Cl H OMe CF;
t-Bu 3-Cl H H CF;
cyclopropyl 3-Cl 5-Br H OCHF,
Et 3-Cl H H CoFs
i-Pr 3-Cl H H CoFs
+Bu 3-Cl H H OCF3
Me 3-F H H OCF,CHF,
Et 3-Cl H H SCF,CHF
i-Pr 3-Cl 5-Cl H n-C3F7
t-IBu 3-Cl H H i-C3F7
propargyl 3-Cl H H Br
Et 3-Cl H H Cl
i-Pr 3-Cl H H SCF;
t-Bu 3-Ci 5-Br Ph CFy
cyclopropyt 3-C1 H Ph Cl
Et 3-Cl H Ph Br
i-Pr 3-Br H 2-pyridyl CF3
t-Bu 3-Cl H 2-pynidyl Cl
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R3 R4a R4b RSa r3b
Me 3-Cl H 2-CIPh CF,
Et 3-Cl 5-Cl 2-ClPh OCF5
i-Pr 3-Cl H 2-ClPh Br
t-Bu 3-I H 2-ClPh Cl
Me 3-Cl 5-Me 2-ClPh SCHF,

propargyl 3-Cl H 2-BrPh CF3
i-Pr 3-C! H 2-MePh CFy
-Bu 3-Cl 5-CN 2-CNPh CFy
Me 3-Cl H 2-FPh CFy
Et 3-Cl H 2,6-F7Ph CFy
i-Pr 3-Cl 5-Br 2,4-F7Ph CF3
-Bu 3-F H 2,6-F,Ph CF3
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-Cl H 3-Cl-2-pyridyl CF3
i-Pr 3-CN H 3-Cl-2-pyridyl OCF3
-Bu 3-Cl H 3-Cl-2-pyridyl Br
propargyl 3-Cl H 3-Cl-2-pyridyl Cl
Et 3-Cl 5-Br 3-Cl-2-pyridyl SCHF
i-Pr 3-Cl H 3-F-2-pyridyt CF3
t-Bu 3-Br H 3-CF3-2-pyridyl CFy
Me 3-Cl H 3-Me-2-pyridyl CF3
Et 3-Cl H 3-Br-2-pyridy! CF3
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl OCF4
‘ -Bu 3-Ct H 3-Br-2-pyndy! Br
iPr 3-Cl H 3-Br-2-pyridyl cl
Me 6-Cl H H CFy
Et 6-Br 4-Me H OCF3
i-,Pr 6-Cl H H OCF;
-Bu 6-Cl Cl Me Br
Me 6-Cl H Et Br
Et 6-Cl Me Cl
i-Pr 6-F 4-Br Et Cl
t-Bu 6-Cl Me 1
propargyl 6-Cl H Me CF5
cyclopropyt 6-Cl Me OCF3
i-Pr 6-Cl 4-Cl Me CF4
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R3 r4a Réb R3a rSb
t-Bu 6-Cl H Me SCF3
Me 6-Cl H Me SCHF,
Et 6-Cl Me OCHF,
i-Pr 6-1 4-CN Me CFj
-Bu 6-Cl Me CoFs

propargy! 6-Cl Me CqFs
cyclopropyl 6-Cl Et CFy
i-Pr 6-Cl H n-Pr CF;
-Bu 6-Cl 4-Br i-Pr CF;
Me 6-Cl H Ct CFy
Et 6-F F CF3
i-Pr 6-Cl Me SMe
-Bu 6-Cl 4-Cl Me OMe
Me 6-Cl Me OEt
Et 6-1 Me n-C3Fq
i-Pr 6-Cl Me i-C3F7
t-Bu 6-Cl 4-F Me Et
propargyl 6-Cl H Me OCF,CHF,
Et 6-Cl Me SCF9CHF
i-Pr 6-Cl Me SO;Me
-Bu 6-Cl 4-Cl Me $0,CF3
Me 6-Cl CF, CF;
Et 6-Cl H CEy Me
i-Pr 6-Cl CMe CF3
-Bu 6-Br H CFy
cyclopropyl 6-Cl 4-Br H OCHFy
Et 6-Cl H CoFs
i-lPr 6-Cl H H CyFs
t-Bu 6-F 4-Me H OCF3
Me 6-Cl H H OCF,CHF,
Et 6-Cl H H SCF,CHF7
i-Pr 6-CN 4-Cl H n-C3Fv
-Bu 6-Cl H H i-C3F7
propargyl 6-Cl H H Br
Et 6-Cl H H Cl
i-Pr 6-Cl H H SCF3
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R3 R4a R4b RS2 RSP
t-Bu 6-C! 4-Br Ph CF3

cyclopropyl 6-Cl H Ph Cl
Et 6-F H Ph Br
i-Pr 6-Cl H 2-pyridyl CF3
t-Bu 6-Cl H 2-pyridyl Cl
Me 6-Cl H 2-CIPh CF3
Et 6-Br 4-Cl 2-CiPh OCF3
i-Pr 6-Cl H 2-ClPh Br
-Bu 6-Cl H 2-CIPh Cl
Me 6-Cl H 2-ClPh SCHF,
propargyl 6-Cl H 2-BrPh CF3
i-Pr 6-Br H 2-MePh CF3
-Bu 6-Cl 4-CN 2-CNPh CF;
Me 6-Cl H 2-FPh CF3
Et 6-Cl H 2,6-FPh CFy
i-Pr 6-Cl 4-Br 2,4-F5Ph CFy -
t-Bu 6-CN H 2,6-FoPh CFy
Me 6-Cl 4-1 2-MeOPh CF3
Et 6-Cl H 3-Cl-2-pyridyl CF3
i-Pr 6-Br H 3-Cl-2-pyridyl OCF3
t-Bu. 6-Cl H 3-Cl-2-pyridyl Br

propargyl 6-Cl H 3-Cl-2-pyridyl! Cl
Et 6-Cl 4-Br 3-Cl-2-pyridyl SCHF,
-i-Pr 6-Cl H 3-F-2-pyridyl CF4
+Bu 6-Cl H 3-CF-2-pyridyl CFy
Me 6-Cl H 3-Me-2-pyridyl CFy
Et 6-Cl H 3-Br-2-pyridyl CF;3
i-Pr 6-Cl 4-Ci 3-Br-2-pyridyi OCFq
+-Bu 6-Cl H 3-Br-2-pyridy! Br
i-Pr 6-Cl H 3-Br-2-pyridyl Cl
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Table {3
RVD
\
N/N
3 }|{Va
r3 R4a R4b Rva RVb
Me 3-Me H CF;
Et 3-Me 5-Me OCF;
i-Pr 3-Me H OCF3
1-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
-Bu 3-Me H Me I
propargyl 3-Me H Me CF;
cyclopropyl 3-Me H Me OCF;
i-Pr 3-Me 5-Cl Me CFq
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i:-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CyF5
propargyl 3-Me H Me CyF5
cyclopropy! 3-Me H Et CF3
i-Pr 3-Me H n-Pr CF3
-Bu 3-Me 5-Br i-Pr CF3
Me 3-Me H i-Pr OCF3y
Et 3-Me H Me SMe
i-Pr 3-Me H Me OMe
-Bu 3-Me 5-Cl Me OEt
Me 3-Me H Me n-C3F~
Et 3-Me H Me i-C3F7
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R3 R42 R4b RV2 R
i-Pr 3-Me H Me Et
t-Bu 3-Me 5-F Me OCF,CHFy

propargy! 3-Me H Me SCF,CHFy
Et 3-Me Me SO, Me
i-Pr 3-Me Me SO,CF3
t-Bu 3-Me 5-Ct CHF, CFy
Me 3-Me CHF» Me
Et 3-Me H Ph CF3
i-Pr 3-Me H Ph Cl
-Bu 3-Me H Ph Br
cyclopropyl 3-Me 5-Br 2-pyridyl CF;
Et 3-Me H 2-pyridyl Cl
i-Pr 3-Me 5-Me 2-CIPh CFs
t-Bu 3-Me H 2-ClPh OCF;
Me 3-Me H 2-ClPh Br
Et 3-Me H 2-CIPh Cl
i-Pr 3-Me 5-Cl 2-CiPh SCHF,
t-Bu 3-Me H 2-BrPh CF;
propargyl 3-Me H 2-MePh CF3
Et 3-Me H 2-CNPh CF3
i-Pr 3-Me H 2-FPh CF,
1-Bu 3-Me 5-Br 2,6-FoPh CF3
cyclopropyl 3-Me H 2,4-FoPh CF4
Et 3-Me H 2,5-F,Ph CFy
-Pr 3-Me H 2-MeOPh CFy
-Bu 3-Me H 3-Cl-2-pyridyl CFy
Me 3-Me H 3-Cl-2-pyridyl OCF3
Et/ 3-Me 5-Cl 3-Cl-2-pynidy! Br
i-Pr 3-Me H 3-Cl-2-pyridyt Cl
-Bu 3-Me H 3-Cl-2-pyridyl SCHF,
Me 3-Me H 3-F-2-pyridyl CF3
propargyl 3-Me H 3-CF3-2-pyridyl CF;
i-Pr 3-Me 5-CN 3-Me-2-pyridyl CF;
-Bu 3-Me H 3-Br-2-pyridyl CF4
Me 3-Me H 3-Br-2-pyridyl OCF;
Et 3-Me H 3-Br-2-pyridyl Br
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R3 R42 R4D RV RV
i-Pr 3-Me 5-Br 3-Br-2-pyridyl Cl
Me 6-Me H H CF3
Et 6-Me 4-Me H OCFj
i-Pr 6-Me H H OCF;
(-Bu 6-Me cl Me Br
Me 6-Me Et Br
Et 6-Me Me Cl
i-Pr 6-Me 4-Br Et Cl
t-Bu 6-Me Me [

propargy! 6-Me Me CF4q
cyclopropyl 6-Me H Me OCF,
i-Pr 6-Me 4-Cl Me CF3
t-Bu 6-Me H Me SCF3
Me 6-Me H Me SCHF,
Et 6-Me Me OCHF,
i-Pr 6-Me 4-CN Me CF;
t-Bu 6-Me H Me CyFs
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CFy
i-Pr §-Me n-Pr CF3
+-Bu 6-Me 4-Br i-Pr CF3
Me 6-Me Me SMe
Et 6-Me H Me OMe
i-Pr 6-Me Me OEt
-Bu 6-Me 4-Cl Me n-C3F5
Me 6-Me H Me i-C3Fy
Et 6-Me H Me Et
-Pr 6-Me H Me OCF,CHFy
-Bu 6-Me 4-F Me SCF,CHF,
propargyl 6-Me H Me SOoMe
Et 6-Me H Me SO,CF3
i-Pr 6-Me CFy CFy
t-Bu 6-Me 4-Cl CFy Me
Me 6-Me Ph CF,
Et 6-Me H Ph Cl
i-Pr 6-Me H Ph Br
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R3 RAa R4D R3 RV
-Bu 6-Me H 2-pyndyl CF3

cyclopropyl 6-Me 4-Br 2-pyndyl Ct
Et 6-Me H 2-CIPh CF3
i-Pr 6-Me H 2-ClPh OCF3
~-Bu 6-Me 4-Me 2-ClPh Br
Me 6-Me H 2-CIPh Cl
Et 6-Me H 2-CIPh SCHF>
i-Pr 6-Me 4-Cl 2-BrPh CFy
t-Bu 6-Me H 2-MePh CF;3
propargyl 6-Me H 2-CNPh CF3
Et 6-Me H 2-FPh CFy
i-Pr 6-Me H 2,6—F2Ph CF3
-Bu 6-Me 4-Br 2,4-FoPh CF3
cyclopropyl 6-Me H 2,5-F,Ph CF;
Et 6-Me H 2-MeOPh CF3
i-Pr 6-Me H 3-Cl-2-pyridyl CF3
t-Bu 6-Me H 3-Cl-2-pyridyl OCF;
Me 6-Me H 3-Cl-2-pyridyl Br
Et 6-Me 4-Cl 3-Cl-2-pynidyl Cl
i-Pr 6-Me H 3-Cl-2-pyridyl SCHF,
t-Bu 6-Me 4-CN 3-F-2-pyridyl CFy
Me 6-Me H 3-CF3-2-pyndyl CFy
propargyl 6-Me H 3-Me-2-pyridyl CFs
i-Pr 6-Me H 3-Br-2-pynidyl CF,
r-éu 6-Me H 3-Br-2-pyridyl OCF3
Me 6-Me H 3-Br-2-pyridyl Br
Et 6-Me H 3-Br-2-pyridyl Cl
’
Me 3-Cl H Me Br
Et 3-Br 5-Me Et Br
i-Pr 3-Cl H Me Cl
t-Bu 3-Cl 5-Cl Et Cl
Me 3-Cl H Me I
Et 3-Cl H Me CF3
i-Pr 3-Cl 5-Br Me OCF3
t-Bu 3-C1 H Me CF3

170



02818247. 2 oy B EE167/2450
R3 rda R4b Rva Rvb
propargyl 3-C H Me SCF3
cyclopropyl 3-Cl H Me SCHF,
i-Pr 3-Cl 5-Cl Me OCHF,
-Bu 3-Cl H Me CFy
Me 3-F H Me CoFs
Et 3-Cl H Me CoFs
i-Pr 3-Cl 5-CN Et CF;
t-Bu 3-Ci H n-Pr CF;
propargyl 3-Cl H i-Pr CF;
cyclopropyl 3-Cl H Me SMe
i-Pr 3-Cl H Me OMe
(-Bu 3-Cl 5-Br Me OEt
Me 3-Cl H Me n-CyF5
Et 3-Br H Me i-C3F~
i-Pr 3-Cl H Me Et
-Bu 3-Cl 5-Ci Me OCF,CHF,
Me 3-Cl H Me SCF,CHF,
Et 3-Cl H Me SO,Me
i-Pr 3-Cl H Me SO,CF3
-Bu 3-Cl S-F CFy CF,
propargyl 3-Ci H CF, Me
Et 3-Cl H Ph CF3
i-Pr 3-Br H Ph Cl
t-Bu 3-Cl 5-Cl Ph Br
Me 3-Cl H 2-pyridyt CFy
Et 3-CN H 2-pyridyl Cl
i-Pr 3-Cl H 2-ClPh Chy
t-Blu 3-Cl H 2-ClPh OCF5
cyclopropyl 3-Cl 5-Br 2-ClPh Br
Et 3-Cl H 2-CIPh ct
i-Pr 3-Cl H 2-ClPh OCF4
t-Bu 3-Cl H 2-BrPh CF
Me 3-F H 2-MePh CF3
Et 3-Cl H 2-CNPh CF3
i-Pr 3-Cl 5-Cl 2-FPh CF,
t-Bu 3-Cl H 2,6-FoPh CF4
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R3 Rda r4b Rva RVD
propargyl 3-Cl H 2,4-F7Ph CFq
Et 3-Cl H 2,5-F9Ph CFy
i-Pr 3-Cl H 2-MeOPh CFy
t-Bu 3-Cl 5-Br 3-Cl-2-pyridyl CF3
cyclopropyl 3-Cl H 3-Cl-2-pyridyl OCF;
Et 3-Cl 3-Cl-2-pyridyl Br
i-Pr 3-Br 3-Cl-2-pyridyl cl
t-Bu 3-Cl H 3-Cl-2-pyridyl SCHF,
Me 3-Cl 3-F-2-pynidyl CF3
Et 3-Cl 5-Cl 3-CF3-2-pyridyl CF4
i-Pr 3-Cl H 3-Me-2-pyridyl CF3
t-Bu 3-1 H 3-Br-2-pyridyl CF3
Me 3-Cl 5-Me 3-Br-2-pyridyl OCF;
propargyl 3-Cl H 3-Br-2-pynidyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H Et Br
Et 6-Br 4-Me Me Cl
i-Pr 6-Cl H Et Cl
t-Bu 6-Cl Cl Me I
Me 6-Cl H Me CF3
Et 6-Cl H Me OCF4
i-Pr 6-F 4-Br Me CFy
t-Bu 6-Cl H Me SCF;
propargyl 6-Cl H Me SCHF,
cyclépropyl 6-Cl H Me OCHF,
i-Pr 6-Cl 4-Cl Me CFsy
-Bu 6-Cl H Me CoFs
Me 6-Ct H Me CoF5
Et 6-Cl H Et CF3
i-Pr 6-1 4-CN n-Pr CF3
+-Bu 6-Cl H i-Pr CF3
propargyl 6-Cl H Me SMe
cyclopropyl 6-Cl H Me OMe
i-Pr 6-Cl H Me OEt
t-Bu 6-Cl 4-Br Me n-C3F7
Me 6-Cl H Me i-C3Fy
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R3 péa r4b RVva rvb
Et 6-F H Me Et
I-Pr 6-Cl H Me OCF,CHF,
-Bu 6-Cl 4-Cl Me SCF,CHF9
Me 6-Cl Me SOyMe
Et 6-I H Me SO,CF3
i-Pr 6-Cl H CFy CFy
-Bu 6-Cl 4-F CFy Me
propargyl 6-Cl H Ph CF,
Et 6-Cl Ph Cl
i-Pr 6-Cl Ph Br
-Bu 6-Cl 4-Cl 2-pyridy!l CF4
Me 6-Cl 2-pynidyl Cl
Et 6-Cl H 2-ClPh CF;
i-Pr 6-Cl H 2-CIPh OCF3
1-Bu 6-Br 2-ClPh Br
cyclopropyl 6-Cl 4-Br 2-CIPh Cl
Et 6-Cl 2-ClPh SCHF,
i-Pr 6-Cl H 2-BrPh CF3
t-Bu 6-F 4-Me 2-MePh CF3
Me 6-Cl H 2-CNPh CFy
Et 6-Cl H 2-FPh CF3
i-Pr 6-CN 4-Cl 2,6-FoPh CF3
-Bu 6-Cl 2,4-F,Ph CF3
prqpargyl 6-Cl H 2,5-F»Ph CF;
Bt 6-Cl H 2-MeOPh CF4
i-Pr 6-Cl H 3-Cl-2-pyridyl CFq
t-Bu 6-Cl 4-Br 3-Cl-2-pyridyl OCF,
cyclopr,opyl 6-Cl H 3-Cl-2-pyridyl Br
Et 6-F H 3-Cl-2-pyridyl Ct
i-Pr 6-Cl H 3-Cl-2-pyridyl SCHF,
(-Bu 6-Cl H 3-F-2-pyridyl CFy
Me 6-Cl H 3-CF3-2-pyridy! CF3
Et 6-Br 4-Cl 3-Me-2-pyridyl CFy
-Pr 6-Cl H 3-Br-2-pyridyl CF3
-Bu 6-Cl H 3-Br-2-pyridyl OCF4
Me 6-Cl H 3-Br-2-pyridyl Br
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R3 Réa r4b Rva rvb
propargyl 6-Cl H 3-Br-2-pyridy! cl
Table 14
Rvb
/ )N
i N
Rda 3 ;l(va
4 O
5
RAb NH
6 |
O&ﬁ\}ﬁ
0
R3 R4a R4b Rva rvD
Me 3-Me H H CFy
Et 3-Me 5-Me H OCF;
i-Pr 3-Me H OCF3y
-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
-Bu 3-Me H Me I
propargyl 3-Me H Me CFs
cyclopropyl 3-Me H Me OCFq
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CFy
t-Bu 3-Me H Me CyFs
propargyl 3-Me H Me C;Fs
cyclopropyl 3-Me H Et CF;
i-Pr 3-Me H n-Pr CFy
t-Bu 3-Me 5-Br i-Pt CF3
Me 3-Me H i-Pr OCF3
Et 3-Me H Me SMe
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rR3 rda
i-Pr 3-Me
t-Bu 3-Me
Me 3-Me

Et 3-Me
i-Pr 3-Me
-Bu 3-Me
propargyl 3-Me
Et 3-Me
i-Pr 3-Me
-Bu 3-Me
Me 3-Me

Et 3-Me
i-Pr 3-Me
t-Bu 3-Me
cyclopropyl 3-Me
Et 3-Me
i-Pr 3-Me
t-Bu 3-Me
Me 3-Me

Et 3-Me
i-Pr 3-Me
-Bu 3-Me
propargyl 3-Me
Et 3-Me
i;Pr 3-Me
-Bu 3-Me
cyclopropyl 3-Me
Et' 3-Me
i-Pr 3-Me
-Bu 3-Me
Me 3-Me

Et 3-Me
i-Pr 3-Me
t-Bu 3-Me
Me 3-Me
propargyl 3-Me

B
rdb Rva rVvb
H Me OMe
5-Cl Me OEt
H Me n-C3F7
H Me i-CyF7
H Me Et
5-F Me OCF,CHF,
H Me SCF,CHF,
Me SO,Me
Me SO,CF3
5-Cl CHF; CF3
CHF, Me
Ph CF3
H Ph Ct
Ph Br
5-Br 2-pyridyl CF3
2-pyridyl Cl
5-Me 2-CIPh CF3
H 2-ClPh OCF;
H 2-ClPh Br
2-CIPh Ci
5-Cl 2-ClPh SCHF,
2-BrPh CF4
H 2-MePh CFy
H 2-CNPh CFy
H 2-FPh CF3
5-Br 2,6-FoPh CF;
H 2,4-FoPh CFy
H 2,5-FoPh CF;
H 2-MeOPh CFy
H 3-Cl-2-pyridyl CF3
H 3-Cl-2-pyridyl OCF3
5-Cl 3-Cl-2-pyridy! Br
H 3-Cl-2-pyridyl Cl
H 3-Cl-2-pyridyl SCHF,
H 3-F-2-pyridyl CF3
H 3-CF3-2-pyridyl CFs

175



02818247. 2

B

B 5172/245T

R3 r4a R4b Rva RYb
i-Pr 3-Me 5-CN 3-Me-2-pyridyl CF3
-Bu 3-Me H 3-Br-2-pyridyl CFy
Me 3-Me H 3-Br-2-pyridyl OCF3

Et 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me 5-Br 3-Er—2-pyridyl Cl
Me 6-Me H H CF3

Et 6-Me 4-Me H OCF;
i-Pr 6-Me H H OCF3
t-Bu 6-Me Cl Me Br
Me 6-Me Et Br

Et 6-Me H Me Cl
i-Pr 6-Me 4-Br Et Ct
+-Bu 6-Me Me I

propargyl 6-Me H Me CFy
cyclopropyl 6-Me Me OCF3
i-Pr 6-Me 4-Cl Me CF3
-Bu 6-Me H Me SCF3

Me 6-Me H Me SCHF,

Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
+-Bu 6-Me H Me CyFs

propargyl 6-Me H Me CyFs
cyclopropyl 6-Me H Et CFy
{'—Pr 6-Me H n-Pr CF3
-Bu 6-Me 4-Br i-Pr CF4
Me 6-Me H Me SMe

Et 6-Me H Me OMe
z‘—P'r 6-Me H Me OEt
t-Bu 6-Me 4-Cl Me n-C1¥4
Me 6-Me H Me i-C3F7

Et 6-Me H Me Et
i-Pr 6-Me H Me OCF,CHF;
t-Bu 6-Me 4-F Me SCF,CHF,

propargyl 6-Me H Me SO)Me

Et 6-Me H Me SO,CF3
i-Pr 6-Me H CFy CF,
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R3 R42 R4D RV RV
t-Bu 6-Me 4-Cl CF3 Me
Me 6-Me H Ph CFy
Et 6-Me H Ph Cl
i-Pr 6-Me H Ph Br
-Bu 6-Me H 2-pyridyl CF,

cyclopropyt 6-Me 4-Br 2-pyrnidyl Cl
Et 6-Me H 2-ClPh CF3
i-Pr 6-Me H 2-ClPh OCF3
-Bu 6-Me 4-Me 2-ClPh Br
Me 6-Me H 2-CIPh Cl
Et 6-Me H 2-ClPh SCHF,
i-Pr 6-Me 4-Cl 2-BrPh CF,
t-Bu 6-Me H 2-McPh CF3
propargyl 6-Me H 2-CNPh CF;
Et 6-Me H 2-FPh CF3
i-Pr 6-Me H 2,6-F»Ph CF3
-Bu 6-Me 4-Br 2,4-FoPh CF3
cyclopropyl 6-Me H 2,5-FoPh CF;
Et 6-Me H 2-MeOPh CF3
i-Pr 6-Me H 3-Cl-2-pyridyl CF3
t-Bu 6-Me H 3-Cl-2-pyridyl OCF;
Me 6-Me H 3-Cl-2-pyridy!l Br
Et 6-Me 4-Cl 3-Cl-2-pyridy! cl
i-Pr 6-Me H 3-Cl-2-pytidy! SCHF,
(-Bu 6-Me 4-CN 3-F-2-pyridyl CF4
Me 6-Me H 3-CF3-2-pyridyl CF3
propargyl 6-Me H 3-Me-2-pyridyl CF3
i-P; 6-Me H 3-Br-2-pyndyl CF3
-Bu 6-Me H 3-Br-2-pyridyl OCF;
Me 6-Me H 3-Br-2-pyridyl Br
Et 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H Me Br
Et 3-Br 5-Me Et Br
i-Pr 3-Cl H Me Ct
+-Bu 3-Cl 5-Cl Et Cl
Me 3-Cl H Me I
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R3 R4a R4b Rva RVb
Et 3-Cl H Me CFy
i-Pr 3-Cl 5-Br Me 0OCF3
-Bu 3-Cl H Me CF3

propargyl 3-Cl H Me SCF4y
cyclopropyl 3-Cl H Me SCHF,
i-Pr 3-Cl 5-Cl Me OCHF,
t-Bu 3-Cl H Me CF3
Me 3-F H Me CqFs
Et 3-Cl H Me CoFs
i-Pr 3-Cl 5-CN Et CF3
1-Bu 3-Cl H n-Pr CF;
propargyl 3-Cl H i-Pr CF;
cyclopropyl 3-Cl H Me SMe
i-Pr 3-Cl H Me OMe
-Bu 3-Cl 5-Br Me OEt
Me 3-Cl H Me n-C3F+
Et 3-Br H Me i-C5F7
i-Pr 3-Cl H Me Et
t-Bu 3-Cl 5-Cl Me OCF,CHF,
Me 3-Cl H Me SCF,CHF,
Et 3-Cl H Me SOoMe
i-Pr 3-C! H Me S0,CF3
-Bu 3-Cl 5-F CF3 CF3
prqpargyl 3-Ct H CF, Me
Et 3-Cl H Ph CFy
-Pr 3-Br H Ph Cl
+-Bu 3-Ct 5-Cl Ph Br
M’e 3-Cl H 2-pyridyl CF3
Et 3-CN H 2-pyridyl cl
i-Pr 3-Cl H 2-ClPh CFy
t-Bu 3-Cl H 2-ClPh OCF3
cyclopropyl 3-Cl 5-Br 2-ClPh Br
Et 3-CI H 2-ClPh Cl
i-Pr 3-Cl H- 2-ClPh OCFy
1-Bu 3-Q1 H 2-BrPh CFq
Me 3-F H 2-MePh CF4
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R3 R42 R4b Rv2 RVD
Et 3-Cl 2-CNPh CF3
i-Pr 3-Cl 5-Cl 2-FPh CFy
-Bu 3-Cl 2,6-FPh CF3
propargyl 3-Cl H 2,4-F,Ph CFq
Et 3-Cl H 2,5-FoPh CFy
-Pr 3-Cl H 2-MeQPh CEFy
-Bu 3-Cl 5-Br 3-Cl-2-pyndy!l CF3
cyclopropyl 3-Cl H 3-Cl-2-pyridyl OCFy
Et 3-Ct H 3-Cl-2-pyridyl Br
i-Pr 3-Br H 3-Cl-2-pyridyl Cl
t-Bu 3-Cl H 3-Cl-2-pyridyl SCHF,
Me 3-Cl H 3-F-2-pyridyl CF3
Et 3-Cl 5-Cl 3-CF3-2-pyridyl CF3
i-Pr 3-Cl H 3-Me-2-pyridyl CF;
t-Bu 3-1 H 3-Br-2-pyridyl CF3
Me 3-Cl 5-Me 3-Br-2-pyridyl OCF3
propargyl 3-Cl H 3-Br-2-pyndyl Br
i-Pr 3-Cl H 3-Br-2-pyridyl cl
Me 6-Cl1 H Et Br
Et 6-Br 4-Me Me Cl
i-Pr 6-Cl H Et Cl
-Bu 6-Cl Cl Me [
Me 6-Cl H Me CFy
Et 6-C! H Me OCFq
i-Pr 6-F 4-Br Me CFy
t-Bu 6-ClI H Me SCF3
propargyl 6-Cl1 H Me SCHF,
cyclopfopyl 6-Cl H Me OCHF,
i-Pr 6-Cl 4-Cl Me CF3
-Bu 6-Cl H Me CyFs
Me 6-Cl H Me CyFs
Et 6-Cl H Et CF3
i-Pr 6-1 4-CN n-Pr CF3
t-Bu 6-Cl H i-Pr CF3
" propargyl 6-Cl H Me SMe
cyclopropyl 6-Cl H Me OMe
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R3 Réa R4b Rva Rvb
i-Pr 6-Cl H Me OEt
-Bu 6-Cl 4-Br Me n-CyFq
Me 6-Ct Me i-C1F4

Et 6-F Me Et
i-Pr 6-Cl Me OCF,CHF,
t-Bu 6-Cl 4-Cl Me SCF,CHF,
Me 6-Cl H Me SOsMe

Et 6-1 H Me S04CF3
i-Pr 6-Cl H CF3 CF3
-Bu 6-Cl 4-F CF; Me

propargyl 6-Cl H Ph CFy

Et 6-Ct H Ph Cl
i-Pr 6-Cl H Ph Br
t-Bu 6-Cl 4-Cl 2-pyridyl CF,
Me 6-Cl H 2-pyridyl Cl

Et 6-Cl H 2-ClPh CF3
i-Pr 6-C! H 2-CIPh OCF;
-Bu 6-Br H 2-CIPh Br

cyclopropy! 6-Cl 4-Br 2-ClPh Cl

Et 6-Cl H 2-CIPh SCHF,
i-Pr 6-Cl H 2-BcPh CF3
-Bu 6-F 4-Me 2-MePh CFs
Me 6-Cl H 2-CNPh CF4
Et 6-Cl H 2-FPh CFy
-Pr 6-CN 4-Cl 2,6-FoPh CF3
1-Bu 6-Cl H 2,4-FoPh CF3

propargyl 6-Cl H 2,5-FoPh CFy

ES 6-Cl H 2-MeQPh CFy
i-Pr 6-Cl H 3-Cl-2-pyridyl CFy
-Bu 6-Cl 4-Br 3-Cl-2-pyridy! OCF4

cyclopropyl 6-Cl H 3-Cl-2-pyridy! Br

Et 6-F H 3-Cl-2-pyridyl Ct
i-Pr 6-Cl H 3-Cl-2-pyridyl SCHF,
t-Bu 6-Cl H 3-F-2-pyridyt CF;
Me 6-Cl H 3-CF1-2-pyridyi CF3

Et 6-Br 4-Cl 3-Me-2-pyridyi CF;
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R3 R4a R4b Rva rvb
i-Pr 6-Cl H 3-Br-2-pynidyl CF;
-Bu 6-Cl H 3-Br-2-pyridyl OCF;
Me 6-Cl H 3-Br-2-pyridyl Br

propargyl 6-Cl H 3-Br-2-pyridyl Cl
Table 15
RVb
0 /P/\N
3 NH }l{va
NH
" A
0" R3
rR3 R4a r4b RVva RrVb
Me 3-Me H H CF,y
Et 3-Me 5-Me H OCF3
i-Pr 3-Me H H OCF;
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
+-Bu 3-Me H Me I
propargyl 3-Me H Me CF3
cyclopropyt 3-Me H Me OCF3
i-Pr 3-Me 5-Cl Me CF;3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHF,
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CF3
t-Bu 3-Me H Me CoFs
propargyl 3-Me H Me CyFs
cyclapropyl 3-Me H Et CF3
i-Pr 3-Me H n-Pr CF,y
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R3 réa r4b Rva RVb
-Bu 3-Me 5-Br i-Pr CF;
Me 3-Me H i-Pr OCF,
Et 3-Me H Me SMe
i-Pr 3-Me H Me OMe
t-Bu 3-Me 5-Cl Me OE!t
Me 3-Me H Me n-CsyFq
Et 3-Me H Me i-C3F5
i-Pr 3-Me H Me Et
t-Bu 3-Me 5-F Me OCF,CHF

propargyl 3-Me H Me SCF,CHF,
Et 3-Me H Me SO,Me
i-Pr 3-Me Me SO, CF;
t-Bu 3-Me 5-Cl CHF, CFy
Me 3-Me CHF, Me
Et 3-Me H Ph CF3
i-Pr 3-Me H Ph Cl
¢-Bu 3-Me H Ph Br
cyclopropyl 3-Me 5-Br 2-pyridyl CF,
Et 3-Me H 2-pyridyl Cl
-Pr 3-Me 3-Me 2-CIPh CFjy
t-Bu 3-Me H 2-CIPh OCF3
Me 3-Me H 2-CIPh Br
Et 3-Me H 2-CIPh Cl
i-Pr 3-Me 5-Cl 2-ClPh SCHF,
-Bu 3-Me 2-BtPh CFy
propargyl 3-Me H 2-MePh CFy-
Et 3-Me H 2-CNPh CF5
i~P'r 3-Me H 2-FPh CFy
t-Bu 3-Me 5-Br 2,6-FoPh CF3
cyclopropyl 3-Me H 2,4-FoPh CF3
Et 3-Me H 2,5-F9Ph CF3
i-Pr 3-Me H 2-MeOPh CF3
+-Bu 3-Me H 3-Cl-2-pyridyl CFy
Me 3-Me H 3-Cl-2-pyridyl OCF,
Et 3-Me 5-Cl 3-Cl-2-pyridyl Br
i-Pr 3-Me H 3-Cl-2-pyridy! cl
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R3 R4a Rr4b RVva rvb
(-Bu 3-Me H 3-Cl-2-pyridyl SCHF,
Me 3-Me H 3-F-2-pyndy! CF4

propargyl 3-Me H 3-CF3-2-pyridyl CF3
i-Pr 3-Me 5-CN 3-Me-2-pyndy! CF;
-Bu 3-Me H 3-Br-2-pyridyl CFy
Me 3-Me H 3-Br-2-pyridyt OCF,
Et 3-Me’ H 3-Br-2-pyridyl Br
~Pr 3-Me 5-Br 3-Br-2-pyridyl Cl
Me 6-Me H H CF;3
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
t-Bu 6-Me Cl Me Br
Me 6-Me H Et Br
Et 6-Me Me Cl
i-Pr 6-Me 4-Br Et Cl
t-Bu 6-Me Me [
propargyl 6-Me H Me CFy
cyclopropyl 6-Me H Me OCF;
i-Pr 6-Me 4-Cl Me CF;
-Bu 6-Me H Me SCF5
Me 6-Me H Me SCHF,
Et 6-Me H Me OCHF,
i-Pr 6-Me 4-CN Me CF3
-Bu 6-Me H Me CyFs
propargyl 6-Me H Me C,Fs
cyclopropyl 6-Me H Et CF;
i-Pr 6-Me n-Pr CFy
t-B’u‘ 6-Me 4-Br i-Pr CFy
Me 6-Me Me SMe
Et 6-Me H Me OMe
-Pr 6-Me Me OEt
-Bu 6-Me 4-Cl Me n-C1F+
Me 6-Me Me i-C3F7
Et 6-Me H Me Et
i-Pr 6-Me H Me OCF,CHF
t-Bu 6-Me 4-F Me SCF,CHF,
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R3 p4a R4b Rva RVD
propargyl 6-Me Me SOoMe
Et 6-Me Me S0,CF3
i-Pr 6-Me CF3 CFy
¢-Bu 6-Me 4-Cl CF3 Me
Me 6-Me H Ph CF3
Et 6-Me Ph Cl
i-Pr 6-Me Ph Br
-Bu 6-Me 2-pyridyl CF,
cyclopropyl 6-Me 4-Br 2-pyridyl Cl
Et 6-Me 2-CIPh CF3
i-Pr 6-Me 2-CIPh OCF3
-Bu 6-Me 4-Me 2-CIPh Br
Me 6-Me 2-ClpPh Cl
Et 6-Me 2-CIPh SCHF,
i-Pr 6-Me 4-Cl 2-BrPh CF;
t-Bu 6-Me 2-MePh CF;
propargyl 6-Me H 2-CNPh CF3
Et 6-Me H 2-FPh CF3
i-Pr 6-Me H 2,6-F5Ph CE;
-Bu 6-Me 4-Br 2,4-F4Ph CF3
cyclopropyl 6-Me H 2,5-FPh CF;
Et 6-Me H 2-MeOPh CFy
i-Pr 6-Me H 3-Cl-2-pyridyl CF,
{-Bu 6-Me H 3-Cl-2-pyridyl OCF;4
Me 6-Me H 3-Cl-2-pyridyl Br
Et 6-Me 4-Cl 3-Cl-2-pyridyl Cl
i-Pr 6-Me H 3-Cl-2-pyridyl SCHF,
(-B,u 6-Me 4-CN 3-F-2-pyridyl CF;
Me 6-Me H 3-CF3-2-pyridyl CF,
propargyl 6-Me H 3-Me-2-pyridyl CF3
i~Pr 6-Me H 3-Br-2-pyridyl CF3
t-Bu 6-Me H 3-Br-2-pyridyl OCF3
Me 6-Me H 3-Br-2-pynidyl Br
Et 6-Me H 3-Br-2-pyridyl Ci
Me 3-Cl H Me Br
Et 3-Br 5-Me- Et Br
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R3 r4a r4b Rva rvb
i-Pr 3-Cl H Me al
t-Bu 3-Cl 5-Cl Et Cl
Me 3-Cl H Me i
Et 3-Cl H Me CF3
i-Pr 3-Cl 5-Br Me OCF;
t-Bu 3-Cl H Me CF,

propargyl 3-Cl H Me SCF3
cyclopropyl 3-Cl H Me SCHF,
i-Pr 3-Cl 5-Cl Me OCHF,
t-Bu 3-Ct H Me CF3
Me 3F H Me C,Fs
Et 3-Cl H Me C,Fs
i-Pr 3-C1 5-CN Et CF,
t-Bu 3-Cl H n-Pr CF;
propargyl 3-Cl H -Pr CF3
cyclopropyl 3-Cl H Me SMe
i-Pr 3-Cl H Me OMe
t-Bu 3-Cl 5-Br Me OEt
Me 3-Cl H Me n-C3F+
Et 3-Br H Me i-C3Fy
i-Pr 3-Cl H Me Et
-Bu 3-Cl 5-C1 Me OCF;CHF,
Me 3-Cl H Me SCF,CHF
Et 3-Cl H Me SOsMe
i-Pr 3-Cl H Me SQO,CFy
-Bu 3-Cl 5-F CF, CEy
propargyl 3-Cl H CFy Me
Etl 3-Cl H Ph CF;
i-Pr 3-Br H Ph Ct
t-Bu 3-Cl 5-Ct Ph Br
Me 3-C H 2-pyridyl CF5
Et 3-CN H 2-pyridyl Cl
i-Pr 3-Cl H 2-ClPh CF,
t-Bu 3-C H 2-ClPh OCF3
cyclopropyl 3-Cl 5-Br 2-ClPh Br
Et 3-Cl H 2-Clph Ct
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R3 r4a r4b Rva RVD
i-Pr 3-Cl H 2-CIPh OCF,
-Bu 3-Cl H 2-BrPh CF;
Me 3-F H 2-MePh CF3
Et 3-Cl H 2-CNPh CFy
i-Pr 3-Cl 5-Cl 2-FPh CF3
t-Bu 3-Cl H 2,6-F7Ph CFy

propargyl 3-Cl H 2,4-FoPh CF;
Et 3-Cl H 2,5-F7Ph Chy
i-Pr 3-Cl H 2-MeOPh CF3
-Bu 3-C! 5-Br 3-Cl-2-pyridyl CF3
cyclopropyl 3-Cl H 3-Cl-2-pyndyl OCF3
Et 3-Ct H 3-Cl-2-pyridyl Br
i-Pr 3-Br H 3-Cl-2-pyridyl Cl
t-Bu 3-Cl H 3-Cl-2-pyridyl SCHF,
Me 3-Cl H 3-F-2-pyridyl CF3
Et 3-Cl 5-Cl 3-CF3-2-pyridy! CFy
i-Pr 3-Cl H 3-Me-2-pyridyl CFy
t-Bu 3-1 H 3-Br-2-pyridyl CF3
Me 3-Cl 5-Me 3-Br-2-pynidyl OCF3
propargyl 3-Cl H 3-Br-2-pyridyl Br
i-Pr 3-Cl H 3-Br-2-pyridy! cl
Me 6-Cl H Et Br
Et 6-Br 4-Me Me Cl
i-Pr 6-Cl H Et Cl
-Bu 6-Cl Cl Me [
Me 6-Cl H Me CFy
Et 6-Cl Me OCF3
z'-E:r 6-F 4-Br Me CEy
r-Bu 6-Cl Me SCFy
propargyl 6-Cl H Me SCHF
cyclopropyl 6-Cl Me OCHFy
i-Pr 6-Cl 4-Cl Me CF;y
t-Bu 6-Cl Me CyF5
Me 6-Cl H Me CoFs
Et 6-Cl Et CF3
i-Pr 6-1 4-CN n-Pr CF3
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rR3 r42 rdb Rva RVb
-Bu 6-Cl H i-Pr CFy
propargyl 6-Cl H Me SMe
cyclopropyl 6-Cl H Me OMe
i-Pr 6-Cl Me OEt
-Bu 6-Cl 4-Br Me n-CyF+
Me 6-Cl Me i-C1F5
Et 6-F H Me Et
i~Pr 6-Cl H Me OCF,CHF,
r-Bu 6-Cl 4-Cl Me SCF,CHF,
Me 6-Cl H Me SO;Me
Et 6-1 H Me SO9CF3
i-Pr 6-Cl H CFy CF3
(-Bu 6-Cl 4-F CFy Me
propargyl 6-Cl H Ph CF;
Et 6-Cl H Ph Cl
i-Pr 6-Cl Ph Br
t-Bu 6-Cl 4-Cl 2-pyridyl CF3
Me 6-Cl 2-pyridy! Cl
Et 6-Cl H 2-ClPh CF3
i-Pr 6-Cl H 2-ClPh OCF3
-Bu 6-Br H 2-ClPh Br
cyclopropyl 6-Cl 4-Br 2-ClPh Cl
Et 6-Cl H 2-Clph SCHF,
i-Pr 6-Cl H 2-BrPh CF3
(-Bu 6-F 4-Me 2-MePh CF;
Me 6-Cl H 2-CNPh CF3
Et 6-Cl 2-FPh CF3
i-Pr 6-CN 4-Cl 2,6-FoPh CF,
t-Bu 6-Cl H 2,4-FoPh CF;
propargyl 6-Cl H 2,5-F,Ph CF;
Et 6-Cl H 2-MeOPh CFy
i-Pr 6-C! 3-Cl-2-pyridy! CF3
t-Bu 6-Cl 4-Br 3-Cl-2-pyridy! OCF;
cyclopropyl 6-Cl 3-Cl-2-pyridyl Br
Et 6-F H 3-Cl-2-pyridyl Cl
i-Pr 6-Ct H 3-Cl-2-pyridyl SCHF,
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R3 R4a R4 Rva R¥0
t-Bu 6-Cl H 3-F-2-pynidyl CF3
Me 6-Cl H 3-CF3-2-pyridyl CFy
Et 6-Br 4-Cl 3-Me-2-pyridy! CF3
i-Pr 6-Cl H 3-Br-2-pyndyl CFq
+~Bu 6-Cl H 3-Br-2-pyridyl OCF;
Me 6-Cl H 3-Br-2-pytidyl Br

propargyl 6-Cl H 3-Br-2-pyridyl Cl
Table 16
Rb
/ N>N
3 NH ;l{va
NH
I
o] R3
R3 RAa r4b Rva RYD
Me 3-Me H H CF3
Et 3-Me 5-Me H OCF,
i-Pr 3-Me H H OCF;
t-Bu 3-Me 5-Cl Me Br
Me 3-Me H Et Br
Et 3-Me H Me Cl
i-Pr 3-Me 5-Br Et Cl
+-Bu 3-Me H Me I
propa’rgy[ 3-Me H Me CFy
cyclopropyl 3-Me H Me OCF3y
i-Pr 3-Me 5-Cl Me CF3
t-Bu 3-Me H Me SCF3
Me 3-Me 5-CN Me SCHFy
Et 3-Me H Me OCHF,
i-Pr 3-Me H Me CFy
+-Bu 3-Me H Me CyFs
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R3 Rda R4b Rva Rvb
propargyl 3-Me H Me CoFs
cyclopropyl 3-Me H Et CF,
i-Pr 3-Me H n-Pr CF;
-Bu 3-Me 5-Br i-Pr CFy
Me 3-Me H i-Pr OCF3
Et 3-Me H Me SMe
i-Pr 3-Me | H Me OMe
{-Bu 3-Me 5-Cl Me OEt
Me 3-Me H Me n-C3F7
Et 3-Me H Me i-C3F7
i-Pr 3-Me H Me Et
-Bu 3-Me 5-F Me OCF,CHF,
propargyl 31-Me H Me SCF,CHF,
Et 3-Me H Me SO;Me
i-Pr 3-Me H Me SO,CF3
t-Bu 3-Me 5-Cl CHF, CF3
Me 3-Me H CHF, Me
Et 3-Me H Ph CF3
i-Pr 3-Me H Ph Cl
-Bu 3-Me H Ph Br
cyclopropyl 3-Me 5-Br 2-pyridyl CF;
Et 3-Me H 2-pyridy! cl
i-Pr 3-Me 5-Me 2-CIPh CF4
+-Bu 3-Me H 2-CtPh OCF1
Me 3-Me H 2-ClPh Br
Et 3-Me H 2-ClPh Cl
i-Pr 3-Me 5-Ct 2-ClPh SCHF»
t-Bu 3-Me H 2-BrPh CF;
propargy! 3-Me H 2-MePh CF3
Et 3-Me H 2-CNPh CF;
i-Pr 3-Me H 2-FPh CF3
t-Bu 3-Me 5-Br 2,6-F9Ph CF,q
cyclopropyl 3-Me H 2,4-FoPh CF;
Et 3-Me H 2,5-F»Ph CFy
i-Pr 3-Me H 2-MeQPh CF3
t-Bu 3-Me H 3-Cl-2-pyridyt CF;
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r3 rAa R4b RV2 rvb
Me 3-Me H 3-Cl-2-pyridyl OCF3
Et 3-Me 5-Cl 3-Cl-2-pyridyl Br
i-Pr 3-Me H 3-Cl-2-pyridyl Cl
t-Bu 3-Me H 3-Cl-2-pyridyl SCHF,
Me 3-Me H 3-F-2-pyridyl CF;
propargyl 3-Me H 3-CF3-2-pyndyt CF;
i-Pr 3-Me 5-CN 3-Me-2-pyridyl CF3
1-Bu 3-Me H 3-Br-2-pyridyl CFy
Me 3-Me H 3-Br-2-pyridyl OCF3
Et 3-Me H 3-Br-2-pyridyl Br
i-Pr 3-Me 5-Br 3-Br-2-pyridyl Cl
Me 6-Me H H CF3
Et 6-Me 4-Me H OCF3
i-Pr 6-Me H H OCF3
-Bu 6-Me Cl Me Br
Me 6-Me Et Br
Et 6-Me H Me Cl
i-Pr 6-Me 4-Br Et Cl
1-Bu 6-Me Me [
propargyl 6-Me H Me CF3
cyclopropyl 6-Me H Me OCF5
i-Pr 6-Me 4-Cl Me CF;
t-Bu 6-Me H Me SCF,
Me 6-Me H Me SCHF,
Et 6-Me Me OCHF,
i-Pr 6-Me 4-CN Me CF3
t-Bu 6-Me Me CyFs
propa,rgyl 6-Me H Me CyFs
cyclopropyt 6-Me H Et CFj
i-Pr 6-Me n-Pr CFy
t-Bu 6-Me 4-Br i-Pr CF3
Me 6-Me Me SMe
Et 6-Me H Me OMe
i-Pr 6-Me H Me OEt
t-Bu 6-Me 4-Cl Me n-C3F7
Me 6-Me H Me i-C3F9
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R3 R4a rdb Rva Rvb
Et 6-Me H Me Et
i-Pr 6-Me H Me OCF,CHF,
t-Bu 6-Me 4-F Me SCF,CHF
propargyl 6-Me H Me SOpMe
Et 6-Me H Me $04CFq
i-Pr 6-Me H CFy CF3
t-Bu 6-Me 4-Cl CFy Me
Me 6-Me H Ph CF;
Et 6-Me H Ph Cl
i-Pr 6-Me H Ph Br
--Bu 6-Me H 2-pyridyl CF3
cyclopropyl 6-Me 4-Br 2-pyridyl Cl
Et 6-Me H 2-ClPh CFy
i-Pr 6-Me H 2-CIPh OCF3
-Bu 6-Me 4-Me 2-ClPh Br
Me 6-Me H 2-ClPh Ct
Et 6-Me H 2-CIPh SCHF,
i-Pr 6-Me 4-Cl 2-BrPh CF;3
-Bu 6-Me H 2-MePh CF3
propargyl 6-Me H 2-CNPh CFy
Et 6-Me H 2-FPh CF;3
i-Pr 6-Me H 2,6-FyPh CF3
-Bu 6-Me 4-Br 2,4-FoPh CF;
cyclopropyi 6-Me H 2,5-F7Ph CFy
Et 6-Me H 2-MeOPh CF4
i-Pr 6-Me H 3-Cl-2-pyridyl CFy
t-Bu 6-Me H 3-Cl-2-pyridyl QCF4
Ms: 6-Me H 3-Cl-2-pyridyl Br
Et 6-Me 4-Cl 3-Cl-2-pyridyt Cl
i-Pr 6-Me H 3-Cl-2-pyridyt SCHF,
t-Bu 6-Me 4-CN 3-F-2-pyridyl CF;
Me 6-Me H 3-CF3-2-pyridyl CF;
propargyl 6-Me H 3-Me-2-pyridyl CF3
i-Pr 6-Me H 3-Br-2-pyridyl CF3
-Bu 6-Me H 3-Br-2-pyridyi OCF4
Me 6-Me H 3-Br-2-pyridyl Br
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R3 Rr4a R4b RVa rvb
Et 6-Me H 3-Br-2-pyridyl Cl
Me 3-Cl H Me Br
Et 3-Br 5-Me Et Br
i-Pr 3-Cl H Me Ct
-Bu 3-Cl 5-Cl Et Cl
Me 3-Cl H Me I
E: 3-Cl H Me CF3
i-Pr 3-Cl 5-Br Me OCF3
t-Bu 3-Cl H Me CF4
propargyl 3-Cl H Me SCF;
cyclopropyl 3-Cl H Me SCHF»
i-Pr 3-C 5-Cl Me OCHF,
-Bu 3-Cl H Me CF;
Me 3-F H Me CoFs
Et 3-Cl H Me CyF5
i-Pr 3-Cl 5-CN Et CF3
t-Bu 3-Cl H n-Pr CF;
propargyl 3-Cl H i-Pr CF3
cyclopropyl 3-Cl H Me SMe
i-Pr 3-Cl H Me OMe
-Bu 3-Cl 5-Br Me OEt
Me . 3-Ct H Me n-C1F5
Et 3-Br H Me i-CyF4
i-Pr 3-Ct H Me Et
t-Bu 3-Cl 5-Cl Me OCF,CHF,
Me 3-CI H- Me SCF,CHF,
Et 3-Ct H Me SO,Me
[-PE 3-Ct H Me §O-CF;
t-Bu 3-Cl 5-F CF3 CF3
propargyl 3-Cl H CF3 Me
Et 3-C H Ph CF;
i-Pr 3-Br H Ph Cl
+Bu 3-Cl 5-Cl Ph Br
Me 3-Cl H 2-pyridyl CF;
Et 3-CN H 2-pyridyt Cl
i-Pr 3-Cl H 2-ClPh CF;
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R3 péa r4b Rva Rvb
(-Bu 3-Cl H 2-CIPh OCF3

cyclopropyl 3-Cl 5-Br 2-CIPh Br
Et 3-Cl H 2-ClPh Cl
i-Pr 3-Cl H 2-ClPh OCF4
-Bu 3-Cl H 2-BrPh CF3
Me 3F H 2-MePh CEy
Et 3-Cl H 2-CNPh CFy
i-Pr 3-Cl 5-Cl 2-FPh CF;
t-Bu 3-Cl H 2,6-F,Ph CF3
propargyl 3-Cl H 2,4-FoPh CF;
Et 3-Cl H 2,5-F,Ph CF3
i-Pr 3-Cl H 2-MeOPh CF3
-Bu 3-Cl 5-Br 3-Cl-2-pyridyl CF3
cyciopropyl 3-Cl H 3-Cl-2-pyridyl OCF;
Et 3-Cl H 3-Cl-2-pyridyl Br
i-Pr 3-Br H 3-Cl-2-pyridyl Cl
t-Bu 3-Cl H 3-Cl-2-pyridyl SCHF,
Me 3-Cl H 3-F-2-pyridyl CF3
Et 3-Cl 5-Cl 3-CF3-2-pyridyl CF3
i-Pr 3-Cl H 3-Me-2-pyridyl CF;3
t-Bu 31 H 3-Br-2-pyridy! CF3
Me 3-CI 5-Me 3-Br-2-pyridyl OCF3
propargyl 3-Cl H 3-Br-2-pyridyl Br
i~Pr 3-Cl H 3-Br-2-pyridyl Cl
Me 6-Cl H Et Br
Et 6-Br 4-Me Me Cl
i-Pr 6-Cl H Et Cl
t-B}l 6-Ct Cl Me [
Me 6-Cl H Me CFy
Et 6-Cl H Me OCF4
i-Pr 6-F 4-Br Me CF3
-Bu 6-Cl Me SCF3
propargyl 6-Cl H Me SCHF;
cyclopropyl 6-Cl H Me OCHF,
i-Pt 6-Cl 4-Cl Me CF3
t-Bu 6-Cl H Me CyFs
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R3 Ri4a R4b RVva Rvb
Me 6-Cl Me CoFs
Et 6-Cl Et CFy
i-Pr 6-1 4-CN n-Pr CFy
-Bu 6-Cl i-Pr CFy

propargyl 6-Cl Me SMe
cyclopropy! 6-Cl H Me OMe
i-Pr 6-Cl Me OEt
t-Bu 6-Cl 4-Br Me n-CyF7
Me 6-Cl Me i-C3F7
Et 6-F Me Et
i-Pr 6-Cl Me OCF,CHF,
t-Bu 6-Cl 4-Cl Me SCF,CHF,
Me 6-Cl Me SOyMe
Et 6-1 Me $O,CF3
i-Pr 6-Cl CFy CF3
t-Bu 6-Cl 4-F CFs Me
propargyl 6-Cl H Ph CF;
Et 6-Cl H Ph Cl
i-Pr 6-Cl Pb Br
-Bu 6-Cl 4-Cl 2-pyridyl CFy
Me 6-Cl 2-pyridyl cl
Et 6-Ct H 2-CiPh CF3
i-Pr 6-Cl H 2-ClPh OCF,
t-Bu 6-Br H 2-CIPh Br
cyclopropyl 6-Cl 4-Br 2-CIPh cl
Et 6-Cl 2-CIPh SCHF,
i-Pr 6-Cl 2-BrPh CF3
t-Bx;! 6-F 4-Me 2-MePh CF;
Me 6-Cl H 2-CNPh CF3
Et 6-Cl 2-FPh CF;
i-Pr 6-CN 4-Ct 2,6-F,Ph CF3
t-Bu 6-Cl 2,4-FoPh CF;
propargyl 6-Cl H 2,5-F9Ph CFy
Et 6-Cl H 2-MeOPh CF3
i-Pr 6-Cl H 3-Cl-2-pyridyl CF3
t-Bu 6-Cl 4-Br 3-Cl-2-pyridyl OCF3
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R3 R4a R4b Rva Rvb
cyclopropy! 6-Cl H 3-Cl-2-pyridyl Br
Et 6-F H 3-Cl-2-pyridyl Cl
i-Pr 6-Cl H 3-Cl-2-pyridyl SCHF,
t-Bu 6-Cl H 3-F-2-pyridyl CF3
Me 6-Cl H 3-CF3-2-pyridy! CF;
Et 6-Br 4-Cl 3-Me-2-pyridyl CF,
i-Pr 6-Cl H 3-Br-2-pynidy! CF3
-Bu 6-Cl H 3-Br-2-pyridyl OCF3
Me 6-Cl H 3-Br-2-pyridyl Br
propargyl 6-Cl H 3-Br-2-pyridyl Cl
Table 17
—N
\
WKQ(N—R"&’
R4a 3 Rva
4 )
5
RAb NH
" A
0" R
R3 Réa R4b Rva RVb
Me 3-Me H H CHF,
Et 3-Me 5-Me H CH,CF3
i<Pr 3-Me H H CH,CF;3
-Bu 3-Me 5-Cl Me CH,CF3
Me 3-Me H Et CH,CF,
Et 3-Me H Me CF,CHF,
i-Pr, 3-Me 5-Br Et CHF,
t-Bu 3-Me H Me CHF)
propargyl 3-Me H Me CBrF,
cyclopropyl 3-Me H Me CHyF
i-Pr 3-Me 5-Cl Me CH,CF3
t-Bu 3-Me H Me Et
Me 3-Me 5-CN Me n-Pr
Et 3-Me H Me CH)CyFs
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i-Pr 3-Me H Me CH,CFy
-Bu 3-Me H Me CF3

propargyl 3-Me H Me CoFs
cyclopropyl 3-Me H Et CHF,
i-Pr 3-Me H n-Pr CH,CF5
(-Bu 3-Me 5-Br i-Pr CHF,
Me 3-Me H Cl CH,CF3
Et 3-Me H F CH,CF3
i-Pr 3-Me H Me CH,Cl
-Bu 3-Me 5-Cl Me CCIF,
Me 3-Me H Me CH,CH,Cl
Et 3-Me H Me n-CyF~y
i-Pr 3-Me H Me i-C3F5
t-Bu 3-Me 5-F Me Allyl
propargyl 3-Me H Et CF,CHF,
Et 3-Me H Et i-CaFq
i-Pr 3-Me H n-Pr CF,CHF,
t-Bu 3-Me 5-Cl i-Pr CF-CHF,
Me 3-Me H CF3 CF,CHF,
Et 3-Me H CF; Me
i-Pr 3-Me H OMe CH,CF3
-Bu © 3-Me H CH,CF3
cyclopropy! 3-Me 5-Br H CH,CFy
Et 3-Me H H C,Fs
i-Pr 3-Me 5-Me H C,Fs
t-Bu 3-Me H H CoFs
Me 3-Me H H CF,CHF,
Etl 3-Me H i-Pr CH,CFy
i-Pr 3-Me 5-Cl H n-C3F7
-Bu 3-Me H i-C3F
propargyl 3-Me H Ph CH,CF3
Et 3-Me Ph CF,CHF;
i-Pr 3-Me Ph CHF,
t-Bu 3-Me 5-Br 2-pyridyl CH,CF;
cyclopropyl 3-Me H 2-pynidyl CF,CHF
Et 3-Me H 2-CIPh CH,CF3
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R3 R43 R4b Rva RVb
i-Pr 3-Me H 2-ClPh CF,CHF,
+~Bu 3-Me 2-CiPh CHF,
Me 3-Me H 2-CIPh Et
Et 3-Me 5-Cl 2-CIPh CBrF,
i-Pr 3-Me 2-BrPh CH,CF;
-Bu 3-Me H 2-MePh CF,CHF,
Me 3-Me H 2-CNPh CH,CF3
propargy!l 3-Me H 2-FPh CH,CF4
i-Pr 3-Me 5-CN 2,6-FoPh CF,CHF,
t-Bu 3-Me H 2,4-FoPh CH,CF3
Me 3-Me H 2,5-F;Ph CH,CF3
Et 3-Me H 2-MeOPh CF,CHF;
i-Pr 3-Me 5-Br 3-Cl-2-pyridyl CH4CF
t-Bu 3-Me H 3-Cl-2-pyridyl CF,CHF,
Me 3-Me 5-1 3-Cl-2-pyridyl CFy
Et 3-Me H 3-Cl-2-pyridyl CHF,
i-Pr 3-Me 5-Me 3-Cl-2-pyndyl CBrFy
t-Bu 3-Me H 3-F-2-pyridyl CH,CF3
propargy! 3-Me H 3-CF3-2-pyridyl CFoCHF,
Et 3-Me 5-Br 3-Me-2-pynidyl CH,CF3
i-Pr 3-Me H 3-Br-2-pyridyl CF3
t-Bu 3-Me H 3-Br-2-pyridy! CH,CFq
Me 3-Me H 3-Br-2-pyridyl CF,CHF,
Et 3-Me H 3-Br-2-pyridyl CCIF)
Me 6-Me H H CHF,
Et 6-Me 4-Me H CH,CF4
i-Pr 6-Me H H CH,CF4
I-BL} 6-Me Cl Me CH,CF3
Me 6-Me H Et CHoCF3
Et 6-Me H Me CF,CHF;
i-Pr 6-Me 4-Br Et CHF,
t-Bu 6-Me H Me CHF,
propargyl 6-Me H Me CBrF»p
cyclopropyl 6-Me H Me CHyF
i-Pr 6-Me 4-Cl Me CH,CF3
t-Bu 6-Me H Me Et
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Me 6-Me Me n-Pr
Et 6-Me H Me CH7CyFs
i-Pr 6-Me 4-CN Me CH,CF3
t-Bu 6-Me Me CF3
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me Et CHF,
i-Pr 6-Me n-Pr CH,CF4
t-Bu 6-Me 4-Br i-Pr CHF,
Me 6-Me Cl CH,CF3
Et 6-Me H F CH,CF3
i-Pr 6-Me H Me CHyCl
-Bu 6-Me 4-Cl Me CCIF,
Me 6-Me H Me CH,CH,Cl
Et 6-Me H Me n-CqF7
i-Pr 6-Me H Me i-CyF7
+-Bu 6-Me 4-F Me Allyl
propargyl 6-Me H Me CF,CHF,
Et 6-Me | H Me i-CsF7
-Pr 6-Me Me CF,CHF,
t-Bu 6-Me 4-Cl Me CF,CHF,
Me 6-Me CF4 CF,CHF,
Et ~6-Me H CF; Me
i-Pr 6-Me H OMe CH,CF;
(-Bu 6-Me H CH,CF3
cyclopropvl 6-Me 4-Br H CH,CF4
Et 6-Me H C,Fs
i-Pr 6-Me H H CoFs
I-Bti 6-Me 4-Me H CyFs
Me 6-Me H H CF,CHF,
Et 6-Me H H CH,CF4
i-Pr 6-Me 4-Cl H n-CyF7
-Bu 6-Me - H H i-C1F7
propargyl 6-Me H H CH,CF3
Et 6-Me H H CF,CHF,
i-Pr 6-Me H H CHF,
t-Bu 6-Me 4-Br Ph CH,CF,
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R3 r4a R4b Rva RVP
cyclopropyl 6-Me H Ph CF,CHEy
Et 6-Me H Ph CH,CF3
i-Pr 6-Me H 2-pyridyl CF,CHF,
(-Bu 6-Me H 2-pyridyl CHF,
Me 6-Me H 2-CIPh Et
Et 6-Me 4-Cl 2-ClPh CBIF,
i-Pr 6-Me H 2-ClPh CH,CF3
-Bu 6-Me 4-CN 2-ClPh CFoCHF;
Me 6-Me H 2-ClPh CH,CF3
propargyl 6-Me H 2-BrPh CH,CF3
i-Pr 6-Me H 2-MePh CF,CHF;
t-Bu 6-Me H 2-CNPh CH,CF3
Me 6-Me H 2-FPh CH;CF3
Et 6-Me H 2,6-F7Ph CFoCHF,
i-Pr 6-Me 4-Br 2,4-F,Ph CH,CF3
t-Bu 6-Me H 2,5-FoPh CF,CHF,
Me 6-Me 4-] 2-MeQPh CF;
Et 6-Me 3-Cl-2-pyridyl CHF;
i-Pr 6-Me 3-Cl-2-pyridyl CBrF,
+-Bu 6-Me H 3-Cl-2-pyridyl CH,CF;
propargyl 6-Me H 3-Cl-2-pyridyl CF,CHF,
Et 6-Me 4-Br 3-Cl-2-pyridyl CH,CF3
i-Pr 6-Me H 3-F-2-pyridyl CFy
-Bu 6-Me H 3-CF3-2-pyridyl CH,CF3
Me 6-Me H 3-Me-2-pyridyl CF,CHF,
Et 6-Me H 3-Br-2-pyridyl CCIF,
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl CH,CF;
t-B}:\ 6-Me H 3-Br-2-pynidy! CF4
i-Pr 6-Me H 3-Br-2-pyridyl CF,CHF,
Me 3-Cl H H CHF,
Et 3-Br 5-Me H CH,CFy
i-Pr 3-Cl H H CH,CF3
t-Bu 3-Cl 5-Cl Me CH,CF3
Me 3-Cl H Et CH,CF3
Et QA H Me CFoCHF,
i-Pr 3-Q1 5-Br Et CHF;
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-Bu 3-Cl Me CHF,
propargyl 3-Cl Me CBrFy
cyclopropyl 3-Cl Me CHyF
~Pr 3-Cl 5-Cl Me CH,CF3
t-Bu 3-Cl Me Et
Me 3-F Me n-Pr
Et 3-CY H Me CH,C4F
i-Pr 3-Cl 5-CN Me CH,CF3
-Bu 3-Cl H Me CF3
propargyl 3-Cl H Me CyFs
cyclopropyl 3-Cl H Et CHF,
i-Pr 3-Cl H n-Pr CH,CF,
t-Bu 3-Cl 5-Br i-Pr CHF,
Me 3-Cl H Cl CH,CF;
Et 3-Br F CH,CF3
i-Pr 3-C1 Me CH,Cl
t-Bu 3-Cl 5-Cl Me CCIF,
Me 3-Cl Me CH,CH,(Cl
Et 3-Cl H Me n-CqF7
i-Pr 3-Cl H Me i-C3F7
t-Bu 3-Cl S-F Me Aliyl
propargyl 3-Cl H Me CF,CHF,
Et 3-Cl H Me i-C3F7
i-Pr 3-Br Me CF,CHF,
-Bu 3-Cl 5-Cl Me CF,CHF,
Me 3-Cl H CFy CF,CHF,
Et 3-CN H CF; Me
i-Pr 3-Cl H OMe CH)CF3
t-Bu 3-Cl H H CH,CF3
cyclopropyl 3-Cl 5-Br H CH,CF3
Et 3-Cl " H CoFs
i-Pr 3-Ct H H CoF5
+-Bu 3-Cl H H CyFs
Me 3-F H H CF,CHF,
Et 3-Cl H H CH,CF3
i-Pr 3-Ct 5-C1 H n-C3F+

200



02818247. 2 BB B H197/245
R r4a R4b Rva RrVb
t-Bu 3-Cl H H i-C3F7
propargyl 3-Cl H H CH,CF;
Et 3-C1 H H CFoCHFy

i-Pr 3-Ct H H CHF,
+-Bu 3-C 5-Br Ph CH,CF4
cyclopropyl 3-Cl H Ph CF,CHFy
Et 3-Cl H Ph CH,CFy
i-Pr 3-Br H 2-pyridyl CF,CHF,

t-Bu 3.Cl H 2-pyridyl CHF,

Me 3-Cl H 2-CIPh Et

Et 3-Cl 5-Cl 2-ClPh CBtF;
i-Pr 3-Cl H 2-CIPh CH)CF;
-Bu 31 H 2-CIPh CF,CHF,
Me 3-Cl 5-Me 2-ClPh CH,CF3
propargyl 3-Cl H 2-BrPh CH,CF3
i-Pr 3-Cl H 2-MePh CF,CHF,
t-Bu 3-Cl 5-CN 2-CNPh CH,CF,

Me 3-Cl H 2-FPh CH,CFq

Et 3-Cl H 2,6-FyPh CF,CHF,
i-Pr 3-Cl 5-Br 2,4-FoPh CH,CFy
t-Bu 3-F H 2,5-F7Ph CF,CHF,
Me 3-Cl 5-1 2-MeOPh CF;

Et 3-Cl H 3-Cl-2-pyridyl CHF,
i-Pr 3-CN H 3-Cl-2-pyridyl CBrF,
t-Bu 3-C1 H 3-Cl-2-pyridyl CH,CF;

propargyl 3-Cl H 3-Cl-2-pyridyl CryCHF,

Et 3-Cl 5-Br 3-Cl-2-pyridyl CH,CF3
i-P}' 3-Ct H 3-F-2-pyridyl CF3
-Bu 3-Br H 3-CF3-2-pyridyl CH,CF3
Me 3-Cl H 3-Me-2-pyridyl CFoCHF,

Et 3-Cl H 3-Br-2-pyridy! CCIF,
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl CH»CF3
-Bu 3-Cl H 3-Br-2-pyridyl CFy
i-Pr 3-Cl H 3-Br-2-pyridyl CF,CHF,
Me 6-C1 H Et CHF,

Et 6-Br 4-Me Me CH,CF3
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R3 R42 R4 RVa RV
i-Pr 6-Cl H Et CH,CF3
-Bu 6-Cl Cl Me CH,CF3
Me 6-Cl H Me CH,CF3
Et 6-Cl Me CF,CHEF,
i-Pr 6-F 4-Br Me CHF,
{-Bu 6-Cl H Me CHF,

propargyl 6-Cl H Me CBrFy
cyclopropy! 6-Cl H Me CHyF
i-Pr 6-Cl 4-Cl Me CHoCF3
-Bu 6-C} H Me Et
Me 6-Cl H Me n-Pr
Et 6-Cl H Et CH,CyF5
i-Pr 6-1 4-CN n-Pr CH,CF3
+-Bu 6-Cl H i-Pr CF;
propargyl 6-Cl H Ci CoFs
cyclopropyl 6=Cl H F CHF,
i-Pr 6-Cl H Me CHyCF3
t-Bu 6-Cl 4-Br Me CHF,
Me 6-Ct H Me CHyCFy
Et 6-F H Me ‘CH,CF3
i-Pr 6-Cl H Me CH,Cl
¢-Bu 6-Cl 4-Cl Me CCIF,
Me 6-Cl H Me CH,CH,Cl
Et 6-1 H Me n-CyF4
i-Pr 6-C! H Me i-C3F7
t-Bu 6-Cl 4-F Me Allyl
propargyl 6-Cl H CFy CF,CHF,
Et 6-Cl H CF3 i-C3F7
i-Plr 6-Cl H OMe CF,CHF,
-Bu 6-Cl 4-Cl H CF,CHF,
Me 6-Cl H H CF,CHF,
Et 6-Ci H H Me
i-Pr 6-Cl H H CH,CF4
t-Bu 6-Br H H CH,CF3
cyclopropyl 6-C1 4-Br H CH,CF4
Et 6-Cl H H CoFs
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i-Pr 6-Cl H H CyFs
-Bu 6-F 4-Me H CyFs
Me 6-Cl H H CF,CHF,
Et 6-Cl H H CH,CF,
-Pr 6-CN 4-Cl H n-C3Fq
-Bu 6-Cl H Ph i-C3F7

propargyl 6-Ci H Ph CH,CF;
Et 6-Cl H Ph CF,CHF,
i-Pr 6-Cl H 2-pyridyl CHF,
(-Bu 6-Cl 4-Br 2-pyridyl CH,CF3
cyclopropyl 6-Cl H 2-ClPh CF,CHF,
Et 6-F H 2-ClPh CH,CF;
i-Pr 6-Cl H 2-ClPh CF,CHF,
t-Bu 6-Cl H 2-CIPh CHF,
Me 6-Cl H 2-ClPh Et
Et 6-Br 4-Cl 2-BrPh CBrFy
i-Pr 6-Cl H 2-MePh CH,CF;
-Bu 6-Cl H 2-CNPh CF,CHF,
Me 6-Cl H 2-FPh CH,CF3
propargyl 6-Cl H 2,6-FoPh CH,CF3
i-Pr 6-Br H 2,4-FyPh CF,CHF,
-Bu 6-CL 4-CN 2,5-F5Ph CH,CF4
Me 6-Cl H 2-MeQOPh CH,CF3
Et 6-Cl H 3-Cl-2-pyridyl CF,CHF,
1-Pr 6-Cl 4-Br 3-Cl-2-pyridyl CH,CFy
t-Bu 6-CN H 3-Cl-2-pyridyl CF,CHF,
Me 6-Cl 4-1 3-Cl-2-pyridyl Cry
Et, 6-Cl H 3-Cl-2-pyridyl CHF,
i-Pr 6-Br 3-F-2-pyridyl CBr1F,
-Bu 6-Cl 3-CF4-2-pyridyl CH,CF3
propargyl 6-Cl 3-Me-2-pyridyl CFoCHF,
Et 6-Cl 4-Br 3-Br-2-pyridyl CH,CF3
i-Pr 6-Cl 3-Br-2-pyridyl CF
t-Bu 6-Cl H 3-Br-2-pyridyl CH,CF3
Me 6-Cl H 3-Br-2-pyridy! CF9CHF,
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Table 18
—N
. \N—-—R"b
Rrda 3 Rva
4 0]
5
R4b II\IH
o/fﬁ\Pﬁ
0
R3 R4a R4b Rva RVb
Me 3-Me H CHF,
Et 3-Me 5-Me CH,CF3
i-Pr 3-Me H CH,CF3
-Bu 3-Me 5-Cl Me CH,CF;
Me 3-Me H Et CH,CF3
Et 3-Me H Me CF,CHF,
i-Pr 3-Me 5-Br Et CHF,
-Bu 3-Me H Me CHF,
propargyl 3-Me H Me CBrF,
cyclopropyl 3-Me H Me CHyF
i-Pr 3-Me 5-C Me CH,CF;3
t-Bu 3-Me H Me Et
Me 3-Me 5-CN Me n-Pr
Et 3-Me H Me CH,CyF5
i-Pr 3-Me Me CH,CF5
-Bu 3-Me H Me CF3
propargyl 3-Me H Me CyFs
cyclopropyi 3-Me H Et CHF,
i-Py 3-Me H n-Pr CH,CF3
t-Bu 3-Me 5-Br i-Pr CHF
Me 3-Me H Cl CH,CF;3
Et 3-Me H F CH,CF;,
i-Pr 3-Me H Me CH,Cl
-Bu 3-Me 5-Cl Me CClIFp
Me 3-Me H Me CH7CH,Cl
Et 3-Me H Me n-C3Fq
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R3 r4a r4b RVa va
i-Pr 3-Me H Me i-C3Fq
-Bu 3-Me 5-F Me Ally!

propargy! 3-Me H Et CF,CHF,
Et 3-Me H Et i-C3F7
i-Pr 3-Me H n-Pr CF,CHF,
¢-Bu 3-Me 5-Cl i-Pr CF,CHF,
Me 3-Me H CF, CF,CHF,
Et 3-Me H CF; Me
i~Pr 3-Me H OMe CH,CF3
t-Bu 3-Me H H CH,CF3
cyclopropyl 3-Me 5-Br H CH,CF;
Et 3-Me H H CFs
i-Pr 3-Me 5-Me H CyF5
t-Bu 3-Me H H C,F;
Me 3-Me H H CF,CHF,
Et 3-Me H i-Pr CH,CF3
i-Pr 3-Me 5-Cl H n-C3F
t-Bu 3-Me H H i-C3Fq
propargyl 3-Me H Ph CH,CF;
Et 3-Me H Ph CF,CHF,
i-Pr 3-Me H Ph CHF,
-Bu 3-Me 5-Br 2-pyridyl CH,CF3
cyclopropyl 3-Me H 2-pyridyl CF,CHF,
Et 3-Me H 2-CIPh CH,CF;
i-Pr 3-Me H 2-ClPh CF,CHF,
-Bu 3-Me H 2-CIPh CHF,
Me 3-Me H 2-CiPh Et
Et, 3-Me 5-Cl 2-ClPh CBrF,
i-Pr 3-Me H 2-BrPh CH,CF3
-Bu 3-Me H 2-MePh CF,CHF,
Me 3-Me H 2-CNPh CH,CF;
propargyl 3-Me H 2-FPh CH,CF3
i-Pr 3-Me 5-CN 2,6-FoPh CF,CHF
t-Bu 3-Me H 2,4-FoPh CH,CF3
Me 3-Me H 2,5-F»Ph CH,CF,
Et 3-Me H 2-MeOPh CF,CHF,
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i-Pr 3-Me 5-Br 3-Cl-2-pyridyl CH,CF;
-Bu 3-Me H 3-Cl-2-pyridyl CF,CHF,
Me 3-Me 5-1 3-Cl-2-pynidyl CF3
Et 3-Me H 3-Cl-2-pyridyl CHF,
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl CBrFy
-Bu 3-Me H 3-F-2-pyridyl CH,CF3

propargyl 3-Me' H 3-CF3-2-pynidyl CF,CHF,
Et 3-Me 5-Br 3-Me-2-pynidy!l CH,CF5
i-Pr 3-Me H 3-Br-2-pyridyl CF3
-Bu 3-Me H 3-Br-2-pyridyl CH,CF3
Me 3-Me H 3-Br-2-pyridyl CF,CHF,
Et 3-Me H 3-Br-2-pyridyl CCIF,
Me 6-Me H H CHF,
Et 6-Me 4-Me H CH,CF;
i-Pr 6-Me H H CH,CF3
t-Bu 6-Me Cl Me CH,CF3
Me 6-Me H Et CH,CF3
Et 6-Me Me CF,CHF,
i-Pr 6-Me 4-Br Et CHF,
t-Bu 6-Me Me CHF,
propargyl 6-Me H Me CBrF,
cyclopropyl 6-Me Me CHyF
i-Pr 6-Me 4-Cl Me CH,CF3
t-Bu 6-Me H Me Et
Me 6-Me H Me n-Pr
Et 6-Me H Me CH,CoF5
i-Pr 6-Me 4-CN Me CH,CF3
!-Bkl 6-Me H Me CF3
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CHF,
i-Pr 6-Me H n-Pr CH,CF3
t-Bu 6-Me 4-Br i-Pr CHFy
Me 6-Me H Cl CH,CF3
Et 6-Me H F CH,CF3
i-Pr 6-Me H Me CH,Cl
t-Bu 6-Me 4-Cl Me CCIF,
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Me 6-Me H Me CH,CH,Cl
Et 6-Me H Me n-CyF9
i-Pr 6-Me H Me i-C3F7
t-Bu 6-Me 4-F Me Allyl
propargyl 6-Me H Me CF,CHF,
Et 6-Me H Me i-CqF5
i-Pr 6-Me H Me CF,CHF,
t-Bu 6-Me 4-Cl Me CF,CHF,
Me 6-Me H CF, CF,CHF,
Et 6-Me H CF4 Me
i-Pr 6-Me H OMe CH,CF;
-Bu 6-Me H H CH,CF;
cyclopropyl 6-Me 4-Br H CH,CF;,
Et 6-Me H H CoF5
i-Pr 6-Me H H CoFs
-Bu 6-Me 4-Me H CoFs
Me 6-Me H H CF,CHF,
Et 6-Me H H CH,CF3
i-Pr 6-Me 4-Cl H n-C3F7
t-Bu 6-Me H H i-CqF4
propargyl 6-Me H H CH,CF;
Et 6-Me H H CF,CHFy
i-Pr 6-Me H H CHF,
t-Bu 6-Me 4-Br Ph CH,CFy
cycioﬁropyl 6-Me H Ph CF,CHF,
Et 6-Me H Ph CH,CF3
i-Pr 6-Me H 2-pyridyl CF,CHF,
t-Bu 6-Me H 2-pyridyl CHF,
Me 6-Me H 2-ClPh Et
Et 6-Me 4-Cl 2-CiPh CBrF,
i-Pr 6-Me H 2-ClPh CH,CF3
-Bu 6-Me 4-CN 2-Clph CF,CHF,
Me 6-Me H 2-ClPh CH,CF3
propargyl 6-Me H 2-BrPh CH,CF;
i-Pr 6-Me H 2-MePh CF,CHF,
t-Bu 6-Me H 2-CNPh CH,CFq
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Me 6-Me H 2-FPh CH,CF3
Et 6-Me H 2,6-FoPh CF,CHF;
i-Pr 6-Me 4-Br 2,4-FoPh CH,CF3
-Bu 6-Me H 2,5-FpPh CF,CHF,
Me 6-Me 41 2-MeOPh CF4
Et 6-Me H 3-Cl-2-pyridyl CHF,
i-Pr 6-Me H 3-Cl-2-pyridyl CBrFy
t-Bu 6-Me H 3-Cl-2-pyridyl CH,-CF3

propargyl 6-Me 3-Cl-2-pyridy! CF,CHF;
Et 6-Me 4-Br 3-Cl-2-pyridyl CH,CF;
i-Pr 6-Me 3-F-2-pyridyl CF3
-Bu 6-Me H 3-CFy-2-pyridyl CH,CF3
Me 6-Me H 3-Me-2-pyridyl CF,CHF;
Et 6-Me 3-Br-2-pyridyl CCIF,
i-Pr 6-Me 4-C) 3-Br-2-pyridy! CH,CF3
t-Bu 6-Me 3-Br-2-pyridyl CF3
i-Pr 6-Me H 3-Br-2-pyridyl CF,CHF,
Me 3-Cl H H CHF9
Et 3-Br 5-Me H CH,CF3
i-Pr 3-Cl H H CH,CF3
-Bu 3-Cl 5-Cl Me CH,CF3
Me 3-Cl Et CH,CF4
Et 3-Cl H Me CF,CHF,
i-Pr 3-Cl 5-Br Et CHF,
-Bu 3-Cl H Me CHF,
propargyl 3-Ct H Me CBrF,
cyclopropyl 3-Cl Me CH)F
H’f 3-Cl 5-Cl Me CH,CF3
t-Bu 3-Cl H Me Et
Me 3-F H Me n-Pr
Et 3-Cl H Me CH,C)F5
i-Pr 3-Cl 5-CN Me CH,CFy
t-Bu 3-C1 H Me CF3
propargyl 3-Cl H Me CyFs
cyclopropyl 3-Cl H Et CHF,
i-Pr 3:Cl H n-Pr CH,CF3
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-Bu 3-Cl 5-Br i-Pr CHF,
Me 3-Cl H Cl CH,CF3
Et 3-Br H F CH,CF;
i-Pr 3-Cl H Me CH,Cl
t-Bu 3-Cl 5-Ct Me CCIF,
Me 3-Cl H Me CH,CH,Cl
Et 3-Cl H Me n-CsFy
i-Pr 3-Cl H Me i-C1Fy
-Bu 3-Cl 5-F Me Allyl

propargyl 3-Cl H Me CF,CHF,
Et 3-Cl H Me i-C3F7
i-Pr 3-Br H Me CF,CHF,
t-Bu 3-Cl 5-Cl Me CF,CHF,
Me 3-Cl H CFy CF,CHF,
Et - 3-CN H CF3 Me
i-Pr 3-Cl H OMe CH,CF3
-Bu 3-Cl H H CH,CF3
cyclopropyl 3-Cl 5-Br H CH,CF3
Et 3-Cl H H CyFs
i-Pr 3-Cl H H CyFs
-Bu 3-Cl H H CyFs
Me 3-F H H CF,CHF,
E 3-Cl H H CH,CF3
i-Pr 3-Cl 5-Cl H n-C1F7
t-Bu 3-Cl H H i-C3F7
propargy! 3-Ct H H CH,CF3
Et 3-Cl H H CF,CHF,
i-Pr ) 3-Cl H H CHF,
t-Bu 3-Cl 5-Br Ph CH,CF3
cyclopropyl 3-Cl H Ph CFoCHFy
Et 3-Cl H Ph CH,CF3
i-Pr 3-Br H 2-pyridyl CF,CHFy
t-Bu 3-C1 H 2-pyridyl CHF,
Me 3-C1 H 2-ClPh Et
Et 3-Cl 5-Cl 2-ClPh CBrFy
i-Pr 3-Cl H 2-Clph CH,CF3
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r3 r4a R4b Rrva RV
(-Bu 3-1 H 2-CIPh CFoCHF,
Me 3-Cl 5-Me 2-CIPh CH;CF3
propargyl 3-Cl H 2-BrPh CH;CF3
i-Pr 3-Cl H 2-MePh CF,CHF,
t-Bu 3-Cl 5-CN 2-CNPh CH,CF3
Me 3-Cl H 2-FPh CH,CF3
Et 3-Ct H 2,6-FoPh CF,CHF;
i-Pr 3-Cl 5-Br 2,4-FoPh CH,CF;
-Bu 3-F H 2,5-F,Ph CF,CHF,
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-Cl H 3-Cl-2-pyridyl CHF,
i-Pr 3-CN H 3-Cl-2-pyridyl CBrF,
t-Bu 3-Cl H 3-Cl-2-pyridyl CH,CF;
propargyl 3-Cl H 3-Cl-2-pyridyl CF,CHF;
Et 3-C! 5-Br 3-Cl-2-pyridyl CH,CF3
i-Pr 3-Cl H 3-F-2-pyridyl CF4
-Bu 3-Br H 3-CF3-2-pyridyl CH,CF3
Me 3-Cl H 3-Me-2-pyridyl CF,CHF,
Et 3-Cl H 3-Br-2-pyridyl CCIF,
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl CH,CF;
t-Bu 3-Cl H 3-Br-2-pyridyl CF3
i-Pr 3-Cl H 3-Br-2-pyridyl CF,CHF,
Me 6-Cl H Et CHF,
Et 6-Br 4-Me Me CH,CF3
i-Pr 6-Cl H Et CH,CF3
t-Bu 6-Cl Cl Me CH,CF;
Me 6-Cl H Me CH,CF;
Et , 6-Cl Me CF,CHF,
i-Pr 6-F 4-Br Me CHF,
-Bu 6-Cl Me CHF,
propargyl 6-Cl H Me CBrFy
cyclopropyl 6-Cl Me CHoF
i-Pr 6-Cl 4-Cl Me CH;CF3
t-Bu §-Cl Me Et
Me 6-Cl H Me n-Pr
Et 6-Cl H Et CH,C)F5
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R3 Rda R4b Rva RVb
i-Pr 6-1 2 4-CN n-Pr CHyCF4
+Bu 6-Cl- H i-Pr CF;

propargy! 6-Cl H Cl CoF5
cyclopropyl 6-Cl H F CHEF,
i-Pr 6-Cl H Me CH,CF3
t-Bu 6-Cl 4-Br Me CHF,
Me 6-Cl H Me CH;CF3
Et 6-F H Me CH,CF3
i-Pr 6-Cl H Me CH,Cl
-Bu 6-Cl 4-Cl Me CCIF4
Me 6-Cl H Me CH,CH,Cl
Et 6-1 H Me n-CyFq
i-Pr 6-Cl H Me i-C3F4
-Bu 6-Clt 4-F Me Allyl
propargyl 6-Cl H CF; CF,CHF,
Et 6-Cl H CF, i-C4Fq
i-Pr 6-Cl H OMe CFoCHF
-Bu 6-Cl 4-Cl H CF,CHF,
Me 6-Cl H H CF,CHF,
Et 6-Cl H H Me
i-Pr 6-Cl 3! H CH5CF3
t-Bu 6-Br H H CH,CF,
cyclopropyl 6-Cl 4-Br H CH;CF4
Et 6-Cl H CyFs
i-Pr 6-Cl H H CoFs
t-Bu 6-F 4-Me CyFs
Me 6-Cl H H CF,CHF,
Et , 6-Cl H H CH,CF3
i-Pr 6-CN 4-Cl H n-C3Fq
-Bu 6-Cl Ph i-CyF9
propargyl 6-Cl H Ph CH,CF3
Et 6-Cl H Ph CF,CHF,
i-Pr 6-Cl H 2-pyridyl CHF, -
t-Bu 6-Cl 4-Br 2-pyridyl CH,CF;
cyclopropyl 6-Cl H 2-ClPh CF,CHF,
Et 6-F H 2-ClPh CH,CF3
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r3 R4a R4b Rva Rvb
i-Pr 6-Cl H 2-ClPh CF,CHF,
-Bu 6-Cl H 2-ClPh CHF,
Me 6-Cl H 2-ClPh Et
Et 6-Br 4-Cl 2-BrPh CBtFy
i-Pr 6-Cl H 2-MePh CH,CF3
t-Bu 6-Cl H 2-CNPh CFoCHFy
Me 6-Cl H 2-FPh CH,CF3

propargyl 6-Cl H 2,6-FoPh CH,CF3
i-Pr 6-Br H 2,4-F,Ph CF,CHF,
t-Bu 6-Cl 4-CN 2,5-F,Ph CH,CF3
Me 6-Cl H 2-MeOPh CH,CF3
Et 6-Cl H 3-Cl-2-pyridyl CF,CHF,
i-Pr 6-Cl 4-Br 3-Cl-2-pyridyl CH,CF3
t-Bu 6-CN H 3-Cl-2-pyridyl CF,CHF,
Me 6-Cl 4-1 3-Cl-2-pyridyl CF4
Et 6-Cl H 3-Cl-2-pyridyl CHF,
i-Pr 6-Br H 3-F-2-pyridyl CBrF,
t-Bu 6-Cl H 3-CF3-2-pyridyl CH,CF3
propargyl 6-Cl 3-Me-2-pyridyl CFoCHF,
Et 6-Cl 4-Br 3-Br-2-pyridyl CH,CF,
i-Pr 6-Cl 3-Br-2-pyndyl CF3
-Bu 6-Cl H 3-Br-2-pyridyl CHyCF,
Me 6-Cl H 3-Br-2-pyridyl CF,CHF,
Table (9
N
\
vy
R42 3 NH Rva
4
5
R4b NH
6 -
0" R3
R3 Réa Réb RVa RVD
Me 3-Me H H CHF,
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rR3 r4a r4b grva rvb
Et 3-Me 5-Me H CH,CF5
i-Pr 3-Me H H CH,CF3
-Bu 3-Me 5-Cl Me CH,CF4
Me 3-Me H Et CH,CF;
Et 3-Me H Me CF,CHF,
i-Pr 3-Me 5-Br Et CHF,
-Bu 3-Me H Me CHF,
propargyl 3-Me H Me CBrFy
cyclopropy! 3-Me H Me CHyF
i-Pr 3-Me 5-C1 Me CH,CF,
-Bu 3-Me H Me Et
Me 3-Me 5-CN Me n-Pr
Et 3-Me H Me CH7C,F5
i-Pr 3-Me H Me CH,CF4
t-Bu 3-Me H Me CF3
propargy! 3-Me Me CyF5
cyclopropyl 3-Me Et CHF»
i-Pr 3-Me n-Pr CH,CF3
t-Bu 3-Me 5-Br i-Pr CHF,
Me 3-Me H Cl CH,CF3
Et 3-Me H F CH,CF;
i-Pr 3-Me H Me CH,Cl!
t-Bu 3-Me 5-Cl Me CCIF,
Me 3-Me Me CH,CH;,Cl
Et 3-Me Me n-C1F5
i-Pr 3-Me H Me i-C1F7
-Bu 3-Me 5-F Me Allyl
propagyl 3-Me H Et CF,CHF,
Et 3-Me ‘H Et i-C3F7
i-Pr 3-Me n-Pr CF,CHF,
-Bu 3-Me 5-Ci i-Pr CF,CHF,
Me 3-Me CF3 CF,CHF,
Et 3-Me H CF3 Me
i-Pr 3-Me H OMe CH,CF3
t-Bu 3-Me H CH,CF4
cyclopropyl 3-Me 5-Br H CH,CFy
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R3 r4a r4b RVva RVvb
Et 3-Me H H CyF5
i-Pr 3-Me 5-Me CyFs
-Bu 3-Me CoFs
Me 3-Me H CF,CHF,
Et 3-Me i-Pr CH,CF5
i-Pr 3-Me 5-Cl H n-C3E7
-Bu 3-Me H i-C3F7
propargyl 3-Me H Ph CH,CF3
Et 3-Me H Ph CF,CHF,
i~Pr 3-Me H Ph CHF,
~-Bu 3-Me 5-Br 2-pyridyl CHpCF3
cyclopropyl 3-Me H Z—éyn'dyl CFyCHF,
Et 3-Me H 2-CIPh CH,CF3
i-Pr 3-Me H 2-CIPh CF,CHF,
t-Bu 3-Me H 2-CIPh CHF,
Me 3-Me H 2-CIPh Et
Et 3-Me 5-Cl 2-ClPh CBrF,
i-Pr 3-Me H 2-BrPh CHyCF3
t-Bu 3-Me H 2-MePh CF,CHF,
Me 3-Me H 2-CNPh CHyCF;
propargyl 3-Me H 2-FPh CripCry
i-Pr 3-Me 5-CN 2,6-FoPh CF,CHF,
t-Bu 3-Me H 2,4-FoPh CH,CF3
Me 3-Me H 2,5-FpPh CH,CF;
Et 3-Me H 2-MeOPh CF,CHF,
i-Pr 3-Me 5-Br 3-Cl-2-pyridyl CH,CF3
-Bu 3-Me H 3-Cl-2-pyridyl CF,CHF,
Me, 3-Me 5-1 3-Cl-2-pyridyl Cry
Et 3-Me H 3-C1-2-pyridyl CHF,
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl CBrF,
t-Bu 3-Me H 3-F-2-pyridyl CH,CF3
propargyl 3-Me H 3-CFy-2-pyridyl CF,CHF,
Et 3-Me 5-Br 3-Me-2-pyridyl CH,CF3
i-Pr 3-Me H 3-Br-2-pyridyl CF3
t-Bu 3-Me H 3-Br-2-pyridyl CH,CF3
Me 3-Me H 3-Br-2-pyridy} CF,CHF,
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R3 R4a rdb Rva Rvb
Et 3-Me H 3-Br-2-pyridyl CCiFp
Me 6-Me H H CHF,
Et 6-Me 4-Me H CH,CF;3
i-Pr 6-Me H H CH,CF3
t-Bu 6-Me Cl Me CHyCF;
Me 6-Me H Et CH,CF;
Et 6-Me Me CFoCHF,
i-Pr 6-Me 4-Br Et CHF,
-Bu 6-Me Me CHF,

propargyl 6-Me H Me CBrFp
cyclopropyl 6-Me H Me CHoF
i-Pr 6-Me 4-Cl Me CH,CF3
-Bu 6-Me H Me Et
Me 6-Me H Me n-Pr
Et 6-Me Me CH,CyF5
i-Pr 6-Me 4-CN Me CH,CF3
-Bu 6-Me H Me CF3
propargyl 6-Me H Me CoFs
cyclopropyl 6-Me H Et CHF,
i-Pr 6-Me H n-Pr CH,CF3
t-Bu 6-Me 4-Br i-Pr CHF»
Me 6-Me cl CH,CF3
Et 6-Me H F CH,CF3
i-Pr 6-Me Me CH)Cl
t-Bu 6-Me 4-Cl Me CCiF,
Me 6-Me Me CH,CH,Cl
Et 6-Me H Me n-CyFy
i-Pr 6-Me H Me i-C3F4
-Bu 6-Me 4-F Me Allyl
propargyl 6-Me H Me CF,CHF,
Et 6-Me H Me i-C3F7
i-Pr 6-Me H Me CF,CHF,
t-Bu 6-Me 4-Cl Me CF,CHF
Me 6-Me H CF, CF,CHFy
Et 6-Me H CF3 Me
i-Pr 6-Me H OMe CH,CF3 -

215



02818247. 2 oo B E212/245
R3 RAa RA4b Rve RVb
-Bu 6-Me H H CH,CF3
cyclopropyl 6-Me 4-Br H CH,CF3
Et 6-Me H H CoFs
i-Pr 6-Me H H CoFs
t-Bu 6-Me 4-Me H CoFs
Me 6-Me H H CF,CHF7
Et 5-Me K q CH,CF3
i-Pr 6-Me 4-Cl H n-C3F4
-Bu 6-Me H H i-C3F7
propargyl 6-Me H H CH,CF3
Et 6-Me H H CF,CHF;
i~Pr 6-Me H H CHF
+-Bu 6-Me 4-Br Ph CH,CF;
cyclopropyl 6-Me H Ph CF,CHFy
Et 6-Me H Ph CH,CF;
i~Pr 6-Me H 2-pyridyl CF,CHF
-Bu 6-Me H 2-pyridyl CHEF,
Me 6-Me H 2-ClPh Et
Et 6-Me 4-Cl 2-CIPh CBrF,
i-Pr 6-Me H 2-ClPh CH,CF3
+-Bu 6-Me 4-CN 2-CIPh CFoCHF,
Me 6-Me H 2-CIPh CH,CF3
propargyl 6-Me H 2-BrPh CHyCFy
i-Pr 6-Me H 2-MePh CF,CHF,
-Bu 6-Me H 2-CNPh CH,CF;
Me 6-Me H 2-FPh CH,CF;
Et 6-Me H 2,6-F7Ph CF,CHF,
i~P1; 6-Me 4-Br 2,4-F,Ph CH,CF3
t-Bu 6-Me H- 2,5-FoPh CF,CHF,
Me 6-Me 4- 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CHF,
i-Pr 6-Me H 3-Cl-2-pyridyl CBtF,
t-Bu 6-Me H 3-Cl-2-pyridyl CH,CF3
propargyl 6-Me H 3-Cl-2-pyridyl CF,CHF,
Et 6-Me 4-Br 3-Cl-2-pyridyl CH,CF4
i-Pr 6-Me H 3-F-2-pyridyl CFy
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R3 R4a R4b Rva Rvb
t-Bu 6-Me H 3-CF3-2-pyridyl CH,CF3
Me 6-Me 3-Me-2-pyridyl CF,CHF,
Et 6-Me 3-Br-2-pyridyl CCIFy
i-Pr 6-Me 4-Cl 3-Br-2-pyridy! CH,CF3
+-Bu 6-Me 3-Br-2-pyridyl CF;
i-Pr 6-Me H 3-Br-2-pyrnidyl CFoCHFy
Me 3-Cl H H CHF,
Et 3-Br 5-Me H CH,CF3
i-Pr 3-Cl H H CH,CF3
-Bu 3-Cl 5-Cl Me CH,CF3
Me 3-Cl Et CH,CF;
Et 3-Cl Me CF,CHF,
i-Pr 3-Cl 5-Br Et CHF»
-Bu 3-Cl H Me CHF,

propargyl 3-Cl H Me CBrFy
cyclopropyl 3-Cl H Me CH,F
i-Pr 3¢ 5-Cl Me CH,CFy
(-Bu 3-Cl H Me Et
Me 3-F H Me n-Pr
EL 3-Cl H Me CHyHCyFs
i-Pr 3-Cl 5-CN Me CH,CF,
-Bu 3-Cl H Me CF3
propargyl 3-Cl H Me CyFs
cyclopropyl 3-Cl H Et CHF,
i-Pr 3-Cl H n-Pr CH,CF5
+-Bu 3-Cl 5-Br i-Pr CHF,
Me 3-Cl H Cl CH,CF3
Et 3-Br H F CH,CF3
i-Pr 3-Cl H Me CH,Cl
t-Bu 3-Cl 5-Cl Me CCIF,
Me 3-C1 H Me CH,CH,Cl
Et 3-Cl H Me n-C1F7
i-Pr 3-Cl H Me i-CyF~
+-Bu 3-Cl 5-F Me Aliyl
propargyl 3-Cl H Me CFoCHF
Et 3-Cl H Me i-C3F9
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R3 r4a r4b Rva RVb
i-Pr 3-Br H Me CF,CHF,
-Bu 3-Cl 5-Cl Me CF,CHF,
Me 3-Cl H CF3 CF,CHF,
Et 3-CN H CFy Me
i-Pr 3-Cl H OMe CH,CF3
t-Bu 3-Cl H H CH,CF3
cyclopropyl 3-Cl 5-Br H CH,CF3
Et 3-Cl H H C,Fs
i-Pr 3-Cl H H CyFs
t-Bu 3.C1 H H CyFs
Me 3-F H H CF,CHF;
Et 3-Cl H H CH,CF3
i-Pr 3-Ct 5-Cl H n-C3F1
t-Bu 3-Cl H H i-C3Fq
propargyl 3-Cl H H CH,CF3
Et 3-Cl H H CF,CHF,
i-Pr 3-Cl H H CHF,
t-Bu 3-Cl 5-Br Ph CH,CF3
cyclopropyl 3-C1 H Ph CF,CHF,
Et 3-Cl H Ph CH;CF;
i-Pr 3-Br H 2-pyridyl CF,CHF,
t-Bu 3-C1 H 2-pyridyl CHF,
Me 3-Cl H 2-ClPh Et
Et 3-Cl 5-Cl 2-CIPb CBrFy
i-Pr 3-Cl H 2-CIPh CH,CF5
t-Bu 3-1 H 2-ClPh CF,CHF»,
Me 3-Cl 5-Me 2-ClPh CH,CFj3
propargyl 3-Cl H 2-BrPh CH,CF;3
i-Pr 3-Cl H 2-MePh CF,CHF,
:Bu 3-Cl 5-CN 2-CNPh CH,CF;
Me 3-CI H 2-FPh CH,CF;3
Et 3-Cl H 2,6-F,Ph CF,CHFy’
i-Pr 3-Cl 5-Br 2,4-FoPh CH,CF3
t-Bu 3-F H 2,5-FoPh CF,CHF;
Me 3-Cl 5-1 2-MeOPh CF3
Et 3-Cl H 3-Cl-2-pyridyl CHF,
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R3 R4a R4b 8L rRVb
i-Pr 3-CN 3-Cl-2-pyridyl CBrfFy
+-Bu 3-Cl 3-Ci-2-pyridyl CH,CF4

propargy! 3-Cl 3-Cl-2-pyridy! CF,CHF,
Et 3-Cl 5-Br 3-Cl-2-pyridy! CH,CF3
i-Pr 3-Cl 3-F-2-pyridyl CF;
t-Bu 3-Br H 3-CF3-2-pyridyl CH,CF3
Me 3-Cl H 3-Me-2-pyridyl CF,CHF,
Et 3-Cl 3-Br-2-pyridyl CCIF,
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl CH,CF3
1-Bu 3-Cl 3-Br-2-pyridyl CF;
i-Pr 3-Cl H 3-Br-2-pyridyl CF,CHF,
Me 6-Cl H Et CHF,
Et 6-Br 4-Me Me CH,CF;
i-Pr 6-Cl H Et CH,CF;
+-Bu 6-Cl Cl Me CH,CF;
Me 6-Cl H Me CH,CF3
Et 6-Cl Me CF,CHF,
i-Pr 6-F 4-Br Me CHF,
{-Bu 6-Cl Me CHF,
propargyl 6-Cl Me CBrF,
cyclopropyl 6-Cl H Me CH,F
i-Pr 6-Cl 4-Cl Me CH,CF,
-Bu 6-Cl Me Et
Me 6-Cl1 Me n-Pr
Et 6-Cl Et CH,CyFs
i-Pr 6-1 4-CN n-Pr CH,CF5
t-Bu 6-Cl i-Pr CF;
propargy! 6-Cl H Cl CyF5
cyclopropyl 6-Cl H F CHF,
i-Pr 6-Cl H Me CH,CFy
t-Bu 6-Cl 4-Br Me CHF,
Me 6-Cl H Me CH,CF4
Et 6-F H Me CHE,CF;
i-Pr 6-Cl H Me CH,Cl
t-Bu 6-Cl 4-Cl Me CCIF,
Me 6-Cl H Me CH,CH;Cl
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R3 Rda R4b Rva RVb
Et 6-1 H Me n-C3F7
i-Pr 6-Cl H Me i-C3F4
t-Bu 6-Cl 4-F Me Allyl
propargyl 6-Cl H CF3 CF,CHF,
Et 6-Cl H CF3 i-C3F7
i-Pr 6-Cl H OMe CF,CHF,
-Bu 6-Cl 4-Cl H CF,CHF,
Me 6-Ci H H CF,CHF,
Et 6-Cl H H Me
i-Pr 6-Cl H H CHyCFy
t-Bu 6-Br H H CH,CF,
cyclopropyl 6-Cl 4-Br H CH,CF4
Et 6-Cl H H CyF5
i-Pr 6-Cl H H CyF5
-Bu 6-F 4-Me H CyFs
Me 6-Cl H H CFoCHF,
Et 6-Cl H H CH,CF3
-Pr 6-CN 4-Cl H n-C3Fq
-Bu 6-Cl H Ph -C3F7
propargy! 6-Cl H Ph CH;,CF;
Et 6-Cl H Ph CF,CHEF,
i-Pr 6-Cl H 2-pyridyl CHF,
(-Bu 6-Ci 4-Br 2-pyndyl CH,CF3
cyclop:ropyl 6-Cl H 2-CIPh CF,CHF,
Et 6-F H 2-ClPh CH,CF3
i-Pr 6-Cl H 2-ClPh CF,CHF,
-Bu 6-Cl H 2-ClPh CHF;
Me, 6-Cl H 2-Clph Et
Et 6-Br 4-Cl 2-BrPh CBrFy
i-Pr 6-Cl H 2-MePh CH,CF3
t-Bu 6-Cl H 2-CNPh CF,CHF,
Me 6-Cl H 2-FPh CH,CF3
propargyl 6-Cl H 2,6-FoPh CH,CF3
i-Pr 6-Br H 2,4-FoPh CF,CHF,
t-Bu 6-Cl 4-CN 2,5-F9Ph CH,CF3
Me 6-Cl H 2-MeOPh CH,CF3
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R3 rda R4b Rva RVb
Et 6-Cl H 3-Cl-2-pyridyl CF,CHF,
i-Pr 6-Cl 4-Br 3-Cl-2-pyridy! CH,CF3
t-Bu 6-CN H 3-Cl-2-pyridyl CF,CHF,
Me 6-Cl 4-1 3-Cl-2-pyridyl CF;
Et 6-Cl H 3-Cl-2-pyridyl CHF,
i-Pr 6-Br H 3-F-2-pyridyl CBrF,
t-Bu 6-Cl H 3-CF3-2-pyridyl CH)CF4

propargyl 6-Cl H 3-Me-2-pyridy! CF,CHF,
Et 6-Cl 4-Br 3-Br-2-pyridyl CH,CF;
i-Pr 6-Cl H 3-Br-2-pyridyl CF3
-Bu 6-Cl H 3-Br-2-pyridy! CH,CF;3
Me 6-Cl H 3-Br-2-pyridy! CF,CHF,
Table 20
—N
OYQ/\N*RV})
Ria_3 NH  gva
4
5
R4b y I}JH
417\113
0
rR3 r4a R4b RVa RVvD
Me 3-Me H H CHF;
Et 3-Me 5-Me H CH,CF5
i-Pr 3-Me H H CH,CF3
t-Bu 3-Me 5-Cl Me CH,CF,
Me- 3-Me H Et CH;CF;
Et 3-Me H Me CF,CHF,
i“Pr 3-Me 5-Br Et CHF,
+-Bu 3-Me H Me CHF,
propargy! 3-Me H Me CBrFy
cyclopropyl 3-Me H Me CHjF
i-Pr 3-Me 5-Cl Me CH,CF3
-Bu 3-Me H Me Et
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R} R43 r4b Rva RvD
Me 3-Me 5-CN Me n-Pr
Et 3-Me H Me CH,C5Fs
i-Pr 3-Me H Me CH,CF5
1-Bu 3-Me H Me CFj

propargy! 3-Me H Me CyFs
cyclopropyl 3-Me H Et CHF,
i-Pr 3-Me d n-Pr CH,CFEy
-Bu 3-Me 5-Br i-Pr CHF,
Me 3-Me H Cl CH,CF3
Et 3-Me H F CH,CF;
i-Pr 3-Me H Me CH,Cl
t-Bu 3-Me 5-Cl Me CCIF,
Me 3-Me H Me CH,CH,Cl
Et 3-Me H Me n-C3Fq
i-Pr 3-Me H Me i-C3F4
-Bu 3-Me 5-F Me Allyl
propargy! 3-Me H Et CF,CHF
Et 3-Me Et i~C3F7
i-Pr 3-Me n-Pr CF,CHF,
t-Bu 3-Me 5-Cl i-Pr CF,CHF
Me 3-Me H CF3 CF,CHF,
Et 3-Me H CF3 Me
-Pr 3-Me H OMe CH,CF;
-Bu 3-Me H CH,CF;
cyc.loprlopyl 3-Me 5-Br H CH,CF;
Et 3-Me H C,Fs
I-Pr 3-Me 5-Me H CyFs
t-Bu, 3-Me H H CyFs
Me 3-Me H H CF,CHF»
Et- 3-Me H i-Pr CH,CF4
i-Pr 3-Me 5-Cl H n-CyF7
t-Bu 3-Me H H i-C3F7
propargyl 3-Me H Ph CH,CF;
Et 3-Me H Ph CF,CHF3
i-Pr 3-Me Ph CHF,
t-Bu 3-Me 5-Br 2-pyridyl CH,CF3
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R3 r4a R4b Rrva rvb
cyclopropyl 3-Me H 2-pyridyl CF,CHF,
Et 3-Me H 2-ClPh CH,CF5
i-Pr 3-Me H 2-ClPh CF,CHF,
t-Bu 3-Me H 2-CIPh CHF,
Me 3-Me 2-ClpPh Et
Et 3-Me 5-Cl 2-ClPh CBrF,
i-Pr 3-Me 2-BrPh CH,CF;
t-Bu 3-Me H 2-MePh CF,CHF,
Me 3-Me H 2-CNPh CH,CF3
propargyl 3-Me 2-FPh CH,CF3
i-Pr 3-Me 5-CN 2,6-FoPh CF,CHF,
t-Bu 3-Me 2,4-F9Ph CH,CF3
Me 3-Me 2,5-F7Ph CH,CF3
Et 3-Me 2-MeOPh CF,CHF,
i-Pr 3-Me 5-Br 3-C1-2-pyridyl CH,CF5
+-Bu 3-Me 3-Cl-2-pyridyl CF,CHF,
Me 3-Me 5-1 3-Cl1-2-pynidyl CF3
Et 3-Me H 3-Cl-2-pyridyl CHF,
i-Pr 3-Me 5-Me 3-Cl-2-pyridyl CBrF,
-Bu 3-Me H 3-F-2-pyridyl CH,CF,
propargyl 3-Me H 3-CF3-2-pyridy! CF,CHF,
Et 3-Me 5-Br 3-Me-2-pyridyl CH,CF3
i-Pr 3-Me H 3-Br-2-pyridyl CF,
I-Bu 3-Me H 3-Br-2-pyridyl CHoCF;
Me 3-Me H 3-Br-2-pyridy! CF,CHF,
Et 3-Me H 3-Br-2-pyridyl CCIF,
Me 6-Me H H CHF,
Et , 6-Me 4-Me H CH,CFj5
i~Pr 6-Me H H CH,CF3
t-Bu 6-Me Cl Me CH,CF3
Me 6-Me H Et CH,CF3
Et 6-Me Me CF,CHF,
i~Pr 6-Me 4-Br Et CHF,
t-Bu 6-Me Me CHF,
propargyl 6-Me H Me CBrFy
cyclopropyl 6-Me H Me CHoF
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R3 R4a R4b Rva RV
i-Pr 6-Me 4-Cl Me CH,CF4

-Bu 6-Me H Me Et
Me 6-Me H Me n-Pr
Et 6-Me H Me CHyCoFs
i-Pr 6-Me 4-CN Me CH,CF3
t-Bu 6-Me H Me Cr4
propargyl 6-Me H Me CyFs
cyclopropyl 6-Me H Et CHF;,
i-Pr 6-Me H n-Pr CH,CFy
-Bu 6-Me 4-Br i-Pr CHF,
Me 6-Me Cl CH,CF3
Et 6-Me H F CH,CF4
i-Pr 6-Me Me CH,Cl
+-Bu 6-Me 4-Cl Me CCIF,
Me 6-Me H Me CH,CH,Cl
Et 6-Me H Me n-C3F7
i-Pr 6-Me H Me i-C3F7
-Bu 6-Me 4-F Me Allyl
propargyl 6-Me H Me CF,CHF,
Et 6-Me H Me i-C3F4
i-Pr 6-Me Me CF,CHF,
-Bu 6-Me 4-C| Me CF,CHF,
Me 6-Me CFy CF,CHF,
Et 6-Me H CF; Me
i-i?r 6-Me H OMe CH,CF;
t-Bu 6-Me H CH,CF4
cyclopropyl 6-Me 4-Br H CH,CF;
Et 6-Me H CyFs
i-Pr 6-Me H H CyFs
t-Bu 6-Me 4-Me H CyFs
Me 6-Me H H CF,CHF;,
Et 6-Me H H CH,CFq
i-Pr 6-Me 4-Cl H n-CyF7
t-Bu 6-Me H i-C3Fq
propargyl 6-Me H H CH,CF,
Et 6-Me H H CF,CHF,
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R3 r4a R4b Rva Rvo
i-Pr 6-Me H H CHEF;
-Bu 6-Me 4-Br Ph CH,CF;
cyclopropyl 6-Me H Ph CF,CHF,
Et 6-Me H Ph CH,CF3
i-Pr 6-Me H 2-pyridyl CF,CHF;
-Bu 6-Me H 2-pyridyl CHF,
Me 6-Me H 2-Clph Et
Et 6-Me 4-Cl. 2-ClPh CBrF,
i-Pr 6-Me H 2-CIPh CH,CF3
t-Bu 6-Me 4-CN 2-ClPh CF,CHF,
Me 6-Me H 2-CiPh CH,CF3
propargyl 6-Me H 2-BrPh CH,CF;
-Pr 6-Me H 2-MePh CF,CHF,
t-Bu 6-Me H 2-CNPh CH,CF,
Me 6-Me H 2-FPh CH,CF;
Et 6-Me H 2,6-F7Ph CF,CHF,
-Pr 6-Me 4-Br 2,4-FyPh CH,CF3
-Bu 6-Me H 2,5-F9Ph CF,CHFE,
Me 6-Me 4-1 2-MeOPh CF3
Et 6-Me H 3-Cl-2-pyridyl CHF,
i-Pr 6-Me H 3-Cl-2-pyridyl CBrF,
-Bu 6-Me H 3-Cl-2-pyridyl CH,CF;
propargyl 6-Me H 3-Cl-2-pyridyl CF,CHF,
Et 6-Me 4-Br 3-Cl-2-pyridyl CH,CF3
i-Pr 6-Me H 3-F-2-pyridyl CF;
t-Bu 6-Me H 3-CF5-2-pyridy! CH,CF3
Me 6-Me H 3-Me-2-pynidyl CF,CHF,
Et 6-Me H 3-Br-2-pyridyl CCIFy
i-Pr 6-Me 4-Cl 3-Br-2-pyridyl CH,CF;
-Bu 6-Me H 3-Br-2-pyridyl CF;
i-Pr 6-Me H 3-Br-2-pyridyl CF,CHF,
Me 3-Cl H H CHF9
Et 3-Br 5-Me H CH,CF,
i-Pr 3-Cl H H CH,CF;
t-Bu 3-Cl 5-Cl Me CH»CF,
Me 3-Cl H Et CH,CF,
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R3 R4a r4b Rva Rrvb
Et 3-Cl H Me CF,CHF,
i-Pr 3-Cl 5-Br Et CHF,
-Bu 3-Cl H Me CHF,
propargyl 3-Cl H Me CBrFy
cyclopropyl 3-Cl B Me CHyF
i-Pr 3-Cl 5-Cl Me CH,CF3
-Bu 3-Cl H Me Et
Me 3-F H Me n-Pr
Et 3-Cl H Me CH,CyF4
i-Pr 3-Cl 5-CN Me CH,CF;3
t-Bu 3-Cl H Me CF,
propargyl 3-Cl H Me C,F5
cyclopropyl 3-Cl H Et CHF,
i-Pr 3-Cl H n-Pr CH,CF3
t-Bu 3-Cl 5-Br i-Pr CHF,
Me 3-Cl H Cl CH,CF4
Et 3-Br H F CH,CF3
i-Pr 3-C1 H Me CH,Clt
-Bu 3-Cl 5-Cl Me CCIF,
Me 3-Cl H Me CH,CH,Cl
Et 3-Cl H Me n-C3F7
i-Pr 3-Cl H Me i-C3F5
t-Bu 3-Cl 5-F Me Allyl
propargyl 3-C1 H Me CF,CHF,
Et 3-Ct H Me i-CyF~
i-Pr 3-Br H Me CF,CHF,
t-Bu 3.Cl 5-Cl Me CF,CHF,
Me 3-Ct H CF,y CF,CHF,
Et 3-CN H CF; Me
i-Pr 3-C1 H OMe CH,CF,
-Bu 3-Cl H H CH,CF3
cyclopropyl 3-Cl 5-Br H CH,CF,
Et 3-Cl H H CyFs
i-Pr 3-Cl H H CyFs
-Bu 3-Cl H H CyFs
Me 3-F H H CF,CHF,
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R3 rda R4b Rva RVt
Et 3-Cl H CH,CF3
i-Pr 3-Cl 5-Cl H n-C3Fq
-Bu 3-Cl H i-C3F5
propargyl 3-Cl H CH,CF4
Et 3-Cl H CF,CHF,
i-Pr 3-Cl H CHF,
t-Bu 3-Cl 5-Br Ph CH)CF3
cyclopropyl 3-Cl Ph CFZCHFZ
Et 3-Cl Ph CH,CF3
i-Pr 3-Br H 2-pyridyl CF,CHF,
t-Bu 3-Ct H 2-pyridyl CHF,
Me 3-Cl 2-ClPh Et
Et 3-Cl 5-Cl 2-CIPh CBrF,
i-Pr 3-C1 2-CIPh CH,CF3
¢-Bu 31 H 2-CIPh CF,CHF,
Me 3-Cl 5-Me 2-CIPh CH,CF3
propargyl 3-Cl H 2-BrPh CHoCF5
i-Pr 3-Ci H 2-MePh CF,CHFy
-Bu 3-Cl 5-CN 2-CNPh CH;CFy
Me 3-Cl H 2-FPh CH,CF3
Et 3-C H 2,6-FoPh CF,CHF»
i-Pr 3-Cl 5-Br 2,4-FoPh CH,CF3
-Bu 3-F H 2,5-F9Ph CF,CHF,
Me 3-Cl 5-1 2-MeOPh CF3
iy 3-Cl H 3-Cl-2-pyridy! CHF,
Py 3-CN H 3-Cl-2-pyridy!l CBrF,
-Bu 3-Cl H 3-Cl-2-pyridyl CH,CF3
propargyl 3-Cl H 3-Cl-2-pyridyl CF,CHF,
Et 3-Ct 5-Br 3-Cl-2-pyridyl CH,CF3
i-Pr 3-Cl H 3-F-2-pyridyt CF3
-Bu 3-Br H 3-CF3-2-pynidyl CH,CF3
Me 3-Cl H 3-Me-2-pyridyl CF,CHF,
Et 3-Cl H 3-Br-2-pyridyl CCiF5y
i-Pr 3-Cl 5-Cl 3-Br-2-pyridyl CHyCFy
-Bu 3-Ci H 3-Br-2-pyridyl CEy
i-Pr 3-Cl H 3-Br-2-pyridyl CF,CHF,

221



02818247. 2 BB B 58224/245W1

Rr3 rda R4b Rva RVvb
Me 6-Ci H Et CHF,

Et 6-Br 4-Me Me CH,CF;
i-Pr 6-Cl H Et CHiCF3
-Bu 6-Cl cl Me CH,CFj3
Me 6-Cl H Me CH,CF3

Et 6-Cl H Me CFyCHF,
i-Pr 6-F 4-Br Me CHF,
-Bu 6-Cl H Me CHF,

propargy! 6-Cl H Me CBrF,
cyclopropyl 6-Cl H Me CHyF
i-Pr 6-CI 4-Cl Me CH,CF;
t-Bu 6-Cl H Me Et
Me 6-Cl H Me n-Pr

Et 6-Cl H Et CH,CoF5
i-Pr 6-1 4-CN n-Pr CH;,CF;
t-Bu 6-Cl H i-Pr CF3

propargy! 6-Cl H Ct CyF5
cyclopropyl 6-Cl H F CHF,
i-Pr 6-Cl H Me CH,CF;
-Bu 6-Cl 4-Br Me CHF,
Me 6-Cl H Me CH,CF;

Et 6-F H Me CH,CFy
i-Pr 6-Cl H Me CH,ClI
t-Bu 6-Cl 4-Cl Me CCIF,
Me 6-Cl H Me CH,CH,Cl
Et 6-1 H Me n-C3Fq
i-Pr 6-Cl H Me i-C3F7
t-Bu, 6-Cl 4-F Me Allyl

propargyl 6-Cl H CF3 CFoCHF,

Et 6-Cl H CFy i-C3F7
i-Pr 6-Cl H OMe CF,CHF;
t-Bu 6-Cl 4-Cl H CF,CHF
Me 6-Cl H H CF,CHF

Et 6-Cl H H Me
i-Pr 6-Cl H H CH,CF3
t-Bu 6-Br H H CH,CF3

228



02818247. 2 BB B 58225/245W
R3 R4 R4b RV RV
cyclopropyl 6-Cl 4-Br H CH,CF3
Et 6-Cl H H CoFs
i-Pr 6-Cl H H C,Fs
-Bu 6-F 4-Me H CoFs
Me 6-Cl H H CF,CHF;
Et 6-Cl H H CH)CF3
i-Pr 6-CN 4-Cl H n-C3F7
-Bu 6-Cl H Ph i-C3F7
propargy! 6-Cl H Ph CH,CF;
Et 6-Cl H Ph CF,CHF,
i-Pr 6-Cl H 2-pyridyl CHF,
-Bu 6-Cl 4-Br 2-pyridyl CH,CF3
cyclopropyi 6-Cl H 2-ClPh CF,CHF,
Et 6-F H 2-CIPh CH,CF3
i-Pr 6-Cl H 2-CIPh CF,CHF,
-Bu 6-Cl H 2-CIPh CHF,
Me 6-Cl H 2-ClPh Et
Et 6-Br 4-Cl 2-BrPh CBrEF,
i-Pr 6-Cl H 2-MePh CH,CF4
t-Bu 6-Cl H 2-CNPh CF,CHF,
Me 6-Cl H 2-FPh CH,CF;
propargyl 6-Cl H 2,6-FoPh CH,CF;
i-Pr 6-Br H 2,4-FPh CF,CHF,
t-Bu 6-Cl 4-CN 2,5-FoPh CH,CFy
Me 6-Cl H 2-MeOPh CH,CF3
Et 6-Cl H 3-Cl-2-pyridy! CF,CHF,
i-Pr 6-Cl 4-Br 3-Cl-2-pyridyl CH,CF4
+Bu 6-CN H 3-Cl-2-pyridyl CF,CHF,
Me 6-Cl 4.1 3-Cl-2-pyridyl CF4
Et 6-Cl H 3-Cl-2-pyridyl CHFy
i-Pr 6-Br H 3-F-2-pyridyl CBrFy
t-Bu 6-Cl H 3-CF5-2-pyridyl CH,CFq
propargyl 6-Cl H 3-Me-2-pyridyl CFoCHF,
Et 6-Cl 4-Br 3-Br-2-pyridyl CH,CF4
i~Pr 6-Cl H 3-Br-2-pyridyl CFy
t-Bu 6-Cl H 3-Br-2-pyridyl CH,CFq
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R} Rda R4b Rva va
Me 6-Cl H 3-Br-2-pyridyl  CF,HCF;
A R BR B A 4 2 S e )
RS/ R R

TR\ ED— ﬁ’i‘?ﬁik_l:ﬁﬁﬂ’]%zﬁi I AFIRRA S
YRR, & B EREE DM AR B R B ek E
WEPER, FIECH SR IR PR 5 R RO . LA TS
AOMPREEE Z 0] an 3300 | B E 5EEAE 2. B AR EER
AR R (BIERT IR GEY)) . BFER], FR (B ST B
ENES, EATRMEEBREHERECRY . B AR R 0B S E A
. R BRI R AR, RS, BT LLRK R
(AR OBUKEER .. B RS TR, E— D RS
ﬁU‘E@W?‘Jﬁ” 53 SN T X B RO S BB T B AT BB AL (3R “Ah
R e RCBIEE FT DA T BRAE 2 RO o BRI Tﬂﬁ"%f‘uf*”ff%‘ﬁ
W B R R, R E AR AR LIRS | HEJLE T
REZHIH Y EERAE®— SRR FE .

LR U—REFEREBOFERAS . HEERMZEEEN,
PRAEUTEE, SHESEE LS 100%EET).

ERESH |
BRLS | BBER | REEME

K BAEFR KRR 7| 5-90 0-94 1-15
Rk 7|

BEM. LW, BEEETH|  5-50 40-95 0-15

1L BT IR 454D)

il 1-25 70-99 0-5
FRURE 7 A0 L7 0.01-99 | 5-99.99 0-15
EIREHEY 90-99 0-10 0-2
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HLFY B [E AR BE A AE Watkins % N, Handbook of Insecticide Dust
Diluents and Carriers, 2nd Ed., Dorland Books, Caldwell, NewlJersey
FAET R BRI AE Marsden, Solvents Guide, 2nd Ed.,
Interscience, New York, 1950 F4E T /48 . McCutcheon's Detergents and
Emulsifiers Annual, Allured Publ. Corp., Ridgewood, New Jersey LA X
Sisely and Wood, Encyclopedia of Surface Active Agents, Chemical Publ.
Co., Inc., New York, 1964, Zi T REFHEFIMAEENH. a7
TRl S F BTSN, LLRIR . R R METRAEK
&, BN LA RS .

REEEN O, fla, RIEEME. RIEENURED. B
ZEFEA K WAL AR I BRI L TE AL T B8 e AR NE . FRER S AR RE
GEERME . BIRRES. NN TR B KRR
ZHEREFRE Y. RARBHNRELKH/RENIGRERILERD.
BB ASE, Pl KtwiEt, A, EELHER .
R M. ZEALEE. BR. BEEL. JRKE. KRR, BREBRMAEKE
SRR, MERERREE, i, K. NN-ZFEPEZ.
TN, N-GEEME . OB, BN B AR, REER. b
FZE. MO EERRVE. IRRFFE. AV AR, EOK. Ted.
MR K. SEFFMANER -, feliBREE. ERSan*Cld. 2-5%
B, R /RERF] 4-F2FE-4-FE-2- R . MEERWM AR, FOBE. +
TR R Y SR R

IR, SEATIARKREY), TUREEEMESSHTHE.
oy FRIAN K FT VR S AT IR T HE B B A BB P L T B R A . &
F RGBS IR E; B, fli0, US 3,060,084, BUALFIFIA
71 108 3 A A B R B TS R B RORL A B I I M AR R A
% . = Browning, "Agglomeration", Chemical Engineering, 1967
F 12 A4 H, 35 147-48 T1. Perry's Chemical Engineer's Handbook,
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4th Ed., McGraw-Hill, New York, 1963 %8 8-57 TWHIBE/E &4, LAK
PCT 2+ JF WO 91/13546. AFIKIFI& 40 US 4,172,714 ik K5k
PEANK I M BURLFTI 40 US 4,144,050, US 3,920,442 1 DE 3,246,493
G HI% . KA US 5,180,587, US 5,232,701 1 US 5,208,030 &
3%, HER R GB 2,095,558 1 US 3,299,566 = #{ T %%

BRI RPWELZEF LTSN TS, Woods, "The Formulator's
Toolbox-Product Forms for Modern Agriculture"in Pesticide Chemistry
and Bioscience, The Food-Environment Challenge, T. Brooks Al T.R.
Roberts %4, Proceedings of the 9th International Congress on Pesticide
Chemistry, The Royal Society of Chemistry, Cambridge, 1999 5% 120-133
. BB US 3,235361 58 6 258 16 T EEE 7 £228 19 {TAISEHEHY
10-41; US 3,309,192 % 5 #2256 43 1725 7 258 62 1T FLHEH 8. 12,
15,39, 41,52, 53,58, 132, 138-140. 162-164. 166 167 1 169-182;
US 2,891,855 S8 3228 66 T 2 58 S 58 17 1T AL #45 1-4; Klingman,
Weed Control as a Science, John Wiley 1 Sons, Inc., New York. 1961
%% 81-96 1; F1 Hance %, Weed Control Handbook, 8th Ed., Blackwell
Scientific Publications, Oxford, 1989,

LTSRS, A E BN UER, FrafREATEI

TiiEEl& . WEWSESNERSIR A FHLED.

LR A
ATVE T A 7
e 1 65.0%
T R EMR Z _EERE 2.0%
KRR ETER N 4.0%
T ER BR A 6.0%
S M (R Y 23.0%
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1 B
L)

&Y 7 10.0%
(gt + Uk (A5 &4, 0.71/0.30 mm; U.S.25-50 50f)  90.0%

SEFEB C

ax//B 25.0%
To 7K i R 10.0%
AR T 2R R PR A 5.0%
e B ZE IR AN 1.0%
/BRI 59.0%
SLHEf D
] FH AL B IR ZEY)
& 7 20.0%
VIR T A MR IR AN R A L E B TR A 10.0%
Fe A R I 70.0%
Lt E
FALA
a=x//B 0.5%
TR 2.5%
FLPE 4.0%
T A 93.0%

A K BB EIACE YRR EE T8 R R B R AR/ B L R B Y
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N, FRIRX IR AER B EHEE BB vEE M. (FE
FUBA-PH LT ch “TEMEE ARG BRSNS TEfE R K
(ELEEUE), NMBERDCEFEESR O ERIRWEEHRE; HH
KGR TE SR, )IEWAU B FR, K& “THEHER” 6
TER AL EEE TR SRR HEE R AET
Bizhy)” SfEE R, W, Bk, 1§, R, TER. R RNEs
Mo Kig “REEENY)” OFEIRG. S RMEEMRE . RiE LR
IR AR AR, Fl. mH, KEE RFE L (kAR HN).

W & (Tematoda) . FHK AN (L2 TR T N), ARAIHFEIAR N 5720
HEr, RNEMENWESYINE SR EHESENAN. R, AKX
WEWMRRT X EEBEEEKR. k. BZE. EE. WHHE
Y. EYIFIEYE. AL TAEMZIYRE. FKEMEAZRN. KA.
TR G6% P s B B FR )T 1 X e AR ST EH B 40 R, B an BOE RS
., PR, RUEF heliothines(# 40, B ks B (Spodoptera fugiperda
J. E. Smith). EH KW (Spodoptera exigua Hubner). /NBZE R (Agrotis
ipsilon Hufnagel). #3 SU W& (Trichoplusia ni Hubner). 3 Y17 H %
(Heliothis virescens Fabricius)); SEMFEIROEE S, SR, EME
H R, BRI R (F G, BRI E K ESEE B (Ostrinia
nubilalis Hubner). IR (Admyelois transitella Walker). EXRB LN E
H(Crambus caliginosellus Clemens). % W F Hi(Herpetogramma
licarsisalis Walker)); MR PG, R, MTIHER, MKRG
w(@an, 3R E M (Cydia pomonella Linnaeus). H & /D& L H
(Endopiza viteana Clemens)~ /N0 H(Grapholita molesta Busck));

MAZHELSF FEEMNSWE (B, Kk (Plutella xylostella
Linnaeus) « £L % H (Pectinophora gossypiella Saunders) . #& & i
(Lymantria dispar Linnaeus)); £k B AR, BEX 8/ DgEm
WEEL(BI0, 2R B8R (Blatta orientalis Linnaeus). 1 yH 2 #¥(Blatella
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asahinai Mizukubo). 12 [E 25 B (Blattella germanica Linnaeus). &7 i
% (Supella longipalpa Fabricius) « & Y| ZE (Periplaneta americana
Linnaeus). #& &5 KUk (Periplaneta brunnea Burmeister). =7y 3 i
(Leucophaea maderae Fabricius)); $8¥H B #) &4 RAER, ik
AKHERE., SR2BMRARMNZE B, BHFRER
(Anthonomus grandis Boheman). T8 % 5 (Lissorhoptrus oryzophilus
Kuschel). &% (Sitophilus granarius Linnaeus). K% (Sitophilus oryzae
Linnaeus)); FREIRRBER . mR R, Rd, i, Ed, ME
wridk(plan, BLF 2 E B (Leptinotarsa decemlineata Say). E KRN
¥ (Diabrotica virgifera virgifera LeConte)); KRB & B FRHEBRFH
H o R, HA % #F(Popillia Japonica Newman) R B #H 4 5 F
(Rhizotrogus majalis Razoumowsky)); 38 B B RIILI & 5 3 >R E
S HURHIG 2k B R B RIS AR RO B R BN SR B BT B R B
Ho SR AERNE RS ERERRRMY R, BIERKEEK
1SR R MRS (B a0, BRYNEREE (Forficula auricularia Linnaeus). BEKLE
(Chelisoches morio Fabricius)); 38 B F[E# B L R F9E, Fian,
KB EBEIEE. kBRI, Sk B KRR K - (F] i
WANE AP, R BAZXGRLAN K ERHOENS . REAEABIAE., REXR
AR . REHER M E. kBUEFRIFTF R, kB BEGET
REEE. R BRI KE R, REYEL EYRAZERREY ERE A
Fol . R E MR MEE. Sk EBESEMNESR. KREKEBERNEZKE
(Flan, KEETMHAMEEEE . RERERA KR, kEZERME
. LIRSk BLUERIFIAEMA R R, SBEENE KRR R, F
G0 P o R ) R e R T R (B G, BR UM 4L 1%k (Panonychus ulmi Koch)
9 B £ Wk i (Tetranychus urticae Koch). 750 B JB K 8§ (Tetranychus
mcdanieli McGregor))~ 4 20 4% &L # flat mites(fF 90, #5 55 70 6%
(Brevipalpus lewisi McGregor))- BESEFE} 45 i R0 2F 9 LA K Ho e B i
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FAFE N ANB) A B o B R, BI3R R IR} AR 0 0 TR R 1 B 38
I, B RHUERL R B R E e, R (Ixodes scapulars Say)-
TR 2 W (Ixodes holocyclus Neumann). 3= il K 4# (Dermacentor
variabilis Say). ML (Amblyomma americanum Linnaeus) LA 52 Uil
Bb. v ERIFI AR SRS, ERE R RFRRER, &
FEAE e, 02 RN (D, ITARIEYE(BI AN, Melanoplus sanguinipes
Fabricius. M. differentialis Thomas). M BGYE(FIan, Schistocerca

americana Drury)~ ¥R U8 (Schistocerca gregaria Forskal). K2 (Locusta

migratoria Linnaeus). FIRIE(Acheta domesticus Linnaeus)~ ik (1 ik
JBIAEFlY): XU E PR RFIR B R, EFEE . 5. Re(ciash.
i MAFMB(BI N, Oscinella frit Linnaeus). T3E4H. FKB@HIW, Musca
domestica Linnaeus). /NN&#Ia0, Fannia canicularis Linnaeus. F
femoralis Stein). EREEUE(BI U, Stomoxys calcitrans Linnaeus). K ZX b |
0 T (F a0, b8 8 T FR . AR08 E TR A1 & R % 2 (muscoid
fly pests). SUB@lan, CBEF). BRigBlan, S HWEBILM. F4C
JBILFF). AR, TEBIEF). BYC(Ea, SRR, F
U W8 (1 4, Melophagus ovinus Linnaeus)fE & AT E . WF @i,
RIB WA, HBTW A, FERBTH). Bedia, REILH.

B A, B, Vs, RIEFER., MEEKATE; ZWERKRE
MRS, BIEZE) D(Thrips tabaci Lindeman)F1EH € &M &5

EWEMER, SRBEM G W, 2 KB (Camponotus ferrugineus
Fabricius) « 2 /K @ (Camponotus pennsylvanicus De Geer) . B X
(Monomorium pharaonis Linnaeus) /)NX8{(Wasmannia auropunctata
Roger). k8 (Solenopsis geminata Fabricius). 75|41 K8 (Solenopsis
invicta Buren) . B #2 I 4 (Iridomyrmex humilis Mayr) . ZX & #(
(Paratrechina longicornis Latreille). %18 W (Tetramorium caespitum

Linnaeus). kM9 (Lasius alienus Forster). Z K4 (Tapinoma sessile

236



02818247. 2 o B 5E233/245H1

Say)). EIE(EFEARE). K. P, SPEMED, 55
%R E Bl W (Reticulitermesflavipes Kollar). 743 Kl EH W (Reticulitermes
hesperus Banks). &5 ¥ B (Coptotermes formosanus Shiraki). &
W B (Incisitermes immigrans Snyder) Fl L& 25 FEEK AW, B2
H M B H, # & R (Lepisma saccharina Linnaeus) F1 K K
(Thermobia domestica Packard); & BB BRI B kA (Pediculus
humanus capitis De Geer) « & B\ (Pediculus humanus humanus
Linnaeus) « X% & F\ (Menacanthus stramineus Nitszch) « 4] 39 &
(Trichodectes canis De Geer). B &% B (Goniocotes gallinae De Geer).
F 4K B\ (Bovicola ovis Schrank). 4 & B\ (Haematopinus eurysternus
Nitzsch). $KSNE(Linognathus vituli Linnaeus)FEH T K AFENY)
HIRFIR N Er £ 8 ZEMERR, BIELRT R B Xenopsylla cheopis
Rothschild). 5%%(Ctenobephalides felis Bouche). ]2 (Ctenocephalides

canis Curtis) « X3 & (Ceratophyllus gallinae Schrank) . & & %
(Echidnophaga gallinacea Westwood)~ A 2&(Pulex irritans Linnaeus)F
HENENYNEGHE. SENHETESIYEREGE: WikE
Wk, BN B fe ik (Loxosceles reclusa Gertsch & Mulaik)Fl 22 22 43 Wik
(Latrodectus mactans Fabricius), UL HHBEFR B IRy, 45100 2K e e
(Scutigera coleoptrata Linnaeus). AR ARMLEDEITEL BN, 277
SRR, RENMBCENE R G, XL ACERLRE .
W H.REEFPRERE . REBMMREMNEF LEERRR,
PINE AR TLEF FEEMRIEREN, BELHBRREL R,
BB T] 2k BB 1Y lesion nematodes. MREEHBHIEREH, %, L
REENDMANBERNERED, AELF LEERNRER. KA
&, PSRRI ERER,. MAKNR S TR, ERRRELTZE
H. WA Dirofrlaria immitis Leidy. DR KM EELLEDR . K45
PRI RRE, %, ).
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AEFAWEYXT LT F R TR TR EE: 988 E (5,
Alabama argillacea Hubner(#f It ¥ &0 7% #% ) . Archips argyrospila
Walker(ZR# #50 H1). A. rosana Linnaeus( MR M- 50 ) A1 EL T 55 %508k 8
F4. Chilo suppressalis Walker( — 4L #€). Cnaphalocrosis medinalis
Guenee(FEAE M), Crambus caliginosellus Clemens(FE K AR B E),
Crambus teterrellus Zincken(F #4 K 1), Cydia pomonella Linnaeus(E
® & ). Earias insulana Boisduval( #8 Bf 3£ i) . Earias vittella
Fabricius(ff 3t 3L 4 ). Helicoverpa armigera Hbner (€M H).
Helicoverpa zea Boddie(F KAERH,). Heliothis virescens Fabricius(3
YT JE I ) . Herpetogramma licarsisalis Walker(B 5 45 W & 5). Lobesia
botrana Denis & Schiffermuller (% % /> & /(s # ). Pectinophora
gossypiella Saunders(£L£% H). Phyllocnistis citrella Stainton(4% 40 ¥ ) .
Pieris brassicae Linnaeus(CK 3 1%). Pieris rapae Linnaeus(/)> 38 5)+
Plutella xylostella Linnaeus(€##). Spodoptera exigua Hubner(&H K%
%% ). Spodoptera litura Fabricius( &} & 7% i . cluster caterpillar) -
Spodopteraftugiperda J. E. Smith(E #i5 #). Trichoplusia ni Hubner (¥
LU ) AT Tuta absoluta Meyrick(F An & iTik)). A & BH K0 &b 5t
RKEFRBEMNRARRRY EBENEE, XERTEKDERE:
Acyrthisiphon pisum Harris (#8 2 %f). Aphis craccivora Koch(ZL 5 ).
Aphis fabae Scopoli(Z 47)+ Aphis gossypii Glover(ff4F . & JNEF). Aphis
pomi De Geer(3£ £ 47). Aphis spiraecola Patch(45 283§ 17F). Aulacorthum
solani Kaltenbach(FE#i # 4F). Chaetosiphon fragaefolii Cockerell (BL%:
#F). Diuraphis noxia Kurdjumov/Mordvilko(# & £f/N# 7). Dysaphis
plantaginea Paaserini(GEy4L45%%). Eriosoma lanigerum Hausmann(3&
Z% %% ). Hyalopteruspruni Geoffroy (#f K2 1F). Lipaphis erysimi
Kaltenbach(Z b #F). Metopolophium dirrhodum Walker( 225 8F).
Macrosipum euphorbiae Thomas(Z % Z1F). Myzus persicae Sulzer(Hk-
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Z4f . HEWF). Nasonovia ribisnigri Mosley(#s Eilif). K fai s 1 Fh (R 16
FI420F). Rhopalosiphum maidis Fitch(E KM #7). Rhopalosiphum padi
Linnaeus(3€4z4¥). Schizaphis graminum Rondani(Z = X 4f). Sitobion
avenae Fabricius(F& [E £ #747). Therioaphis maculata Buckton(E 75 B #1
¥7). Toxoptera aurantii Boyer de Fonscolombe(#% — X #F). 1 Toxoptera
citricida Kirkaldy(¥§ — 7 4F); EkiF )8 I F(EKYT); Phylloxera devastatrix
Pergande(GE#ZHE MR/ 1F); Bemisia tabaci Gennadius(FAEME.. ¥
). Bemisia argentifolii Bellows & Perring (#271¥7 #). Dialeurodes citri
Ashmead(#5 #3 &) A1 Trialeurodes vaporariorum Westwood(¥& Z H ¥
#l); Empoasca fabae Harris (H#&ZE I 1), Laodelphax striatellus
Fallen( 7K ¥ & ). Macrolestes quadrilineatus Forbes( 4§ 5€ It 1 ) |

Nephotettix cinticeps UhlerCKF AT ##). Nephotettix nigropictus Stal (78
FE At I8 ) . Nilaparvata lugens Stal (f&#8 K E\). Peregrinus maidis
Ashmead(FE & E K 1#). Sogatella furcifera Horvath(HHE K &)

Sogatodes orizicola Muir(3E#{#& K &), Typhlocyba pomaria McAtee(3E
NIy LD BT b B R (B A 2 B ); Magicidada
septendecim Linnaeus(+-t#54#); Icerya purchasi Maskell(BXF#RHT).

Quadraspidiotus perniciosus Comstock(Z¥ [H /& #); Planococcus citri
Risso(FE40 ) #ri B M (H E/KE R E-&4); Cacopsyllapyricola
Foerster(&E). Trioza diospyri Ashmead(ffiA#E ). XLk EH)HXTkK
H¥AEARAFEE, LA A EHE: Acrosternum hilare Say(E 4%
1%). Anasa tristis De Geer(F/RZx#5). Blissus leucopterus leucopterus
Say(E K 1#). Corythuca gossypii Fabricius(#f M i)~ Cyrtopeltis modesta
Distant(% 7 #%). Dysdercus suturellus Herrich-Sch ffer (ZLH ).

Euchistus servus Say(#5 2 #). Euchistus variolarius Palisot de Beauvois
(— S #815). Graptosthetus WHH(SLEEHIE &%) Leptoglossus corculus
Say(FA¥FHk2%8E). Lygus lineolaris Palisot de Beauvois (f{E & ).
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Nezara viridula Linnaeus(F4£k#%). Oebalus pugnax Fabricius(3E # & &
I%). Oncopeltus fasciatus Dallas (K5 H[H#iK#). Pseudatomoscelis
seriatus Reuter(fp Bk E i) BIAK\LEYREHIEERE HBEFE
4948 E (%] 0, Frankliniella occidentalis Pergande( & 7& &l & ) .
Scirthothrips citri Moulton(#5 321 &), Sericothrips variabilis Beach (K
S %] &), F1 Thrips tabaci Lindeman(Z #]%); FI#§H B (40,
Leptinotarsa decemlineata Say(F}% 1% Z ). Epilachna varivestis
Mulsant( 5 75 5F S 5 &1 ) A1 00 B & (Agriotes). M FR J& (Athous) BN E & 5T
& B A E R).
ARB\EEDOT S —FREHETEEELEDERER
A REER . REEF REEN . AW AR TR R
A EMER. EFEREE. BEA. B5IHL EEER. BR
FA . HEEEELAYRERE. RENEERE ERSAES
R, SHHBEIEKREFER. AEARBREEGY TR LERE
EYERBNES—MEEEMEELEYERN. TEREBLE
H)— 2 0 T X L AE YR A S I L] 2 RERFIaFTHRER. L
Wi PR e, s . FREUE. ILT . RIEEE. BASEEE. B
fg. WEGEER. BRWST. RMARE. THE. S0, FEHE,
chromafenozide. clothianidin. FEEHE. p-HREAFHME. FAREH
e, L-EAREHE. MEHD. KB, REHIE. RERE. %

. BIRSE . TR, EXE . emamectin. BRST. BA KBS ethiprole.
K. KEE. BPEEEG. IR, RKEEE. Si2h%F . flonicamid.

BEULAEE . - RIERHh . SRR, HRBE T KB BRI,
MM, BT MR, PIRZHE. BMAEMR. DhmBr. NRZE. FE
BE. SRHbBE. KB, MRES. FERWEE. AN FEEBH.
Y RENE, FE B, AR MUBE. FENMPE. A6, T
BE. RARBRBE. LACARBE. BREEZ. JUNFBL. NIRBE. TERRER. pyridalyl,
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WOME . fTEER. TRE 105 ZTAEREE. RUREEHE. (REE. R
#Fls. HETIRBE. A MHE. thiacloprid. thiamethoxam. BRAUE,. A B
. UEAES. B RAARE, REEEC R, H .
KHER . RAEEEE-S. BERSBERRRE). WEm. IHAAE
W, HEF. REf. SER. KR GEE. SEH. M.
cyflufenamid. BEARE. FAMEE. WEKIE. (S)-3, 5-ZF-N-G-%
-7 BB ERE2-E(TH EE)-4-FREE R R AR (RH 7281). WA EE %
(S-2900). MK EE¥E . AL VEBEIE ., (S)-3, 5- T &-5-F - 2-(F R EE)-5-
%K 3-( K E B )-4H- 5Kk W 4- B (RP 407213) . 4% Bt 05 W
dimoxystrobin. (MR, BIEEE-M. £RE. BURPE. FRLE. B
WA . fenamidone. FEMEIERE. FEAME. fencaramid (SZX0722). #
Fu . FEGETE. TEEM., 2ES. SEY. FEkK. BEE. 53
SEMI(RPA403397). fRMEME. SREEME. FBGRE. KME. KEf. =
ZSER G . R R . BRI R (S-82658). M. FRE ML, RAREF.
BEE. BER. BEEES. UHKHE. &R, &M . mefenoxam.
KEEE. BER. HEM. XEEB(SSF-126). FE M., HZ(H
R, BER . LEM. REME. SRR, KEE. BEA.
PERMe, BEBEAS. pyraclostrobin, T FRMERE K. MEAERT. MEER. &
Bk, BREERY. UMemE. DOEERME. BEER . BERRELG. FERE
. OAEEX. tiadinil. =MER. =MEE, =M. FHEE. KEM.
HRBEMZEEEGH, RERFERE. FEXBEMTED: &
MERMEEE, AFEFNAGK. KSR, ZERAHE. =4,
FFAREL, FREER . IFFORE . MEEERE. RS . FEEEE. eEEEs.
WEWHER . TLUEE. RIERAILERE, AAEYSIRN R EETE, 8%
GEET FRAE RIS R UM, AEZ&FEEER. MRRBULER
MEE . AEMER.

LI e RNV ARI R % NS 2% STHER R The Pesticide Manual, %
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12 i, C. D. S. Tomlin i, British Crop Protection Council, Farnham,
Surrey, U.K., 2000,

HABENHEYEREG TR 1 A0 FTEREmE RS
BN ZINZED—FE B UL T MEMEE LS YERT: THEE.
LB IZ0E. MEHE . amidoflument. FFHEUEZE. I T . {RARHS.
PRSI PR EE . GEEEE. RRmEST. SRS, E R, S0,
SHELE LM . chromafenozide. clothianidin. JREAE3E. B-AEAE S
B, AMEEE. VEAAFHE. T8, Kidfk. BEEEE. &
WAIRIE . IEAR. FBRA. SRR, EFEBE. emamectin, B, &3
K% B&. ethiprole. KRB FEE. FEHE.. £ KGE. Bizhis.
flonicamid. FWAKHEE . - FALFHE . FAIR. HbBs. 5T RE
B BASHR. MEEEMR. MR, THRREE. MASEUR. SRR Y
ROBE. FHEBE. RAgE. RZ AR, HREE. BEREBE. ANE.
FRRBUGE. THRER . RN . REE. XRBE. EEST.
S FEEBE ROROREE. TARRIBE. BERE. PUFRL. NERE. JE
BRI . pyridalyl. WCMEEER. BFENE. IIEC 105. Z WIS, XUEE
i DREREE . CIRBEEE . 45 T BRBE. R & . thiacloprid. thiamethoxam.
BB REX . [UVREEE. BERMAERE., wKE. FEYE.
TLERTE. ARWERK. K. ZEERWEEE. =39, FERE. BRiHR.
FEARMEME, REGEEE. RIESS. FPEEES. IR, UEGRER. TTEEE.
WU . MEWERE B EEATHE, SR TR AE RS E UM, W
ZEMEOHE. MRABUACRAE. HmENEE.

AT SRR HUEDRE IR 2 R F R RS ERS R
HEER, WMREHEE. AFRFAHE. FEAEHE. -AE8 %M =
ANKHEE. ARFEEFIREAES; EEFHRESMERR. KLH,
FREBANRXUK S B, AR ik . bt ch BRI shumhk, #2
R E REL BT ORE e L R R KR U B S0 3 T AL 105, PR
FHEUR R emamectin; -2 E T B(GABA)FEHIFWHRFT. ethiprole
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FOBLEES : 25 RN T b R 26 sk e R4 B MR I P
TOSCUEEE, FEVERR, AR, FIT 5 LA IR A B
HAERE S S ST R AE ST E0EE U R KRR EH I
P A, EEARRER R AR,

BIENRSYEERR FU WS FARBEN R, A%
B S5P-RRAAEEIREY, &R FHOULAY S5 R KA
BaW: ARPHALEYSRKE BB A% LS Y150l S
BB S ARBFULAYSERMEIESY, KKEBLEYSE M
HENE S AR A SITEEENRSY: ARV AYSH
PR EY): KRBULAYS ethiprole BREY: ARBILAYSE
SRR Y KRPLEMSRARNIESY, ARULEYSI
EEE RS Y AR PLAYSEERNREY: ARULEYS ik
G IR A AR BLAYSHZ S E RS MAARHLEY
5% A ECEEREAY.

ERBIERT, METEELUMIIGE, EEFTRRRNE
LHEE BFA LA YEURFIR A B B R TR S, Eitk, A%
9B S AT LU SR A B I E b — R A RLGA T, B
o7 R B T E RS e R B M B A
5 IR L A1) 5 2 TR B LR A AR 4L & W) () S0 5 1 R )B4
LR R A, T DR I R YR R T
H,

PR RIAER AT, ST — R B P AR A A R AL A
MM TF AR SO (BB RARRIER LI E R,
FFREF MK, REEREETEF NS E, HaLHET
GiEER. B, AREE—SEE MRS IR TR
AR BT, TR R R — R S A R B A
&Y, BEFGEES—HEHL AN ALY S B> — X
WERHERBOEDS—FE T EEE LA YRFN ALY S
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XL TC A HE S B LM . A AR AR UENE D—
PRI EPE A P EORR & B &Y LB BB A,
Hrp HeEEt e e TS AR BASYHE R L, 5
TPETF AR B G BURL 53 FF IR E

FEALRRIE TR . A, FEARRBAEDHITRIAE S
AL it A T AE A A TR B . AN R IR 89 A iR T LR B AT
AR, BRI TLE, ARETHE TP EECEBRR,
MRS EEARRAUEWNEE DM, SEYRIAE RS
B A AR R WA A Y 4 A R B FE R G AL AT LAR
WEMRIR T, LeBih ik OF5ES B B . LB,
RS, FPFER. HMKREL. 2FHEBA B, BEF. R KE&E,
=REARERHFIRMFZEEARER R RAN L SDEE Y.
AR BRI E P AT B AN HI & T EHEE R va W& (6] i B 2 K 3R ) Y
B

RERUEYATBATEHE REFERNER G Rk esSE
W B 0.01-5%FMHHD, 0.05-10%FRKFF 40-99% B KA )
Pk BUEFAR AR R (R EL 2R B 78 TR B R B H 2, A BN T
BT HAMARE S EEEMBILHEEHE S FIFIE.

AR EYTT LN AR RSERA, BaEEERKE
G/ MBS EY SELMEGE . MBENIMREEER AL,
HATUSERES, XERRTIMRLR R, MENEHTIEZERE
BT LS PIR K S BOR BB R . SE . BE IR AIA
BIEF. B, HEBEFIFASAGwHERE TR —E, S8R
AP DI .

BRIEFIHRNESE B “EPERE” BRTLUTHEE:
BB EHRERMNSE R, ERNEGEY. EGHE. ©HXAD.
s, —FER . FEEDESY. BETAH. TRTA £
BE. BES. EEEXET, oKL 0.01-2 kg BRASHIHE

244



02818247. 2 oW B E241/2451

At RN AES AT ERYE LW E, (H %2 0.0001 kg/2iH]
RE AN, BEZE 8 kg/AAREERERN . X TIERINE, H
A R B K 1.0-50 mg/m?, {B/BE 0.1 mg/m® AT e R,
82 E 150 mg/m® AJ R T RN AGUEHARN 520 LA Z) Hh i 2 %
FT 8 (T B MEE RIS VA KPR R I AE A E .

AR R A S 0 LR R B T AR R AT LB RE T
HHEE ROFEREDII TR, “BIR TR RFEXTTTEMES 2R E 1
H (EIEIET), MIFIE5IEAZMRERD. RIXELEYERE
BRI FAR T XL/ R, AT EDMHANLEIIER A, i
RO RPRAMESWT: 25, n&E, i &7, s&fh, ¢ £,
Me 2, Et 223, Pr 2%, BugTH; FAi-PrEriE,
s-Bu AT Y. §E “Ex.” HFE “sLiif]”, HERE T FER
70 TR T B P A %

Z5|EA
3

wE R3 RS R3 A C
1 -Bu H 2,3-diMe 208-209
2 i-Pr H 4-OCF3 160-161
3 (Ex. 4) i-Pr 5-Cl 4-OCF, 230-233
4 Me 5-Me 4-OCF3 224-225
5 Me 5-Me 2-Me,4-Cl 114-116
6 i-Pr 5-Ci 2-Me 4-Cl >250
7 (Ex. 3) i-Pr 2-Me  2-Me4-OCF4 230
"~ 8 t-Bu 2-Me 2-Me,4-OCFy  200-203
9 (Ex. 2) i-Pr 2-Me 2-Me,4-CF, 230
10 i-Pr 5-NO4 4-CFq Solid
H 4-CF3-Ph 5-Me 2-Me >250
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R51%E B
OYJ
2 [ NH
R4

NS

O)\R:"
ey 1 RS ORE I s C
12 1-Bu H 2,3-diMe-Ph 161-164
13 +Bu H  2.CFy-Ph 173-174
14 i-Pr H 2,4-F-Ph 148
15 i-Pr H 2,3-diMe-FPh 169-171
16 -Bu H 2,4-diF-Ph 146-149
17 i-Pr 5-Me 2,3-diMe-Ph 202-205
18 i-Pr 5-Me 2,6-diCl-Ph 230
19 i-Pr 5-Me 2,4-diF-Ph 196
20 Me H 2-F-Ph il 4
21 i-Pr 5-Cl 2-Me,4-C),6-NC(O)CF3 203
22 i-Pr 5-Cl 2-Me,4-Cl,6-NC(0)CHj3 >250
23 ~Bu  5-Me 3-CF;-Ph 544
24 t-Bu  5-Me 2-F,5-CF3-Ph Il 4
25 t~Bu  5-Me 4~CF§-Ph il 4
26 -Bu 5-Me 4-OCF;~Ph 44
27 i-Pr 5-Me 4-CF_31-Ph |t 4%
28 -Pr 5-Me 3-CF;-Ph I 4
29 . t-Bu  5-Me 4-CF;-Ph I 4
30 t-Bu 5-Me 4-OCF;-Ph 1%
31 i-Pfr 5-Me 2-F,5-CF;-Ph E%S
32 i-Pr  5-Me 4-OCF;-Ph & 4A
33 i-Pr  5-Me 4-CFy-Ph e A
34 -Bu  5-Me 3-CF;-Ph EE%S
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B, pyridyl JontiE £

WY
35 (Ex. 1)
36
37 (Ex. 6)
38
39
40
41
42
43
44
45
46
47

. 48
49
50
51
52

53 (Ex. 5)
54

R3
i-Pr

i-Pr
NHE!
NH-Pr
t-Bu

i-Pr
NHE!
NHi-Pr
t-Bu

i-Pr
NHEt
NHi-Pr
t-Bu
i-Pr
i-Pr
i-Pr

R4
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
5-Me
2-Me
2-Me
2-Me
2-Me

R332
2-Cl-Ph
3-Cl1-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl1-2-Pyridyl
3-Cl-2-Pyndyl

-3-Cl-2-Pyridyl

3-Cl-2-Pyridyl
3-Cl-2-Pyndyl
3-Cl-2-Pyridy!
3-C1-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-Cl-2-Pyridyl
3-C1-2-Pyndyl

247

204-205
219-220
185-186
191-192
205-206
201-202
229-230
187-188
195-196
201-202
176-177
237-238
176-177
192-193
196-197
190-191
185-186
215-217
167-168
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FRIlED

e R3 B C
55 Me  5-Me 2-CI-Ph CF3 194-195
56 iPr  5-Me 2-Cl-Ph CFy 244-246
57 -Bu  5-Me 2-Cl-Ph CFy 260
58 Et  5-Me 2-Cl-Ph CFy 236-237
59 i-Pr  2-Me 2-Cl-Ph CFy 203-205
60 Bu  2-Me 2-Cl-Ph CF; 232-233
61 Et  2-Me 2-Cl-Ph CFy 170-172
62 Me  2-Me 2-Cl-Ph CF; 212-213
63 Me 5-Me 3-Cl-2-Pyridyl  CFy 192-193
64 Me 2-Me  3-Cl-2-Pyridyl CF; 236

65(Ex.7)  i-Pr  2-Me  3-Cl-2-Pyridy} CF; 198

Hoep, pyridyl Jy Rt L
2 R BH B A 4 S e 1)

s
T VR S Mk (Plutella xylostella)FIRF V8, R BT/ N FORE
WA, HPEF 12-14-RRANE MEY) . IR R THATR G-
2SS NEKE T2 RIENE RERE 5 EET — 5,
B ERE RIEREE 10-15 RS, BHE 4 RRER KSR
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FRIG L IT, WSRO TE, 4 RER SR L.

SrAER B U, RIE WSV BEEI R B, P EEF 10%HE.
90% /KA1 300 ppm & F hiEFERE LG, IFEIEHE. —BEMRR
B2t X-77® Spreader Lo-Foam Formula 3F & F 3% & 7 U(Loveland
Industries, Inc.). HEECHILEY L | mL WA AR, @it SUI2
SAvmEE T, Foeb 1/8)7 3B (Spraying Systems Co. )fixDiE?I B
U BT HY IR £ 7 1.27 em(0.5 Ze~T)sbe AT @) R Ie L &)
#LL 50 ppm ME, EE 3 K. BESNARLSHRRZE, B
MRIe TR LN, SREE N ERETRER T L. XA 8
TCHE 25°CH T0% MR E KEKBEAREE 6 K. 5 HEDZ 2
HiRERE.

LT 5 & 14 TR M EDRIF KT (30%E0EE {5
BEEE): 11, 37, 39, 43, 47, 48, 51, 52, 53 F163,
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