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sfol=FA], g2, drdd, drold, drdHEAo|FH, R, drdIA), AL, dAdA
do, dridd-ddd F ooprmzRE AdEE shu o] ok e ¢ dn. el A&
A, x2d, H olmaRE Adud iy ool 7| i =)

= =
AHUOlE A T vk, & AN FAH L

i

o~
T
=

1
FAE UL, oebd, @1 PR
[e)
=

I
rir
o

i (2 I of

"AAE (Alkeny)"S ©EO0® AFEE ALY AALSA] B dR AL 2o gEHo R A}
315 3 dAg wgd, Jddd, 1-T2Hd, 2-Z225d, 2

g > o oo
1

Mo &
RS

o
o, 18 Ml ox
S -

o

2

=
2 Askslx F= 3, A oEd, 1-ZEyY, 2-I =2
S0 2 YA oF °

e

"Abo] F 2 A (Cycloalkyl)"S o & o], Alo]ZRIad  Alo]FEEY  Alo|ZFRHE  Alo]F2da wi= A}

olFR2YEI TE dE Eo] & 3 UlX 1 g g

A28 Ueldth, &0 "Alo]E R AU S A (cycloalkyloxy) " Al EF2AEEA] 2 Alo]Z R AL A 9L 7

A AAE T AAE sd3 715 vEidth. 8o] "Alo]EF 24 AH 2 (cycloalkylthio) " Alo]E=3YH

g Aol S RALE Q9 22 My dAE B dA4E Fdg 71E vEhiT

"Alo] F 247 (Cycloalkenyl)"S o] S E9o], Alo]ZF 2, Alo]FRAAY T Alo]F
T shubel ghA-ghA o]F ZARS FReke oF 3 ulA oF 10 v ket e, HpEs

X =
2rAe]ZY arg] A2ES Ueiitk. §o] "Ato]F 2 UAd S A (cycloalkenyloxy) "= Ate] SR AH I 5A] B

AtolE R A SA 8 2 A AAE FElA ddd w3 71E UEn. §o "AtolERdUAldE e
(cycloalkenylthio)"= AlelF2AELE Q. R Alo]F 2 AdE 29t 22 A3 dAE i ddd 4@

715 eI

2o] "Ft2HAFO]Z 8 (carbocyclic)" ¥ "Jh2HA}O]EH (carbocyclyl)"S 1] AlAES UERH o7|A 1]
A= oAE 5o 9 3 WA ¢F 10 &4 YAk} Zo] B

pul N [=] ’ y =
RIS & gov, ARE + QG W/EE §98 w@E AL & Aok B2 71E e 0Al, Aol
ZzAg, AelZedd, Bt dhoz wi PRAow sasd dd, yxg 2 ERodde w3
R (AryD)" & BEOR ALGSAL olAUY, olSA ER oldE st ge HFEPoD AFHE A9
(i) sd, g mx ETodds 28, dE Sof oF 6 U4 o 60 B Ush 2o dgdow Ay u
e EE EEAelY W@ 2niel3Y i EE (i) dudew AfHn REAow wsd Tax)
o128 zntel2Y WRE 1 Asge veE, (Deld ofd g AlelFEe Et AllFRuAY
7 dEdselERgrd, cddd dvhd E EFod s g AelEd TxE J45] A4 W
3.
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[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

[0065]

[0066]

[0067]

[0068]

[0069]

SE50d 10-2625471

"F e ZALe| E ¥ (Heterocyclyl)" & "I HREALO]EE
SHSASE o] st er AREHE A4S, (1) Ad9F
A AR A (@) ol sl o] EHzdAE

(heterocyclic)"E ©Eo 7 AL EH7AY EE & H EAL]
o= AFH Ae]FRAA e Ale]FRAAE 7

& Eol, oF 3 WA o 60 L] A}, ﬂ*%éﬁ: X
g = At (dE FETYd, EEEx, HREEYE, EE JHoR EF FEHoR a3ty Hed, F
4, 9&5Y, HolEd, SAEH, SL/\}X] , BlotAd, ¥ald 2 olAlud (azepinyl)S EF3H); (ii) A
How B FEAoR ¥3 ’éﬂ*]’o]%%‘ aE AlzE" 7)Aol (EE dHReld) g ¥ FH=Z
Ato] & 7]E AbolEY F2E 88‘@5}7] AsNA A FFE (o= Z2rbd, tholslo|lm2wlzFE 2 UAE
2ld (indolinyl)S XFarh); T (iii) skt o4 @ﬂ%-&%,HQHOE.ﬂi13.@@3;553%%
How 3ty ZEatolEE 99 g A2" (de FFEEd (quinuclidinyl) B tho]ste] =2 -1 4-o %
AvZE s x3gth) & e

"gE| 2ol (Heteroaryl)" T3 "dE (hetaryl)"S @502 ALREH AL T dH 2ol LA ¢ o] 3E
Hoz AMEE = A9, (i) A¥Foz X3y Hi- T ZPAbolEE WS f7] 38, 948 59, 4 1 Y
A oF 10 a7l AR}, o37)A S o] aE A= B4 o]f]o] YUAi(E), oAE B i, AA AY Ee

il

deigolh; sk AT Ak W/EE A 9B TS @t S, PES
=

5t TA MRS pi AAES 2 A2EAll2Y 1 FRE PASE AHZAAE)E ebart,

r_{

29l -4 Rl V& JgAd, JuAd, vEd, vd @ Jugdeltt, ZE F2 o432
Al (regioisomer) = d& 5o, 2-FE4d, 3-vzd & 4- 431‘3_01 aHECh. AEAHQ 5-Uxt sElRold g
= FE, ontEd, SAIEY, oASAEY, oliEolEd, SAltelolEY, &Y, 1,3,4-Elojt}elolEY

EolZ£d, gHold, EgolEd, ¥ Aot} BE FX o|AZAAE dF 5o, 2-Eod ¥ 3-glodoe] ny¥
. wlelAlel2Y s AFHor 4v] FHE ol /ERE Feld Nz-g98 wel Axgem,
g Bol, WMZFY, W=z 1umig, MzeolEd %Y, A (indolizinyl), o]&Ed,
FuEdd, #A=" ‘;‘ Hzeleld; == (i) dgaos xgeu BFEsor 3ty Zgrte] 2 131:10}
d ooy Ajagloln], o7]A g zold 9 Ale]EgRdd EE AlelERdAd Ve HEHS| =R s

gdeod wge 2L AlelEe TxE FAsy] A I FFE.

"2 (Formyl)"& -CHO H-#5 viepdlitt.

"ok 9 A (Alkanoyl)" —C(=0)-¢Z 712 vehlH | o714 &2 7= AvlolA AFoldk ukel g, dzted 7
= o GGy 271 WY 5 Ak she] ol opdolr.

=7

o

"olZ2U (Aroyl)" -C(=0)-o}d 71& YehH, oJ71A ol 7| AV]dA AHod wie} o). olzd J)E of
CrCyp A7) HYY & Q). d+= wizxd 2 1-UZEY (naphthoyl) @ 2-UZEYS £3}3c),

"g e ZALo] 2 2 9 (Heterocycloyl) "S- -C(=0)-d Bl ZA}o] 2 712 Uehyu, oi7]|4 dg2ZAto]ZE 7]= A7)
oAl ot uiel Zr}, FEHZAE L %‘% ok CCyp 271 BHY 5 U

" 2ol 2 Y (Heteroaroyi)"2 -C(=0)-sEH 2o} 71E YeldH, 7|4 slHZolE 7= Z7]A ALt n
o} 2}, SE Rl 71E oF GCyp 7] HAY & U}, oE IEidst2rdoelt),

"F}2 224 (Carboxyl)"S -COH F#-S ek,

"2 A7t 2 5.9 (Oxycarbonyl )" & El
Ebdic,

"G A FF2 R (Alkoxycarbonyl) "2 -C0,~&4Z 715 YEeMW, 74 & 7= 714 Aegk upel g,
AZANFIERE 7] %k CCyp I7] BYUY = A, dE HEAFERY D oEANEZRYS 33}

H
o
_|>i
il
ol
M
X
o
T
)
>
o,
rg
i
(i
N
[
i
i1
r>~
2
[>
=
[
N
|
(e}
(@)
7

= 4

"obd S A 7F2 R d (Aryloxycarbonyl) "2 -C0-obd 71 YERlH, 7)Aok Y= AT|olM Aot uhet
o odE dmaAriEnd 2 yzEAstEd S 23T

e

" | ZAe) FE A 72X d (Heterocyclyloxycarbonyl) "= —CO,—3E]| ZALo] 2 7]|E& YEeRYY, 7|4 FH =
Abol & 71 A7l Aok upel .

"& e ZolH A7 2 B d (Heteroaryloxycarbonyl) "2 -CO~dEH| 2o} 7|2 UelUY, o714 e 2o} 7]+=
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[0070]

[0071]

[0072]

[0073]

[0074]

[0075]
[0076]

[0077]

[0078]

[0079]

[0080]

[0081]

[0082]
[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

SSS0l 10-2625471

710X Aelgt npe} Ao},

"olu| =7} 2 X d (Aminocarbonyl)"& A HAE FIA A9 UK e dAE JIEEA F o= 7]
-C(=0)NHR X+ -C(=0)NR,E YE}T),

"orZoln =72 B Y (Alkylaminocarbonyl)"& -C(=0)NHR = -C(=0)NR, 7]1& YElUIH | o 7] RE A7)0l A
A olgk upe} o] 4 7]olt},

"o} oln =72 W Y (Arylaminocarbonyl) "2 -C(=0)NHR ¥ -C(=0)NR, 71E Yebl™, of7]A RS A7]oA A
ol &k whe} o] o 7jo|t},
"& e 2ol FH ol =7t 2 B d (Heterocyclylaminocarbonyl) "€ -C(=0)NIR = -C(=0)NR; 71& YERH, 7]

A RE A7)0l Aogk nhel ol dE|RAFe]EE Y)olth, NRiE o] E Bol MuEdon A3Hi HHRZAtelF
g 2 & 3l

" e Zo}Pobn| =7k = W d (Heteroarylaminocarbonyl)"& -C(=0)NHR = -C(=0)NR, 71S YERH, o]7]4 RE
A7) M Aolg upep o] FElRold Zlojth. NRE dE Bo] Audom s 2ol med 4 9l
=

"o} (Cyano) "= -CN H-5-& UEhdT,

"so] =FA] (Hydroxyl) "+ -OH & YeRdlct.

"A=A (Alkoxy) "= -0-2F 7S WERY, oM A V)= AlelM Aed wiel A, o= wEA, dd=
&l

A nmEREA, O 2-LREA, W GOl FEA, AKA, AASA D o ¥ oY AN T,

"ol S A (Aryloxy) "= -0-oF 71& YEhHTH, 7]A ofd V)= AA7]elM Aoldt mpek Ak o=, ol A%

=
A= @A, HmA 2 GZSAIS E97

"1 LA (Alkenyloxy) " -0-2Ad 715 YERE, of7)A dAd 7]= Ao A] AHelst upel )l o=

15 Ao},

'S B AL o] 28 A (Heterocyelyloxy) "= ~0-sHl 2ALol 2 718 el o714 e zAlel2e 7] 47
oA Aelg et 2},

'S e 2ol S A (Heteroaryloxy)" &= ~0-alEl 2o} 718 vehfu], o}7]4 slezeld 7%= AvloA Geld b
DR o E CESAIEN
4

"7k o o] E(Alkanoate) "= -0C(=0)-R 715 YERHW, o7]A RS 7]olA efgh upep o] & 7)ot}
"ol o] E(Aryloate) "= -0C(=0)R 715 WEFHH, 7] RS 7]olA Felgh upep o] ofd 7)ot}

"FE| ZAFo] Z - Q.o o] E (Heterocyclyloate) "+ -0C(=0)-R 71& WERNH, 7] R 7)ol At ufe} 2
o] 3|E|ZALolEE 7]o|t}.

"&| H Z o} Q ol o] E (Heteroaryloate)"= -0C(=0)-R 715 YeERNH | o7]A RS A7]o A A3k npel o] 4
HZold 7]o|t}.

"obr] 3= (Amino) "= -NH, & UERITE

I-H

"eHlobul e (Alkylanino) "= -NIR 3= -NR, 718 LbERIE], 1714 RS 7164 Aoldt vhsh o] @44 o]
o ez, olol AFHAL @AW, Weolrn, o golrn, n-LRRolu]w, o] hXzBolrn, W Foldt ¥
Yobole, Ao, Hiolule R o £ Y AANE EFTH,

"obolr| e (Arylamino) "= ~NHR Hi= -NRy 715 WERH, o714 RE A7lelM Aejdt wpe o] ol &
vEbdTE, o= Fld ol o]t}

"3 ZAte] E - olu] = (Heterocyclylamino) "+ -NHR =& -NR, 715 YERY, o714 RS AA7]dA A3t ub
S} o] FHZA]EY Zlolth. NR= oS 5] AY o AH = e zAte]Ee add & 9l
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[0090]

[0091]

[0092]

[0093]

[0094]

[0095]

[0096]
[0097]

[0098]

[0099]

[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

"Ft2 R dolr k- (Carbonylamino)"& A4 YAE Fd BA] U dAHE FEEAA ojw|= 7]
-NHC(=0)R& HEATE.

"7l 72 B doln| = (Alkylcarbonylamino) "= -NHC(=0)R 7]S e, o7)|A RS Ab7|o|A A3t v} 7o)
47 7]ojtt.

"ol 72 B doln| = (Arylcarbonylamino) "+ -NHC(=0)R 715 YERN®, 7] RS 7oA A2l3t niel 7ol
o}l 7]o|t}.

"FE| ZAFo] E - 72 R dolu] - (Heterocyclylcarbonylamino) "= -NHC(=0)R 715 YEl®, o714 RS A7)
Al Aolgl viel o] sE|ZAFe|EY 7)ol

"8 B 2ol 7} 2 B Jobu] v (eteroarylcarbonylamino) "= -NHC(=0) R 712 UFERIH . ol 7|4 RE A7]eld Ao
3+ ule} o] F|EH Rold 7)olt).

"UEZNitro)"E -NO, FES Y.

"obe|sto] = (Aldehyde) "= -C(=0)H 7]& vtERATE.
"el7bd (Alkanal)"& 4A-(C=0H 718 UeEbdE, o714 47 7] A7)dA Aelgh vpsp 2y,

"R Alkylsily)" e AE A4 Ba) BAel UuiAs a8 9 1% Yehie, olge Al A ol
o Hydown g 47 Jlsh AgE 5 Qow zzre] 94 sl ArlelA Hol@ sk 2o,
" A (Alkenylsilyl)"e Fel@ 9a4% Fal BAel unAsh a8 9ad A% tehde, olze A
A olstel HUdon AR dAd 712 ABD 5+ lon zAzke] dAd A= Ao Ald ek gt

2
=
"7 A (Alkynylsily])"> A2 RS 53 A4 UHA|9 4" &7]d 71E YERdY, oA A
7 olshe] mH¥om Aed dv)d 79 X3E 5 glom Zhzbe] Av|d Y= AdT|olA gelgh uiel Er,

g0 "& =& (halo)" =+ ZAl(halogen)"S @507 ALEEHAY = g2 4=z T gzl

24 Zo] RHEYoR AgHE A, EA, d4, BHE EE 8058 Yt E=3, 3297, 2
FA B FR2EAAEIY Zo| FEHOT AMREHE AS, ¢4 FHAHSR FUAY Fold =
2 G AHoR AIIAHAY FEHom F2istE ¢ vk, FRA oE, ol AgHAE
AW, -CHCHF, -CRCF; 2 -CHCHRCIS E3@th. SEAIA iz, olo] A@EA= A, -OCHF,

-0CF3, -OCHoCCl3, -OCH,CF; ¥ -OCH.CH.CF;E Xg3sity, S2d7Hx o] o=, oo AdHA= LA
-S0,CF5, =S0.CCly, —SO.CH.CF3 & —-S0,CFoCFsE E 3T}

2ol "E]=(thiol)", "E]2(thio)", "W EZE(mercapto)" T+ "W ZZ EH(mercaptan)"S *4148}0]_‘:.%‘ ny
-SHE xgsls 499 f71d4H 715 9usiH, oJAL R-SH 715 T3l of7]A RS -SH F-&ol Z35 ¢
3 B dAE xFele Fat, dE B AVIdA Aolg nief o] &AMT Tlot. oE '501, g T
HE2NE 7= dFstel=d FF -SHY + Utk

&) "E]2(thione)", "E]QAZE(thioketones)" HE+ "E]Q7FEXRd(thiocarbonyls)" (=S H&& X33}
Aejol F71AT 715 oulet, o] A& R-(=S 7|& xg3lH, o & Eo] 7|4 R A7|olA AHold &4 7]
ojt}. dF Eo], 2 7E (=S &Y F it}

go] "o nabol 3 (exooyelic)" e AHZolY Ei dEl Aol 2 3R] Alol2Y ne) Axade] 9P Ao

gl A EE o ouise, ol A8 AAs sldRelY Eh slelAel Y HeEel el AAHe

QPR FATT) el we) AxE gkl i AEAelY " A% EE sleh whHt,

oAl NG SRREe SRREe o, sWaE, SR, o4AA, EEv, awuuﬂ DF

AAA, AL olHAA EE HERGA o PAAT ZHY & AT, AF B, Fe 2FUIER), TF
%, Qe movdlolE, AdolE W QsEe EFT & vk shtel ANGEelA, e J_HE:FO‘SOE

o %4 oAlAlE Holw shbe] olalelFE AN v, ol Eof B EE E(thione) /& T
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[0108]

[0109]

[0110]
[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

S=50l 10-2625471
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o,
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i
N
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7 elEzAlel2Y SES, e 9 Beenny Aun Ao shije] oxAlel2Y A
AL

LS|
R =
= R ool sE|Rotd

fr X

>
o
ull
1
Lot
%
il
o
ol
N
Lot
%
1
—
Lo
Lot
%
il
t
rlr
[
Lo
a2
[o
fr
-z
Ay
2

A~ .
g 4 glrh:

71, A 5- EE 6-9AF ol dHZolH T SHEA|EFY aglojn, AMeldo

2 X3 Hdegoz s oAk ofd mE FH Rold et §FEW, 7|4 BHL s} oA HH
el olF AgS YehH;

Yo s mEE SHERE Hdunv ) of7]A HALS Yo So AS o]F A% Uehlw, Yo| SHO A4S EAjetA]

eron;
XS N, NI, 0 2 S=5E Mesn;

XEN, N, 0,8, (R° 2 (RR=HE Aesn;

b

R 4, obvie, GGy €2, CGCp E7d, GCo &71d, oFd 3 SeRold 2ty Aesm, 7|4 7}

Zve] ofvlne, @7, 9Ad, Wrld, ofd Ei sEzold sl AuFoz J@d

&

glom; 18]l

4

= = &, 2 HE, ofHx, C-Co €, CCo €A, GCo €714, ofd %

B AEEn, o7 2zl opuln, 9, @AY, ov]d, ofd mi dHzold 7): Aed
stsby 19 §7) slElzAtol 2 shghEel talA, V& SHY F olvh. X N, NI, 2 S=RE dud v
:":

1
X
CXe N 2 NHERE A®E S o9tk XN, M, 0 2 S

4z
i
N
)
i

2. 2 1 2 =

Ak, X= N, NH, 2 SE%E Aded + vk, X= N 2 M2ZPH d98 £ vk, X 2 X+ 474 5342
1 1

2N, NH 2 S2ZRE A99 5 ). X 2 X+ 47 S39e2 N 2 NI25E Agd 5 ok, X N 2 NI

2. .6 78
2Re deg 4 gon, = & 2 ®RRERY A8" &

et 19 §7] A2 Y SgEel oA, v e SHY & Qa, X 2 X 247 SHHes N, N2 S

ZRe e & Aok Xe N ¥ seRE bz dud 4 oo X e N @ RRE 71
A~
T

e R 2 RRERE 2712 A= 4 gk, X2 N, N 2 S23E 2712 dus
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SES0dl
2} B sAlo]

A

-2

7} o] 5
, A FhENRY ) C-Cp €

—%M?}EE%, Cl_Cl() ?—:}.—Z—:].y Cl_Cl() %E%Z—:].y Cl_Cl() ?_:}_‘Z_:]_O]—U]L——_, CS_Cl() A]—O]%E?—:}:Z‘:}.y CZ_CI() ?_:}‘-7-1]%, CS_CI() }\]—0]

H, 7)Ao,

HiAbo] 29 oy 7]
oFd Ci=Ci &2, slEl=obd 8 slE 2ok Ci-Cy

.

ul
fol =24

o

gz,

[a13

71d, ot

1

[e)
=

2atol 2 o} )
=

=
=

2

pinl

¢

=
L2

3Z

+ Ak,

_]—:’_E] o)
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=
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g d
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=
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=
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=
=
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ol
]
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«
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g A

=

Aol SE 5 E= 6

ok,
6
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O
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=
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5
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1
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=
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[0122]

jmyt

54

HlZotd2RE Adesn, o714 zt

7l
=

AF-S Jehe ) Yo SHOl A4S E)

Ad, CCo &71d, o
- 16 -

ok

=

78

bt o) del obd B dERobd agleh §HT, 714
CRR 255 Aesn;

-4 obd, SHRolY E& SHEAPO]EY o],
=il

=

o
6

5- EE 6
SHER-H Aesm, of7]A

N, NR, 0, S, CR

TC
T 4, o=, GGy €2, (o

=S
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=

XS N, NI, 0 2 S=5E Mesn;

o714, A
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[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

SS=50dl 10-2625471

zke] opml, . A, 47, ofd = FH 2ol V= AduHer Xgd ¢ glen; aga
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