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~C¢) ZILFI, —O0RB, —C(0)R%#, —C(0)OR#, —NR*R?%, —C(0)NR2R®, —
S(0) NR#R®, 7 T I XIFFEDR?TEBMINTWTHERWI T ZILEERL,
A2 EDEHARTEE, E4DRAIBEWICA—TH> THXITEWICHE
BR->TWTH LKL,

IHIC. 2DDOR2ABEET 2B EICIE. BEEY 5 2 D DR?(F-CH,LCH,CH,~, -CH,
CH,0-, —-CH,0CH,~, -OCH,0-, -CH,CH,S-, -CH,SCH,-, —CH,CH,N(Rv)-, -CH,N(Rv)CH
=, —CH,CH,CH,CH,~, —CH,CH,CH,0-, -CH,CH,0CH,~, -CH,0CH,0-, -OCH,CH,0-, —OCH
,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-, -N(Rv)CH=CH-, -OCH=N-, -SCH=N-,
-N(Rv)CH=N-, -N(Rv)N=CH-, -CH=CHCH=CH-, -OCH,CH=CH-, -N=CHCH=CH-, -N=C
HCH=N-32{&-N=CHN=CH- %R T B Z &ICL Y. 2 DDRRZODZFNZENIHES
DRRRFEHICOBERNII6BRETHMLTH L, 2ZDEE, BEFEKX
TERLDRFRRFICHEE LEKRRFRIUIE > THERBICEBRINTVTD
£, THIC, ARFIC2EAULEDITERINTWVWERE, §2DUIEWT
BE—TH>TEXITEWIHELR > TWTH LKL,

R2ik, Oy VRF, C~Cy7ILFI, C~C,oy7)aF, C~Cy/NOT I
F), C~Cp NOT7IIAFY, C~C\oy/OTFIFI, C~CooO7)OF
. GG/ NAT AT ILFEIL, C~Cy O 2O7)aFY, — O, OF
JXIF7zZEKRL,

R3IF, KEEF. Ci~CuZIFI, C~Cip/NaTILFI, C~Co> 7 O7I
FI, C~CoNaroO7IIFI, C~CTILaFY (C~C) FIFI, 7
)b, MEORPTEBMRINTUVWTERWIT I 2L, RUIUMXERVEVR
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[0015]

ENFEORZTEBRINTVWTERWAYIILERL, A2 EOBKER
TEX, BLAORZAIBEWIA—TH > THEXITEWICHER > TVWTH LS

R4BURBIE, BAMIL L TKEREREF. C~Cy7ILFI, C~C,y>7O7ILF
W, C~Cip/NETILFIL, C~Cp/NO>2O7IFIL, RVII, RVEVIR
EADEDRUTCERICBEBRINTVWTERWARY D)L, 1 =72 xFI, RV
TVRENDEDORTERICEBRINTUVWTEHERWI -7 xFI), 2—7zx
XFI. RVEVERESVMEORTERICEBRINTVWTEHERW2 - T IR F
o 7TV XEBLEDORTHERICEBRINTVWTHERWI =LKL, b
N2 EDEHAERTEE, E4DORUYIBEWVICA—TH> THXITEWICHE
BR->TWTH LKL,

RUE, NOFVEFIE7TZILERL,

Rz, REFURME, BLMMIIL TC~Cy7ILFIL, C3~Cy 2O TIFI,
NyT, RVEVEREMMEDRTHERICEBRINTOWTHERWIWAY YL
. ZIZIXIEBEDORUYTHERBICERIN TV TERWZ 2 ZILARL, b
2UEDEHARTEE, EXORUIEAWICA—TH> TEHEXITEWICHE
RoTWTH LKL,

RO, NOFYVEF. = kO, 7/, G~Cy7ILFI, C~C \OTILF
. Co~Cp>2O7IFI, C~Ce/ O oOF7ILFI, C~CTILaF> (C
~C¢) ZIFJ, —O0RB, —C(R®)=NRs?, —C(Rs3)=NORs*, —C(0)R2*, —C(0)OR
4 —S(0)cR#, —0S(0),R#, —NR2%Rz5, —C(0)NR2Rz, —C(S)NH,, —S(0),NRR
B, JTZINXIEMEDRETEB|RINTVWTERW I T2 EKRL, nht 220 L
DEHERTEEX, BLORAIEWICA—TH > TEXIETEWICHER > T
WTH LKL,

Re2iz, KEEF. C~Ce7ILF I, C~C/NOFIFI., C;~C7OF7ILF
W, C~Ce, O O7IIFIL, C~C7IIaFT (C~C) FIFI, 7=
. MEDORPTERINTVWTERVWI T DI, RUYIXERVEVEREN
dEDRSTERINTVWTERVWARYIILERL, dF2ULOEHAERT &
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X, BAORYUFEWIA—TH>TEXIETEWICHEELR >TWTH LKL,

RERURME, KA L TKREF. C~CT7ILFI, C~C/OTILFIL
. C~Ce a7 ILEI, C~CNO>7OF7ILFI, 7)., MEADRSTE
BINTUWTHERVWI I, RYTIIERYEVEENMEDRSTER S
NTWTHERWARYYILERL, dF2UEDOBHART & X, E4DRSIE
WICEA—TH>THEXIFEWIHEELR >TWTH LKL,

ZiZ, NasyrvREF. 7/, = b0, G~Cpy7ILFI, C~Cp/NOTILF
o C~Co7NaFY, C~CoNOTINAFY, FIFIZANKIILFF,
NOTILFIVRIVKRZINAFS, PILFILFAE, NATILFILFE, 7ILF
WAIVT 4 =Z)b, NATIFIVZAILT 4 =), PILFILZAIVKRZIL, /NOT
WERILZIVEZ)L, —C(0)NH,, —C(S)NH,, X —S(0)NH,ZZ& L.
a,b,d, e, f,g, kKRUmMII~bDEHMAERL.

ClIO~2DEHEXKL
qliE0~3DEHEXRL.
921E0~5DEH &R L.
Q3lE0~TDEHER L.
q4E0~6DEHER L.
a5IF0~4ADEHE R L.
rd0~2DEH AR L.
sHFO~ADEHE R L.
S21F0~3DEHE R L.
s3F0~2DEHE R L.
SHFIOXIFTDERH AR L.

nid 1 DEHERL.
tEOIT T DEHEKR L.
ulEOXIFTDEHARY, ]
THRINDBESYV—ILEY. KILEWMOEZENK. TN O DEEMICET
BINBIEXIEZNSLEYOBRENY,
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(2]

Xig-(CRR) -2 kd kg (1) BEOEZ V- LEaY. ZILEMOEER

MR, TN OEEMICHFRINBIIEEZN S LAY OBREFY.
(3]

Rid, C~C,7ILF I, RITEERINTC,~Cy7ILFIL, C~C/OTILF

. C~Ce a7 ILFIL, —C(0)RZ, —C(0)OR™2, —C(0)N(R®¥)R'2, —C(R™2)
=NR'3, —C(R'2)=NOR™, D1~D12, D18, D19, D21~D23, 7 = =)L XiafEDR"
IKE>TEBHBINAET7 T ZNERL, at’ 2l EOBEHERT & X, &4 DR
FEWIA—TH > THEXIEFEWICHER >TVWTH &LL<,
IHIC, 2DDRIABEEY BIHEICIE. BiET 2 2 DORME-0CH,0-, -0CH,.CH
,0-, -0CH=CH-, -CH=CHCH=CH- X I&-N=CHCH=CH-%Fmd 2T &Ic&Y. 22
DR'DEFNEFNIEE T IRRREFEHICEERXII6BIREEK L TH &L
, ZDEE, BREFERT DEXDRFBRTIHEE LEKRRFIFLCE ST
ERICBEBEINTUVWTE LS, THIC, ARFIC2EANEDITERINTWVDS
BE. ERDOUIEWICA—TH > TEXEEWICHER > TWVWTH LKL,

R2iE, KERF. NAFVEREF. C~CTILFI, C,~C a7 ILFI,
D1, D2, D4~D12, D18, D19, D21~D23, —C(0)R'2, —C(0)0R2, R,
N EVRENFORITERICBERINAANY DIV, 7z ZILX|defEDRY
THEBICBERINZ 7 ZIILERL, eF2UEDEBHAERT X, 2 DR?
HEEWIE—TH> THEXIEEWICHER >TWVWTH KL,

IHIC, 2DDRIDBEET BIHEICIE. BiET 2 2 DOR2E-0CH,0-, -0CH,CH
0=, —0CH=CH- X{&-CH=CHCH=CH-ZFZR T B &ICL Y. 2DDRIDENEFH
MEATIRFEREFEHRICOEBNEG6ERATFRLTELL, TDEE,
BEFMRT 284 DRFRFIHEE LILKRRFIRLCL > TERICBRI N
TWTHLL, TSI, ARFIKC2ENLEDITERINTWVWEIGE, &4 D1
FEWIA—TH > THEXIEFEWICHER >TVWTH &LL<,

R3E, KRBRF. C~C,7IFI, C~CrorO7iFi, (,~C,7ILaF
2 (C~C) 7 ILF I, —C(0)R2, —C(0)OR'2, —C(O)N(R')R™, —Si(R%)(R®)R3
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[0017]

b RYTIRERVEVEENGEORSTEBRINTVWTELWRY I ER
L. g2 EDERHARTEE, EXDORBIIEWVICA—TH-oTHITEW
ICHER>TWTH LKL,

R4RURSE, LML TC~CT7IFILERL

ReRUR7IE, KFERFEERL

R8(&, D1, D2, D4, D5, D7~D12, D19, D22, D23, E1~E8, F1, F2, C,~C
w7 OT7IFI, 7 ZIXIBKEORITERICERINZ7 T ZILERKL
kD2 EDEBHERTEE, BFLADORIEEWICA—TH->THXIEEW
ICHER >TWTHELL
I BT, 2DOORIDHEET DIHGEICIE. BET S 2 DD ROE-0CH,0-, -CH,C
H,CH,~, -OCH,CH,0-, -OCH=CH-, —CH=CHCH=CH-3|&-N=CHCH=CH-AT4K T 5 &
IKEY, 2DDORIDENEFNIEE T 2RFBRERTFEHICIEBRXIEI6EBRZ
FRLTEHELL, COEE, BEENT 284 DREZRRFICHES LIKRE
FRZICE > TERICEBRINTWVWTH LK, IHIC, ARKIC2EAULEDIT
BERINTWVWEIEE. EXDLEEWICA—TH>THEXIFEWIIHEER>T
WTH LKL,

Reld, KEBERF, C~CTILFI, C~CAOFILFLRXIETIZIILERL,

RiE. Ci~CeILFI, C~C I OT7IFI, 7T Z)LXILMEDRSTERR
INTWTERWI I ZILERL, dN 2 EOEHERT &=, &4 DRBIE
BWIRA—THoTHXITEWIHELR > TWTH LKL,

Redd. NOFVETF, C~CTILFIL, 7x/FY, 7T ZILXIEnEDRST
BHEINTVWTHERWI I ZILERL, 2 EOBHAERT EE, &40
ROIGEWICA—TH > THXIEEWICHER >TWTH L, s, s2Xids
SN2 EDBHAERTEE, BLORZIZEWIEA—TH > THXITEWICHE
BR->TWTH LKL,

RE, NOFVETF, C~Co7ILF I, C~Cp7iaF, C~Cy/NOF I
Fib, C~Cona7ibaFx, C~C7ILTFY (C~C) FZIFI, C~C7
WaFY (C~C) 7ZIIFY, ZbOXE Tz ZIL xR,



WO 2012/074067 17 PCT/JP2011/077829

[0018]

RZRURBIE, &2 L TKREF. C~CT7ILFI, C~CoO7ILF

U, C~Ce/nOTFIFI, C~C/nO> o O7IIFI), D2, D4, D5, D7, D21
. D22, D23, Ry VI, RV EVEENVEDR*TERICBEBRINTWVWTD
BWARY I, 7z )VRITHEORTERBICEHRINTLWTIERW = =
WERL, b2 EOEHERT EE, E2DORUIEWCA—TH>TH
XIEEWIHER > TWTH LKL,
I BT, 2DOORHHEET BI5EICIE. BEET 5 2 DD R™E-0CH0-, -0CH,
CH,0-, -0CH=CH-, -CH=CHCH=CH-X(Z-N=CHCH=CH-%FZmid > &IcLY. 2D
DRUDZNENDTEE T I2RFRETFEHICEERNIFOBIREZFHMLTH &
., ZDEE, REFKRT D2EXDRRBTIHEE LIEKRRTIFIICE > T
ERICEBLINTWTH L, TSI, FARFIC2EAULEDITERINTWVS
BA. ERDUIEWICA—TH> TEXIEEWICHEER >TWTH LK,

R4, NOFVEF. = kO, ¥7 /. G~CT7ILFI, C~C/AOTFIF
W, C~Ce7IaF, C~Ca7IaAFd, 72/ FIXET72ER
L.

RSIE, NOFVEREF. C~CT7ILFI, C~CT7IILaF UL, ~C/ O T I
FILEFRL,

R8i&, /Oy VRERF, C~Co7ILFI, C~Coy7I)aF, C~Cy/NOT I
FIREC~Co/NOTIIFTEKRL, IHIT, 2DORHDBEET 2H5EICIE
. BT 2 2 DOREE-0CHO0-ZFKT 22 &ICL Y. 2DDRDENEND
AT OIRERFEHICSEBAEFRLTH &<,

RE, NOF VEF. C~C,y7ILFI, C~C,y> o OT7ILFI, C~CpyT7 I
a3, CG~C7Naxy (C~C) 7Iax>, C~CeNaFIFI, C~C,
NATZLIFY, ZhO, Y7/, 7x/FY, 72 ZUXIETEDORZTER
INTVWTERWIZ T ZUERL, T2 LEOBHERT &2, &2 DR2IF
BWIRA—THoTHXITEWIHELR > TWTH LKL,

R2i&, Oy VRF, C~Coy7ILFI, C~Coy7I)aF, C~Cy/NaOT I
FILREC~Co/NOTIIFTEKRL, IHIT, 2DORZHBEET 2I5EICIE
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[0019]

. BT 2 2 DDOR2I-0CHO-ZFKT 2 2 &£ICL Y. 2DDR2ZOENEND
HATIRFRFEHICOERAEFRLTH LK.

Rz, RERURML, HAMIIL TC~CT7IFI, C,~CoOTIIFIL, R
VI, RYEVRESMEDRUTERICBEBRINTVWTEHERWAY V)L,
7T ) XIShEDO RUYTHERICEBRINTVWTERW I T ZILERKL, bA 2
UEDEHAERTEE, E4DRUIEWICA—TH> TEXIEEWICHER
2TWTH LKL,

ROUL, NOFVEREF. C~CT7IFI, C~C/NOTIFI, C~CT7ILOF
U, C~CyO7)axy, C~CxNAOT7J)OFY, C~Cx\O> o073
Fo. G~C7Nax> (C~C) 7IFI, C~C7IaF (C~C) T
%3, C~CoO7ILxI, C;~C/NO>2O7ILFI, 7x2=), 7T
JFY, ZbhAXEFVT/ERL, L&, NOFTVRFIEC~CTILFIL
HRY LR (2) BEOESYV—ILLEY. ZELAMOEEZENE. Thbd
DEEMNICHFARINBIEE TN SLEWOBRENY,

(4]

RU'&E, C~Ce7ILFIL, RITE#INC~CFILFIL, C~Cs/NOTILF
L, C~Ce o a7IF), —C(0)0R?2, D2, D4, D5, D7, D21~D23, 7 ==
WX IEaB ORI > TEBRINAEZT7 T ZIVERL, a2l EOBYART
EE, BRORUIEWIA—TH> TEXITEWICHEER > TVWTE LKL,
I5IC, 2DOORHBEET 2HEICIE. BiHET D 2 D ORME-CH=CHCH=CH-%
DI EICEY, 2DDOR'ODZFNENDEE T 2RFREFEHIC6 BIR
EEHRLTHELL, TDEE BETUAT 582 DRFBRFRFICHEEG LKE
BFREUCE > TRERBICEBRINTVWTE LS, IHIC. ARFIC2EULEDZ
TEBRINTWVWEHAE, BLXDLUIEWIRA—TH > TEXIETHEWICHER >
TWTH &KL,

R2iF, kRERF. NOFVEF. C~CT7IFI, C~CoO7ILFI,
D2, D7, Ry V), RUEVERENFADRITERBICBBRINLRY YL, 7
I XIFeBEDRITHERICBBRIN/Z 7T ERL, el 2ULEOEHA
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KTEX BAORBEWIRA—TH>THXEEWIHER >TWTH &
<\

IS, 2DORIDBEET BIBEICIE. BET 5 2 DDR7IE-0CH,0-, -0CH,CH
0=, —0CH=CH-XZ[&-CH=CHCH=CH-A /T 2T &ICL Y. 2DDRIDEN TN
PHEETIRFRFEHICOEBXIIGERATEML TELLL. TDEE,
BEFMRT 284 DRFRFIHEE LILKRRFIRLCL > TERICBRI N
TWTHLL, TSI, ARFIC2ENLEDITERINTWEGE, &2 D1
FEWIA—TH > THEXIEFEWICHER >TVWTH &LL<,

R3E, KRBRF. C~C,7IFI, C~CrorO7iFi, (,~C,7ILaF
> (6;~C,) ZILFIJ, —C(0)R™Z, —C(0)OR™2, —C(O)N(R™2)R™, —Si(R%2) (R
IREXUEAR VUKL,

R8(Z, D2, D7, D23, F1, F2, 7 x ZIXIFKED RO TERICEBRI N
7 %ERL, kD2 EOEEERT EE. EX4ORIEEWIRA—TH >
TEHEXIFEWICHELR > TWTH LKL,

I5IC, 2ODROHDBEET ZHEICIE. BET D 2 DD ROE-0CH0- , ~CH,
CH,CH,~X I£-CH=CHCH=CH- AT T B Z &IC LY. 2DDRIDEFNETNIHES
TORRAEFEHICEERNIZIOBREFEMLTHLL, TOEE, BREW
KY 2E&2DKRERFICHEE LEKRREFRICE > TERIKEBRIATWT
HL< IS ARBIC2EANLEDITEBRINTWVWEIES., &F2DIULEWV
ICA—TH> THEXIFEWICHEER>TWTH L,

Riid, Ci~Ce7ILFIRIET T ZIL%EKL,

Reld, NOSVERF. C~C7ILFI., 721/FY, 7T ZIXIEnEDRST
BREINTVWTHERWI T2V ERL, M2 EOBHERTEE, &40
ROGEWICA—TH> THEXIEEWICHER > TV TH L, s2XidEs3h2
LEDEHAERT EE, E4DORIEEWVICA—TH> THEXITEWVWICHEHER >
TWTH LK,

RZRORBIE, &2MILL TKRERTF. C~C7ILFILXIEC~C o a7 I
FiILzk L,
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[0020]

R, N"OFYVERERF. C~CT7ILFIL., C~C7ILaAF, 6~C/\OTILF
WUFC,~CenO7IaFTAEFRL,

R7IZ—C(0)OR2 7 ==L AKX L.,

R2lE, NOFYVERF. C~CT7IFI., C~C7ILIaAF, C~C/\OTILF
WUFC,~CenO7IaFTAEFRL,

Rz, RERURML, HAMIIL TC~CTILFILUEC;~Co 7 OTILFIL %
=L, RME, NOFYVERETF. C~CTIFI, C~C/ANOTILFI, C~CT
LaAFS, C~CoO7INIFY, C~C/NOFILaF, C~C/ O 40O
73X, G~C7ILaFxY (G~C) 7ZIaFx, C~CrOF7ILFI,
Ci~Ce/NO>7a7IFII, 7TZARIET7/FV%KTLERE (3] BHOD
EZV—ILLEaY. ZLEMOEEEMER, ThOoDEXENICHFRINGED
BXIFZEN SEEYOBENY,

(5]

RU'&E, C~Ce7ILFIL, RITE#INTC~CFILFIL, C~Cs/NOTILF
. C~Ce2O7ILFI. 71V XIFaBORNCE > TEBRINAET7 2=
WERL, a2 EOBHART EX, E4DORMUEEWVWICA—TH>THX
EEWIHER > TWTH LKL,

R2iF, KRERF. NOFVEF. C~CT7IFI, D2, Ry, Ryt

VIREDWBADRITERICEBRINIARY VI, 722 XITef@DRITER
ICBHINA T ZILERL, e 2 LOERERT EE, EXDRIEE
WICEA—TH>THEXIFEWIHEELR >TWTH LKL,
ISIC, 2DDRDBEET BIBEICIE. BiEY 5 2 DDRYE-0CH,0-, -0CH,CH
20— UE-CH=CHCH=CH-ATEMT B &IcL Y. 2DDRRIDZNEFNIHEET S
RRRFEHICEERXIBE6EREZHRLTHLIL, COEE BREENT
28R DRFERTIHEE LEKRBEFRILE > THERBICEBRINTVWTE L
<, THIC, AR 2EUNEDITEBRINTWVWSIGE., &4 DLIEWICH
—TH>THEXITEWIHEHERLR >TWVWTH LKL,

R3id., KREFZEFKL.
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[0021]

R8(E, D2, F1, F2, 7z =)L, XIFKEDRITCHERBICERINT7 )L
ZRLU. K2 EDERERTEE, FLORIIEWIIRA—TH>THXIE
BWIHEELR>TWTH LKL,

TSI, 2DO0ORINBEET BIFHICIE. BHET 5 2 DD RF-0CH0- , -CH,
CH,CH,-X (& -CH=CHCH=CH- %4 § 2 Z &ICL Y. 2 DDRIDEZFNEFNHIHES
FTORRFETFEHICEERXIBOEREFEHMLTHL, TDEE BEF

MY 22 DRRRFICHEE LEKRREFRIUCEL > TERICEBRINATWT
HE<, THIC, AFIC2ENLEDITERINTVWRIGE., B4 DILEEWL

ICA—TH> THEXITHEWIHER > TWTH LKL,

Reld, ~OTVERERF. C~C7ILFI, 72 /FIXUFT )bk, s2
DN2UEDBHARTEE, E4ORIZEWVICEA—TH> THEXITEWICHE
BOTWTH L, RUE NAOTVETF, CG~CT7ILFIL, C~CT7I/)LO*
. Ci~CeNOTILFI, C~Co/nO7INaFTXiF=—bOBERKL,

Rizid, Ci~Ce7ILFILERL,

R7IE—C(0)OR2IE 7 T =)L &K L.

RZWE, NOFVEF. C~Cp7ILFI, C~C7IaAF>, C~C,7)LOF
Y (C~C) ZiaFx, C~COFIFIIL, —bO, PF7/XF7TZ)L
. A UN

ROUL, NOFVEREF. C~CT7IFI, C~C/NOTIFI, C~CT7ILOF
V. 7D RIFT7/ FVAERT LR (4) BBOES YV —ILLEY. &
LEMOEEEME, ThOSOEENICHRINBIEITEFNSLEYMD
AR,

(6]

R2i%, KREF. NaOFVREF. ¥7 /. C~C7IFIL, RITEBRIN
7<Ci~CyZILF I, Co~Cp,> a7 IFI, C,~Co7IT =L, NOFVRF
ICE > TEBRINLC,~C oI =L, C~Cpy7ILF )b, NOTVRTFICE
> TEBHBRINC,~Cy7ILF¥ =), —C(0)R'Z, —C(0)0R™2, —C(R'2)=NRS, —C
(R12)=NOR™, D1~D23, RV )L, RV EVEENAEDRI TERICERI N
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[0022]

NPT, T2 XEfBDORITHERBICEBRINET7 =L ERL, ed2
LEDEHAERT EE, E4DORIIEWVICA—TH> THITEWICHER
2TWTH LKL,

IHIC, 2DDRYBEET DHBEICIE. BEHET 2 2 D DRZIE-CH,LH,CH-, -CH,
CH,0-, —-CH,0CH,~, -OCH,0-, -CH,CH,S-, -CH,SCH,-, —CH,CH,N(Rv)-, -CH,N(Rv)CH
=, —CH,CH,CH,CH,~, —CH,CH,CH,0-, -CH,CH,0CH,~, -CH,0CH,0-, -OCH,CH,0-, —OCH
,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-, -N(Rv)CH=CH-, -OCH=N-, -SCH=N-,
-N(Rv)CH=N-, -N(Rv)N=CH-, -CH=CHCH=CH-, -OCH,CH=CH-, -N=CHCH=CH-, -N=C
HCH=N-3 (Z-N=CHN=CH-A2 T2 Z & ICL Y. 2 DDRIDEFNFIAIES
DRRRFEHICOBERNII6BRETHMLTH L, 2ZDEE, BEFEKX
T EEXDRBRFICHEES LEKRREFIRUSE > THERICEBRINTWTE
£, THIC, ARFIC2EAULEDITERINTWVWERE, §2DUIEWT
BE—TH>TEXITEWIHELR > TWTH LKL,

XiZBfFEEERT LR (1) BROLS YV —ILLEYW. ZELEMOEEEN
K, TROEDODEEMICHFBRINBI2EIE TN SEEYOREMY,

(7)

RU&E, C~CiyZILF I, RVTEBERINAC~Cy7ILFI, C~C/ a7 I
FIL, C~CouO7ILFI)L, —C(0)RZ2, —C(0)0R2Z, —C(0)N(R®)R'2Z, —C(R
2)=NOR'S, D1~D12, D18, D19, D21~D23, 7 x =L XI(FafB DR & > TEH:
INET7zZV%ERL, a2 EOEHART &EE, EL2ORUIEWICEA—
TH>THEXIETEWICHER >TWTH LKL,

I LIS, 2DORHBEET 2BEICIE. BEEY 5 2 DODRME-0CH,0-, -0CH,CH
,0-, —0CH=CH-, -CH=CHCH=CH- XI&-N=CHCH=CH-AF4E T BT &IC LY., 2D
DRIDENENDIDEE T I2RRETEHICEBRXII6ERZTKLTH L
., ZDEE, REFKRT D2EXDRRBTIHEE LIEKRRTIFIICE > T
ERICEBLINTWTH L, TSI, FARFIC2EAULEDITERINTWVS
A, BROLUEIEWIA—TH>THXIETEWIHER >TWTH LK.
R2{&, C~Ce7ILF I, C~CeoOF7ILF)L, DI, D2, D4~D12, D18, DI
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9, D21~D23, RV I, RV E VR ENMFEDORITERICERINRY Y
W, 722V XIFefADRITRERICEBRINZ7 2L ERL, eA28ED
BRERTEE, B2ORVUIEWCA—TH>THXIFEWIIHEHEZER > TL
TH LK<,

I5IC. 2DORID BT 2B EICIE. BiEY 5 2 DDR2E-0CH,0-, -0CH,CH
20-, —0CH=CH-X[&-CH=CHCH=CH-AFZM ¢ 2 &ICL Y. 2DDRZDEFNTH
NEETHIRFRFEHICSEBITIOEBATERLTEHLL, TDEE,
BREWRT 2854 DRFRFICHES LEKRBRFIFLLE > TERICERI
TWTHEL, ISHIC, AFIC2EANLEDITERINTVWEHE, &4 DL
EEWIEA—TH> TEXIETHEWHELR > TWTHLL,

R3ix, KERRF. C,~C,7IFI, C;~C,>oa7iLF), C~CT7ILIx
2 (Ci~C)7ILFI)L, —C(0)R2, —C(0)OR'2, —C(0)N(R'2)R3, —Si(R32) (R3)R3
bW RYTNIRERVEVEENGEORSTEBRINTVWTELWRY I ER
L. g2 EDERART EE, E4DOREEEWVICA—TH-oTHITEW
ICHER>TWTH LKL,

RAXRUReE, LML TC~CT7ILFILERL,

R8(&, D1, D2, D4, D5, D7~D12, D19, D22, D23, E1~E9, F1, F2, Cy~
Co/O7IFI, 7TI)XIFKEDORITRERBICERINAZ7 I ZIILER
L. kD2 EDEBERHARTEE, E4DORIEEWVWICA—TH-oTHITEW
ICHER>TWTH LKL,

IBIIC, 2DOORODHEET DIHFEICIE. BET S 2 DD R8E-0CH,0-, -CH,C
H,CH,~, -OCH,CH,0-, -OCH=CH-, —CH=CHCH=CH-3|&-N=CHCH=CH-AT4KT B &
IKEY, 2DDORIDEFNENIMEE T 2RFBRETFEHICIEBRXIEI6BRZ
FRLTEHELL, COEE, BEENT 284 DREZRRFICHES LIKRE
FRZICE > TERICEBRINTWVWTH LK, IHIC, ARKIC2EAULEDIT
BERINTWVWEIEE. EXDLEEWICA—TH>THEXIFEWIIHEER>T
WTH LKL,

Rid, KFEERF. C~Ce7IFI, C~CAATILFILRIETTZINERL
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[0023]

RiE. C~Ce7ILFIL, C~C o O7IFI, 7T Z)LXILMEDRSTERR
INTWTERWI T Z)LERL, dB 2L EDEHERT & X, &4 DRI
BWIRA—THoTHXITEWIHELR > TWTH LKL,

Redd. NOFVETF, C~CTIFI, 7 /FY, 7T ZILXIEnEDRST
BEINTWTHRWI T D)L Ek L, 2 EQERERTEE, &§4D
ROIGEWICA—TH > THXIEEWICHER >TWTH L, s, s2Xids
3HA2UEDEHART EE, BL2DORIZEWIE—TH>TEHEXIETHEWICHE
BR->TWTH LKL,

RME, AT VETF, C~Co7ILF I, C~Cp7iaFx, C~Cy/NOT I
Fib, C~Cona7ibaFx, C~C7ILTFY (C~C) FZIFI, C~C7
WaFY (C~C) 7ZIIFY, ZbOXE Tz ZIL xR,

REZRURBIE, B2 L TKREF. C~CTILFI, C~CoO7ILF

U, C~Ce/nOTILF I, C~C/ O 2 O7IF), D2, D4, D5, D7, D21,
D22, D23, Ry I, RVEVEEASVEDRUTERICEBRINTWTEHER
WAV D)L, ZT IV XELEDR*TERICBEBRINTVWTHRWI T 2L
HZRLU. b2 EDERERTEE, FLXDORYIEWIA—TH>THX
EEWIHER > TWTH LKL,
IHIC, 2DORHD BT 2I5HICIE. BHET 5 2 DD R™FE-0CH,0-, -0CH,
CH,0-, -0CH=CH-, -CH=CHCH=CH-X(Z-N=CHCH=CH-%FZmid > &IcLY. 2D
DRUDZNENDTEE T I2RFRETFEHICEERNIFOBIREFHMLTH &
., ZDEE, REFKRT D2EXDRRBTIHEE LIEKRRTIFIICE > T
ERICEBLINTWTH L, TSI, FARFIC2EAULEDITERINTWVS
BA. ERDUIEWICA—TH> TEXIEEWICHEER >TWTH LK,

R4, NOFVEF. = kO, ¥7 /. C~C7ILFI, C~C/AOTIF
W, C~Ce7IaF, C~COa7IaAFd, 72/ FIXET72VER
L.

RSIE, NOFYVERERF. C~CT7IFI, C~CT7 I IF I XIEC,~C/ O T I
FILEFRL,
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[0024]

Risi&, /~aOsVRERF, C~Co7ILFI, C~C,oy7)aF, C~Cy/NOT I
FIREC~Co/NOTIIFTEKRL, IHIC, 2DORHDBEET 2IHEICIE
. BT 2 2 DOREE-0CHO0-ZFKT 22 &ICL Y. 2DDRDENEND
HATIRFRFEHICOERAEFRLTH LK.

RE, NOF VEF. C~C,y7ILFI, C~C,y> o OT7ILFI, C~CpyT7 I
%Y, G~C7IaxY (C~C) 7IaFx>, C~Cip/NOFTILFIL, C~Cy
NATZNLIFY, =0, YT/, 7x/FY, 7T ZUXIETEDOREZTER
INTWTERWIZ I ZUERL, IA2UELEOEBHAERT X, &4 DR2Z
BWIRA—THoTHXITEWIHELR > TWTH LKL,

R2i&, Oy VRF, C~Coy7ILFI, C~Coy7I)aF, C~Cy/NaOT I
FILREC~Co/NOTIIFTEKRL, IHIT, 2DORZHBEET 2I5EICIE
. BT 2 2 DDORZI-0CHO-ZFKT 22 &£ICL Y. 2DDRZOENEND
HATIRFRFEHICOERAEFRLTH LK.

R, RERURML, HAMIIL TC~CTIFI, Co~CoOTIIFIL, R
VI, RYEVRESMEDRUTERICBEBLINTWTHERWAY I,
7V XIGhEDORTERICEBRINTWTERVWI T ZILERL, bA2
UEDEHAERTEE, E4DORUIEWICA—TH> TEXIEEWICHER
2TWTH LKL,

ROUL, NOYVEREF. C~CT7IFI, C~C/NOTIFI, C~CT7IILOF
U, C~Ceo 7 O7ILaAFY, C~C/NOTIILAFY, C~C/ O o OF7 I3
Fo. C~C7ax> (C~C) 7IFI, C~C7ILaFx (C,~C) T
xS, C~CovO7)x), C,~C/,NO>7Q7IFI, 7x2=)b, 7T
JFY, ZbhAXFVT/ERL, L, NOFVRFIEC~CTILFIL
ARYLEEE (6] BEOESYV—ILLEY. ZIELAMOEEZENE. Thbd
DEEMNICHFARINBIEE TN SLEWOBRENY,

(8]

RU'&E, C~Ce7ILFIL, RITE#INTC~CFILFIL, C~Cs/NOTILF
L, C~Ce o a7IF), —C(0)0R?2, D2, D4, D5, D7, D21, D23, 7=
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IWXIFaBORUCE > TEBRINZT7 T2V EKRL, a2l LD EZRT
EE BADRMUFEWIRA—TH>THXITHEWIIHER > TWTH LKL,
IS5, 2DODRDBHEET BIHEICIE. BEET % 2 D ORE-CH=CHCH=CH- %
KT BHIEICEY, 2DORTOEFNEFNIEE T 2RREFEHIC6 BER
EERLTELLS, TDEE, BEPKT 282 DRRRFICHE LeKR
BRFREIUCE > THERIKBBRINTVWTE L, IHIC, ARIC2EUEDZ
TBEREINTVWSIEE, F2DUIEWCE—TH>THXIETEWHEELR >
TWTH &KL,

R2(E, C~Ce7ILF I, C~Ce o OT7IFI, D2, DI, RYIJ, RU¥
VB ENBOR TERICBBRINEZANY VI, 7 T ZIXUTefADRY TEE
ICBMINAET7 I ERL, e’ 2 EOBRERT & X, B4 DRIEE
WICA—TH > THXIFEWICHEER > TWTH KL,

IHIC, 2DDRIDBEET BI5EICIE. BiET 2 2 DORYE-0CH,0-, -0CH,.CH
0=, -0CH=CH-XZ[&-CH=CHCH=CH-A /T 2T &ICL Y. 2DDRTDEN TN
MEETHIRRETFEHICEEBRXII6EREZTKLTHL, TDEE,
BEFMRT 284 DRFRFIHEE LILKRRFIRLCL > TERICBRI N
TWTHLL, TSI, ARFIC2ENLEDITERINTWEGE, &2 D1
FEWIA—TH > THEXIEFEWICHER >TVWTH &LL<,

R3E, KRBRF. C~C,7IFI, C~CrorO7iFi, (,~C,7ILaF
2 (C,~C,) ZIFI), —C(0)R2, —C(0)OR'2, —C(0)N(R'2)R, —Si(R32)(
RB)R#¥XIIRY I ILERL,

R&(E, D2, D7, D23, F1, F2, 7 x ZIXIFKED RO TERICEBRI N
7KL, kD2 EOEEERT EE. EXORIEEWIR—TH >
TEHEXIFEWICHELR > TWTH LKL,

ISIC, 2DORINEET 2I5EICIE. BEET 5 2 DD R#F-0CH,0--, -CH,
CH,CH,~X I£-CH=CHCH=CH- AT T B Z &IC LY. 2DDRIDEFNENIHES
TORBRRFEHICEERNII6EBREHHLTEHELL, ZOEE BREF

BT 2EA2DRRRTIHEES LEKRRFIILUCE > TERICBBRINTWVT
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[0025]

HE<, THIC, AFIC2ENLEDITERINTVWRIGE., B4 DILEEWL
ICA—TH> THEXITHEWIHER > TWTH LKL,

Rifg, Ci~Ce7ILFIXIET7 =)L %KL,

Redd. NOFVETF, C~CTILFIL, 7x/FY, 7T ZILXIEnEDRST
BHEINTVWTHERWI I ZILERL, 2 EOBHAERT EE, &40
ROYZEWICA—TH> THERIEEWICHER > TWTH L, s2XiFs3H 2
LEDEHAERT EE, E4DORIEEWVICA—TH> THEXITEWVICHEHER >
TWTH &KL,

REZRURBIE, 2L TKREF. C~CT7ILFILXIFC;~C 27 OTF I
FiILzk L,

Relg/NaOs VERF, C~C7ILFIL, C~CrIax, C~CATILFILX
(EC~Ce/nO7IaAFTHKRL,

R7IZ—C(0)OR2 7 =)L AKX L.,

R2IE, NOFYVEREF. C~CT7IFI. C~C7ILaF, G~C/\OTILF
WUFC~CenO7IaFTAEFRL,

R, RERURML, HAMIIL TC~CTILFILUEC;~Co 7 O7ILFIL%
=L, R, NOFYVETF. C~CTIFI, C~C/ANOTILFI, C~CT
LaAFS, C~CoO7INIFY, C~C/NOFILaF, C~C/ O 40O
73X, G~C7ILaFxY (G~C) 7ZIaFx, C~CrOF7ILFI,
Co~CeNO7O7IFIRIE T/ F2%KRT LR (7)) BEOESYV—IL
LEY. ZIELEMOEEEMKR, ThOoDERNICHFRINBIEXIFEN
5L &Y OBEYI,

(9]

RU&E, C~Ce7ILFIL, RITE#INTC~CFILFIL, C~Cs/NOTILF
. C~Ce2oO7ILFI. 71V XIFaBORNCE > TEBRINAET7 2=
WaERL, a2 EDOEFHEARTEE, BEADORUEEWICA—TH->THX
EEWIHER > TWTH LKL,

R2i&E, C~Ce7ILF I, D2, Ry U, RYE VIR ENFEDRITERICE
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BINERY DI, TN XIGeBDORITRREICEBRINAEZT7 T ZILERL
CeN2LEDEBHERTEE, BLXORVMUIEWICA—TH>THIITEL
ICHEELR>TVWTH &L,

IHIC, 2DDRIDBEET BIHEICIE. BiET 2 2 DOR2E-0CH,0-, -0CH,CH
0-3IE-CH=CHCH=CH-E YT B T &Ik Y. 2DDRIDFNFNIEET S
RRFEFEHICEBRXII6EREFMLTEHLL, TOEE, BEFMT
2ERADRFRFIHEE LIEKRRFIRUL > TERICBBRIN TV TH &
<, ISIC, ARIC2EANEDITERINTVWEHEG, &84 DUIEWIIE
—TH>THEXIFEWICHEER > TWTH LKL,

R3F. KRERFZEZxRL.

Re&{F, D2, F1, F2, 21 DI XIFKEDRITRRICERINT7 1)L %
KLU, K2 LEOBREART EE, ELXORIIEWICA—TH> THXITE
WICHER>TWTHLLLISIC, 2DDORIDBEHET BI5EICIE. BET 3
2 DM R&E-0CH,0-, -CH,CH,CH,~32I£-CH=CHCH=CH-%T4MT BT &Ic LY. 2
DDORIDEINTNIEART IRFRTEHICEERVIEI6EREFEMLTH
F<. ZDEE, BEFERT 2K 2 DRFRRFICHEE LEKRRFIFLICEL
TERICBEHBRINTVWTHE L, TIHIC, ARFIC2EANLEDITERINTL
2%BA. FRDLUIEWIA—TH>THXITEWIHER > TWTH LK,

Reld, ~NOTVERF. C~CT7IFIL, 72 /FIXUTToIVEERL,
S2A 2L EDBHARTEE, BAORUIAWVICEA—TH> THEXITHEWIC
MERQR->TWTH L,

RE, NATYVERF. C~CT7ILFI, C~CT7II X, ~C/\OTILF
I, C~CoO7)aFTRiF=bO%ERKL,

R2ig, C~Ce7ILFIL &KL,

R7IE—C(0)OR2RIE 7 T =LA K L.

RO, NASTVERF. C~Cpy7ILFI, C~C7IaFy, C~C7ILIF
2 (C~C) Ziax>, C~COFIFIIL, —bO, 7/ XET7=)L
Z&RL.
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[0026]

[0027]

[0028]

[0029]

[0030]

RO, NOSVERF. G~CT7ILFI, C~C/AOTIFI, C~CTIIF
URIFT/FIERTER (8) BROES Y- bEaW. ZLEYMOER
ZTENK, ThOOEENICHFARINEIEXIETTNSLEYOAENY,

(10]

£5 (1] ~ (9] DM BICEHOES Y —IL{ELEW. ZEEHD
HEEME, Tho0ERNICHFRINEIEIEETNS(EAYNOBENY
EEMRS E LTERT 2 S RIEBHED AR
i [OFIES

WEHRBADCAYIE. BHEMROEREAEET2MREELETLLH. %
RUEBHEICHT 28EEE LTERTHY . YKEEDOFHH - AE - W&
HELTHWAIENTE S,

FHAZERT H7-HDOHRE

LR, BICEMICARBAASBAT 5,

ABRHMEICSVWTHWSAEICDE, UTOBYEERTY %,

AFERIFZ, BHEMROBHEAEEY 2EFHE2ET 2LEMEERATZ
EICEYRBORENPFTEIRICEAIND, AFKPOILEMEERT

SBEAIONRELDERELTIE, SRUEBHENIEITFOSND, EHEE
HiEE. HEMBEOESZETHIN. TORBIEERFHEIEIITL (I
ternational Staging System, |SS) 2FH¢
B2IEICE2TREIND, $40b56, mA | . MEL23/70/07) >3

5mg/LEK®T, NOMMBE7INTIY 3. 59/dLUUE FEHI I :
FEIXE T T TOWFTHICEEZELAVWED, FE 1 11 - mER23 /0O

Jg07Y>5, 5mg/LBE O3DICHEINTWDS,

T, ZHRUBHEIL. BEEREXIOERYICOEING, EEELEH
BEEE. MERENE<., BHOBHEMEN 1 0%ULTHE I DS
BHECEEL TN, EEYS SMEBEXITHEBOREEISERE I A0
o BIERMBHEICIE. < TRYEZRMUSEHHE. BISLSKMEESHE. X
ORISR MEESHEN NS TN D, BHEICEEY 2HEEXTHEBORES &
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[0031]

[0032]

LTIE. ®ANT T LME. BiEKERSE, S, RRE. BrREEERE

7I04 R—YARUVBREREDNZET LN DA, EERESHER. h
5DEBEXISHBOEED I B—D2THRIHBEEZL D, TOM, MKRPR
IKMERBEMRHI NV MEEHE, BIC1 nAMETRENTESE
DO EHEE. BN CEREMBEAPAZTEMR T 2EAMTEMARE. =
WIERMIME D ICHEMBE B I 2 ERREANREDS . ZREEHE
DEBERE LTHEIN TV,

LR MEREIT T, BEICHLT, UTOATIVICHEINS
ER REREICREBUTHIEHEEZIEY, DA< EH0DONERE DR
N5,

B ARIGELTWARWL (WMEREBEODRDHB0%ISEL TLARLY) A

HEITHERD S\ EEERE,

HEITE B (TRbE, MU RIOEN. RUESRXIFHEBESOEL)
L TW2ERTEHE,

BRI DHICIEGAREICISE LD, T0%, BUET LB EHEE,
BEE, MHEARRXIEZORDBREERICBRELALELTILIIZETN

mp Wt \%

52 ENH B,
HRTY : WEPAREICNBE LD 2 - BHElE. W ICZEDRDBERICKHEL
RWBRIEHE,

AFEADLLEMICLYERIN D ZRIUEBHEL. KICEHLLHLPD
BH. 8. BRERR. A7T). RUKBREICHDIEDTHYEDS,

AFEBADEEMIE. BRT, NIZHRUBHEDI DU LDEREZERT %
DICEAINZMOPR EHIBEBEODREREMAGLETHEAINTE L
W, TOEE, AEBOLEMIE. SFZAREEHIABIIKREINTH LI
. HBEWNE, HBZEREDKRSICERILI>T. XIFZEDRICESINTEHELWL
o AEBDLEMIE. HFARELRALD, XIFEL > LRERBICL YK
BEX3NTHLV, HFZAERE LTE LRRER, XFARERE. XEZ0D
HAEHLENETFOSND,
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[0033]

[0034]

APMERICEAIN D EFEREREE. BERICH L CBERSEERTY
BThd, TOHELTIEE, RLTYVIT (RILTJ4K (Velcade (
BHEEEZE) ) ). ALT77Sv, FLRZVY (Predisone) ., E
VOYRFU, AIWVLRFY, YOOKRAT7I R FHRYXFYY S
F<A4 R REFVILES Y SRTZFY, TR R RIS EUD
BiFohnahs, CNSICROHNEHITTIERWL,

[ZHREOAEE] 3. SRUBSHECTEREGHELRRT 27HDIERY
BEThd, TOHELTIE. MEME., EXRRAKRF— b MEKIETERTF.
FIRE, RCEEFIDSZBETONSEA, ThHICRONZ DT TIEAL,

MEMEOHIE LTIE, HILT7 7RE R=V )y, JzxFY) o A
FoU, XYY, saxy Yy, voaxy Yy, JiooF
o)y FIV)Y PUEYY Y, PEFRIUYY, VISV UN
IRZD )Y FRHLDY Y, ERSVY Y, 7XOYYY, xoXOY))
V. AV UFL, TYIIVY Y, 27 7ORARY Y RTEDFERF, £ F
VYUBER TIOXxYIY, FeOFYIY, FYTIOREE EOIR
B, v7oonxby, YR JuvnFRYyy. R=T70FHYy
Y. BYFRGIY AT70FYOU T/FRTFI U ERI N AN
S, VFT) VB B-TOERZVSVEE B-/0OOR=ZISVEE 6-
TPEFIAFLY-RZDS VB, €72FY V=, ANSVEDY Y T
TAI )R AMNI I LDEIVLTILTERN - 7—RS—KIZAFI
ARG I L FIXNFAFTL, ANWT7EFY, AVRLIT7EF
JIWVATFAY Y, mALRES T, 72T ENT7 I REKRAKRVER
AFI, 2ANT I NIHA 0 )0 AF T NIHA40 )0 TRIHAD
Vo, TXoAYA4 o)y, RFSHA0) D, A4 0) Y, HICI
JHA0) BTN,

EXRARF—bOHIELTIE, TFRkOF—h~ (Didrone ),
NRIROF—b (Aredia), PLxRKAOF+—hF (Fosamax) .
JZRkO+—b~ (Actonel), Vi rkOr—hk (Zometa).,
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Ny ROF+F—h~ (Boniva) PEFSh3,

FRFIOFE LT, BIAIE,. 7054 K, v00F 72K erkOs
OOF7Y R, AF)LoO0O0F 7Y R, 2008 RVREDFTY REFEE
HHZEF 5N 3,

[0035] MBKEFERFOHE LTIE. BREIKIO=—RIBEF (G-CSF) . #&
ke osO77—Y30=—R/HBEEF (GM—CSF) ., ¥v/n77—<3
O=—®FRF (M—CSF), TVRARSAITFY., NOAVRRAIFV
AVARSFUN RUESEAS—OAFUDRFEITLND,

SEEXIOGE LTI, AEF A R, COX-2REH (HxiE, o7za3%> 7
LT3RV T, RGELOFVT) L FUFSI—F (BRI 7RE
Yo MITFUFLED)Y - TXITL FILFS—b YTZHIL K
CHYFIEBFN) L) . TOEFVEFER (HIAE, 7z 707
VrANTOL AT7707y, FhNTOT7zy, SOty RUOT
TOFEY - FMYUDTL) | AV R—)LEFEEFEER (BIAIE, 1 RX5T
V. RWTAavEY I TR RENUVLAFY) . 7xF<—k (
BIZIE, A7 FLBRUOX7O07xFY—K) | RVVFTPIVEEHEKX
EAFThs BRI, EEYIXREEOFSHL) . HDHWIE, EO—)L
BEfg (BIZAE, 7 hOZ70) BEFLNS,

[0036] ABMZEFICHEWT BAERT D] L. RROREATONIETRICE
WY D&, RRBICEEY SRR IGEELNIRET 2HXIEMLET S
&, RROETZESESD, T EAN XEFHTDI &, HWIEE
BOREXILETERONNUITEIOESE DN, T 50, XIETHT
522 &, DIDULEMANNITIEENITERT S EHEEND,

AFEBDILEMICL ZBERORRELD2EMIE. WA THY. ITFFL
CRERNTHDD, Ry b BIZEF. 41X, *3%F) HWVWRERE (U2, &
VY, TEH. IXEF) TH>THLL,

e, ARBOCEMEENRD E L TEET ZEEAIE. BFEEH.
TRIVEL, EF. BRE. AF. YOy THREOROBSE. EBRSHE
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. REBRINFIS D WNMIFERFE LTERETES, FAFE TEDEBEAIE LT
HDIVIFRIHIORERIEDEREME LTHRETE D, ThOIZBEFETRS
LTHLVD, —BMICIEERBRNOTETIRET 5, ThoORHAIL,
I, HEZHICHBRLD D2RMAEMA. BEICLYRETZZ T
T2, $a4bE. BROAIGBEZEDOEMA. BRA. HwEHF. BREF. T
#, TEF., A—FT 1 VIRIREORNMAEFERT I ENTE S, ROA
WANE, KEXEHHERER. AR ABRKR. >Ov 7. TVFIILGRED
METH>THELL, HDWIEERARNICKIZIENOBEY BB CRANT 3

R4y TE LTHINTE LW, RIROKAIL. BBLH. BB, &
RENDDNEIHFIDL D DBEORNMFAZEL I LN TE S, BEBRNIES
TERBAERE LTRET DI ENTED, BHIEHHARE. S5V Ui
. xoOd—=, F)EOESFY, DaTvTV—. RAFTIV VBN
DO LXEENSDREEMAE. BHLWMEZERE LTHW, BEICGL
THAE., BEBLH. REFLQEEZMAD I ENTE S, EIHEIE. KEH
b2 WEREBBERT 2K T 572010, EHAREK. £EERIEK,
5%7 ROEAR. 7AEL YY) a—ILiEDRERRW UISEmEF.
p HEREHI, FaRLH ., RELAFREDOHAKIMERAINDS,

[0037] AREADILEMEEETHEEFZE MIKE5T25RI1F. TORE5E%
BEOEE. KBICLIYRETLI2/ABEENADSEE. BROFH 2 WITEER
#%5TI1Z0. 1~1000mg/k N/HRERE, FHETO. 05mg~50
Omg/bE N/BHEETHD, TNODHERHETHHRTHY., BEE
EBEDERICHDODE TREINZEDTH D,

—BX (1) TRINZARPLEMICEVWT, BERERNKRRFAERT
e, BREMLICLY., BZEENRNK (2) ~ (4) OFETIHEDHD
A AFEBRICIE, ThoEEEMR (2) ~ (4) XBEZEMHGFOERD
HEDREEMELETEEDTH D,

[0038]
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[0039]

(7]
R1 R2 R R2 R R2
!\ /] H —
N. jL~ N ﬁ;: HN
N = N O
R4/~\ RS R4/~\ R5 R4/~\R5
X
\RS X\RB \RB

(2) (3) 4)

AFERICEEINZLEMICTE. EHLEICIVELCIZDENMIADLT,
AERLEETIHEE,. PEISNEAFERFIWVIEENS ZERDOLLE
TEUREMEBET2HDTHD,

AFERICEEINZLEMICTE. EHLEICIVELCIZDENMIADLT,
BMEDOEHICL > TE-RRUVI-KOEMABRERIEIET 2HBEDH D1
AFEBPR N SBAZERTRAZRHEOEREDOEEDEREEMETET S
HEDTH D,

—BX (1) THRINZARALEDE. DEICKH U TRELHFEINE
DIBICEMTEIEDH, XIFEHRLEEIOEBHIEEIEETES, &K
BRICEEIN2{LEMDI BT, BEICK > THAMEBICTZIENTES
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JOEAVEE. MY TLAOEEE. 7~ —ILEE EAEE. BB, L1V
LUV OR. NV REER. vUTIIUEE. PRONEVEE IEE 4
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EOT7I/BOBETEIENTED,
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ZENTEZEDIFE. BIAIE VFUL, FRNIDAL A)TLEVWSET
WHYEBDIE., AV L N)TL ITRVILEVWSLETIVAY L
HEBOEXRE7IVIZU A, Eif, AEOERBRETEIENTES,

AFERICERAINSG—MHBA (1) THRINZELEWNIWVEETORELIFS
SNBIBEIRERGICLIYAERDORREME L TEETSHIENTE, £F
DOKHME LTHEETDIENTEDDN, INoEREP P KINRTENS
DEEMEARPOHEICZEING, LTI, TH /-, THS
EROTSVREDERBTECSVBAENMDNE LTEET DI H DD
INSOREIEVWITNEREROBHICEEIND,

TARZS Yy JELTHRATEZLEMIE. IMARSAEICL Y XITEBHSE
HTOA VERICBWTARAOEBEZMITEMHMEEMEENT 5. LF
M IERHICDBTXI2EEZE T HAKPOFERTH D, BLURTONR
Sy JEBIRTDAERVCRET 5L, HlxldDesign of P
rodrugs (Elsevier, AmMsterdam 1985) ICEEH
INTWD, AFRBFICEWT, KBEREZETHLEMTHE2HBEIE. ZLE
MEBBRTVIVNTA RUTHEELBEANEZRBEIEDIEICELELT
BoONBZT7INARIFEEENTORS Yy FELTHRINS, TORKSY
JELTHICTFFLWTI U IILAF 2 & L TUFE-0C0CH,, -0C0(t-Bu). —0COC;sHs,
. —0C0(m-CO,Na-Ph), -0COCH,CH,CO,Na, -OCOCH(NH,)CHs, —OCOCH,N(CHj), % & A®
HiIFond, AFEAZEERT HILEMHITI/EE2ETH50I1F. 7I /&
ZEITHLEMEBELLBNOT VEMISELESREKY & 2 RISE
BHIEICELYREIND7I REERNTORZ Yy TE LTHIRINDS,
7ORSy & LTHICTEFELWP I K& L TIE, -NHCO(CH,) ,,0CH;, -NHCOCH
(NH,)CH,ZAZE T b B,

RIC, KEBHEEICEW TR ULAEREREDBHKAZUTICRY, I Ty n
/I, i-lEA Y, s-lREA VYY) —RUt-IES -2 v ) — =B L2 BIR
L. Phig 7z ZILERBKT %,

AEBPLLEDICHITZNATVRFELTUE 7vREF. EREF. B
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RRFRECIAVRRFH/EITOND, ., ARMEES (/vO) OFREHIh
LONOTVRFERT,
AEMEICHIFBC,~C, 7L FILDREIE. KREFE, a~BELY A
ZEHRNITDRBRDRICKREEZRL, AZXEAFILE, TFILE n-
JOENE, i-7OELVE n-TFIE, i-TFLE s-TFILE, t-TF
WE, n-RYFIVE, 1-XFIVTFIVE 2-AFINTFILE, 3-AFILTF
WE, 1-IZFL7aELE, 1,1-UXAFILTOELE, 1,2-IXF)L70E
WE, 2,2-IXFINTOEIE, n-AFIILE, 1-AFILRYFILE, 2-X
FIRYFIVE, L1-FXFILTFILE 1,3-IAFILTFILE ANTFIL
E AI9FIE JZIUE TULNME JUTVIIE RTFUIILESENEK
Bl LTHEITON, B4 DIEEODRBRFHROEETERIN DS,
ABEHIZICHIFBC,~C,NAT7IFIDORLEIEZ. RERFICHESLALKE
BFN, NOFVEFICL > TERBICBHRINE, RFRRTFHE D a~BEL
Y725 BHERXITDRBRORIKREEZRL, CDEE, 2@ULED/NO
TFUVRFICL>TEBEINTVWBEEE., TNoONOF VRERFIIEWIR-—
TH, XIFEWIHER>TWTHLW, fIZET LA X FILE, /700
XFIE, TOTXFILE, I—RXAFIE, IoiA0XxFILE 200
Z0AOXFIIE JoOoOxXFIIE TOEZIAOLFIILE M) T
ZOXFIE, 7002 7)0F0XFIVE YrsOonziAOXFILE, b
DoOoOxXFIILE, JOED70AOQXFIIE, JOE/007)LF0XF
WE, U7)A03—RAFILE, 2-7)L40TF)LE, 2-200TFILE
C2-TJOFIFIE, 2,2-U7 A0 FIIE, 2-/00-2-7 /A0 FI
E 22-rv/yon0xFILE, 2-70F-2-7)40TFIE, 2,2,2-K) 7))
ZOIFIE, 2-/00-2,2-C7)AOTFIE, 2,2-Y/00-2-7)LF
OTFIE, 2,2,2-h) o200 FIVE, 2-70%-2,2-Y 740 FILE
LL2,2-FRI7A0OIFE RS TILAOTFIIE 1-o00-1,
2,2,2-F NS 7)LAOIFIVE, 2-400-1,1,2,2-F S 7)LAOTFILE
. 1,2-¥s0ono-1,2,2- Y A0z FILE, 1-70%F-1,2,2,2-F 857
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LAOTFIE, 2-70%F-1,1,2,2-F hZ70A0TFIVE, 2-7)407
OELE, 2-70070ELE, 2,3-70070E)LE, 3,3,3-M) 7L
AZOo70ELE, 3-70%-3,3-U7)4A070O0ELE, 2,2,3,3-F 357
ZO7O0EIE, 2,2,3,3,3- Ry oAO07OENLE, 1,1,2,3,3,3-~F
A0SO E, AT A0 7OELE, 2,3-ro00-1,1,2,3,
-Ryy7LAQTOENE, 2-7)L40-1-AF)JTFIILE, 2-/00-1-
AFITFIINE, 2-7OF-1-XFITFILE, 2,2,2-r) 7)L40-1-(~Y)
Z0AOXFIL)TFIVE, 1,2,2,2-F hZ7)0A0-1-(MY2)LAOXFIL
JIFINE, /F7LFaTFAEENEGKLIE LTEITFONh, BE4DIEED
RERTFHROGBETERIN D,
ABEHMEZICHIFBC,~C, > rO7ILFILDOREIE. RERFHE, o~ B1E
JULRIZBROKIEKFEEZRL., SERNMS6 BRI TOERIIIEBSER
BEERT D5 ENHKRD, £, B4DORIZBEDKRER THROHET
TILFLEICELE > TERBICEBRINTUVTE LWL, fIZE>7070ELE
ISXFLYoOTOEIE, 2-XAFLToaTOEIE, 2,2-UXFILY
oO070EIVE, 2,2,3,3-F I AFLI7OTOENLE, o077 FLE
CoORVFIIE, vvanFUNE, voOANTFIE, voOF v F
WE, B2 7002 1INTH-2-A VE, 1-PHITVFILE, 2-T75F< v
FLEEFEKFIE LTEITF SN, E2DEBEDKEZRFHOHTEIRY
nd,
AEEMEICHIFBC,~C,/ O OF7ILFILDREIE. KRERFICHEEL
KREFD, NOTVRERFICE > TERICEBRINE, kKRREFHE D o~
BEL Y 2B DRIEKFEEZRL., SERHNS6BRF TOREXILE
BREBEETMRT B2 ENHEDE, T, EL2OBRIIBEDRRRFHOEH
ET7ILFILIEICL > TERICERINTUVWTEHLL, NOFVETFICELED
ERIRBERLTH>TH, AEFITH>TH, HWMEENSOEAT
HoTHLL, IHIIE, 2AUEDNOFVEFICLI>TEBRINTWES
B, TNoONATVRFIEFEWCA-TH., XIFEWIHRELR>TWTH
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W, BlziF2-7)40 o070 E, 2-200>20708LE, 2,2
-UoAndsorOeE, 2,2-r 00y 0708 )LVE, 2,2-¥70
T aoFOEiVE, 2,2-Y7)FO-1-AF)LosOSaeiE, 2,2-T4
Oa-1-XF)Loa7aCE, 2,2,3,3-F  S7)40v 007 FILE,
2-700-2,3,3-rN) A0 a7FILESENESKGIE LTETFSh, &
2 DEEDRRRFHOLETRERIND,
AIPMEICHIFBC,~C, 7T ZIDREIE. RERFHE N a~LBELY
BZEHRXITPRERT, BO2FRICTEXE 2BULO_EHEEEZE
THRBMRIEKFEEZRL, AIAEEZILE, 1-7ORZIVE, 2-7AR
SIVE, A FNITFoNE, 2-TFoIIVE, - AFII-2-TaRzVE, 2-
AFI-2-TORZIJVE, 2-RUYTFZDJVE, 2-AFN-2-TTFZIVE, 3-XF
W-2-TFZIE, 2-TF)L-2-TORZJE, 1,1-UXF)-2-TaRZ)LE
2 ANFEDNWE, 2-AFIIN2-RYTIIVE, 2,4V AFIN-2,6-NTEHEY
ToWE, 3, 7-UXAFI-2,6-F V9 T ILEENERBIE LTET SN,
B2 DEEDRRFEFHROBETRERIN D,
AIMEICHIFBC,~C, 7L FDIDREIE. RERFHE N a~LBELY
BZEHRXITPRERT, BOFRICTEXE 2BULO=EFEEEZE
TEARBARIEKEFEERL, AIAETFZIE 1-FOoCzLE, 2-70
EZIE, 2-TFZIE, 1-AFL-2-7OEZ)LE, 2-RYFJLE, 1-X4
FI-2-TFZILE, 1,1-IXAFIL-2-TOEZJLE, 2-~FPZILEEHE
HElE LTEFON, B4DIEEDKRRETFTHOHETRRIN S,
AIMESICH T BC,~C, 7 aAF T DRERE. KRRETFHN a~LBELY
REAEDERTH D 7ILFIL-0-BEERL, AIZEANFIE T hFIHE
n=OELFFRIR, -TOELAFRIE n-TFIAFFIOE -TFIL
FTFRIVE, ssTFINAFVE t-TFLFFIE, n-RUFILFFIE n-
ANFUNAFURENEKFE LTETON, B4DBEDRKBRRFHOE
HTERI NS,
ABEHZEICHIFBC,~C,NO7IAFLDREIE. RERFHE, o~ B1E
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FYRBFEEOEKRTHZ/N\O7ILFI-0-EEFRL., fIAET 740X b
FUOR OM)TZAOXMERVE, s0O0YVTN0AAXANFVE TOEY
JhAOX MFUE, 2-7)0F0T MFVE, 2-/00T MFUHE, 2,2,2-

MUZiAO0T bF2HE 1,1,2,2,-F 835270470 MF2E, 2-700-1
JL,2- ) A0 bR, 2-70%-1,1,2-M) A0 bFVE,
Ry&7)A0TMFIHE 2,2-r700-1,1,2- Y7040 bF2E,
2,2,2-NYo0o-1,1-27 A0 bFHE, 2-70%-1,1,2,2-7 857
IAOT MU E, 2,2,3,3-F hS7A07OEL A, 1,1,2,3,3,3
-~FHT7AOFaCFFOE, 2,2,2-N) ZiuFO-1-(h) ZLF O X
FILVIbFVE AT 7070 AFOHE 2-70%F-1,1,2,3,3,3
ANFHTLAOTOELFFOEENEER[E LTETFON, EL2DIBED
RRRTFHOHETRERRIN D,

AEEMEICH T BC,~C, 7LFILFADRKRREIE. KERFENa~LEL
YRBRIEDBRTHEI I FIL-S-EERL, OIZIEAFILFAE TFIL
FAE, n-FOELFAE, i-7OELFZE n-TFILFZFE, i-TFIL
FAE, s-TFNFFE t-TFINFFE n-RUFILFAE, n-AFU)
FAEENFEKFE LTEITF LN, E2DEBEDKZRFHOHHETEIRY
nd,

ABEHIZICHIFBC,~C,NAT7IFIFFDOREIE. RERFHE, a~B
B&LYRZFEROERTH D/ NO7ILFIIL-S-HEERL, FAET 740X
FILFAE, M) ZLAQXFIVFAE, 70T 7)0F0LFILFAE,
TJOEY7AOQXFIVFAE, 2,2,2-KN) 740 FILFAE, 1,1,2,2
-FhZ LA FAFAE, 2-700-1,1,2-NY Z)WFAOTFILFAE
RV TLAOQIFILFAR, 2-70%F-1,1,2,2-F NS 7L AOITFILF
AE, 1,1,2,3,3,3-~AFH7)A07OELFAE, AFv A0 TOE
IWFAE, 1,2,2,2-F 8S7)L40-1-(F) Z)LFAOXFIL) TFILFHE,
JFINFATFNFAEENEGKLIE LTETSN, B2 DIBEDRKER
THOHEATERIND,
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REFMAEZICHITBC,~C,7ILFILRINT 1 ZIDREIZ. RERFEN, a
~BELYLDIFLCDERTHD7ILFIL-SO)-HAERL., HIAIEAFILR
W74 ZVE TFILALT 4 ZVE n-TOELZILT 4 ZVE, i-70
EIWRILT 4 ZIVE =T FIZAINT 1 ZIIVE, i-TFILRILT 4 ZILE, s
~TFIANT 4 ZIVE t-TFILRLT 1 ZLEEHFEEK[E LTEF SN
. BROEEORRERFHOHETERIND,

AEHMEICEFEC,~ConNATFILFILANT 1 ZILDREIE. KFRFH
Na~BELYRIFIEORKRTHZ/AOTLFIL-SO)-HEEXRL, HIZIE
VIONAARXFIVZAIT 4« ZVE, NI TIUFAAFILANT 1 ZIVE 5
ORY7)LFAOAFILANT 4 ZIE, TOEI70AOLFIAILT 4 =
VR, 2,2,2-MN) 7)0AOTFILRILT « ZIE, 2-70%F-1,1,2,2-7T 5
TILAOIFINRILT 4 ZIILE, 1,2,2,2-F 85 7)L40-1-(NY 7)L4 0O
AFIVIFIVRILT 1 ZIVE, /F70F70TFILRILT 1 ZLEENERK
Bl LTHEITON, B4 DIEEODRBRFHROEETERIN DS,

AEMZEICHIFBC,~C, P FILRILKRZILDREIZ, RERFE, o~
BELYRDAEDEKRTHDT7IFIL-S0,EAEKRL., HIAIEXFILZIK
ZIVE, TFILRNLEZIE, n-TOELRLVKZIVE, i-7OELZILEK
ZIVE n-TFNZRIWKRZIE, i-TFIZAIWEZNE, s-TFILANEKZ
WE, t-TFILZAIKEZIVE, n-RYFILRILEFZIE, n-AFTILRAIK
ZLVEEFEKAIE LTEITFOh, E2DEBEDKZRFHOHETEIRY
nd,

AEEMEICH T BC,~Co/NOTIFILRIIKFZIDREIE. REBERFHENS
a~BELYRDRIEOEKRTHD/NATILFIL-S0-EEKRL, AL
WAOQAFILZIVAEZILE, M) Z)LAQXFILRIIAZIE, sO00Y7
WAOXFILZIIVEZIIVE, JOEI7)0A0XFIVRAIEKEZIVE, 2,2,2-
NYZILAOQIFLRIKRZIE, 1,1,2,2-F S 7ILAOTFILRIKZ
WE, 2-700-1,1,2-MNY 20 A0TFILANEZLE, 2-70%F-1,1,2,2
~T RN FOTFLNRIIKRZIVEENEEKRFE LTET LN, SF2DEE
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DRFBRTFHOEHTERI NS,

AEMEICHIFBC,~C, 7ILFILT I/ OXREIE. KRREFO—AHNiKFER
FRFENa~BRELYLDIFHROERTHD7ILFIEILL > TEBRINE
TI/EERL, BIZEAFALTI/VE ITFLT7I/E n-FOELT X
JE, i-70ELTIVE n-TFLTIOE, -TFLTI/E, t-TF
W72 BEENERFE LTEITON, BXDEEORRRTHOLHHETE
RIns,

ARPMEICS T DD (C,~Co7IFIV)T I/ DXRRBIE. KREFHPEHE
H, TNETNEA—THXEEWIHELD > TWTHIVWRFBRFHE, o~ B
BELYRIFEDOERTHDITILFLEICL > TEBRINALTI VEERL
CBIZECAFIVTI R IFIVAFIVTI/E VIFILTI/E 0
-FOEL(AFIV)TI/E, i-7O0ELMAFIVITI/E, J-TOEL)
PI/E n-TFILAFIVTI/E, -TFLAFIVTIVE t-TF
WXFI)T I/ EENERFE LTHETON, BEXDIBEDRKRRTHD
HETERIN D,

ARIPFMBEICHIFTBC,~Co, 7 FILA I/ DOREIE. KEFRFEN o~ B1E
FYRBDEEOERTH D7 FIL-N=EHERL, BIAEAFILAII/E T
FILAI/E n-FOELAIVE, -7OELIZIVE n-TFILA4Z)
E i-TFIVAI/E ssTFLAI/E v RYFILAZI/EH n-AFY
WA X BENERFE LTEITFOh, B4 DEEDCKRRRTFHOLHHETE
RIns,

RPMEICH T BC,~C, 7 aAFT M I/ DRI, RRRTFE A, a~B
B&YRBAEDERTHZD7IIAFI-N=EE2KRKL., FAAEAMEFI 13/
B IMNFIA4I /8 n-7OELAFOAI/E, i-7OELTFOAZ
JE n-TFNARVAZIIE v RYFIVFFRIAZIIE, n-AFULS
FOAZI/VEENEHFFE LTEFON, E4DBEDRFRRERTHOEHET
BRI N 3,

AEAZEICHE T BC,~Co, 7 FILAILRZIDREIEZ. RERFEN o~
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BIELY RBAEIEDEKRTHDT7ILFIL-CO)-HERL., FIAIET7EFILE
L TOEFZIVE, TFIVIE AVTF)ILE, NLYILE 1YL
WE, 2-AFNTEH /) AINE, ENOSIIE AFHIAILE ATy /A
IWEHENBKFIE LTEFON, RL2DEEDRERFHROGBETERI N
%,

AEHMEICEFEC,~ConNAOTLFILANRIILOREIE. RERFHDS
a~BELYRZDFIEROBEKRTHZ//NOF7ILFIL-CO)-HEFRL, HIZAIEY
vAQ7EFIE, 707 EFILE PoLA07eFIE Poon7y
TFILE, M) TFAO7EFIVE, 00V 7407 EFIE, JOE
vLAoreFAE, MN)osoaT7eFILE Ry AOTOEA =
WE, ANTd 040745 /4 0E, 3-o00-2,2-XFL7ranx/ 4 ILE
ENEMBIE LTEITONh, B2DEBEOKZERTHROHETEIRIND,

AEZEICHIFBC,~C, 7N AF T HILRZIDREIR. KRBEFEHI o
~BELYRBREIEBOEKRTHDT7ILFIL-0-CO)-BHERL., HIAIEAMF
SANKRZLVE, TRFP2ALRZILE, n-FOELTFIAHILKRZIVE,
i-7OELNAFRSHIVRZILE, -T M2 HILRZLE, i-ThF2HL
RIIE t-TMFIVALRDIESENEEKGE LTEF SN, B2 DIEE
DRFBRTFHOEHTERI NS,

AEMZEICHIFBC,~C,NOFITF T HILRZIDREIE. RERFH
Na~BELYRDRIBORKTHZ/N\OTILFIL-0-C0)-EEKRL. HlX
E2-7 00T M F2DAIRZIVE, 2,2-F7)A0T MFTHILKRZIVE, 2
,2,2-NY 7N AOI NFURIVARZIVE, 2,2,2-M) 700 MF2 AR
ZLVEEFEKAIE LTEITFOh, E2DEBEDKZRFHOHETEIRY
nd,

AEMEICH T BC,~C, ZIFILT I/ AILKRZIDREIE, KRREFD
— 5D, REBERFHESa~BELYRIFLOREKTHD 7L FILEITEL S
TEBINTEHIWNEANEEZRL, OIZIEAFILALNESNILE, ZFL
FAILNEAINE, -TOELNAINESCILE, -TOELAILNESCILE, n
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~TFIVAILNEAIE, i-TFILALNREALE, s-TFILALNESILE
ETFLAMNEAILESENEKRFIE LTET SN, F2DHEEDKRRR
THOHEATERIND,

AEHMEICH T BC,~C,nNOTPLFLT I/ ALRZIILDREE, KERE
FO—ANKFRERFHRa~LELYRIFERDEKRTH S/ N\O7ILFILEIC
LOTEBBRINTEAMNEANEEZRL, BIZAIE2-7)LFO0TFILAIINE
AIVE, 2700 FNVALNRESAILE, 2,2-V7N0AOTFIVAILNEAS
JVE, 2,2,2-N) 20 AOIFLALNEALESHIESFHE LTEITFSH
. BRDEEORREFROLBETRERIND,

RBEMHZEILBITEV(Co~Co,7IFI)T I/ ANRZIIDREREIE. KRR
FAEAEEE, TRENEA—THEXEEWIHEELR > TWTEHEIWVWREREF
Bta~BELYRIREDERTH D2 TILFIEICE > TEBRINEAIL
NWEANWEERL, BIAENN-UAFILAILNESILE, N-TFIL-N-XF)L
FHIVNEANWE, NN-SZFILALNEASILE, NN-U-n-TFOELHILNE
AIWE, NN-TD-n-TFILALNREASILEENEEK[E LTEFLN, &2 D
EEDRZRFHOLHTRRIND,

AEEMEICHIFBC,~C, 7IFILT I/ RILKZILDREIE, KRREFD
—HFPRBRFEDN a~BELY RIFLOREKTH D7 FILEICELEST
BERINFZANT7EAINEEZRL, BIZAEAFILALT 7EAILE TF
WZIL7 7EAIIE, n-TOELZALT7 7EAIVE, i-7OELRILT 7E
ANE -TFILALT7EANLE, i-TFLANLT7EAILE, s-TFI
ANT7EAIE, t-TFILRLT 7 EAILVEENERKFE LTHEIT SN,
B2 DEEDRRFEFHROBETRERIN D,

AEEMEICH T DT (Co~Co7IFI)T I/ RIIKRZILDREIE. KERR
FAEAEEE, TRENEA—THEXEEWIHEELR > TWTEHEIWVWREREF
Bta~BELYRIREDERTH D2 TILFIEILL > TEBRINEZIL
77EANEERL, BIZIENN-DXFILZILT 7 EAILE, N-TFJL-N-X
FILAN T 7EANLE, NN-CIFLRIILT 7 ESIVE, NN-U-n-TOEL
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N7 7EAINE, NN-U-n-TFILRILT 7 EALVESENERGE LTET
S5h. B2 DEEDRRRFHROBETERIND,

ABMHEICHIFD M) C,~C,7IFI)DYILDREIF. TRhENRFE—T
EXEBEWIHELR > TWTHLWRBRRFEN a~BEL Y RDHIEDRE
RCHBTIVFILEICE > TEBRINALZDYILEERL, BIZAERN) AFIL
SUNE, NI FIDYILE, M) (n-TRE) S VILE, TFILIAF
W YWE -FOELTAFILDYIIVE, n-TFILIAFILDYIILE, i-
TFIIAFIDYIIE, t-TFILIAFILDYIWEENEEE & L TES
S5h. B2 DEEDRRRFHROBETERIND,

AREFMAEZICHIFBC,~C, P FIL AWK T FLDREIE., RERFH
Na~BELYRZFBODEERTHZT7ILFILZILEZIIL-0-HERL, Bl
EAFIVANEKZNAFOE, TFILANKZLAFVE, n-TOELZI
RoWAFVE, -TOELNRILKRIILAFOHENEEKFE LTES SN
. BRDEEORREFROLBETRERIND,

AEMEICH T BC,~Co/NOTIFILRIIKRZII I F D DREIE. KRR
FENa~BELYRIFROEKRTH D/ AT ILFILZILKZII-0-BEEEK
L. BIZIES 7NAOXFILANEZNAFOE, MY 7O XFILRIL
RoWAFDE, /O0QY7NNAAXFIVANKZINAFOE, TOETD Y
WAOAFINZAIKRZNAFEENBKFE L TEFON, E4XDEBED
RRRTFHOHETRERRIN D,

ABRHMEICHIFHC,~C, 7 aF2(C,~C.)7ILFIDRKREE., ThTh
RIRDERTHIEEDC, ~C,7IIAFVE, ILL>T. RERFICHKES
FKBRFMERBICERINERRBRFEN S ~ e BL YR DRIEDEKRT
HETIVFIEEZRL., B4ADOEEDRRRFHRODEATERINS,

ABRHMEICHIFBHC,~C,7ILaAF2(C;~CH)T7INAFDREF. ThE
NEIEROERTHEIEEDC,~C, 7IAFTVEILL > T, RERFICHKES
FKBRFMERBICERINERRBRFEN S ~ e BL YR DRIEDEKRT
HEZTIAFVEERL, BFXDOEEDRRRFHOLETERINDS,
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ABEHMEICSF2NOF VRFICE > TERICEBBRIN/(C,~C) 7Ly
ZIXERINIE > TERICBEBRIN(C,~C) 7T I DKREE. EED
NAOTVRERFXERINIEL > T, REBERFIHEE LEKRRFNMMERICELRS
NeRBREFEDN a~BELYRIFEORRTHDI 7L F oI EZKL.
BRDEEDKRRFHOGETHT:ERING, CDEXE, ThTho(C,~C,
YTV ZIVEEDONOT VRFRITERERIDP 2EULFET L X, %
NZRORIINOF VRFIFEWICEA—TH, RIEEWIHEER>TWT
H LW,

ABEHEICHIFE2NAOF VRFICE > TERICEBRI N/ (C,~C) 7ILF
ZIXERINIE > TERICEBRIN(C,~C) 7ILFZIDRKREE. FED
NAOTVRERFXERINIEL > T, REBERFIHEE LEKRRFHMMERICELRS
NeRBREFEDN a~BELYRIFEORRTHDI 7L F oI EZKL.
BERDEBEDRRRTHOBETRERIND, COEXE, ThThD(C,~C,y
YTPIVFZIEEDONOT VRFRITEBRERIDP 2EULFET L X, %
NZRORIINOF VRFIFEWICEA—TH, RIEEWIHEER>TWT
H LW,

APHSZICB T IRV E VR EDBORITERICEBRI NNV I, N
YEVRENMEDRETEBRINTVWTHERWARY I IERY E VR EAY
BEDRETEBRINTVWTELWRY IILDKRIBIE, EBRDORY, R2XILRSIC £
2T NUVEVREDRRRFICHEES LEKRRERFIMERICERINRR
RFENe, f. XIFgBELYRZFEDEKRTHINVIIEERT, D
EE ENTNONRVEVREDEHRERY, REXIIRHA 2B LEFRET S &
X, TNRThOBHRERY, RRXIRCIZEWICA—TH., XIEWICHEER >
TWTH &L,

APMHEICS T 2eBORITERICETRINAL T =)L, (EDORZTE#HRY
NTWTHRWIZ 2oL, kEDRITHERICEBRINL T T ZILDKREIE.
EEDRY, REXIRIC L > T, RV EVEBLEOREZERFIES LEKERF
PMERICERINLRREFHMNe, f. XIEKELY R DFBORKTH S
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TJIZIEERT, TDEX, TRTNORVEVER EOEBE#HRERY, R2ZX (IR
ID2EULEEFEET D EE, TRENROBHRERY, R2ZIRIZEWICA—TH
« IFEWIHELR > TWTH KL,

ABAMEICES T IRV EVRENMEDORTERICERINTVWTERW
— 7 X FILORREIE. FEORUCEL > T, RVEVREDRERRTFICHES
LEEKRRFHAERBICEBRINZRRRFEN’DELY R ZF1BORKTH D
1—J71xFIEERT, TOEE, TNETRORVEVR EOEBEBRER Y
QEUEGFET D EE. TNETNOEBEBRERYIBEWICA—TH, XIFEWIC
BEMLR>TWVWTHE LWL,

APHEICB T IRV EVREDSDEDRTERICEHRINTVWTERWN2
— 7T X FILORREIE. FEORUCEL > T RVEVREDRERRFICHES
LEEKRRFHAERBICEBRINZRRRFEN’DELY R ZF1BORKTH D
2—T7IxFIEERT, TDEE, TNTRORVEVR EOEBRERH
QEUEGFET D EE. TNETNOEBEBRERYIBEWICA—TH, XIFEWIC
BEMLR>TWVWTHE LWL,
ABEHIZICHIFBRITERIN(C,~C) PILFIDREIE, RICE>T
. RRRFICHEE LEKZRRF/MERICERINERRRTFE N e~ BEL
YIRBRIEBOERTHITILFILEERL, B2DEBEDKRREFHROHH
TEIRIND, TOEE, TNETNRD(C,~Cp) TILFILE LDOBHERH 2
BULEFET D EE, TREFNRORIEEWVWICA—TH, XIEFEWIHER >
TWTHLW,

[0049] AFRBICEEINZEEWICHEVWT, RTRINZEBREDERE LT, A
ZIETEORBENEITOND,

bt R-1:C~C7ILFI,

RI-II: C,~Ce 7 ILF I, RITEHRINTC,~CT7ILFIL, C~C/NOTILF
W, C3~Ce>2O7IFII, JTZIVRCGABDRICEL > TERINAET T2
M ZTRUEINOFTVERETF, C~CT7 I FILXIEC~C7IIaFTEKL, a
DR2ULOBHART EE, E4DORUIEWICA—TH> THXITHEWICHE



WO 2012/074067 47 PCT/JP2011/077829

BER>TWTH L, RYIC~C7 I F I AR L, R7IE—C(0)0RZXIF T T =
WEXRL, ald 1 ~50BEEXRT, 1,

RI-III : C~CePILF I, RITEHINC~CT7ILFI, C~C/AOFILF
W, C3~Ce>2O7IFI, Db, 7T ZINRCaBDRUZEL > TEBRINY
)z TRE@ENOT VIRF, C~C7ILFIL, C~C7IaF, C~C
NAOFZIFI, C~CAOF7INIAFIXF=hO%ERL, at’ 2 A EDEH %
RIEE, BAORUFEWIA—TH>THEXITEWICHER >TWTH &
<, ILHIC2DODRDEEET 2HBEICIE. BiHET 5 2 DDRME-CH=CHCH=CH-
HEKT B EICEY, 2DDRIOEFNETNMGEE T DIRFRERTFEHICE
BREEKRLTHIL, RINOTFVRFXIEC~CT7ILFILEFRL, R2ULC,~C
e IFILERL, RUE—CO)RZIE 7T ZIEKRL, ald 1 ~5 DEHAER
L. s2l50~3 DEHAEXRT, 1

RI-IV : C~Ce 7 ILFIL, RITEBINEC~CTILFIL, C~C/NOT7ILF
. C~Cc o O7¥FI), —C(0)0R™, D2, D4, D5, D7, D21, D22, D23, 7
TZIIRCGaBORNICE > TEBRINAE 7 DI [ ZTRYENAST VREF, C
~Cio 7 ILF I, C~Cpp7IaFx, C~Ce/NOTIFI, C~Cp/NOF7JLOF
v, ZhAOXEE TN ERL. RUAIKFKRERF. C~Ce7ILFILXUFC~Ce
2O07ILFINERL, a2 EOEHERT EE, EL2ORIEEWIE—T
HOTEXRFEWCHEER >TWTEHELL, ISIE2DDR'DHET 2156
ICIE, BEET 2 2 DDRME-CH=CHCH=CH-A KT B T &£ICL Y., 2 DDR'D
ZTRENDEETI2RRETERICEERZEAR L TH L, CDEX, B
AT 584 DRBBRFIHES LEKRRFIZLCE > TERICEBRINT
WTHLL, IHIC, ARBIKC2ENEDITERINTWVWEIGE., &4DLIL
BEWIE—TH>THEXIEEWIHEELR > TVWTH L, RUIKKREREF. C~
Ce7 I FILXIEC,~Ce /O 7 ILFIINEFRL, RUIE—C(O)RZIFT T =)L %
KL, ZENOFVBEFUICO~CTZILFIERL, RIZC~CT7ILFILIET
TZIEXRL, RIINOFVRF, CG~CTILFIIL, 71 /%Y, 712X
EMEDRCTERINTVWTHERW I T ZILERL, RENOSTVEF, C~C
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sTILFIL, C~C7ILaAFT, C~C/NOTILFILXILC,~CAOT I X
ERL, nP 2L LEOBEERT EEX, EL2ORUGEWVICA—TH> TH X
BWMIBEER >TVWTH L, s2XIsIN2ULOBHART X, &4 D
RIZSEWICEA—TH>TEXIFEWIIHELZ > TWTEH L, ald 1 ~50DE
WAERL, mid 1 ~5DBEHARL, s2id0~3DEHAERL, s3IF0~20D
BRAEXRT. L

ARBICEBEINDEEMCEWT, RTRINZEBREDEHEE LT, 4
ZIETEORBENEITOND,
R-T1: KREF. C~CT7ILFI, 7z RUBORTRERBICEHRINAY
TV ZTRENBT VIRF. C~Co 7 F I, C~C7ILaF, C~C,
7IAFY (C~C) ZILaAFY, C~C/AOTIFILXIET7TZILERL, e
DR2ULDOBHART EE, E4DORIIEWICA—TH> THXITIEWICHE
BREO>TWTHELL, el 1 ~5DBHAERT, 1,
R-II: AKFRRF. C~Ce7ILFI, D2, RV U, RYEVIRENAEDRIT
ERICBBRINEARY I, T2V RUBEDORI TERICERINAZT =
WZZTRUENOT VIRF, C~CoPILF I, C~C7ILTF, C~C, 7L
a%Y (C~C) 7ZNaAF>, C~COFIFII, = A, 7 /XET7
“ILERL, e 2 EOEBEHART EEX, EAORIIEWVWICA—TH>TH
XIEFEWIHEER >TWTHE LK, ISIC2DOORDBHET 2HBEICIE. BE
9 2 2 DORIE-0CH,0-, -0CH,CH,0-, X I-CH=CHCH=CH-% M T 5 T & IC &
Y, 2DDRDENEFNIEE T DRFBRFEHICE BIRXIE 6 BIREFK
LTHELL, TDEE, BEFRT D2E X2 DRRRTICHES LEKRRTIZZ
IKEDTHERIKBREINTVWTE L, THIC, ARFIC2EANEDITERS
NTWEHA, E4DLEEVWICA—TH>THEXIFEWICHEER >TWTH
&<, @FINOFVRFRIFC~CTILFILERL, RiENOTVERTF, C~C
FPIVEIL, 72 /F IR T7o)%HRL. s2H 2L ELOEREKRT & X,
BRDORATEWIEA—TH> TEXIFHEWIHEERR > TVWTEHLL, eld 1~
SDEHAERL, s2Z0~3DEHEXRT, 1
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[0050]

R-III : KFREF. C,~C7IFI, D2, D7, R, RVEVERENEAD
RITERICBEBRINAERY VI, 7V RVAEDOR TERICERI N
) ZTRENAOT VIRF, C~CyZILFIL, C~C\p> 7B 7IFI, C
~Co7aFT, C~C7)LaFT (C~C) 7IaFx, C~C/NATILF
W, C~CpNaZILaFx>, —bO, 27/, 7x/FY, 72ZIUXIETHE
DRETEB|INTWTERWI T ZIAERL, A2 EOERART & X,

BRDRAAIEWIA—TH > TEXIEEWICHER > TVWTH L, e 2L
FOEHAKRTEE, EADORIIEWICA—TH> THXIEEWICHER -

TWTH LK, IHIC. 2DORDBEET 2B EICIE. BiET 5 2 DORY(E-
OCH,0-, —-OCH,CH,0-, —OCH=CH-X|&-CH=CHCH=CH-AFZ g2 &Ik, 22
DRADEFNENDEE T I2RRETEHICEFBRXII6ERZTKLTH L

., ZDEE, REFKRT D2EXDRRBTIHEE LIEKRRTIFIICE > T
ERICEBLINTWTH L, TSI, FARFIC2EAULEDITERINTWVS
BE. BRDUIAEWICEA—TH>THEXIFEWIHER >TWTH L, RZ
FAOFVETF, C~CT7ILFI, C~C7ILaF, C~C/AOTILFILXIE
Ci~Ce/NOTIINAFTERL, ZINOYVEREFILC~C7ILFILERL, |

N2 EDEHAERTEE, E4DRUIBEWICA—TH> THXITEWICHE

BR>TVWTHLL, REINAFTVRF, CG~C7ILFIL, 7x/FY, T
ZIXIEMEDORETEBR|MINTVWTERW I 2 Z)LERL, nh' 2 L EDEE

AERTEE, BRORYIAEWICEA—TH> THEXIIEWIHELR >TWTH

<. S22 LEDERERT EE, BLDRIEEWICA—TH>THXIE
BEWIEER>TWTHEELL, REINOFVEREF, C~CTFILFIL, C~C7
xSy, C~C/NaAFILFILUIC,~C/AO7ITFTAEKRL, eld1~5D
BakRL, FId1~50BHERL, nid 1 ~5DEHERL, s2d0~3

DEHERT, 1

R-IV : KFERF. C~CT7IFI, C~C a7 FI, D2, DT, RVUIJL
 RUVEVRENMEDRI TRERICERINIERY YL, Tz 2L KRV efEDR?
ITREICBERIN/-7 N[ TRENAOT VIRF, C~Cy7ILF I, C;
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[0051]

~Co>7a7ILFI, C~Co7IaF, C~C7I %> (C,~C) 7O
., C~CNaO7ILFI, C~C/NaO7)Iax>, b, ¥7/), 71/
Fo, JIIIXIEMEORZTERINTVWTHERVW I T ZILERKRL, A2
DEDEHERT X, FLORUIEWICA—TH> THXITHEWIIHEER
DTWTHELL, e 2UEDEREXRT X EXDRIIEWICRA—TH >
THEXIFEWIHEER > TVWTH L, IHIC. 2D0RABET 3I1581C
I3, BT % 2 DDR?E-0CH,0-, —OCH,CH,0-, -OCH=CH-3Z|Z-CH=CHCH=CH- %
I BIEICELY, 2DDORDENENDEET DRRRFEHICSBERX
FEEIRAEFMLTHLL, COEE, BEMHNT 2R XDRERRTICHES
LEKBREREFIFLICEL > THERICEBRINTUVWTELL, TSI, ARFIC2ME
UEDITEBRINTWEIGE, FXDULEWIA—TH> THXIEEWIC
MEGR>TWTH L, RREINOFTVIRETF. CG~CT7ILFIL, C~CF7IaF
U, C~CeNOTILFIRXIEC,~C/ AT ILaAFTERL, ZLENATVEREFX
@FC~Ce7ILFIINZERL, RENOTVRF. CG~CTILFI, T /FD 7T
ToILXEMEDRETEBRINTWTHRWI T )L %k L, nA 20 EDEE
BaRTEX, BEAORUIHEWVWICA—TH> THEXIFEWIHEELR>TWT
HEL, s2D2LULDEHERT EX, BELAORIEEWVICA—TH>THX
EEWCHEER > TWTH L, R8ENATVEREF. C~C7ILF I, C~C
7IAFT, C~C/NOTIFILXIEC,~C/AOFIINAFTERL, eld1~5
DEHERL, fIZ 1 ~50BHERL, nld 1 ~5DEHERL, s2i30~
3DEHERT, L

AEBICEEINZELEMCENT, BRTRINIBREOSEESE LT, 4
ZIETEORBENEITOND,
R-I: KFZREF,
Re-1I : KFKRF. C,~C,7ILFI, C,~C>orO7iFi, C~C7IILax
(C;~C,) 7IFI, —C(0)R2, —C(0)OR2ZKET}*—C(0)N(R™2)R [T T TRZ R
EZNEFNMILL TKREF. C~CT7ILFILUEC,~C> 7 OT I FIL &R
9, 1. —Si(R2) (R®)R®[Z T TR¥, RS, R¥IZNZFNIILL TC~Ce7ILFIL
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XUFC~Ce o OT7NFILERT, 1o
Re-III : KFEERF. C,~C,7IFI, C~C,o2OFIFIL, C~CT7ILaAF
(C,~C,) ZIFIJ, —C(0)R2 —C(0)0R2Z L —C(0)N(R'DR*® [T T TRZ, R
EZNEFNMIL L TKREF. C~CT7ILFILULC,~C> 7 OT I FIL%ER
¥, 1. —Si(Re2) (R®)R* [Z T TR%R®, RUEFNZNMILL TC,~C,7ILFIL
XiFC~Cer a7 FILERT, 1. RUIILXERYE VR ENGEDRST
BREINTWTEIWARY D[ ZTREENOST VERTF, 6~CT7ILFI, C
~CeT7ILIF I RUEC~CNOTIFILERL, g2 LOEBEHERT & X,
B2 DROUIFEWICA—TH> TEXIFEWICHEER>TVWTEHLL, giF 1~
5 DBEEXRT, 1o

ARBICEBEINDEEMCEWT, RTERINZEBREDEHEE LT, 4
ZIETEORBENEITOND,

Ré-1: C~C,7ILF )L,

ARBICEBEINDEEMCEWT, RTRINZEBREDEHE LT, 4
ZIETEORBENEITOND,

Rs-1: C;~C, L)L,

AEBICEBEINDLEMICEVWT, RERTRINZIEBREDERE LT
. BIZIETROEEI BTSN D,

R4R5 : —CH,CH,~, -CH,CH,CH,~, ~CH,CH,CH,CH,~ {&~CH,CH,CH,CH,CH,- & T4 3 %
CEIWLYRERDENENRE T 2RFRFRFEHICIEBR, 48R, L ER
XiF6BREMMT .

ARBICEBEINDEEMICEWT, RTRINZEBREDFEHE LT, 4
ZIETEORBENEITOND,

R-I:F1, 2=/, 1-F7FLXIE2-F 7 F L,

Re-II : D2, F1, 7 I RUKBEDRITERICERIN/Z 7 T =/)L[Z T TR
FEAAFVEF. C~CTILF I, C~CAOFIFIL, C~CPILaF, 7
IZTIARIEFT7/FVERL, K2 LEOBRAERT EE, EL2ORMITEWL
IKA—TH>THEXIEEWICHER > TWTHE L, ISHIT2DDRIDBHE
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T BIBEIE. BET 3 2 DDRE-0CH,0-X I3-CH=CHCH=CH- A TR ¢ 2 T & IC
LY, 2DODRIDENEFNIEE T HIRRRFEHICE BRI BREF
BELTHELL, TDEE, BEFKT &2 DRBRFICHEE LEKRRT
BLICE > THERICEBEINTVWTE L, THIC, ARIC2EUELEDITE
BINTLIHE, E4DLFEWCA—TH> THEXIEEWICHEER > TV
THELL RIFNOTFVETF, C~CTIFI, 72/ FIXET7ILER
L. s2A 2L LOBHART EE, E2DORIZEVICA—TH> THXIZE
WICHER > TWTH L, kiZ 1 ~5DBEHARL, s2i30~3 DEHAER
EP
R&-III : D2, F1, 7T Z LN RUKEDOR CAERICERINAZ 7 T ZI[Z I TR
AT VEF. C~CTILF I, C~CAOTILFEIL, C~CTIaAF, C
~C7ATIILIAFY, C~C/AAFILAFY, C~C/NOYI7AT7ILIF,
Ci~C,7)axY (C~C) 7iLax, C~CoO7IFI. C;~Cs O
JOF7IFI, JZARE 7/ F2%ERL, kP2 LEOEHERT & &
. BRORIFEWICA—TH>THEXIFEWIHEELR >TWVWTHLL, TH
IC2 DDRD BT 2B EICIE. BT D 2 D DRE-0CH,0-X (F~CH=CHCH=CH
~EFERT B EICEY, 2DODRIDENEFNDEES T DRFRETFEHICS
BXIE6EBREZTMLTHLL, TOEE, RETEHT 282 DRKRRTIC
HELEKBRFIFUCE > TERICBEINTUVWTE L, IHICAKIC2
BEULEDITEBRINTWEIEES, E4DLIEWMCA—TH>THXIFEW
ICHER> TVWTEHELL, RENOFVYEFXIIC~CT I FIL, 7/ %Y
c 72U XIENMEDRSTEBRINTVWTERVW Iz ZEKRL, nh 20 E
DEHARTEEX, ELXDORUFEWVICA—TH> THEXITEWICHEER > T
WTHELL, s2D 2 EDBHERT EE, ELADRIZEWVWICEA—TH>T
HXIEEWMIBEER>TWTH L, RENOFVRF, C~C7ILFIL, C
~C7IaFT, C~CeAOTILFILXUIC~CoOT7IAFTAERL, kiF T
~5DBKERL. nid 1 ~5DEHERL, s2iIF0~3DEHEXRT, I
[0052] Re-IV : D2, D7, D23, F1, F2, 7 I RUKEIDRI CHERICETRINZT T
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il zTr@EnOs VRF, C~C7ILFIL, C~CaT7ILFI. C~C
7Iaxd, C~CoOoriax, C~C/O7ILaFx, C~C/NO> ¥
O7/L3dxy, G~C7)axy (C~C) 7ZLaF, C~CvOFILFI
 C~C/nOToaF7IFI, JTZIRET/FOERL, kB2 ED
BRERTEE, BL2ORIEEWIA—TH> TEXFEWIHEER > TV
THLL, IHIC, 2DODRIDBEET 2I5EICIE. BEET 2 2 DDRIIE-0CH0
- |&-CH=CHCH=CH-% T4 T B2 Z &ICL Y. 2DDRIDEFNZTNIEE T DIk
FRFEHICFERXEE6ERZEHRLTHLL, COETREZHHT D&
2 DRFERFICHEA LAEKERERFIRUEI > TERICEBRINTVWTE LKL,
IHIC, ARFIC2EAMULEDITERINTWVWSEGE. E4DLUIEWIRA—T
HOTHEXIFEWICHER>TWTH L, RRENAOTVIREF, G~C7IL*
W, 7x/FY, J2ZUXIEMEDRCTERINTVWTERVWI T ZIILAR
L. A2 EDEBHEERT EX, EBLXDORYIBEWVIA—TH->TEHEXIEIEWL
ICHER>TWTHLL, s2h 2 EOBHERT E X, 2 DRzIFEWIC
A—TH>TEXIFEWICHEER > TWTEHLL, REENOTVERTF, C~C
PILFEI, C~C7IaFY, C~C/AOTILFIXIEC,~C/NOT7IILIFT %
KU, kiZFT~5DEHERL, nid 1 ~5DEHERL, s2iE0~3 DEHK
ZRY. Lo
AEBICEEINZELEMCEVWT, XTERINIBEREOHEHEE LT, 4
ZIETEORBENEITOND,

X-1: BEEE,

X-2 : =CH,~,

INOSDOAEBPICTESINZLEMICB T 28ELREDEHHZ R~ I ZEIE
 ENEFNERICEAEGHOESZ I EDNTETENTNARBLEYOHEHEZ XK
9, R, Ry R, RERUXKICDOWTDEEDEAELEDHIE LTE, HIZIE,
LTOHE1TRICRTHAGHOEDNETONS, HL., B1ROMEAEDLEIE
BIRDI=HDEDTH> T, AFERIEINODAIREINDEDTIEARWL

]
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[0053] %1% BIR (FE)

R'-I  Rz-1 Rs-1 Ré-1 X-1 R-I  Re-I Rs-1 Re-1 X-2
R'-I  Rz-1 Rs-1 Re-IT  X-1 R-I  Re-I Rs-1 Re-II  X-2
R™-I  R*-1I R3-1I R&-IIT X-1 R-I  R?-I R3-1 Re-IIT X-2
R™-I  R*-1I R3-1I R&-IV  X-1 R-I  R?-I R3-1 Re-IV  X-2
R™-I  R*-1I R-II  R8-I X-1 R-I  R?-I R-II  Re-I X-2
R™-I  R*-1I R-II  R8-II  X-1 R-I  R?-I R-II  Rs-II  X-2
R™-I  R*-1I R-II  R8-III X-1 R-I  R?-I R-II  Rs-IIT X-2
R™-I  R*-1I R-II  R8-IV  X-1 R-I  R?-I R-II  Rs-IV  X-2
R™-I  R*-1I R-IIT Re8-I X-1 R-I  R?-I R3-IIT Re-I X-2
R™-I  R*-1I R-IIT R8-II  X-1 R-I  R?-I RS-IIT Re-II  X-2
R™-I  R*-1I R-IIT R8-III X-1 R-I  R?-I RS-IIT Re-IIT X-2
R™-I  R*-1I R-IIT R8-IV  X-1 R-I  R?-I RS-IIT Re-IV  X-2
R™-I R>II R3-I Ré-1 X-1 R-I R*-II Rs-I Re-1 X-2
R™-I R>II R3-I R&-IT  X-1 R-I R*-II Rs-I Re-IT  X-2
R™-I R>II R3-I R&-IIT X-1 R-I R*-II Rs-I Re-IIT X-2
R'-I  Rz-II Rs-I Re-IV  X-1 R-I  Rz-II  Rs-I Re-IV  X-2
R'-I  Rz-II  Rs-II  Re-I X-1 R-I  R2-II  RS-II  Re-I X-2
R'-I  Rz-II  Rs-II  R&-II  X-1 R-I Rz-II R-II R8-II  X-2
R'-I  Rz-II  Rs-II  Re-III X-1 R-I Rz-II  RS-II  Re-III X-2
R'-I  Rz-II  Rs-II  Re&-IV  X-1 R-I Rz-II R-II R8-IV  X-2
R'-I  Rz-II  RS-III Rs-I X-1 R'-I  R2-II  RS-III Re-I X-2
R'-I  Rz-II  RS-III Rs-II  X-1 R-I Rz-II  RS-IIT Re-II  X-2
R'-I R>~II  RS-III Re-III X-1 R-I Re-II  RS-IIT R8-III X-2
R'-I R>-II  RS-III Re-IV  X-1 R-I Re-II  RS-IIT R8-IV  X-2



WO 2012/074067 55 PCT/JP2011/077829

R'-I  Rz-III1 Rs-I Ré-1 X-1 R'-I  Rz-III Rs-I Re-1 X-2
R'-I  Rz-III1 Rs-I Re-IT  X-1 R'-I  Rz-III Rs-I Re-IT  X-2
R'-I  Rz-III1 Rs-I R&-IIT X-1 R'-I  Rz-III Rs-I Re-IIT X-2
R'-I  Rz-III1 Rs-I R&-IV  X-1 R'-I  Rz-III Rs-I Re-IV  X-2
R'-I  Rz-III Rs-II  Re-I X-1 R'-I  R2-IIT RS-II  Re-I X-2
R'-I  Rz-III Rs-II  Rs-II  X-1 R-I  Rz-IIT RS-II  Re-II  X-2
R'-I  R>-III Rs-II  Re-III X-1 R'-I  Re-IIT RS-II  R8-III X-2
R'-I  R>-III RS-II R&-IV  X-1 R'-I  Re-IIT RS-II  R8-IV  X-2
R™-I  R>-III RS-III Reé-I X-1 R'-I  R?>-IITI RS-III Reé-I X-2
R'-I  R>-III RS-III Re-II  X-1 R'-I  Re-IIT RS-IIT R8-II  X-2
R'-I  R>-III RS-III Re-III X-1 R'-I  Re-IITI RS-IIT R8-III X-2
R'-I  R>-III RS-III Re-IV ~ X-1 R'-I  Re-IITI RS-IIT R8-IV  X-2
R™-I R*>IV R3-I Ré-1 X-1 R-I R*-IV  Rs-I Re-1 X-2
R™-I R*>IV R3-I R&-IT  X-1 R-I R*-IV  Rs-I Re-IT  X-2
R™-I R*>IV R3-I R&-IIT X-1 R-I R*-IV  Rs-I Re-IIT X-2
R™-I R*>IV R3-I R&-IV  X-1 R-I R*-IV  Rs-I Re-IV ~ X-2
R'-I R*>IV R-II R&-I X-1 R'-I  R>-IV RS-II Ré-I X-2
R'-I R>IV R-II R&-II X-1 R-I Re-IV RS-II R8-II X-2
R'-I R>IV R-II Re&-III X-1 R-I Rz-IV  RS-II  R8-III X-2
R'-I Rz-IV  Rs-II  Rs-IV  X-1 R-I Rz-IV R-II R&-IV  X-2
R'-I  Rz-IV  RS-III Rs-I X-1 R'-I  R2-IV  RS-III Rs-I X-2
[0054] 5 1% (Fe&) BIXR (&)

R'-I  Rz-IV  RS-III Rs-II  X-1 R-I Rz-IV  RS-IIT Re-II  X-2
R'-I R>-IV  RS-III Re-III X-1 R-I  Rz-IV  RS-IIT RS-III X-2
R'-I R>-IV  R-III Re-IV  X-1 R-I Rz-IV  RS-IIT R8-IV  X-2
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R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R™-11
R™-11

R2-1
R2-1
R2-1
R2-1
R2-1
R2-1
R>-1
R>-1
R>-1
R>-1
R>-1
R>-1
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R2-11
R2-11
R2-11
R2-11
R2-11
R2-111
R2-111
R>-1I11
R>-1I11

Rs-1I
Rs-1I
Rs-1I
Rs-1I
R3-11
R3-11
R3-11
R3-11
R3-III
R3-III
R3-III
R3-III
R3-1
R3-1
R3-1
R3-1
R3-11
R3-11
R3-11
R3-11
R-III
R-III
R-III
R-III
Rs-1I
Rs-1I
R3-1
R3-1

Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
Re-IV
Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV
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R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R™-11
R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R'-11
R™-11
R™-11

R2-1
R2-1
R2-1
R2-1
R2-1
R2-1
R>-1
R>-1
R>-1
R>-1
R>-1
R>-1
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R2-11
R2-11
R2-11
R2-11
R2-11
R2-111
R2-111
R>-1I11
R>-1I11

PCT/JP2011/077829
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV  X-2
R-II  Re-I X-2
R-II  Re-II  X-2
R-II  Rs-IIT X-2
R-II  Rs-IV  X-2
R3-IIT Re-I X-2
RS-IIT Re-II  X-2
RS-IIT RS-IIT X-2
R-IIT Rs-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV ~ X-2
R-II  Re-I X-2
R-II  Rs-II  X-2
R-II  Rs-IIT X-2
R-II  Re-IV  X-2
R3-IIT Re-I X-2
R-IIT Re-II  X-2
R-IIT Re-IIT X-2
R-IIT Re-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV ~ X-2
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R'-IT R2z-III Rs-II  Re-I X-1 R'-II R2-IITI RS-II  Re-I X-2
R'-IT Rz-III Rs-II  Rs-II  X-1 R'-IT Rz-IIT RS-II  R8-II  X-2
R'-IT Rz-III RS-II  Rs-III X-1 R'-IT R2-IIT RS-II  Re-III X-2
R'-IT Rz-III Rs-II  Rs-IV  X-1 R'-IT R2-IIT RsS-II  Rs-IV  X-2
R'-IT R2-III RS-III Rs-I X-1 R'-II R2-IIT RS-III Re-I X-2
R'-IT Rz-III RS-III Rs-II  X-1 R'-IT R2-IIT RS-IIT Re-II  X-2
R™-IT R>-III RS-III Re-III X-1 R'-IT R2-IITI RS-IIT R8-III X-2
R™-IT R>-III RS-III Re-IV ~ X-1 R'-IT R2-IITI RS-IIT R8-IV  X-2
R™-II R>IV R3-I Ré-1 X-1 R'™-II R?*-IV  Rs-I Re-1 X-2
R™-II R>IV R3-I R&-IT  X-1 R'™-II R?*-IV  Rs-I Re-IT  X-2
R™-II R>IV R3-I R&-IIT X-1 R'™-II R?*-IV  Rs-I Re-IIT X-2
R™-II R>IV R3-I R&-IV  X-1 R'™-II R?*-IV  Rs-I Re-IV ~ X-2
R™-II R>-IV  R-II  Ré-I X-1 R'™-II R?>-IV  RS-II Ré-I X-2
R™-IT R>-IV  R-II R&-II  X-1 R'-II R2-IV  RS-II  R8-II  X-2
[0055] /1% (Fe&) BIXR (&)

R™-IT R>-IV  R-II  Re-III X-1 R'-II R2-IV  RS-II  R8-III X-2
R'-IT Rz-IV  Rs-II  Rs-IV  X-1 R-IT Rz-IV  R-II  R8-IV  X-2
R'-IT R2z-IV  RS-III Rs-I X-1 R'-IT R2-IV ~ RS-III Re-I X-2
R'-IT Rz-IV  RS-III Rs-II  X-1 R-IT Rz-IV ~ RS-IIT Re-II  X-2
R'-IT Rz-IV  RS-III Rs-III X-1 R-IT Rz-IV  RS-IIT Re-III X-2
R'-IT Rz-IV  RS-III Rs-IV  X-1 R-II Rz-IV ~ RS-IIT Re-IV  X-2
R'-IIT R2-I  Rs-I Ré-1 X-1 R-IIT Rz-I  Rs-I Re-1 X-2
R'-IIT R2-I  Rs-I Re-IT  X-1 R-IIT Rz-I  Rs-I Re-IT  X-2
R™-IIT R?>-I R3-1 R&-IIT X-1 R-IIT Re-I  Rs-I Re-IIT X-2
R™-IIT R?>-I R3-1 R&-IV  X-1 R-IIT Re-I  Rs-I Re-IV ~ X-2
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RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1
RT-I1I1

R2-1
R2-1
R2-1
R2-1
R2-1
R2-1
R>-1
R>-1
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R2-11
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R>-1I11
R>-1I11

R3-11
R3-11
R3-11
R3-11
R-III
R-III
R3-III
R3-III
R3-1
R3-1
R3-1
R3-1
R3-11
R3-11
R3-11
R3-11
R3-III
R3-III
R3-III
R-III
Rs-1I
Rs-1I
Rs-1I
Rs-1I
R3-11
R3-11
R3-11
-11

Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
Re-IV
Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV

58

X-1

R'-III
R'-III
R'-III
R'-III
R'-III
R'-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R™-III
R'-III
R'-III
R'-III
R'-III
R'-III
R'-III
R'-III
R™-III
R™-III

R2-1
R2-1
R2-1
R2-1
R2-1
R2-1
R>-1
R>-1
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R2-11
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R>-1I11
R>-1I11

PCT/JP2011/077829
R-II  Re-I X-2
R-II  Re-II  X-2
R-II  Re-IIT X-2
R-II  Re-IV  X-2
R3-IIT Re-I X-2
R-IIT Re-II  X-2
RS-IIT RS-IIT X-2
R-IIT Rs-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV ~ X-2
R-II  Re-I X-2
R-II  Rs-II  X-2
R-II  Rs-IIT X-2
R-II  Rs-IV  X-2
R3-IIT Re-I X-2
RS-IIT Re-II  X-2
RS-IIT RS-IIT X-2
R-IIT Re-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV  X-2
R-II  Re-I X-2
R-II  Re-II  X-2
R-II  Rs-IIT X-2
R-II  Rs-IV  X-2
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R'-IIT R2-III RS-III1 Re-I X-1 R'-IIT R2-IIT RS-III1 Re-I X-2
R'-IIT R2-IIT RS-III Rs-II  X-1 RI-IIT R2-III RS-IIT Re-II  X-2
R'-IIT R2-IIT RS-III Rs-III X-1 RI-IIT R2-III RS-IIT Re-III X-2
R'-IIT R2-IIT RS-III Rs-IV ~ X-1 RI-IIT R2-III RS-IIT Re-IV  X-2
R'™-IIT R2-IV Rs-I Ré-1 X-1 R'-IIT Rz-IV Rs-I Re-1 X-2
R'™-IIT R2-IV Rs-I Re-IT  X-1 R'-IIT Rz-IV Rs-I Re-IT  X-2
R™-IIT R?-IV R3-1 R&-IIT X-1 R'-IIT Re-IV Rs-I Re-IIT X-2
[0056] R 1% (Fe&) BIXR (&)

R™-IIT R?-IV R3-1 R&-IV  X-1 R'-IIT Re-IV Rs-I Re-IV ~ X-2
R™-IIT R?-IV RS-II  Ré-I X-1 R'-IIT R?-IV RS-II  Ré-I X-2
R™-IIT R2-IV RS-II  Re-II  X-1 R'-IIT Re-IV RS-II  R8-II  X-2
R™-IIT R2-IV RS-II  Re-III X-1 R'-IIT Rz-IV RS-II  R8-III X-2
R™-IIT R2-IV Rs-II  R&-IV  X-1 R'-IIT Re-IV RS-II  R8-IV  X-2
R™-IIT R?-IV RS-III1 Reé-I X-1 R'-IIT R?-IV RS-III Reé-I X-2
R™-IIT R2-IV RS-III Re-II  X-1 R'-IIT Rz-IV RS-IIT R8-II  X-2
R™-IIT R2-IV RS-III Re-III X-1 R'-IIT R2-IV RS-IIT R8-III X-2
R'-IIT R2-IV RS-III Rs-IV  X-1 RI-IIT R2-IV RS-IIT Re-IV  X-2
R'™-IV Rz-1 Rs-1I Ré-1 X-1 R'-IV R2-I R3-1 Re-1 X-2
R'™-IV Rz-1 Rs-1I Re-IT  X-1 R'-IV R2-I R3-1 Re-IT  X-2
R'™-IV Rz-1 Rs-1I R&-IIT X-1 R'-IV R2-I R3-1 Re-IIT X-2
R'™-IV Rz-1 Rs-1I R&-IV  X-1 R'-IV R2-I R3-1 Re-IV  X-2
R'™-IV Rz-1 R-II  Rs-I X-1 R'-IV R2-I R-II  Re-I X-2
R'™-IV Rz-1 R-II  Re-II  X-1 R'-IV R2-I R-II  Re-II  X-2
R™-IV R?-1 R-II  R8-III X-1 R'-IV R?-I R-II  Rs-IIT X-2
R™-IV R?-1 R-II  R8-IV  X-1 R'-IV R?-I R-II  Rs-IV  X-2
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RT-IV
RT-IV
RT-IV
RT-IV
RT-IV
RT-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
RT-IV
RT-IV
RT-IV
RT-IV
RT-IV
RT-IV
RT-IV
R™-IV
R™-IV

R2-1
R2-1
R2-1
R2-1
R2-11
R2-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-1I11
R>-1I11
R>-1I11
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R>-1I11
R>-1I11

R-III
R-III
R-III
R-III
Rs-1I
Rs-1I
R3-1
R3-1
R3-11
R3-11
R3-11
R3-11
R3-III
R3-III
R3-III
R3-III
R3-1
R3-1
R3-1
Rs-1I
R3-11
R3-11
R3-11
R3-11
R-III
R-III
R3-III
R3-III

Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
R&-IV
Ré-1
Re-11
R8-1I11
Re-IV
Ré-1
Re-11
R8-I11
Re-IV
Ré-1
Re-11
R8-1I11
R&-IV

60

R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV
R™-IV

R2-1
R2-1
R2-1
R2-1
R2-11
R2-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-11
R>-1I11
R>-1I11
R>-1I11
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R2-111
R>-1I11
R>-1I11

PCT/JP2011/077829
R3-IIT Re-I X-2
R-IIT Re-II  X-2
R-IIT Re-IIT X-2
R-IIT Re-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV ~ X-2
R-II  Re-I X-2
R-II  Rs-II  X-2
R-II  Rs-IIT X-2
R-II  Rs-IV  X-2
R3-IIT Re-I X-2
RS-IIT Re-II  X-2
RS-IIT RS-IIT X-2
R-IIT Rs-IV  X-2
R3-1 Re-1 X-2
R3-1 Re-IT  X-2
R3-1 Re-IIT X-2
R3-1 Re-IV  X-2
R-II  Re-I X-2
R-II  Re-II  X-2
R-II  Re-IIT X-2
R-II  Re-IV  X-2
R3-IIT Re-I X-2
R-IIT Re-II  X-2
RS-IIT RS-IIT X-2
R-IIT Rs-IV  X-2
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[0057] 5 13% (#E) BIXR (&)

R-IV Re-IV R-I  R-I  X-1  R-IV Re-IV R-I  R&-I  X-2
R-IV Re-IV  R-I  Re-II X-1  R-IV Re-IV R-I  Re-II X-2
R-IV Re-IV  R-I  Re-III X-1  R-IV Re-IV R-I  Re-III X-2
R-IV Re-IV  R-I  Re-IV  X-1  R-IV Re-IV R-I  Re-IV  X-2
R-IV Re-IV R-II Re-I  X-1  R-IV Re-IV R-II Re-I  X-2
R-IV Re-IV R-II Re-II X-1  R-IV Re-IV Re-II Re-II  X-2
R-IV Re-IV  Re-II Re-III X-1  R'-IV Re-IV Re-II Re-III X-2
R-IV Re-IV  R-II Re-IV  X-1  R-IV Re-IV Re-II Re-IV  X-2
R-IV Re-IV  R-III Re-I  X-1  R'-IV Re-IV Re-III Re-I  X-2
R-IV Re-IV  Re-III Re-II X-1  R'-IV Re-IV Re-III Re-II  X-2
R-IV Re-IV  Re-III Re-III X-1  R'-IV Re-IV  Re-III Re-III X-2
R-IV Re-IV  Re-III Re-IV  X-1  R'-IV Re-IV Re-III Re-IV  X-2
AFERIEEWIE. BIAEUTOREICLIYRIEYT 2 EHHEKD,
SEEA

[0058] [{L8]

R1 R
N= R3=J! N
R4 & 2 4 07 2
RB/X\l/N 7R (12) Rg/X\lR/N y/ R
R> OH R5 OR3
(11) (1)

[0059] —®&=X (1 1) [KXdR, R R4 RS, REEUXISRIEEERI ULERERT, 1&—%
& (12) [(AFREFIEEERALCEKREXRL, JISEBERRF. EREF. I3V
RERERF. NOANWFRZLAFIOE (BI2E, 720300 FKZLFFOH)
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CC~CNOTIIFILZINEZIILAFVE BIAE. M)A x89 L
RoLAXEVE) XETY—ILZRIEFRZILAXVE (Bl RyEYZIL
RN AFIR) F5KRT, 1| 20ELSEEBEOELET. RELSIEHEKR

ISICH L T RESRAEZBVWTRIGIES 2 &ICEY, —A (1) [Re
R',R2, R%, R4, RS, RERUXIFHIGEE R LR ZRY, ] TRINSZEAEBPLENZ
BB ENTESD,

REEEOEIF., —HKKX (11) TRINZELENTIL2ICHLTT~5
OHED—ME (12) TRINZILEMEZRWVWDIENTES,
BEZAVWSHE. AVWOon2AE s LTEIRIGOETZHEELLVED
THNIEFICHIRIET AW, FIRIERVYEY, MLIV, FULVEOEE
RIRAEKFRER., ~NFH Y, AT U EOBEKRKRKIEKRE., vranxdty
LOERBARIEKER 70O0RVEY, /oAy EVEOEEK/\O
FULRILKFRE. Yo7o0xAs >y, sOoaRIL A, AERLERE. 1,2-97
a4y >, L,L,1-MN)o20opxdry, M)yOopTFLry, 7200
IFLVEOERGNOS VERIEKRER., STFILI—FTIL, 1,2-I X b
FOISY, FhIEROTIV, L,&OFFHUEOI—TIVE, BT
Fib, 7OEFVEBIFILIEOIRTIVE, IAFILKRILALATIRN, IXAF
W7 R7I R N-AFI-2-EQ) RVEDT7IFE MJIZFILT7IY
c MUTFLTIY, N, N-UAFLT7Z)VEOTIVE EYYY, K
AYVEDEY IV XY )=, T/ =), ITFLVFYA-LED
PILA—IE PEMZRNYIL, DAFILRIVEFD R, RLEZT YV, 1,3
VAFN2-AIF )T )V RVKEDRZEITFOLND, INSDAREITHEMT
AWTH, INHDS 5D 2BEMEZREEGLTAHWTE LW,
BEZAWVWSEHE. BIZAEKREF NI DA KRLEAVITLFEDTILA
) &BKFREM. KEB{EF N DL, KERIEAY DLFEOT LAY &BKEE
¥, FRVDLITMFDR, AVITL-TRFIREDTILAYEET IV
OFY R, VFOLYAYTAOELTIRN VDFILAFHAFILILS
Yo, FMN)TLT7IREFEOTZIVAVEBT7INE t-TFIL)FILED
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[0060]

EREBLEY. KEFTNIDL KEHD VAL REBKREF NI DVLED
TILVA)&BREBIE. M)IFLT7ZIV, NITFLT7IV, NN-UXFIL
=)y, EVDU A(OAFILTI/)EYI Y A5, 1,8-T
7HEToOl5,4,0]-1-v Ty E0E#MERSE S, —BX (11) TR
INZEEAMIYUEIRHLTTI~1 0YHERWVWEIENTE S,

RGEEIE—6 0CHLRINEGHOERBELZ TOARDERELBRET
52 ENTE, RIGEEIF. RBEEDEREE., RIGBEEICL >TEILLT N

BEBESSNS 1 00RFEOHETERICEETE %,

—iRBICIE. BIAIE—RRL (1 1) TRINZEEMTHEII/LTT ~
1T0HED—MHKN (12) THRINZLLEMZRAWL., ThZERrROT732, 1
AT ARGy PEMZMYIL. N N-IUXFIRIAFZI R, 700K
Wi, BAEAFLUR ML VEOBRES, DELQSITREEE LTKRLET
)DL, AVDLt-TREI R KBERIEAU DAL, RKEEDY DAL, NI
FLTPIURE) I VEE—KK (11) TRINZLENTHEIIHLT
1~3%2AVT, O~100CORESHAT. 109052 4BRRKE
IO DHEFE L L,

SIEEB
[1£9]
4 R1
Y H Q Q R4 N= n2
n—", ~ /

R3 X\l/N NH2 + R1MOJ2 — Rgzx\l/N
RS R? RS  OH
(13) (14) (1)

—i&zL (1 3) [FXHR, R, RERUXIGRIEEEB UBRERT, 1&—MA (1
4) [RFRZRURIIFFRER CBHRZR L, REAFILE, TFLEREDT
IWFILEEZRT, 1Z0ELSEBOGFET. BEQLIFERITICH L TARE
MAAEZRWT, XEEHOAMOGE, A ILERSFHERER (W0 20
05/0614625"%R) FICHRBMOAETRRHIESZZ&ITLY, —f=X (1) [
R, R2, RY RS, RS, ROXISRTEE E R URK%ZER T, I TRINDEAFEBPLEY
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[0061]

BB ENTES,
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4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex

4-n-Hex

101

3, 4-(0CH,),
4-0CH,0CH,
4-0C,H,0E t
4-0CF,

4-0Ph
4-0CH,Ph
4-C (CH,) =NCH,
4-C (CH,)=NPh
4-C (Ph) =NCH,
4-C(Ph)=NPh
4-C (CH,) =NOCH,
4-C (CH,)=NOPh
4-C (Ph) =NOCH,
4-C (Ph)=NOPh
4-C(0)CH,
4-C(0)CF,
4-C(0)Ph
4-C(0)0CH,
2-C(0)OEt
3-C(0)OEt
4-C(0)OEt
4-C(0)0Ph
4-C(0)0CH,Ph
4-C(0)OCH(CH,) Ph
4-C(0)0C,H,Ph
4-SCH,
4-S(0)CH,
4-S(0),CH,
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H H
H H
H H
H H
H
H H
H H
H H
H H
H
H H
H H
H H
H
H H
H H
H
H H
H
H
H
H
H H
H H
H H
H H
H H
H H
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4-n-Hex 4-SPh H H

4-n-Hex 4-S(0)Ph H H

4-n-Hex 4-S(0),Ph H H H
4-n-Hex 4-0S(0) ,CH, H H H
4-n-Hex 4-0S(0),Ph H H H
4-n-Hex 4-N(CH,), H H H
4-n-Hex 4-N(CH,Ph), H H H
4-n-Hex 4-N(CH,) (CH,Ph) H H H
4-n-Hex 4-NHCH; H H H
4-n-Hex 4-NH(CH,Ph) H H H
4-n-Hex 4-C(0)N(CH,), H H H
4-n-Hex 4-C (0)N(CH,Ph), H H H
4-n-Hex 4-C(0)N(CH,) (CH,Ph) H H H
4-n-Hex 4-C(0)NHCH, H H H
4-n-Hex 4-C(0)NH(CH,Ph) H H H

[0095] £ 2K (f=)

R2! Re" R Re R7
4-n-Hex 4-C(0)NH{CH(CH,)Ph}  H H H
4-n-Hex 4-C(0)NH(C,H,Ph) H H H
4-n-Hex 4-C(S)NH, H H H
4-n-Hex 4-5(0) ,N(CH,), H H H
4-n-Hex 4-5(0) ,N(CH,Ph), H H H
4-n-Hex 4-S(0),N(CH,) (CH,Ph)  H H H
4-n-Hex 4-5(0) ,NHCH, H H H
4-n-Hex 4-S(0),NHPh H H H

4-n—Hex 4-S(0) ,NH(CH,Ph) H H H



WO 2012/074067

4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
3,4-(CH;),
3,4-(CH;),
3,4-(CH;),
3,4-(CH;),
3,4-(CH;),
3,4-(CH;),

103

4-S(0),NH{CH(CH;)Ph} H

4-S(0) ,NH(C,H,Ph) H
4-Ph H
4-Ph CH,
4-Ph CH,Ph
4-Ph C(0)Ph
4-Ph C(0)OEt
4-Ph H
4-Ph CH;
4-Ph H

H H
4-Cl H
4-Br H
4-CH, H
4-t-Bu H
4-t-Bu CH,
4-n-Hex H
4-n-Hex CH,
4-n-Hex H
4-n-Hex H
4-Ph H
4-Ph CH,

H H
4-Cl H
4-Br H
4-CH, H
4-t-Bu H
4-n-Hex H
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H H
H H
H H
H H
H H
H H
H H
H CH,
H CH,
CH, CH,
H H
H H
H H
H H
H H
H H
H H
H H
H CH,
CH, CH,
H H
H H
H H
H H
H H
H H
H H
H H
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3,4-(CHy),  4-Ph H H H
2,4-(t-Bu), H H H H
2,4-(t-Bu), 4-Cl H H H
2,4-(t-Bu), 4-Br H H H
2,4-(t-Bu),  4-CH, H H H
2,4-(t-Bu), 4-t-Bu H H H
2,4-(t-Bu),  4-n-Hex H H H
2,4-(t-Bu), 4-Ph H H H
B2k ()

R R R Re R?
4~CF, H H H H
4~CF, 4-Cl H H H
4~CF, 4-Br H H H
4~CF, 4-CH, H H H
4~CF, 4-t-Bu H H H
4~CF, 4-n-Hex H H H
4~CF, 4-Ph H H H
4-0H H H H

4-0H 4-Cl H H

4-0H 4-Br H H

4-0H 4-CH, H H H
4-0H 4-t-Bu H H

4-0H 4-n-Hex H H

4-0H 4-Ph H H

4-0CH, H H H H
4-0CH, 4-Cl H H H
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4-0CH, 4-Br H H H
4-0CH, 4-CH, H H H
4-0CH, 4-t-Bu H H H
4-0CH, 4-n-Hex H H H
4-0CH, 4-Ph H H H
4-0-i-Pr H H H
4-0-i-Pr 4-Cl H H
4-0-i-Pr 4-Br H H
4-0-i-Pr 4-CH, H H H
4-0-i-Pr 4-t-Bu H H
4-0-i-Pr 4-n-Hex H H
4-0-i-Pr 4-Ph H H
4-0-n-Hex H H H
4-0-n-Hex 4-Cl H H
4-0-n-Hex 4-Br H H
4-0-n-Hex 4-CH, H H H
4-0-n-Hex 4-t-Bu H H
4-0-n-Hex 4-n-Hex H H
4-0-n-Hex 4-Ph H H
3,4-(0CH;), H H H H
3,4-(0CH;), 4-Cl H H H
3,4-(0CH;), 4-Br H H H
3,4-(0CH;), 4-CH, H H H
3,4-(0CH;), 4-t-Bu H H H
3,4-(0CH;),  4-n-Hex H H H
3,4-(0CH;), 4-Ph H H H
4-0C,H,0Et H H H H

4_OC2H4OEt 4_C |. H H H
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4-0C,H,0Et  4-Br H H H
[0097] B2%k (FX)

R2! Re’ RS Re R?
4-0C,H,0Et  4-CH, H H H
4-0C,H,0Et  4-t-Bu H H H
4-0C,H,0Et  4-n-Hex H H H
4-0C,H,0Et  4-Ph H H H
4-0Ph H H H
4-0Ph 4-Cl H H
4-0Ph 4-Br H H
4-0Ph 4~CH, H H H
4-0Ph 4-t-Bu H H
4-0Ph 4-n-Hex H H
4-0Ph 4-Ph H H
4-0CH,Ph H H H H
4-0CH,Ph 4-Cl H H H
4-0CH,Ph 4-Br H H H
4-0CH,Ph 4~CH, H H H
4-0CH,Ph 4-t-Bu H H H
4-0CH,Ph 4-n-Hex H H H
4-0CH,Ph 4-Ph H H H
4-Ph H H H
4-Ph 4-Cl H H
4-Ph 4-Br H H
4-Ph 4~CH,4 H H H
4-Ph 4-t-Bu H H
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4-Ph 4-t-Bu CH, H H
4-Ph 4-n-Hex H H H
4-Ph 4-n-Hex CH, H H
4-Ph 4-n-Hex H H CH,
4-Ph 4-n-Hex H CH, CH;
4-Ph 4-Ph H H H
4-Ph 4-Ph CH; H H
B3k

[0098]

xKh, EREROEBEBRMNEZXRIESIE. TNETNTEROBERNICHRWT

RBINEEBESOMEICHETSEDTHY., —DFRIEIF, BERLERT,
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[1£26]

MG, R? 22 _\g_fz
1\ 1\ L\
N #~0R? N OR3 Ny ” ~oR?

N N
HsC"| CH; o 3 H,C CH: o 3
R6 ""-/R81 RG ""-/R81
6]
° 5 5
w R2
LA\ 7\
N, 3 N, 3
N OR N OR
H,C CH; o 5 H,C CH;y o 5
R6 --../RB1 & --.’___Rm
R7 \WZ R g7 \W
6
5 6 5
R2
1\
N‘N ORS
e Pe o
RB — R31
R7 \ /4
6 5

[0099]
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[1627]
RZ R2 R2
\ 7\
N, N
N7 OR? 7 TOR?
Et Et 2 5 Et Et 2 5
RS TR RE A RE
7 7
R \WZ R \W
© 5 ® 5

[0100]
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[1E£28]
HaC R? R2
NfN\ OR? N{N\ OR®
2 3 2 3
R .-;/581 & \h/ 581
5 5
R? R?
N:’N\ OR3
2 3
R & \ -_//581
° 5
[0101]
R2 (Z)m R8? RS RS R7
H - H H H H
H - 4~CH; H H H
F - H H H H
CH, - H H H H
Et - H H H H
n—-Pr - H H H H
c-Pr - H H H H
i—Pr - H H H H
n-Bu - H H H H
c-Bu - H H H H
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t-Bu
n-Pen
c-Pen
n—-Hex
c-Hex
n—-C.H,s
n—CgH;;
n—=CqH,q
n—C,,H,

CF,
C(Ph)=NCH,
C(CH;)=NPh
C (Ph)=NOCH,
C(0)CH,
C(O)Et
C(0)CF,
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph

111

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
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H H
H H
H H
H H
H H

H H

H H

H H

H H

H H

H H

H H

H H

H H
H H
H H
H H
H H
H CH,
H H

H H

H H

H H

H H

H CH,
CH, CH,
H H
H CH,
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C(0)Ph - 4-n-hex H H H
C(0)Ph - 4-n-hex H H CH,
C(0)Ph - 4-0CH, H H H
C(0)Ph - 4-0CH, H H CH,
C(0)Ph - 4-Ph H H H
C(0)Ph - 4-Ph H H CH,
C(0)CH,Ph - H H H H

[0102] 3%k (FwX)

R2 (Z)m R8? RS RS R7
C(0)CH(CH;)Ph - H H H H
C(0)CHPh - H H H H
C(0)0CH, - H H H H
C(0)OEt - H H H H
C(0)OEt - 4-Cl H H H
C(0)OEt - 4-Cl H H CH,
C(0)OEt - 4-CH, H H H
C(0)OEt - 4-CH, CH, H H
C(0)OEt - 4-CH, CH,Ph H H
C(0)OEt - 4~CH, C(0)Ph H H
C(0)OEt - 4-CH, C(0)OEt H H
C(0)OEt - 4-CH, H H CH,
C(0)0Et - 4~CH, H CH, CH,
C(0)OEt - 4-1-Bu H H H
C(0)0Et - 4-t-Bu H H CH,
C(0)OEt - 4-n-hex H H H
C(0)0Et - 4-n-hex H H CH,
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C(0)0Et - 4-0CH,
C(0)0Et - 4-0CH,
C(0)0Et - 4-Ph
C(0)0Et - 4-Ph
C(0)OPh - H
C(0)OCHPh - H
C(0)OCH(CH;)Ph - H
C(0)OCHPh - H
C(O)N(CHy), - H
C(O)NHCH, - H
C(0)NH(CH,Ph) - H
CH,Ph - H
CH,(4-CL-Ph) - H

A0O T H H
A0O T 3-n-Bu H
A002 H H
A002 2-Cl H
A003 H H
A0S H H
A0S H H
A0S H 4-Cl
A0S H 4-Cl
A0S H 4-CH,
A0S H 4-CH,
A0S H 4-CH,
A0S H 4-CH,
A0S H 4-CH,

A0OS H 4-CH;
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H H H
H H CH,
H H H
H H CH,
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H
H H CH,
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[0103] £3%& (/=)

R? (Z)m Re1 RY Re R7
A005 H 4-CH, H CH, CH,
A005 H 4-t-Bu H H H
A005 H 4-t-Bu H H CH,
A005 H 4-n-hex H H H
A005 H 4-n-hex H H CH,
A005 H 4-0CH, H H H
A005 H 4-0CH, H H CH,
A005 H 4-Ph H H H
AQ5 H 4-Ph H H CH,
A005 2,5-(CHy), H H H H
A005 2,5-CL, H H H H
AQ5 2-Br H H H H
A006 H H H H H
A006 H 4-Cl H H H
A006 H 4-CL H H CH,
A006 H 4-CH, H H H
A006 H 4-CH, CH, H H
A006 H 4-CH, CH,Ph H H
A006 H 4-CH, C(0)Ph H H
A006 H 4-CH, C(0)0Et H H
A006 H 4-CH, H H CH,
A006 H 4-CH, H CH, CH,
A006 H 4-t-Bu H H H
A006 H 4-t-Bu H H CH,
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A006 H 4-n-hex H H H
A006 H 4-n-hex H H CH,
A006 H 4-0CH, H H H
A006 H 4-0CH, H H CH,
A006 H 4-Ph H H H
ADQ6 H 4-Ph H H CH,
A006 3-CH, H H H H
A006 5-CH, H H H H
A006 3-Cl H H H H
A006 5-Et H H H H
A006 5-Cl H H H H
A006 5-Br H H H H
A006 3-Br H H H H
ADQ6 4-Br H H H H
A006 5-NO, H H H H
A0O7 H H H H H
A007 5-CH, H H H H
A007 3-CH, H H H H
A0O7 5-Br H H H H
A007 5-NO, H H H H
A0O7 5-Ph H H H H

[0104] B3k (&)

R2 (Z)m Re1 Rs Re R7
A008 5-CH; H H H H
A009 5-CH; H H H H

AD10 3, 5-(CH;), H H H H
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A010 3,5-CL, H H H H
A1 3,5-(CH,), H H H H
AD11 3,5-Cl, H H H H
AD12 3-CH, H H H H
AD12 3-CH, H H H H
A12 3-Cl H H H H
AD13 3-CH, H H H H
AD13 3-CH, H H H H
AD13 3-Cl H H H H
AO14 H H H H H
AD14 H 4-Cl H H H
AO14 H 4-CL H H CH,
AO14 H 4-CH, H H H
AO14 H 4-CH, CH, H H
AO14 H 4-CH, CH,Ph H H
AO14 H 4-CH, C(0)Ph H H
AO14 H 4-CH, C(0)0Et H H
AO14 H 4-CH, H H CH,
AO14 H 4-CH, H CH, CH,
AD14 H 4-t-Bu H H H
AO14 H 4-t-Bu H H CH,
AO14 H 4-n-hex H H H
AO14 H 4-n-hex H H CH,
AD14 H 4-0CH, H H H
AO14 H 4-0CH, H H CH,
AO14 H 4-Ph H H H
AO14 H 4-Ph H H CH,

AD15 H H H H H
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AD16 2, 4-(CH,), H H H H
AD16 2, 4-(CH,), 4-CL H H H
AD16 2, 4-(CH,), 4-CL H H CH,
AD16 2, 4-(CH,), 4-CH, H H H
AD16 2, 4-(CH,), 4-CH, CH, H H
AD16 2, 4-(CH), 4-CH, CH,Ph H H
AD16 2, 4-(CH), 4-CH, C(0)Ph H H
AD16 2, 4-(CH), 4-CH, C(0)0Et H H
AD16 2, 4-(CH), 4-CH, H H CH,
AD16 2, 4-(CH), 4-CH, H CH, CH,
AD16 2, 4-(CH), 4-t-Bu H H H
AD16 2, 4-(CH), 4-t-Bu H H CH,
AD16 2, 4-(CH), 4-n-hex H H H
AD16 2, 4-(CH), 4-n-hex H H CH,

[0105] B3k (&)

R (Z)m Re! R Re R7
AD16 2, 4-(CH), 4-0CH, H H H
AD16 2, 4-(CH,), 4-0CH, H H CH,
AD16 2, 4-(CH,), 4-Ph H H H
AD16 2, 4-(CH,), 4-Ph H H CH,
AD17 2, 4-(CH,), H H H H
AD18 H H H H H
AD18 3-CH, H H H H
AB19 3-Ph, 5-CH, H H H H
AD19 3, 5-(CHy), H H H H

A020 5-CH; H H H H
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A021
A022
A023
A024
A025
A026
A026
A027
A027
A028
A029
A030
AB31
A032
A033
AD34
AD34
A035
A036
A036
A036
A036
A036
A036
A036
A036
A036
A036

4-CH,

H

2,4-(CH;),
2-(4-pyridil)
H

H
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4-Cl
4-Cl
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H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H
H H CH,
H CH, CH,
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A036 H 4-t-Bu H H H
A036 H 4-t-Bu H H CH,
A036 H 4-n-hex H H H
A036 H 4-n-hex H H CH,
A036 H 4-0CH, H H H
A036 H 4-0CH, H H CH,
A036 H 4-Ph H H H

[0106] BE3 & (FX)

R (Z)m Re! R Re R7
AD36 H 4-Ph H H CH,
AD37 H H H H H
A037 H 4-CL H H H
AD37 H 4-CL H H CH,
AD37 H 4-CH, H H H
AD37 H 4-CH, CH, H H
AD37 H 4-CH, CH,Ph H H
AD37 H 4-CH, C(0)Ph H H
AD37 H 4-CH, C(0)0Et H H
AD37 H 4-CH, H H CH,
AD37 H 4-CH, H CH, CH,
AD37 H 4-t-Bu H H H
AD37 H 4-t-Bu H H CH,
AD37 H 4-n-hex H H H
AD37 H 4-n-hex H H CH,
AD37 H 4-0CH, H H H

A037 H 4-0CH; H H CH;
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A037
A037
A037
A037
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A039
A039
A039

6-0CH,
6-Br

7_OCH3

120

4-Ph
4-Ph

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H
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CH;
CH;

CH,

CH,

CH,

CH,
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[0107] 3 X (&xX)

R? (Z)m Re1 RY Re R7
A40 H H H H H
A4 H H H H H
A4 H 4-CL H H H
A4 H 4-CL H H CH,
A4 H 4-CH, H H H
A4 H 4-CH, CH, H H
A4 H 4-CH, CH,Ph H H
A4 H 4-CH, C(0)Ph H H
A4 H 4-CH, C(0)0Et H H
A4 H 4-CH, H H CH,
A4 H 4-CH, H CH, CH,
A4 H 4-t-Bu H H H
A4 H 4-t-Bu H H CH,
A4 H 4-n-hex H H H
A4 H 4-n-hex H H CH,
A4 H 4-0CH, H H H
A4 H 4-0CH, H H CH,
A4 H 4-Ph H H H
A4 H 4-Ph H H CH,
A4 6-N0, H H H H
A4 6-Br H H H H
AD42 H H H H H
AD42 H 4-CL H H H
AD42 H 4-CL H H CH,
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AD42 H 4-CH, H H H
AD42 H 4-CH, CH, H H
AD42 H 4-CH, CH,Ph H H
AD42 H 4-CH, C(0)Ph H H
AD42 H 4-CH, C(0)0Et H H
AD42 H 4-CH, H H CH,
AD42 H 4-CH, H CH, CH,
AD42 H 4-t-Bu H H H
AD42 H 4-t-Bu H H CH,
AD42 H 4-n-hex H H H
AD42 H 4-n-hex H H CH,
AD42 H 4-0CH, H H H
AD42 H 4-0CH, H H CH,
AD42 H 4-Ph H H H
AD42 H 4-Ph H H CH,
AD42 5-Br H H H H
A43 H H H H H
A044 H H H H H
AD51 - H H H H
AD52 - H H H H
A053 - H H H H

[0108] £33 & (FiX)

R2 (Z)m Re1 Rs Re R7
Ad54 - H H H H
AB55 - H H H H

A056

|
=
=
=
=
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A057 - H H H H
AB58 - H H H H
A059 - H H H H
A06O - H H H H
Ad61 - H H H H
A062 - H H H H
A063 - H H H H
Ado4 - H H H H
A06S - H H H H
A066 - H H H H
A0G7 - H H H H
A068 - H H H H
A101 - H H H H
A102 - H H H H
A103 - H H H H
A104 - H H H H
A105 - H H H H
A106 - H H H H
A107 - H H H H
Ba4K

K, EREROEBEBMNEZXRIESIE. TNETNTROBERNICHRWT
HINLESOABICHIGTZ2EHEDTHY, —DXREIE. BEEHREXRT,
[0109]
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[1£29]
3 4
2 /":\’Rm
—/ 5
[\ ®
N. 3
N~ OR
H.C”|~CH, H,C”|~CH, H.C”| “CH,
& 5] 3
ROTTTRE ROZ, TR RS, R
3 4
2 ¢ KR
~/ 5
7\
N. 3
N~ TOR
H;C”| “CHs H,C”| ~CH, HyC™ | CH;
5] i1 <] 8
R'z7 R RoLTR® ROLTR

[0110]
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[1£30]

[0111]
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[1£31]

R6 s R® RE e R® R® 1 RS
[0112]

R21 Re (Z)m R3 R® R7
H c-Pr - H H H
4-Cl c-Pr - H H H
4-Cl c-Pr - H H CH,
4-CH, c—Pr - H H H
4-CH, c—Pr - CH, H H
4-CH, c—Pr - CH,Ph H H
4-CH, c—Pr - C(0)Ph H H
4-CH, c—Pr - C(0)OEt H H
4-CH, c—Pr - H H CH,

4_CH3 C_Pr - H CH3 CH3
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4-t-Bu
4-t-Bu
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-0CH;
4-0CH;
4-Ph
4-Ph

4-t-Bu
4-t-Bu

4-n-hex

c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Bu
c-Pen
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex

c-Hex
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H H H
H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H

H H CH,
H CH,  CH,
H H H

H H CH,
H H H

H H CH,
H H H

H H H

H H H

H H H

H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H

H H CH,
H CH,  CH,
H H H

H H CH,
H H H
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4-n-hex c-Hex - CH, H H
4-n-hex c-Hex - CH,Ph H H
4-n-hex c-Hex - C(0)Ph H H
4-n-hex c-Hex - C(0)0Et H H
4-n-hex c-Hex - H H CH,
4-n-hex c-Hex - H CH, CH,
4-0CH, c-Hex - H H H
4-0CH, c-Hex - H H CH,

[0113] 45k (FRX)

R21 Re (Z)m R3 R® R7
4-Ph c-Hex - H H H
4-Ph c-Hex - H H CH;
H c—CsHs - H H H

H c—CgH,; - H H H

H bicyclo[2.2. 1]heptan-2-yl - H H H
H I-adamantyl - H H H
H 2-adamantyl - H H H
H A0D1 H H H H
H A0D1 3-n-Bu H H H
H A002 H H H H
H A002 2-Cl H H H
H A0O3 H H H H
H A004 H H H H
H A005 H H H H
4-Cl A0O5 H H H H
4-Cl A0O5 H H H CH;
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4-CH, A0S H H H H
4-CH, A0S H CH, H H
4-CH, A0S H CH,Ph H H
4-CH, A0S H C(0)Ph H H
4-CH, A0S H C(0)0Et H H
4-CH, A0S H H H CH,
4-CH, A0S H H CH,  CH,
4-t-Bu A0S H H H H
4-t-Bu A005 H H H CH,
4-n-hex A0S H H H H
4-n-hex A0S H CH, H H
4-n-hex A0S H CH,Ph H H
4-n-hex A0S H C(0)Ph H H
4-n-hex A0S H C(0)0Et H H
4-n-hex A0S H H H CH,
4-n-hex A0S H H CH,  CH,
4-0CH, A0S H H H H
4-0CH, A005 H H H CH,
4-Ph A0S H H H H
4-Ph A0S H H H CH,
H A005 2,5-(CH;),  H H H
H A005 2,5-Cl, H H H
H A0S 2-Br H H H
H A006 H H H H
4-Cl A006 H H H H
4-Cl A006 H H H CH,
4-CH, A006 H H H H

4-CH; A006 H CH; H H



[0114]

WO 2012/074067 130 PCT/JP2011/077829
4-CH, A006 H CH,Ph H H
FEA4x (Fix)

R Re (Z)m RY RE R
4-CH, A006 H C(0)Ph H H
4-CH, A006 H C(0)OEt H H
4-CH, A006 H H H CH,
4-CH, A006 H H CH,  CH,
4-t-Bu A006 H H H H
4-t-Bu A006 H H H CH,
4-n-hex A006 H H H H
4-n-hex A006 H CH, H H
4-n-hex A006 H CH,Ph H H
4-n-hex A006 H C(0)Ph H H
4-n-hex A006 H C(0)OEt H H
4-n-hex A006 H H H CH,
4-n-hex A006 H H CH,  CH,
4-0CH, A006 H H H H
4-0CH, A006 H H H CH,
4-Ph A006 H H H H
4-Ph A006 H H H CH,
H A006 3-CH, H H H

H A006 5-CH, H H H

H A006 3-Cl H H H
H A006 5-Et H H H
H A006 5-CL H H H
H A006 5-Br H H H



[0115]

WO 2012/074067 131 PCT/JP2011/077829
H ADQ6 3-Br H H H
H ADQ6 4-Br H H H
H A006 5-N0, H H H
H A0Q7 H H H H
H A0Q7 5-CH, H H H
H A0Q7 3-CH, H H H
H A0Q7 5-Br H H H
H A0Q7 5-N0, H H H
H A0Q7 5-Ph H H H
H A008 5-CH, H H H
H A009 5-CH, H H H
H A010 3, 5-(CHs), H H H
H A010 3,5-Cl, H H H
H AD11 3, 5-(CHs), H H H
H A1 3,5-Cl, H H H
H AD12 3-CH, H H H
H AD12 3-Me H H H
H AD12 3-Cl H H H
H AD13 3-CH, H H H
H AD13 3-Me H H H
H AD13 3-Cl H H H
H AO14 H H H H
FEA4x (Fix)

R2! Re (Z)m RY R R
4-Cl AD14 H H H H
4-CL AD14 H H H CH,
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4-CH,
4-CH,
4-CH,
4-CH,
4-CH,
4-CH,
4-CH,
4-t-Bu
4-t-Bu
4-n-hex
4-n-hex
4-0CH,
4-0CH,
4-Ph
4-Ph

AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD15
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
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2,4-(CH;),
2,4-(CH;),
2,4-(CH;),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH;),
2,4-(CH;),
2,4-(CH;),
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H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H
H H CH,
H CH,  CH,
H H H
H H CH,
H H H
H H CH,
H H H
H H CH,
H H H
H H  CH,
H H H
H H H
H H H
H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H
H H CH,
H CH,  CH,
H H H
H H CH,



[0116]
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4-n-hex AD16 2, 4-(CH,), H H H
4-n-hex AD16 2, 4-(CH,), H H CH,
4-0CH, AD16 2,4-(CH;),  H H H
4-0CH, AD16 2,4-(CH),  H H CH,
4-Ph AD16 2, 4-(CH,), H H H
4-Ph AD16 2, 4-(CH), H H CH,
H AO17 2, 4-(CH,), H H H
H AD18 H H H H
H AD18 3-CH, H H H
H AD19 3-Ph, 5-CH, H H H
H AB19 3, 5-(CHs), H H H
H A020 5-CH, H H H
H A021 4-CH, H H H
H A022 H H H H
H A023 2, 4-(CH,), H H H
FEA4x (Fix)

R2! Re (Z)m R R R

H A024 2-(4-pyridil) H H H
H A25 H H H H
H A026 H H H H
H A026 4-CH, H H H
H A027 H H H H
H A027 4-CH, H H H
H A028 H H H H
H A029 H H H H
H A30 H H H H
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4-Cl
4-Cl

4-t-Bu
4-t-Bu
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-0CH;
4-0CH;

AB31
A032
A033
AD34
AD34
A035
A036
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
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H H H H

H H H H

H H H H

H H H H
3,6-CL, H H H

H H H H

H H H H

H H H H

H H H H

H H H CH,
H H H H

H CH, H H

H CH,Ph H H

H C(0)Ph H H

H C(0)0Et H H

H H H CH,
H H CH,  CH,
H H H H

H H H CH,
H H H H

H CH, H H

H CH,Ph H H

H C(0)Ph H H

H C(0)0Et H H

H H H CH,
H H CH,  CH,
H H H H

H H H CH,



[0117]
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4-Ph A037 H H H H
4-Ph A037 H H H CH,
H A037 6-0CH, H H H
H A037 6-Br H H H
H A038 H H H H
4-Cl A038 H H H H
4-Cl A038 H H H CH,
4-CH, A038 H H H H
FEA4x (Fix)

R Re (Z)m RY R R
4-CH, A038 H CH, H H
4-CH, A038 H CH,Ph H H
4-CH, A038 H C(0)Ph H H
4-CH, A038 H C(0)OEt  H H
4-CH, A038 H H H CH,
4-CH, A038 H H CH,  CH,
4-t-Bu A038 H H H H
4-t-Bu A038 H H H CH,
4-n-hex A038 H H H H
4-n-hex A038 H CH, H H
4-n-hex A038 H CH,Ph H H
4-n-hex A038 H C(0)Ph H H
4-n-hex A038 H C(0)OEt  H H
4-n-hex A038 H H H CH,
4-n-hex A038 H H CH,  CH,
4-0CH, A038 H H H H
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4-0CH,
4-Ph
4-Ph
H

4-Cl
4-Cl

AD38
AD38
AD38
AD38
AD38
AD38
A039
A039
A039
A040
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
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H H CH,
H H H
H H CH,
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H H
H H CH,
H H H
CH, H H
CH,Ph H H
C(0)Ph H H
C(0)0Et H H
H H CH,
H CH,  CH,
H H H
H H CH,
H H H
H H CH,
H H H
H H CH,
H H H
H H CH,
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H A4 6-N0, H H H
[0118] 4%k (W X)

R2! Re (Z)m RY R R
H A4 6-Br H H H
H AD42 H H H H
4-Cl AD42 H H H H
4-CL AD42 H H H CH,
4-CH, AD42 H H H H
4-CH, AD42 H CH, H H
4-CH, AD42 H CH,Ph H H
4-CH, AD42 H C(0)Ph H H
4-CH, AD42 H C(0)0Et H H
4-CH, AD42 H H H CH,
4-CH, AD42 H H CH,  CH,
4-t-Bu AD42 H H H H
4-t-Bu AD42 H H H CH,
4-n-hex AD42 H H H H
4-n-hex AD42 H H H CH,
4-0CH, AD42 H H H H
4-0CH, AD42 H H H CH,
4-Ph AD42 H H H H
4-Ph AD42 H H H CH,
H AD42 5-Br H H H
H A43 H H H H
4-Cl A43 H H H H
4-Cl A43 H H H CH,



[0119]
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4~CH, A043 H H H H
4~CH, A043 H CH, H H
4~CH, A043 H CH,Ph H H
4~CH, A043 H C(0)Ph H H
4~CH, A043 H C(0)0Et  H H
4~CH, A043 H H H CH,
4~CH, A043 H H CH,  CH,
4-t-Bu A043 H H H H
4-t-Bu A043 H H H CH;
4-n-hex AQ43 H H H H
4-n-hex A043 H H H CH,
4-0CH, A043 H H H H
4-0CH, A043 H H H CH;
4-Ph AQ43 H H H H
4-Ph AQ43 H H H CH,
H A044 H H H H
4-Cl A044 H H H H
4-Cl A044 H H H CH;
4~CH, A044 H H H H
4~CH, A044 H CH, H H
4~CH, A044 H CH,Ph H H
4~CH, A044 H C(0)Ph H H
BaAR (FE)

Re! Re (Z)m R? RO R
4~CH, A044 H C(0)OEt  H H
4~CH, A044 H H H CH;
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4-CH, A44 H H CH,  CH,
4-t-Bu A44 H H H H
4-t-Bu A44 H H H CH,
4-n-hex A044 H H H H
4-n-hex A044 H H H CH,
4-0CH, A44 H H H H
4-0CH, A44 H H H CH,
4-Ph A044 H H H H
4-Ph A044 H H H CH,
H AD51 - H H H
H AD52 - H H H
H AD53 - H H H
H AD54 - H H H
H AB55 - H H H
H AD56 - H H H
H AD57 - H H H
H AD58 - H H H
H AB59 - H H H
H AD60 - H H H
H ADB1 - H H H
H ADB2 - H H H
H A063 - H H H
H A64 - H H H
H ADB5 - H H H
H AD66 - H H H
H ADB7 - H H H
H A068 - H H H

H A101 - H H H
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[0120]

H A102 - H H H
H A103 - H H H
H A104 - H H H
H A105 - H H H
H A106 - H H H
H A107 - H H H
H/5XK

xR, — DRI, BEBRERT,
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Ag_f

1\

N‘N OR3
RE R7
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[1£33]

RQ

OR?

7\

OR?

I\

*N

Et

Et

Et

Et

R8

RG

R2

H,C

I\

OR?

iPr

i-Pr

i-Pr

i-Pr

iPr

i-Pr

R8

RS R

RES

6
RR7

RB

RS

R2

R2

OR3

N

OR?

N

R8

6
RR7

RS

RG

[0122]
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[{b£34]
H.C. ~— R? R2 R2
7\ I\ 1\
N);ﬁ*OR?’ Noy” ~OR® Ney”oR®
R6 R7 RB RB RT RS RG R7 RB
R? R?
1\ /' \
N~ ~OR? N @ ~OR®
RG R7 RS RB R7 R.S R6 RT RS
R2 (Z)m R¢  (Z)m R3 RS R7
on ring of R? on ring of R8
H - c-Pr - H H H
CH; - c-Pr - H H H
H - c-Bu - H H H
CH, - c-Bu - H H H
H - c-Pen - H H H
CH; - c-Pen - H H H
H - c-Hex - H H H
CH; - c-Hex - H H H
CH, - c-Hex - CH, H H
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CH, - c-Hex - CH,Ph H H
CH, - c-Hex - C(0)Ph H H
CH, - c-Hex - C(0)0Et H H
CH, - c-Hex - H H CH,
CH, - c-Hex - H CH, CH,
C(0)CH; - c-Pr - H H H
C(0)CH; - c-Hex - H H H
C(0)CH, - c-Hex - CH, H H
C(0)CH; - c-Hex - CH,Ph H H
C(0)CH; - c-Hex - C(0)Ph H H
C(0)CH; - c-Hex - C(0)OEt H H
C(0)CH; - c-Hex - H H CH,
C(0)CH; - c-Hex - H CH, CH,
C(0)Ph - c-Pr - H H H
C(0)Ph - c-Hex - H H H
C(0)Ph - c-Hex - CH, H H
C(0)Ph - c-Hex - CH,Ph H H
C(0)Ph - c-Hex - C(0)Ph H H
C(0)Ph - c-Hex - C(0)OEt H H
C(0)Ph - c-Hex - H H CH,
C(0)Ph - c-Hex - H CH, CH,
A005 H AQ05 H H H H
A005 H AQ06 H H H H
A005 H A014 H H H H
A0O5  H A016 2,4-(CH),  H H H
A005 H A037 H H H H
A005 H A038 H H H H

A0OS H A041 H H H H



[0124]
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A0OS H A042 H H H H
A0OS H A043 H H H H
A0OS H A044 H H H H
A006 H A005 H H H H
A006 H A006 H H H H
A006 H A006 H CH; H H
A006 H A006 H CH,Ph H H
A006 H A006 H C(0)Ph H H
BER (FE)

R? (Z)m R&  (Z)m R3 R® R7
on ring of R? on ring of R®
A006 H A006 H H H CH;
A006 H A006 H H CH; CH;
A006 H A014 H H H H
A006 H A016 2,4-(CH,), CH H H
A006 H A037 H H H H
A006 H A037 H CH; H H
A006 H A037 H CH,Ph H H
A006 H A037 H C(0)Ph H H
A006 H A037 H H H CH,
A006 H A037 H H CH, CH,
A006 H AD38 H H H H
A006 H AD38 H CH, H H
A006 H AD38 H CH,Ph H H
A006 H AB38 H C(0)Ph H H
A006 H AB38 H H H CH;
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AOO6  H A038 H H CH, CH,
AOO6  H AO41 H H H H
AOO6  H AO41 H CH, H H
AOO6  H AO41 H CH,Ph H H
AOO6  H AO41 H C(0)Ph H H
AOD6  H AO41 H H H CH,
AOD6  H AO41 H H CH, CH,
AOO6  H AG42 H H H H
AOO6  H AG42 H CH, H H
AOO6  H AG42 H CH,Ph H H
AOO6  H AG42 H C(0)Ph H H
AOD6  H AG42 H H H CH,
AOD6  H AG42 H H CH, CH,
AOO6  H AG43 H H H H
AOO6  H A044 H H H H
AO14  H AG05 H H H H
AO14  H AOD6 H H H H
AO14  H A014 H H H H
AO14  H A016 2,4-(CH)),  H H H
AO14  H A037 H H H H
AO14  H A038 H H H H
AO14  H AO41 H H H H
AO14  H AG42 H H H H
AO14  H AG43 H H H H
AO14  H A044 H H H H
AD16 2, 4-(CH), AG05 H H H H
AD16 2, 4-(CH), AOD6 H H H H

AQ16  2,4-(CH,), AO14 H H H H
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AD16 2,4-(CH;), A016 2,4-(CH,), H H
[0125] B5%k (FX)
R2 (Z)m Re  (Z)m R3 R® R?
on ring of R? on ring of R8

AD16 2,4-(CH;), A037 H H H H
AD16 2,4-(CH;), AD38 H H H H
AD16 2,4-(CH;), A041 H H H H
AD16 2,4-(CH;), A042 H H H H
AD16 2,4-(CH;), A043 H H H H
AD16 2,4-(CH;), A044 H H H H
A036 H A005 H H H H
A036 H A006 H H H H
A036 H A014 H H H H
A036 H A016 2,4-(CH,), H H H
A036 H A037 H H H H
A036 H AD38 H H H H
A036 H A041 H H H H
A036 H A042 H H H H
A036 H A043 H H H H
A036 H A044 H H H H
A037 H A005 H H H H
A037 H A006 H H H H
A037 H A006 H CH, H H
A037 H A006 H CH,Ph H H
A0Q37 H A006 H C(0)Ph H H
A0Q37 H A006 H H H CH;



[0126]
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A0Q37 H A006 H H CH, CH,
A0Q37 H A014 H H H H
A0Q37 H A016 2,4-(CH,), H H H
A0Q37 H A037 H H H H
A0Q37 H A037 H CH, H H
A0Q37 H A037 H CH,Ph H H
A0Q37 H A037 H C(0)Ph H H
A0Q37 H A037 H H H CH;
A0Q37 H A037 H H CH; CH;
A037 H A038 H H H H
A037 H A038 H CH; H H
A037 H A038 H CH,Ph H H
A037 H A038 H C(0)Ph H H
A0Q37 H A038 H H H CH;
A0Q37 H A038 H H CH; CH;
A0Q37 H A041 H H H H
A0Q37 H A041 H CH; H H
A0Q37 H A041 H CH,Ph H H
A0Q37 H A041 H C(0)Ph H H
A0Q37 H A041 H H H CH,
A0Q37 H A041 H H CH, CH,
A0Q37 H A042 H H H H
BER (FE)

R2 (Z)m Re  (Z)m R3 R® R?
on ring of R? on ring of R8
A0Q37 H A042 H CH; H H
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A037
A037
A037
A037
A037
A037
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038

AD42
AD42
AD42
AD42
AD43
Ad44
A005
A006
A006
A006
A006
A006
A006
AD14
AD16
A037
A037
A037
A037
A037
A037
A038
A038
A038
A038
A038
A038
Ad41

149 PCT/JP2011/077829
H CH,Ph H H
H C(0)Ph H H
H H H CH,
H H CH, CH,
H H H H
H H H H
H H H H
H H H H
H CH, H H
H CH,Ph H H
H C(0)Ph H H
H H H CH,
H H CH, CH,
H H H H
2, 4-(CHy), H H H
H H H H
H CH, H H
H CH,Ph H H
H C(0)Ph H H
H H H CH,
H H CH, CH,
H H H H
H CH, H H
H CH,Ph H H
H C(0)Ph H H
H H H CH,
H H CH, CH,
H H H H



[0127]
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AD38 H A041 H CH, H H
AD38 H A041 H CH,Ph H H
AD38 H A041 H C(0)Ph H H
A038 H A041 H H H CH,
A038 H A041 H H CH, CH,
AD38 H A042 H H H H
AD38 H A042 H CH; H H
AD38 H A042 H CH,Ph H H
AD38 H A042 H C(0)Ph H H
A038 H A042 H H H CH;
A038 H A042 H H CH; CH;
AD38 H A043 H H H H
AD38 H A044 H H H H
AD41 H A005 H H H H
AD41 H A006 H H H H
BER (FE)

R? (Z)m R&  (Z)m R3 R® R7
on ring of R? on ring of R®
AD41 H A006 H CH, H H
AD41 H A006 H CH,Ph H H
AD41 H A006 H C(0)Ph H H
AD41 H A006 H H H CH,
AD41 H A006 H H CH, CH,
AD41 H A014 H H H H
AD41 H A016 2,4-(CH,), H H H
AD41 H A037 H H H H
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AD4T  H AB37 H CH, H H
AD4T  H AB37 H CH,Ph H H
AD4T  H AB37 H C(0)Ph H H
AD4T  H AB37 H H H CH,
AO41T  H AB37 H H CH, CH,
AD4T  H AB38 H H H H
AD4T  H AB38 H CH, H H
AD4T  H AB38 H CH,Ph H H
AD4T  H AB38 H C(0)Ph H H
AD4T  H AB38 H H H CH,
AD4T  H AB38 H H CH, CH,
AO41T  H AO41 H H H H
AO41T  H AO41 H CH, H H
AO41T  H AO41 H CH,Ph H H
AO41T  H AO41 H C(0)Ph H H
AO41T  H AO41 H H H CH,
AO41T  H AD41 H H CH, CH,
AO41T  H AG42 H H H H
AO41T  H AG42 H CH, H H
AO41T  H AG42 H CH,Ph H H
AO41T  H AG42 H C(0)Ph H H
AO41T  H AG42 H H H CH,
AO41T  H AD42 H H CH, CH,
AD4T  H AG43 H H H H
AO41T  H A044 H H H H
AD42  H ABQ5 H H H H
AD42  H AD06 H H H H

AD42 H A006 H CH; H H
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A042 H A006 H CH,Ph H H
A042 H A006 H C(0)Ph H H
A042 H A006 H H H CH,
A042 H A006 H H CH, CH,
A042 H A014 H H H H
A042 H A016 2,4-(CH,), H H H
A042 H A037 H H H H
A042 H A037 H CH; H H

[0128] E5& (FX)
R? (Z)m R&  (Z)m R3 R® R7
on ring of R? on ring of R®

A042 H A037 H CH,Ph H H
A042 H A037 H C(0)Ph H H
A042 H A037 H H H CH;
A042 H A037 H H CH; CH;
A042 H A038 H H H H
A042 H A038 H CH; H H
A042 H A038 H CH,Ph H H
A042 H A038 H C(0)Ph H H
A042 H A038 H H H CH,
A042 H A038 H H CH, CH,
A042 H A041 H H H H
A042 H A041 H CH, H H
A042 H A041 H CH,Ph H H
A042 H A041 H C(0)Ph H H
A042 H A041 H H H CH;
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[0129]

A042  H AD41 H H CH, CH,
A042  H AG42 H H H H

A042  H AG42 H CH, H H

A042  H AG42 H CH,Ph H H

A042  H AG42 H C(0)Ph H H

A042  H AG42 H H H CH,
A042  H AD42 H H CH, CH,
AD42  H AG43 H H H H

A042  H A044 H H H H

FEOX

x, BfEERY, RRUVRIOEBBRMNEAR I ESIE. TNETNTELROEE
RICRWTEINAEESOMNEBICHRTZEDTH S,
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[1£35]

[0130]

R1 R Re" R Re R7

H H H H H H
H 4-CH, H H H H
H 4-t-Bu H H H H
H 4-t-Bu 4-CH, H H H
H 4-t-Bu H CH, H H
H 4-t-Bu 4-CH, CH, H H
H 4-n-Hex H H H H



WO 2012/074067

4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-Ph
4-Ph
4-Ph
4-Ph

4-t-Bu
4-t-Bu
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-Ph
4-Ph

4_CH3
4-GL
4-Br

4_CH3

4_CH3
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H
H

CH,

CH,
CH,Ph
C(0)OEt
C(0)Ph
H

H

H

H

CH,

CH,

H

H
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H H
H H
H H
H H
H H
H H
H H
H CH,
CH, CH,
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H



[0131]
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4-CN H H H H H
2-CH, H H H H H
3-CH, H H H H H
4-CH, H H H H H
4-CH, 4-t-Bu H H H H
4-CH, 4-t-Bu 4-CH, H H H
4-CH, 4-n-Hex H H H H
4-CH, 4-n-Hex 4-CL H H H
4-CH, 4-n-Hex 4-Br H H H
4-CH, 4-n-Hex 4-CH, H H H
FEOx (Fix)

R1 R Re" R Re R7

4-CH, 4-Ph H H H H
4-CH, 4-Ph 4-CH, H H H
3,4-(CHy), H H H H H
4-0CH, H H H H H
4-0CH, 4-t-Bu H H H H
4-0CH, 4-n-Hex H H H H
4-0CH, 4-n-Hex 4-CL H H H
4-0CH, 4-n-Hex 4-Br H H H
4-0CH, 4-n-Hex 4-CH, H H H
4-0CH, 4-Ph H H H H
3,4-(0CH,) H H H H H
4-Ph H H H H H

BTX
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Kb, ERRERODEBRMNELZRIZESIE. TRETNTROBERICRWT
HINLESOABICHIGTZ2EHEDTHY, —DXREIE. BEEHREXRT,
[0132] [{t36]

R! RZ

)I S
N. \ OR3

N

[0133]

R R? (Z)m R R3 R® R7

H H - H H H H
Et H - H H H H
n—Pr H - H H H H
n-Bu H - H H H H
c-Bu H - H H H H
n-Pen H - H H H H

c-Pen H - H H H H
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CF, H - H H H H
CF, H - 4~CH, H H H
CF, H - 4~CH, CH, H H

CF, A005 - H H H H
CF, A006 - H H H H
CF, A014 H H H H
CF, A016 2,4-(CH;), H H H H

CF, A036 H H H H H
CF, A037 - H H H H
CF, A038 - H H H H
CF, A041 - H H H H
CF, A042 - H H H H
CN H - H H H H
C(0)OEt H - H H H H
Ph H - H H H H
(4-CH;)Ph H - H H H H
(4-i-Pr)Ph H - H H H H
(4-0CH,)Ph H - H H H H
(4-0CH,)Ph H - 4-CH, H H H
E8X

xh, BERERRUROBRUEZRTESIE. TNENTEOEEXIC
RWTRINEBSOMUBICHIGT 2D THY., —Dxkidid. EEHRZX
ER

[0134]
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[1£37]

[0135]

R’ (Z)m R21 Re1 Rs Re R7

H - H H H H H
Et - H H H H H
n-Pr - H H H H H
n—Bu - H H H H H
CF; - H H H H H
CF; - 4-CH; H H H H



WO 2012/074067

CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CO,Et
A0O1
A002
A003
A0S
A0S
A0S
A0S
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A007
A007

2, 5_(CH3)2 H

2,5-Cl, H
2-Br H
H H
3-CH; H
5-CH; H
3-Cl H
5-Et H
5-CL H
5-Br H
3-Br H
4-Br H
5-NO, H
H H

5_CH3 H
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H H
H CH,
H H
H H
H H
H CH,
CH,  CH,
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
H H
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A007 3-CH, H H H H H
A0Q7 5-Br H H H H H
A007 5-N0, H H H H H
A0Q7 5-Ph H H H H H
A008 5-CH, H H H H H
A009 5-CH, H H H H H
AD10 3, 5-(CHy), H H H H H
A010 3,5-CL, H H H H H
A1 3, 5-(CH), H H H H H
AD11 3,5-Cl, H H H H H
AD12  3-CH, H H H H H

[0136] 58k (M=)

R (Z)m R2! Re! R Re R7

AD12  3-CH, H H H H H
A012  3-Cl H H H H H
AO13  3-CH, H H H H H
AO13  3-CH, H H H H H
A013  3-Cl H H H H H
AO14  H H H H H H
AD15 H H H H H H
AD16  2,4-(CH,), H H H H H
AD17 2, 4-(CH,), H H H H H
AB34  H H H H H H
A034  3,6-Cl, H H H H H
A035 H H H H H H

A036 H H H H H H
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AG37  H H H H H H
A037  6-0CH, H H H H H
AB37  6-Br H H H H H
AB38  H H H H H H
A038  2-OCH, H H H H H
A038  4-OCH, H H H H H
AO38  A4-F H H H H H

- ACES
ZhENTEORENIC

[0137]

&, BERERTRURDEBEBRMUEZRTESIE.
RWTRINABSOUAEICNHIET52EDTH S,
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[1£38]

3 4

Et Et Et Et Et Et
2 & 2 6
: /'_6R81 /:—R81 7 D Ret
35 375 375
4 4 4

[0138]
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[1£39]

i-Pr i-Pr i-Pr i-Pr
2 6 2 6
i et - U st
N N
3 5 3 5
4 4

[0139]
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[1£40]

2 6
7 A e S Pl
35 IR 5 IS5
4 4 4

[0140]

R21 R81 R3

H H H

H 4-F H

H 2-Cl H

H 3-Cl H

H 4-Cl H

H 4-C1 CH,

H 4-C1 CH,Ph

H 4-GL C(0)Ph

H 4-GL C(0)OEt

H 4-Br H

H 4-1 H
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2, 4_C |.2
3, 4_C |.2

4-CN

4-c-Pr
4-i-Pr
4-n-Bu
4-c-Bu
4-i-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-n-Pen
4-c-Pen
4-n-Hex
4-n-Hex

4-n-Hex

166
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H
H
CH,
CH,Ph
C(0)Ph
C(0)OEt

H

H

H

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

CH,
CH,Ph
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167
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H 4-n-Hex C(0)Ph
H 4-n-Hex C(0)OEt
H 4-c-Hex H
H 4-n—C;H,s H
H 4-n—CgH,; H
H 4-n—CyH, 4 H
H 4-n—C;gH,; H
[0141] E9XR (FX)

R21 Re! R3
H 2,4-(CHy) H
H 3,4-(CH;), H
H 4-CF, H
H 4-0H H
H 2-0CH, H
H 3-0CH, H
H 4-0CH, H
H 4-0-n-Hex H
H 4-0-c-Hex H
H 2,4-(0CH;), H
H 3, 4-(0CH,), H
H 4-0CH,0CH, H
H 4-0C,H,0E t H
H 4-0CF, H
H 4-0Ph H
H 4-0CH,Ph H
H 4-C (CH3)=NCH, H
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168

4-C (CH;)=NPh
4-C (Ph)=NCH,
4-C(Ph)=NPh
4-C (CH,) =NOCH,
4-C (CH,)=NOPh
4-C (Ph)=NOCH,
4-C(Ph)=NOPh
4-C(0)CH,
4-C(0)CF,
4-C(0)Ph
4-C(0)OCH,
2-C(0)0Et
3-C(0)0Et
4-C(0)OEt
4-C(0)OPh
4-C(0)OCH,Ph

4-C(0)OCH(CH;)Ph

4-C(0)0C,H,Ph
4-SCH,
4-S(0)CH,
4-S(0) ,CH,
4-SPh
4-S(0)Ph
4-S(0),Ph
4-0S(0) ,CH,
4-0S(0) ,Ph
4-N(CH,),
4-N(CH,Ph),

PCT/JP2011/077829
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[0142] 9%k (fmX)
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R2! e RY
H 4-N(CH,) (CH,Ph) H

H 4-NHCH, H

H 4-NH(CH,Ph) H

H 4-C(0)N(CH,), H

H 4-C (0)N(CH,Ph), H

H 4-C(0)N(CH;) (CH,Ph)  H

H 4-C (0) NHCH, H

H 4-C (0)NH(CH,Ph) H

H 4-C(0)NH(CH(CH,)Ph)  H

H 4-C (0)NH(C,H,Ph) H

H 4-C (S)NH, H

H 4-5(0),N(CHy), H

H 4-5(0),N(CH,Ph), H

H 4-S(0),N(CH) (CH,Ph)  H

H 4-5(0) ,NHCH, H

H 4-S(0) ,NHPh H

H 4-5(0) NH(CH,Ph) H

H 4-S(0) NH{CH(CH,)Ph}  H

H 4-5(0) NH(C,H,Ph) H

H 4-Ph H

H 4-Ph CH,

H 4-Ph CH,Ph
H 4-Ph C(0)Ph
H 4-Ph C(0)0Et
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[0143]

170
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4-F H

4-F 4-CL

4-F 4-Br

4-F 4-CH, H
4-F 4-1-Bu

4-F 4-n-Hex

4-F 4-Ph

2-ClL H

2-ClL 4-CL

2-Cl 4-Br

2-ClL 4-CH; H
2-ClL 4-1-Bu

2-Cl 4-n-Hex

2-ClL 4-Ph

3-Cl H

3-Cl 4-CL

3-Cl 4-Br

3-Cl 4-CH, H
3-Cl 4-t-Bu

3-Cl 4-n-Hex

3-Cl 4-Ph

Bk ()

R21 Re1 R3
4-CL H

4-CL 4-CL

4-Cl 4-Br
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CH,

CH,

CH;
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[0144]

172
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4-CN H H
4-CN 4-Cl H
4-CN 4-Br H
4-CN 4-CH, H
4-CN 4-t-Bu H
4-CN 4-n-Hex H
4-CN 4-Ph H
2-CH; H H
2-CH; 4-Cl H
2-CH; 4-Br H
2-CH; 4-CH, H
2-CH; 4-t-Bu H
2—CH, 4-n-Hex H
2-CH; 4-Ph H
BOXR (M)

R21 Re! R3
3-CH; H H
3-CH, 4-Cl H
3-CH, 4-Br H
3-CH, 4-CH, H
3-CH, 4-t-Bu H
3-CH, 4-n-Hex H
3-CH, 4-Ph H
4-CH, H H
4-CH, 4-Cl H
4-CH, 4-Br H



WO 2012/074067

4-CH,

4-CH,

4-CH,

4-CH,

4-CH,

4-CH,

4-CH,

4-c-Pr
4-c-Pr
4-c-Pr
4-c-Pr
4-c-Pr
4-c-Pr
4-c-Pr
4-i-Pr
4-i-Pr
4-i-Pr
4-i-Pr
4-i-Pr
4-i-Pr
4-i-Pr
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
4-t-Bu
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CH,

CH,

CH;
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174
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4-1-Bu 4-n-Hex CH,
4-t-Bu 4-Ph H
4-t-Bu 4-Ph CH,
4-n-Hex H H
4-n-Hex H CH,
4-n-Hex H CH,Ph
4-n-Hex H C(0)Ph
[0145] 9K (FX)
R21 Re! R3
4-n-Hex H C(0)OEt
4-n-Hex 4-F H
4-n-Hex 2-Cl H
4-n-Hex 3-Cl H
4-n-Hex 4-Cl H
4-n-Hex 4-CL CH;
4-n-Hex 4-Cl CH,Ph
4-n-Hex 4-Cl C(0)Ph
4-n-Hex 4-Cl C(0)OEt
4-n-Hex 4-Br H
4-n-Hex 4-1 H
4-n-Hex 2,4-CL, H
4-n-Hex 3,4-ClL, H
4-n-Hex 4-NO, H
4-n-Hex 4-CN H
4-n-Hex 2-CH, H
4-n-Hex 3-CH, H



WO 2012/074067

4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex

4-n-Hex
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4-CH, H
4-CH, CH,
4-CH, CH,Ph
4-CH, C(0)Ph
4-CH, C(0)OEt
4-Et H
4-n-Pr H
4-c-Pr H
4-i-Pr H
4-n-Bu H
4-c-Bu H
4-i-Bu H
4-t-Bu H
4-t-Bu CH,
4-t-Bu CH,Ph
4-t-Bu C(0)Ph
4-t-Bu C(0)OEt
4-n-Pen H
4-c-Pen H
4-n-Hex H
4-n-Hex CH,
4-n-Hex CH,Ph
4-n-Hex C(0)Ph
4-n-Hex C(0)OEt
4-c-Hex H
4-n-C;H;5 H
4-n-CgH,; H

4_n_C9H19 H
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[0146] £9%k (fX)
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R21 Re1 R3
4-n-Hex 4-n-C,gH,, H

4-n-Hex 2,4-(CH,) H
4-n-Hex 3,4-(CH,), H
4-n-Hex 4-CF, H
4-n-Hex 4-0H H
4-n-Hex 2-0CH, H
4-n-Hex 3-0CH, H
4-n-Hex 4-0CH, H
4-n-Hex 4-0-n-Hex H
4-n-Hex 4-0-c-Hex H
4-n-Hex 2,4-(0CH,), H
4-n-Hex 3, 4-(0CH,), H
4-n-Hex 4-0CH,0CH, H
4-n-Hex 4-0C,H,0E t H
4-n-Hex 4-0CF, H
4-n-Hex 4-0Ph H
4-n-Hex 4-0CH,Ph H
4-n-Hex 4-C(CH;)=NCH, H
4-n-Hex 4-C(CH;)=NPh H
4-n-Hex 4-C(Ph)=NCH, H
4-n-Hex 4-C(Ph)=NPh H
4-n-Hex 4-C(CH3)=NOCH, H
4-n-Hex 4-C(CH;)=NOPh H
4-n-Hex 4-C(Ph)=NOCH, H
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4-n-Hex 4-C(Ph)=NOPh H
4-n-Hex 4-C(0)CH, H
4-n-Hex 4-C(0)CF, H
4-n-Hex 4-C(0)Ph H
4-n-Hex 4-C(0)0CH, H
4-n-Hex 2-C(0)0Et H
4-n-Hex 3-C(0)0Et H
4-n-Hex 4-C(0)0Et H
4-n-Hex 4-C(0)0OPh H
4-n-Hex 4-C(0)0CH,Ph H
4-n-Hex 4-C(0)OCH(CH;)Ph H
4-n-Hex 4-C(0)O0C,H,Ph H
4-n-Hex 4-SCH, H
4-n-Hex 4-S(0)CH, H
4-n-Hex 4-S(0),CH, H
4-n-Hex 4-SPh H
4-n-Hex 4-S(0)Ph H
4-n—Hex 4-8(0),Ph H
4-n-Hex 4-0S(0),CH, H
4-n-Hex 4-0S(0) ,Ph H
4-n-Hex 4-N(CH,), H

[0147] £9%k (fmX)

R21 Re1 R3
4-n-Hex 4-N(CH,Ph), H
4-n-Hex 4-N(CH;) (CH,Ph) H

4-n-Hex 4-NHCH; H
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4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-n-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex
4-c-Hex

4-c-Hex

178

4-NH(CH,Ph)
4-C(0)N(CH,),
4-C(0)N(CH,Ph),
4-C(0)N(CH,) (CH,Ph)
4-C (0) NHCH,

4-C (0)NH(CH,Ph)

4-C (0)NH{CH(CH,) Ph}
4-C (0)NH(C,H,Ph)
4-C(S)NH,
4-S(0),N(CH,),
4-5(0),N(CH,Ph),
4-5(0) ,N(CH,) (CH,Ph)
4-5(0) ,NHCH,

4-S(0) ,NHPh
4-S(0),NH(CH,Ph)

4-S(0),NH{CH (CH,) Ph}

4-5(0) ,NH(C,H,Ph)
4-Ph
4-Ph
4-Ph
4-Ph
4-Ph
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H
H
H
H
H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H
H
H
H
H
CH,
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4-c-Hex 4-n-Hex H
4-c-Hex 4-n-Hex CH,
4-c-Hex 4-Ph H
4-c-Hex 4-Ph CH,
3,4-(CH;), H H
3, 4-(CH;), 4-Cl H
3, 4-(CH;), 4-Br H
3,4-(CH;), 4-CH, H
3, 4-(CH;), 4-t-Bu H
3,4-(CHy), 4-n-Hex H
3, 4-(CH;), 4-Ph H
2,4-(t-Bu), H H
2,4-(t-Bu), 4-Cl H
2,4-(t-Bu), 4-Br H
[0148] E9&X (FX)

R21 Re! R3
2,4-(t-Bu), 4-CH, H
2,4-(t-Bu), 4-1-Bu H
2,4-(t-Bu), 4-n-Hex H
2,4-(t-Bu), 4-Ph H
4-CF, H H
4-CF, 4-Cl H
4-CF, 4-Br H
4-CF, 4-CH, H
4-CF, 4-t-Bu H
4-CF, 4-n-Hex H
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4-CF,
4-0H

4-0H

4-0H

4-0H

4-0H

4-0H

4-0H
4-0CH,
4-0CH,
4-0CH,
4-0CH,
4-0CH,
4-0CH,
4-0CH,
4-0-i-Pr
4-0-i-Pr
4-0-i-Pr
4-0-i-Pr
4-0-i-Pr
4-0-i-Pr
4-0-i-Pr
4-0-n-Hex
4-0-n-Hex
4-0-n-Hex
4-0-n-Hex
4-0-n-Hex
4-0-n-Hex
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4-Ph

4-Cl
4-Br
4-CH,
4-t-Bu
4-n-Hex

4-Ph

4-Cl
4-Br
4-CH,
4-t-Bu
4-n-Hex

4-Ph

4-Cl
4-Br
4-CH,
4-t-Bu
4-n-Hex

4-Ph

4-Cl
4-Br
4-CH,
4-t-Bu

4-n-Hex
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4-0-n-Hex 4-Ph H
3, 4-(0CH,), H H
3, 4-(0CH,), 4-CL H
3, 4-(OCH,), 4-Br H
3,4-(0CH,), 4-CH, H
3, 4-(0CH,), 4-1-Bu H
3, 4-(0CH,), 4-n-Hex H
Bk ()

R R8T RS
3,4-(0CH,), 4-Ph H
4-0C,H,0E t H H
4-0C,H,0E t 4-CL H
4-0C,H,0E t 4-Br H
4-0C,H,0E t 4-CH; H
4-0C,H,0E t 4-t-Bu H
4-0C,H,0E t 4-n-Hex H
4-0C,H,0E t 4-Ph H
4-0Ph H H
4-0Ph 4-Cl H
4-0Ph 4-Br H
4-0Ph 4-CH, H
4-0Ph 4-1-Bu H
4-0Ph 4-n-Hex H
4-0Ph 4-Ph H
4-0CH,Ph H H
4-0CH,Ph 4-Cl H
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4-0CH,Ph 4-Br H
4-0CH,Ph 4~CH, H
4-0CH,Ph 4-t-Bu H
4-0CH,Ph 4-n-Hex H
4-0CH,Ph 4-Ph H
4-Ph H H
4-Ph 4-CL H
4-Ph 4-Br H
4-Ph 4~CH, H
4-Ph 4-t-Bu H
4-Ph 4-t-Bu CH;
4-Ph 4-n-Hex H
4-Ph 4-n-Hex CH,
4-Ph 4-Ph H
4-Ph 4-Ph CH,
H/10xXK

xKh, EREROEBEBRMNEZXRIESIE. TNETNTEROBERNICHRWT
HINLESOABICHIGTZ2EHEDTHY, —DXREIE. BEEHREXRT,
[0150]
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[{b41]
H3C R2 =g R2
7\ 1\
Noy”~oR? NL P oR?
H,C7T™CH, H,C T CH;
2 & 2 6
- 4 R8 i R
3 2 5 3N 5
4 4
ﬂ_{; ’ i
1\ 7\ LA
N, 3 N, 3 N, 3
N R N OR N CR
HsC CHs H,C CH3 H:C CH>
2 N6 . 2 2N 6 2 2N 6
R 5—R¥ R
35 3NS5 IR 5
4 4 4
H,C R? R2 R*
LA 1\ LA\
N N M. 3
N7 OR® T OR? NT OR
Et Et Et Et = Et
2 G 2 §] 2 &
/+—R81 /I_R81 /:_I-_\’81
3 5 IR 5 IS5
4 4 4
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[1b42]

N

i-Pr i-Pr P i-P I-P

: '_6R81 —R31 —F\’31
4 4

[0152]
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[1£43]
H,C RZ RZ R?
1 7\ 7\
[3‘_N\S\OR3 N‘N OR2 N‘N OR®
2 6 2 8
2 =z ! 6R31 /:_R81 /:—R81
3 X 5 3~ 5 35
4 4 4
R? RZ RZ
7\ 1\ {\
NL 7 ~oR? N. 2 oR? M. 7 ~oR?
2 6
R xS e
35 3N 5 3NS5
4 4 4
R2 (Dm Re" R3
H - H H
H - 4~CH, H
F - H H
CH, - H H
Et - H H
n-Pr - H H
c—Pr - H H
i—Pr - H H
n-Bu - H H
c-Bu - H H
i—Bu - H H
t-Bu - H H
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n-Pen - H H
c—Pen - H H
n-Hex - H H
c-Hex - H H
n—C;H;s - H H
n—CgH,7 - H H
n—CqH1g - H H
n—CsqH, - H H

CF; - H H
C(Ph)=NCH, - H H
C(CH;)=NPh - H H
C(Ph)=NOCH; - H H
C(0)CH, - H H
C(O)Et - H H
C(0)CF; - H H
C(0)Ph - H H
C(0)Ph - 4-Cl H
C(0)Ph - 4-CH, H
C(0)Ph - 4-CH, CH;
C(0)Ph - 4-CH, CH,Ph
C(0)Ph - 4-CH, C(0)Ph
C(0)Ph - 4-CH; C(0)OEt
C(0)Ph - 4-t-Bu H
C(0)Ph - 4-n-hex H
C(0)Ph - 4-0CH, H
C(0)Ph - 4-Ph H
C(0)CH,Ph - H H

C(0)CH(CH;)Ph - H H
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C(O)CHPh - H H
C(0)OCH, - H H
C(0)OEt - H H
C(0)OEt - 4-Cl H
C(0)OEt - 4~CH, H
C(0)OEt - 4-CH, CH,
FE10xk (FX)

R2 (Z)m R8? RS
C(0)OEt - 4-CH, CH,Ph
C(0)OEt - 4-CH, C(0)Ph
C(0)OEt - 4-CH, C(0)OEt
C(0)OEt - 4-t-Bu H
C(0)OEt - 4-n-hex H
C(0)OEt - 4-0CH, H
C(0)OEt - 4-Ph H
C(0)0Ph - H H
C(0)0CH,Ph - H H
C(0)OCH(CH,)Ph - H H
C(0)OCHPh - H H
C(O)N(CHy), - H H

€ (0) NHCH, - H H
C(0)NH(CH,Ph) - H H
CH,Ph - H H
CH,(4-CLl-Ph) - H H

A0O1 H H H

A0O1 3-n-Bu H H
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A002
A002
A003
A004
A005
A005
A005
A005
A005
A005
A005
A005
A005
A005
A005
A005
A005
A005
A006
A006
A006
A006
A006
A006
A006
A006
A006
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H H
2-Cl H
H H
H H
H H
H 4-Cl
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-t-Bu
H 4-n-hex
H 4-0CH;
H 4-Ph
2,5-(CH;), H
2,5-Cl, H
2-Br H
H H
H 4-Cl
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-t-Bu
H 4-n-hex

[0155] 881 0F& (%)
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H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H
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R? (Z)m Re" RY
A006 H 4-0CH, H
A006 H 4-Ph H
A006 3-CH, H H
A006 5-CH, H H
A006 3-Cl H H
A006 5-Et H H
A006 5-CL H H
A006 5-Br H H
A006 3-Br H H
A006 4-Br H H
A006 5-NO, H H
A007 H H H
A007 5-CH, H H
A007 3-CH, H H
A007 5-Br H H
A007 5-NO, H H
A007 5-Ph H H
A008 5-CH, H H
A009 5-CH, H H
A010 3, 5-(CH;), H H
A010 3,5-Cl, H H
AO11 3, 5-(CH;), H H
AD11 3,5-Cl, H H
A012 3-CH, H H
A012 3-CH, H H
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A12 3-Cl H H
AD13 3-CH, H H

AD13 3-CH, H H

AD13 3-Cl H H
AO14 H H H
AO14 H 4-Cl H
AO14 H 4-CH, H

AO14 H 4-CH, CH,
AO14 H 4-CH, CH,Ph
AO14 H 4-CH, C(0)Ph
AO14 H 4-CH, C(0)0Et
AO14 H 4-t-Bu H
AO14 H 4-n-hex H
AO14 H 4-0CH, H

AO14 H 4-Ph H
AD15 H H H
AD16 2, 4-(CH,), H H

AD16 2, 4-(CH,), 4-Cl H

AD16 2, 4-(CH,), 4-CH, H

AD16 2, 4-(CH,), 4-CH, CH,

[0156] 851 0F& (%)

R? (Z)m Re" RS

A01 6 2, 4_(CH3)2 4_CH3 CH2Ph
A016 2,4-(CH,), 4-CH, C(0)Ph
A016 2,4-(CH;), 4-CH, C(0)OEt

AQ16 2,4-(CH), 4-t-Bu H
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AD16
AD16
AD16
A0D17
AD18
AD18
A019
A019
A020
A021
A022
A023
A024
A025
A026
A026
A027
A027
A028
A029
A030
AB31
A032
AB33
AD34
AD34
A035
A036

2,4-(CH;),
2,4-(CH;),
2,4-(CH;),
2,4-(CH;),
H

3-CH,
3-Ph, 5-CH;
3, 5-(CH;),
5-CH,
4~CH,

H
2,4-(CH;),
2-(4-pyridil)
H

H

4~CH,

H

4~CH,

H

H

H
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4-n-hex
4_OCH3
4-Ph
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A036 H 4-Cl H
A036 H 4-CH, H
A036 H 4-CH, CH,
A036 H 4-CH, CH,Ph
A036 H 4-CH, C(0)Ph
A036 H 4-CH, C(0)OEt
A036 H 4-t-Bu H
AD36 H 4-n-hex H
A036 H 4-0CH, H
A036 H 4-Ph H
AQ37 H H H
AQ37 H 4-Cl H
AQ37 H 4-CH; H
B/10%k ()
R2 (Z)m Re1 R3
AQ37 H 4-CH; CH;
AQ37 H 4-CH; CH,Ph
AQ37 H 4-CH, C(0)Ph
AQ37 H 4-CH, C(0)OEt
AQ37 H 4-t-Bu H
AQ37 H 4-n-hex H
AQ37 H 4-0CH, H
AQ37 H 4-Ph H
AD37 6-0CH, H H
AQ37 6-Br H H
A038 H H H
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AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
AD38
A039
A039
A039
A040
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41
Ad41

2-0CH,
4_OCH3
4-F

3_CH3
7_OCH3
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4-t-Bu
4-n-hex
4-0CH;
4-Ph

4-t-Bu
4-n-hex
4-0CH;
4-Ph
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H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

H
H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H
H
H
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A4 6-N0, H H
A4 6-Br H H
AD42 H H H
AD42 H 4-CL H
AD42 H 4-CH, H
AD42 H 4-CH, CH,
10k (mX)
R (Z)m Re! R
AD42 H 4-CH, CH,Ph
AD42 H 4-CH, C(0)Ph
AD42 H 4-CH, C(0)0Et
AD42 H 4-t-Bu H
AD42 H 4-n-hex H
AD42 H 4-0CH, H
AD42 H 4-Ph H
AD42 5-Br H H
A43 H H H
A044 H H H
AD51 - H H
AD52 - H H
A053 - H H
AD54 - H H
AB55 - H H
AB56 - H H
AD57 - H H
A058 - H H
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A059 - H H
A06O - H H
Ad61 - H H
A062 - H H
A063 - H H
Ado4 - H H
A06S - H H
A066 - H H
A0G7 - H H
A068 - H H
A101 - H H
A102 - H H
A103 - H H
A104 - H H
A105 - H H
A106 - H H
A107 - H H
B11X

Kb, ERRERODEBRMNEEZRIZESIE. TRETNTROBERICRWT
HINLESOABICHIGTZ2EHEDTHY, —DXREIE. BEEHREXRT,
[0159]
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[1b44]

[0160]
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[1£45]

[0161]

R R® (Z)m RS

H c-Pr - H
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4-t-Bu

4-n-hex
4-n-hex
4-n-hex

4-n-hex

c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Bu
c-Pen
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex

c-Hex
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H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

H

H

H

H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

CH,
CH,Ph
C(0)Ph
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WO 2012/074067 199 PCT/JP2011/077829
4-n-hex c-Hex - C(0)OEt
4-0CH;, c-Hex - H
4-Ph c-Hex - H
H c—C;Hs - H
H c—CgH,; - H
H bicyclo[2.2.1]heptan-2-yl - H
H 1-adamantyl - H
H 2-adamantyl - H
H A0D1 H H
H A0D1 3-n-Bu H
H A002 H H
H A002 2-Cl H
H A0O3 H H
H A004 H H
H A005 H H
4-CL A0O5 H H
4-CH, A005 H H
B11xk (W)

R21 Re (Z)m R3

4-CH, A005 H CH;
4-CH, A005 H CH,Ph
4-CH, A005 H C(0)Ph
4-CH, A0O5 H C(0)OEt
4-1-Bu A005 H H
4-n-hex A005 H H
4-n-hex A005 H CH,
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4-n-hex
4-n-hex
4-n-hex
4-0CH,
4-Ph

4-Cl

4-t-Bu
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-n-hex
4-0CH,
4-Ph

A005
A005
A005
A005
A005
A005
A005
A005
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
A006
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H

H
2,5-(CH;),
2,5-CL,
2-Br

H

H
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CH,Ph
C(0)Ph
C(0)OEt
H

H

H

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H
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H A006 5-Br H
H A006 3-Br H
H A006 4-Br H
H A006 5-NO, H
H A007 H H
H A007 5-CH, H
H A007 3-CH, H
H A007 5-Br H
H A007 5-NO, H
H A007 5-Ph H
EB11%k (xX)

R Re (Z)m RY
H A008 5-CH, H
H A009 5-CH, H
H A010 3,5-(CHy),  H
H A010 3,5-CL, H
H AO11 3,5-(CHy),  H
H AO11 3,5-Cl, H
H AO12 3-CH, H
H AO12 3-Me H
H AO12 3-Cl H
H A013 3-CH, H
H A013 3-Me H
H A013 3-Cl H
H AD14 H H
4-Cl AD14 H H
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4-CH,
4-CH,
4-CH,
4-CH,
4-CH,
4-t-Bu
4-n-hex
4-0CH;
4-Ph

H

H

4-Cl

4-t-Bu
4-n-hex
4-0CH,
4-Ph

AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD15
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
A0D17
AD18
AD18
A019
A019
A020
A021

202

3-CH,
3-Ph, 5-CH,
3, 5-(CH,),
5-CH,
4-CH,
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H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H
H
H
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H A022 H H
H A023 2,4-(CH;),  H
H A024 2-(4-pyridil) H
[0164] &1 15k (fX)
R2! Re (Z)m RY
H A025 H H
H A026 H H
H A026 4-CH, H
H A027 H H
H A027 4-CH, H
H A028 H H
H A029 H H
H A030 H H
H AD31 H H
H AD32 H H
H A033 H H
H A034 H H
H A034 3,6-CL, H
H A035 H H
H A036 H H
H A037 H H
4-Cl A037 H H
4-CH, A037 H H
4-CH, A037 H CH,
4~CH, A037 H CH,Ph
4-CH, A037 H C(0)Ph
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A-CH, A037 H C(0)0Et
4-1-Bu AQ37 H H
4-n-hex AQ37 H H
A-n-hex A037 H CH,
4-n-hex AQ37 H CH,Ph
4-n-hex AQ37 H C(0)Ph
4-n-hex AQ37 H C(0)OEt
4-0CH; AQ37 H H
4-Ph AQ37 H H
H AQ37 6-0CH; H
H AQ37 6-Br H
H A038 H H
4-Cl A038 H H
4~CH; A038 H H
4~CH; A038 H CH,
4-CH, A038 H CH,Ph
4~CH; A038 H C(0)Ph
4~CH; A038 H C(0)OEt
4-1-Bu A038 H H
4-n-hex A038 H H
4-n-hex A038 H CH,
4-n-hex A038 H CH,Ph
4-n-hex A038 H C(0)Ph
4-n-hex A038 H C(0)OEt

[0165] 561 13X (¥cX)
R21 RS (Z)m RS
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4-OCH,
4-Ph
H

H

4-Cl

4-t-Bu
4-n-hex
4-0CH;
4-Ph

AD38
AD38
AD38
AD38
AD38
A039
A039
A039
A040
Ad41
Ad41
Ad41

Ad41

Ad41

Ad41

Ad41

Ad41
Ad41
Ad41

Ad41
Ad41
Ad41
AD42
AD42
AD42
AD42
AD42
AD42
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2-0CH,
4_OCH3
4-F

3_CH3
7_OCH3

6_N02
6-Br
H

PCT/JP2011/077829

H
H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H

CH,
CH,Ph
C(0)Ph



[0166]
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4-CH, AQ42 H C(0)OEt
4-t-Bu AQ42 H H
4-n-hex AQ42 H H
4-0CH, AQ42 H H
4-Ph AQ42 H H
H AQ42 5-Br H
H AQ43 H H
4-Cl AQ43 H H
4-CH, AQ43 H H
4-CH; AQ43 H CH;
4-CH; AQ43 H CH,Ph
4-CH; AQ43 H C(0)Ph
4-CH; AQ43 H C(0)OEt
4-t-Bu AQ43 H H
4-n-hex AQ43 H H
4-0CH;§ AQ43 H H
4-Ph A043 H H
B11k (wX)

R2! Re (Z)m R3

H A044 H H

4-Cl A044 H H
4-CH, A044 H H

4-CH, A044 H CH;
4-CH; A044 H CH,Ph
4-CH; A044 H C(0)Ph
4-CH; A044 H C(0)OEt
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4-t-Bu A044 H H
4-n-hex A044 H H
4-(CH, A044 H H
4-Ph A044 H H
H A051 - H
H A052 - H
H A053 - H
H A054 - H
H A055 - H
H A056 - H
H A057 - H
H A058 - H
H A059 - H
H A060 - H
H A061 - H
H A062 - H
H A063 - H
H A064 - H
H A065 - H
H A066 - H
H A067 - H
H A068 - H
H A101 - H
H A102 - H
H A103 - H
H A104 - H
H A105 - H

H A106 - H
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H - H
Bl 2%
xth, —OXRRIE. BEHRERXRT,
[0167] [{b46]
1\ I\ 7\
QORS N~N OR3 N\N OR?
H3C/|\CH3 H3C’|\CH3 H3C+CH3
Rg RS RS
RZ RZ RZ
A 1 f
N~N\ OR? N~N\ OR® N~N\ OR?
H30/|\0H3 H3C/|\CH3 H3C/|\CH3
R® R® R?
S {{ .
R\ 1\ 7\
N~N OR3 N‘N OR3 N‘N OR3
Et/i\Et Et’i\Et Et" T Et
R8 RS RS
R2 R2 R?
R\ 1\ 7\
N, 3 N. 3 N, 3
N TOR NT OR N” TOR
Et’|\Et Et/|\Et Et/|\Et
RB R8 RS

[0168]
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[{b47]
H,C, R? R2 R2
/R 7\ 7\
I\?‘Nj.\OR?) N\N OR3 N‘N OR3
i-Pr/i\i-Pr i-Pr’i\i-Pr i-Pr’|\i-Pr
R® R R
: *\\_XR -
K\ 1\ 7\

N~N OR3 NsN OR? N~N OR?
i-Pr/|\i-Pr i-Pr’i\i-Pr i-Pr’i\i-Pr
R® =& RS
7\ 7\ 7\

N\N OR3 N\N OR3 N‘N OR?)
R® R® R®
R2 =¥ R2
1\ 7\ 7\
N, 3 N, 3 N, 3
- ko b
RS RS RS
[0169]
R2 (Z)m R&  (Z)m R3
on ring of R? on ring of R8
H - c-Pr - H
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CH,

H

CH,

H

CH,

H

CH,

CH,

CH,

CH,

CH,
C(0)CH;
C(0)CH;
C(0)CH;
C(0)CH;
C(0)CH;
C(0)CH;
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
C(0)Ph
A005
A005
A005
A005
A005

c-Pr
c-Bu
c-Bu
c-Pen
c-Pen
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Pr
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
c-Pr
c-Hex
c-Hex
c-Hex
c-Hex
c-Hex
A0OS
A006
AD14
AD16
A0Q37
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H
H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H
CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

CH,
CH,Ph
C(0)Ph
C(0)OEt
H

H

H
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A0OS H AD38 H H
A0OS H A041 H H
A0OS H A042 H H
A0OS H A043 H H
A0OS H A044 H H
A006 H A005 H H
A006 H A006 H H
A006 H A006 H CH;
A006 H A006 H CH,Ph
A006 H A006 H C(0)Ph
A006 H A014 H H
A006 H A016 2,4-(CH,), CH
A006 H A037 H H
A006 H A037 H CH;
A006 H A037 H CH,Ph
A006 H A037 H C(0)Ph
[0170] 881 2% (%)
R2 (Z)m R&  (Z)m R3
on ring of R? on ring of R8
A006 H A038 H H
A006 H AB38 H CH,
A006 H A038 H CH,Ph
A006 H AB38 H C(0)Ph
A006 H A041 H H
A006 H A041 H CH;
A006 H A041 H CH,Ph
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A006
A006
A006
A006
A006
A006
A006
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD14
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
AD16
A036

2,4-(CH;),
2,4-(CH;),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH,),
2,4-(CH;),
2,4-(CH;),

A041
A042
A042
A042
A042
A043
AD44
A0S
A006
AD14
A016
A037
A038
A041
A042
A043
AD44

A0S

A006

AD14

A016

A037

A038

A041

A042

A043

AD44
A0S

H
H

2, 4_ (CH3)2

H
H
H
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H

H

C(0)Ph

CH,

CH,Ph
C(0)Ph

H
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A036  H AOO6  H H
A036  H AO14  H H
A036  H A016  2,4-(CH),  H
A036  H AO37 H H
A036  H AB38  H H
A036  H AO4T  H H
A036  H AG42  H H
A036  H AG43  H H
A036  H AO44  H H

[0171] 81 2F& (FKE)

R2 (Z)m R&  (Z)m R3

on ring of R? on ring of R®
A037 H A005 H H
A037 H A0O6 H H
A0Q37 H A0O6 H CH;
A037 H A0O6 H CH,Ph
A0Q37 H A0O6 H C(0)Ph
A0Q37 H A014 H H
A0Q37 H A016  2,4-(CH,), H
A0Q37 H A037 H H
A0Q37 H A037 H CH,
A0Q37 H A037 H CH,Ph
A0Q37 H A037 H C(0)Ph
A037 H A038 H H
A0Q37 H AG38 H CH;

A037 H AG38 H CH,Ph
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A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A037
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038
A038

AD38
Ad41
Ad41
Ad41
Ad41
AD42
AD42
AD42
AD42
AD43
Ad44
A0OS
A006
A006
A006
A006
AD14
AD16
A037
A037
A037
A037
AD38
AD38
AD38
AD38
Ad41
Ad41

214
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C(0)Ph

CH,
1CH,Ph
C(0)Ph

CH,
CH,Ph
C(0)Ph

CH,
CH,Ph
C(0)Ph

CH,
CH,Ph
C(0)Ph

CH,
CH,Ph

C(0)Ph

CH;
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AD38 H AG41 H CH,Ph
AD38 H AG41 H C(0)Ph

[0172] 881 2% (f&X)

R2 (Z)m Re  (Z)m R3

on ring of R? on ring of R8
AD38 H A042 H H
AD38 H A042 H CH;
AD38 H A042 H CH,Ph
AD38 H A042 H C(0)Ph
AD38 H A043 H H
AD38 H A044 H H
AD41 H A005 H H
AD41 H A0O6 H H
AD41 H A0O6 H CH;
AD41 H A0O6 H CH,Ph
AD41 H A0O6 H C(0)Ph
AD41 H A014 H H
AD41 H A016  2,4-(CH,), H
AD41 H A037 H H
AD41 H A037 H CH,
AD41 H A037 H CH,Ph
AD41 H A037 H C(0)Ph
AD41 H A038 H H
AD41 H A038 H CH;
AD41 H A038 H CH,Ph

Ad41 H AB38 H C(0)Ph
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A041 H A041 H H
A041 H A041 H CH,
A041 H A041 H CH,Ph
A041 H A041 H C(0)Ph
A041 H A042 H H
A041 H A042 H CH,
A041 H A042 H CH,Ph
A041 H A042 H C(0)Ph
A041 H A043 H H
A041 H A044 H H
A042 H A0O5 H H
A042 H A0O6 H H
A042 H A006 H CH,
A042 H A0O6 H CH,Ph
A042 H A006 H C(0)Ph
A042 H A014 H H
A042  H A016  2,4-(CH,), H
A042 H A037 H H
A042 H A037 H CH,
A042 H A037 H CH,Ph
A042 H A037 H C(0)Ph
A042 H A038 H H
A042 H A038 H CH,
[0173] 12K (FX)
R2 (Z)m R&  (Z)m R3

on ring of R?

on ring of R®
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[0174]

AD42 H AB38 H CH,Ph
AD42 H AB38 H C(0)Ph
AD42 H AG41 H H

AD42 H AG41 H CH,
AD42 H AG41 H CH,Ph
AD42 H AG41 H C(0)Ph
AD42 H AG42 H H

AD42 H AG42 H CH;
AD42 H AG42 H CH,Ph
AD42 H AG42 H C(0)Ph
AD42 H AG43 H H

AD42 H AG44 H H
B13K

x, BfEERY, RRUVRIOEBBRMNEAR I ESIE. TNETNTELROEE
RICRWTEINAEESOMNEBICHRTZEDTH S,
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[1£48]

-Pr -Pr
: /_6_R81 2 /I__R81
3 NS5 3 X7 5
4 4
[0175]

R RZ Re" RS

H H H H

H 4-CH, H H

H 4-t-Bu H H

H 4-t-Bu 4-CH, H

H 4-t-Bu H CH,

H 4-t-Bu 4-CH, CH,

H 4-n-Hex H H

H 4-n-Hex 4-Cl H
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[0176]

H 4-n-Hex 4-Br H

H 4-n-Hex 4-CH, H

H 4-n-Hex H CH,

H 4-n-Hex 4-CH, CH,

H 4-n-Hex H CH,Ph
H 4-n-Hex H C(0)OEt
H 4-n-Hex H C(0)Ph
H 4-Ph H H

H 4-Ph 4-CH; H

H 4-Ph H CH;

H 4-Ph 4-CH; CH;
4-F H H H
2-ClL H H H
3-Cl H H H
4-CL H H H
4-CL 4-t-Bu H H
4-CL 4-t-Bu 4-CH; H
4-Cl 4-n-Hex H H
4-Cl 4-n-Hex 4-Cl H
4-Cl 4-n-Hex 4-Br H
4-Cl 4-n-Hex 4-CH, H
4-Cl 4-Ph H H
4-Cl 4-Ph 4-CH, H
4-Br H H H

BI13IXR (BE)

R R21 R R3
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3,4-CL, H H H
4-NO, H H H
4-CN H H H
2-CH, H H H
3-CH, H H H
4-CH, H H H
4-CH; 4-t-Bu H H
4-CH; 4-t-Bu 4-CH; H
4-CH; 4-n-Hex H H
4-CH; 4-n-Hex 4-Cl H
4-CH, 4-n-Hex 4-Br H
4-CH; 4-n-Hex 4-CH; H
4-CH; 4-Ph H H
4-CH; 4-Ph 4-CH, H
3,4-(CHy), H H H
4-0CH, H H H
4-0CH; 4-t-Bu H H
4-0CH; 4-n-Hex H H
4-0CH; 4-n-Hex 4-Cl H
4-0CH;, 4-n-Hex 4-Br H
4-0CH, 4-n-Hex 4-CH, H
4-0CH, 4-Ph H H
3,4-(0CH;) H H H
4-Ph H H H
B14K

xKh, EREROEBEBRMNEZXRIESIE. TNETNTEROBERNICHRWT
HINLESOABICHIGTZ2EHEDTHY, —DXREIE. BEEHREXRT,
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[0177] [{£49]
R1 RZ R RZ
/N I\
N, 3 N, 3
N OR N OR
H1C CHs5 Et Et
2 2N 6 2 N6
—R® +—R®!
3R~ 5 IR 5
4 4
H.C,  R? H:C, ~— R®
7\ 7\
NﬁN ORS N\N ORS
i-Pr i-Pr
2 6 2 6
= L Ret “ RS1
] \ L}
3NS5 3 5
4 4
[0178]
R R? (Dm R8T R3
H - H H
Et - H H
n-Pr - H H
n-Bu - H H
c-Bu - H H
n-Pen - H H
c-Pen - H H
CF, H - H H
CF3 H - 4_CH3 H
CF3 H - 4_CH3 CH3
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CF, A005 - H H
CF, A006 - H H
CF, A014 H H
CF, A016 2,4-(CH), H H

CF, A036 H H H
CF, A037 - H H
CF, A038 - H H
CF, A041 - H H
CF, A042 - H H
CN H - H H
C(0)OEt H - H H
Ph H - H H
(4-CH;)Ph H - H H
(4-i-Pr)Ph H - H H
(4-0CH,) Ph H - H H
(4-0CH,)Ph H - 4-CH, H

B156%

xh, BERERRUROBERUEZRTESIE. TNENTEOEERIC
RWTRINEBSOMUBICHIGT 2D THY., —Dxkidid. EEHRZX
ER

[0179]
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[1£50]

Et Et
2 6
i 2 6
~ R '_R81
3 5 3 ; 5
4 4

i-Pr i-Pr
) 6 2 6
A e ~ RS
3 AN 5 3 5
4 4
[0180]
R1 (Z)m R21 Re1 R3
H - H H H
Et - H H H
n-Pr - H H H
n—-Bu - H H H
CF, - H H H
CF, - 4-CH, H H

CF, - 4~CH, 4~CH, H
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CF, - 4-CH, 4-CH, CH,
CF, - 4-t-Bu H H
CF, - 4-n-Hex 4-CH, H
CF, - 4-n-Hex 4-CH, CH,
CF, - 4-Ph H H
COEt - H H H
A0Q1 H H H H
ADQ2 H H H H
A003 H H H H
A005 H H H H
A005 2,5-(CHy), H H H
A005 2,5-CL, H H H
A005 2-Br H H H
A006 H H H H
A006 3-CH, H H H
A006 5-CH, H H H
A006 3-Cl H H H
A006 5-Et H H H
A006 5-Cl H H H
A006 5-Br H H H
A006 3-Br H H H
A006 4-Br H H H
A006 5-NO, H H H
A0Q7 H H H H
A007 5-CH, H H H
A007 3-CH, H H H
A0Q7 5-Br H H H

A0O7 5-NO, H H H
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A007 5-Ph H H H
A008 5-CH, H H H
A009 5-CH, H H H
A010 3,5-(CHy),  H H H
A010 3,5-Cl, H H H
AO11 3,5-(CHy),  H H H
AD11 3,5-Cl, H H H
A012 3-CH, H H H
A012 3-CH, H H H
AO12 3-Cl H H H
AO13 3-CH, H H H

[0181] 851 56%& (%)

R (Z)m R2! Re! R

A013 3-CH, H H H
A013 3-Cl H H H
AO14 H H H H
AD15 H H H H
AD16 2,4-(CH;),  H H H
AO17 2,4-(CH;),  H H H
A034 H H H H
A034 3,6-Cl, H H H
A035 H H H H
A036 H H H H
A037 H H H H
A037 6-0CH, H H H

A037 6-Br H H H



WO 2012/074067 226 PCT/JP2011/077829

[0182]

[0183]

A038 H H H H
A038 2-0CH,8 H H H
A038 4-0CH,8 H H H
A038 4-F H H H
REfH
LURICAEBRILEMDOERA. SHERGEREF & L TEANIGERS Z &

T, ARAZISICFHFLLGHERAT LD, AERPEIINLICE>TREIND
EHDTIEZRL,

UTOERBITHEOSNEEWICHEWT, A 7O b &St (HN
MR) IC&YUITo7e BB, FI AN T ME (58 FEEYEELLTT H
FAFILYZ Y (MeSi) AW,

(& RfI)

AN

4-(4-hexylphenyl)-3-isopropyl-1-(2-methyl-1-p-tolylpropan-2-yl)-1H-
pyrazol-5-ol (AFHR{LE&¥INo. 3-07)

TR ;
Triphenyl(t-butoxycarbonylimino)phosphorane D& K

NI INY VERE-T FIL25 g(0.19 mol) % ErER80 mL R TUK160 mLICIARRS €
KA., EREERST MY A5 g(0.22 m)EVETOLELTHEML .
KATIONBHLAK, Y4V AT —F)L250 mLICTHIE L, A
JE & BIFIIRBRKFR T b U 2 L7KiATR200 nLC2[E, $BFNR1E/K100 nLc1EIE
Rk LT, BREZEKHEET M) D LTHRK -FZEL. %8L Tt-butyl
carbonazidateD Y T FIL I —FIVAKREF T,

LFEEOELHICLTESN/=t-butyl carbonazidate® Y TFIL T —FILIEK
I KATTHRYZ7IZIVRRA T 4249.6 g(0.189 mo) &V EFT DA, =
BERT, 1IEBH L%, B LEERZZ2WM L, BOoNEEKREAFY
2200 mLTHEE, BRETERIET D& T, BHW6ET gz BBHERE LTH
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7o
T2 ;
t-Butyl 3-(trichloromethyl)-1,2-oxaziridine-2-carboxylate D&
Triphenyl(t-butoxycarbonylimino)phosphorane20.0 g(53.0 mol) % M JL T
80 mLICBIH, Ko O5—)18.84 g(60.0 mmol)ZANZ T, 120°CT4
BFEIMEBER L, BUSER. ANFH 2300l Z2MA T, £ LC-ABEKE 5
ML, 2REBETEMET DI E T, ZBBRKERL, Thz/0O00mILA2
00 nLICSRAES ., HOBF. KB UL7cikBRA ) U £3.74 g(50.0 mmol) D7K20
mLEHR R UK L 720XONE  (2KHSO5 - KHSO, - K,S0, . Fa Ry ah Satiaxhn
=5 M)4.94 g(15 mmol) D7KA0 mLAMK ZRBFICIN A T 1 BEBIHY 2% %
SEMYRL, KEZRYRWAR., KaT. AROREA ) U LKER
EOXONEZEMR ZRIFFICMA T BFEBH T 512F%2 3R YR L, BE.
KEZEYRWEE, J8T. RROKEESD ') D LIKER EOXONEKER % [F
BRICIA T FEBH T 2RFZIEBRYIRLE, KEZREL. KoLk
REEA ) 11,2 g(150 mmol) D7K60 mLIEHE K& UK 4 L 7z0XONE 14.8 g(45
mmol) M7K120 mLARZ K T CREFCIMA., 1EERH LA, KEZIYR
Wi, IOBT. REROREH ') 0 LKA EOXONEKER Z RBFICINZ T
BFEBE Lz, BE. KBZERYRWER, KoT. EROKEED ') T LK
AR EOXONEZKBRRZRBFICIA T BEEBHR Lk, KBZRWAE, /700
RIVLABZHKMEE ST N D LTHK-8BIEL. 21BE. RETERELE,
BonEBREEAFY Y —EBIFIL {100:0 (FiEL. UTRALCTHD) ~
80:20} THEHEIT D UATNAZLIOXMNIZT74—ICTHEREL,. BHY
10.3 gZKB\EBA 1L & LTHE,
T3 ;
2-chloro-N-(2-methyl-1-p-tolylpropan-2-yl)acetamide D &
2-methyl-1-p-tolylpropan-2-0l8.21 g, (50 mmol) & BEEE£12.0 mLAE 4~ OO
PEMZRYIL11.3 g(0.15 mo ) ISFEI &, BT, #E812.0 mL(0.15 mo
1) ZMA7c, ERTOHRBEIRTE LR RIBERZKK200mLAFE ¥
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[0184]

AV 7OELNI—TITHE Lk, BREZRMRKEBKRT N T LKRY
MR M) O LAKBERTIRRES Uik, EAKRE>T Y 2 L THK -
HBIEL., »@E%. AREZRERETHET. BHMWI0.8 gxHEBRBRE L
=k,
'H NMR (CDCL,, Me,Si, 300MHz) §7.11 (d, J =7.7Hz, 2H), 7.03 (d, J=8.3Hz
, 2H), 6.24 (br, 1H), 3.94 (s, 2H), 2.98 (s, 2H). 2.33 (s, 3H), 1.37
(s, 6H) z z
T4 ;
2-methyl-1-p-tolylpropan-2-amine D& X,
2-chloro-N-(2-methyl-1-p-tolylpropan—-2-yl)acetamide6. 24 g, (26.0 mmo
1) & F A R5R1.98 g(26.0 mmol) = T4 / —JL50 nLITHREI &, =R CTHEAT
0.2 mLZEFLA, 85CT, IWEIRH LR, £LHBREBRE KD
L. 7K300 mLZMA THRLE, 20EFE=%KEILFT MY T LKART, &k
ISRETILADVMIC LR, AFH U THE L. SBFR{EF M) D LKER
Tk AREZRERET 22 & T, B 04 g2 H/FBEREE LT
g7,
'H NMR (CDCL;, Me,Si, 300MHz) §7.02-7.13 (m, 4H), 2.61 (s, 2H), 2.33 (s
, 3H). 1.18 (br, 2H), 1.16 (s, 6H)
T#5 ;
t-butyl 2-(2-methyl-1-p—tolylpropan-2-yl)hydrazinecarboxylate® &
BIEEEL L 7=2-methy l-1-p-tolylpropan-2-amine2. 40 g(14.7 mmol) = 15{t
AFL 20 mLITABEIE, KA. BIRFEHE L /zt-butyl 3-(trichlorometh
yl)-1,2-oxaziridine-2-carboxylate2.60 g(10.0 mmol) #iE{L X FL >10 mL
ICARBIETMA T, AT T30S, EETIREBERE. RETEIEXAFL
VERELE, BONEREEAFY Y BRI FIL(100:0~0:100) TAH
TRV ATNAZLIOINITIZ 74 —ICTHEEL, BWI.61 g2 EE
Eme LTH
T#6 ;
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2-(4-hexylphenyl)-1-morpholinoethanethione& B

1-(4-hexylphenyl)ethanone5. 0 g(25 mmol) &= EJL7KR"Y) >2.13 g(24.5 mmol
MBS, HiE1.33 g(41.6 mmol) &A1 % T115°C THRSEMEBETR L 7.,
R TER, ERICEL, X%/ —ILazRL, &R LTHE LERIBE
7% BEL. %, /R L CHMYA N0 gz ikEsimR s L TEx,
'H NMR (CDCL;, Me,Si, 300MHz) §7.11~7.26 (m, 4H), 4.3~4.5 (m, 4H), 3.
6~3.9 (m, 4H) 3.35~3.48 (m, 2H), 2.55~2.60 (m, 2H), 1.51~1.70 (m,
2H), 1.23~1,42 (m, 6H), 0.82~1.01 (m, 3H)
TR7 ;
2-(4-hexylphenyl)acetic aciddD& K

1-(4-hexy lphenyl)ethanone12. 0 g(39.3 mmol) % K EEE£23.6 g(393 mmol)
WA E, 7K4.95 g(275 mmol) R OHRERS. 79 g(58.9 mmol) Z 1A T150°C
TO. SBSEIMBET L 7o RIGIE TR, 7K400 mLTHIRL. BEERT FILICTH
ML, Bon-BREZEKNEB < /R U LTHRK - E18%. 28L.
BETERHELE, SONEREBEZHBRIFIL - AFH Y (1:20~1:4) ITTA
2L VATINAZTLIOATRTZ 74 —ICTREL. BHY5.74 g% H
BERE LTEx,
'H NMR (CDCL;, Me,Si, 300MHz) §7.08~7.21 (m, 4H), 3.61 (s, 2H), 2.55~
2.61 (m, 2H), 1.51~1,67 (m, 2H), 1.20~1.41 (m, 6H), 0.86~0.90 (m,
3H)
T8 ;
ethyl 2-(4-hexylphenyl)acetate D&

2-(4-hexylphenyl)acetic acidb.5 g(25 mmol)&Z T4 / —J)L11 mLICBERS
B, FER1.1 g(11.2 mmol) AN X TE0C TIBSAIBIL Lo B UIRERT b
)0 LEEFIKAEAR (100ml) ZMA TRIGELER. REBAREZEEIFIVICT
ML, BONEEREZEKMEEY TR D LTHK - ZIR%. 28BL
OBETIRMEL. BRMS.68 g kEmBA ML E LTHEK,
'H NMR (CDCL;, Me,Si, 300MHz) §7.06~7.22 (m, 4H), 4.14 (q, J = 7.2Hz,
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[0185]

2H), 3.57 (s, 2H), 2.58 (t, J = 7.8Hz, 2H), 1.50~1.65 (m, 2H), 1.1~
1.4 (m, 6H), 1.25 (t, J = 7.2Hz, 3H), 0.82~0.92 (m, 3H)
T#9 ;
ethyl 2-(4-hexylphenyl)-4-methyl-3-oxopentanoate D& K

ZHREESTF. ethyl 2-(4-hexylphenyl)acetateb. 0 g(24 mmol) &K
hSERATS5130 nLilFfEIE, -60CETHRHAM LI, TOBEBICIFY
LAY TOBLTIUAFHY/F RS RO75 1,14 E7#R31.8 mL(36
2 mmol)ZRML, OCETHER 1REBR LA, BU—6 0CE Tl
#%. isobutyryl chloride3.6 g(34 mmol)#5&ML. —6 0 C~=ET 158
BB L. BBMKEKRT MY D LKER (150ml) ZMA TRIGELEE.
RIGEREBEFBRIFIVICTHEL, SonEREZEKRERY X220 A
THK - 521818, 2BL. RETEMRLE, SONEERBEHBIFIL AF
B (0:100~1:9) THRHRT 2V ATNATLIAY NI ST 4 —ITTHER
L. BE9¥5.39 gZRkEmBA 1L & LTHEE,
'H NMR (CDCL;, Me,Si, 300MHz) §7.11~7.33 (m, 4H), 4.84 (s, 1H), 4.19 (
d, J =7.1Hz, 2H), 2.67~2.81 (m, 1H), 2.59 (t, J = 7.8Hz, 2H), 1.50
~1.71 (m, 2H), 1.22~1.42 (m, 6H), 1.27 (d, J = 7.1Hz, 3H), 1.12 (d,
J =6.8Hz, 3H), 1.01 (d, J = 6.8Hz, 3H), 0.81~0.95 (m, 3H)
T#10;
4-(4-hexylphenyl)-3-isopropyl-1-(2-methyl-1-p-tolylpropan-2-yl)-1H-py
razol-5-ol (AFA{LEYINo.3-07) O &KX

t-butyl 2-(2-phenylpropan-2-yl)hydrazinecarboxylate200 mg(0.72 mmol
YEBIEXFL V3 nLITABRI ., /N5 ML Y RIVRVEE—KMNY251 mg(l
.3 mmol) ZMNA TERT23FEBIR Lic. RIGAKRZREMKEEKERFT MY
LIKBER (50ml) TREME L. DRICTEONLEHRE %= HEKREF ~ )
T LTHEIRE, 2BL. BETEELE, SoNAEEREZ NI >0.80 nLik
UEEEL35 wLISARIE, BIRAR L /zethyl 2-(4-hexylphenyl)-4-methyl-
3-oxopentanoate226 mg(0.71 mmol) Z N A TI0C TEFREIBIHE L/, ERFET
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BEME. PR T FILTHRRL, BMEKREBKRFT MY D LKBERTHESEL, E
KWREEF M) U LTRK - 5242 L. 5@%E. RETERMELE. SoNEE
EANFY Y -—FBRIFIN(:20~1:3) TRE I BHEL VAT IV AS LAY
NTZ74—ICTHREL. BRYWI30 ngZz KEBEGKRE L THE,
'H NMR (CDCL,, Me,Si, 300MHz) §7.18~7.42 (m, 4H), 7.00 (s, 4H), 3.21 (
s, 2H), 3.16 (sep, J = 7.2Hz, 1H), 2.61 (t, J = 7.5Hz, 2H), 2.29 (s,
3H), 1.62 (s, 6H), 1.54~1.58 (m, 2H), 1.26~1.36 (m, 6H), 1.07 (d, J
=7.2Hz, 6H), 0.87~0.92 (m, 3H)

a2

1-(2-methyl-1-pheny lpropan-2-yl)-3-pheny l-1H-pyrazol-5(4H) -one (&
FER{L &¥No. 3-16)

TR ;
1-(2-methyl-1-pheny lpropan-2-yl)-2-(propan-2-ylidene) hydrazine D &

Acetone azine (1.50 g, 13.4 mmol) A TFIIT—FJ)L 1 OmLICAEES
t, benzylmagnesium bromide 0.6 M S b RO 7 S »igmk32 mL(19.2 mmo
D&M L. 46°CT24RFEBIF L, SBFRILT >V EZ D LKEBKR (100ml)
EMATRIGELE, RISAREZHBRIFIVICTHEL, SohEREZ
HAKMEE~ 720 LTHEIK - 21&1%. 28L. BETERELEZ, 5N
BBEANFY Y —HBRTFIL(9:1~6:1) TRHET 2V ) AFLAS L OT
NTZ74—ICTHEL. BRYT10 mgzREBAT 1)L & L THE .
'H NMR (CDCl;, Me,Si, 300MHz) §7,.03~7.28 (m, 5H), 4.2~4.4 (m, 1H), 2.
78 (s, 2H), 1.99 (s, 3H), 1.62 (s, 3H), 1.18 (s, 6H)

T2 ;
1-(2-methyl-1-pheny lpropan-2-yl)-3-pheny l-1H-pyrazol-5(4H) -one (A F
BR{b&¥No. 3-16) DERK

1-(2-methyl-1-pheny lpropan-2-yl)-2-(propan-2-ylidene) hydrazine 500
mg(2.45 mmol) % KEEEL3. 0 mLIC;AERE X . ethyl 3-oxo-3-phenylpropanoate

429 mg(2.23 mmol) ZAN X T100°C CABFEIBIHE L7, ERICEL. HFERT F
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IWTHRRL. BEFMKEEAKRT MU D LkE®k (100ml) THHLE, RISAR
EHFRRIFILICTHEL, SOoNABEREZEKEE S M) D LATRK - %
Bk, 2BL. BETERELEL. SONMLEEEAFY Y —EERT F)L(100:
1~ TAKRT BV ATV AZLIAOX NI ZT74—ICTHEEL. BRNY
330 mgZ RIBEERE L THK,
'H NMR (CDCL;, Me,Si, 300MHz) §7.12~7.62 (m, 10H), 3.59 (s, 2H), 3.19
(s, 2H), 1.59 (s, 6H)

Bl 3

3-(2-methyl-1-pheny lpropan-2-y l)-1-(2-phenylpropan-2-yl)-1H-pyrazol
-5(4H)-one (AFEERILEHINo. 3-04) DEK

TR ;

2,2-dimethyl-3-phenylpropanoic acid®D &

AFYAFILIOZHY (349, 0. 21mo |) 27 hZEFOTS
> (280mL) [LARIE, —78CT, 1. 67TMOn—TFILYFJ
AANFEHVRER (127mL, 0. 21mo |) ZEFLAE. 1EBMNMNF
CTOCEFTHELE, RIVNREBUV—7 8CIZAHAI L., benzyl isobutyrate
(259, 0. T4mo 1) ®F+ZERATSY (70mL) BAREFET
L. —78CT1HBAREHLL, RBEICT. I5IX/70ANIXFILYS
¥ (36mL, 0. 12mo |) Z@®TFL., 1EEERLLE =RICFEER
L7=1%. 1 OBFEIE#HZMF L7, RIGKR TR, ZIRIBEREZBRETICTA
HE—EEL. BonBEBBERIC. AFHY (200mL) ZHRmML
&, BRFEITFTES M F2BZTV. SRLGRPFOBEBEGKZREL
feo PREBETICTEEL. BonKEBLMIL%Z, 100CT 2054
MBTBHIET, REFMIUDELNE, BOREREBAE IS, 1 MIBE
TOmLZRML, 6 OCTAREIEH LA2RIC, SEMKEKEF M) DA
THML, BEEETFIIL (100mLX2), #00KNLAL (100mL X2
) THIH L, BoNABHBEZEREL., RFEV VATV AS L OYNT
ST74— (YUATINL80 g, EFEETFILT100%)ICTHERL., BHY 8
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41 g%zBBHERE LTEL,
'H NMR (CDCl;, Me,Si, 300MHz) §7.20-7.30 (m, 3H), 7.16 (d, J = 7.1 Hgz,
2H), 2.89 (s, 2H), 1.21 (s, 6H)

T2 ;

2,2-dimethy-3-phenylpropanoyl chloride® &K

2,2-dimethyl-3-phenylpropanoic acid (4. Og, 0. 023mo l) IC
BltFa=) (2. 979g, 0. 025mo |) ZEFETHLIDMA. 7
OCTIRMEIRH Lz, ERTISHIC, 1 SIFETEH LR, RINERED
BH(113=-115C, 5mmHg) §52&7T, BHMY2. 89 g%
WikE LT/,
'H NMR (CDCls;, Me,Si, 300MHz) §7.20-7.30 (m, 3H), 7.18 (d, J = 7.1 Hgz,
2H), 2.97 (s, 2H), 1.28 (s, 6H)

[0188] T#3 ;

ethyl 4, 4-dimethyl-3-oxo-5-phenylpentanoate D & ¥

ethyl 3-oxobutanoate (1. 09 g, 8. 3mmo |) DIBEILAFL Y (
16mL) ARIC, B|AKIEEYT RO L (168mg, 1. 66mmo |
) ERmMULE RIERZO0TCICETHEML, EYYY (1. 34mL, 1
6. 6mmo |) ZHRML., 302FE#H L, RIEET. 2,2-dimethyl-3-ph
enylpropanoyl chloride (1. 64 g, 8. 3mmo |l) ZHKML. I5I(C
SOpEHLAERIC, ERICETHEBEL, 20FEIRHE L, IRIEXAFL Y
ZREICTEELLE, T4 /)L (2mL) Z&RML., ERT2HELE
o TDHE. THICMLIY (2mL) ZHRML., 6 0OCTSIFEZMR L
o RIS TR, BZRINERELHKEKET M) U LKERTHEE LR,
HERTFII (50mLX2) ICTHH LA, BONCERBEZRETICTA
HeBEL, BONERBAANEFES)ATIVAZLIOCRT ST 4
— (VAT 2 g BRI FIL : AFHU=1:19~1:9)ICTH
Blg 22T, BMY 370mg%RkBELTMILE LTHEL,
'H NMR (CDCls;, Me,Si, 300MHz) §7.18-7.32 (m, 3H), 7.10 (d, J = 7.1 Hgz,
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2H), 4.18 (q, J = 7.1 Hz, 3H), 3.46 (s, 2H), 2.83 (s, 2H), 1.29 (t, J
= 7.1 Hz, 3H), 1.15 (s, 6H)

T4 ;

3-(2-methyl-1-pheny lpropan-2-y l)-1-(2-phenylpropan-2-yl)-1H-pyrazol
-5(4H)-one (AFBE{L&HINo.3-04) DERK

tert-butyl 2-(2-phenylpropan-2-yl)hydrazinecarboxylate (25 0O m g
1. 00mmo NZBIEXAFLY(2mL)TAREIE, p—bMLIVRIL
RUBR—KFY (0. 40g. 2. Tmmo I)AERML., ERET1 6FHEIE
L7, BERTR, ZRIAREEBMKIEKERT M) U LAKESRTHESET
B2ZEICEY, RISEFILEIER, 2BRBICEONAEKEZRMBIRKT
W, EOKWMEEF N U LTEIE - 28L. RETICTEMRELE, 5N
BEAEMLIV(3. OmL), EFEE(7 O w L)ISIAMRI ., ethyl 4,4-dimet
hy l-3-oxo-5-phenylpentanoate (24 8mg., 1. OOmmo I )&%HML.
QO0CTIWEBH LA, RIGKRTHER, ERITHSLLE HRERIFILEZ
WML, BonBREZRNIKREEKERT M) U LAKER, ROUTHANE
BKTHRFL, BAKWEEEFT N UV LATEE 5BL. BETICTREL .
wBsonkREBEERES Y AFSVAZLIOAR NI Z 74— (VY AFIILT 2
9. BFEATFIL : ~FHr=1:9~3:7) [CTHEL. BN®M42mg
=RBELMILE LTHF
'H NMR (CDCL,, Me,Si, 300MHz) §7.15-7.34 (m, 8H), 6.98-7.10 (m, 2H), 3.
08 (s, 2H), 2.79 (s, 2H)., 1.84 (s, 6H), 1.18 (s, 6H)

Gl 4

5-methoxy-3—-pheny l-1-(2-pheny lpropan-2-yl)-1H-pyrazole (AFBR{tS
#INo. 3-13) & 5-methoxy-4-methyl-3-phenyl-1-(2-phenylpropan-2-yl)-1H-p
yrazole (AFBA{LEHINo.3-14) DEM

3-phenyl-1-(2-phenylpropan-2-yl)-1H-pyrazol-5-0l (8 3mg., 0. 3
Ommo I) N, N=IUAXAFILFRILLTIK (3. OmL) ITBREL, F
SRICTE SEE%KFRIEFT YD L EEHPICHE) (26mg, 0. 60
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mmo | ) Z&RMULE, ERTIIFEERRLAE. IVEXFIL (18ul
. 0. 30mmo |) Z@®TL., ILICAERET. 1 8IEEHREMEL L
o RRIGABRICKZRMLTRIGZFELELEE, BRI FIL (10mL X2
E) ICTHB L, SoNEBEBZEMBIEK (1 0mL) THRHELLE
RETICTRIEL . BONEREZDRES ATV AZ LAY NT S
TJ4— (VAT IL12 g ANFH2100%) ICTHEHEL., 5-methoxy-3-p
heny l-1-(2-pheny lpropan-2-yl)-1H-pyrazole 3 5 mg A fEEEEKE LT, 5
-methoxy-4-methyl-3-pheny l-1-(2-pheny lpropan-2-yl)-1H-pyrazole 1 O m
gZEBTAINELT, ThENE
5-methoxy-3—-pheny l-1-(2-pheny lpropan-2-yl)-1H-pyrazole
'H NMR (CDCL;, Me,Si, 300MHz) §7.83 (d, J = 7.4 Hz, 2H), 7.38 (t, J =7
.4 Hz, 2H), 7.15-7.33 (m, 4H), 7.08 (d, J = 7.1 Hz, 2H), 5.91 (s, 1H)
, 3.60 (s, 3H), 1.98 (s, 6H)
5-methoxy-4-methy l-3—-pheny l-1-(2-pheny lpropan-2-yl)-1H-pyrazole
'H NMR (CDCL;, Me,Si, 300MHz) §7.73 (d, J = 7.4 Hz, 2H), 7.41 (t, J =7
.4 Hz, 2H), 7.16-7.36 (m, 4H), 3.16 (s, 3H), 2.10 (s, 3H), 1.98 (s, 6
H)
[0190] &RfI5
1-(1-(4-bromophenyl)-2-methy lpropan-2-y ) -3-isopropy l-1H-pyrazo l-5(
4H)-one (AFEEA{LEHINo. 3-12) DERK
1-(2,2-dimethyl-1, 1-dipheny lpropyl)-2-(propan-2-ylidene) hydrazine (
147mg, O, 500mmo |) ®FhSEROTZ7SY (5mL) BRKRIC
, —78CICTT. 6 1TMDOn—=TFI)FULAFHVAR (0. 37m
L, 0. 60mmo |) ZBFL., AIEETI1BERHFLLE p—70F
RyI)NL7AOXTRK (125mg, 0. 50mmo |) #@FLAE, RRET
1REERzRE LR BRFITHREL. ISHICERTICT 1 SKEER
L7c, ERISARICEEFKEEKEZEFT M) D LKARZRML TREZELEL
Ftk, BRI FIL (10mLX3) ICTHH L, BonEHEZREIC
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TRELE, BonEEETY /- 2mLICARIE. M) 74O
B2 (1TmL) Z5ML. BRICT24EEH L, BHRKRTE. ZREEA
RICTHIDRER (3mL) Z5RML. 80 CTOHIFEIIRR LA, BHRT
%, ZRIGBEREVMREEKES M) DLKERTHMLE, BEXFL
YTHH L, BONAERBZRAMBEKTESEL, MBS M) UVLTRE
B-28L. BETICTEMRLL, SonEEZ LIV (3. OmL)R
OEFBR (7 O w L)ICRERL. AV T FYLEERAFIL (72mg, 0. 50
mmo |)ZRML, 90CTIKEMBH L, ERITHS LR, EHXIG
BREMHRIFILTHRL, BHREKES NV LKAR ROUTRAIER
IBAKTHEL., BKREBS N VLATEE - 2BL. BRETICTREL
/BonrEEEREC) ATFNVAZLIOR NI ZT74— () AT 2
g BFEETFIL : AFHU=1:9~3:7) (CTHEHEL, BH¥YW15mg
ERBAAILELTEL,
'H NMR (CDCl;, Me,Si, 300MHz) §7.35 (d, J = 8.6 Hz, 2H), 6.98 (d, J = 8
.6 Hz, 2H), 3.14 (s, 2H), 3.06 (s, 2H), 2.59 (sep, J = 6.8 Hz, 1H), 1
.50 (s, 6H), 1.10 (d, J = 7.1 Hz, 6H)
[0191] &mfI6

ethyl 5-hydroxy-3-isopropyl-1-(2-phenylpropan-2-yl)-1H-pyrazole-4-c
arboxylate (A&FBE{LESMINo.4-27) DA

3-isopropyl-1-(2-phenylpropan-2-yl)-1H-pyrazol-5(4H)-one (1. 2 2
g. 5. O0Ommo |) RUKEELHIL>DL (435mg, 7. 50mm
ol) ZYFFHY (20mL) [CREBIE, 45CICMEL. 1EFEER
L7z, B#RTHR, ERITHSLAR, ZRIEERICZO0O0FEIFIL (
597mg, 5. 50mmo |) ZEFLAE 90CTEEMEEHLK,
RIS THE. BoONEXBERBERE., K LEIMBRRICIEALKLE. 7
OOKRILA (20mLX5ME) ICTHELE, Boh/EHEE%Z, 0. 06
MIEEE (50mL X2) THFLARER EKWEST M) DLTEE  288L
BRETICTRMEL, BoNEEBEZRES )Y AT IVASLOXNT S
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[0193]

J4— (YYATFINA0 g BFEETFIL : AFHU=1:19~1:9) (C
THREL., BME650mgzEBAMILELTER,
'H NMR (CDCL,, Me,Si, 300MHz) §9.71 (s, 1H), 7.13-7.33 (m, 3H)., 7.05-7
12 (m, 2H), 4.31 (g, J = 7.1 Hz, 2H), 3.23 (sep, J = 6.9 Hz, 1H), 1.
94 (s, 6H), 1.36 (t, 7.3 Hz, 3H), 1.30 (d, J = 6.8 Hz, 6H)

a7

methyl 2-(5-oxo-1-(2-phenylpropan-2-yl)-4, 5-dihydro-1H-pyrazol-3-yl
Jacetate (AFBA{LEYINo.4-01) DA

tert-butyl 2-(2-phenylpropan-2-yl)hydrazinecarboxylate (25 0O m g
1. 00mmo NZBIEXAFLY(2mL)TAREIE, p—bMLIVRIL
RUBE—KHMY (0. 409, 2. Tmmo |)ERML., FRICT1 8
Bt Lk, RIGBARZMBMKEBKEZET N U LKARTEEEE L, 2KE
KON EARBZRENRIEKTES, EKRES N D LTEE - 28L
BRETICTRIEELR, BonEEZMLI V(2. OmL)RUEBE(7 O
wLISERIE, 1, 3—FEMNURDIRVBIAFIL (1 74mg, 1

OOmmo | )&ERML, 90CTIMFEMHL., I5IC105CT3MHE
BFLE, RIGKTHE, ERETHS LR IRWAREHBRIFILTH
MU, EONEEREZBMEKEKERT M) U LKER ROTHENERE
KTHEL, HKEEF M) D LTRE 2BL. RETICTERMELE, 5
bhEERBEERES VATV AZLZOAYNTIZ 74— (VAT 2 ¢
CERIFIL  AFYY=1:9~3:7) ICTHEREL, BHYWI6. 3m
gZzHBEHKE L THE,
'H NMR (CDCL,, Me,Si, 300MHz) §7.18-7.34 (m, 5H), 3.75 (s, 3H), 3.48 (s
, 2H), 3.41 (s, 2H), 1.87 (s, 6H)

a8

4-bromo-3-isopropy l-1-(2-methy l-1-pheny lpropan-2-y)-1H-pyrazol-5(4
H)-one (AFEBR{LEHINo. 3-47) DEM

3-isopropyl-1-(2-methyl-1-phenylpropan-2-yl)-1H-pyrazol-5(4H)-one (
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1. 2g, 4. 6mmo | )N, N=UAFIERILALATIR(3I5mL)ITHE
BXE, N—JOFERXRI2C4IR (908mg. 5. 1TO0Ommo |) &0
ATERTI OO\ LA, RINAREZEFBRIFILICTHEL, Bo5hiE
WEZEKME~ T XD LATEIE 58, BETEMRELE. SOoNERE
EANFHURBEBRRICUERL. BRW 1. 26 g RkFBENKE L THRL
'H NMR (CDCL;, Me,Si, 300MHz) §7.06-7.29 (m, 5H), 4.64 (s, 1H), 3.12 (d
, J =13.4 Hz, 1H), 3.03 (d, J = 13.4 Hz, 1H), 2.73-2.88 (m, 1H), 1.5
3 (s, 3H), 1.52 (s, 3H), 1.16 (d, J =6.9 Hz, 3H), 1.13 (d, J =7.2H
z, 3H)

a9

methyl 4-(5-hydroxy-3-isopropyl-1-(2-methyl-1-phenylpropan-2-yl)-1H
-pyrazol-4-yl)benzoate (AFBA{LEYINo.4-23) DEK

4-bromo-3-isopropyl-1-(2-methy l-1-pheny lpropan-2-yl)-1H-pyrazol-5-y
l benzoate (360mg., 0. 82mmo I)D1, 2= ARFITHY (
4. 8m |) B{WKIC. 4-(methoxycarbonyl)phenylboronic acid (1 64 mg
. 0. 9171Tmmo |) . Tetrakis(triphenylphosphine)palladium (8 O m
g. 0. O7mmo |) RU2MkEEF M) 7 LKAER (3. 6m 1) &K
MmL. ERFEXTE86CT1 6IFEIRH L, RIGKTHE., 1, 2-I X
MRS IHVERBEICTEELRLE, D/700XAF2ICTHELE, F5h
ERECEKMEY IR VLTEE - 2BL. BETHTRBLE, 7
bhiERBEERES Y AT INVAZLZONNTIZ 74— (VAT ILT12 ¢
CEBRIFIL  AFHY=1:20~1:4) ICTHEL. BHW®W100m
9 e REBREKOEZEMRKEEGME LTHEE
'H NMR (CDCl;, Me,Si, 300MHz) §8.0-8.1 (m, 2H), 7.6-7.7 (m, 2H), 7.15-7
.3 (m, 3H), 7.05-7.15 (m, 2H), 6.37 (br, 1H), 3.92 (s, 3H), 3.27 (s,
2H), 3.12-3.19 (m, 1H), 1.65 (s, 6H), 1.08 (d, J = 7.2 Hz, 6H)
'H NMR (CDCls;, Me,Si, 300MHz) §8.0-8.1 (m, 2H), 7.6-7.7 (m, 2H), 7.15-7
.3 (m, 3H), 7.05-7.15 (m, 2H), 4.2-4.3 (m, 1H), 3.92 (s, 3H), 3.1-3.2
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(m, 2H), 2.35-2.5 (m, 1H), 1.65 (s, 6H), 0.95-1.05 (m, 6H)

a1 o

(5-hydroxy-3-isopropyl-1-(2-methyl-1-pheny lpropan-2-yl)-1H-pyrazol-
4-y 1) (phenyl)methanone (A&FBE{L&#INo. 4-71)

TR ;
4-bromo-3-isopropyl-1-(2-methy l-1-pheny lpropan-2-yl)-1H-pyrazol-5-y
benzoate D & X

4-bromo-3-isopropy l-1-(2-methy l-1-pheny lpropan-2-y)-1H-pyrazol-5(4
H)-one (3. 00g., 8. 90mmo 1)&EF Sk ROTZ7S5Y39mMLIE
fEL. K@TOoCETHRAML, MJZFLT7IVT1. 80g (17. 8mm
ol), RyvyA)sOY) K1, 38g (9. 82mmo | )DIEITETL.
ZRFEAITERICTIFERIE L, RBKZMARBZELEIE1E,
RIGBEREHBTFIICTHEL., SONCEREZEKRE ST N TLT
g, 2B, RETEELE, BonEEEZ VAT LVAZLAZOTNYT
74— (YVATNT 29, BERIFI:AFHU=1:20) ICTHHEL.
B3, 34 gzEBAM1ILELTHE,

'H NMR (CDCL;, Me,Si, 300MHz) §7.98-8.05 (m, 2H), 7.62-7.70 (m, 1H), 7.
44-7.56 (m, 2H), 7.18-7.26 (m, 3H), 6.78-6.88 (m, 2H), 3.07 (s, 2H),
2.92-3,06 (m, 1H), 1.56 (s, 6H), 1.29 (d, J = 6.9 Hz, 6H)

T2 ;

(5-hydroxy-3-isopropyl-1-(2-methyl-1-pheny lpropan-2-yl)-1H-pyrazol-
4-y 1) (phenyl)methanone (E&FBA{LEYINo. 4-71) DA

4-bromo-3-isopropyl-1-(2-methy l-1-pheny lpropan-2-yl)-1H-pyrazol-5-y
l benzoate 1. 60g (3. 63mmo | )AF,SEROZ7516mL
WBEL. AE (TEMNY/RSATAR) ZAVWT-60CHTHIL, 1

63M n-TFILUFIL/m-AFHUBER2, 60ml (4. 24mmo
1) Z@F L. BRFEKIT7 2CICTAFBERLEL, ZBKEZMAKRB
EIEI R RISAREZEFFBRIFIVICTHEL., GonEREZEK
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WM~ RO LATEE 2B, RETERELE, BonEEEEZS VAT
WASLIAYNIS 74— (VAT ILT 29, BFRT FIL:AFH V=1
20) ICTHEAEL. BEM520mgzEBAI ML E L TH
'H NMR (CDCl,;, Me,Si, 300MHz) §7.15-7.63 (m, 8H), 6.90-6,98 (m, 2H), 3.
17 (s, 2H), 2.60-2.74 (m, 1H), 1.64 (s, 6H), 0.96 (d, J = 6.9 Hz, 6H)

a1
4-(4-hexylphenyl)-5-hydroxy-1-(2-methyl-1-(p-tolyl) propan-2-yl)-1H-py
razole-3-carbonitrile (AFHH{LES¥INo.4-86)

TR ;
ethyl 4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)pro
pan—-2-yl)-1H-pyrazole-3-carboxylate D& K

ethyl 4-(4-hexylphenyl)-5-hydroxy-1-(2-methyl-1-(p-tolyl)propan-2-y
l)-1H-pyrazole-3-carboxylate 152 mg(0.329 mol) ZN,N- X FILRIL LT
IR L6 nLITAREL, KBS TICTOEEIKRILFT M) DL ERHPICHE
) 26mg(0.65 mmol), OB XFILAFILIT—FIL 0.050 mL(0.66 mmol) DJE
WIKARML, ERICTIFEBH L, RIEKTR, RISREEMEY T FILI—
TIVTHRL, W BEE. SBFMKEEKERT b)) U LKER, SEFMEEKICTIR
RixFLTe, BRBEZEKRERST N) D LATRIE %8, BETEHELTH
B9¥ (FEUNE174 mg) Z1F7<,

T2 ;

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
2-yl)-1H-pyrazole-3-carboxylic acidD&H

ethyl 4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)p
ropan-2-yl)-1H-pyrazole-3-carboxylate (138 mg) = Sk RO 752 m
LR XS /=)L 0.7 nLITERE L., SMKBER{LF MY D LKAR 0.27 mL(1.4
mmol) Z A0 L. ERICT2085EIBITE L, RIGK TR, RIVEEW %R X
FLYTHRL, BHBLET7VEZTLKARTHE L, BONEHRE
KBRS N U LTHEIRE. 58, BETERELTENY (GHINZE142 ng
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) EfFT,

T3 ;

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
2-yl)-1H-pyrazole-3-carboxamide D&

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
2-yl)-1H-pyrazole-3-carboxylic acid (142 mg)% T4 /—)L 1.4 mLIZAfR
L. #MEEIO%D (4.6-F A KF-1,3,6-NY P U-2-4 JL)-4- X FILEIK
Y=o L0 K 125 mg(0.407 mmol) Z3R/iN L7z, FRICTIOIBIP LR
CTPVEZTO M IS —ILERD. 54 mL(1.1 mmol) &ZFRAN L. 1. SEFREIIE
Baimli, RIGKRTE, BRETICTAEZEELLR BFBIFILER
MU, BREZBEMKEEKET M) U LAKAR BNRIEKICTIRERE
B LT, BONEHEZEKMEE S M) 7 LA TR %8, BETEMEL
TLEMS GHIXENTI mg) ZHBT7EIL T 7 R &L TR,

T4 ;

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
2-yl)-1H-pyrazole-3-carbonitrile

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
2-yl)-1H-pyrazole-3-carboxamide 171 mg& it X FL > 2 mLIZAEEL. b
DIFNLT7 IV 0.3mL(2 mmol) ZR/mM L7, o KBTOCTETHAL, MY
sgO007EF/)o70Y K 0.080 mL(0.72 mmol) Z;E R L. =;RICTI. SESEE
BLl, RIBIETHER. RISSEMISI|IEAF LV ZRML 1%, BMKEK
FT MO LKAER, EHNRIEKICTIRREE L, GFONEREZEK
WEEF N DU LTRIR. %8, BRETEREL CEMNY (GHINE266 mg) %15
7o

T#5 ;

4-(4-hexylphenyl)-5-hydroxy-1-(2-methyl-1-(p-tolyl)propan-2-yl)-1H-
pyrazole-3-carbonitrile (AFBA{LESHINo.4-86) DEHK

4-(4-hexylphenyl)-5-(methoxymethoxy)-1-(2-methyl-1-(p-tolyl)propan-
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2-yl)-1H-pyrazole-3-carbonitrile 266 mgAx hS kb RO7 524 nLKRU X
&/ —I)L 0.8 mLICAfRL., AMBREY 4 5 iFaR (0.70 mL, 2.8 mmol) &7
MmL. ERICTRERE L, RIBKETE., RETICTAEZ —HMEBEL
. RISREMHRICHE LEERZ 5L, §onkiERcz /Y 7Ol T —
TINTHRE L, 1Y TOELI—FTIBERE 2REME, BETICTERE
L. BoniRBZzRES) ATV AZLIOAXNTIZ 74— (AT
0g. BFEATFIL : A¥H>=0:100~20:80) ICTHEL. BH
#88.1 mgz HBEWK & L THx,
mh140 - 142°C

a2

1-(5-hydroxy-3-isopropyl-1-(2-methyl-1-phenylpropan-2-yl)-1H-pyrazo
l-4-yl)ethanone 0-methyl oxime (AFBEH{t&H¥INo.4-89)

1-(5-hydroxy-3-isopropyl-1-(2-methyl-1-phenylpropan-2-yl)-1H-pyrazo
l-4-yl)ethanone 150mg (0. 50mmo | ), X MNFIT7IVIERIE2
O9mg (2. 50mmo |) RUEEFMN)DL286mg (3. 49m
mo ) IZ, ZEK1., 3mIRUVITF/—)L1. 3mlZHRML. BRI
T16FEEH LA, RIGKRTER, RAREZERIFILICTHEL, 85
N-BEREZEKMB Y IR ILTEE 8. RETERELE, S50
EERAEEZS)ATNAZLIARNIZ T4 — (VAT IN4g, BFEETFIL
IANFHFY=1:99) ICTHHEL. BT OmgzRBBEF ML ELTEEL
'H NMR (CDCL,, Me,Si, 300MHz) §7.12-7.22 (m, 3H), 6.84-6.95 (m, 2H), 3.
87 (s, 3H), 3.16 (s, 2H), 2.98-3.12 (m, 1H), 2.25 (s, 3H), 1.57 (s, 6
H), 1.21 (d, J = 6.8 Hz, 6H)

a1 3

4-(4-hexylphenyl)-1-(2-methy l-1-(p-tolyl)propan-2-yl)-1H-pyrazol-5-
ol (AFEA{LEHINo. 4-90)

TF 1 ; ethyl 3-(dimethylamino)-2-(4-hexylphenyl)acrylatedD &K
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[0199]

ethyl 2-(4-hexylphenyl)acetate 0.50 g(2.0 mmol) AN, N- X FILRIL L
PIRToLUTEFEL, NN-FXAFILRILAT I RIAFILTESY—IL 0.31n
L(2.3 mmol) Z3RAN L. 60°CICTIBRFEEH Lc, BHIRTE. I SICNN-Y
AFIHRILLT I RIAFINTEH—IL 0.65 mL(4. 9mmol) Z7HM L. 60°CIC
TRARSFEBH ZHME L7c, RIGKTHR, RISREMICV I FILI—TILER
U7, BHKERKES MY D LKER SBMRRKICTIERESEL -,
BTon-EREAFKBRES N T LTEE. 8. BRETEREL TENY
=RBREE LTEE,

T2 ;

4-(4-hexylphenyl)-1-(2-methy l-1-(p-tolyl)propan-2-yl)-1H-pyrazol-5-
ol (AFER{LEYINo. 4-90) DERK

ethyl 3-(dimethylamino)-2-(4-hexylphenyl)acrylate& tert-butyl 2-(2-
methyl-1-(p-tolyl)propan—-2-yl)hydrazinecarboxylate 0.50 g(1.8 mmol) %
HeEg 2 mLISIARE L. 90CIC T2 L7, B TR, I SICERR 0.5

mLaRAn L., 48ESREBIEZME L, RIGKRTER, RIGEEMZ=EEX TS
MLZ®R JIFILI—FTILERML. ZEK BHKEKEREF N T LK
BR, BMBEKICTIEREE L, BOoNEBREZEKREFT M)V LA
THIE. 28, RETEHELTEONEREBEZRES) AT IVAZ LSO
NTST74— () AHFI30 g, BEEETFI: AFH>=0:100~35
:65) ICTHRAELE, BonkBRE4 Y TOELI—FILTHREL, B
B940164 mgZz HEBEWK & L THK,
mm149 - 151°C

a1 4
tert-butyl 2-(2-methyl-1-(4-(trifluoromethyl)phenyl)propan-2-yl)hydra
zinecarboxylate D&

TR ;

1-(2-azido-2-methylpropyl)-4-(trifluoromethyl)benzene D&Y

4-RND) 7 )AOXFIVT7 T ZI)LBEEE 25 g(0.12 mol)ICT 4 / —)L 300 mL
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J=::]

. =FREE (95%. SmL) &N L. 40°CICTIGRFEIBIE L, RIGK TR, RBE
TICTTS /=L %EBEL, BRI FITHR LB, HEBK SBHMKERK
R MUY LKER SBHMBEKICTIERESE L, SONAEREEEK

WREE N D A TE IR, A8, BETEMEL. ethyl 2-(4-(trifluoromethyl
)phenyl)acetate 27. 99D+ %5 7=,

ethyl 2-(4-(trifluoromethyl)phenyl)acetate 27.9 g& /K> FS kE KO
75 150 nLITAEE L. BRFEI TR TICTLIMDAFIY TR
L7O0XIRFMNSEROT7SVAR280 mL(0.28 mol) &FE T L., =RICT2EF
BiEH L7, BFRTE, ZBKEZRNLTRGZELELE, BREZIM IR
B2, SRFRER/KI R MU U LKER, BAMRIEKICTIER %L, EKRER

F+ KD ATER. 5B, BETEMKEL T, 2-methyl-1-(4-(trifluoromethy
l)phenyl)propan-2-ol 26.3 gD YA B/=,

2-methyl-1-(4-(trifluoromethyl)phenyl)propan-2-ol 26.3 g&iE{k X F
L2 400 mLISIEBEL, JOBTICTRYXAFLSYILTIR 25 mL(0.19 mol)
CE7VRRURYIFNI—FTIVEENR 24 nl(0.19 mo)DIRISET L., =

SRICT20B B L, RIS TR, RIGEEWZRBMREBKERFT M) DL

KIBR, BMBEKICTIRRER L, KRBT N U LTEZE 58, B
ETR#EL. BEYY) 25.4 9% 157,

T2 ;

2-methyl-1-(4-(trifluoromethyl)phenyl)propan-2-amine D& K

1-(2-azido-2-methylpropyl)-4-(trifluoromethyl)benzene 25.4 g% BEER
TFIL 210 nLiZ3AfE L. 20EEWKERE/NS YU Lk 0.84 gL, &
INBEPEKRAATERLEIC, ERICTISHEBRH L, RIGKTE
« KEBBIENS VD LRFRZDHIL. BRICMEERZMA TR L, KEZS
M KBR{EF MU D LKBARTIREMICL, BEXFLUTHELE, §5h
FEREZRETICTEMREL T, B 4.27 gzBBRAE L THEE,
'H NMR (CDCl;, Me,Si, 300MHz) §7.56 (d, J = 8.3 Hz, 2H), 7.31 (d, J = 8
1 Hz, 2H), 2.72 (s, 2H), 1.2-1.5 (m, 2H), 1.32 (s, 6H)
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[0200]

T3 ;

tert-butyl 2-(2-methyl-1-(4-(trifluoromethyl)phenyl)propan-2-yl)hyd
razinecarboxylateD &K

2-methyl-1-(4-(trifluoromethyl)phenyl)propan-2-amine 4.2 g% i5{k X
FL v 30 mLISAREL, KATICT, BHRFAEEL /=t-butyl 3-(trichloromet
hyl)-1,2-oxaziridine-2-carboxylate 5.6 g (21 mmol) &R L 7= EIRIC
TIREBH LR RIGARZ10% TVBKAR. BHNKEBKRF NI DL
KBR, RMBIRKICTIEREE L, EKREFT M) D LATEE RETIER
EXFLYVERELE, BONEEZRES Y ATV AZLIOYNT S
T4 — (XUATNI00 g BEERTFIL :AFHY) ICTHERL, BRI 38
gz HBEkE L THEL,

'H NMR (CDCL;, Me,Si, 300MHz) §7.54 (d, J = 8.3 Hz, 2H), 7.30 (d, J = 8
.2 Hz, 2H), 5.8-6.0 (m, 1H), 2.74 (s, 2H), 1.46 (s, 9H), 1.4-1.5 (m,
1H), 1.03 (s, 6H)

a1 5

tert-butyl 2-(1-benzylcyclopropyl)hydrazinecarboxylate®&H

TR ;

1-benzylcyclopropanamine D&

JxZIT7EMZRMYI 4.5 g(B8 mmol)EF NSk ROTZSY 50 nLilia
FRL. ZINFIVEET R4V TOEN12.4 nl(41.9 mmol) . TFILT Y
27 L7OXIRDOIBNT M ROT S VAR 78 nL(76 mmol) 7% R
ml. ERICTIFEBH L, BFRTR, =7y bR IRYIFILII—T
JLEEMR 9.6 mL(78 mmol) Z3R/RAN L. I SHICERICTIREBHEZMKE L, .
RIGH T HE. 20 KEEEF M) D LKBREZERML, YIFILIT—FTIILTHE
L7z FONERBICMERZRML., 28 L7, FoNKEZM KEE
EF "D LKABRTEESEICL, IBIEAFLYTHELE, SoNEER
BERETICTAREEZEERT S EICLY, BMYS.28 9287,

'H NMR (CDCL,;, Me,Si, 300MHz) §7.2-7.4 (m, 5H), 2.75 (s, 2H), 1.4-1.6 (
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m, 2H), 0.6-0.7 (m, 4H)

T2 ;

tert-butyl 2-(1-benzylcyclopropyl)hydrazinecarboxylate®&H

T-benzylcyclopropanamine 10.6 g(72.0 mmol) #i5{t X F L > 90 mLIZA
L., ATICT, BBRFEHE L /=t-butyl 3-(trichloromethyl)-1,2-0xaziri
dine-2-carboxylate 14.3 g(54.5 mmol) A FAIM L. FRICT300EBHL /=,
RIS THE, BRETICTEBIEXAFLYEZZEE L, BonkEEEZY) AT
WASLIAYNITST74— (V) ATIL30 g, BFEETFIL @ AFHF Y =
1: 20)ICCHRE L. BHY 4.6 g2 @BBEWKE L TEE,

'H NMR (CDCL,;, Me,Si, 300MHz) §7.2-7.4 (m, H5H), 5.8-6.0 (m, 1H), 3.9-4.
2 (m, 1H), 2.87 (s, 2H), 1.45 (s, 9H), 0.75-0.85 (m, 2H), 0.5-0.55 (m
, 2H)

[0201] &I 6

tert-butyl 2-(3-benzylpentan-3-yl)hydrazinecarboxylate®&H

THE 1

3-benzylpentan-3-amineM &

JxZITF7ERNZMYIL 3.0 g(26 Mmo)EFMNSEROZSY 50 nLiliA
fEL., FHY14V FORET R 8.3nL(28 mmol) AL, BRFHEKF. T
FIRTRZIOALT7OIRDLIONT RS ROTZ7SY &K 115 mL(104 mmo
DEFET L7, 1BEBIH LR IR TICTKEZFETL, RBZFELEIEE
o RINEGYMEHBRIFILTHIRL, 2B L7, BONICBEREICINER%Z
MU, 2 L7, BoNTKEZM KBS MY D LKBRTEEMEICL
IBEXFLYTHELE, SoNEBEXAFLVEZ, BETICTEML
T, Bry(HINE2. 68 9) =157,

'H NMR (CDCL,, Me,Si, 300MHz) §7.1-7.5 (m, bH), 2.64 (s, 2H), 1.2-1.5 (
m, 6H), 0.91 (t, J = 7.5 Hz, 6H)
T2 ;

tert-butyl 2-(3-benzylpentan-3-yl)hydrazinecarboxylate®&H
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[0202]

3-benzylpentan-3-amine 2.68 gZig{LXFL > 20 mLITEMEL. KA TIC
T. BI&ASL L 7=t-butyl 3-(trichloromethyl)-1,2-oxaziridine-2-carboxy
late 4.8 g(18 mmol) ZZM L 7z, EIRICTIONIBIF LB, RISERZ10%
O T UBKBR, RBMEKEKERT M) D LKER, SEHNRIEKICTIRRES
L7z EEKGRERF N D LTRIE BETEBIEXFLVERELE, S50
BBEEHRESYATNASLIOXNTZ 74— (YU ATIL30 g, BFEET
FI : AFH=0:100~20:80)ICTHEEL. B 1.62 g&E
BEERE LTEE,
'H NMR (CDCL,;, Me,Si, 300MHz) §7.1-7.4 (m, 5H), 5.5-5.7 (br, 1H), 3.6-3
.8 (Br, 1H), 2.66 (s, 2H), 1.55 (s, 9H), 1.3-1.5 (m, 4H), 0.93 (t, J
= 7.5 Hz, 6H)

a7

ethyl 2-(furan-2-yl)-4-methyl-3-oxopentanoate D &

TR ;

2-(furan-2-yl)acetic acidD&a

ZILZ7YI)L7IIa—IL 25 g(0.25 mmol) =5 M ROZ S 250 mLiliA
L. KATICTZRILY Y 8.7 nlemML. RIREEICTIOREBIE L. R
IS TH, YIFII—FTILERML, REBEKICTHRFELEE Go5NnikE
WEZRMKEKEST MY U LKAR., EMBIRKDIRICSHESEL., EKRER
NIRRT LTEE. 28, BETRMEL. 2-(bromomethyl) furanDE¥) %
=57

2-(bromomethyl) furan&EN,N- X F LRIV LT I K 125 mLICER L., 7
e MU DL 13,7 g(0.280mmo L) Z3RAN L. ERICTIRERE L, 18
HIRTER. NN-UAFIHEILTI R 100 L, 7+ M) DA 13,7 g(
0.280 mmol) ZRIN L., HICSHEBHZMMm L7, RIGKRTR., YIFILT
—FIVaERML. RBKICTER LR, Son-AREZRMKREKRT
U D LKBER, BAMRIEKICTESL, EKEEF N D LTRIE 58
. BETIRENEL. o 2-(furan-2-yl)acetonitrileDEM %[ 7,
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2-(furan-2-yl)acetonitrile&Z&EE7K 300 mLICRRGI H, KERI{EH D LA
50 g (0.89 mmol) ZRANL. ABSEMEER L7z RIGKRTHE, YIFILT
—TIERML TR LR BONCKBEZRBHR CEBMEICL., BT F
IWEMZATHIM L, BONEEREZHMRIEKICTREL, EBKREY
TR LTEE 58, BETRELTENY 25.2 92157,

TR2;
ethyl 2-(furan-2-yl)acetate D&

2-(furan-2-yl)acetic acid 24.8 g&N,N- X FJLRIL LTI K 590 mL
ICBRE L. RBESD ) D £32.6 9(0.236 mol), BRI U L 6.42 g(19.7 mmo
DDIRICHEM U7z S SHICHKBTICT, I—RFIT4H > 19 mL(0.24mol) Z 70
L. BRICTHREBH L, RIS TR, RISEEWICEEBKEZRMLE
%, FFEETFILCHIE L, BONCEREZENMBIRKICTRE. HKE
B b LTEIE 2B BRETERELT. BHNY 17.0 gZ28BREE L
TRE7

T3 ;

ethyl 2-(furan-2-yl)-4-methyl-3-oxopentanoate D &

EXRFHEKT. FhERkOT75Y 60 LRV A4Y FOELT IV 9.3
mL(66 mmol)IZ, HATICTIET M n=-TFFILY FUL/n-~FH 2 &7K38 mL(
60 mmol) ZE T L., ERFTHELLRIC, 0B/ L, BHKRTER, -
8CITBHEI L. ethyl 2-(furan-2-yl)acetate 4.62 g(30.0 mmol) &5E F L.
EUREICTIRERE®H L, B TR, -718CICT1/VT7FYIo0OY 3.8

mL(36 mmol) ZFM L. MRAICHFRELAZIC, ERICTIREBH LE, K
ST . KA TICTRISESHICRNIBL Y YV EZ U LAKBRERML,
HERT FILICTHIE L7, BONAREZRBMREKES M) U LKER
. BEAMBEKDOIEICHEKSE L, BKREY TR0 LATEE 58, BETIC

TRiEL, BoNEREZFES VATV AZLI7OXNTSZT4— (¥
YATIL30 g BEEBTFIL : AFHr=1:10) [CTHERERL. BHY 229
ERBRAE LTEx,
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'H NMR (CDCl;, Me,Si, 300MHz) §13.5 (s, 1H), 7.4-7.5 (m, 1H), 6.35-6.45
7.1 Hz, 2H), 2.4-2.6 (m, 1H),

(m, 1H), 6.1-6.2 (m, 1H), 4.19 (q, J
1.22 (t, J = 7.1 Hz, 3H), 1.11 (d, J
[0203] &R 8

O-hexylhydroxylamine D&

6.9 Hz, 6H)

T2

2-(hexyloxy)isoindoline-1,3-dione D&

N-E ROFS RIS 43 R 3.0 g(18 mmol) ZN, N-U A FILRILLF IR 3
0 mLICEAEL., KB TICTOOEEWKRILT MU DL GIHFICHEL) 0.81 ¢
(20 mmo L) Z /"IN L. ZRICTIONBI L7, WK TR, KATICTIOE
ANFH 2.8 mL(20 mmol), I+ ML 35 mg(0.23 mmol) & ERE T
L. 70°CICCR0BsEBHR Z M Lz, RIGIR TR, REVEEWZEIKKITEA
L. RIGEEWHICHE LABKRZ2BICLIYRY B L, BB THI &ICL
Y, ERH5.82 g RBERKE L THE%,

T#E2;

0-hexy Lhydroxy Lamine D& i

2-(hexyloxy)isoindoline-1,3-dione 5.82 g% X% J —)L 95 mLIZ;ARX
B, E RSPy - —KHH 3.0mL(62 mmol) AN L. 65°CICT3I0NBIR L=
o RIGIRT#HR., RIENEAMHTICHELABEFEZZ2BICIURYHL, B5h
FEEEBIEXFLYTHRE LR, BIEXFLYBBREDREMHE, RET
CCRMEL., BEE (BEN0C)T ST, BEMEELE NS IV DEEY
BB, BONEEREEMICYIFILI—FTIERML, EBKTHESR EK
WEEF N U LTRIRE. 8. BRETEMREIT S & T, BNY0.76 g% EE
mikE L TR,

H NMR (CDCLl,, Me,Si, 300MHz) §5.84 (s, 2H), 3.49 (t, J = 6.6 Hz, 3H),
1.4-1.6 (m, 2H), 1.2-1.4 (m, 6H), 0.86 (t, J = 6.6 Hz, 3H)

[0204]  EEUADARFEBILEMIZ. RIS ERVCERAICECTHET DI L
BNTED, Gl 1 RV 2 EAKICHE LAARBLEMOEIES, JiiLE



WO 2012/074067 250 PCT/JP2011/077829

[0205]

[0206]

HEANCEEH SN ALEWMERICE 1 6RDBEF2 ORICHTA, ARAIRZ
NODHIREIND EDTIFARW,

W, RPEtEDERHETFILEZRL. UTRABKICN-PrRUPr-nid /)L~
LV7OENLESE, i-PrRUPr-ild4 Y 7OELESE, c-PrRUPr—cids /0O
TOENEE, n-BuRUBu-nid /LI TFIE%E, s-BukUBu-sidtzH >
V) —TFIVE%E, i-BuRUBu-ildM YV 7 FIE%, t-BukUBu-tidt-7F
IWE%, c-BuRUBu-—cid> /O 7 FILE%, n-PenKUPen-nid /LT IRV
FILE %, c-PenKkUPen—cids 7 ORY FILE %, n-Hex Kk UHex-nlE /)L~
IWAFIIE%E, c-HexRUGHex—cid>¥ 7 OnF o )L E%A, Phid 7z )L E%
EThEhKT,

F16,. %17, %18, RT1TIRVK20HD INo.] &, AHFEBALE
MDONo.Thd,

16Xk
[{E51]
R1 R2

Ty

NN OR3

2 ™ 6 a1
GF

4
No R Rz R3 Rs
1-01 CH, H H H
1_02 CH3 CH3 H H
1-03 CH, n-Hex H H
1-04 CH; PhCH, H H
1-06 Ph Ph H H

1-07 n-Pr Ph H H
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CH,
4-(0CH,)Ph
i—Pr

Ph

1, 1-(CH,) ,~2-Ph-Et

i—Pr
Ph

c-Pr
(4-Ph)Ph
(4-Ph)Ph
(4-t-Bu)Ph
CH,C (0)0CH,
i—Pr
(4-Ph)Ph
(4-Ph)Ph
(4-t-Bu)Ph
(4-t-Bu)Ph
(4-t-Bu)Ph

251

Ph
H
H
H
H
(4-n-Hex)Ph
H
CH,
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
n-Hex
(4-n-Hex)Ph
H
n-Pr
(4-n-Hex)Ph
n-Hex
(4-n-Hex)Ph
n-Hex
n-Hex

C(0)OEt

PCT/JP2011/077829
H H
H H
H H
H H
H H
H H
CH; H
CH; H
H H
H 4-Cl
H 4-Cl
H 4-Cl
H 4-Cl
H 4-Cl
H H
H H
H H
H H
H H
H H
H 4-Cl
H H

[0207]
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[{£52]

Rl R?
'y

N\ *~OR?

re2e8)] - —————m————————————-—~—+—«——+—————————

No R R2 R3 Re1
1-12 CH, Ph H H
2-01 CH, H H H
2-02 CH, CH, H H
2-03 CH, n-Hex H H
2-04 CH; PhCH, H H
2-05 CF; Ph H H
2-06 Ph Ph H H
2-07 n—Pr Ph H H
2-09 i—Pr Ph H H
2-10 c—Pr Ph H H
2-12 n-Bu Ph H H
2-14 (4-CH;) Ph Ph H H
2-15 (4-CL)Ph Ph H H
2-16 (3,4-(0CH;),)Ph  Ph H H
2-18 pyridin-2-yl Ph H H
2-19 CH; (4-CH;) Ph H H
2-20 CH, (2-CH,)Ph H H
2-21 CH, {3, 4-(CH;),}Ph H H

2-22 CH, (4-Ph)Ph H H
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2-23 CH;
2-24 CH,
2-25 CH;
2-28 CH;
2-29 CH;
2-30 CH;
2-31 CH;
2-32 CH;
2-33 CH;
2-34 i—Pr
2-35 i—Pr
2-36 i—Pr
2-37 i—Pr
2-38 i—Pr
2-39 i—Pr
2-40 i—Pr
2-43 i—Pr
2-44 i-Pr
2-45 i—Pr
2-46 i—Pr
2-47 i-Pr
2-48 i—Pr
2-49 CH;
2-50 i—Pr
3-05 i—Pr

3-06 (4-0CH;)Ph
3-07 i—Pr
[0209] 21 7%k (#%X)

253 PCT/JP2011/077829
(4-t-Bu)Ph H H
naphthalen-1-yl H H
(4-n-Hex)Ph H H
(4-0CH;)Ph H H
benzo[d][1,3]dioxol-5-yl H H
{4-0(CH,) ,0Et}Ph H H
(4-CL)Ph H H
(3,4-CL,)Ph H H
thiophen-2-yl H H
(4-CH;) Ph H H
(2-CH;)Ph H H
{3, 4-(CH;),}Ph H H
(4-Ph)Ph H H
(4-t-Bu)Ph H H
naphthalen-1-yl H H
(4-n-Hex)Ph H H
(4-0CH;)Ph H H
benzo[d][1,3]dioxol-5-yl H H
{4-0(CH,) ,0E1}Ph H H
(4-CL)Ph H H
(3,4-CL,)Ph H H
thiophen-2-yl H H
(4-CF;)Ph H H
(4-CF;)Ph H H
H H 4-CH,
H H 4-CH;
(4-n-Hex)Ph H 4-CH,
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3-09
3-10
3-11
3-12
3-16
3-17
3-18
3-19
3-20
3-21
3-22
3-23
3-33
3-34
3-35
3-36
3-37
3-38
3-39
3-40
3-41
3-43
3-44
3-45
3-46

CF;

1 - (CH3)2_2_Ph_Et

Ph

(4-Ph)Ph
(4-t-Bu)Ph
i—Pr

c-Pr
(4-Ph)Ph
(4-t-Bu)Ph

(4-t-Bu)Ph
i—Pr

H

H

H

H

H
(4-n-Hex)Ph
H
(4-n-Hex)Ph
(4-n-Hex)Ph
H
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
n-Pr
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
H

n-Pr

n-Hex

Br

PhC(0)

PhC(0)

3-CH;
4-t-Bu
4-t-Bu
4-Cl
4-Cl
4-Cl
4-Cl
4-Cl
4-0CH,
4-0CH,
4-0CH,
4-0CH,
4-t-Bu

3_CH3
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3-47
3-48
3-49
4-03
4-18
4-19
4-20
4-21
4-22
4-23
4-56
4-57
4-58
4-59
4-60
4-61
4-62
4-71
4-72
4-73
4-74
4-75
4-76
4-83
4-84
4-85
4-86
4-88

(4-Ph)Ph
(4-t-Bu)Ph
(4-Ph)Ph
(4-t-Bu)Ph

n-Hex
c-Hex

furan-2-yl

(2,4-F,)Ph
C(0)OEt
i—Pr
(2,4-F,)Ph
C(0)OEt
i—Pr
(2,4-F,)Ph
C(0)OEt
CN

255

Br
(4-n-Hex)Ph
H
(4-n-Hex)Ph
n-Hex

n-Hex

n-Hex

n-Hex

n-Pr

(4-C(0)OMe)Ph
(4-n-CgH,;)Ph

(4-c-Hex)Ph
furan-2-yl
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
C(0)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
(4-n-Hex)Ph
C(0)CH,

PCT/JP2011/077829

H H

H 4-n-Hex
PhC(0) H

CH, 4-n-Hex
H 4-Cl
H 4-Cl
H 4-0CH;
H 4-0CH;
H 4-0CH;
CH; H

H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H 4-CH,
H C(0)OEt
H H

H 4-CH,
H 4-CH,
H 4-CF,
H 4-CF,
H 4-CF,
H 2,4-F,
H 2,4-F,
H 2,4-F,
H 4-CH,
H H
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C (NOCH,) CH,
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H H
H 4-CH,
H H
R7 Rs1
H H
H H

Rs Re
H CH;
(4-n-Hex)Ph H CH,
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4-89 i-Pr
4-90 H
4-91 i-Pr
#F18%
[0210] [{k53]
R1 R2
A
I“IU ()F23
R® S
R7 | 5~
No. R
3-24 i-Pr
3-25 i-Pr
F19%
[0212] [{k54]
R1 R2
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NI\I OR3
/bR .
No. R
4-28 i-Pr
4-29 i-Pr
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(4_n_C8H17)Ph H
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naphthalen-1-yl
naphthalen-1-yl
naphthalen-1-yl
naphthalen-1-yl
naphthalen-1-yl
thiophen-2-yl
thiophen-2-yl
thiophen-2-yl
thiophen-2-yl
thiophen-2-yl
thiophen-2-yl
thiophen-2-yl
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1-adamantyl

1-adamantyl
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1-adamantyl
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1 R2

o
R*TR®
re215] - —-——————H—H—H—"H"-""-""-""-"—-——""———(————————

No R R2 RS R# R5
4-49 i-Pr (4-n—-Hex)Ph H ~CH,CH,-
4-50 i—Pr (4-n-0ct)Ph H —CH,CH,—
4-51 i-Pr (4-c—Hex)Ph H ~CH,CH,-
4-52 i—Pr furan-2-yl H —CH,CH,-
4-53 n-Hex (4-n-Hex)Ph H —CH,CH,-
4-54  c—Hex (4-n—Hex)Ph H ~CH,CH,-
4-55 furan-2-yl (4-n-Hex)Ph H —CH,CH,-
4-87 i-Pr (4-n—Hex)Ph H CHs  CHe

[0216] RICEE1 6KRPBEE2 OKXRDOAFEALENOMEEEE2 1 RITTKT,
PMEE LT N URESES (HNR) I HLY 7 MERISRE R % SOH
95,

B LRAKFBRERFDIHFE. H NRAIER, (LEMORBENMUEREFICEI ST
BEREAREEP-1, P2XIEP-3%2 B2 NP> TWS, 2 1RICITY
MEEICIAH N\MRRIESRE. BEREMGFOEBE. BEEUFDORENDHBE
DEAL. RT3,

H NMRBIRE 1L, EEMEELTT RSIAFILYSY (Me,Si) RV, UTF
D (i)~ (iii) OFRHEICLIYITO,

(i) ;AEARIECDCL;, 300MHz,
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(i i) ;RIEREDMS0-d6, 300MHz,
(i i i) ; IRESAIEDNS0-d6, 400MHz,
[0217] [{k56]
Rl R R! R? R! R2
1\ )r S H o
N);S*OH - NN 0] —_— HI\?;S:O
R“’I\RS R4+R5 R4’|\R5
X"RS X~R8 X..RB
P-1 P-2 P-3
[0218] 8§52 1%

No. pilla s BEEMNK BELE
HNMRZ I ALY T ME XidEES

1-01 (i) P-2
§7.2-7.4 (m, 5H), 3.22 (s, 2H), 2.07 (s, 3H), 1.87 (s, 6H)
1-02 (i) P-2

87.2-7.4 (m, 5H), 3.00 (q, J = 8.0 Hz, 1H), 2.03 (s, 3H), 1.91 (s, 6
H), 1.30 (d, J = 7.7 Hz, 3H)

1-03 (i i) P-1&£P-3DE&Y 6:4

8 9.33 (s, 1H), 6.8-7.5 (m, 5H), 2.1-2.3(m, 2H), 2.03 (s, 3H), 1.80

(s, 6H) , 1.1-1.4(m, 8H), 0.8-0.9(m, 3H)

8 9.4-9.5 (br, 1H), 6.8-7.5 (m, 5H), 2.1-2.3(m, 2H), 2.03 (s, 3H), 1
.74(s, 6H), 1.1-1.4(m, 8H), 0.8-0.9(m, 3H)

1-04 (i) P-2
§ 6.8-7.4 (m, 10H), 2.9-3.7 (m, 3H), 1.4-2.2(m, 9H)
1-06 (i i) P-1

& 9.89 (s, 1H), 7.0-7.5 (m, 15H), 1.96 (s, 6H)
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1-07 (i i) P-1&P-30DREY 7:3

8 9.66 (s, 1H), 6.9-7.6 (m, 10H), 2.5-2.6 (m, 2H), 1.8-2.0 (m, 6H),
1.4-1.7 (m, 2H), 0.8-1.0 (m, 3H)

8 10.27 (s, 1H), 6.9-7.6 (m, 10H), 2.6-2.7 (m, 2H), 1.8-2.0 (m, 6H),
1.4-1.7 (m, 2H), 0.8-1.0 (m, 3H)

1-11 FheR  224~225C

1-12 @hsx  188~189C

2-01 (i) P-2

8 7.1-7.3 (m, 5H), 3.17(s, 2H), 3.11(s, 2H), 2.01 (s, 3H), 1.50 (s,

6H)

2-02 (i) P-2

§ 7.0-7.3 (m, 5H), 2.8-3.3 (m, 3H) ,1.2-2.1 (m, 12H)
2-03 (i) P-2

8 7.0-7.3 (m, 5H), 3.19(d, J=13.2 Hz, 1H), 3.06(d, J=13.2 H
z, TH), 2.97(t, J=5.7 Hz, 1H) , 1.98 (s, 3H), 1.49 (s, 6H), 0.
8-1.4 (m, 13H)

2-04 (iii) P-1&P-3DEEY 5:5

8 10.04 (s, 1H), 7.0-7.4 (m, 8H), 6.8-6.9 (m, 2H), 3.67(s, 2H), 3.15
(s, 2H), 1.77(s, 3H), 1.48(s, 6H)

8 9.43 (s, 1H), 7.0-7.4 (m, 8H), 6.8-6.9 (m, 2H), 3.46(s, 2H), 3.21(
s, 2H), 1.90(s, 3H), , 1.40(s, 6H)

2-05 (i i) P-1

8 10.96 (s, 1H), 7.3-7.6 (m, 5H), 7.1-7.3 (m, 3H), 6.9-7.0 (m, 2H),
3.23 (s, 2H), 1.59 (s, 6H)

2-06 (i i) P-1

8 10.14 (s, 1H), 7.1-7.5 (m, 13H), 6.9-7.1 (m, 2H), 3.24 (s, 2H), 1
.61 (s, 6H)

2-07 (i i) P-1&P-3DEEYD 5:5
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8 9.89(s, TH), 6.8-7.6 (m, 10H), 3.26(s, 2H), 2.3-2.5 (m, 2H), 1.52(

s, 6H), 1.3-1.5 (m, 2H), 0.7-0.9 (m, 3H)

8 9.84 (s, 1H), 6.8-7.6 (m, 10H), 3.17(s, 2H), 2.3-2.5 (m, 2H), 1.49
(s, 6H), 1.3-1.5 (m, 2H), 0.7-0.9 (m, 3H)

B21% (Hx)

No. AT S BEEMK BAL

HNMRY T ALY 7 ME XIEFEER

2-09 (i i) P-1&P-30DEEY 7:3

8 9.79(s, 1H), 7.3-7.5 (m, 4H), 7.1-7.3(m, 4H), 6.8-6.9(m, 2H), 3.14
(s, 2H), 2.87(sep, J=6.9 Hz, 1H) , 1.53(s, 6H), 1.02(d, J =6.8
Hz, 6H)

8 9.39 (s, MH), 7.3-7.5 (m, 4H), 7.1-7.3(m, 4H), 7.0-7.1(m, 2H), 3.2

0(s, 2H), 2.8-3.1 (m, 1H), 1.53(s, 6H), 1.06(d, J=7.1 Hz, 6H)

2-10 (i i) P-1&P-3DEEY 7:3

8 9.95(s, 1H), 7.51(d, J=6.9 Hz, 2H) , 7.3-7.5 (m, 3H), 7.1-7.3
(m, 3H), 6.8-6.9(m, 2H), 3.14 (s, 2H), 1.6-1.8 (m, 1H), 1.49(s, 6H),
0.6-0.7 (m, 4H)

8§ 9.19 (s, H), 7.75(d, J=7.4 Hz, 2H) , 7.3-7.5 (m, 3H), 7.1-7.

3(m, 3H), 7.0-7.1(m, 2H), 3.21(s, 2H), 1.8-2.0 (m, 1H), 1.46(s, 6H

) 0.8-0.9 (m, 4H)

2-12 (i i) P-1&P-3DEEY 5:5

8 9.90(s, 1H), 6.8-7.6(m, 10H) , 3.25(s, 2H), 2.42(t, J=7.6 Hz

, 2H) , 1.52(s, 6H), ,1.1-1.5 (m, 4H), 0.7-0.9 (m, 3H)

8 9.84 (s, 1H), 6.8-7.6(m, 10H) , 3.17 (s, 2H), 2.42(t, J=7.6 H
z, 2H) , 1.49(s, 6H) , 1.1-1.5 (m, 4H), 0.7-0.9 (m, 3H)

2-14 (i i) P-1
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§ 9.9-10.2 (br, 1H), 6.9-7.4 (m, 14H), 3.24 (s, 2H), 2.24 (s, 3H), 1

.59 (s, 6H)

2-15 (i i) P-1

8§ 10.25(s, 1H), 7.1-7.5 (m, 12H), 6.9-7.1 (m, 2H), 3.24 (s, 2H), 1.6
0 (s, 6H)

2-16 (i i) P-1

8 10.11(s, 1H), 6.6-7.4 (m, 13H), 3.71 (s, 3H), 3.48 (s, 3H), 3.24 (
s, 2H), 1.59 (s, 6H)

2-18 (i i) P-1

8 10.22 (s, 1H), 8.36(d, J=4.7 Hz, 1H) , 7.69(t, J=7.8 Hz,
1H) , 7.42(d, J=8.0 Hz, 1H) , 7.1-7.4 (m, 9H), 6.99(d, J =7.7
Hz, 2H) 3.27 (s, 2H), 1.61 (s, 6H)

2-19 (i i) P-1&P-3DEEY 5:5

8 9.97 (s, TH), 6.9-7.6 (m, 9H), 3.19 (s, 2H), 2.31 (s, 3H), 2.04 (s
, 3H), 1.46 (s, 6H)

8 9.89 (s, TH), 6.9-7.6 (m, 9H), 3.28 (s, 2H), 2.31 (s, 3H), 2.15 (s
, 3H), 1.46. (s, 6H)

2-20 (i i) P-1&P-3DEEY 6:4

8 9.97 (s, 1H), 7.1-7.3 (m, 7H), 6.9-7.0 (m, 2H), 3.0-3.4(m, 2H), 2.
19(s, 3H),, 1.79(s, 3H), 1.51(s, 6H)

8 9.83 (s, 1H), 7.1-7.3 (m, 7H), 6.9-7.0 (m, 2H), 3.0-3.4(m, 2H), 2.
26(s, 3H), 1.89(s, 3H), 1.45(s, 6H)

2-21 (i i) P-1&P-3DEEY 5:5

8 9.84(s, 1H), 7.41(s, TH), 7.0-7.3 (m, 6H), 6.95(d, J=7.1 Hz, 2
H) , 3.28(s, 2H), 2.24(s, 3H), 2.22(s, 3H), 2.15 (s, 3H), 1.44 (s, 6
H)

8 9.94(s, 1H), 7.41(s, TH), 7.0-7.3 (m, 6H), 6.95(d, J=7.1 Hz, 2
H) , 3.18(s, 2H), 2.24(s, 3H), 2.22(s, 3H), 2.03(s, 3H), 1.50 (s, 6H
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)

E21%k ()

No. AT S BEEMR BAL
HNMRY T AL 7 ME XIEFERR

2-22 (i i) P-1&P-3DEEY 6:4

S 10.08(s, TH), 6.9-7.8(m, 14H), 3.31(s, 2H), 2.24(s, 3H), 1.48 (s,
6H)

8 10.15 (s, 1H), 6.9-7.8(m, 14H), 3.21(s, 2H), 2.11 (s, 3H), 1.53 (s
, 6H)

2-23 (i i) P-1&P-3DEEY 6:4

8 9.88(s, TH), 6.9-7.6(m, 9H), 3.28(s, 2H), 2.16(s, 3H), 1.45 (s, 6H
), 1.30 (s, 18H)

8 9.97(s, TH), 6.9-7.6(m, 9H), 3.18(s, 2H), 2.05 (s, 3H), 1.50 (s, 6
H), 1.30 (s, 18H)

2-24 (i i) P-1&P-3DEEY 7:3

8 10.00 (s, 1H), 6.9-8.0(m, 12H) , 3.29(d , J=14.0 Hz, 1H) , 3
J13(d, J=12.7 Hz, 1H) , 1.77 (s, 3H), 1.58 (s, 6H)

8 10.06 (s, 1H), 6.9-8.0(m, 12H) , 3.1-3.4(m , 2H) , 1.90 (s, 3H),
1.52 (s, 6H)

2-25 (i i) P-1&P-3DEEY 6:4

8 9.88(s, TH), 6.9-7.7(m, 9H) , 3.29(s, 2H), 3.57(t, J=7.5 Hz
, 2H) ,2.16(s, 3H), 1.4-1.7 (m, 8H), 1.30 (s, 6H), 0.8-1.0 (m, 3H)
8 9.96 (s, 1H), 6.9-7.7(m, 9H) , 3.18(s, 2H), 3.57(t, J=7.5 Hz
, 2H) , 2.04(s, 3H), 1.4-1.7 (m, 8H), 1.30 (s, 6H), 0.8-1.0 (m, 3H)
2-28 (i i) P-1&P-3DEEY 5:5

8 9.90 (s, TH), 6.9-7.6 (m, 9H), 3.76 (s, 3H), 3.19 (s, 2H), 2.03 (s
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, 3H), 1.45 (s, 6H)

8 9.80 (s, TH), 6.9-7.6 (m, 9H), 3.76 (s, 3H), 3.28 (s, 2H), 2.13 (s
, 3H), 1.45 (s, 6H)

2-29 (i i) P-1&P-3DEEY 5:5

8 9.94 (s, TH), 6.8-7.4(m, 8H), 6.00(s, 2H), 3.27(s, 2H), 2.15(s, 3H
), 2.04(s, 3H), 1.44 (s, 6H)

8 9.89(s, 1H), 6.8-7.4(m, 8H), 6.01(s, 2H), 3.17(s, 2H), 2.02(s, 3H)
, 2.04(s, 3H), 1.49 (s, 6H)

2-30 (i i) P-1&P-3DEEY 6:4

8 9.80 (s, 1H), 7.52(d, J=8.5 Hz, 2H) 7.1-7.4(m, 5H), 6.9-7.1(m
, 2H), 4.0-4.2 (m, 2H), 3.6-3.8 (m, 2H), 3.51(q, J=7.0 Hz, 2H), 3
.29(s, 2H), 2.14(s, 3H), 1.44(s, 6H), 1.14(t, J=7.0 Hz, 6H)

8 9.90(s, 1H), 7.52(d, J=8.5 Hz, 2H) 7.1-7.4(m, 5H), 6.9-7.1(m,
2H), 4.0-4.2 (m, 2H), 3.6-3.8 (m, 2H), 3.51(q, J=7.0 Hz, 2H), 3.
19(s, 2H), 2.02(s, 3H), 1.50(s, 6H), 1.14(t, J=7.0 Hz, 3H)

2-31 (i i) P-1&P-3DEEY 7:3

810.16(s, 1H), 6.9-7.8 (m, 9H), 3.29 (s, 2H), 2.19 (s, 3H), 1.46 (s,
6H)

510.16(s, 1H), 6.9-7.8 (m, 9H), 3.18 (s, 2H), 2.06 (s, 3H), 1.51 (s,
6H)

2-32 (i i) P-1&P-3DEEY 7:3

510.4-10.5 (m, 1H), 6.8-8.2 (m, 8H), 3.1-3.4 (m, 2H), 2.1-2.4 (m, 3H
), 1.48 (s, 6H)

510.3-10.4 (m, 1H), 6.8-8.2 (m, 8H), 3.1-3.4 (m, 2H), 2.0-2.2 (m, 3H
), 1.48 (s, 6H)

E21%k ()

No. RTE S HEZEMAK EaEL
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HNMRZ I ALY T ME XITEES

2-33 (i i) P-1&P-3DE&Y 8:2

510.3 (s, 1H), 6.9-7.5 (m, 8H), 3.28 (s, 2H), 2.26 (s, 3H), 1.45 (s,
6H)

810.2 (s, 1H), 6.9-7.5 (m, 8H), 3.18 (s, 2H), 2.12 (s, 3H), 1.50 (s,
6H)

2-34 (i i) P-1&P-3DEEY 8:2

89.73 (s, TH), 7.1-7.4 (m, 7H), 6.8-6.9 (m, 2H), 3.13 (s, 2H), 2.84
(sep, J = 7.1 Hz, 1H), 2.31 (s, 3H), 1.52 (s, 6H), 1.01 (d, J = 6.9 H

z, 6H)

89.31 (s, MH), 7.1-7.4 (m, 7H), 7.0-7.1 (m, 2H), 3.20 (s, 2H), 2.9-3

.1 (m, TH), 2.31 (s, 3H), 1.52 (s, 6H), 1.05 (d, J = 6.9 Hz, 6H)

2-35 (i i) P-1£P-3DEEY 8:2

89.76 (s, 1H), 7.1-7.3 (m, 7H), 6.8-6.9 (m, 2H), 3.21 (d, J = 12.7 H

z, H), 3.06 (d, J = 13.2 Hz, 1H), 2.4-2.6 (m, 1H), 2.18 (s, 3H), 1.5
1 (s, 6H), 0.95 (d, J = 6.9Hz, 3H)

8§9.41 (s, 1H), 7.1-7.3 (m, 7H), 7.0-7.1 (m, 2H), 3.1-3.4 (m, 2H), 2.

4-2.6 (m, 1H), 2.22 (s, 3H), 1.55 (s, 6H), 0.86 (d, J = 6.9Hz, 3H)

2-36 (i i) P-1&£P-3DE&Y 7:3

59.70 (s, 1H), 6.8-7.3 (m, 8H), 3.14 (s, 2H), 2.85 (sep, J = 7.7 Hz,
1H), 2.23 (s, 3H), 2.22 (s, 3H), 1.52 (s, 6H), 1.01 (d, J = 6.9 Hz,

6H)

89.28 (s, 1H), 6.8-7.3 (m, 8H), 3.20 (s, 2H), 2.9-3.1 (m, 1H), 2.24
(s, 3H), 2.22 (s, 3H), 1.51 (s, 6H), 1.05 (d, J = 7.1 Hz, 6H)

2-37 (i i) P-1&P-30DREY 7:3

89.91 (s, 1H), 6.8-7.8 (m, 14H), 3.16 (s, 2H), 2.93 (sep, J = 6.9 Hz

, TH), 1.54 (s, 6H), 1.06 (d, J = 6.9 Hz, 6H)
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89.48 (s, 1H), 6.8-7.8 (m, 14H), 3.22 (s, 2H), 3.0-3.1 (m, 1H), 1.54
(s, 6H), 1.10 (d, J = 7.1 Hz, 6H)

2-38 (i i) P-1&P-3DE&Y 8:2

89.7-9.8 (m, 1H), 7.1-7.5 (m, 7H), 6.8-6.9 (m, 2H), 3.13 (s, 2H), 2.

8-2.9 (m, TH), 1.52 (s, 6H), 1.31 (s, 9H), 1.03 (d, J = 6.6 Hz, 6H)
89.3-9.4 (m, 1H), 7.1-7.5 (m, 7H), 7.0-7.1 (m, 2H), 3.2-3.3 (m, 2H),
2.9-3.1 (m, TH), 1.52 (s, 6H), 1.31 (s, 9H), 1.03 (d, J = 6.6 Hz, 6H
)

2-39 (i i) P-1&P-3DE&Y 8:2

89.76 (s, 1H), 7.2-8.1 (m, 10H), 6.9-7.0 (m, 2H), 3.1-3.3(m, 2H), 2

4-2.8 (m, 1H), 1.60 (s, 6H), 0.87 (d, J = 6.9 Hz, 6H)

89.6-9.7 (m, 1H), 7.2-8.1 (m, 10H), 7.14 (d, J = 8.0 Hz, 2H), 3.1-3.
3 (m, 2H), 2.4-2.8 (m, TH), 1.55 (s, 6H), 0.96 (d, J = 6.6 Hz, 6H)
2-40 (i i) P-1&P-3DEEYD 6 : 4

89.72 (s, 1H), 7.1-7.4 (m, 7H), 6.8-6.9 (m, 2H), 3.14 (s, 2H), 2.85
(sep, J = 5.5 Hz, TH), 2.57 (t, J = 6.7 Hz, 2H), 1.52 (s, 6H), 1.5-1,
7 (m, 2H), 1.2-1.4 (m, 6H), 1.0-1.2 (m, 6H), 0.8-1.0 (m, 3H)
89.3-9.4 (m, 1H), 7.1-7.4 (m, 7H), 7.0-7.1 (m, 2H), 3.19 (s, 2H), 2.
9-3.1 (m, 1H), 2.57 (t, J = 6.7 Hz, 1H), 1.52 (s, 6H), 1.5-1.7 (m, 2H
), 1.2-1.4 (m, 6H), 1.0-1.2 (m, 6H), 0.8-1.0 (m, 3H)

E21%k ()

No. AT S BEEMR BAL
HNMRY T AL 7 ME XIEFERR

2-43 (i i) P-1&P-3DEEY 7:3

59.68 (s, 1H), 6.8-7.4 (m, 9H), 3.77 (s, 3H), 3.13 (s, 2H), 2.82(sep
, J =6.6Hz, 1H), 1.52 (s, 6H), 1.01 (d, J = 6.8 Hz, 6H)
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89.27 (s, 1H), 6.8-7.4 (m, 9H), 3.77 (s, 3H), 3.20 (s, 2H), 2.9-3.1
(m, TH), 1.52 (s, 6H), 1.05 (d, J = 7.0 Hz, 6H)

2-44 (i i) P-1&P-3DEEY 7:3

89.73 (s, 1H), 6.7-7.5 (m, 8H), 6.02 (s 2H), 3.12 (s, 2H), 2.83(sep,
J =6.8Hz, 1H), 1.51 (s, 6H), 1.01 (d, J = 6.8 Hz, 6H)

89.33 (s, 1H), 6.7-7.5 (m, 8H), 6.02 (s 2H), 3.19 (s, 2H), 2.9-3.1 (

m, TH), 1.51 (s, 6H), 1.0-1.2 (m, 6H)

2-45 (i i) P-1&P-3DEEY 7:3

59.68 (s, 1H), 6.8-7.4 (m, 9H), 4.0-4.2 (m, 2H), 3.6-3.8 (m, 2H), 3.
51 (q, J = 6.9 Hz, 2H), 3.13 (s, 2H), 2.82(sep, J = 6.9 Hz, 1H), 1.52
(s, 6H), 1.14 (t, J = 6.9 Hz, 3H), 1.00 (d, J = 6.9 Hz, 6H)

59.27 (s, 1H), 6.8-7.4 (m, 9H), 4.0-4.2 (m, 2H), 3.6-3.8 (m, 2H), 3.

51 (q, J = 6.9 Hz, 2H), 3.20 (s, 2H), 2.94 (sep, J = 8.8 Hz, 1H), 1.5

2 (s, 6H), 1.14 (t, J = 6.9 Hz, 3H), 1.05 (d, J = 6.9 Hz, 6H)

2-46 (i i) P-1&P-3DEEY 7:3

§9.91 (s, 1H), 7.1-7.5 (m, 7H), 6.8-6.9 (m, 2H), 3.36 (s, 3H), 3.13
(s, 2H), 2.8-2.95 (m, 1H), 1.52 (s, 6H), 1.02(d, J = 6.9 Hz, 6H)
89.55 (s, 1H), 7.1-7.5 (m, 7H),7.0-7.1 (m, 2H), 3.31 (s, 3H), 3.20 (

s, 2H), 2.95-3.1 (m, 1H), 1.52 (s, 6H), 1.06(d, J = 6.9 Hz, 6H)

2-47 (i i) P-1

§10.0-10.2 (br, 1H), 7.4-7.8 (m, 2H), 7.1-7.4 (m, 4H), 6.8-7.1 (m, 2

H), 3.15 (s, 2H), 2.8-3.1 (m, 1H), 1.53 (s, 6H), 1.05 (d, J = 6.6 Hz,
6H)

2-48 (i i) P-1&P-3DEEYD 6 : 4

810.05 (s, 1H), 6.8-7.5 (m, 8H), 3.14 (s, 2H), 2.8-3.1 (m, TH), 1.51
(s, 6H), 1.08 (d, J = 6.6 Hz, 6H)

89.61(s, 1H), 6.8-7.5 (m, 8H), 3.22 (s, 2H), 2.8-3.1 (m, TH), 1.51 (

s, 6H), 1.13 (d, J = 6.8 Hz, 6H)
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2-49 (i i) P-1&£P-3DE &Y 7:3

§10.41 (s, 1H), 6.9-8.1 (m, 9H), 3.29 (s, 2H), 2.24 (s, 3H), 1.49 (s

, 6H)

§10.3-10.4 (br, 1H), 6.9-8.1 (m, 9H), 3.1-3.4 (m, 2H), 2.12 (s, 3H),
1.49 (s, 6H)

2-50 (i i) P-1&P-3DEEM 8:2

§10.09 (s, 1H), 6.8-7.9 (m, 9H), 3.15 (s, 2H), 2.8-3.0 (m, 1H), 1.54
(s, 6H), 1.05 (s, 6H)

§9.7-9.8 (br, 1H), 6.8-7.9 (m, 9H), 3.1-3.3 (m, 2H), 3.0-3.1 (m, 1H)

, 1.54 (s, 6H), 1.03 (s, 6H)

F;215% (|¥)

No. AITE SR BEEZMK RBELL

HNMRT ALY T ME XSRS

3-01 (i) p-2

§7.60 (dd, J = 6.8, 2,1Hz, 2H), 7.20-7.30 (m, 5H), 6.91 (dd, J = 6.8

, 2,4Hz, 2H), 3.8 (s, 3H), 3.60 (s, 2H), 1.94 (s, 6H)

3-02 (i) P-2

8§7.15-7.35 (m. 5H), 3.20 (s, 2H), 2.68 (sep, J = 6.8Hz, 1H), 1.86 (s

, 6H), 1.17 (d, J = 6.8Hz, 6H)

3-03 (i) P-2

§7.62-7.70 (m, 2H), 7.20-7.45 (m, 8H), 3.63 (s, 2H), 1.95 (s, 6H)

3-04 (i) p-2

8§7.15-7.34 (m, 8H), 6.98-7.10 (m, 2H), 3.08 (s, 2H), 2.79 (s, 2H).,

1.84 (s, 6H), 1.18 (s, 6H)

3-05 (i) P-2

§7.04 (d, J = 8.0Hz, 2H), 6.98 (d, J = 8.0Hz, 2H), 3.13 (s, 2H), 3.0
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5 (s, 2H), 2.59 (sep, J = 6.8Hz, 1H), 2.30 (s, 3H), 1.50 (s, 6H), 1.0
9 (d, 6.8Hz, 6H)

3-06 (i) P-2

§7.55 (dd, J = 6.8, 2.1Hz, 2H), 7.03 (s, 4H), 6.91 (d, J = 8.6 Hz, 2
H), 3.84 (s, 3H), 3.14 (s, 2H), 3.56 (s, 2H), 2.28 (s, 3H), 1.56 (s,
6H)

3-07 (i) p-2

57.18~7.42 (m, 4H), 7.00 (s, 4H), 3.21 (s, 2H), 3.16 (sep, J = 7.2H
z, MH), 2.61 (t, J = 7.5Hz, 2H), 2.29 (s, 3H), 1.62 (s, 6H), 1.54~1,
58 (m, 2H), 1.26~1.36 (m, 6H), 1.07 (d, J=7.2Hz, 6H), 0.87~0.92 (m,
3H)

3-08 (i) P-2

§6.91~7.42 (m, 9H), 3.22 (sep, J = 7.2Hz, 1H),2.4~2.7 (m, 2H), 1.5
5 (s, 6H), 1.53~1.57 (m, 2H), 1.23~1.35 (m, 6H), 1.12 (d, J=7.2Hz,
6H), 0.8~0.9 (m, 3H)

3-09
Fim  144.6~145.5C
3-10 (i) P-2

§6.91-7.33 (m, 9H), 3.06 (s, 2H), 3.05 (s, 2H), 2.73 (s, 2H), 2.31 (
s, 3H), 1.49 (s, 6H), 1.10 (s, 6H)

3-11 (i) P-2

§7.55-7.66 (m, 2H), 7.25-7.42 (m, 3H), 7.03 (s, 4H), 3.58 (s, 2H), 3
.14 (s, 2H), 2.28 (s, 3H), 1.58 (s, 6H)

3-12 (i) P-2

§7.35 (d, J =8.6 Hz, 2H), 6.98 (d, J = 8.6 Hz, 2H), 3.14 (s, 2H), 3
.06 (s, 2H), 2.59 (sep, J = 6.8 Hz, 1H), 1.50 (s, 6H), 1.10 (d, J =7
.1 Hz, 6H)

3-13 (i) P-1
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57.83 (d, J
H), 7.08 (d, J = 7.1 Hz, 2H), 5.91 (s, 1H), 3.60 (s, 3H), 1.98 (s, 6H
)

7.4 Hz, 2H), 7.38 (t, J = 7.4 Hz, 2H), 7.15-7.33 (m, 4

3-14 (i) P-1

§7.73 (d, J = 7.4 Hz, 2H), 7.41 (t, J = 7.4 Hz, 2H), 7.16-7.36 (m, 4
H), 3.16 (s, 3H), 2.10 (s, 3H), 1.98 (s, 6H)

3-16 (i) p-2

8§7.12~7.62 (m, 10H), 3.59 (s, 2H), 3.19 (s, 2H), 1.59 (s, 6H)

F;215% (|¥)

No. AITE SR BEEZMK RBELL

HNRT AL T ME RIFRER

3-17 (i) P-2

857.09-7.25 (m, 5H), 3.13 (s, 2H), 3.09 (s, 2H), 2.58 (sep, J = 7.2 H

z, TH), 1.52 (s, 6H), 1.09 (d, J = 6.9 Hz, 6H)

3-18 (i) P-1&P-20REY) 4:6

§6.94-7.46 (m, 8H), 6.17 (br, 1H), 3.18 (s, 2H), 3.13-3.17 (m, 1H),

2.55-2,66 (m, 2H), 2.35 (s, 3H), 1.64 (s, 6H), 1.50-1.64 (m, 2H), 1.1

1 (d, J =6.9Hz, 6H), 0.95-1.20 (m, 6H), 0.75-0.95 (m, 3H)
56.94-7,.46 (m, 8H), 4.17 (s, 1H), 3.30 (s, 2H), 2.55-2.66 (m, 2H), 2

.40-2.60 (m, 1H), 2.36 (s, 3H), 1.55 (s, 6H), 1.50-1.64 (m, 2H), 1.11
(d, J = 7.2 Hz, 6H), 0.95-1,20 (m, 6H), 0.75-0.95 (m, 3H)

3-19 (i) p-2

8§7.25-7.15 (m, 1H), 6.95-7.05(m, 1H), 6.85-7.05 (m, 2H), 3.13 (s, 2H

), 3.05 (s, 2H), 2.59 (sep, J = 7.2 Hz, 1H), 2.29 (s, 3H), 1.51 (s, 6

H), 1.09 (d, J = 6.9 Hz, 6H)

3-20 (i) P-1&£P-20R &Y 5:5
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56.88-7.47 (m, 8H), 6.14 (br, 1H), 3.21 (s, 2H), 3.13-3.20 (m, 1H),

2.52-2,65 (m, 2H), 2.26 (s, 3H), 1.64 (s, 6H), 1.49-1,63 (m, 2H), 1.2
1-1.39 (m, 6H), 0.95-1.05 (m, 6H), 0.82-0.93 (m, 3H)

56.88-7.47 (m, 8H), 4.12 (s, 1H), 2.52-2,65 (m, 2H), 2.40-2.55 (m, 1

H), 2.30 (s, 3H), 1.55 (s, 6H), 1.49-1.63 (m, 2H), 1.21-1.39 (m, 6H),
1.05-1.15 (m, 6H), 0.82-0.93 (m, 3H)

3-21 (i) P-1

7.95-8.0 (m, 2H), 7.6-7.7 (m, 1H), 7.45-7.55 (m, 2H), 7.0-7.1 (m, 1H)

, 6.9-7.0 (m, 1H), 6.6-6.7 (m, 1H), 6.56 (s, 1H), 6 6.03 (s, 1H), 3.0

9 (s, 2H), 2.92 (sep, J = 6.9 Hz, 1H), 2.22 (s, 3H), 1.64 (s, 6H), 1.

25 (d, J 6.9 Hz, 6H)

3-22 (i) P-2

§7.2-7.3 (m, 2H), 7.0-7.1 (m, 2H), 3.14 (s, 2H), 3.06 (s, 2H), 2.50-

2.65 (m, 1H), 1.52 (s, 6H), 1.29 (s, 9H), 1.08 (d, J 6.9 Hz, 6H)

3-23 (i) P-1&£P-20R &Y 5:5

§6.90-7.47 (m, 8H), 6.13 (br, 1H), 3.20 (s, 2H), 3.05-3.19 (m, 1H),

2.52-2.67 (m, 2H), 1.65 (s, 6H), 1.52-1.63 (m, 2H), 1.22-1.41 (m, 6H)

, 1.27 (s, 9H), 0.94-1.09 (m, 6H), 0.83-0.93 (m, 3H)

§6.90-7.47 (m, 8H), 4.13 (s, 1H), 3.05-3.19 (m, 2H), 2.52-2.67 (m, 2

H), 2.39-2.51 (m, 1H), 1.65 (s, 6H), 1.52-1.63 (m, 2H), 1.22-1.41 (m,
6H), 1.31 (s, 9H), 0.94-1,09 (m, 6H), 0.83-0.93 (m, 3H)

F;215% (|¥)

No. AITE SR BEEZMK RBELL

HNMRT ALY T ME XSRS

3-24 (i) P-2

§7.12-7.30 (m, 5H), 3.63 (d, J = 7.2 Hz, 1H), 3.10 (s, 2H), 2.50-2.6
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5 (m, 1H), 1.56 (s, 3H), 1.40 (s, 3H), 1.26 (d, J = 7.2 Hz, 3H), 1.08
(d, J =7.2Hz, 3H), 1.56 (d, J = 6.9 Hz, 3H)

3-25 (i) P-1&P-20E &Y 5:5

86.88-7.45 (m, 9H), 6.07 (br, TH), 3.93-4.06 (m, 1H), 3.11 (sep, J =
7.2 Hz, 1H), 2.52-2,65 (m, 2H), 1.81-1.20 (m, 8H), 1.59 (s, 6H), 0.8

3-1.20 (m, 12H)

86.88-7.45 (m, 9H), 4.11 (s, 1H), 3.68-3.77 (m, 1H), 2.52-2.65 (m, 2

H), 2.35-2.52 (m, 1H), 1.81-1.20 (m, 8H), 1.59 (s, 6H), 0.83-1.20 (m,
12H)

3-27 (ii) P-1&P-3DEEYD 9:1

89.63 (s, 1H), 7.36 (d, J = 7.7 Hz, 2H), 7.05-7.3 (m, 5H), 6.98 (d,

J = 7.4Hz, 2H), 2.45-2.6 (m, 2H), 1.84 (s, 6H), 1.7-1.9(m, 1H), 1.45-
1.65 (m, 2H), 1.2-1.35 (m, 6H), 0.7-1.05 (m, 7H)

89.45-9.55 (br, 1H), 7.5-7.6 (m, 2H), 7.05-7.3 (m, 5H), 6.98 (d, J =
7.4Hz, 2H), 2.45-2.6 (m, 2H), 1.84 (s, 6H), 1.7-1.9(m, 1H), 1.45-1.6

5 (m, 2H), 1.2-1.35 (m, 6H), 0.7-1.05 (m, 7H)

3-28 (ii) P-1&P-30DEEY 1:9

§9.7-9.8 (br, 1H), 7.34 (d, J = 8.6 Hz, 2H), 7.1-7.3 (m, 4H), 7.00 (

d, J = 8.5 Hz, 2H), 3.05-3.2 (m, 1H), 2.4-2.6 (m, 2H), 1.82 (s, 6H),
1.5-1.6 (m, 2H), 1.2-1.35 (m, 6H), 1.14 (d, J = 6.8 Hz, 6H), 0.75-0.9
(m, 3H)

89.56 (s, 1H), 7.34 (d, J = 8.6 Hz, 2H), 7.1-7.3 (m, 4H), 7.00 (d, J
= 8.5 Hz, 2H), 2.95-3.05 (m, 1H), 2.4-2.6 (m, 2H), 1.87 (s, 6H), 1.5

-1.6 (m, 2H), 1.2-1.35 (m, 6H), 1.14 (d, J = 6.8 Hz, 6H), 0.75-0.9 (m

, 3H)

3-29 (ii) P-1&P-3DEEY 9 :1

89.67 (s, 1H), 7.3-7.4 (m, 4H), 7.17 (d, J = 7.5 Hz 2H), 7.00 (d, J

= 8.5 Hz, 2H), 2.4-2.6 (m, 2H), 1.7-1.9(m, TH) 1.83 (s, 6H), 1.45-1.6
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5 (m, 2H), 1.2-1.35 (m, 6H), 0.7-1.1 (m, 7H)

89.45-9.55 (br, 1H), 7.5-7.6 (m, 2H), 7.3-7.4 (m, 2H), 7.17 (d, J =

7.5 Hz 2H), 7.00 (d, J = 8.5 Hz, 2H), 2.4-2.6 (m, 2H), 1.7-1.9(m, 1H)
1.83 (s, 6H), 1.45-1.65 (m, 2H), 1.2-1.35 (m, 6H), 0.7-1.1 (m, 7H)

3-30 (ii) P-1

59.88 (br, 1H), 7.66 (d, J = 7.4 Hz, 2H), 7.59 (d, J = 7.7 Hz, 2H),

7.3-7.55 (m, 7H), 7.1-7.2 (m, 6H), 2.4-2.6 (m, 2H), 1.96 (s, 6H), 1.5

-1.65 (m, 2H), 1.2-1.4 (m, 6H), 0.85 (t, J = 6.9 Hz, 3H)

3-31 (ii) P-1

89.70 (s, 1H), 7.65-8.05 (m, 6H), 7.0-7.6 (m, 7H), 2.4-2.55 (m, 2H),
1.91 (s, 6H), 1.3-1.55 (m, 2H), 1.1-1.3 (m, 6H), 0.7-0.9 (m, 3H)

3-32 (ii) P-1

59.80 (s, 1H), 7.25-7.4 (m, 6H), 7.05-7.15 (m, 6H), 2.45-2.6 (m, 2H)

, 1.93 (s, 6H), 1.45-1.65 (m, 2H), 1.2-1.35 (m, 6H), 1.26 (s, 9H), 0.

8-0.9 (m, 3H)

3-33 (ii) P-1&£P-3DE&Y 7:3

89.75 (s, TH), 7.15-7.4 (m, 6H) 6.83 (d, J = 8.4 Hz, 2H), 3.12 (s, 2

H), 2.84 (sep, J = 6.8 Hz, 1H), 2.57 (t, J = 7.5 Hz 2H), 1.53 (s, 6H)

, 1.4-1.65 (m, 2H), 1.2-1.4 (m, 6H), 1.00 (d, J = 6.8 Hz, 6H), 0.8-0.

9 (m, 3H)

89.31 (s, TH), 7.15-7.4 (m, 6H) 7.05 (d, J = 8.3 Hz, 2H), 3.20 (s, 2
H), 2.9-3.05 (m, 1H), 2.57 (t, J = 7.5 Hz 2H), 1.51 (s, 6H), 1.4-1.65
(m, 2H),1.2-1.4 (m, 6H), 1.05 (d, J = 7.1 Hz, 6H), 0.8-0.9 (m, 3H)

B21% (Hx)
No. AIE R BEEMK BEAL

HNMRZ I ALY T ME XITEES
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3-34 (ii) P-1&P-3DEEY) 7:3

59.88 (s, 1H), 7.40 (d, J = 8.0 Hz, 2H), 7.15-7.3 (m, 4H), 6.85 (d,

J =8.3Hz, 2H), 3.12 (s, 2H), 2.57 (t, J = 7.4 Hz, 2H), 1.65-1.75(m,
TH), 1.55-1,65(m, 2H), 1.49 (s, 6H), 1.2-1.4 (m, 6H), 0.87 (t, J =6

.8 Hz, 3H), 0.55-0.75 (m, 4H)

8§9.06 (s, 1H), 7.63 (d, J = 8.0 Hz, 2H), 7.15-7.3 (m, 4H), 7.07 (d,

J =8.0 Hz, 2H), 3.22 (s, 2H), 2.57 (t, J = 7.4 Hz, 2H), 1.65-1.75(m,
TH), 1.55-1,65(m, 2H), 1.43 (s, 6H), 1.2-1.4 (m, 6H), 0.87 (t, J =6

.8 Hz, 3H), 0.55-0.75 (m, 4H)

3-35 (ii) P-1&£P-3DEEY 6:4

§9.51 (s, 1H), 7.14 (d, J = 8.3 Hz, 2H), 6.72 (d, J = 8.2Hz, 2H), 3.

06 (s, 2H), 2.69 (sep, J = 6.9Hz, 1H), 2.15-2.3 (m, 2H), 1.46 (s, 6H)

, 1.4-1.6 (m, 2H), 1.05 (d, J = 6.9 Hz, 6H), 0.88 (t, J = 7.1 Hz, 3H)
§8.78 (s, 1H), 7.22 (d, J = 8.5 Hz, 2H), 7.00 (d, J = 8.5Hz, 2H), 3.

16 (s, 2H), 2.69 (sep, J = 6.9Hz, 1H),, 2.05-2.15 (m, 2H), 1.42 (s, 6

H), 1.4-1.6 (m, 2H), 1.05 (d, J = 6.9 Hz, 6H), 0.88 (t, J = 7.1 Hz, 3
H)
3-36 (ii) P-1

§10.14 (s, 1H), 7.63 (d, J = 7.7 Hz, 2H), 7.52 (d, J = 8.5 Hz, 2H),
7.1-7.5 (m, 11H), 6.97 (d, J = 8.2 Hz, 2H), 3.24 (s, 2H), 2.45-2.65 (
m, 2H), 1.61 (s, 6H), 1.5-1,65 (m, 2H), 1.2-1.4 (m, 6H), 0.8-0.9 (m,
3H)

3-37 (ii) P-1&P-3DEEY 9:1

§10.04 (s, 1H), 7.0-7.65 (m, 10H), 6.94 (d, J = 8.5 Hz, 2H), 3.21 (s
, 2H), 2.45-2,65 (m, 2H), 1.59 (s, 6H), 1.45-1.6 (m, 2H), 1.2-1.35 (m
, 6H), 1.22 (s, 9H), 0.8-0.95 (m, 3H)

§9.85-9.95 (m, 1H), 6.9-7.65 (m, 10H), 3.21 (s, 2H), 2.45-2,65 (m, 2
H), 1.59 (s, 6H), 1.45-1.6 (m, 2H), 1.2-1,35 (m, 6H), 1.23 (s, 9H), 0
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.8-0.95 (m, 3H)

3-38 (ii) P-1&P-3DEEY 8:2

89.66 (s, 1H), 7.1-7.25 (m, 4H) 6.76 (d, J = 8.5 Hz, 2H), 6.70 (d, J
= 8.2 Hz, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.75-2.9 (m, 1H), 2.57 (t
, J =7.4Hz, 2H), 1.5-1.65 (m, 2H), 1.50 (s, 6H), 1.2-1.4 (m, 6H), 1
.02 (d, J =6.9 Hz, 6H), 0.87 (t J = 6.9 Hz, 3H)

89.25-9.35 (br, 1H), 7.25-7.35 (m, 4H), 6.85-6.95 (m, 4H), 3.68 (s,
3H), 3.12 (s, 2H), 2.9-3.05 (m, 1H), 2.57 (t, J = 7.4 Hz 2H), 1.5-1.6
5 (m, 2H), 1.50 (s, 6H), 1.2-1.4 (m, 6H), 1.07 (d, J = 7.1 Hz, 6H), 0
.87 (t J = 6.9 Hz, 3H)

3-39 (ii) P-2

87.4-7.55 (m, 2H) 7.20 (d, J = 8.1 Hz, 2H), 6.84 (d, J = 8.3 Hz, 2H)
, 6.73 (d, J = 8.6 Hz, 2H), 3.69 (s, 3H), 3.08 (s, 2H), 2.5-2.6 (m,2H
), 1.65-1.8 (m, 1H), 1.55-1.65 (m, 2H), 1.45 (s, 6H), 1.2-1.4 (m, 6H)
, 0.8-1.0 (m, 3H), 0.7-0.8 (m, 2H), 0.6-0.7 (m, 2H)

3-40 (ii) P-1

§10.0-10.1 (m, 1H), 7.75 (d, J = 8.5 Hz, 2H), 6.85-7.7 (m, 13H), 6.7
6 (d, J =8.8Hz, 2H), 3.71 (s, 3H), 3.05-3.25 (m, 2H), 2.45-2.65 (m,
2H), 1.45-1.65 (m, 8H), 1.15-1.35 (m, 6H), 0.8-0.9 (m, 3H)

B21% (Hx)

No. AT S BEEMK BEAL
HNMRY T AL 7 ME XIEFERR

3-41 (ii) P-1&P-30DEEY 7:3

810.85 (s, 1H), 6.75-7.3 (m, 12H), 3.73 (s, 3H), 3.05-3.25 (m, 2H),

2.45-2.65 (m, 2H), 1.56 (s, 6H), 1.4-1.65 (m, 2H), 1.2-1.4 (m, 6H), 1
.24 (s, 9H), 0.8-0.9 (m, 3H)
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89.9-10.0 (m, 1H), 6.75-7.65 (m, 12H), 3.67 (s, 3H), 3.05-3.25 (m, 2

H), 2.45-2.65 (m, 2H), 1.56 (s, 6H), 1.4-1.65 (m, 2H), 1.2-1.4 (m, 6H

), 1.24 (s, 9H), 0.8-0.9 (m, 3H)

3-43 (i) P-1

87.9-8.0 (m, 2H), 7.6-7.7 (m, 1H), 7.45-7.55 (m, 2H), 7.20 (d, J = 8

.3 Hz, 2H), 6.74 (d, J = 8.2 Hz, 1H), 6.04 (s, 1H), 3.10 (s, 2H), 2.8

3-3.00 (m, 1H), 1.64 (s, 6H), 1.25 (s, 9H), 1.24 (d, J = 7.2 Hz, 6H)

3-44 (i) P-1&P-200R &Y 1:9

87.01-7.40 (m, 5H), 5.84 (br, 1H), 3.0-3.25 (m, 2H), 2.75-2.91 (m,

1H), 2.2-2.3 (m, 2H), 1.52 (s, 6H), 1.45-1.91 (m, 2H), 1.01-1.44 (m,

6H), 0.83-1.01 (m, 3H)

87.01-7.40 (m, 5H), 3.00-3.28 (m, 3H), 2.45-2.65 (m, 1H), 1.52 (s, 6

H), 1.45-1.91 (m, 2H), 1.01-1.44 (m, 6H), 0.83-1.01 (m, 3H)

3-45 (i) P-1

87.85-7.95 (m, 2H), 7.35-7.45 (m, 2H), 7.1-7.3 (m, 5H), 3.94 (br, 1H

), 3.2-3.3 (m, 1H), 3.05-3.15 (m, 1H), 1.85-2.0 (m, 2H), 1.57 (s, 3H)

, 1.55 (s, 3H), 1.33 (s, 9H), 0.95-1.19 (m, 8h), 0.74-0.82 (m, 3H)

3-46 (i) P-2

87.05-7.2 (m, 1H), 6.95-7.05 (m, 1H), 6.85-6.95 (m, 2H), 4.64 (s, 1H

), 2.92-3.13 (m, 2H), 2.73-2.89 (m, 1H), 2.30 (s, 3H), 1.46-1.61 (m,

6H), 1.06-1.19 (m, 6H)

3-47 (i) P-2

7.06-7.29 (m, 5H), 4.64 (s, 1H), 3.12 (d, J = 13.4 Hz, 1H), 3.03 (d,

J =13.4 Hz, 1H), 2.73-2.88 (m, 1H), 1.53 (s, 3H), 1.52 (s, 3H), 1.16
(d, J =6.9Hz, 3H), 1.13 (d, J = 7.2 Hz, 3H)

3-48 (i) P-1&P-20E &Y 5:5

86.89-7.47 (m, 8H), 6.13 (br, 1H), 3.20 (s, 2H), 3.12-3.19 (m, TH),

2.49-2.65 (m, 4H), 1.63 (s, 6H), 1.45-1.62 (m, 4H), 1.20-1.43 (m, 12H
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), 0.96-1.19 (m, 6H), 0.81-0.93 (m, 6H)

§6.89-7.47 (m, 8H), 4.11 (s, 1H), 3.11 (s, 2H), 2.49-2,65 (m, 4H), 2
.35-2.50 (m, 1H), 1.54 (s, 6H), 1.45-1.62 (m, 4H), 1.20-1.43 (m, 12H)
, 0.96-1,19 (m, 6H), 0.81-0,93 (m, 6H)

3-49 (i) P-1

§7,13-7.19 (m, 3H), 6.73-6.82 (m, 2H), 5.95 (s, 1H), 3.07 (s, 2H), 2
.87 (sep, J =6.9 Hz, 1H), 2.15 (s, 3H), 1.58 (s, 6H), 1.21 (d, J =7

.2 Hz, 6H)

4-01 (i) P-2

§7.18-7.34 (m, 5H), 3.75 (s, 3H), 3.48 (s, 2H), 3.41 (s, 2H), 1.87 (
s, 6H)

4-03 (i) P-1

87.08-7.30 (m, 7H), 6.87-6.76 (m, 2H), 3.25 (s, 3H), 3.11 (s, 2H), 2

.95 (sep, J =6.9 Hz, 1H), 2.62 (t, J = 7.6 Hz, 2H), 1.63 (s, 6H), 1.

51-1.70 (m, 2H), 1.21-1.42 (m, 6H), 1.15 (d, J = 6.8 Hz, 6H), 0.89 (t

, J = 6.8 Hz, 3H)

[0228] 2 1%k (FX)

No. AT S BEEMR BAL

HNMRY T AL 7 ME XIEFERR

4-12 (ii) P-1&P-3DEEY 8:2

§9.26 (s, 1H), 7.1-7.3 (m, 3H), 6.89 (d, J = 6.9Hz, 2H), 2.82 (sep,

J =6.9Hz, TH), 2.20 (t, J = 7.8Hz, 2H), 1.82 (s, 6H), 1.37 (m, 2H),
1.19 (d, J = 7.3 Hz, 6H), 0.8-0.9 (m, 3H)

89.23 (s, MH), 7.1-7.3 (m, 3H), 7.04 (d, J = 7.0Hz, 2H), 2.8-3.0 (m,
1H), 2.0-2.15 (m, 2H), 1.79 (s, 6H), 1.37 (m, 2H), 1.21 (d, J = 6.9

Hz, 6H), 0.8-0.9 (m, 3H)
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4-13 (ii) P-1

89.87 (s, 1H), 7.66 (d, J = 7.7Hz, 2H), 7.59 (d, J = 8.3Hz, 2H), 7.1
-7.5 (m, 10H), 2.5-2.6 (m, 2H), 1.97 (s, 6H), 1.5-1.6 (m, 2H), 1.2-1.
4 (m, 6H), 0.7-0.9 (m, 3H)

4-14 (ii) P-1&P-20E &Y 6:4

59.68 (s, 1H), 7.0-8.0 (m, 14H), 2.4-2,6 (m, 2H), 1.92 (s, 6H), 1.0-
1.5 (m, 8H), 0.7-0.9(m, 3H)

§7.0-8.0 (m, 14H), 3.31 (s, 1H), 2.4-2,6 (m, 2H), 1.87 (s, 6H), 1.0-
1.5 (m, 8H), 0.7-0.9(m, 3H)

4-15 (ii) P-1

89.78 (s, 1H), 7.05-7.35 (m, 13H), 2.5-2.6 (m, 2H), 1.95 (s, 6H), 1.
5-1.6 (m, 2H), 1.28 (s, 9H), 1.2-1.4 (m, 6H), 0.7-0.9 (m, 3H)

4-16 (ii) P-1

89.59 (s, TH), 7.55 (d, J = 8.6Hz, 2H), 7.41 (d, J = 8.6Hz, 2H), 7.1
~7.35 (m, 3H), 7.00 (d, J = 7.0Hz, 2H), 2.4-2.5 (m, 2H), 1.90 (s, 6H)
, 1.8-1.9 (m, 2H), 1.05-1.45 (m, 6H), 1.31 (s, 9H), 0.7-0.9 (m, 3H)
4-17 (ii) P-1&P-30DREY 1:6

89.63 (s, 1H), 7.54 (d, J = 8.0Hz, 2H), 7.35-7.45 (m, 4H), 7.41 (d,
J = 8.6Hz, 2H), 2.4-2.5 (m, 2H), 1.88 (s, 6H), 1.8-1.9 (m, 2H), 1.0-1
.4 (m, 6H), 1.30 (s, 9H), 0.7-0.8 (m, 3H)

89.7-9.8 (m, 1H), 7.83 (d, J = 8.5Hz, 2H), 7.1-7.6 (m, 6H), 2.4-2.5
(m, 2H), 1.88 (s, 6H), 1.8-1.9 (m, 2H), 1.0-1.4 (m, 6H), 1.30 (s, 9H)
, 0.7-0.8 (m, 3H)

4-18 (ii) P-1&P-3DEEY 8:2

§9.96 (s, 1H), 7.3-7.7 (m, 9H), 7.19 (d, J = 8.4 Hz, 2H), 6.87 (d, J
= 8.4 Hz, 2H), 3.20 (s, 2H), 2.45-2.6 (m, 2H), 1.56 (s, 6H), 1.35-1,
55 (m, 2H), 1.2-1.35 (m, 6H), 0.8-0.9 (m, 3H)

89.45 (br, 1H), 7.78 (d, J = 8.6 Hz, 2H), 7.1-7.7 (m, 11H), 3.26 (s,
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2H), 2.45-2.6 (m, 2H), 1.50 (s, 6H), 1.35-1.55 (m, 2H), 1.2-1.35 (m,
6H), 0.8-0.9 (m, 3H)

4-19 (ii) P-1&P-3DEEY 8:2

89.87 (s, 1H), 6.8-7.9 (m, 8H), 3.17 (s, 2H), 2.4-2.55 (m, 2H), 1.53
(s, 6H), 1.28 (s, 9H), 1.0-1.5 (m, 8H), 0.7-0.9 (m, 3H)

89.3-9.4 (m, 1H), 6.8-7.9 (m, 8H), 3.23 (s, 2H), 2.2-2.4 (m, 2H), 1.

47 (s, 6H), 1.25 (s, 9H), 1.0-1.5 (m, 8H), 0.7-0.9 (m, 3H)

[0229] 2 1%k (%)

No. AT S BEEMK BAL

HNMRY T ALY 7 ME XIEFEER

4-20 (ii) P-1&P-3DEEYD 6 : 4

§9.90 (s, 1H), 7.3-7.7 (m, 9H), 6.80 (d, J = 8.4 Hz, 2H), 6.70 (d, J
= 8.3 Hz, 2H), 3.67 (s, 3H), 3.13 (s, 2H), 2.4-2.6 (m, 2H), 1.54 (s,
6H), 1.4-1.6 (m, 2H), 1.0-1.2 (m, 6H), 0.7-0.9 (m, 3H)

89.4-9.5 (m, 1H), 6.6-7.8 (m, 13H), 3.68 (s, 3H), 3.17 (s, 2H), 2.4-

2.6 (m, 2H), 1.48 (s, 6H), 1.28 (s, 9H), 1.4-1.6 (m, 2H), 1.0-1.2 (m,
6H), 0.7-0.9 (m, 3H)

4-21 (ii) P-1&P-3DEEY 7:3

59.80 (s, 1H), 6.6-7.9 (m, 8H), 3.67 (s, 3H), 3.11 (s, 2H), 2.4-2.6
(m, 2H), 1.51 (s, 6H), 1.28 (s, 9H), 1.0-1.6 (m, 8H), 0.7-0.9 (m, 3H)
§9.35 (m, 1H), 6.6-7.9 (m, 8H), 3.68 (s, 3H), 3.15 (s, 2H), 2.2-2.4
(m, 2H), 1.45 (s, 6H), 1.0-1.6 (m, 8H), 1.25 (s, 9H), 0.7-0.9 (m, 3H)

4-22 (ii) P-1&P-3DEEY 6:4

89.43 (s, TH), 6.66 (s, 4H), 3.67 (s, 3H), 3.01 (s, 2H), 2.6-2.8 (m,
2H), 2.2-2.3 (m, 2H), 1.44 (s, 6H), 1.3-1.5 (m, 2H), 1,07 (d, J = 6.

8Hz, 6H), 0.89 (t, J = 7.3Hz, 3H)
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88.78 (s, 1H), 6.91 (d, J = 8.3 Hz, 2H), 6.73 (d, J = 8.3 Hz, 2H), 3

.68 (s, 3H), 3.08 (s, 2H), 2.7-2.9 (m, 2H), 2.0-2.2(m, 2H), 1.39 (s,

6H), 1.3-1.5 (m, 2H), 1.07 (d, J = 6.8Hz, 6H), 0.89 (t, J = 7.3Hz, 3H

)

4-23 (i) P-1&P-20E &Y 9:1

58.0-8.1 (m, 2H), 7.6-7.7 (m, 2H), 7.15-7.3 (m, 3H), 7.05-7.15 (m, 2

H), 6.37 (br, 1H), 3.92 (s, 3H), 3.27 (s, 2H), 3.12-3.19 (m, 1H), 1.6

5 (s, 6H), 1.08 (d, J = 7.2 Hz, 6H)

58.0-8.1 (m, 2H), 7.6-7.7 (m, 2H), 7.15-7.3 (m, 3H), 7.05-7.15 (m, 2

H), 4.2-4.3 (m, TH), 3.92 (s, 3H), 3.1-3.2 (m, 2H), 2.35-2.5 (m, 1H),
1.65 (s, 6H), 0.95-1.05 (m, 6H)

4-27 (i) P-1

§9.71 (s, 1H), 7.13-7.33 (m, 3H)., 7.05-7.12 (m, 2H), 4.31 (q, J =7

.1 Hz, 2H), 3.23 (sep, J = 6.9 Hz, 1H), 1.94 (s, 6H), 1.36 (t, 7.3 Hz

, 3H), 1.30 (d, J = 6.8 Hz, 6H)

4-28 (ii) P-1&P-3DEEYD 6 : 4

89.66 (s, 1H), 6.9-8.3 (m, 11H), 3.60 (s, 2H), 2.82(sep, J = 6.7Hz,
1H), 2.58 (t, J = 8.0Hz, 2H), 1.60 (s, 6H), 1.5-1.7 (m, 2H), 1.2-1.4
(m, 6H), 0.97 (d, J = 5.9 Hz, 6H), 0.87 (t, J = 7.0 Hz, 3H)

9.29 (s, TH), 6.9-8.3 (m, 11H), 3.69 (s, 2H), 2.95 (sep, J = 6.6Hz, 1

H), 2.58 (t, J = 8.0Hz, 2H), 1.57 (s, 6H), 1.5-1.7 (m, 2H), 1.2-1.4 (

m, 6H), 0.99 (d, J = 6.3 Hz, 6H), 0.87 (t, J = 7.0 Hz, 3H)

4-29 (ii) P-1&P-3DEEY 7:3

89.66 (s, 1H), 6.9-8.3 (m, 11H), 3.60 (s, 2H), 2.82(sep, J = 6.5Hz,
1H), 2.58 (t, J = 7.7Hz, 2H), 1.59 (s, 6H), 1.5-1.7 (m, 2H), 1.2-1.4
(m, 10H), 0.97 (d, J = 6.6 Hz, 6H), 0.86 (t, J = 6.4 Hz, 3H)

59.29 (s, 1H), 6.9-8.3 (m, 11H), 3.69 (s, 2H), 2.85-3.0 (m, 1H), 2.5

8 (t, J = 7.7Hz, 2H), 1.59 (s, 6H), 1.5-1.7 (m, 2H), 1.2-1.4 (m, 10H)
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[0230]

, 0.97 (d, J =6.6 Hz, 6H), 0.86 (t, J = 6.4 Hz, 3H)

E21K (mx)

No. AT S BEEMK BAL

HNMRY T AL 7 ME XIEFERR

4-30 (ii) P-1&P-30DEEY 7:3

89.68 (s, 1H), 6.8-8.3 (m, 11H), 3.59 (s, 2H), 2.82 (sep, J = 6.7Hz,
1H), 1.65-1.8 (m, 5H), 1.59 (s, 6H), 1.1-1,5 (m, 6H), 0.98 (d, J = 6

.6 Hz, 6H)

89.29 (s, 1H), 6.8-8.3 (m, 11H), 3.69 (s, 2H), 2.85-3.0 (m, 1H), 1.6

5-1.8 (m, 5H), 1.59 (s, 6H), 1.1-1.5 (m, 6H), 1.04 (d, J = 6.6 Hz, 6H

)

4-31 (ii) P-1&P-3DEEY 7:3

810.17 (s, 1H), 6.3-8.3 (m, 10H), 3.62 (s, 2H), 2.95 (sep, J = 5.2 H

z, 1H), 1.57 (s, 6H), 1.03 (d, J = 5.3 Hz, 6H)

89.69 (s, 1H), 6.3-8.3 (m, 10H), 3.71 (s, 2H), 3.24 (sep, J = 5.2 Hz

, TH), 1.54 (s, 6H), 1.09 (d, J = 5.3 Hz, 6H)

4-32 (ii) P-1&P-3DEEY 5:5

89.81 (s, 1H), 8.0-8.15 (m, 1H), 7.7-7.85 (m, 2H), 6.9-7.6 (m, 8H),

3.62 (s, 2H), 2.58 (t, J = 7.9 Hz, 2H), 2,3-2.45 (m, 2H), 1.57 (s, 6H

), 1.0-1.4 (m, 16H), 0.85-1.0 (m, 3H), 0.7-0.85 (m, 3H)

89.72 (s, 1H), 8.25-8.35 (m, 1H), 7.85-7.95 (m, 2H), 6.9-7.6 (m, 8H)

, 3.72 (s, 2H), 2.58 (t, J = 7.9 Hz, 2H), 2,3-2.45 (m, 2H), 1.54 (s,

6H), 1.0-1.4 (m, 16H), 0.85-1.0 (m, 3H), 0.7-0.85 (m, 3H)

4-33 (ii) P-1&P-3DEEYD 8:2

89.61 (s, 1H), 6.8-8.3 (m, 11H), 3.59 (s, 2H), 2.58 (t, J = 7.5 Hz,

2H), 2.4-2.55 (m, 1H), 1.59 (s, 6H), 1.0-1.7 (m, 18H), 0.8-0.9 (m, 3H
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)

89.28 (s, 1H), 6.8-8.3 (m, 11H), 3.69 (s, 2H), 2.58 (t, J = 7.5 Hz,

2H), 2.4-2.55 (m, 1H), 1.59 (s, 6H), 1.0-1.7 (m, 18H), 0.8-0.9 (m, 3H

)

4-34 (ii) P-1

510.25 (s, TH), 8.1-8.2 (m, 1H), 7.8-7.9 (m, 1H), 7.77 (d, J = 7.9 H

z, TH), 7.45-7.55 (m, 3H), 7.35 (t J = 8.1 Hz, 1H), 7.15-7.25 (m, 4H)

, 7.07 (d, J =7.1 Hz, 1H), 6.3-6.4 (m, 1H), 5.95-6.05 (m, 1H), 3.71
(s, 2H), 2.59 (t, J = 7.8 Hz, 2H), 1.63 (s, 6H), 1.45-1.7 (m, 2H), 1.

2-1.45 (m, 6H), 0.8-0.9 (m, 3H)

4-35 (ii) P-1£P-3DE&Y 8:2

89.74 (s, 1H), 7.1-7.35 (m, 5H), 6.8-6.95 (m, TH), 6.6-6.7 (m, TH),

3.42 (s, 2H), 2.89(sep, J = 6.5Hz, 1H), 2.57 (t, J = 7.7 Hz, 2H), 1.5

7 (s, 6H), 1.45-1.65 (m, 2H), 1.2-1.4 (m, 6H), 1.06 (d, J = 6.5 Hz, 6

H), 0.8-0.9 (m, 3H)

89.41 (s, 1H), 7.1-7.35 (m, 5H), 6.8-6.95 (m, TH), 6.7-6.8 (m, TH),

3.48 (s, 2H), 2.95-3.1 (m, 1H), 2.57 (t, J = 7.7 Hz, 2H), 1.57 (s, 6H

), 1.45-1.65 (m, 2H), 1.2-1.4 (m, 6H), 1.06 (d, J = 6.5 Hz, 6H), 0.8-

0.9 (m, 3H)

4-36 (ii) P-1&P-3DEEYD 8:2

89.74 (s, 1H), 7.1-7.35 (m, 5H), 6.8-6.95 (m, TH), 6.6-6.7 (m, TH),

3.43 (s, 2H), 2.8-2.95 (m, 1H), 2.57 (t, J = 7.7 Hz, 2H), 1.52 (s, 6H

), 1.5-1.65 (m, 2H), 1.2-1.4 (m, 10H), 1.06 (d, J = 6.2 Hz, 6H), 0.85
(t, J = 6.9 Hz, 3H)

89.45-9.55 (m, 1H), 7.1-7.35 (m, 5H), 6.8-6.95 (m, 1H), 6.7-6.8 (m,
1H), 3.47 (s, 2H), 2.95-3.1 (m, 1H), 2.57 (t, J = 7.7 Hz, 2H), 1.52 (

s, 6H), 1.5-1.65 (m, 2H), 1.2-1.4 (m, 10H), 1.06 (d, J = 6.2 Hz, 6H),
0.85 (t, J = 6.9 Hz, 3H)
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[0231] 852 1%k (FEX)

No. AT S BEEMK BEAL

HNMRY T AL 7 ME XIEFERR

4-37 (ii) P-1&P-30DREY 7:3

89.76 (s, TH), 7.1-7.35 (m, 5H), 6.8-6.95 (m, 1H), 6.6-6.8 (m, TH),

3.42 (s, 2H), 2.89 (sep, J = 6.5 Hz, TH), 2.4-2.55 (m, 1H), 1.65-1.9
(m, 5H), 1.52 (s, 6H), 1.1-1.5 (m, 5H), 1.07 (d, J = 6.6 Hz, 6H)
89.41 (s, TH), 7.1-7.35 (m, 5H), 6.8-6.95 (m, 1H), 6.6-6.8 (m, TH),

3.4-3.5 (m, 2H), 2.95-3.1 (m, 1H), 2.4-2.55 (m, 1H), 1.65-1.9 (m, 5H)
, 1.52 (s, 6H), 1.1-1.5 (m, 5H), 1.07 (d, J = 6.6 Hz, 6H)

4-38 (ii) P-1&P-30DEEY 7:3

810.15 (s, 1H), 7.61 (s, TH), 7.26 (d, J = 3.8 Hz, 1H), 6.6-6.95 (m,
2H), 6.50 (s, TH), 6.32 (d, J = 5.4 Hz, 1H), 3.42 (s, 2H), 3.02 (sep
, J =5.2Hz, H), 1.52 (s, 6H), 1.12 (d, J = 5.2 Hz, 6H)

89.82 (s, TH), 7.59 (s, 1H), 7.29 (d, J = 3.7 Hz, TH), 6.6-6.95 (m,
2H), 6.50 (s, 1H), 6.32 (d, J = 5.4 Hz, 1H), 3.50 (s, 2H), 3.02 (sep,
J =5.2Hz, 1H), 1.50 (s, 6H), 1.19 (d, J = 5.3 Hz, 6H)

4-39 (ii) P-1

§9.84 (s, 1H), 7.1-7.5 (m, 5H), 6.8-6.95 (m, 1H), 6.6-6.8 (m, 1H), 3
.4-3.6 (m, 2H), 2.56 (t, J = 7.7 Hz, 2H), 2,3-2.45 (m, 2H), 1.50 (s,
6H), 1.05-1.65 (m, 16H), 0.75-0.9 (m, 6H)

4-40 (ii) P-1&P-3DEEY 7:3

89.70 (s, 1H), 7.1-7.35 (m, 5H), 6.8-6.95 (m, 1H), 6.6-6.8 (m, TH),
3.42 (s, 2H), 2.57 (t, J = 7.6 Hz, 2H), 2.4-2.55 (m, 1H), 1.52 (s, 6H
), 1.05-1.75 (m, 18H), 0.8-0.9 (m, 3H)

89.34 (s, TH), 7.1-7.35 (m, 5H), 6.8-6.95 (m, 1H), 6.6-6.8 (m, TH),
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3.48 (s, 2H), 2.57 (t, J = 7.6 Hz, 2H), 2.4-2.55 (m, 1H), 1.52 (s, 6H
), 1.05-1.75 (m, 18H), 0.8-0.9 (m, 3H)

4-41 (ii) P-1

510.30 (s, TH), 7.53 (s, 1H),7.28 (d, J = 5.2 Hz, 1H), 7.20 (s, 4H),
6.90 (t, J = 3.5 Hz, 1H), 6.73 (s, TH), 6.38 (s, 1H), 6.07 (s, 1H),
3.50 (s, 2H), 2.59 (t, J = 7.5 Hz, 2H), 1.58 (s, 6H), 1.5-1.65 (m, 2H
), 1.2-1.4 (m, 6H), 0.8-0.9 (m, 3H)

4-42 (ii) P-1&P-3DEEYD 9:1

89.57 (s, TH), 7.1-7.25 (m, 4H), 2.87 (sep, J = 7.1 Hz, 1H), 2.56 (t
, J =8.0Hz, 2H), 1.62 (s, 6H), 1.45-1.85 (m, 13H), 1.25-1.4 (m, 12H
), 1.10 (d, J = 6.8 Hz, 6H), 0.8-0.9 (m, 3H)

59.60 (s, 1H), 7.1-7.25 (m, 4H), 3.0-3.15 (m, 1H), 2.56 (¢, J = 8.0
Hz, 2H), 1.62 (s, 6H), 1.45-1.85 (m, 13H), 1.25-1.4 (m, 12H), 1.21 (d
, J =7.1Hz, 6H), 0.8-0.9 (m, 3H)

4-43 (ii) P-1

89.57 (s, TH), 7.17(s, 4H), 2.8-2.95 (m, 1H), 2.56 (t, J = 7.8 Hz, 2
H), 1.62 (s, 6H), 1.2-1.9 (m, 29H), 1.10 (d, J = 6.7 Hz, 6H), 0.86 (t
, J =7.2 Hz, 3H)

4-44 (ii) P-1

89.58 (s, 1H), 7.19 (dd, J = 8.2 Hz, 13.4 Hz, 4H), 2.8-2.95 (m, 1H),
2.4-2.55 (m, 1H), 1.61 (s, 6H), 1.15-1.9 (m, 27H), 1.11 (d, J = 6.8
Hz, 6H)

E21%k ()

No. AT S BEEMR BAL
HNMRY T AL 7 ME XIEFERR
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59.94 (s, 1H), 7.58 (s, 1H), 6.4-6.5 (m, 1H), 6.27(d, J = 2.4 Hz, TH
), 3.02 (sep, J = 5.2 Hz, 1H), 1.64 (s, 6H), 1.3-1.85 (m, 17H), 1.13
(d, J = 5.1 Hz, 6H)

89.94 (s, TH), 7.56 (s, 1H), 6.67 (d, J = 2.2 Hz, TH), 6.4-6.5 (m, 1
H), 3.35-3.45 (m, 1H), 1.64 (s, 6H), 1.3-1.85 (m, 17H), 1.26 (d, J =
5.3 Hz, 6H)

4-46 (ii) P-1

89.64 (s, MH), 7.36 (d, J = 7.8 Hz, 2H), 7.13 (d, J = 8.7 Hz, 2H), 2
.45-2,65 (m, 4H), 1.59 (s, 6H), 1.05-1,.85 (m, 33H), 0.7-0.9 (m, 6H)

4-47 (ii) P-1

89.53 (s, TH), 7.1-7.2 (m, 4H), 2.56 (t, J = 8.0 Hz, 2H), 2.45-2.55
(m, TH), 1.61 (s, 6H), 1.1-1.8 (m, 35H), 0.86 (t, J = 6.8 Hz, 3H)

4-48 (ii) P-1

810.04 (s, 1H), 7.56 (s, 1H), 7.17 (s, 4H), 6.40 (s, TH), 6.09 (d, J
= 2.9 Hz, TH), 2.58 (t, J = 7.7 Hz, 2H), 1.75-1.9 (m, 6H), 1.65 (s,
6H), 1.2-1.7 (m, 19H), 0.8-0.95 (m, 3H)

4-49 (ii) P-1&P-3DEEY 6:4

§10.21 (s, MH), 7.2-7.4 (m, 7H), 7.05 (d, J = 4.9 Hz, 2H), 2.93 (s,
2H), 2.8-2.9(m, 1H), 2.5-2.6 (m, 2H), 1.5-1.65 (m, 2H), 0.9-1.35 (m, 1
6H), 0.86 (t, J = 5.3 Hz, 3H)

89.73 (s, 1H), 7.2-7.4 (m, 7H), 6.96 (d, J = 4.6 Hz, 2H), 2.99 (s, 2
H), 2.9-3.05 (m, 1H), 2.5-2.6 (m, 2H), 1.5-1.65 (m, 2H), 0.9-1.35 (m,
16H), 0.86 (t, J = 5.3 Hz, 3H)

4-50 (ii) P-1£P-3DE&Y 6:4

§10.21 (s, MH), 7.1-7.3 (m, 7H), 7.05 (d, J = 4.8 Hz, 2H), 2.93 (s,
2H), 2.8-2.9 (m, 1H), 2.5-2.6 (m, 2H), 1.5-1.6 (m, 2H), 0.9-1.35 (m,
20H), 0.86 (t, J = 5.4 Hz, 3H)

§9.72 (s, 1H), 7.1-7.3 (m, 7H), 6.95 (d, J = 4.3 Hz, 2H), 2.99 (s, 2
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H), 2.9-3.0 (m, 1H), 2.5-2.6 (m, 2H), 1.5-1.6 (m, 2H), 0.9-1.35 (m, 2

OH), 0.86 (t, J = 5.4 Hz, 3H)

4-51 (ii) P-1&P-3DEEYD 6 : 4

§10.21 (s, MH), 7.1-7.3 (m, 7H), 7.05 (d, J = 4.6 Hz, 2H), 2.93 (s,

2H), 2.8-2.9 (m, 1H), 2.4-2.6 (m, 1H), 1.75-1.85 (m, 4H), 0.95-1.5 (m

, 16H)

89.74 (s, 1H), 7.1-7.3 (m, 7H), 6.9-7.0 (m, 2H), 2.98 (s, 2H), 2.9-3

.0 (m, TH), 2.4-2.6 (m, 1H), 1.65-1.75 (m, 4H), 0.95-1.5 (m, 16H)

4-52 (ii) P-1&P-3DEEYD 6 : 4

810.57 (s, 1H), 7.53 (s, 1H), 7.1-7.25 (m, 5H), 7.04 (d, J = 4.6 Hz,
1H), 6.62 (d, J = 2.4 Hz, TH), 6.45-6.5 (m, 1H), 2.92 (s, 2H), 2.9-3

.05 (m, TH), 1,.0-1.25 (m, 8H), 0.85-1.0 (m, 2H)

§10.21 (s, 1H), 7.59 (s, 1H), 7.1-7.25 (m, 5H), 6.97 (d, J = 4.5 Hz,
1H), 6.4-6.5 (m, 1H), 6.28 (d, J = 2.4 Hz, 1H), 2.98 (s, 2H), 2.75-2
.85 (m, TH), 1.0-1.25 (m, 8H), 0.85-1.0 (m, 2H)

B21% (%)

No. AT S BEEMK BAL

HNMRY T HILD 7 ME XIS

4-53 (ii) P-1&P-30DEEY 7:3

510.41 (s, 1H), 6.95-7.45 (m, 9H), 2.95-3.1 (m, 2H), 2.55 (t, J = 5.

8 Hz, 2H), 2.40 (d, J = 5.8 Hz, 2H), 1.5-1.65 (m, 2H), 1.0-1.4 (m, 16
H), 0.75-0.95 (m, 8H)

89.80 (s, 1H), 6.95-7.45 (m, 9H), 2.95-3.1 (m, 2H), 2.55 (t, J = 5.8
Hz, 2H), 2.40 (d, J = 5.8 Hz, 2H), 1.5-1.65 (m, 2H), 1.0-1.4 (m, 16H
), 0.75-0.95 (m, 8H)

4-54 (ii) P-1&P-3DEEY 6:4
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§10.22 (s, 1H), 7.1-7.3 (m, 7H), 7.0-7.1 (m, 2H), 2.92 (s, 2H), 2.56
(t, J = 5.8 Hz, 2H), 2.45-2.7 (m, 1H), 1.5-1.65 (m, 8H), 1.25-1.5 (m

, 8H), 1.0-1.25 (m, 4H), 0.8-0.95 (m, 5H))

89.69 (s, TH), 7.1-7.3 (m, 7H), 6.9-7.0 (m, 2H), 2.98 (s, 2H), 2.56
(t, J = 5.8 Hz, 2H), 2.45-2.7 (m, 1H), 1.5-1.65 (m, 8H), 1.25-1.5 (m,
8H), 1.0-1.25 (m, 4H), 0.8-0.95 (m, 5H))

4-55 (ii) P-1

§10.21 (s, 1H), 7.53 (s, 1H), 7.05-7.35 (m, 9H), 6.40 (s, 1H), 6.08
(s, H), 3.10 (s, 2H), 2.57 (t, J = 5.8 Hz, 2H), 1.5-1.65 (m, 2H), 1.

2-1.4 (m, 6H), 0.9-1.0 (m, 2H), 0.8-0.9 (m, 5H)

4-56 (ii) P-1&£P-3DE&Y 7:3

89.68 (s, TH), 7.1-7.35 (m, 4H), 6.85-7.1 (m, 2H), 6.65-6.85 (m, 2H)

, 3.09 (s, 2H), 2.86 (sep, J = 6.8 Hz, 1H), 2.57 (t, J = 7.4 Hz, 2H),
2.22 (s, 3H), 1.50 (s, 6H), 1.4-1.65 (m, 2H), 1.15-1.4 (m, 10H), 1.0

2 (d, J =6.2 Hz, 6H), 0.8-0.95 (m, 3H)

89.29 (s, TH), 7.1-7.35 (m, 4H), 6.85-7.1 (m, 4H), 3.14 (s, 2H), 2.9

5-3.05 (m, 1H), 2.57 (t, J = 7.4 Hz, 2H), 2.22 (s, 3H), 1.50 (s, 6H),
1.4-1.65 (m, 2H), 1.15-1.4 (m, 10H), 1.0-1.1 (m, 6H), 0.8-0.95 (m, 3

H)

4-57 (ii) P-1&P-30DREY 7:3

89.69 (s, TH), 7.15-7.2 (m, 4H), 6.85-7.0 (m, 2H), 6.73 (d, J = 7.9

Hz, 2H), 3.09 (s, 2H), 2.85 (sep, J = 6.7Hz, 1H), 2.45-2.55 (m, 1H),

2.22 (s, 3H), 1.65-1.9 (m, 5H), 1.50 (s, 6H), 1.15-1.5 (m, 5H), 1.02
(d, J = 6.8 Hz, 6H)

89.29 (s, MH), 7.30 (d, J = 7.9 Hz, 2H), 7.15-7.2 (m, 2H), 6.85-7.0
(m, 4H), 3.14 (s, 2H), 2.95-3.05 (m, TH), 2.45-2.55 (m, TH), 2.22 (s,
3H), 1.65-1.9 (m, 5H), 1.50 (s, 6H), 1.15-1.5 (m, 5H), 1.06 (d, J =

7.1 Hz, 6H)
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4-58 (ii) P-1&P-30DEEY 7:3

810.11 (s, 1H), 7.61 (s, TH), 6.96 (d, J = 5.6 Hz, 2H), 6.74 (d, J =
5.7 Hz, 2H), 6.50 (s, 1H), 6.32 (s, 1H), 3.10 (s, 2H), 2.98 (sep, J
= 5.3 Hz, TH), 2.22 (s, 3H), 1.49 (s, 6H), 1.07 (d, J = 5.2 Hz, 6H)
8§9.70 (s, 1H), 7.59 (s, 1H), 6.85-7.05 (m, 4H), 6.50 (s, 1H), 6.32 (
s, 1H), 3.17 (s, 2H), 2.98 (sep, J = 5.3 Hz, 1H), 2.22 (s, 3H), 1.46
(s, 6H), 1.15 (d, J = 4.6 Hz, 6H)

B21% (Hx)

No. AT S BEEMK BEAL
HNMRY T ALY 7 ME XIEFEER

4-59 (ii) P-1&P-3DEEYD 5:5

89.79 (s, MH), 7.1-7.3 (m, 4H), 6.9-7.05 (m, 2H), 6.77 (d, J = 7.7 H
z, 2H), 3.18 (s, 2H), 2.57 (t, J = 7.5 Hz, 2H), 2,35-2.5 (m, 2H), 2.2
2 (s, 3H), 1.49 (s, 6H), 1.55-1.65 (m, 2H), 1.2-1.45 (m, 8H), 1.05-1.
2 (m, 6H), 0.85-0.9 (m, 3H), 0.7-0.85 (m, 3H)

89.71 (s, TMH), 7.42 (d, J = 7.9 Hz, 2H), 7.1-7.3 (m, 4H), 6.9-7.05 (
m, 2H), 3.11 (s, 2H), 2.57 (t, J = 7.5 Hz, 2H), 2,35-2.5 (m, 2H), 2.2
2 (s, 3H), 1.46 (s, 6H), 1.55-1.65 (m, 2H), 1.2-1.45 (m, 8H), 1.05-1.
2 (m, 6H), 0.85-0.9 (m, 3H), 0.7-0.85 (m, 3H)

4-60 (ii) P-1&P-30DEEY 7:3

89.64 (s, 1H), 7.15-7.25 (m, 4H), 6.85-7.05 (m, 2H), 6.65-6.8 (m, 2H
), 3.09 (s, 2H), 2.58 (t, J = 7.8 Hz, 2H), 2.4-2.65 (m, 1H), 2.22 (s,
3H), 1.45-1.75 (m, 8H), 1.50 (s, 6H), 1.25-1.4 (m, 8H), 1.05-1.25 (m
, 2H), 0.8-0.95 (m, 3H)

89.2-9.3 (m, 1H), 7.15-7.35 (m, 4H), 6.85-7.05 (m, 4H), 3.1-3.2 (m,
2H), 2.58 (t, J = 7.8 Hz, 2H), 2.4-2.65 (m, 1H), 2.22 (s, 3H), 1.45-1
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.75 (m, 8H), 1.50 (s, 6H), 1.25-1.4 (m, 8H), 1.05-1.25 (m, 2H), 0.8-0
.95 (m, 3H)

4-61 (ii) P-1

810.23 (s, 1H), 7.52 (s, TH), 7.20 (s, 4H), 7.00 (d, J = 7.4 Hz, 2H)
, 6.86 (d, J =7.8Hz, 2H), 6.37 (d, J = 1.6 Hz, 1H), 6.03 (d, J = 2,
82 Hz, 1H), 3.19 (s, 2H), 2.59 (t, J = 7.8 Hz, 2H), 2.22 (s, 3H), 1.5
4 (s, 6H), 1.45-1,7 (m, 2H), 1.2-1.45 (m, 6H), 0.8-0.9 (m, 3H)

4-62 (ii) P-1

8§7.22 (d, J =8.1Hz, 2H), 7.11 (d, J = 8.2 Hz, 2H), 6.99 (d, J = 7.
7 Hz, 2H), 6.69 (d, J = 7.9 Hz, 2H), 4.11 (q, J = 7.1 Hz, 2H), 3.01 (
s, 2H), 2.9-3.0 (m, 1H), 2.58 (t, J = 7.8 Hz, 2H), 2.23 (s, 3H), 1.45
-1.65 (m, 2H), 1.51 (s, 6H), 1.2-1.4 (m, 6H), 1.09 (d, J = 6.9 Hz, 6H
), 1.07 (t, J = 7.1 Hz, 3H). 0.8-0.9 (m, 3H)

B21% (Hx)

No. AT S BEEMK BAL
HNMRY T ALY 7 ME XIEFEER

4-71 (i) P-1

87.15-7.63 (m, 8H), 6.90-6.98 (m, 2H), 3.17 (s, 2H), 2.60-2.74 (m, 1
H), 1.64 (s, 6H), 0.96 (d, J = 6.9 Hz, 6H)

4-72

i 117~119C

4-73

s 69~71C

4-74

s 113~115C

4-75
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Aie 102~104C

4-76

Fim 101~103C

4-30

i 88~90C

4-81

Ais 58~60C

4-82

Aie 133~135C

4-83

s 109~111C

4-84

Aie 108~110C

4-85

i 88~90C

4-86

A 140~142C

4-87

Aie 108~110C

4-88 (i) P-1

§12,7-13.1 (br, 1H), 7.12-7.21 (m, 3H), 6.84-6.94 (m, 2H), 3.11 (s,
2H), 3.04-3.15 (m, 1H), 2.42 (s, 3H), 1.58 (s, 6H), 1.27 (d, J = 6.9
Hz, 6H)

4-89 (i) P-1

§10.7-11.4 (br, 1H), 7.12-7,22 (m, 3H), 6.84-6.95 (m, 2H), 3.87 (s,
3H), 3.16 (s, 2H), 2.98-3.12 (m, 1H), 2.25 (s, 3H), 1.57 (s, 6H),. 1.
21 (d, J = 6.8 Hz, 6H)

4-90
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Ehs 149~151C

4-91 (ii) P-1

59.6-9.9 (br, 1H), 7.1-7.25 (m, 3H), 6.8-6.9 (m, 2H), 4.02 (t, J =6
.6 Hz, 2H), 3.11 (s, 2H), 3.07 (sep, J = 7.5 Hz, 1H), 2.11 (s, 3H), 1
.5-1.7 (m, 2H), 1.49 (s, 6H), 1.2-1.4 (m, 6H), 1.09 (d, J = 6.8 Hz, 6
H), 0.87 (t, J = 6.8Hz, 3H)

(&FH1)

UTORD %28 2BNFEZHET S

B —fikl (1) TRINhBEEYW 10mg

FHE : 700mg

A—2VRY—F: 274mg

HPC—L :16mg

& 1000mg

— i (1) TRINDILEMEAEZOCOA YL 1DIDBWITET, I—
VA —=FE120A YT aDIBWVIET., Ihb5EVEREAMICTRES
95, BEKRIEMEE NOF> 7O O—X (HPC-L) KA % HN
L. &, &8 (FLHUER ALR0.5~1Tmm) L7k, BT 5, Bo5hik
B IREEN A IRENS D\ (12/604 v > 1) TEHBLEBREFIZE2

(&5 2]

LFORS%EEET2Hh I TERRFEEEY 2,

B —MxX (1) TRINBELEY 10mg

FAE: 79mg

A—2A%—F :10mg

ATFT7) VBT RO L  Tmg

& 100mg
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— X (1) TRINDLEDEIEZC60A YL 2DHDWIET, I—
VAI—F 120Xy aDIDWVILET, INHERTTY VEER T X
COLEVEBEAHKICTESE TS, 1081 00mg%abs5BESF 7
EIVICKIET B,

(&5 3]

LUTFORA%EEaE TN T I RERBRNAEZRET 5,

B —MxX (1) TRINBZLEY 15mg

A :90mg

A—YRA5—F :42mg

HPC—L: 3mg

it 150mg

— i (1) TRINDILEMEAEZOCOOA YL 1DIDWITET, I—
VAI—FE120A Yy aDIBWIET, Ih5EVEBESHKICTRES
95, BEKRIEMEE NOF> 7O O—X (HPC-L) KA % HN
L. &, BRLEE BT D, BONLERFENZIRESN DL (12/60 X
vyoa) TERBL. BRIL, FD150mg%248BESFUHTEILICE
592,

(&5 4]

UTDH7 %2R T didzRET %,

B - —MxX (1) TRINBLELEY 10mg

g4 :90mg

wERtEILO—2 :30mg

ATT7V)V VBRI RY I Bmg

CMC-Na : 1 5mg

it 150mg
— %X (1) TRINZILLEMWEAFEEMEREZILO—X, CMC-Na(H LR F
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UAFIELO—R FTR)TOLE)ZE60A Y 2DABWIAEL, BET
%, BARICAT T VEER TR LERML, HEBEEREEDS, K
BERABEITL, 150mgDieXl%iB3,

(B4H4) 5 )
FHIRAREILRD L D ICHIET 5,
—fi (1) THRINB{LEY : 100mg
faffEprBE /) K : 1000mL
EFERLOBRIGEE. 19BICT mLOZEETEFICHRIRRIZTSIN S,
(BRI

RIS, AFBPLLEYOSHEMIEERER &S L TOBRMEICOWT, M
TORBRBICEWTEERWICERAT 2D, AFEBIEINSDOAHIREIND
HEDOTIEARW, BB, CO,MYFaAR—F—ILHIFTBCO,0EE (%) &
. BFERASHDCO,0EEB TR LT,

[0238] (EE&MI : MERDIBTEER)

EHEEMIEMRPM 18226 (DST77—NAM A AT 1 HILHE) %
cCOLMYyFanr—4— (5%C02) AT, 10% (v v) BBIRY >
BESURPMI 164 0thaAWT, MBEELE, Sonilias,
10% (v./v) BEYVIEAESTURPMI 64 0%t (G 1 BC O
) hICRRB L. AMBEEEREI6VIILERYI /O L—k (D—=V
FHE 1T TAYEY100w ]/ mL (4000004 ™ TI)
ERBEDICTL—TFT 14T LI, IHIC, IAFIVRILEKEFRS RRITEMR
LEeERFEHEOVWThHIDILEMERMRREO. 1AE1O0ng /mLE
$5ED1C0. 1% (v./v) HmiL7c. TORE, BEMERRBE LTIE0. 1
% (v./v) IAFILRLEFY RERELE,

37CT4HM. CO,Mv*¥arR—4— (5%C0,) NTHRIFAEEL.
%, EMHBEEEWS THRICTAELE, $48bh5E, Cel |l Countin
g Kit—83&K (AMCIEFEHE) 2&T /L0 wlFDHFmMLEE. C
O, 1vFarR—4— (%C0,) NTABFAEERKBEZITW. ¥1707
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L—bhY—=4—%FW 450 nmOBRAEERELE, BIXHmE, #E1t
BMERMEEOMABEEEZ. HEtEaWz S X WlilgimEE (B
SER) SLbE L T, HECAYMOMBIEEIEEEH A S L, MREE% 5
O%FMEET ZEE (1 C50) #kDrc, TORHR., ARBEAMIEIRPM
| 8 22 6ffiREICK L TBN/IBTEREEM AR L. SHEMAEOIETEES
FEHERTHIENHEREIN,

RPMI 822 6HifBEIcd 2#atamDn 1 C50 (wg,mL)
HE2 2RICKT,

#2235k
No 1C50
(kg /mL)

1-03 4,0
1-07 8.1
3-01 11.1
3-02 11.6
3-03 6.4
3-07 8.8
2-01 10.6
2-03 6.3
2-05 5.3
2-06 10.8
2-07 7.4
2-09 8.9
2-10 8.4
2-12 4.9

2-14 6.6
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2-15
2-16
2-19
2-20
2-21
2-22
2-23
2-24
2-25
2-28
2-29
2-31
2-32
2-33
2-49
2-34
2-35
2-36
2-37
2-39
2-40
2-43
2-44
2-45
2-46
2-47
2-48
2-50

5.8
11.2
13.4
38.8
6.8
4.2
0.16
6.8
6.2
68. 6
14.5
5.7
4.1
12.3
3.6
6.7
5.6
17.7
3.9
4.4
6.5
7.9
7.7
20.7
3.9
3.3
6.4
3.9
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3-05
3-06

4.9
1.7

g2k (K¥)

3-07
3-09
3-10
3-11
3-12
3-13
3-14
3-16
3-17
3-18
3-19
3-20
3-21
3-22
3-23
3-24
3-25
3-27
3-28
3-29
3-30

R e o LA T T o B L o
o0 N b N G © g ® W A D O © b N ©® OO W W

24.9
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3-31
3-32
3-33
3-34
3-35
3-38
3-39
3-40
3-41
3-43
3-44
3-45
3-46
3-47
3-49
4-01
4-03
4-12
4-13
4-14
4-15
4-16
4-17

297

6.4
27.1
5.9
3.2
3.8
4.2
0.4
76.7
17.0
8.0
3.3
5.6
3.3
3.3
4.3
1.1
6.4
5.6
8.3
3.8
10.2
4.2
5.6

[0241] 82 2% (f&X)
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4-18
4-19
4-20
4-21
4-22
4-23
4-27
4-28
4-30
4-31
4-33
4-34
4-35
4-36
4-37
4-38
4-39
4-40
4-41
4-45
4-48
4-49
4-50
4-51
4-52
4-53
4-54
4-55

5.6
21.6
4.8
6.1
4.1
6.3
5.5
19.5
43.2
3.3
54.6
18.7
10.5
13.5
8.5
3.4
10.0
9.9
12.5
3.9
8.5
3.4
3.3
3.2
8.4
4.5
36. 1
11.7
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4-56
4-57
4-58
4-59
4-60
4-61

30.2
10.0
3.3
22.5
38.6
6.4

g2k (K¥)

4-71
4-72
4-73
4-74
4-75
4-76
4-80
4-81
4-82
4-83
4-84
4-85
4-86
4-87
4-88
4-89
4-90

I1C50
(ng/mL)

el B - Y © > I © PR o BN o > IR (= NN JL R L]

S e o L o A B L L i - o

g N O W B~ N
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55 R DEIH
2 (1)
[1E1]

R! R2?
I\)I‘;‘&.OR?’
R“-"I\R5 (1)

X‘RB

[, RUE. KFREF. C~Cy7I/LF I, RITELRINEC,~C,,7
IWEI, C~Cie/ AT ILFI, C;~Co>27a7IFI, C3~Cy O
o7 IIFIL, C~CW 7oL, NOFVREFICL>TE#RIN
7<Co~Cou P I =l C~Cop7ILF )b, NOF VREFICE > TER
IN7C~Cy7IF =), —C(0)R'2, —C(0)O0R'2, —C(0)N(R™3)R™2,
—C(R™2)=NR3, —C(R2)=NOR', D1~D23, > 7./, 7T =JL. afElDR"
ICE > TEBRINEZT7 DI, RYDVIIIRYE VR EHNaE DR
TERINTVWTEHERWARY VI AERL, a2 OB AERYT &
X, BERORUFEWCIEA—TH>THEXIIEWIHER >TWTH &
<.

I LIS, 2DORHDBEET 2HBEICIE. BEET 5 2 DORME-CH,LH,C
H,-, —CH,CH,0-, —CH,0CH,-, -OCH,0-, -CH,CH,S-, —-CH,SCH,~, —CH,CHN(
Rv)-, —CH,N(RY)CH,-, -CH,CH,CH,CH,~, -CH,CH,CH,0-, -CH,CH,0CH,-, —CH
,0CH,0-, -0CH,CH,0-, -OCH,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-,

-N(R")CH=CH-, -OCH=N-, -SCH=N-, -N(R)CH=N-, -N(RY)N=CH-, -CH=C
HCH=CH-, —OCH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N- 3 (&-N=CHN=CH-%
DI EICEY, 2DDOR'ODZFNENDEE T DikFRIREF & HIC

EERNIE6EBREMMRLTELL. TDEE, BEFHRT H2E4D
RERFICEAS LAEKEZERFIZUCL > THERICBBEINATVWTH L
<, THIC, ARIC2ENEDITERINTVWSIFE, &2 DILIE
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WICRA—TH o> THXITEWICHELR > TWTH LKL,

R2iE, KFRERF. NaOTVRERF. 7/, C~CyZILFIL, C~C,
o7 aTIFI, C~CQoZ I Zib, NOATVRFICEL > TEBRS
N7=C,~C o, 7T =)L, C,~C,o7ILFZI), NOFVEFICL>TE
BENC,~Cy7IF =), —C(0)R'2, —C(0)O0R'2, —C(0)N(R'3)R™
. —C(R12)=NR®, —C(R2)=NOR'3, D1~D23, RV L)L, RVEVEL
MNefBDRITERICEMINAERY V)L, 72 ZI)LXIEefADR THE
BICBBINEZ7IZLERL, e 2 EOEBRERT & X, &4
DORGEWIRA—TH > THEXIIEWICHER > TWTH LK,
IHIC, 2DORIHBEET 2HBEICIE. BEET 5 2 DDRIFE-CH,LH,C
H,-, —CH,CH,0-, —CH,0CH,-, -OCH,0-, -CH,CH,S-, —-CH,SCH,~, —CH,CHN(
Rv)-, —CH,N(RY)CH,-, -CH,CH,CH,CH,~, -CH,CH,CH,0-, -CH,CH,0CH,-, —CH
,0CH,0-, -0CH,CH,0-, -OCH,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-,
-N(Rv)CH=CH-, -OCH=N-, -SCH=N-, -N(R*)CH=N-, -N(Rv)N=CH-, -CH=C
HCH=CH-, -OCH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N- 3 |&-N=CHN=CH-%
DI EICEY, 2DDRIDEFNENDEE T DikFRIREF & HIC
EERNIE6EBREMMRLTELL. TDEE, BEFHRT H2E4D
REBFIHES LEKRRFIZILICEI > TERICBRIN TV TE L
<, IHIC, AFIC2EULEDITERINTWVWEGE. &84 DILUIE
WICRA—TH o> THXITEWICHELR > TWTH LKL,

R3i&E, KERF. C~C7ILFI, C;~C>oOT7IFI, C~C
ZILAFIC~CTILFIL, C~CT T =L, RIUIL > TERICE
BINKC,~CT7 LTI, C~CT7IFZI, RUIL>THERICE
;I N7=C,~Cs7ILF =)L, —C(0)R2Z, —C(0)OR2, —C(0)N(R'2)R™3,
—Si(R2) (R®)R¥, Ry IJIXIIRVEVEENGEDRITEBRINT
WTHLIWARY I ERL, g2 LEDEHEZRT & X, B2 DR
EEWCA—TH>THITEWICHER >TWVWTH LK,

Xid, BFEEXIE-(CRRY) ~&FK L.
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R4BRURSIE, &4MILL TC~C7ILFILRIEC,~C 2 OT7 I
FIAEFRL, I5ICR*ERSH-CHLH,-, —CH,CH,CH,~, -CH,CH,CH,CH,~
N AF—-CH,CH,CH,CH,CH,- 22T B Z & ICL U R4 E RSN EFNEFNIE S
TORREFEHICIEE, 4818, 5E8EBNIICEBAETRLTE
& <.

RERUVR7IE, &AM L TKBREFIEC~CTILFILERL,

R8{Z., D1~D23, E1~E8, MI~M9, C;~C,> o7 FI., FI, F

2, C3~Ciy>/O7IT b, 7TZIXISKED RO TERICERS
NE7IZLVERL, KBP2ULEOBHART EE, E4OROIHEL
ICA—TH> THEXITHEWIHER > TWTH LKL,
I LIS, 2DDORIDBEET 2HBEICIE. BEET 5 2 DORIE-CH,LH,C
H,-, —CH,CH,0-, —CH,0CH,-, -OCH,0-, -CH,CH,S-, —-CH,SCH,~, —CH,CHN(
Rv)-, —CH,N(RY)CH,-, -CH,CH,CH,CH,~, -CH,CH,CH,0-, -CH,CH,0CH,-, —CH
,0CH,0-, -0CH,CH,0-, -OCH,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-,
-N(Rv)CH=CH-, -OCH=N-, -SCH=N-, -N(R*)CH=N-, -N(Rv)N=CH-, -CH=C
HCH=CH-, -OCH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N-3(&-N=CHN=CH-%
DI EICEY, 2DDRIDEFNENIEE T DikFRIREF & HIC
EERNIE6BREMBLTELL. TOEE, BREFHT H2E4D
REBFIHES LEKRRFIZILICEI > TERICBRIN TV TE L
<, THIC, ARIC2ENEDITERINTVWSIFE, &2 DILIE
WICRA—TH o> THXITEWICHELR > TWTH LKL,

DI~D23lE, ENENTEDOBEATKRINDIFEHERREZRL
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[1k6]
F1 F2

RiiE, KFREF. C~Ce7ILFIL, C~Ce/AOTILFI, C~Ce> ¥

O7ILFI, C~C/ O/ O7ILFIL, —0R2Z —C(0)R2, —C(0)0

R12,

7)., dEDRSTCEHBLINTVWTERWI T I, R

NIERVE VR ENIMEDRSTERINTVWTEHERWARYIILEERL
AR 2L EDEMARTEE, BLADORIZEWCRA—TH->THEX
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EEWIHER > TWTH LKL,

RiZ. Ci~Ciy7ILF I, C~Co/NOTIFI, C~CoZOTIF
. C~CipnaoO7IbFIL, 7T=)b, dEDORITEHLINTL
THRVWI I, RYILIERYE VB ENMEDORTERI N
TWTHERWARY U ERL, d 2L EDEHERTE X, B4 DR
BEFHEWIEA—TH > THEXITEWVWICHEER > TVWTH LKL,

Reig, NOFVETF. 7/, = b0, CG~Cu7ILF I, C~Cip/N

O7ILFI, C~CoZIaFT, C~CQp/NaT7IILNAF, FIFILR
IWRZIWFAFT, NAFILFIVRNKZINAFS, PILFILFA, /N
A7IFILFL, ZIVFILAILT 4 =)L, NATILFILAILT 1 =)L
« PILFRIIZIIKEZIL, ANOTILFILRIVERZIL, —C(0)NH,, —C(S
INH,, —S(0)NH, 7/ %>, 7xZ)LRIEnEDRSTEBRI L TW
THERWIIZIAERL. nh 2 EOBEEZRT EE. B2 OREE
BWIA—TH>THEXIFEWIHE LR >TWVWTHELL, s, s2X
332U EDEBHERTEE. EAOREEWICA—TH>THX
EEWIHER > TWTH LKL,
I 5T, 2DOORDBEET 2HEICIE. BEET D 2 D DRUL-CH,CH,CH,
-, —CH,CH,0-, —CH,0CH,-, -OCH,0-, —CH,CH,S-, -CH,SCH,~, —CH,CH,N(R¥
)=, —CH,N(R")CH,~, -CH,CH,CH,CH,~, —CH,CH,CH,0-, -CH,CH,0CH,~, -CH,0
CH,0-, —OCH,CH,0-, —OCH,CH,S-, -CH,CH=CH-, -OCH=CH-, -SCH=CH-, -
N(Rv)CH=CH-, -OCH=N-, -SCH=N-, -N(Rv)CH=N-, -N(Rv)N=CH-, -CH=CH
CH=CH-, -O0CH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N-3Z|&-N=CHN=CH-% %%
T B EICELY., 2DDRDEFNEFNDEE T DRFRETFEHICS
ERXIIERETALTEHLL, TOEE, BEMHT 282 DK
FRFIHEE LEKRRFIIIICE > TERICBEBRINTVWTH L
TSI ARIC2EAULEDITEBRINTWVWEIGE., &2 DLEEL
ICA—TH> THEXITHEWIHER > TWTH LKL,

RUE, ANOFVEF. C~Cpy7ILFIb, C~Cpy7ITF T, C~Cy
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NOTIFIIL, C~CoNaOF7IAF, C;~CQo>oOT7IILFI, Ci~
CoA7IIAFY, Co~Cp/ AT 2ATILFI, C;~C OV Y
a7iaxy, G~Criaxs (C~C) FZIFI, C~CFIa*
Y (C~C) ZiaFx, —bO, 7/ XUFT7z=IIVEFRL, R
RORBIE, &2 L TKRERT. C~Cy7ILFIL, Cs~Co>oO7
IWEI, C~Cip/NOTILFI, C3~Co/ a2 OF7ILFIL, DI~D23
CRYY, RUYEBVEBRESMEDRUTERICBERINTVWTERL
RPN, 7T XIEBEDR*TERICBEBRINTWVWTHERVW I T
ZIERL, A2 EDEHERT X, E4DORUIEWIRA—T
HoOTHXIFTEWIHEER > TWTH L,

ISIC, 2DDORABEET 2I5EICIE. BEET 5 2 DD R™E-CH,CH
,CH,~, -CH,CH,0-, -CH,0CH,-, —OCH,0-, —CH,CH,S-, —CH,SCH,~, -CH,CH,
N(R¥)-, -CH,N(R*)CH,~, -CH,CH,CH,CH,~, -CH,CH,CH,0-, -CH,CH,0CH,-, -
CH,0CH,0-, -0CH,CH,0-, —-OCH,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-
, -N(Rv)CH=CH-, -OCH=N-, -SCH=N-, -N(R*)CH=N-, -N(Rv)N=CH-, -CH
=CHCH=CH-, —OCH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N-3 (&-N=CHN=CH-
EFRT DI EILLY, 2DDR"ODZFNEFNINEE T 2IRRRF &
HICEEBRXIFCERATALTHL, 20EE, REFERT 2K
RDRFREFIHEE LEKRBEFIRULE > TERBICEHRINTWT
HEL, TSI, ARFIC2EULEDITERINTWVWSEGE. &4 DL
EEWCA—TH>THITEWICHER >TWVWTH LK,

R4, NOFVEF. = kO, Y7/, C~Cpp7ILF I, C~Ciy/\
O7ILFI, C~CQoZIaFY, C~C/ NOTILIFY, 7T /FY
Xig7zZ)EFRL.

RSiE, NOY VEREF. C~C7IFI, C~C7IaAF, C~C/\
O7)LFI, C~C/AOFILIaAFT, C~C 7 OT7IFI, C~Ci>
sOr7LaFxy, CG~C/O>oO7IFI, C~C/O>2O7 I
OF>, Z—bhA, Y7/ XE7x=Z)%KRL,
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Relg&, /Oy VETF., C~Cpy7ILF I, C~C,7aFxT, C~Cy
NaO7ILFI, C~C NOTIAFT, C~Cpy/OF7ILFI, C~C
W2 ATIILAFY, C~CNO¥ 2 a7 ILFIL, C~CyNO¥o 0O
ZILAFY, ZbhO, PP/ XET7ZIIVERL, IHIT2DDREH
BEET BIBEICIE. BEHET 5 2 DDRSF-0CHO-E2TUH T 52 &IC &
Y, 2DDORDEFNEFNIES T DRFRBEFEHICEBREMKL T
&<,

R7iZ, —C(0)0R2, 7 x =)L XIFaBDRNIIL > TEBRINEZTV T
ZIVERL, a2 EOBHERT EE, BELAORMUIEWICEA—T
HoOTHXIFTEWIHEER > TWTH L,

RE, Oy VEF. —bAO, 7/, C~Co77I)LF I, C~Cip/\

O7ILFI, C~Co>2O7ILFI, C:~C O oa7ILFI, C
~Ce7IaFx> (C~C) 7ILFIL, —O0R3, —C(0)R®#, —C(0)O0R%,
—NR2R%, —C(0)NR#R%, —S(0),NR#*R®, 7 T =)L I FEDRZTEHL
INTVWTHRWI I ERL, fIH2ULEOEHEERTEX. &
2 DRZATHWICE—TH> TEXIFHEWIHER > TWVWTHLL,
I LT, 2DDORZHBEET 2BEICIE. BEET % 2 D DRZIFE-CH,LH,C
H,-, —CH,CH,0-, —CH,0CH,-, -OCH,0-, -CH,CH,S-, —-CH,SCH,~, —CH,CHN(
Rv)-, —CH,N(RY)CH,-, -CH,CH,CH,CH,~, -CH,CH,CH,0-, -CH,CH,0CH,-, —CH
,0CH,0-, -OCH,CH,0-, -OCH,CH,S-, —CH,CH=CH-, -OCH=CH-, -SCH=CH-,
-N(Rv)CH=CH-, -OCH=N-, -SCH=N-, -N(Rv)CH=N-, -N(Rv)N=CH-, -CH=C
HCH=CH-, -OCH,CH=CH-, -N=CHCH=CH-, -N=CHCH=N-3(&-N=CHN=CH-%
DI EICEY., 2DDRRDZFNENDEE T DikFRIREF & HIC
EERNIE6EBREMMRLTELL. TDEE, BEFHRT H2E4D
REBFIHES LEKRRFIZILICEI > TERICBRIN TV TE L
<, IHIC, AFIC2EULEDITERINTWVWEGE. &84 DILUIE
WICEA—TH>THEXIFEWIHEELR >TWTH LKL,

R2iE, Ay VIETF., C~Cpy7ILF I, C~Cup7IaFx, C~Cy
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NATIFIIL, G~CoNaOFIaAF, C~Cy /a7 ILFI, C~C
W2 ATIILAFY, C~CNO¥ 2 a7 ILFIL, C~CyNO¥o 0O
73X, ZbO, Y7/ XE7zZILERL.

R2IE, KFRRF. C~CpyZILFIL, C~Cip/NaOTILFI, C~Cy>
oO7IIFI, C~CwNO>oOF7ILFIL, C~C7IILOaF> (C~C;
) PILFIL, 7)., MEORETEBRINTWTEHERVWI T2,
RYTVWIERVE VR ESMEDRETEBRINTVWTERVWARY Y
WeRL, IRN2HUEOEHERTEE, FLORUIFWICEA—TH
DTHEXIFEWIHER > TWTH LKL,

RARUR®IE, & 2L L TKRRF. C~Co7IbFIL, C~Cy2 ¥
O7)LFI, C~Co/NOTILFI, C~C O IOTFILFIL, RV
Vb, RUVEVERENDEDRTARBICERINTUVWTERWARY Y
e 1 =7 12xF), RVEVERESMEDRTERICEHRINTW
TERWTI =27 I xRFI, 2=TIxFI, XVEVREHLEDR
TEBICBBRINTVWTHERVW2 =7 22 FI)., 7z Z)LXILbEDR
HTAERICEBRINTWTERVWI T Z)LARL, b2 EOEH%
RKIEE, BLORUEBEWICA—TH>TEHEXITEWICHEER > TW
TH LK<,

RUE, NOFVEFIE7TZILERL,

R2, RERURMEL, KLMIIL TC~CyZILFI, C;~Co>rO7
WFIL, RV, RYEVERENDEDORUTERICERINTWNWT
ERWARY YL, JIZVXIGHEORTHERICEHRINTULWTIER
W7 T2k, bA2UEDEREZRTEEX, FXDRUIE WIS
BE—TH>TEXITEWIHELR > TWTH LKL,

RO, NOFVEF. = kO, Y7/, C~Cpp7ILF I, C~Ciy/\
O7)ILFI, C~C,yoOT7IFI, C~Cy/ O oOT7ILFIL, C
~Ce7LaF> (C~Cs) FILFI, —0RB3, —C(R®)=NR&, —C(R®)=
NORs?, —C(0)R#, —C(0)OR#, —S(0)cR#, —0S(0),R* —NR¥R%, —
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C(0)NR#R%, —C(S)NH,, —S(0),NR#Rz, 7 T =)L X (ImEDRZT B
INTWTHERWI T ZILERL, A2 EOBHERT X, &
2 DRATHWICE—TH> TEXIFHEWIHER > TWVWTEHLL,

Re2id, KRR F. C~Ce7ILF I, C~Ce/NOTIFI, C~C ¥
A7ILFI, C~C/O>oa7ILFI, C~CT7ILaF> (C~Co)
TILFI, 7xZ)b, EADRSTERINTVWTERVWI T 2L, N
VIUNLNIERVE VR ENMEORSTEBRINTVWTERVWRY VL
HRL, P2 EOBHART EX, E4DOREUEIEWVICA—TH >
THXIFEWIHEER>TVWTH LKL,

RERORME, &2 ML L TKRRF. C~CT7ILFIL, C~CyNO
TILFI, C~C o OT7IIFI, C~C/ O /OFIF, 7T
Z, dEDRPTEBRINTVWTERWVWI T2, R IIXERY
VR ENMEDRITERINTVWTERWARY YL AERKRL, dA¥ 2L
FOERAKRTEE, BADORYIEWICA—TH> THEXIEEWICIE
BR->TWTH LKL,

ZiE, NOFVEF, Y7/, = kO, G~C,7ILFIL, C~Cip/\
O7)ILFI, C~CQo7)LaFT, C~C/NATILIFT, PIFILR
IWRZIWFAFT, NAFILFIVRNKZINAFS, PILFILFA, /N
A7IFILFL, ZIVFILAILT 4 =)L, NATILFILAILT 1 =)L
« PILFRIIZIIKEZIL, ANOTILFILVRIVERZIL, —C(0)NH,, —C(S
INH,, UE—S(0) NH, 25k L.

a,b,d, e, f,g, kKRUmMII~bDEHMAERL.
ClIO~2DEHEXKL
qlIF0~3DEH ER L.
Q2IF0~5DEH ER L.
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