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L AAA “H H
AAB ~CH,C(O)NH; -H
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(22)

AAE ~(CH,),C(O)NH, -H
AAF ~(CH,),C(O)N(CHs), -H
AAG -C(0)(CH2);NHSO,CH3 -H
AAH -CH,CO,CH, -H
AAT -CH,CO,CH;CH; -H
AAT -(CH;),CO,CH; -H
AAK -(CHz);C0,CH,CH; -H
AAL -(CH,)sCO;CH; H
AAM -(CH;)3CO;CH,CHj3 -H
AAN ~(CH2)4,CO;CH; -H
AAO -(CH,)4C0,CH,CH; -H
AAP -CH,SO.NH; -H
AAQ -CH,SQ,N(CH;): -H
AAR «(CH,);NHSO,H -H
AAS ~(CH;);NHSO0,CH; -H
AAT -H -C(O)NH,
AAU -CH;C(O)NH; -C(O)NH,
AAV -CH,C(O)N(CHs), -C(O)NH;,
AAW -CH,NHS0,CH; -C(O)NH;
AAX ~(CH,),C(O)NH, -C(O)NH;
AAY -(CH3)2C(O)N(CH;), -C(O)NH,
AAZ «(CH;);NHS0;CH; -C(O)NH;
ABA -CH,CO,CH, -C(O)NH,
ABB -CH,CO,CH;CH; -C(O)NH,
ABC ~(CH2),CO,CH; -C(O)NH,
ABD ~(CH2)2C0,CH;CH;, -C(O)NH,
ABE ~(CH,);CO,CH; -C(O)NH,
ABF -(CH;):C0,CH,CH; -C(O)NH,
ABG -(CH,)CO,CH; -C(O)NH,
ABH -(CH)4C0,CH,CH; -C(O)NH,
ABI -CH,SO,NH; -C(O)NH,
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(23)

ABJ -CH,SO,N(CH3); -C{O)NH,
ABK ~(CHy),NHSO,H -C(O)NH;
ABL ~(CH,);NHSO,CH;s -C(O)NH;
ABM -H -CO,CH;
ABN -CH,C(O)NH; -CO,CH;
ABO -CH;C(O)N(CHz) -CO,CH;
ABP -C(O)CH,NHS0,CH; -CO,CHs
ABQ -(CH3),C(O)NH, -CO,CH;
ABR ~(CH2):C(O)N(CHs)2 -COCH;
ABS -C(0)(CH;);NHSO;CH; -CO,CH;
ABT -CH,CO:CHs -CO,CH;
ABU -CH,CO,CH;CH; -C0O;CH;
ABV ~(CH2),C0,CHs -C0;CH;
ABW -(CH,)2CO;CH,CH; -C0O,CH;
ABX ~(CH,)3C0,CHs -CO;CH;
ABY ~(CH;);CO,CH,CH; -CO,CH;
ABZ -(CH»)4CO,CHs -CO,CH;
ACA ~(CH,)4CO:CH;CH; -CO,CH;
ACB -CH,S0,NH, -CO,CH;
ACC -CH,SO;N(CH) -CO,CH;
ACD -(CHy),NHSOH -CO,CH;
ACE -(CH,);NHSO,CH; -CO;CH;
ACF -H -CHO
ACG -CH;C(O)NH; -CHO
ACH -CH,C(O)N(CH3)2 -CHO
ACI -C(O)CH;NHSO,CH; -CHO
AC) ~(CHz)2C(O)NH, -CHO
ACK ~(CHa)>C(O)N(CHs), -CHO
ACL -C(O)(CH;);NHSO0,CH; -CHO
ACM -CH,CO0,CHs -CHO
ACN -CHCO-CH,CHs -CHO

JP 4601429 B2 2010.12.22

10

20

30



(24)

ACO ~(CH;),CO,CH;3 -CHO
ACP -(CH2),CO,CH,CHs -CHO
ACQ -(CH,)3CO,CH; -CHO
ACR (CH;):CO,CH,CH; -CHO
ACS ~(CH;);CO,CH; -CHO
ACT (CH3)4CO,CH,CH; -CHO
ACU -CHaSO;NH, -CHO
ACV -CH,SO;N(CHz), -CHO
ACW ~(CH,),NHSOH -CHO
ACX ~(CH,);NHSO,CH; -CHO
ACY -H -CN
ACZ -CH,C(O)NH; -CN
ADA -CH,C(O)N(CHs)» -CN
ADB -C(O)CH,NHSO0,CH; -CN
ADC -(CHz):C(O)NH; -CN
ADD -(CH;)2C(O)N(CHz). -CN
ADE -C(0)(CH,);NHS0,CH; -CN
ADF -CH,CO.CH; -CN
ADG ~ -CH,CO,CH,CH; -CN
. ADH -(CH,),CO,CH; -CN
ADI -(CH,),CO,CH,CH; -CN
AD] ~(CH)sCO,CH; -CN
ADK -(CH)sCO,CH,CH, -CN
ADL ~(CH,);CO,CHs -CN
ADM ~(CH,)sCO,CH,CH; -CN
AND -CH,SO,NH, -CN
ADO -CH,SO;N(CHz), -CN
ADP ~(CH,),NHSO,H -CN
ADQ -(CH,);NHS0,CH; -CN
ADR -H -CH:
ADS -CH;C(O)NH, -CH:
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(25)

ADT -CH,C(O)N(CHs) -CH;
ADU -C(O)CH,NHSO;CH;3 -CHs
ADV ~(CH2)2C(O)NH; -CH;
ADW -(CH2),C(O)N(CH3)2 -CHs
ADX -C(0)(CH,);NHSO,CH; -CH;
ADY -CH,CO,CH; -CHj
ADZ -CH>CO,CH;CH3 -CHj
AEA ~(CH),CQ2CHa -CHj
AEB -(CH;);CO,CH;CH3 -CHjs
AEC -(CH2)sCO.CH; -CHs
AED (CH;):CO,CH,CH CH,
AEE -(CH:)4CO,CHs -CH;
AEF ~(CH;)4CO,CH,CH; -CH;
AEG -CH>S0,NH, -CHs
AEH -CH2S0,N(CH;); -CHs

AEI -(CHz)-NHSO-H -CHs

AE] -(CH;),NHSO,CHj -CH;
AEK H -C(O)NH(CHs) -
AEL -CH,C(O)NH; -C(O)NH(CH3)
AEM -CH;C(O)N(CHa)z -C(O)NH(CH3z)
AEN -C(O)CH;NHSO,CH; ~-C(O)NH(CHaz)
AEO ~(CH2):C(O)NH2 -C(O)NH(CHaz}
AEP (CH2),C(O)N(CHs), -C(O)NH(CHs)
AEQ -C(0)(CH,);NHSO,CH, -C(O)NH(CHs)
AER -CH,CO,CHs -C(O)NH(CHs)
AES -CH;CO;CH;CH; -C(O)NH(CHs)
AET -(CH3)2CO:CH; -C(O)NH(CHz)
AEU -(CHz).CO,CH,;CH: -C(O)NH(CHas)
AEV (CH;);CO;CHs -C(O)NH(CH3)
AEW -(CH;);CO-CH,CH; -C(O)NH(CH:)
AEX (CH3):CO:CH; _C(O)NH(CH:)
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(26) JP 4601429 B2 2010.12.

AEY -(CH,)sCO-CH,CH: _C(O)NH(CH?)
AEZ -CH,SO;NH, -C(O)NH(CH)
AFA -CH,SO,N(CH), _C(O)NH(CH3)
AFB -(CH;);NHSO,H -C(O)NH(CH})
AFC -(CHz);NHSO,CH; _C(O)NH(CH:)
AFD -H -C(O)N(CHs),
AFE -CH,C(O)NH, _C(O)N(CHs),
AFF -CH,C(O)N(CHs)z -C(O)N(CHs)2
AFG _C(0)CH,NHS O,CH; _C(O)N(CHa),
AFH -(CH,),C(O)NH, -C(O)N(CHs),
AFI ~(CH2)C(O)N(CHs)2 -C(O)N(CHz),
AFJ -C(O)(CH;);NHSO,CH; _C(O)N(CHs),
AFK -CH,CO,CH; _C(O)N(CHz),
AFL -CH,CO,CH;CH; -C(O)N(CHs),
AFM (CH,),CO,CH, _C(O)N(CHs),
AFN -(CHz),C0,CH;CH; -C(O)N(CHa),
AFO {(CH;);CO,CH; -C(O)N(CHz)
AFP -(CHz);CO2CH,CH; -C(O)N(CHs),;
AFQ ~(CH2)4CO,CH; -C(O)N(CHs),
AFR ~(CHz):CO2CH,CH; -C(O)N(CHa);
AFS _CH,SO;NH, _C(O)N(CHs);
AFT -CH;SO;N(CH;), _C(O)N(CH:);
AFU -(CH;);NHSO;H -C(O)N(CHa)
ARV (CH;);NHSO,CHi -C(O)N(CHz),
AFW H i/ \

—C-N_ N—CHg
AFX -CH,C(O)NH; 9 —

—C-N_ Nory
AFY _CH,C(OJN(CH), 0 —\

—-C——N\_/N—CH?,
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27
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AFZ _C(O)CH,NHSO;CH; 0
—C"—N N“‘CH3
AGA ~(CH2),C(O)NH; o —
—C—N N"CHs
n__/
AGB ~(CH2)C(O)N(CHs). ﬁ —
—C~N  N—CHs
n__/
AGC -C(O)(CH,);NHSO,CH; 0 —
—C—N N-—CHgs
L
AGD -CH,CO,CH; e
—C—N  N—CHs
AGE | _CH,CO,CH,CHs 0
—C—N  N~CHs
AGF (CH,),CO,CH; o
—C—N  N—CHs
AGG -(CH3)»CO,CH,CHj3; Q=
Nn_/
AGH -(CH2);CO,CH;3 O —\
—C—N N“"CH3
./
AGI -(CH>)3COCHCH3 O\
—C—N N—CHs
\_/
AGI (CH2).CO,CH; 0 —
N_/
AGK (CH)4CO:CH,CH; B
—C—N  N—CHj
N/
AGL -CH,SO,NH; o —
L
AGM -CH,SO,N(CH:); 0 —
—C—N _CH3
__/
AGN -(CH,),NHSO.H (I'l) —\
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(28)

JP 4601429 B2 2010.12.

AGO «(CH,),NHSO,CH; 9 —
n_/
AGP H o
—C—N
AGQ -CH,C(O)NH; 0
—C—N )
AGR -CH;C(O)N(CHa), 0
B —C—N )
AGS -C(0)CH:NHS0,CH; 9
—C—N )
AGT -(CH,),C(O)NH, 9
—C—N )
AGU -(CHy)2C(O)N(CHs), 0
—C—N )
AGV -C(0)(CH,),NHS0,CHs 0
—C—N )
AGW -CH,CO,CH; 0
—C—N
AGX -CH,CO,CH,CH; 0
—C—N )
AGY -(CH2)2C02CH3 9
—C~-N )
AGZ -(CH;),CO,CH,CHj3 9
—C—N )
AHA -(CH2)3CO2CH; ﬂ
—C—N )
AHB -(CH3)3CO,CH,CH; .
—C—N )
AHC '(CH2)4C02CH3
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(29)

JP

4601429 B2 2010.12.

-(CH):CO;CH,CH; N
—C—N )
AHE -CH,SO,NH, Q
—CN )
AHF -CH,SO,N(CHa), o
—C—N )
AHG ~(CH,),NHSO,H 9
—C-N )
AHH ~(CH,),NHSO,CH; Q
- —C-N )
AHI H Q (j
—C—N
—
AHJ -CH,C(O)NH; 9 @
~—C—N
e
AHK -CH,C(O)N(CHz)a O
HC—NO
—
AHL -C(O)CH;NHSO,CHj QO
RIS
—
AHM -(CH2),C(O)NH; 9 ~
——C—NG
—
AHN -(CH:),C(O)N(CH.); Qs
—C—N(j
-
AHO -C(O)(CH,);NHS0,CH; QA
——C—~N<j
o
AHP -CH,CO,CH; Q Cj
—C—N
_
AHQ -CH,CO,CH,CH; o @
—C—N
-
AHR ~(CH,),CO,CH;

22

10

20

30

40



(30)

JP 4601429 B2 2010.12.

AHS

-(CH,),CO,CH,CH;

-(CH2);CO,CHz

-(CH3);CO,CH,CH3

«(CH3)4CO,CH;

-(CH2).CO,CH,CH3

-CH2S0O:NH,

~CH2SO,N(CH3).

-(CHz),NHSO,H

-(CH,),NHSO,CH;

AIC

-CH,C(O)NII,

-CH,C(O)N(CHs)a

-C(O)CH,NHSO,CH3

-(CH;),C(O)NH;

AlG

-(CH1),C{O)N(CHs ),
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ATH -C(0)(CHz);NHSO,CHs @_N X
All -CH,CO,CH; _@_N /——\O
__/
AU -CH,CO,CH,CH; QM
—&N b
AIK —(C]{:)3C02CH3 _E—N /—'\O
A
AIL ~(CH,)CO,CH;CH; E 4 /—\O
N/
ATM ~(CH;3):CO,CH3 _E_N /‘-—\O
' N
AIN ~(CH1)3CO;CI{2C]‘I3 ﬁ__N /_\0
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BEB -CH,CO,CH;CH; -C(O)NHz
BBC -(CH,),CO,CHa -C(O)NH;
BBD -(CH),CO,CH,CH: -C(O)NH,
BBE ~(CHz);CO:CHs -C(O)NH;
BBF -(CH,)2CO,CH2CH: -C(O)NH:
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BBY -(CH;);C0O,CH,CH; -CO,CH;
BBZ -(CH;)sCO,CH; -CO,CH;
BCA -(CH3)4C0O,CH,CH; -CO;CH;
BCB -CH.SO:NH; -CO,CH;
BCC -CH,S0;N(CHs), -CO;CH;
BCD -(CH;);NHSO,H -CO,CH;
BCE -(CH32);NHSO,CHs -CO,CH;
BCF -H -CHO
BCG -CH,C(O)NH; -CHO
BCH -CH,C(O)N(CHz), -CHO
BCI -C(0)CH,NHSO;CH; -CHO
BCI -(CH2),C(O)NH; -CHO
BCK ~(CH:),C(O)N(CH), -CHO
BCL -C(O)(CH);NHSO,CH; -CHO
BCM -CH,CO,CH, -CHO
BCN -CH,CO,CH,CH, -CHO
BCO ~(CH3),CO,CH; -CHO
BCP ~(CH2),CO,CH,CH; -CHO
BCYD -(CH,)3CO,CH; -CHO
BCR ~(CH2);C0;CH>CH; -CHO
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BCT ~(CH;)4CO>CH,CH; -CHO
BCU -CH,SO;NH, -CHO
BCV -CH;S0;N(CHz), -CHO
BCW -(CH,);,NHSO,H -CHO
BCX ~(CH,);NHSO,CH; -CHO
BCY -H -CN
BCZ' -CH,C(O)NH, -CN
BDA -CH,C(O)N(CHs)2 -CN
BDB -C(0)CH,NHSO0,CH; -CN
BDC © (CH,),C(O)NH; -CN
BDD ~(CH3),C(O)N(CH3): -CN
BDE -C(O)(CH;);NHSO,CH; -CN
BDF -CH,CO,CH; -CN
BDG -CH,CO,CH,CH; -CN
BDH (CH3):CO,CH; -CN
BDI -(CH;)2C0;CH,CHs -CN
EDI -(CH);CO:CH; -CN
BDK -(CH;);C0,CH;CH; -CN
BDL -(CH3),C0O;CH3 -CN
BDM -(CH,):C0:CHCH; -CN
BDN -CH,SO;NH, -CN
BDO -CH,SO;N(CHs)z -CN
BDP ~(CH),NHSO.H -CN
BDQ (CH,);NHSO,CHs -CN
BDR -H -CH;
BDS -CH,C(O)NH; -CH;
BDT -CH,C(O)N(CH3)2 -CH;
BDU -C(O)CH:N  30,CH; -CH,
BDV ~(CH:),C(O)NH; -CHs
BDW ~(CH3),C(O)N(CHs)2 -CH,
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BEIL -(CH3),NHSO.H -CHs

BET -(CHz);NHSO,CH3 -CH;
BEK -H -C(O)NH(CH3z)
BEL -CH,C(O)NH; -C(O)NH(CH3)
BEM ~CH,C(O)N(CH;), -C({O)NH(CHz)
BEN -C(O)CH;NHSO;CH; -C(O)NH(CH5)
BEO ~(CHz)2C(O)NH; -C(O)NH(CH3)
BEP -(CH;);C(O)N(CHs), -C(O)NH(CHs)
BEQ -C(O)}(CH2);NHSO,CH; -C(O)NH(CHa)
BER -CH,CO,CHs -C(O)NH(CH3)
BES -CH,CO;CH;CH; -C(O)NH(CHs)
BET -(CH,),CO;CH; -C(O)NH(CHs)
BEU -(CHz).CO,CH,CH; -C(O)NH(CHs)
BEV -(CHz);CO,CH; -C(OYNH(CHas)
BEW -(CHz);CO,CH,CH, -C(O)NH(CHa)
BEX -(CH2)4CO;CH; -C(O)NH(CHz)
BEY -(CH3)4CO,CH,CH, -C(O)NH(CHS:)
BEZ -CH;S0;NH; -C(O)NH(CH:)
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BFB -(CH3);NHSO,H -C(O)NH(CHs;)
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(55)
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oooao

fLEHE=: G: Ri:
CAA. -H -H
CAB -CH,C(0)NH, H
CAC -CH,C(O)N(CHa), H
CAD -C(O)CH,NHSO,CHj H
CAE ~(CH,),C(O)NH; -H
CAF «(CH,)2C(O)N(CHs), H
CAG -C(O)(CH;),NHSO,CH; -H
CAH -CH,CO,CH; -H
CAI -CH,CO,CH,CH; H
CAJ ~(CHy),CO,CH; H
CAK ~(CH,),CO,CH,CHs -H
CAL ~(CH,)sCO.CH; H
CAM «(CH,)3CO,CH,CH; H
CAN ~(CH,)4CO,CH; H
CAO ~(CH,)sCO,CH,CH; -H
CAP -CH,SO,NH, -H
CAQ -CH2SO,N(CH3), H
CAR ~(CH,),NHSO,H H
CAS ~(CH;);NHSO,CH3 -H
CAT -H -C(O)NH,
CAU -CH,C(O)NH, -C(O)NH,
CAV -CH,C(O)N(CHa), -C(O)NH;
CAW -C(0)CH,NHS0,CH; -C(O)NH;
A% ~{(CHy):C(O)NH; -C(O)NH,
CAY ~(CH,)2C(O)N(CH3), -C(O)NH,
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(56)

CAZ -C(O)(CHz);NHSO,CH; -C(O)NH;
CBA -CH,CO,CH; -C(O)NH,
CBB -CH,CO,CH,CH; -C(O)NH,
CBC +(CH2),CO,CHs -C(O)NH,
CBD ~(CH;),CO,CH,CHs -C(O)NH,
CBE ~(CH;);CO;CH; -C(O)NH;
CBF «(CHy):CO,CH,CH; -C(O)NH;
CBG ~(CH2)4CO,CH; -C(O)NH;
CBH -(CHz)4CO,CH,CH3 -C(O)NH;
CBI -CH,SO;NH, -C(O)NH;
CBJ -CH,SO,N(CHs); -C(O)NH;
CBK. ~(CH;);NHSO,H -C(O)NH,
CBL ~(CH;);NHSO,CHj -C(O)NH,
CBM -H -CO:CH;
CBN -CH,C(O)NH, -CO,CH;
CBO -CH,C(O)N(CHs)2 -CO,CH;
CBP -C(O)CH,NHSO,CH; -CO,CH;
CBQ -(CH,),C(O)NH; -CO;CH;
CBR ~(CH),C(O)N(CH3), -CO,CH,
CBS -C(0)(CHz),NHS0,CHj -CO,CH;
CBT -CH,CO,CH; -CO,CH;
CBU -CH,CO;CH>CH3 -CO,CH;
CBV ~(CH),CO:CH; -CO,CH;3
CBW -(CH,),CO:CH,CH; -CO,CH;
CBX +(CHy)»CO,CH; -CO:CH;
CBY (CH,);CO,CH,CH, -CO;CH;
CBZ -(CH,)4CO,CH; -CO.CH;
CCA -(CH;)4CO2CH,CH; -CO,CH;
CCB -CH,SO,NH; -CO.CH;
cce -CH,SO,N(CH3), -CO;CH;
cCcD -(CH,),NHSO,H -CO:CH;
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CCE -(CH;),NHSO,CH; -CO,CH;
CCF -H -CHO
CCG -CH,C(O)NH; -CHO
CCH -CH,C(0)N(CHs); -CHO
CCI -C(O)CH,NHSO,CH,; -CHO
ccy ~(CH:),C(O)NH; -CHO
CCK {(CH2);C(O)N(CH), -CHO
CCL -C{O)(CH;);NHSO2CH3 -CHO
CCM -CH,CO,CH: -CHO
CCN -CHyCO,CH,CH; -CHO
CCO -(CH2),CO,CH; -CHO
CCp -(CH;z).CO,CH>CH3 -CHO
ccQ -(CH2);CO;CH; -CHO
CCR -(CH;);CO,CH,CH; -CHO
ccs ~(CH,)4CO:CH; -CHO
CCT -(CH;)4CO,CH,CH; -CHO
CCU -CH280,NHz -CHO
ccv -CH,S0;N(CHs); -CHO
ccw (CH,),NHSO;H -CHO
ccx ~(CH,);NHSO,CH; -CHO
CCY -H -CN
CCZ -CH,C(O)NH, -CN
CDA -CH;C(O)N(CHa)z -CN
CDB -C(O)CH;NHSO,CH; -CN
CcbC ~(CH,).C(O)NH; -CN
CDD -(CHa)2C(O)N(CH3)» -CN
CDE -C(O)(CH;),NHSO,CHs CN
CDF -CH;CO,CH; -CN
CDG -CH,CO,CH,CH; -CN
CDH -(CH2),CO,CH; -CN
ot (CH;),CO;CH,CH; CN
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(58)
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CDJ -(CH3);C0O,CH; -CN
CDK. -(CHy);CO;CH;CH; -CN
CDL ~(CH,)/CO,CH3 -CN
CDM ~(CH;)4CO:CH,CH; CN
CDN -CH,SO;NH, -CN
CDO -CH2SON(CHz), -CN
Corp -(CH,);NHSO;H -CN
CDQ -(CH2),NHSO,CH; -CN
CDR -H -CH;
CDS -CH,C(O)NH, -CH;
CDT -CH;C(O)N(CHs)2 -CH;
CDU -C(O)CH,NHSO,CH; -CH;
CDV ~(CHz)2C(O)NH; -CHs
CDW ~(CH2)2C(O)N(CHa), -CHs
CDX -C(O)(CH2),NHSO,CH; -CHa
CDY -CH,CO,CH; -CH,
CDZ -CH,CO,CH,CH; -CH;
CEA -(CH2);CO,CHs -CHj
CEB ~(CH,),CO,CH,CH; -CH,
CEC -(CH,)3C0,CHa -CH;
CED ~(CH,);C0O;CH,CH; -CH,
CEE ~(CH2)4CO,CH; -CH;
CEF ~(CH,)4C0O,CH,CH; -CH;
CEG -CH,SO;NH, -CH;
CEH -CH,SO;N(CHs) -CH;

CEI -(CHy);NHSO,H -CHa
CEJ -(CHz),NHSO,CHj -CHa
CEK -H -C(O)NH(CH)
CEL -CH,C(O)NH, -C(O)NH(CHa)
CEM -CH,C(O)N(CHz), -C(O)NH(CHa)
CEN -C(O)CH,NHSO0,CH; -C(O)NH(CHs)
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(59)
CEO ~(CH),C(O)NH, -C(O)NH(CH:)
CEP ~(CH,),.C(O)N(CHz), -C(O)NH(CH;)
CEQ -C(O)(CH;);NHSO,CH; -C(O)NH(CHz)
CER -CH,CO,CH; -C(O)NH(CHs)
CES -CH,CO,CH,CH; -C(O)NH(CHz)
CET -(CH2),C0,CH; -C(O)NH(CHs)
CEU ~(CH2),CO,CH;CH; -C(O)NH(CHs)
CEV ~(CH,)sCO,CH; -C(O)NH(CHs)
CEW ~(CHa)sCO,CH,CH; -C(O)NH(CHx)
CEX ~(CH,)¢CO;CH; -C(O)NH(CHs)
CEY ~(CH3)4CO,CH,CH; -C(O)NH(CHs)
CEZ ~CH,SO;NH; -C(O)NH(CH)
CFA -CH,SO,N(CH3), -C(O)NH(CHs)
CFB -(CHz),NHSO.H . -C(O)NH(CHs)
CFC (CH,),NHSO,CH, -C(O)NH(CH)
CFD -H -C(O)N(CHs).
CFE -CH,C(O)NH; -C(O)N(CH3),
CFF -CH>C(O)N(CHz), -C(O)N(CHs)2
CFG -C(O)CH;NHSO,CH -C(O)N(CH3),
CFH ~(CH,);C(O)NH; -C(O)N(CH3),
CFI ~(CHL),C(O)N(CH), -C(O)N(CH3),
CFI -C(O)(CH,);NHSO:CH; -C(O)N(CHs),
CFK -CH,CO,CH, -C(O)N(CHs)z
CFL -CH,CO,CH,CH -C(O)N(CHz)z
CFM ~(CH),CO,CH; -C(O)N(CH3),
CEN -(CH5),CO,CH,CH; -C(O)N(CHs),
CFO ~(CHR):CO,CH; -C(O)N(CH3),
CFP ~(CH2);C0O,CH,CH -C(O)N(CH;),
CFQ ~(CH2)4CO-"H -C(O)N(CH),
CFR ~(CH;)sCO,CH,CH; -C(O)N(CHs),
CFS -CH,SO,NH, -C(O)N(CHs),

10

20

30



(60)
CFT -CH,SO;N(CH;); -C(O)N(CH3);
CFU -(CH,).NHSO-H -C(O)N(CH3),
CFV ~(CH,),NHSO,CHs -C(O)N(CHs),
CFW H 0
—C—N  N—CHs
CFX -CH,C(O)NH; T G
—C—N_ N—CHj
CFY -CH,C(O)N(CH3), Q M\
—C—N  N—CHs
CFZ -C(O)CH,;NHSO,CHj3 .
-—C—N N—CHj3
CGA «(CH,),.C(O)NH, Q M\
—C—N  N—CHjs
—C—N . N—CHs;
CGC -C(O)(CHa);NHS0,CH; Q
—C—N N—CH3
CGD -CH,CO;CH; QI
—C—N N—CHj
CGE -CH,COCH,CH; Q%
—C—N N—CHs
CGF -(CH,),CO,CH; @ N/—\ i
TN J'l_ 3
CGG -(CH,),CO,CH,CH; 9
C—N  N—CHjg
CGH -(CH»):C0,CHs o\
—C—N  N—CH4
CGl ~(CH2);CO2CH;CH; 8 =
—C—N  N—CHjy
CGI ~(CH2)4CO,CH, Q9

JP 4601429 B2 2010.12.22

10

20

30



(61)

JP 4601429 B2 2010.12.

CGK ~(CH,),CO,CH;CH; Q
—C-~N  N—CHj
CGL ~CH;SO,NH, e
—C—N  N—CHj
CGM -CH;S0;N(CHj) o
—C~N  N—CHs
CGN -(CHy),NHSOH D/
—C—N  N—CHj
p—
CGO -(CH,);NHS0,CH 0
—C—N  N—CHj
4
CGP H o
—C—N_ )
CGQ -CH,C(O)NH; f
—C-N )
CGR -CH,C(O)N(CHs) 9
—C—N_ )
CGS -C(O)CH,NHS0,CH; Q
—C—N_ )
CGT -(CH2)2C(O)NH; 9
—C—N_ )
CGU ~(CH2),C(O)N(CHs)2 Q
—C-N )
CGV -C(O)(CH,);NHSQ,CH; Q
—CN )
CGW -CH,CO,CH;, O
—C—N_ )
CGX ~CH,CO,CH,CH Q
—C-H )
CGY -(CH,),CO,CH
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(62)
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CGZ -(CH,);CO,CH,CH; 0
—C—N )
(j}ijg —((3112)3(:()2(:I13 g?
—C—N )
CHB ~(CH2)3C0>CH,CH; Q
—C~N )
CHC -(CH2)4.CO,CH;3 n
—C—N )
CHD ~(CH,)sCO2CH,CH i C
—C—N
CHE ~-CH,SO:NH; 9
—C—N )
CHF ~CH;S0,N(CHs), &
—C—N
CHG ~(CH,),NHSO.H i C
-—C—N
CHH -(CH3).NHSO,CHs Q
—C—N )
CHI -H 8 j
—C—N
—
CHJ -CH,C(O)NH, g <j
—C—N
"
CHK -CH;C(O)N(CH3), T o~
——-C——N(j
—
CHL -C(0)CH,NHSO,CH; 9 s
~L
Ll
CHM -(CH3);C(O)NH, Q ~
Loy
s
CHN {(CH,),C(O)N(CH3);
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(63)
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CHO

~C(O)YCHy):NHSO,CHj;

o)
i1 ~=

LG

-

CHP -CH,CO,CH; Qs

—C—N__|

CHQ -CH,CO,CH,CH; & <j
—C—N

—

CHR -(CH;),CO,CH; 9 ~

: —-c—w@
—

CHS -(CH;);CO,CH,CH3 QO

—(3

S

CHT -(CH,)3CO,CH; 9 =

(3

e

CHU -(CH;);CO;CH,CH; Q@

——c—w(j

—

CHV -(CH2)4CO:CH; § ~

| _ (3

-

CHW ~(CH,)4CO,CH,CH; Q <j
—C—N

—

CHX -CH,SO,NH, Q @
~~C—N

!

CHY -CH,SO;N(CHs), 9 A~

- g

o2

CHZ -(CH,);NHSO,H o <j
—C—N

—

Cla -(CH2):INHSO,CH3 ﬁ él
—C—N

—

CIB -H ICI:—NmO

N/

CIC -CH,C(O)NH; b/ A\

—C—N 0O
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(64)
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CID

-CH,C(O)}N(CHs)2

0

)

CIE

-C(O)CH,NHSO,CHs

CIF

~(CH,):C(O)NH;

s

CIG

~(CH,),C(O)N(CHs),

)

CIH

-C(0)(CH;),NHS0,CHj,

|
o| ¢=0

pras

o

)

!
('l):
=z
@)

CI

-CH;CO,CHs

e

CI

-CH;CO,CH;CH3

e

CIK

-(CH),CO2CHs

8]

CIL

-(CHy);CO;CH,CHs

prd
O

CIM

-(CHz)3CO2CH3

of o &
)

Ble

CIN

(CH,)sCO,CH,CHs

JIC

|
7
z
o

CIO

-(CH>)4CO,CH3

e

CIp

-(CH;),CO,CH,CH;

9lc

CIQ

-CH,SO;NH;

¢

CIR

-CH,SO;N(CHs),

ol
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(65)
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CIS

~(CH,);NHSO;H AN
./
CIT «(CH,);NHSO,CH _,g_N F—\o
./
CIU -(CH,)sNHSO;H H
CIvV -(CH,)sNHSO;H -C(O)NH;
CIW (CH,)sNHSO,H -CO,CH;
CIX ~(CH,)sNHSO,H -CHO
CIY -(CH,);NHSO,H CN
CIZ ~(CH,);NHSO;H -CH;
CIA «(CH,);NHSO,H ~C(O)NHCH;
CIB (CH,);NHSO,H ~C(O)N(CHa),
CiC ~(CH,)sNHSO,H Q —
—C—N_ N—CHg
CID ~(CHy)sNHSO-H 0
—C——ND
CIE -(CH,)sNHSO,H 9
—)
CJF -(CHy)sNHSO.H _@_N \
_/
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oooao
temES: G: R;:
DAA -H -H
DAB -CH,C(O)NH, H
DAC -CH,C(OYN(CH3), -H
DAD -C(0)CH,NHSO0,CHs; H
DAE  ~(CH)C(O)NH, H
DAF ~(CH2):C(O)N(CHs), -H
DAG -C(O)(CH,),NHS0,CH; H
DAH -CH,CO»CHs H
DAI -CH,CO,CH,CH; H
DAJ -(CH,),CO,CH; H
DAK ~(CH2)2CO,CH,CHs H
DAL ~(CH,);CO-CH;, H
DAM -(CH;)3CO.CH;CHj H
DAN «(CH,)4CO,CH; -H
DAO «(CH,)4CO.CH,CHj -H
DAP -CH,SO,NH; H
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DAQ -CH,SO;N(CHz), H
DAR ~(CHy),NHSO;H H
DAS -(CH_);NHSO-:CHj3 -H
DAT -H -C(O)NH,
DAU -CH,C(O)NH; -C(O)NH,
DAV -CH,C(O)N(CHzs) -C(O)NH;
DAW -C(0)CH;NHSO,CH3 -C(O)NH;
DAX -(CHz)2C(O)NH; -C(O)NH;
DAY ~(CH,),C(O)N(CH3)s -C(O)NH,
DAZ -C(0)(CH;);NHSO,CH -C(O)NH;
DBA -CH,CO,CH; -C(O)NH,
DBB -CH;CO,CH;CHs -C(O)NH,
DBC -(CH,);CO,CH; -C(O)NH;
DBD -(CH;).CO,CH:CH3 -C(O)NH:
DBE «(CH;);CO,CH; -C(O)NH;
DBF -(CH;);CO,CH;CH; -C(O)NH;
DBG -(CH2)4CO,CH; -C(O)NH;
DBH «(CH,)4CO,CH;CH; -C(O)NH; |
DBI -CH,SO;NH; -C(O)NH,
DBJ -CH,SO;N(CHa), -C(O)NH,
DBK -(CH;):NHSO,H -C(O)NH,
DBL ~(CH;);NHSO,CH, -C(O)NH,
DBM -H -CO,CH;
DBN -CH;C(O)NH; -CO,CHs
DBO -CH,C(O)N(CH;z)2 -CO.CH;
DBP -CH,NHSO,CH; -CO,CH;
DBQ ~(CHy);C(O)NH, -CO,CH;
DBR ~(CH;),C(O)N(CH3), -CO,CHs
DBS ~(CH,),NHS0,CH; -CO,CH;
DBT -CH;CO,CH; -CO,CH;
DBU -CH,CO,CH,CH; -CO;CH;

JP 4601429 B2 2010.12.22

10

20

30



(74)

DBV ~(CH;),CO,CH; -CO.CHs
DBW -(CH2),CO,CH,CH; -CO,CH;
DBX -(CH;);CO:CH; -C0,CH;s
DBY -(CH;)sCO,CH;CH; -C0,CH;3
DBZ -(CH2)+CO,CH;3 -CO,CHa
DCA -(CH2);CO,CH,CH; -CO,CHa
DCB -CH;SO;NH; -CO;CHs
DCC -CH,S0;N(CHs)z -CO.CHs,
DCD ~(CH2);NHSOH -CO,CHs
DCE -(CH;),NHSO,CH; ~-C0O,CH3
DCF -H -CHO
DCG -CH,C(O)NH; -CHO
DCH -CH,C(O)N(CHj3)z -CHO
DCI -C(0)CH;NHSO,CHs -CHO
DCY -(CH;),C(O)NHz -CHO
DCK -(CH;),C(O)N(CHz)2 -CHO
DCL ~C(O)(CH:);NHSO;CH -CHO
DCM -CH;CO,CH: - -CHO
DCN -CH,CO,CHzCH;3 -CHO
DCO -(CH2)2CO,CH; -CHO
DCP -(CH3),CO,CH2CH3 -CHO
DCQ -(CH,):CO,CHj3 -CHO
DCR -(CHz):CO,CH,CH3 -CHO
DCS -(CH,)4CO,CH3 -CHO
DCT -(CH;)4CO.CH;CH3 -CHO
DCU -CH2S0O;NH; -CHO
DCV -CH,SO:N(CHs) -CHO
DCW ~(CH,):NHSOH -CHO
DCX -(CH,):,NHSO,CH, -CHO
DCY -H CN
DCZ -CH,C(O)NH, CN
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(75)

DDA -CH,C(O)N(CHs)z -CN
DDB -C(O)CH;NHSO0,CH; -CN
DDC -(CH;),C(O)NH, -CN
DDD «(CH;),C(O)N(CH3) -CN
DDE -C(0)(CH_);NHSO,CH; -CN
DDF -CH,CO,CH, -CN
DDG -CH,CO,CH,CH; -CN
DDH ~(CHz),CO,CH; -CN
DDI -(CH;),CO,CH,CH; CN
DDJ ~(CH;):CO;CH -CN
DDK ~(CH;):CO,CH,CH -CN
DDL ~(CH3):CO-CH N
DDM ~(CH;):CO;CH;CHs -CN
DDN -CH,SO,NH, -CN
DDO -CH,SO,N(CH:): -CN
DDP ~(CH,),NHSO,H -CN
DDQ -(CH,);NHSO,CH -CN
DDR -H -CH;
DDS -CH,C(O)NH, -CHj
DDT -CH,C(O)N(CH), -CHs
DDU -C(0)CH,NHSO,CH; -CH;
DDV -(CH;);C(O)NH, -CH;
DDW -(CH).C(O)N(CHas)2 -CH;
DDX -C(0) (CHz);NHSO,CH; -CH;
DDY -CH,CO,CH -CH;
DDZ -CH,CO,CH,CH; -CH;
DEA «(CH,),CO,CH; -CH;
DEB ~(CH2)2CO,CH,CH; -CHs
DEC -(CH;):CO,CH; -CH3
DED -(CH,):CO;CH,CH; -CH;
DEE ~(CH;):CO,CH;, -CH;
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-(CH2),CO,CHCH;

} DEF -CH;
! DEG -CH,SO,NH; CHs
DEH -CH2SO;N(CH3): -CHs
DEI ~(CHy),NHSO,H -CHy
[ DEJ -(CH;);NHSO,CH; -CH;
‘ DEK -H -C(O)NHI(CH)
DEL -CH;C(O)NH; -C(O)NH(CHy)
DEM -CH,C(O)N(CH3), -C(O)NH(CH)
DEN -C(O)CH;NHSO,CH; -C(O)NH(CHz)
DEO -(CH2),C(O)NH, -C(O)NH(CHs)
DEP «(CH,),C(O)N(CHz): -C(O)NH(CHj)
DEQ -C(O)(CHz),NHSO,CH3 -C(O)NH(CHs)
DER -CH,CO,CH; -C(O)NH(CHz)
DES -CH,CO,CH,CH; -C(O)NH(CH)
DET -(CHz):CO,CH;3 -C(O)NH(CH;)
DEU -(CH3);CO,CH;CH; -C(O)NH(CHs)
DEV ~(CH)2CO,CH; -C(O)NH(CH;)
DEW -(CH,);CO,CH>CH3 -C(O)NH(CHy)
DEX -(CH):CO;CH; -C(O)NH(CH;)
DEY ~(CH;)4CO,CH,CH; -C(O)NH(CH;)
DEZ -CH,SO,NH, -C(O)NH(CHs)
F DFA -CH,S0;N(CHs); -C(O)NH(CHj)
DFB -(CH,);NHSOH -C(O)NHI(CH;)
DFC -(CH,);NHSO,CH; -C(O)NB(CH)
DFD -H -C(O)N(CHs),
DFE -CH,C(O)NH; -C(O)N(CH:),
DFF -CH,C(O)N(CHs), -C(O)N(CHs),
DFG -C(O)CH,NHSO,CH; -C(O)N(CHs),
' DFH {(CH;),C(O)NH; -C(O)N(CH:),
DFI {(CH;):C(O)N(CH;)z -C(O)N(CHz), #
DFI -C(O)(CH,):NHSO,CH; -C(O)N(CH),
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20

DFK -CH,CO,CHs -C{O)N(CHa),
DFL -CH,CO,CH,CH; -C(OYN(CHz)z
DFM -(CH,),CO,CH; -C(O)N(CH3),
DFN «(CH,);CO,CH,CHs -C(O)N(CH),
DFO -(CH3);CO,CH; -C(O)N(CHs)2
DFP (CH3)sCO-CH,CH; -C(O)N(CHa),
DFQ (CH,);C0,CH; -C(OYN(CHa)
DFR -(CH;)4CO,CH,CHz ~C(O)N(CHs)2
DFS ~-CH,SO,NH, -C(O)N(CHa),
DFT -CH,80,N(CH3); -C(O)N(CHs):
DFU -(CH2).NHSO-H -C{O)N(CHs),
DFV ~(CH,),NHSO,CH; -C(O)N(CHa),
DFW H VAR _
“—C—N\_/N—CH;;
DFX -CH,C(O)NH, 9~
—C—N\_/ —CH,4
DFY -CH,C(O)N(CHz), T e
—C—N —CHg
DFZ -C(O)CH,NHSO,CH; Q- —\
—C—N  N—CHs
DGA (CH,),C(O)NH, 9
—C—N  N—CHg
DGB -(CH2).C(O)N(CHz), i/ \
—C—N\_/N—CHg
DGC -C(O)(CH,),NHSO,CH3 o\
-———C—N\_/N*CH;;
DGD 'CHZCO2CH3 M /__\
. —C—N\_J —CHj
DGE -CHZCOzCHzCH3 i /__\
—-C-—NL/N—CHg
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DGF  (CH,),CO:CH; o
DGG -(CH,);CO.CH,CHj 0 —
DGH -(CH,);CO,CH; 0
—C~N N—CHs
DGI "(CHZ)BCOECHZCHE ' 9
- —C—N_ N—CHjg
DGI -(CH,)4CO,CH; 9
—C—N N-—CHj
DGK ~CH,):CO,CH,CH; 9
—C—N N—CHjs
DGL -CH,SO,NH, Q
—C—N N—CHys
DGM -CH,SO,N(CHs)2 QO
—C—N N—CHs
__/
DGN -(CH,),NHSO,H 9 I\
S/
DGO ~(CH,),NHSO,CH; ﬁ —\
"""’C‘”N N_CH3
n__/
DGP CH 0
—C—N
DEQ -CH,C(O)NH, s
—C—N >
DGR ~CH,C(O)N(CHz), ﬂ)
—~C—N >
DGS ~C(O)CH,NHS0,CHs 0
—C—N )
\___,.
DGT -(CH;),C(O)NH; 9 /\:>
—C—N
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DGU (CH,),C(O)N(CHs), 0
—C—N )

DGV -C(O)CH;);NHSO,CH; 0
—C—N )

DGW -CH,CO,CH; 9
—C—N )

DGX -CH,CO,CH,CH; Q
—C—N )

DGY {(CH2),CO:CH, 0
—C—N )

DGZ ~(CH,),CO,CH,CH; Q
—C—N )

DHA «(CH,);CO-CHs 0
—C—N )

DHB (CH:);CO,CH,CH; 9
—C—N )

DHC (CH,):CO,CHs o
. —C—N )

DHD (CH,)4CO,CHCH; Q
' —C—N )

DHE -CH,SO,NH, 0
—C—N )

DHE -CH,S0,N(CHs); o
—Cc—N )

DHG ~(CH,),NHSO,H 0
—C—-N )

DHEH -(CH,),NHSO,CH; Q
—C—N )

DHI -1 0
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DHI -CH,C(O)NH; Q <j
—C—N
—
DHK -CH,C(O)N(CHs), 9~
—chG
—
DHL -C(0)CH,NHS0:CH; D~
1.5
—
DHM (CH),C(O)NH, o~
——C—NG
et
DHEN -(CHz):C(O)N(CHa), Q ~
—~C~—N<j
o
DHO -C(O)(CH;),NHSO,CHj D A
____C_ L
DHP -CH,CO,CH; Q@
__..C_
P
DHQ ~CH»CO,CH,CH; 9 i
—C—N
et
DHR ~(CH;);CO,CHa R /\t|
—C—N
/ W
DHS ~(CH,),CO,CH,CH; o~
e
-
DIT (CH;);C0,CHs 9
'—“C—N<:|
oot
DHU ~(CH,);CO.CH,CH; Q@
_C_ .
DHV -(CH)sCO,CHs 9 \/i]
—GC—N
=
DHW «(CH2)sCO,CH,CH; Qe
2.0
-
DHX -CH>SO,NH;
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DHY -CH,80,N(CH;)s 9 =
——C—Ng

DHZ -(CH,),NHSOH P o~
mC—-Ni;l

DIA ~(CH,);NHSO,CH; Q A~
.y

DIB -H 0/ \
——C—N 0

\__/

DIC CH,C(O)NH, Q
—C—N 0

L

DID -CHzC(O)N(CHS)Z M / \
—C—N O

' N/

DIE -C(O)CHNHSO,CH; T AR
—C—N 0

./

DIF -(CH2).C(O)NH; N/ \
—C—N e}

__/

DIG -(CH;)C(O)N(CHs)z n /7 \
—C—N 0

L

DIH -C(O)(CH;),NHS O,CHj TV
—C—N 0

_/

DI -CH,CO,CH; O
—C—N o}

% .S

DT -CH,CO.CH,CHs ¥ /___\
—C~N 0

N/

DIK -(CH;);CO,CH3 n 7/ \
: ~—C—N 0

__/

DIL -(CHz),CO,CH,CHs i/ \
—C—N 0

./

DM -(CH2)3C02CH3 Tl / \
_ —C~N e}
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L

DH\T -(CH2)3C02CH2CH3 T /"_\
—C—N O
n_/
DIO -(CH2)4CO,CHs YA
—C—N 0
./
DIP -(CH,)4CO,CH,CHs 2\
—C—N 0
Ve o
DIQ -CH,S0O,NH; 2o\
—C—N 0
./
DIR ~CH,SO,N(CHz)> N
—{G—N 0
N/
DIS ~-(CH;),NHSO:H i\
—C—N 0
n/
DIT -(CH,);NHSO,CH; H
—C—N 0
N/
DIU -(CH;);NHSO.H -H
DIV -(CHz):NHSO,H ~C{O)NH,
DIW ~(CH,);NHSO-H -CO,CH;3
DIX -(CH;):NHSOH -CHO
DIY -(CH:)sNHSOH -CN
DIZ -(CH,);NHSO-H -CHs
DIA -(CH3)sNHSOH -C{O)NHCH;
DIB -(CH;):NHSO,H -C(O)N(CHa),
DIC -(CH,):NHSO.H T A
—C—N  N—CHj
_/
DID -(CH;)sNHSO,H (ID!
—C—N )
DJE ~(CHz)sNHSO,H 9~
*-"C,—ND
S
DIF -(CH,)sNHSO,H (l? "
—t=l O
N/
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