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2CH,CO,;H) -, —CH,CH,CH,CH (COOH) —, —CH,CH,
CH,CH,CH (COOH) -, —CH,CH (CH,0CH3;) —. —CH,
CH[O— (4—trifluoromethylphenyl)] CH,—
. —CH,CH (CHO) -, —CH,CH (3—chlorophenyl
) CH,CH,CH,CH,—, Xi&—CH (OH) CH,CH (OH) —T&%VY
=, ¥&EICiE—CH (CH,SMe) —, —CH (CH,CH,SMe) —, —
CH (CH,Phenyl) —. —CH [CH, (4—hydroxyphe
nyl)] —. —CH[CH, (4—imidazolyl)]—, —CH (
CH,CONH,) —. —CH (CH,CH,CONH,;) -, —CH (CH,O0
H) —. —CH [CHOH (CH3) ] —. —CH (CH,CH,CH,NH,)
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[0024]

[0025]

—. —CH (CH,CH,CH,CH,NH,) —. —CH [CH,CH,CH,N
HC (=NH) NH,] —. —CH (CH,CO,H) —, XI&—CH (CH,
CH,CO,H) —THh%3,

A. D, E. GEOD IC,—C,,ZIFT=ZLVE]| IRFH2HET1 OEAD
BEHEXEARETIN T =L VETHY, fIZE, —CH=CH—-, —CH=
CHCH,—, —CH=C (CH;3;) —. —CH=CHCH,CH,—, —CH,
CH=CHCH,—, —CH=CHCH=CH—, —C (CH,;) =CHCH,
—. —CH=C (CH;) CH,—, —CH,CH=CHCH,CH,—, —CH
(CH;) CH,CH=CH—, —CH,C (CH;) =CHCH,—, —CH,
C (CH;) =C (CH;) =, —CH=CHCH,CH,CH,CH,—, —C
H (CH;) CH=CHCH,CH,—, —CH (C,Hs;) CH=CHCH,—
. —CH (CH3;) C (CH3) =CHCH,—, —C (CH3;) =C (CHy)
CH (CH;) —. —CH,CH=CHCH=CHCH,CH,—, —CH,CH
,CH,CH=CHCH,CH,CH,—, —CH,CH=CHCH,CH,CH,
CH,CH,CH,—, —CH=CHCH=CHCH,CH,CH,CH,CH,C
H,—, XI&—CH (CH (CH3) ,) CH,CH,CH,CH=CHCH,—
. CHYE. JFEITE. Co,—Cs7Ir=LYETHY. BITIFEICIE. C,
—CL,7N =L VETHY., BICLIYFEICIE, —CH=CH—, —CH=
CHCH,—, —CH=C (CHj3) —, XIg—CH,CH=CH,CH,—, T
HY. REFEICIE, —~CH=CH—-, XI3—CH=CHCH,—Th3,

B2 azBLTWAEC,—C,, ZITy=ZLVE] KERB IC,—C,,7
WLV E] ICLRBEHREaDEISBIEN2EZ1AVWL3EABLES
DTHY., HxiE, —CH=C (CH,COOH) —, —CH=CHCH (C
H,COOH) —. —C (CH,COO0OH) =C (CH,;) —. —CH=CHC
H,CH (CH,COOH) —, —CH,CH=CHCH (NH,) —, —CH
=CHC (CH,COOH) =CH—, —C (CH;) =CHCH (CH,OH
) —. —CH=C (CH,0CH;) CH,—, —CH,CH=CHCH (C I
) CH,—, —CH (CH,Ph) CH,CH=CH—, —CH,C (CH,Ph
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[0026]

[0027]

[0028]

) =CHCH,—., —CH,C (CH,NHCH;) =C (CH;) —. —CH=
CHCH=CHCH,CH,CH,CH,CH (CH,COOH) —, —CH=C
HCH (CH,NMe,) —. —CH=CHCH [CH,NMe (CH,Ph)
] —. —CH=C (Ph) -, —CH=CHCH (3—pyridyl) —
. —CH=CHCH (SPh) —. —CH=CHCH (OPh) —%, T#%
%,

A, D, E. GHED IC,—C,,ZIFZLVE] IRFH2HET1 OFED
BEEXEORETINF_LVETHY, flZIE. —C=C—, —C=CCH,
—. —C=CCH,CH,—, —CH,C=CCH,—, —C=CC=C—., —
CH,C=CCH,CH,—, —CH (CH3;) CH,C=C—, —C=CCH,
CH,CH,CH,—., —CH (CH3) C=ECCH,CH,—, —CH (C,H;
) CECCH,—., —CH (CH3;) C=ECCH,—. —CH (CH3;) C=cC
CH (CH3;) —. —CH,C=CCH=CHCH,CH,—., —CH,CH,C
H,C=CCH,CH,CH,—, —CH,C=CCH,CH,CH,CH,CH,C
H,—. —-C=ECCH=CHCH,CH,CH,CH,CH,CH,—, Xi&—C
H (CH (CH3) ,) CH,CH,CH,C=CCH,—, THYE., IF&EICIZ
Co—Cs7FZLVETHY., BICHEICKEK, Co,—C,7ILF=LVE
THY., BICLYIFEICIEZ, —C=C—, —C=CCH,—, Xl&—CH,C
=CCH,—. THY., mxbiF&EICIF. —C=C—, —C=CCH,—ThH53

BN azBLTWAEC,—C, PILFZLVE] KEEB IC,—C, 7
WEFZLVE] ICLRERBEaDEISRIEINZEZEELZ T RWVWL3IEBLES
OTHY., HilE, —C=CCH (Ph) —, —C=CCH (OMe) CH,
—. —CH,C=CCH (CH,COOH) —., —CH,C=CCH,CH (C
H,COOH) —. —CH (CH,0OH) CH,C=C—, —C=CCH,CH,
CH,CH (CH,0H) —, —C=CCH,CH,CH,CH (CH,NHPh
) — FTH3,

R3., R4, R5 D. Ra', R22 R23 G, BfiNa. B2 L. B



WO 2015/178404 15 PCT/JP2015/064408

DrYED [CL—Ca7IFIE], C;—Ce7)aFIE| . [C,—Cg,
TPLFILFAE] . 1C—CenNOF/TPILFILEl . [BEDBZEI1BE
EEEBLTWTHELWL, Co—Co7YU—IC,—Cs7IFILE] . (B
DrEIDBESBEEBLTVWTELN, C4—C L, 7J—ILC,—Cs7J)OF
VE] L XIFETC,—Ce7IaAFTAIRZIIE] FILHFB., [C,—Cy
TILFIL] B, REHIDHDECEOEHEIIOBRETILFILETHY.
BlZIE. AFIL. TFI, FTOEL. 4V 7O, TFIL. 4V TFI,
s—=TFI. t —=TFI, RYFI, s =—RVYFJb, 1 YRVFI, 2—X
FIVTFI, XARVFIV, 1 —IFILTOEIL, AFTI, 4 —XAFIIR
VFII. B=AFIRYFI, 2=AFIRYFI, 1= AFIRYFI,
3, 3=IUAFITFI, 2, 2=IUAFITFIV, 1, 1 =IAFILTF
e 1, 2= AFNTFI, 1, 3=IAFILTFI, 2, 3—IAFI
TFI. XIF2—IFITFILETHYRB FEICIE. Ci—CsT7IFILE
THY., BIFBEICIK, Ci—C,7IFILETHY., BICLYFHEICIE. X
FIVE, TFIVE, FOoELE 4V T7OELE TFILE XFAVTF
WETHY., RHBFEICIE. XFILE ITFILE XETOELETH S,

[0029] R3, R4 RS D, Ra', R23 G, BEQaZED BN BZ13E
EEBLTVWTHELINC—C o7 U—ILE] . XIIBRDBED By
E1IDBESEELTVWTCHELIVWC—CHo7)—JLE] . XIEZR3, R4 RS
. Ra1, Ra3%FQ IBRHBETHESEBLTVWTHLWL, Ce—C,,7
J)—ILC,—CsT7IFIE] FILBITD B#DL (v) D1 BESEEE
LTWTHELIWC—C 7 —Ib] BRIFE. BESB (v) D1 3ESE%
BLTUWTHELW, REHODHE1 OBOEERKRIEKRETHY., FIXIE
. BEBRSB (v) O1BESEEZBELTVWTELW, 7L, 41 VT
CXET-BLLR2-FIFLETHYR. FHEICE. BESB (v) O
1AEIBEALTVWTELL, JzZIEXEFT-FBLLE2—-F7F)IL
ETHY., RBFEICKK. EERSB (v) 2BLTVWTHEIWI T ZIET
HB5
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[0030]

[0031]

[0032]

D. G. Bf:SB. BN YED C,—Ce/\OF/FIFILE] LR
[Ci—Ce7IFINE] IKNOFTVEFIEERLELBDOTHY., HIAIE. 7
AOXFIL, T7AOXFIb, M) T)AOXFIIL, sO0O0XF), ¥
o0OXF)b. M)oOogxFIib, FJAEXFI, I—RKXFI. 2—=TJ)
AOIFN, 2, 2, 2—NYZ)AOTFIN, 2—-20O08IFIL, 2, 2
, 2—hNUsoOxIFI, 2—-70OFIFIN, 2, 2=-2TOFIFI. 2
—3—FIFN, 3—2O0070E)., 4—7)40TFI, XiE6—F—
RAFIIIETHYE, FBEICIE. ZA0XFI. 704X FIb, b
D7AOXFI, YrOoaxXFi, 2-7)A0ITFN, 2, 2, 2—Fh
YA OITFI, 2—yO0TFN, 2, 2, 2—k)yOOTFiL, 3
—sOon7oEl, 4= F0TFI, XiE6—F—RAFIIETHY
CBEICEEICIE. ZeA0XFIL, DA XFIL, M)A OxXFIL
2=7)lAgOTFIN, 2, 2, 2—K)T)AOIFIN, 3—20O0O70O
Eib, Xig4 -0 0T7FILETHY., FHHFEICIE. M) 7FOXF
WETH D,

D. GE®D IC3;—C,o>7O7ILFIE] E. BRELTVWTELW, 37
21 088BMBRKIKRETHY, BIZIE. o0 7OEN, ¥o0TF
e 2oaRVFI, vrvanFoib, oanTdFIiL. JRiv=b, X
BR7FTVFILETHYE, FEICIE. oo 7OEi, »oa7FiL, ¥
P2ORVFIL, oanFyib, RIEJIVRIVZVETHY., BICHFEICIE
on7oei, voadF . 2oaRVYFIIL. XETrsanFUILE
THY., BHEFEICIE. YOO, ¥oO7FI, XiE¥vaOnFy
WETH D,

B#S L. BRSO YED INOFVEFT] . XIED, G, B9 L. B
DYED [CL—CenNOF/TIFILE] FICHTFZ INOF V] EBHIE.
BIZIE, BREF. BREF. RERF. XIFXREFTHYRE HFREICIK
. BRETF. BRET. XERRFEFTHY. BIHFEICKEK. BREF. X
IFIBREFTH D,
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[0033]

[0034]

[0035]

[0036]

A. D, E. GICEFh?d BEDaz 1 BEA4FEBELTVWTEHELIWVWC—
C.oD 2 MDEEMBRKIEKFRE] ICHIFIEBIE. HlAE>sORVy U,
voanFthy, voanTy v voaxos v oo/ v, o0
Thv, E>vnO[4, 4, 0]l 7hv, Evsn0[2, 2, 1] ~ATHY
THY., HEICIE. 7aRveyy, voankty, 2 oanTy U Th
%,

A. D, E. GICEFEh? BREDBZ1BHEA4FEBLTVWTEHELIWVWC—
CioD2M D7) —LVE] ILBIT2RIF. FIAERVYEY, F74L 0T
HY., WHEICIE, RVEVTH B,

A. D, E. GICEFh? B vZ 1 BE2EBLTVWTH L. B
FREF. BRETRUVHMEBERTINLRIBENOBRINSZIATORTFD1TS
E3EEEETZ2MOEBETERATOTY—LVE] ILBIT2ERER
i BlziE73y, Eo—., FE7zv, 1 IHY—-L, BEUYTY EY

TV, ESYY, THY., FEICEEO—IL, 125V, BEUTY,
B2y, ESYUTHY., RBEFEICIF. 135V —, EVY Y E
STV THB,

A. D, E, GIZE2ENnD BB v Z 1 BHE2EABLTVWTEHELL B

FREF. BRETRUVHMEBERTINLRIBENOBRINSZIATORTFD1TS
E3@E2HETH2MMDEHET ERANMERRE] ILBITHERRIE. F
ZETFhcZEROZ75Y, FhSEROES Y, AFHAFLVAFFY R,
o)y, ERNDIVYAFHAFLYSAIY, TS ROFA TV
CTRSEROFAES Y AFYAFLYRILT 4R, BLTAY U T
, 2—=FFHBFASU. 1, A-TUFFHU, ERSTYY THYR. FiE
IKIEFASEROZSY,. FhSeEROESY, EOYY Y, ERYI Y,
ANEYAFLYSAIY, FESEROFAE TV, BELTFYV. 1, 4—
VEFHY, ERSTUVTHYE, BILLYFEICIE. TSROV
L EOUYY BRYTUY ELTAYV. O, AT FHY ERSY

v, THYREF., BHPIHEICIK. EOYYy, ERYI Y, ERSIVTHD
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[0037]

[0038]

[0039]

[0040]

D. G, BN alil2dENnd B vy Z 1 BE2EBLTVWTE LKL,
BMRRT. 2RETRUOCMERFIORIENLBRINIATAORTFD 1
BEIEZEBETH5DBETERATOTY—IE] ILHITEERRIE. 6l
ZE75v, EQ—l, FAETII A=, EYVTY BEYIDY
ESTUTHY,. BICEHEICIE. 77V, EO—IL. 41245V -, EY
. BVIYUY ESVUTHY. BICLYEFEICKE., EO—IL, 134
V—=ib, EVYY, BYZIYDY, ESVUTHY., RREFEICKEK. 1345V
—, EYVIV ESTVVUTH DB,

D. G. Bfipail&Eha X—N (Ra1) (R22) (K. Ralid (
al) KRERF. (b1) Ci—Cs7ILFIE, (cl1) BEDBZEI1TBE
BMELTVWTHLIWC—CH o7 —ILE. Xid (d 1) 7V —ILESIC,
BRSBEI1DBESBEBLTVWTELWL, Cc—Co7Y—IC,—Cs7ILF
WEERL, R22ZPIAKERFRIEIC,—CxTIFIELERT, ) aHTEHHE
1 1E BIAE, —NH,, —NHCH;, —NHC,Hs, —NH (n—C3H;,
). =NH (i —=C3H;) . =NH (n—=C,Hg) . —NH (i —C,Hy)
. —NH (s—=C,Hg) . —=NH (n—=CsH,;) . =NH (n=Cg4xH,3)
. —=N(C,Hs),. =NH (Ph), —=NCH; (Ph), —NC,H, (CH
,Ph) ., —NH (3, 56—di—-Methyl—4—hydroxyphe
nyl). —NH (3—Chlorophenyl) ., &ETHhHs,

DIC&&EN2 IDIFBICHIFTE—NR —&—HICA>TERRFEIVE
REREFEBRLTEHEL V] IKHBITI2ERBERITENISHENOERRETSH
U, BlxiE, 1 ISFVYIE EOo—LE EaYYoIE ExRYTVZ)L
B, ELRVZILETHY., FEICE. 1IFVYILE EOY P ILE,
EXYIZINE, ENR)ZILETHS,

AFEBEOHOT /A REEE (1) OFEDO1 2. R'XIER2D—AX
EmAI. —S (0) ,— (R, nizOXIF2DEHAETRT, ). —NR*
CONRS— (R, RARUVRIIFIBERALETHZ, ) . —SO;HOEDL
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TND%E1DULEET R ETHD, CNOHEOHFEEGEAIE. EAEMICIE T
(a) —CO-A-B—-DJ] ®BRVG /XD, T (b) —CO—-E—F|
DF., T (c) —CO—G] ODGRETHS (HL. GIFEATWVWTE, &
ATWERLTHEEW, )

[0041] AFEBICEWT, TR'ERUPR20DG<EH—AIF (a) R (b) M5
ZBIENZ2EERL. BRIE (a) . (b) . (¢) RUKZERFHNMSREIEN
3E%ZRL] &F. RTRUR2A8ENEN (c) & (¢) . (c) &H. H
EHOMAEDEZEZ T, EFEMICIE. RTERUR2A, FhEh (a) &
(a) . (a) & (b). (a) & (c). (a) &H. (b) & (b) .
(b) & (c) . (b) EtHOHMAEDLENLERIND I EEEKT D,

[0042] (R=1) : R'RUR20D4<EE—HIF., (a) : —CO—-A—-B—
D. Xi& (b) : —CO—E—-FTHY. BARIF (a) : —CO—-A—-B—
D. (b) : =CO—E—-F, (¢c) : —CO—-GXIIKEREFTH5,

[0043]  #FiEICIE.

(R—2) : R'RUR2DDHR<L & —AHE. (a) : —CO—-—A—-B-D
. XiE (b) : —CO—E—-FThHY. BERIIKERFTH 5,

[0044]  FEICHFEICIE.

(R—=3) : R'RUR2IEA—XIFES>T. (a) : —CO—-—A—-B-D
. Xl (b) :—CO—-—E—-FTH%,

B FEICIE.

(R=4) :R'"RUPR2IEA—T., (a) : —CO—A—-B-D, Xi& (b
) :—CO—E—-FT®%%,

[0045] (X=1) : XEANLKRZNLESIWEXFLVETHY., F#EICIE. (X
—2)  XIZFANLKR=ZNLETHD,

[0046] [(a) :—=CO—-—A—-B-DJ] QAIZEWVWT, T (i) BE (xi) »
S5BEND 1EBULEOEDT1ERET OBTERIND ZMOE] &1, =
MOETHS (i) ~(xi) FYBThD1EBIFI2EBULOENSARY

(i) ~(xi) OEOEFHHNM1EBEIOETHY., (i) ~ (x|
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[0047]

[0048]

) OETHEHERICERINDZ ZMOEEERT 5,

[ (a) :—CO—A—B—-DJ IL&ENDAIL.

(A=1) : (i) TC,—=C,,7ILFLVE ET7IFLUVyEFEHRXIZ
DRHRTHY . HFICRROTILF L VEBDEEATVWTE LL. RIEEOD
BfDaZzBLTWTHELW, ) 1. (ii) TC,—C7hT=LVE (
ZTNTZ L VERBBEHRXEREHIRTHY ., AIEOBERSaZB LTV
THEW, ) I (iii) TC,—CHLo7FZLVvE (FT7MF=LVE
IFEERITOREIRTHY ., RIBOEBRDaZBLTWTH LN, ) 1.
(iv) T=NR3— (K&, R3E (al) KERERF. (b1) C,—Cs7
WEIVE, (c1) RIBOB#®SBZ1B3ESBEBLTVWTEHELVWC—C )
TY—IVE XiE (d1) 7Y—LEDIC. RIEZOBHRSB%E 1 HESER
LTWTHLIW, Ce—CHo7Y—IC,—Cs7ILFILEERT, ) 1. (v
) BERRFI. (vi) THNLK=ZNLE]., (viia) K-S (0) ,
— (R, nBOXIF2DEHERT, ) 1. (viii) TEIRROEHRS
BEIDBELAEBLTVWTHLIWC;—CLoD2M@DT7U—LVE] . (ix
) TRIEEOBHRD a% 1 BEAEBLTVWTELWVWC—C D 2fOBAME
RIEKRE] . (x) TAIRROBHEZyZ1BE2EBLTVWTELL,
BRRT. Z2RETRUOHRERTOILOARIENLBRINEIATORTD 1
BEI@EEEETZ 2O BETER~ATOTY—LVE] . (xi) T
BIEEDEMR Dy Z 1 BE2EEBEL TWVWTH L. BREF. E2RETFRUMR
BEFHIOLBIEINLOBRINIATORFOI BEI@MEESET 5 20D
S5/HETBRMENERERE] . MoBEENTZ1EULOT1EBEGEOED
LERIND ZMOETH 3,

RFEIC

(A=2) : (i) TC,—=C,,7ILFLVE ET7ILFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
aZBLTWTELWL, ) 1. (ii) TCL,—C 7M=L VE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL
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[0049]

We ) 1. (iv) T=NR3— (Xf, R3E (a1) KEEF. (b1)
Ci—Cs7IFIE, (c1) RIREOEESBZ1BELSBBELTVWTDE L
WCs—CH o7 VU—ILE, XiF (d1) 7Y—IE2IC, RIESOBRSB % 1
BESBEBLTWTELW, C4—C o7 J—IC,—Cs7ILFILEETRT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. nFOXIF2DEHERT., ) 1. (viii) T8)
OB BZ1BEABBELTVWTHLWVWC—C D2 OT7)—LVE
1. (x) TRIRBOBES Y1 BE2EBELTVWTCELL. BRET.
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BT22@O5BETERBATOTY—LVE] . (xi) [FIROBHRSY
Y1 BE2EBLTVWTEH LK, BERTF. ERETFRUMERFHLHA
DHENDBRINBATORFO 1 BEIEAASET 22D 5 HET EBERY
MERRE] . NSRBI 1EBULOT1BEARZECEOCENASERINEZ
MDETH 5,
&Y EFEICIE.

(A=3) : (i) TC—=C,o7IFLVE ET7ILFLUVyEFEHRXIZ
DREERTHY ., HPICRROTILF L VEDEEATVWTE L. BRS
aZBLTWTELWL, ) 1. (ii) TCL,—C 7M=L VE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL
We ) 1. (iv) T=NR3— (Xf, R3E (a1) KEEF. (b1)
Ci—Cs7IFIE, (c1) RIREOEESBZ1BELSBBELTVWTDE L
WCs—CH o7 VU—ILE, XiF (d1) 7Y—IE2IC, RIESOBRSB % 1
BESBEBLTWTELW, C4—C o7 J—IC,—Cs7ILFILEETRT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. niFOXIF2DEHERT., ) 1. (xi) TFIED
By 1 BE2ABLTVWTH L, BRETFT. EREFRUMERT
NORDENOBRINBIATORFOIBEI[MEERFTS2MMD5BHE
7TERBMEREE] . "oRIENZ 1EULO 1 EBECEISEHRIN
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[0050]

[0051]

[0052]

2_HDOETH S,

B CHFEIC I,

(A=4) : (i) TC,—=C,,7ILFLVE ET7ILFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
axBLTWTHLWL, ) 1. (iv) T=NR3— (X, R3l& (al)
KREF. (b1) Ci—Cs7IFILE (c1) RIEBOE#RDBZ1HE
BMELTVWTHLIWC—CH o7 —ILE. Xid (d 1) 7V —ILESIC,
RIEEDEBRDBE 1 HESHEEBLTVWTEHE LWL, C4—C 1,7 J—ILC—Cq
FILFILEERT, ) 1. (v) TBREFI. (vi) TALKZILE]

(viia) TX=S (0) ,— (XA, nidOXIBF2DEEHERT, ) |

(x i) [RIEEOBHEDYyZ1BE2EELTVWTEHLL, BRRT. B
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BET22[HD5BET7 EREMERRE] . MoREEND 1EULED 1ET
ECEISERIND ZMOETH S,

B FEICIE.

(A=5) : (i) TC—=C,o7IFLVE ET7IFLUVyEFEHRXIZ
DREERTHY ., HPICRROTILF L VEDEEATVWTE L. BRS
axBLTWTHELWL, ) 1. (iv) T=NR3— (KXf, R3lL (al)
KREF. (b1) Ci—Cs7IFILE (c1) RIEBOE#RDBZ1HE
BMELTVWTHLWC—CH o7 —ILE Xid (d 1) 7V —ILESIC,
RIEEDEBBRDBE 1 HESHEEBLTVWTEHE LWL, C4—C,7J—IC,—Cq
TILFIWEERT, ) 1. (vi) TALKRZILE] ., (viia) IRK-
S (0) ,— (XA, nIFORIF2DEHEXRT, ) | . (xi) [RIEDE
vy 1 BE2EBLTVWTE LK. BREF. ZRETRUMERTFH,
LRBEENDSBIRINBIATORTO 1 BEIBESHEITH2MD5BET
SBRMNEREE] . »ORIEND 1 BULO1ERECEAISERIND
—MOETH B,

A& LTHIZIE.
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—CH,—, —CH (CHj3) —, —CH (C,Hs) —. —CH (n—C;H,
) =~ =CH (i—=C3H;) —. —CH (n—C,Hy) —. —CH (i—-C,
Hy) —. —CH (s—-C,Hg) —. —CH,CH,—, —CH,CH,CH,—
. —CH,CH (CH;) -, —CH,CH,CH,CH,—, —CH (CHj)

CH,CH,—, —CH,CH (CH3;) CH,—, —CH,CH (i-C,Hy)

CH,—, —CH,C (CH,;CH,CH,CH,CH,) CH,—, —CH,CH,
CH,CH,CH,—, —CH (CH3;) CH,CH,CH,—, —CH,CH (C
H;) CH,CH,—, —CH,CH (CH3) CH (CH3) —, —CH,CH,
CH,CH,CH,CH,—, —CH (CH3;) CH,CH,CH,CH,—, —C
H (C,Hs) CH,CH,CH,—, —CH (CH3;) CH (CH3;) CH,CH
2—w —CH (CH3) CH (CH3;) CH (CH3;) —. —CH,CH,CH,

CH,CH,CH,;CH,—, —CH,CH,CH,CH,CH,CH,CH,CH,

- —CH,CH,CH,CH,CH,CH,CH,CH,CH,—, —CH,CH,
CH,CH,CH,CH,CH,CH,CH,CH,—, —CH (CH (CH3) ,)
CH,CH,CH,CH,CH,CH,—, —6—CH,—3—ethylbic

yclo [3, 2, O] hepta—3—ene—6—y|—-CH,—, —C
H(CH,SCH;) -, —CH (CH,CH,SCH;) —, —CH (CH,P
henyl) —. —CH [CH, (4—hydroxyphenyl) ] —.

—CH [CH, (4—imidazolyl)] - —CH (CH,CONH,
) =~ —CH (CH,CH,CONH,) -, —CH (CH,0OH) —, —CH
[CHOH (CH3;) ] —. —CH (CH,CH,CH,NH,) —, —CH (C
H,CH,CH,CH,NH,) - —CH [CH,CH,CH,NHC (=NH)
NH,] —. —CH (CH,CO,H) —, —CH (CH,CO,But) — -
CH (CH,CH,CO,H) -, —CH (CH,CH,CO,But) —, —C

H (NH,;) CH,—, —CH (COOH) —, —CH (COOH) CH,—,
—CH (CH,SCH;) CH,—, —CH (CH,S—n—hexyl) —,

—CH (CH,—2—imidazolyl) - —CH,NHCH,—, —C
H,CH,NHCH,CH,—, —CH,CH,N (CH3;) CH,CH,—, —C
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H,CH,N (i —CsH,) CH,CH,—. —CH,CH,N (4—Metho
xyphenyl) CH,CH,—, —CH,CH,N (CH,Ph) CH,CH
>—w —CH,CH,N (n—C,Hy) CH,CH,CH,—, —CH,CH,N (
h—C,H,) CH,CH,CH,CH,—. —CH,CH (OH) CH,NHCH
,CH,—, —CH;NHCH,CH,—, —CH,CH,NHCH,CH,CH,—
. —CH,CH,NHCH,CH,CH,CH,CH,CH,—, —CH,N (CH,
) CH,CH,—, —CH,CH,N (CH3;) CH,CH,CH,—, —CH,N
(C,Hs) CH,CH,—, —CH,CH,N (C,Hgs) CH,CH,—, —CH
2CH,N (C,Hs) CH,CH,CH,—. —CH,N (C,H;s) CH,CH,
CH,CH,—., —CH,N (i =C4H;) CH,CH,CH,CH,—, —CH,
N (CH3;) CH,NHCH,—, —CH,N (Ph) CH,CH,—., —CH,
N (4—C1—Ph) CH,CH,—, —CH ;N (4—C | —3—-CH,—P
h) CH,CH,—, —CH,N (CH,Ph) CH,CH,—, —CH,CH,N
(CH,Ph) CH,CH,—, —CH,CH,SCH,CH,—, —CH,CH,
SCH;—, —CH,CH (OH) CH,SCH,CH,—, —CH,CH,S (
O0) ;CH,CH,—, —CH,COCH,—, —CH,CH,COCH,CH,—
. = NH—, =N (CHj3) = —N (CH,CH3) —. —N (CH,CH,C
H3) —. —N (CH,CH,Ph) —. —N (i —=C3H,) —. —N (CH,
CH,CH,CH3) —. —N (i —C.Hs) —. —N (s —C,Hs) —, —
N (Ph) —. =N (3—Bromo—Ph) —. =N (3—Nitro—
Ph) —. =N (4—Ethyl—Ph) —. =N (4—Butyl—Ph
) —. =N (4—=Chloro—Ph) —. =N (3=Chloro—Ph
) —. =N (2-Chloro—Ph) —. =N (4—Fluoro—Ph
) —. =N (4—-Benzyl|l—Ph) —. =N (2, 4—Dichlor
0o—Ph) —. =N (4—Trifluoromethyl|—Ph) — —
N (4—Hydroxy—Ph) -, = N(4—-Cyano—Ph) —, —
N (4—Ph—Ph) —, =N (4—CHO—-Ph) —. =N (4—Car
bamoy | —Ph) —. =N (4—Amino—Ph) —, —N (3— (
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N, N—-Dimethylamino) —Ph) —. —N (4—Me—Ph
—Ph) =) — N (4—Benzyloxy—Ph) —. —N (4—E th
oxycarbonyl—Ph) —. — N(4—Carboxy—Ph) —
. —N((3—Carboxy—Ph) —. — N (2—Carboxy—Ph
) = —N (CH,Ph) =, — N (4—Carboxyphenylmet
hy ) —.

[0053] [1b2]

/\ N /9
_HZC_N N—CHz'CHZ_ "HzC_N N— _CHZ_ _H2C_N N—C—"CHQ'CHZ_
/ _/ . NI .

»

s —H,C—N
( J—CHZ-CHf
N —HZC—ND—O—CHZ-CHZ_

O_CHQ'CHZ_ N
—HZC—NC>—CH2-CH2-O—CHZ-CHZ—

QH
——HZC—ND—“—N—CHZ_CHZ_

Ho§ —H,C—HC-H,C—N CH -J?—H—CH -CHy—
—HZC—HZC—ND—N—“—O—CHZ-CHZ— 2 HéH 2 2 2CH;

[0054] —NHCH,CONHCH,CH,—. —N (CH;) CH,CONHCH,CH
,—~ —N (CH,Ph) CH,CONHCH,CH,—. —NHCH,CON (
CH,) CH,CH,—. —NHCH,CH,SCH,CH,—. —CH,CH,C
ONHCH,CH,—, —CH,COCH,SCH,—, —CH (CH,CH,S
CH,;) CONHCH,CH,—., —CH,CH,CH,CH,CH (NH,) —.
—~NHCH,CH,CH,CH,CH (COOH) —. —NHCH,CH,CH,
CH (COOH) —. —=NHCH,CH,CH (COOC,H,;) —. —NHC
H,CH,CH,CH (COOC,H,) —. ZTH3,

[0055] T (a) : —CO—A—B—DJ IK2%h3Bid. flxid.

(B—1) :—=S—. =S (0) —. =S (0) ,—. —NHCONH—, —
N (CH;) CONH—, —NHCON (CHj3) —. —N (CHj3) CON (
CHs) —. —N (C,Hs) CONH—, —N (n—C3H,) CONH—, —
N (i —CsH,) CONH—, =N (n—C,Hy) CONH—, —N (n-—
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CgH,;3) CONH—, —N (n—C,Hg) CON (CH3;) —. —N (Ph
) CONH—, —NHCON (4—-Chlorophenyl) — —NH
CON (CH,Phenyl) —. =N (i—=C.,H,) CON (4—Meth
oxyphenyl) —. — N (4—Chlorophenyl) CON (
4—Methoxypheny!|) —RUTZESZTH?,

[0056] [1k3]

o)
£y
BV AN
[0057]  #F@EICIE.
(B—2) : —=S—, =S (0) —, =S (0) ,—. —NHCONH—, —
N (CHy) CONH—, —NHCON (CHj3) —. —N (CH,) CON (
CHg) —. —N (C,Hg) CONH—, =N (n—CzH,) CONH—, —
N (i —CsH,) CONH—, =N (n—C,Hy,) CONH—, —N (n~—
CeH,;3) CONH—, =N (n—C,H,) CON (CH,) —RU'TRES
Th b,
[0058] [1t4]

N N
NG
[0059] &Y aF@ICId,
(B—3) :—=S—, —S (0O) =, —S (O0) ,—. —NHCONH—, —
N (CHy) CONH—, —NHCON (CHj3) — —N (C,H,) CON
H—. =N (n—C4H,) CONH—, =N (i —C,H,) CONH-ZT
hHb,
[0060] & &IFEICIE
(B—4) :—S—, —S (0O) -, —S (O0) ,—. —NHCONH—, —
N (CHy) CONH—, —NHCON (CHj3) — —N (C,Hs) CON

o 0O
)k \)J\/
—N N
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[0061]

[0062]

H-%T®H%,

[(a) :=CO—-A—B—-DJ ODIXHEWT, [ (i) BE (xi) H
SBIEND 1TEUEOEOOESETOMEE (xiii) BE (xxiv)
HHRBIENDZEE TEBERINDI—MOE] &iF. BEFIC (xi i i) BE
(xxiv) AHRBIENZ—MOE, XIEZMOETHS (i) ~ (x i)
FURBENZ 1 BIE 2BULEOENSAY, (i) ~ (x i) OEDAEE
BNTEBETOETHY. (i) ~ (xi) OETEHERICERINZZ
HOEDOKEIC, —HOETHD (xiii) BE (xxiv) iHbEIEN
ZENMEELTERIND—MOE. 2EB%KT 5,

[ (a) :—CO—A—B—-DJ Ic&Fh3DIi.

(D—=1) :gigg (i) TCi—=Co7lFLVEI. (ii) TC,—C,
FPIA=ZLVE], (iii) TC,—C oq7IF=LyvE]., (iv) IR
—NR3—1 . (v) TEEREFEFI. (vi) THILKRKZIE]., (viib
) TX—=S (0) ,— (. niFOBE2QOEHEZRT, ) 1. (viii
) B BAE1BEAEBLTVWTHLIWVC—C D 2DT7Y)—L V&
1. (ix) TE#EDaz 1 BEAEBLTVWTELIWVC;—C D 21HDEA
FBRRERAEKRE] . (x) BRESYyZ1BE2EBELTVWTELL, B
FREF. BRETRUVHMEBERTINLRIBENOBRINSZIATORTFD1TS
E3EZ2ETH2MOEBETEEATOT—LVE] R, (x i)

By Z 1 BE2EABLTVWTH L. BREF. EREFRUMER
FHOLBRDBENOBRINBIATOARFOIBEI@MEEET S 2MD5 T3
Z7EBBENEREE] . "ORBIENZ 1BULOED 1 OBBEGENS
BRI ZMoEE, (xiii) KERF. (xiv) gpdo Ic,—C
s PILFIE] TRRETILFIVE, (xv) ICi—CenOF/FPIFIE
1 THAfNOT/TIFIVE, (xvi) [C3—Cio7O7IFILE]
TR 7O7IVFILE, (xviia) TBE9BZ1BESERLT
WTHELWCs—C o7 ) —IE] TRAREFTYY—IE, (xviii) &
vy 1 BE2EBLTVWTE LK. BREF. ZRETRUMERTFH,
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[0063]

SRABENSBIRINAATOBRFO 1 BEIB/ESHETH5BET EEA
A7) —IE] ThiRfeATFOF7 Y —ILE, (xix) &X—N (RaT)
(Ra2) #F95E| THRRAFIVE, (xx) BEROFVE, (xxi

) IILIIWE, (xxi i) AIRFIVE (xxiii) RANKE RO
(xxiv) RAFRENSBIENZENSEBRINDI—MOETHY., HA
. A (A=1) TrRLEZEOEORIFIC. (x i i i) KERF. (x

iv) TCi—=Ce7IFIE] THRRNETFTILFILE, (xv) [C;—Cen
O/ ZILFIE] THREZNOF/TILFILE, (xvi) [C3—Cio¥
2O7IEIVE] TR 7OT7LFILE. (xviia) BRSB%E
TBESEBELTVWTELWVWC—C o7 —ILE] THRRETY—ILE, (
xviii) B ryZ1BE2ELTVWTHELL. BREF. Z2RER
FRUMERTONOAZENOBIRINSIATORTOI BEI@EZERT
B5ETBEERATOT ) —IVE] TRAREATOTY—ILE, (xix)

I[X—N (R2') (Re22) #F5792E] TRA7I/E. (xx) kKA

FUE (BL. AE FOFVEPRRERFICEE T 2FEICIE. ZRERF
EAEMREREFTIEAWL, ) . (xx i) BILIIE, (xxii) B

REVE, (xxiii) RAIEKRE BT (xx i v) KRAREHNSEEN
51 EOEET, BRINSZ—MOENHIFOND,

RFEIC

(D=2) : (i) TC,—=C,o7IFLVE ET7ILFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
aZBLTWTELWL, ) 1. (ii) TC,—C,,7INHr=ZLVE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL

We ) 1. (iv) T=NR3— (Xf, R3E (a1) KEEF. (b1)

Ci—Cs7IFIE, (c1) RIREOEESBZ1BELSBBELTVWTDE L
WCe—CHo7V—ILE, XiF (d 1) 7Y—IE2IC, RIECOBRSB% 1
BESEBLTWTELW, C4—C o7 J—IC—Cs7ILFILEETT,
) 1. (v) TBRERFI. (vi) ThALKR=ZLE] . (viia) X
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[0064]

—S (0) ,— (Xh. nFOXIF2DEHERT., ) 1. (viii) T8l
OB BZ1BEABBELTVWTHLWVWC—C D2 OT7)—LVE
1. (x) TRIRBOBES Y1 BE2EBELTVWTCELL. BRET.
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BT22@O5BETERBATOTY—LVE] . (xi) [FIROBHRSY
Y1 BE2EBLTVWTEH LK, BERTF. ERETFRUMERFHLHA
DHENDBRINBATORFO 1 BEIEAASET 22D 5 HET EBERY
MERRE] HOoBIINS 1 EULOEDOEAHIECEDENLEHRIND

“foEe. (xiii) KREF. (xiv) TC{—Ce7IFIE] T
MARLTILERIIE, (xviii) BEprZ1BE2ELTVWTEHL

. BFRERT. BRETFTRURERFHNOLIENLBIRINZATORT
DI1BEI@EEEETEE5DETERATOT ) —IILE] THRATOT
V=&, (xix) RX-—N (Ra") (Re2) 2HF2E] THRRAETX
JE. (xx) eROFIE (BL., Ae FOFVEIFRRRFICHET S

HBEICIR., ZRRRFRAEMRIBRFTIEAY, ) . (xxi) ®ILIN
B (xxii) ANRFVE, (xxiii) RIKRE R (xxiv

) RARENLEITNZEE T, BRINS—MOETH S,

&Y EFEICIE.

(D=3) : (i) TC1—=Co7IFLVE ET7IFLUVyEFEHRXIZ
DRBHRTHY . HPICRROTILFL VB EEATVWTELL. BRS
aZBLTWTELWL, ) 1. (ii) TC,—C,,7INHr=ZLVE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL

We ) 1. (iv) T=NR3— (Xf, R3E (a1) KEEF. (b1)

Ci—Cs7IFIE, (c1) RIREOEESBZ1BELSBBELTVWTDE L
WCs—CH o7 VU—ILE, XiF (d1) 7Y—IE2IC, RIESOBRSB % 1
BESEBLTWTELW, C4—C o7 J—IC—Cs7ILFILEETT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. niFOXIF2DEHERT., ) 1. (xi) TFIRED
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[0065]

By 1 BE2ABLTVWTH L, BRETFT. EREFRUMERT
NORZBENLBEBRINBIATORTOI BEI@EZEET S 2{MD5BHE
7 ERENERRE] MOoRENS 1EULOEDOBAEGELNSBEKI
N _AoEE. (xiii) KRRF. (xiv) IC,—CeFILFIE
1 TRAREFIVFIVE, (xviii) B#ESvyZ1BE2BLTWT
t &<, BREF. ZRRFRUOMERFHIOOLZIENSERINEZATO
RFOVBEIBEESEIHE5BETEEATOT Y —ILE] TRREAT
O7Y—LE, (xix) RA-=N (R2") (R22) 2F72E] TN
7I/E, (xx) erOFE (BL. REFOFVEIRRFEFICHES
T 5HEICIE. BRRERFIIARMRFREF TGV, ). (xxi i) B
WRFDE, (xxii i) RNEKRE BT (xxiv) RARENLEE
N3EET, BRINS—MOETH 5.

B ICEFEICIE,

(D—=4) : (i) TC—=Co7IFLVE ET7ILFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
axBLTWTHELWL, ) 1. (iv) T=NR3— (KXf, R3lL (al)
KZRRF. (b1) C,—Ce7IFIE, (c1) RIROBRDB%E1HE
BMELTVWTHLIWC—CH o7 —ILE. Xid (d 1) 7V —ILESIC,
RIEEDEBRDBE 1 HESHEEBLTVWTEHE LWL, C4—C 1,7 J—ILC—Cq
FILFILEERT, ) 1. (v) TBREFI. (vi) TALKZILE]

(viia) TX=S (0) ,— (XA, nidOXIBF2DEHERT, ) |

(x i) TRIEROBHSYZ1BE2EELTVWTELL, BRET. B
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
ET32D5BET7 ERANERRE] NoEBIEINS 1 EULOEDOE
BECEMSERIND ZMOESL, (xii i) KREF. (xviii
) By Z1BE2EELTVWTE L. BREF. ZRETRUME
FEFDNORBEENSBIRINEATORTFO I BEIBMEEBEITH5HET
BIEATO7Y—ILE] TRRAFOTY—IE, (xix) IFX-N (
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[0066]

[0067]

Ral) (R22) ZH93E] THRETI/VE, (xx) ekFOFIE (A

L. A ROFVEINREBRFICHEES T IEEICIE. ZREFRFIIATEMK
FZEFTIEAEWV, ). (xxii) ALKRFIE, (xxiii) RIKE

R (xx i v) RRAKENSBIENZEE T, BRINZ—MOETH

%,

B FEICIE.

(D=5) : (i) TC—=Co7IFLVE ET7IFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
axBLTWTHELWL, ) 1. (iv) T=NR3— (KXf, R3lL (al)

KREF. (b1) Ci—Cs7IFILE (c1) RIEBOE#RDBZ1HE
BMELTVWTHLIWC—CH o7 —ILE. Xid (d 1) 7V —ILESIC,
RIEEDEBRDBE 1 HESHEEBLTVWTEHE LWL, C4—C 1,7 J—ILC—Cq
TILFIWEERT, ) 1. (vi) TALKRZILE] ., (viia) IRK-

S (0) ,— (XA, nIFORIF2DEHEXRT, ) | . (xi) [RIEDE
vy 1 BE2EBLTVWTE LK. BREF. ZRETRUMERTFH,
LRBEENDSBIRINBIATORTO 1 BEIBESHEITH2MD5BET

SRANERRE] HoRIENZ 1BULOEQOBEBAEC @, SERIN

ZMEDEE., (xiii) KREF., (xix) IX-—N (Ra1) (Raz
) ZBTBHE] THRARETIVE, (xx) eROFVE (BEL. AERO

FUENREBERFICEATIESICIE. IRERFEABMRERFTIER
Wo )y (xx i i) AILARFIVE, (xxiii) RAIKRE RV (xx

i v) RRAKRENSBIENZEE T, BEINZ—MOETH S,

D& LTHIRIE. KEEF. —CH,COOH, —CH,CH,COOH, —
CH,CH,CH,COOH, —CH,CH (i-C,H,) CH,COOH, —C
H,CH (i-C,H,) CH,CONHCH,CH (i-C,Hy) CH,COOH
. —CH,C (CH,CH,CH,CH,CH,) CH,COOH, —CH,C (C
H,CH,CH,CH,CH,;) CH,CONHCH,C (CH,CH,CH,CH,
CH,) CH,COOH, —CH (CH,SCH3;) COOH, —CH (CH,C
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H,SCH;) COOH, —CH (CH,Pheny!l) COOH, —CH [C
H, (4—hydroxyphenyl) ] COOH, —CH [CH, (4—
imidazolyl)] COOH, —CH (CH,CONH,) COOH,

—CH (CH,CH,CONH,) COOH, —CH (CH,0OH) COOH,

—CH [CHOH (CH3) ] COOH, —CH (CH,CH,CH,NH,) C
OOH, —CH (CH;CH;CH,CH,;NH,;) COOH, —CH [CH,C
H,CH,NHC (=NH) NH,] COOH, —CH (CH,CO,H) COO
H, —CH (CH,CO,But) COOH, —CH (CH,CH,CO,H) C
OOH, —CH (CH,CH,CO,But) COOH, —CH,CH,CH,C

H (NH,) COOH, —CH,CH,CH,CH,CH (NH,) COOH, —
CH (COOH) CHs, —CH,CH,SO3;H, —CH,CH,CH,SO;H
. —CH,CH,NH,, — CH,CH,CH,NH,, —CH,CH,CH,CH,
NH,, —-CH,CH,CH,CH (NH,) COOH, —CH,CH,CH,CH
,CH (NH,) COOH, —CH,CH,0OH, —CH,CH,CH,OH, —

CH,CH,CH,CH,OH, —CH,PO3;H, —CH,CONHCH,COO
H, — CH,CONHCH (CH,CH,SCH3;) COOH, —CH,CONH
CH[CH, (4—imidazolyl)] COOH, —CH,CONHC
H (CH,CONH,) COOH, —CH,CONHCH (CH,CH,CONH
) COOH, —CH,CH,CONHCH,COOH, —CH,CH,CONH
CH (CH,CH,SCH;) COOH, —CH,CH,CONHCH [CH, (
4—imidazolyl)] COOH, —CH,CH,CONHCH (CH,
CONH,) COOH, —CH,CH,CONHCH (CH,CH,CONH,)

COOH, —CH,CH,CH,CONHCH,COOH, —CH,CH,CH,

CONHCH (CH,CH,SCH;) COOH, —CH,CH,CH,CONH
CHI[CH, (4—imidazolyl)] COOH, —CH,CH,CH,
CONHCH (CH,CONH,) COOH, —CH,CH,CH,CONHCH
(CH,CH,CONH,) COOH, —6—CH,—3—ethylbicy
clo[3, 2, O] hepta—3—ene—6—y | —-CH,COOH,
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[0068]

[0069]

[0070]

BEUBICHIFD—NRS—&—&ICh>TTRBEETHD,
[1t5]

HOOC

ST

[ (b) : —=CO—E—-F] QEICEWVWT, [ (i) BE (x i) HRIE
2 1BULOEDT1EBET OBETERINS ZMOE] &i&. Mo
BETHd (i) ~(xi) MoLYBEThZ 1EBIFI2EBULOEN LAY

(i) ~(xi) OEOEFHHEN1EBRET OFTHY., (i) ~ (x|
) DEDOIKA L CTEHERICEBRINS ZHMOEEZEKT 5,

[ (b) :—CO—E—FJ IK&EhBEIZL

(E=1) : (i) TC—=Co7IFLVE ET7ILFLUVyEFEHRXIZ
DRBHRTHY . HPICRROTILFL VB EEATVWTELL. BRS
aZBLTWTELWL, ) 1. (ii) TC,—C,,7INHr=ZLVE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL
We ) o (i1 1) TCL,=CLo7FZLVvE ET7ILF=LVEIFEHE
AXEDRFRTHY, RIBOERZaZBLTVWTHEWL, ) 1. (iv
) T=NR3— (X, R3iF (a 1) KREF. (b1) C;—Cs7IFI
B (c1) RIEtDEBEDBZ 1 BESEBLTVWTEHELWVWC—C o7 —
WE, XiF (d 1) 7U—LE2IC, RISSOBRSB%Z 1 B3ESEELTW
THEEW, Cs—C1o7YV—NWC—Cs7IFINEEZRT, ) 1. (v) [l
RERFL. (vi) TAWR=ZLE], (viia) X-S (0) ,— (X
R, niIFOXIE20EHERT, ) 1. (viii) [FIEOEBE#ESB%E
BEAMBLTVWTHELIWC—CoD 2 D7) —LvE] ., (ix) T8
OB az 1 BEAFABLTVWTEHELIWVWC s —C D 2 HDEAFMIRIREKIL
KERE] . (x) (AROBHEZYEZ1BE2EBELTVTELL. BER
F. BREFRUOCHMERFHOORIENLBRINZATORFO1BHES
BaEESETZ22MOEBRETEBATOTY—LVE] . R (x i) T8
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[0071]

[0072]

EOBE#DYZ 1 BE2EELTVWTE L. BRETF. Z2RETFRUME
FBFDNORBENSBIRINBEATORTFOIBHEIBEAEET S 2MD5
BETERBNEREE] NORIEINZ 1 EULLOED 1 EAHEGBEOEL
SEMRIND _MOE. THD,

RFEIC

(E=2) : (i) TC1—=Co7IFLVE ET7ILFLUVyEFEHRXIZ
DRBHRTHY . HPICRROTILFL VB EEATVWTELL. BRS
aZBLTWTELWL, ) 1. (ii) TCL,—C 7M=L VE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL
We ) 1. (iv) T=NR3— (Xf, R3E (a 1) KEEF. (b1)
Ci—Ce7IFIE, (cl1) FIBOEBE#RLBZ1BESEBLTVWTLH L
WCe—CHo7V—ILE, XiF (d 1) 7Y—IE2IC, RIECOBRSB% 1
BESEBLTWTELW, C4—C o7 J—IC—Cs7ILFILEETT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. nFOXIF2DEHERT., ) 1. (viii) T8)
OB BZ1BEABBELTVWTHLWVWC—C D2 OT7)—LVE
1. (x) TRIEBOBESYE1BE2EELTVWTELL. BREF. B
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BT22@O5BETERBATOTY—LVE] . KU (x i) [RiEOE
vy 1 BE2EBLTVWTE LK. BREF. ZRETRUMERTFH,
LRBEENDSBIRINBIATORTO 1 BEIBESHEITH2MD5BET
ERBENEREE] NOREIITNZ 1BULOED 1 EBEGCEOENLERK
INBZ_MOETH S,

&Y EFEICIE.

(E=3) 5 (i) TC,—=C,o7ILFLVE ET7ILFLUVyEFEHRXIZ
DRBHRTHY . HPICRROTILFL VB EEATVWTELL. BRS
aZBLTWTELWL, ) 1. (ii) TCL,—C 7M=L VE ET7NL
TZLVEREHRXIIORBRTHY., RIROBRESaZzBLTWVWTEL



WO 2015/178404 35 PCT/JP2015/064408

[0073]

[0074]

We ) 1. (iv) T=NR3— (Xf, R3E (a1) KEEF. (b1)
Ci—Cs7IFIE, (c1) RIREOEESBZ1BELSBBELTVWTDE L
WCs—CH o7 VU—ILE, XiF (d1) 7Y—IE2IC, RIESOBRSB % 1
BESBEBLTWTELW, C4—C o7 J—IC,—Cs7ILFILEETRT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. nIFOXIF2DEHERT, ) | . BT (x i) T8]
EOBE#DYZ 1 BE2EELTVWTE L. BRETF. Z2RETFRUME
BFHOLRIZENOBRINIATORFTFOI HEIBMESET S 2MD5
BETERBNEREE] NORIEINZ 1 EULLOED 1 EAHEGBEOEL
LERIND ZMOETH 3,

B ICEFEICIE,

(E=4) : (i) TC—=Co7IFLVE ET7ILFLUVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
axBLTWTHELWL, ) 1. (iv) T=NR3— (KXf, R3lL (al)
KREF. (b1) Ci—Cs7IFILE (c1) RIEBOE#RDBZ1HE
BMELTVWTHLIWC—CH o7 —ILE. Xid (d 1) 7V —ILESIC,
RIEEDEBBRYBZ 1 BHESHEELTVWTEHE LWL, Cs—C1,7Y—ILC,—Cs
FILFILEERT, ) 1. (v) TBREFI. (vi) TALKZILE]

(viia) TX=S (0) ,— (XA, nidOXIBF2DEEHERT, ) |
R (x i) TRIEEOBE#RD Y% 1 BE2EBLTVWTE LK. BRET
 BRETRUBMEBRERTHIORLIENSOBRINBZIATORFDO 1 BEIE
EEET22MO5BHET ERANERREE] Mo BENS 1 EULOED
1TEBECEOCENOCERINS ZMOETH S,

B FEICIE.

(E=5) : (i) TC,—=C,,7IFLVE ET7ILFLVyEFEHRXIZ
DIRBERTHY . EPICBROTLFLUVEREEATVWTE L. BB
axBLTWTHELWL, ) 1. (iv) T=NR3— (KXf, R3lL (al)
KREF. (b1) Ci—Cs7ILFILE (c1) BE9B%Z1BEL@EE
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[0075]

LTWTHEEWNWC—CHo7 U —ILE X (d 1) 7Y—LERIC, BRD
BaEITBESBEBLTVWTHLIW, Ce—C o 7)—IC,—CT7ILFILES
Y. ) 1. (vi) THIWVKRZLE] . BT (x i) [(FIEOE#HRDY %
1BE2EBLTVWTE LK, BREF. ERRFRUMERFNOL S8
NOBERINBIATORFOIBEIEZZET S 2D 5 HE 7 BIREAM
BRERE] DOEBEND 1 EULOED 1EABECBEDH, SEMI NS I
DETH B,

E&sLTHZE, —CH (CH3) —. —CH (C,Hs) —. —CH (n—
Csz;H;) —. —CH (i —CzH;) —. —CH (n—C,Hg) —, —CH (
i—C4Hg) —. —CH,CH;—, —CH,CH,CH,—, —CH,CH (C
H;) . —CH,CH,CH,CH,—, —CH (CH3) CH,CH,—, —C
H,CH (CH;) CH,—, —CH,CH (i-C,Hy) CH,—, —CH,C
H,CH,CH,CH,—, —CH (CH3;) CH,CH,CH,—, —CH,CH
(CH;3;) CH,CH,—, —CH,CH (CH3) CH (CH3;) —, —CH,
CH,CH,CH,CH,CH,—, —CH (CH;3;) CH,CH,CH,CH,—,
—CH (C,Hs) CH,CH,CH,—, —CH (CH3;) CH (CHj3;) CH,
CH,—, —CH (CH3;) CH (CH3;) CH (CH3;) —, —CH,CH,C
H,CH,CH,CH,CH,—, —CH,CH,CH,CH,CH,CH,CH,C
H,—. —CH,C (CH,CH,CH,CH,CH,,CH,—, —CH,CH,C
H,CH,CH,CH,CH,CH,CH,—, —CH,CH,CH,CH,CH,C
H,CH,CH,CH,CH,—, —CH (CH (CH3) ,) CH,CH,CH,C
H,CH,CH,—, —6—CH,—-3—ethylbicyclol[3, 2,
Ol hepta—3—ene—6—y|—-—CH,—, —CH (CH,CH,SC
H,) —. —CH (CH,Phenyl) —. —CH[CH, (4—hydro
xyphenyl)] —. —CH[CH, (4—imidazolyl) ] —
. —CH (CH,;CONH,) - —CH (CH,CH,CONH,) —, —CH
(CH,OH) =, —CH [CHOH (CH3) ] —. —CH (CH,CO,H
) =~ —CH (COOH) CH,—, —CH (CH,SCH3;) —. —CH (C
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[0076]

[0077]

H,S—n—hexyl) —. —CH,CH,NHCH,CH,—, —CH,CH
,N (CH3;) CH,CH,—, —CH,CH,N (i —C3H,;) CH,CH,—.
—CH,CH,N (4—Methoxyphenyl) CH,CH,—, —CH,
CH,N (CH,Ph) CH,CH,—. —CH,N (CH,;) CH,CH,—, —
CH,CH,N (CH;) CH,CH,CH,—, —CH,N (C,H;) CH,CH
»— —CH,CH,N (C,Hs) CH,CH,—, —CH,CH,N (C,H5)

CH,CH,CH,—. —CH,N (C,Hs) CH,CH,CH,CH,—, —CH
>N (i —=C3H;) CH,CH,CH,CH,—, —CH,N (CH3;) S (0) ,
CH,CH,—. —CH,N (Ph) CH,CH,—, —CH,N (4—C 1| —P
h) CH,CH,—., —CH,N (4—C|1—-3—-CH3;—Ph) CH,CH,—
. —CH,N (CH,Ph) CH,CH,—, —CH,CH,N (CH,Ph) C

OCH,CH,—, —CH,CH,SCH,CH,—, —CH,CH,SCH,—,

—CH,CH (OH) CH,SCH,CH,—, —CH,CH,S (0) ,CH,C
H,—., —CH,CH,S (0) ,CH,—, —CH,COCH,—, —CH,CH
,COCH,CH,—.

[1£6]

—H,C—N

H,C-N  N-CH,CH HCN(}OCHCH
2 \ 2 2 2 2 2— . O_CHz'CHg— .
2 H
—HZC—NQ—CHZ-CHZ-o—CHz-CHz— —HZC—N/\:>—“—N—CH2_CH2_

Ho§ _ At
—HZC—HQC—ND-N—“—O—CHZ-CHZ— HIG—HO N CHy-LN-CH,CH,-

—NHCH,CONHCH,CH,—, —N (CH3;) CH,CONHCH,CH
2= —N (CH,Ph) CH,CONHCH,CH,—, —NHCH,CON (
CH;) CH,CH,—, —NHCH,CH,SCH,CH,—, —CH,CH,C
ONHCH,CH,—, —CH (CH,CH,SCH3;) CONHCH,CH,—

A Y %T%éo
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[0078]

[0079]

(c) :=CO—-GJ] OGIKBEWT, [ (i) BE (xi) HHEIEN
521BULOEDQOEBETOME (xi i i) BE (xxiv) NEHEE
NZEETERINDG—MOE] &iF. BBEFIC (xi i i) BE (xx i
v) oREIENZ 1 ECE. XEZMOETHS (i) ~ (x i) LYUEL
ha 1R 2BUEDENSARY,. (i) ~ (x i) OEDOEEEHH1E
BE1TOETHY. (i) ~ (xi) OETEHEHRICERINZ ZMOED
Kigic, —HOETHS (xii i) BE (xxiv) NMoEENS1ED
ENEE LE—MOE, BEh32EKT 5,

[(c) :—=CO—GJ IC&EENBGIL.

(G—1) :gigg (i) TC,—=Co7lFLVEI. (ii) TC,—C,
FPIA=ZLVE], (iii) TC,—C oq7IF=LyvE]., (iv) IR
—NR3—1 . (v) TEEREFEFI. (vi) THLKRKZJIE]., (viia
) TX—=8 (0) ,— (X, niFOXIF2DEHERT, ) 1. (viili
) B BAE1BEAEBLTVWTHLIWVC—C D 2DT7Y)—L V&
1. (ix) TE#EDaz 1 BEAEBLTVWTELIWVC;—C D 21HDEA
FBRRERAEKRE] . (x) BEKYyZ1BE2EBELTVWTELL, B
FZEF. BREFRUMERFHLBRBBENLOBRINBATORFD 15
E3EZ2ETH2MOEBETEEATOTY—LVE] . RV (x i)

By Z 1 BE2EABLTVWTH L. BREF. EREFRUMER
FHOLBRDBENOBRINBIATOARFOIBEI@MEEET S 2MD5 T3
E7EBHNEREE »ORIEND 1 BULOED OELE 6 AL SHEM
I3 TflDESE, (xiii) KRRF. (xiv) gphod C,—Cg7
WHFILE] TRRETZILFIVE, (xv) IC—CenNOF/TILFILE]

THRARNOFT /) TIFILE, (xvi) [C;—C,ooyOF7NFILE] T
B 7OF7ILFILE, (xviia) BESBAE1BAESEAGLTW
THEEWCs—CH o7 —ILE] THRARETY—ILE (xviii) TE#
DYyE1BE2EBLTVWTH LK. BREF. Z22RTRUMBERTF,L
REBENSBIRINIATORFO 1 BEIBMEEETH5HETEBAT
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[0080]

[0081]

O7 ") —IVE] THRAFOT7)—ILE, (xix) [X-N (Ra1) (
Ra2) #B9%E] THRAEZ7I/E, (xx) eEROFIE, (xxi)
RILIINE, (xxi i) ALKRFIE (xxiii) RIEE RV (
XX iv) RARENLGBENZEENSEHINE—HOETH S,
RFEIC

(G—2) 8158 (i) TC,—C o7NFLVE],. (ii) TC,—Cyy
FPIA=ZLVE], (iii) TC,—C oq7IF=LyvE]., (iv) IR
—NR3—1 . (v) TEEREFEFI. (vi) THLKRKZJIE]., (viia
) TX—=S (0) ,— (Xh, niFOXIF2DEHERT, ) 1. (viii
) B BAE1BEAEBLTVWTHLIWVC—C D 2DT7Y)—L V&
1. (ix) TE#EDaz 1 BEAEBLTVWTELIWVC;—C D 21HDEA
MBRRAEKRE] . (x) BESvyZ1BE2EBLTVWTE L. B
FREF. BRETRUVHMEBERTINLRIBENOBRINSZIATORTFD1TS
E3EZ2ETH2MOEBETEEATOTY—LVE] . RV (x i)
By Z 1 BE2EABLTVWTH L. BREF. EREFRUMER
FHOLBRDBENOBRINBIATOARFOIBEI@MEEET S 2MD5 T3
E7EBHANEREBE | NORIENS 1 BLULOED OEBE 6 @H SRR
INZZEDEE. (xii i) KREF. (xiv) ICi—=CsT7ILFI
H| THRRETILFILE, (xvi) TC3—C,o>oO7IFILE] THAR
ooa7IbEIVE, (xviia) BEaBZIBESEBLTVWTE
SWC—C o7 —IVE] TRNET)—IVE, (xviii) [E#yy
ZIBE2EBLTVWTEH LK. BRET. ZEREFRUMBERTFI,»SRD
HHOLEBIRINAIATORTO1IBEIEAESHEITHE5BETEREATOT
)—IVE] TRRATFOFY —ILE, (xix) TRA—-N (Ra1) (Ra?2
) EETRE] THlRAETIVE, (xx) eROFTVE, (xx i) FHIL
IIVE, (xxi i) AILRFSE (xxiii) AKRE RT (xx
i v) RARELNSBENDZEENSERINE—MOETH S,

&Y EFEICIE.
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[0082]

(G—3) :818 (i) TC,—C,o7NFLVE]. (ii) TC,—C,,
FIVr=Lv&E]., (iv) TRA-=NR3—] ., (v) TEBREF]. (vi
) THIVARZLE] . (viia) TXK—=S (0) ,— (XK. nld0OXIE2
DEHFERT, ) 1. (viii) BEIBEZINEL4EELTVWTHL
WCs—C D27 ) —LVE] . R (x i) B#¥ESvy%Z1BE2E
BLTWTHLK, BFRERTF. EREFRUMERTFHOLORDIEFHNLBRE
NEATORTFO1BESELEET 2205 HET7 ERENERERE]
NOBENZ 1EULEOEDOBEBEGCENGERINS ZMOEE., (x
iii) KERF. (xiv) [Ci—CeZIFILE] TRRETILFILE
(xviia) BRYBEIBESEBLTVWTELWVC—C 17—
WE] THRARETY—IVE, (xviii) BESyZ21BE2EEBELT
WTH LK, BRERTF. ERETFRUMERTFHLORIBFHNLBRINSEA
TORFOI1BEI@EEETZE5BHETEREATOTY —IE] THlRE
AFOT7Y)—IE, (xix) TX-—N (Ra') (R22) 2F¢25&] Tk
NET7I/E, (xx) eROFVE, (xx i) RILIIVE (xxii

) AILARFIE, (xxiii) RAIKE R (xxiv) RAKENDS
BIXNBZEENSEHRINS—MOETH S,
BICHFEICIE,

(G—4) :g@is (i) ICy—Cio7lFLVE]. (iv) [X-NRS3
—1. (v) TEREREF)I. (vi) THLKRZJE], (viia) IR
—S (0) ,— (X, nIFOXBF2DEHERT, ) | . KT (x i) [E
By 1 BE2ABLTVWTE LK BRERT. ZRRFRURERTH,
LIRBBENOERINBIATOARFO 1 BEI[MEEET 22D AET
BEREANERERE] "o BENS 1 BULEOEDOEBFECENSERIN

ZMDEE., (xiii) KREERF. (xiv) [C,—Cs7IFILE]
THRAREZTFILFILE, (xviia) BESDBLEIBESEBLTWVWTD
SWCs—C o7 )—ILE] THRRETY—ILE, (xviii) BESy

ZIDBE2EBLTVWTE L. BRREF. ZRRTFRUOBERFNISAD
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HHOLEBIRINAIATORTO1IBEIEAESHEITHE5BETEREATOT
)—IVE] TRRATFOFY —ILE, (xix) TRA—-N (Ra1) (Ra?2
) EETRE] THlRAETIVE, (xx) eROFTVE, (xx i) FHIL
IIVE, (xxi i) AILRFSE (xxiii) AKRE RT (xx
i v) RARELNSBENDZEENSERINE—MOETH S,
[0083] ERIC & YWIFEICIE,

(G—=5) :gugg (i) TC—C o7NFLVEI. (iv) TKX-NR3
—1. (vi) THUWVEHR=ZNE]. (viia) K-S (0) ,— (KA,
NIZFOXIZ20EHEZRT, ) 1. (xi) BESrYyZ1BE2EELT
WTH LK, BRERTF. ERETFRUMERTFHLORIBFHNLBRINSEA
TORTO1BEIBEERET 2 2MMO5 HET ERMAMERRE] HHZE
EN2 1 BULOEDOERECEISEBRINI ZMOESE, (x i i i
) KREF. (xiv) ICi—Ce7IFIE] THRARETILFILE (x
viii) B rvyZ1BE2EBLTVWTEELL,. BREF. 2RETF
RUMBRFHOOLZHEINLBIRINSIATORTO1I HEIEZESET S
S5T3ETEBRATOT) —IVE] THReATOT ) —ILE, (xix) T
X—N (Ra') (R22) 28T 3E] Tl~REFI/E, (xx) BEROF

SE, (xx i) RILIIE, (xxii) ALBRFIE, (xxiii)
ZIVKRE, R (xx i v) RAKRENSBIENZEENSERINEZ—M
DETH 5,

[0084] &b MFBICIE,
(G—6) :gigd (i) TC,—=C,o7IFLVE]. (iv) TRA-NRS3
—1. (vi) TALR=ZLE] . (xi) TBESYyEZ1BE2EEBLT
WTH LK, BRERTF. ERETFRUMERTFHLORIBFHNLBRINSEA
TORTO1BEIBEERET 2 2MMO5 HET ERMAMERRE] HHZE
EN2 1 BULOEDOERECEISEBRINI ZMOESE, (x i i i
) KREF. (xiv) ICi—Ce7IFIE] THRARETILFILE (x
i x) X—N (Ra") (Re2) #F92E] THRRAETI/H. (xx)
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[0085]

EROFIE (xxi) RILIVE (xxii) BIIRFIE (xx
i) RIWKRE, R (xx i v) RAKRENSEENDIEEDOBEHRE
h3—MDOETH S,

AFRBOHOT /A REEE (1) & 2FAIC, BEE (FIxE HL
REVE, ZIUKRE, RAFRESE) R/ XIFEEEE Bl 73 /8
COTTZUNE VLA RESE) 2BTEEICIE. BEICK-oT. BRY
SXIGIEREERAIE, BELFFINDIBICTEIENTES, TDELD
IR, IR, FRUDLER. AVDLIER. VFULIEBEDOLIBTILAY
ERBE; ALY ILE. RTRVILEDLIRTILAY TEERE; 7L
T = LlE,. fkiE. WENE. SAE. —vAIE. ONILNESDOERE ; T
VEZOULR, t —FIVFILTIVE IRVIUIILTIVIE, EILKR)VIE
WA IVIR, I T) I UTILFILIRATIVE IFL VYT
VB N=XFITINVAIVIR, J7=VUKR YIFILTIVIE. MUI

FLTIVER, DV/Aa~FIIVTIVE N, N IRV INIFL VY
7IVIE, voOoohq4 ViR SOohaviE. YIS/ LTI VB N
—RYTVI=N—-—TJIXFILTIVIE, ERSIVIBE TRIAFILTVE
ZoLE, MR (EROFVAFIV) PIIAXAIVIBOLDBTIVIE;
)R, F FUB., PILFX¥FZUEBEOLDRT I /IR ; BIEKRERIE
. IBREIR. RICKREIEB., KMEKFRBBIED & S /O 5 Vb KREEIE ; THEE
18 ; BIERRIE ; MERE ; HERIE ; XYV XIARVERIE. Mo AOxXS
VRIVKRVEBIE. TV RIVRVERIR. NVEVRIVRVERRE. p—MILI
VAWK VEBREO & D BRIVKVERE ; BFERIR. )V OMIE. 7Y —IVERIR
CONDEEIR. VT VSR, BABIE. BEIE. LA VBEBEOL D AAIL

RUBBIE ; XIFTIVS I VBEIR, 7ANSEFUBIBEOL DA T I /EBEIETH
YiE. FEICIE. TILAYEBIR. TILHYTEERER. TIVIER NOT
VALKERERIR, THESIR. TRERIR. BEFRIR. RIVAKRVERIR. HILRVEER. X
7 I/BIBTHY. BICHEICIK., FRUDLER DUDLIE VFUL

s AV OLE, RTRVOLE ; PYVEZULE, TEULKRY VIR T

N
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[0086]

O IVIRE 72T YU TILFIVIRATIVE, TFLVPTE
N—XFILTIVAIVIR F7=VVE s0070hq4vig. 7
B, TRIAFITUVEZVLE; VIVIE ; BRIE. RIEKRE
18 ; MBBIE ; BBRIE ; X9 YV RILKRVERIE. p— MLI YV RILKRVE
IS, YACEEIR. DY —IVERIE. ONJBEIR. VT UEEIR. BHAR
IR, “ LA VERIR; AN =F VIR TV I VBBIR. XIETRNSFY
BIETHD, £l DFRICT I/ ENEET ZHEICE. BEICR->TT
WHEMMETEDZEILE>TARTVEZDVALEBIIT D ENHE, AEEBOD
HOF/ A4 RFEE (1) IKEZOEOIRABTVE=VLEBEEEEIND

vig.
ya|
; fH

A
% \4

3

B OB ﬁ ul
ﬁ T
w T

(o)

AFEBEOHOT /A4 RFEEE (1) FPHALRFIEEETIRA. BE (
ANRVBEETZILIA—ILGFEELLEGT I VEOBERIS) ICE>T, 4
¥ (1) XEZoEEFEE (FI2E BoOY) R, SEABREKYSE) %
LFBZTINA-IE (FlxiE, Ci—Ce7NaA—ILE) ERIBIEZHEL
CIEZFDFESFEE (B2 (B—XFI—2-FFV—-1, 3-U%F
YLY—4—A)) AFIE (EXOALAFY) XFIVE 75 UT0L
& AV TARFOAINKRIN) FFRIAFIVGEE) | XBTVEZTE
LLIGHETET7IVE (E/—BLLIRY-Ci—Ce7ILFITIVE)
ERBRIEZN;IEW (1) ODIRFTINEEZHEETZI7ILI—-ILE (Blx
lE. C1—Ce7/O—IE) ERBIEZD (TRTIBRIE) . XIET7
VEZTELLRBBEHETETI VR (E/-BLLIGRY-C,—Cs7ILFI

TIVE) ERBEIEZD (7IRMERE) 5 Xidbsd (1) oF7ILhY
EREBEHEYETIZINTARNE (BIZIE. C,—Ce7iFILoy0OY RELLIE
JOIR, (B—XFI—2—FFVY—-1, 3=VAFVYLY—4—1))
AXFoa) RELLIEZOI R (EXOqibdF2) AFoal) RE
LKRER7EI R 729020 o0) RELLRZOI R, [ (1v7OR+
SHIVKRZIL) FFT] XFo0Y RELLIETOI RE) &ERIEIES
CEICEY, FERFFBRBINDIIRTIIVEXETIRRICTEIENTES
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[0087] AFEBOAOTFT /A KEEMOIZAFTIVEIZ. HIZIE. AFILIZIFI,
IFINIRFTI, 7OENIZFTIN, AV 7AELVIZTI. TFIVIRT
W s=TFINIAFTI., t —TFILIZAFTI, RYFILIZATFTI, ~NF
WIZRTFILDEIRC, —CxZIFINIRATINE; DVOQRVYFILIRATI
CVIAONFVIILIRTFILDEIBRC;—Ce v/ OATIINFIITATIVEE; 7
TZIVIRTI, TIFLNIRATILDEDRCs—C o7 ) —IVITRAFTIVEE;
RYDIWIZATFIV, ZZR2FIVIRTIV, a—AFILRVIILITZATFIV, 3
—7xZVFOEBNIRTIN, 4—TzZIVTFIITATFTIV, 6=zl
AEVIWIRATFIIN, VTIZIWAFILNIATIN, NYUTZZWAFILIRT
WDEIRCe—C o7 —ICi—CeZIFIIRAFTIE; Xi& (5—XF
W—2—FFY—-1, 3=VFFYLV—4—A)) AFILIRTIL, (E
NAANFFY) AFIVIZATIV, 79V DINIRTIV,. [ (1VT7ARF
SAIKRZI) FFV] AFLIRTI, [ oaOnFINFFT AR
ZV) FFV] AFIIRATIIN, 1= [ (oAnFINFdFIHILRZIN
) AFV] IFINIRATILDE D BREAFRRT, IKDEINBZIZXFTIVET
HYigd,

[0088] fF@ICIE. XFIIRTI. TFINIRTI., 7OEILIZZAFTI, 41V T
OELNIZRFI. TFILIRTI. AFVIIZATIV; SOV FILIR
T, OONFINIZATIV, DT ZIVAFILIRTIV; (B—XFI
—2—FFY—-1, 3=IFFYLV—4—4)L) AFIITAFI,. (ENX
OANLAFY) AFIVIZRFIV, Z9UYINIRATN. [ 1V 7ORFY
AIWKRZIV) AF2] AFIVIZZAFTIV. [ (7aAFINAFIHILRZ
W) AF2] AFIIZZAFIL, XiE1— [ (70~ FUIAFIHILR
W) 2F2] TFINZRAFTILTH D,

[0089] & UYUMFEICIE. XFIIZATIN, TFILIZATI, 7AOELZZTI. (
B—XFI—2—-FFY—-1, 3=IFFYLY—4—qJ) AFIIRTF
o (ERXOANVFHY) AFILIZZAFTI, Z9VINVITATIVL, [ (1Y
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TORFIANKRZN) 7F2] AFILIRFTIV, [ 7OnF:FoiLat+
SANKRZN) AFD] AFILIRFIV, XET - [ (rvanFoA+
SHIRZI) FFY] TFIIZATILTH S,

[0090] HEICHFEICIE. AFIIRFI, TFILIRFTI, (BE—AFI—2—F
FVY—1, 3=IFFYLY—4—q)) AFILITZAFTII,. [ (rOon*
DA FRIAIKRIIN) AFV] AFIIZFTI, XiE1— [ (7O0AF
DIWAFDAHIVKRZN) THFV] TFILIRATIVTCH S,

[0091] ‘®HBGFFEICIE. XFILIRAFTI, TFILIZZATIN, (5—XAFI—2—#
FY—1, 3=IUFFYLY—4—AL) AFLIZRFI, X1 - [ (¥
PONFIVIAFDAIKRZIN) 7F2] TFINIRATIVTH S,

[0092] AFEBBOAOT./A KEEMOT7 I REIFE, HlAE. 7T K (~CONH,
) s N=XFITIR N-—IFILF7IR N-7OELTIR N—qVY
TOELTIR N=TFLFPIR, N=s—=TFIF7IR, N—t—-TJF
W7IR, N=RUFIFTIR, N=AFYITIR N=-IyOoryoElL
IR N=—27ORVFATFIR, N=22O0AFULTIRODEIRE
J—=Ci—Ce7ZLFILTIRELLIEE/-C3;—Ce>/O7ILFILTINR
s XIEN, N=UXFILFIR, N, N=YIFILFIR, N, N=2JQO
ELTIRN, N=YU4VYFOELTIR, N=AFIL-—N-IFILTZI
R N=XFI-—N-—TOELTIR N=XFI-N-TFFILF7IK N
—IFI-—N-7OELT7IR, N=IFI-—N-—TFILF7IK N=-TF
IW—N—2270RVFIFTIR, N—IFI-N—-—2-O070EILTF IR,
N, N=227OANFII)IT7IRDLIQ@Y—-C,—Cs7IFILTIR N
—C,—Ce7IFI—N-C;—Ce2/7O7ILFITIRELLIEY-C;—
Cev7O7INFILTIRTHYES,

[0093] 4F@ICIE. P2 R (=CONH,) ; N=XFILFPIR N-IFIFIR

/
/

. N=Z7O0ENLT7IR, N—4vYy7OELFIR, N—=TFIF7IR, N—
oaRVFILTIR; N, N=IUAFIT7IRK, N, N=JTFIF7ZINR
N, N=270EENLF7IR, N=AFI—N—-—IFIFTIKR, N=—XF)

1
1
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[0094]

[0095]

[0096]

[0097]

[0098]

—N—7OELT7IRTHS,

BICHFEICIE. PR (mCONH,) . N=XFILF7IR, N—-IFIL7T
ER,N, N=IUAFIFTER, N, N=YIFIT7ZRK, N=XFJ—N
—IFNLTIR XEN—AFIL-N-7OEINTIRTHS,

EHEIFEICIE. 77X K (CONH,) . N=XFILFPIR, N—-IFIL7
RN, N=IXFILT7IR XIEN, N=JIFITIRTH,

AFEBDOLEY (1) OBRENY. AEREY. ROBEORANEYS
AEBILSEND, TOLIBYWEIE. ASTHTORE. BRLSDEEP

BREBAE I >TERINGS, BEE LTE, 73—k, PEMRT
NFH VR EDERRE. KAELFEITFLND,

T, HETECPERERELREICLIYEAORER 2 THBE. TOLOR
2TORBERVIERE (FEILT7R) EAERBICBEINS, Tk, I
REZEALP T T2LDIC. EERTEEEAINSG R v —0ERL
EME—BECHDOHEAFERICZEIN S,

BIl, EHRRICBVWTHRE I N TEAERADILEY (1) XIEETDOEFEET
BINZEBICEBRINDLEY. WhbwaT7ORS Yy JHL2TARRBILES
Ihad,

BICE e, AEBOLEY (1) 13, AZ2EMHKEET S, 5. AFK
FRFXEANKFY FEEZET 250, REMUXIISEBUTHDIIIFEN
EHEET D, Fio. FREMIEFEAICE DL, YARXIE NSV RIETH
DZERMEMEINEET S, TOEL2XIETNSOERQEEDLEHNDOWT
NEAFERICEBEINS, AFRBAOLEY (1) OXAEEMFRT XL
HEMERIE, £ERRTOY) HY MEBICEEZRITTHEE. ARIGERTE
%, TOLDRIEEMGKIEE, AEHEIShERRMEEDZRAVWTLEEY (
1) 2&8RT2HOUEERLEEY (1) Z2AEBICLYBEOAENENE
B LSIRDBEEZRVWTHAEDEITZ I ENTES,

AFEBOLEW (1) OFFLWEEMZUTICRT,



WO 2015/178404 47 PCT/JP2015/064408

[167]

R-07 "X

(1)

[0099] AHBDEY (1) IKHEVWT, FEICIE. (T—1)
(X—=1) : XIEANLRZJLESWNEXAFLVETHY.
(R=1) : R"RUR20DDHG<EH—HMN (a) : —CO—A—-B—D,
Xix (b) : —CO—E—FXiF (c) : —=CO—-—GTHY. BAED (a)
(b) . (c) XIIKRFFTHY. HRiF (a) : —Z—CO—-A—-B
—U, (b) :—=CO—E—-F, (c) : —CO—GXIFKERFTHY.
(A=1) :AlE. (i) C1—C o7ILFLVE ET7ILFLUVEEHRKR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BRaEBHLTWTELW, ). (ii) C,—Co7Ir=LvE &ET7L
oL VEIFEHERIEOEBERTHY . SIROBRDaEBLTVWTEL
Wo ) v (i1 1) Co=CHio7lbF=LVE (BET7ILFLVEIRBEHKX
EORERTHY, FIROBHRDaZBLTVWTELL, ). (iv) —N
R3— (XA, R3F (a1) KFERF. (b1) Ci—Cs7ILFILE, (c
1) RIEEDEBEHR DB =1 BESFEBLTVWTHELIWVWC—C, 7Y —ILE, X
i (d 1) 7Y—IERIC, FIRSOBRSBZ 1 BESHEBLTVWTE LW
. Cs—C o7 V—INC,—Ces7ILFIEETT, ). (v) BERRF. (v
i) ALKRZNLE, (viia)X—S (0) ,— (R, niZOXIE2DE
HaRd, ). (viii) AIEEOBRSBZIBAEA4BELTVTELL
Ce—C o0 2fDT7TY—LVE, (ix) #AiROB#E %1 BEL4ERL
TWTHIWC;—C, D2 HDRBIMBIRKILKRE., (x) FIECOBEERSD v
ZIBE2EBLTVWTEH LK. BRET. ZEREFRUMBERTFI,»SRD
BN OBRINDIATORFO 1 BEIBMEESET I 2MDEBHET EBEA
TET7Y—LYE RV (xi) FIRBOBEDyZ 1 BE2EELTVWTE
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[0100]

[0101]

[0102]

£ BRRF. BRRFRUOMERFISLIENLBERINIATOR
FO1VBEIEZEET22MDOEHE7 BERMAMERRE., HOHEEND
1BULOED 1 EBECEOEZHEASHLETRZ _MOETHY.
(B—1) :Big. —S—. —S (0) —. —S (0) ,—. —NHCONH
—. —N (CH3;) CONH—, —NHCON (CHj3) =, —N (CH3;) C
ON (CH3;) —. —N (C,Hs) CONH—, —N (n—C3H;) CONH
—w —N (i—=C3H;) CONH—, —N (n—C,Hg) CONH—, —N
(n—CgH;3) CONH—-, =N (n—C,Hy) CON (CH3) —, —N
(Ph) CONH—, —NHCON (4—-Chlorophenyl) —,
—NHCON (CH,Pheny!l) —. =N (i —C3;H;) CON (4—M
ethoxyphenyl) —. —N(4—-—Chlorophenyl) C
ON (4—Methoxyphenyl) — XIITREHNLRIENZET
HY.

[1£8]
o O
jjj\ \N)J\N/ —NJJ\N_
o O O R

(D—=1) :DiE. (i) C1—=C1o7FLVE BET7ILFLUVETEHR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BRaZzBLTWTHELW, ). (ii) Co,—C 7= VE EF7IL
FZLVEREHRXIIORBRTHY ., BRQaZBLTWVWTELL, )
(i 0 0) Co—=CHio7FoLVE ETLFoL VEFEHRIEDR
HIRTHY., B DaZzBLTWTHELL, ). (iv) X—N (Ra3) —
(XA, Ra3iE (a 1) KERF. (b1) Ci—Ce7IFILE (c1)
BRESBETIBESEBELTVWTELVC—C 7 —ILE, (d1) 7Y
—ILERIC, BEESBETBESEBLTVWTEHLWL, Cs—C o7 —ILC
1 —CeT7IWFINEEZRT, ) 2BTZE., (v) BREREF. (vi) AR
—WE, (viib)X-=8 (0) ,— (XA, nFONBE2DEHETRT,
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[0103]

) ZHYBZE, (viii) BESBZ1BEA4BABLTVWTELVWC—C
oD 2 DT ) —LUE, (ix) BEDaZz1BE4EELTVWTELW
Cs—C,,D2MDEMBRKILKRE. (x) B rE21BE2EBLT
WTH LK, BRERTF. ERETFRUMERTFHLORIBFHNLBRINSEA
TORFO1IBAEIEEZERE T2 2O BETERATOFT)—L VE,
RO (xi) BESyZ1BE2EBELTVWTH L, BREF. BREF
RUMBRFHOOLZHEINLBIRINSIATORTO1I HEIEZESET S
2D 5 HET ERBAMERERENSEIINS O0XIE 1 EABECSED MO
HE HOIOHBENDT1TEULOED T OBBEGCEMNSERINS ZMOEE
(xiii) KEEF. (xiv) Ci—CeZIFIE GEGTILFILEK
BEHEHRAXIIOREERTHY ., BEDaEBLTWTHELL, ). (xv) C,
—Ce/NAFT/TIFILE ETZIFINETEEREORBERTHY, B2
DarEBLTWTHELWL, ). (xvi) C3—C,o¥7aOF7IFILE, (x
viia) BREOBEIBESEBLTVWTELVWC—C o7 Y —ILE, (
xviii) B vyZ1BE2EBLTVWTEH LK. BRETF. Z2RETF
RUMBRFHOOLZHEINLBIRINSIATORTO1I HEIEZESET S
ERETEBATOFY—IE, (xix) &X—N (Ra1) (Re22) (R
. Ravid (a1) KREFEF. (b1) Ci—Cs7IFIE, (cl1) B#D
BEIPBESEBLTVWTHELWC—C o 7Y—ILE, X (d1) 71—
WESIC, BRDBEIBESEBLTVWTE LWL, C4—C 1,7 —ILC,
—Ce7INFIEZRL, R22ZBKRRFXIFC - C7INFIEZRT, )
ZRETBE. (xx) erFOFVE (xxi) RILILE (xxii)
ANKREFVE, (xxiii) RAIWKRE RV (xxiv) RAKREHNDE
Ehz—MoEE %, HAEhLETRZ—MOE (£, DIEFBICEITZ—
NRS—&—#ICR>TERETEZEVCHERREEALTH LWL, ) THY,
(E=1) :EWE (i) Ci—C o7IFLVE GZT7ILFLUVEIFEHIKRX
BRORBERXIEBRIROTILF L VEREEATVWTH L, B paZzB L
TWTEHELWL, ). (1) Co—CHo7Io=ZLYE ET7IVr=LVEIF
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[0104]

BEHEHRAXIEORERTHY ., BBRDaZzBLTWVWTEHELWL, ) o (i)
Co—C o7 NFoLVE (B7NVFL VvERBEHRIESRERTHY.
B axBLTVWTEHELWL, ). (iv) —NR3— (KX, R3Z (a1
) KRERF. (b1) C,—CsF7IFIE (cl) BERPB%Z1BESE
BLTWTHEWC—C 7Y —ILE, XiE (d1) 7)—ILEpIC. B
DBEIDBESBEELTVTELL, C4—Co7U—IC,—Ce7ILFIE
HERT. ). (v) BEERF. (vi) ANKRZIE, (viia) X—S
(0) v— (XA, nBOXIF20BHERY, ). (viii) BEWHB%E
1AEAEELTVWTELINVC—C D 2DT7Y—LVE, (i x) B
PDar1BEAEBELTVWTELVWC;—C, D 2 MDEEMBIARILKEE,
(x) By Z 1 BE2EBELTVWTH L. BREF. E2REFRUMR
BEFHIOLBIEINLOBRINIATORFOI BEI@MEESET 5 20D
SHETERATOT7)—LVE, RV (x i) By Z1BE2EEL
TWTHLKLK BRET. BRETFTRUOCMERFHNOQZENLBIRIND
ANTFOBRFO1BEIEESET S 20O 5 HET EBBNERER. HH
BEND1EULOED 1 BABECEDOEZEAGSDLE TAZ MDA, T
HY.

Fid (xx i i i) RIKETHY,

(G—=1) :GIE (i) Ci—C o7IFLVE GZT7ILFLUVEIFEHRKX
EORBIRTHY ., HAICBRROTILFL VEDESATVWTE L, B
DazBLTWTEHELW, ). (i) Co,—C 7oL vE 7Y
“ L VEREEHKXEIRBRTHY ., BEDaZBLTVWTELWL, ) .
(17 1) Co—=C o7 IFZLVE ET7ILFZL VERBEHRITORHE
RTHY., BREDaEBLTVWTELWY, ). (iv) A—=N (Ra3) — (
A, Ra3lk (a1) KEERF. (b1) C,—Cs7ILFIE. (c1) &
BEABEIBESEALTVWTHELWVC—C o7 U—ILE, (d1) 7U—
WESIC, BRABEIBESEBLTVWTE LWL, Cs—C 7 )—ILC,
—Ce7IFILEEZRT, ) ZBTHE. (v) BREF. (vi) AILKR=
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[0105]

WE, (viia)®A—=S (0) ,— (AP, niFOXIF2DEHEZTT, )
ZBETRE. (viii) BEDBZIBEAFEBLTVWTELIWVC—C )
D207 )—LVE (ix) EPaZz 1 BEAEBLTVWTELIWVC,
—C, D 2HDRAMBIRKILKRE, (x) BEDryZ2 1 BE2EEBL TV
TH &L BERF. BRRFRUMERFHLADIHINLBRINDIAT
OFRFD 1 PEI@EE2EET 2O BETEBATOT7Y—LVE &
U (xi) B Y21 BE2EELTVWTE L. BRETF. 2RETK
VRBRTFOOLRIENOBRINBIATORTFO I HEIBMESET 52

o5 HE7 ERMBNEREE. HOBENZ 1 EULOEDOEHEG6E
EHAEHLETCRDZMOESE, (xii i) KRRF. (xiv) C,—-C
s TILEIE BETIVFILEIEERITIORBERTHY ., BiDazBLT
WTHLEWL, ). (xv) C,—Ce/NAF/TPILFILE BET7ILFIERE
BERIEHRBERTHY ., BEDaZBLTVWTELL, ). (xvi) Cy
—CLoo/O7IFIE, (xviia) BEDBE1IBESEASLTVWT
HEELWCe—Cro7V—ILE, (xviii) BEQvyZ1BE2EBLTY
TH &L BERF. BRRFRUMERFHLADIHINLBRINDIAT
ORFO1BEIBEEESEITBERETERATOT)—ILE, (xix)

A—N (R21) (R22) (K&, R2'iF (al) KREF. (b1) C,—
CeT7IFIE, (c1) BEDBZIDBESHEBLTVWTELIWVWC—Cy
TU—E XiE (d1) PU—LERIC, BERSBZ1B3ESERBLTW
THELW, Ce—C 7V —IWC,—Cs7IFIEETRL, R2ZIKERTF
XIFC,—CsT7IFIEETRT, ) 2BTHE, (xx) e FOFIE, (

XX 1) WILIIE, (xxii) ALERFIVE (xxiii) RIEKE
B (xxiv) RRARENSBIENSZ—HOEEEHAEDOETHRSE—
MOETH S,

BICHFEICKE. (T—2)
(X=2) : XBALRZJWETHY,
(R=1) : RTRUR20DDRLEE—HN (a) : —CO-A-B-DX
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[0106]

it (b) : —CO—E—-FTHY., RN (a) : —CO—-—A-B-D. (
b) :—CO—E—-F., (c) : —CO—-GXIIKERFTHY.

(A=2) : A, (i) TC—=C,,7LFLVE ET7ILFLUVEIEH
KRS DRERTHY ., EHPICBROTILFL VEDESATOVTE LS,
BfDaZzBLTWTHELW, ) 1. (ii) TC,—C7hT=LVE (
ZTNTZ L VERBBEHRXEREHIRTHY ., AIEOBERSaZB LTV
THEEW, ) 1. (iv) T=NR3— (X, R3lF (a 1) KERRF. (
b1) Ci—Ce7IFIE, (c1) RIEOEEDSBZ1BAESBBELTW
THELWC—Co7VU—ILE, X (d1) 7Y—ILEHIC. BRDB%E 1
BESEBLTWTELW, C4—C o7 J—IC—Cs7ILFILEETT,
) 1. (v) TBRERFI. (vi) THULR=ZWLE] . (viia) X
—S (0) ,— (Xh. nFOXIF2DEHERT., ) 1. (viii) T8)
OB BZ1BEABBELTVWTHLWVWC—C D2 OT7)—LVE
1. (x) TRIRBOBES Y1 BE2EBELTVWTCELL. BRET.
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BT22@O5BETERBATOTY—LVE] . (xi) [FIROBHRSY
YEIBR2EBLTVWTE L, BRRF. ZEREFRUMERFNLOQ
DENOBIRINIATORTO 1 HESEEEETH2MMO5HET BR
HNERERE] »POoREND TEULOEDT1EBEEOEEHEAEHTE
TRBMOETHY.

(B—1) :BlE. —S—, —S (0) —, =S (0) ,—. —NHCONH
—. =N (CH3;) CONH—, —NHCON (CH3) —. =N (CH3) C
ON (CH,;) —. —N (C,Hg) CONH—, —N (n—C,H,) CONH
— =N (i—=C3H;) CONH—, =N (n—C,Hy) CONH—, —N
(n—CgH,3) CONH—, =N (n—C,Hg) CON (CHj;) —. —N
(Ph) CONH—, —NHCON (4—Chlorophenyl) —,
—~NHCON (CH,Phenyl) —. =N (i —C3H,) CON (4—M

ethoxyphenyl) —. —N(4—-—Chlorophenyl) C
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[0107]

[0108]

ON (4—Methoxyphenyl) — XIETFEETHY,
[169]

0O
0
ji\ \\N/H\N// -—N/u\N——
U A NG

(D—2) :DiF, £E8—A (A—2) —B (B—1) —TrLEZMDE
DOREIC (1) Ci—Cio7IFLVE ETILFL UVEITEHRXIERHE
RKTHY, HAKBRROTILF L VEBREZEATVWTH LK, B D a%zE
LTWTHLWL, ). (i i) Co,—C 7T yvE (BE7LTZLVvE
BREFRAXIEDRBIRTHY ., BEDaZBLTWVWTELWL, ). (iv)

R—N (R=3) — (KA, R=3F (a1) kKERF. (b1) C;—Cs7I
FILE, (c1) BEDBZI1BESHEBLTVWTELIWVWC—CH 7=
. (d1) 7YU—LEBHIC. BELSBZT1BESEBELTVWTE LW Cy
—C1o7)=I—C,—Cs7ILFIEERT, ) 2BTIE. (v) BRER
F. (vi) ALKR=ZLE, (viib) x-S (0) ,— (R, nix0R
E20B¥ AT, ) &aBTRE. (viii) E9BZ1AE4EBL
TWTEHELWC—C D27 —LVE, (x) BFEDvZ13E2(E
BLTWTHLK, BFRERTF. EREFRUMERTFHOLORDIEFHNLBRE
NBZAFTORTFO 1 BEIBEEETZ 2O BETERATOT Y —L
VE O RT (xi) BERDryE 1 DBE2HAELTVWTIH L. BRETF. 2
FERFRUOCMERTFOORIBEHNLBRINIATORFO1 BEI@EZSE
BI22MD5BE7 ERANEREE., MOBIENZ 1BULOED1O0

BAECEIOERINDZMOEE., (xii i) KREF. (xiv)

[C1—Ce7ILFIE] THRRETILFILE (xviii) BRESr%E
1BE2EBELTVWTEH L, BRERTF. EREFRUMERTFHLRDE
HOBRINBEATORTO1 HESEE2EET S5 HEIEBATOTY —
WE] THRReAFOT7Y —ILE, (xix) TX-N (Ra1) (R=22) %



WO 2015/178404 54 PCT/JP2015/064408

[0109]

[0110]

BT2E] TRAEFI/E, (xx) EROFVE (BL. Ak ROF

EANRRRTICHET 2BE8I013. BRERTRIAEMRFRT TRAL,
). (xx i) RILILE, (xxii) ALEFVE (xxiii) R

WRE, R (xx i v) RAKRE, "oBENZE%ZMAEabETRSE—
iTOE=N
(E—2) :EiEx (i) TC1—C,o7IFLVE ET7ILFLUVEIEHRK
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BAaEBLTWTELWY, ) 1. (ii) TC,—C,,7Ly=LvE (&
TILgZ L v EFBEHEHRXE SRR THY . AIEtOEBE 2 ZE L TWT
HEWe ) 1. (iv) T=NR3— (KX, R3F (a 1) KERF. (b
1) Ci—Ces7ILFIE, (c1) FICOEHESBZ1BELSBBELTVWT
HEEWCe—CL o7 —ILE, XiE (d1) PU—ILEDIC. BERDBET
ES5EBLTVWTELWL, C4—C1o7Y—ILC —Cs7ILFILEERT, )
1. (v) TEZERFI. (vi) TALVR=ZLE] . (viia) K-
S (0) »— (XF. nIFOXIT2DEHERT, ) 1. (viii) TaIE
DB BZNBEABELTVWTELVWC—C D207 —L VE]
(x) THIROBEZPYZI1BE2EBLTVWTELL, BRRF. EXR
RFRUOCMERFHOORIENLBIRINZIATORFTFO1 HEIBEZEE
TE2MMD5BETEBATOF7Y—LVE] . (xi) [RIEOBHRDY
ZIBE2EBLTVWTEH LK. BRET. ZEREFRUMBERTFI,»SRD
BNOBRINIATORFO1BAEIBESETS2MDE HET BB
MERRE] NOoRBIINS 1 EULOED 1 EAHECEAZHEAEHETAS
ZfDETHY.
Fid (xx i i i) ZIWKETHY,
(G—2) : GIAMER (i) TC,—C o 7IFLVEI., (ii) IC,—
Cro7r=LvEl., (iv) TRX-NR3—]., (v) BREF!. (
vi) THIWKR=ZNLE], (viia) TR—S (0) ,—J. (viii)
BISEDBRDBE I BIEABBELTVWTELWVWC—C D 2MDT7Y—L
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[0111]

VE] . RG (x i) TRIROBRYYE1HE2EBELTVWTELL, B
FREF. BRETRUVHMEBERTINLRIBENOBRINSZIATORTFD1TS
E3@EEE2ETH2MMDEHET BERANERRE] H5EIENS 1EULE
OEDOEBECEMNMOEBHRIND _MOEEL. (xii i) KREF. (
xiv) ICi—Cg7IFIE] TRHRRETIFILE (xviia) TH]
RBOBRSBEIBESBEBELTVWTHLIWC:—C o7 ) —ILE] THRNE
7)—=IE, (xviii) (RIEBOBEDYZ1DBE2EBELTVWTEHL
. BFRERT. BRETFTRURERFHNOLIENLBIRINZATORT
DI1BEI@EEEETEE5DETERATOT ) —IILE] THRATOT
V=&, (xix) RX-—N (Ra") (Re2) 2HF2E] THRRAETX
JE, (xx) BROFVE, (xxi) RILIE (xxii) AR
FUOE, (xxiii) ZWKRE R (xxiv) RAREFEEZHAE
b TRZ2—MOETH S,

BICLYUFEICIE. (T-3)

(X=2) : XIZHALWRZLETHY.

(R—2) : R'"RUR20DDHG<CEEH—HMN (a) : —CO—A—-B—D,
XiE (b) : —CO—-E—-FTHY, BN (a) : —CO—-—A—-B-D,
(b) : —CO—E—FXIRKEEFTHY.

(A=3) ; AlZ (i) TC1—C,o7ILFLVE ET7ILFLUVEFIEHRKR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BHaEBLTWTEEW, ) 1. (ii) TCL,—C ,ZLr=LrvE (&
TILgZ L v EFBEHEHRXE SRR THY . AIEtOEBE 2 ZE L TWT
LW, ) 1. (iv) T=NR3— (XA, R3F (a 1) KREF. (b
1) Ci—Cs7ILFIE, (c1) FIROEESBZ1BELSBBELTVT
HELWC—C o7 )—ILE, XiE (d1) 7Y—IEHIC, BIEEDERS B
EIBESEABLTVWTELWL, Co—C o7 U—IC,—Ce7ILFIEETR
¥, ) 1. (v) TBBREFI. (vi) THLRZJLE] . (viia)
[X—S (0) ,— (X, niFONIF2DEHAERT., ) 1. (xi) T&
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[0112]

[0113]

OBy Z 1 BE2EBLTVWTE LK. BREF. 2RETRUCRHE
BFHOLRIZENOBRINIATORFTFOI HEIBMESET S 2MD5
BETEBRBNEREE] NOREND 1TEULOED 1 BAHE6EE2EHA
EhETRDZZMOETHY.
(B—2) :Bid., —S—. =S (0) =, —S (0) ,—. —NHCONH
—. —N (CH3) CONH—, —NHCON (CH3;) —. —N (CH3) C
ON (CHj3;) —. —N (C,Hs) CONH—, —N (n—C3H,;) CONH
—. —N (i —=C3H;) CONH—, —N (n—C,Hy) CONH—, —N
(n—CgH,3) CONH—, —N (n—C,Hg) CON (CHj) —. Xk
TRETHY,
[1610]

0

—NjiN—- \NJLN/
AN

(D—3) :DIEEEA (A-3) &B (B—2) tAHKICERINS M
ODEDRIHIC, (i) Ci—Cio7IFLVE ET7ILFLUVERBEHRRXIZ
DREERTHY ., EPRICRROTILF L VEBSEEATVWTE L. BRS
aZBLTWTELWL, ). (i i) Co—C 7T =ZLVE BT7INT=
L VEREBEHRXEORERTHY ., BFEDaEBLTVTELWL, ) o (
iv) =N (R23) — (Xh, R=3F (a1) kEEF. (b1) C,—C
s VILFIVE, (c1) BEDBEIBELSEBELTVWTHIWVWC—C o7
J—ILE, (d1) 7U—IERIC. BESBEZ1BESBERBLTVWTEHL
W, Cs—C o7 V—IL—C,—Cs7IFIEETT, ) 2BTZE. (v)
BERRF. (vi) AILAR=ZNLE, (viib) x-S (0) ,— (R#. n
FOBE20DEHART, ) 28T2E. RV (x i) BRorE1HE2
BEELTWTH LK. BRET. ZBRETRUCMERFNOLIEHNHER
INBATORFOIAEIBEEETS 2D 5 HET BRAMERRE
D SBIEND 1TEULEOEDCOERECEILSERIND ZMOEL. (
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[0114]

Xiii)KEBEF. (xiv) [C,—CgFIFIEH] THRRETILFIL
. O (xviii) TEREDYZ1HE2EBELTWTHE L. BERF.

EBRETFRUMEBEREFIORIEINLBIRINEATORFD 1 BHEI(E%
EETAEBHEIERATOT—ILE] THRAFTOFY —ILE, (xi
x) &X—N (R21) (R22) #F592E| THRET7I/E, (xx) k&

FOoFoE (BL., Ae ROFVENREZERFICEETIIHBEICIEK. ExkFE
BRFIEAEMRERF TRV, ). (xxi i) ALRFIE (xxi

i) RNWERE, R (xxiv) RAFENSRENZEEEZHAGHE
T2 —flDE.

(E=3) ;Eix (i) TCi—C,o7IFLVE ET7ILFLUVEFEHRKR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BAaEBLTWTELWY, ) 1. (ii) TC,—C,,7Ly=LvE (&
TILgZ L v EFBEHEHRXE SRR THY . AIEtOEBE 2 ZE L TWT
LW, ) 1. (iv) T=NR3— (X, R3F (a 1) KREF. (b
1) Ci—=Ce7IFILE, (c 1) RIEEOEBERNBEZ1BESBBELTWVWT
HELWC—Cro7)—ILE, XiE (d 1) 7Y—IEHIC, BIEEOERS B
EIBESEBLTVWTEHLWL, Co—C o7 Y —IC,—CsFILFIELER
T,) 1. (v) TEEEEREF]. (vi) THILK=ZNLE] ., (viia)
[X—S (0) ,— (X, niFONIF2DEHAERT., ) 1. (xi) T&
EOBE#DYZ 1 BE2EELTVWTE L. BRETF. Z2RETFRUME
BFHOLRIZENOBRINIATORFTFOI HEIBMESET S 2MD5
BHETERBNEREE] NORIINS 1 EULOED 1 EHE6 E%HEH
EhETRDZZMOETHY.

Fid (xxiii) ZWKETH,

FYBICIFEICIE. (T—4)

(X=2) : XIZHALWRZLETHY.

(R=3) : R'RUR2IFA—XIFEL>T, (a) :—CO—-A—-B-D
. XiZ (b) : —CO—E—-FTHY,
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[0115]

(A—=4) : Alx (i) TC,—=C,,7IFLVE BET7ILFLVETEHR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B

e azBLTWTHLIWL, ) 1. (iv) T=NR3— (. R3F (a

1) KERF. (b1) C,—CsT7IFIE (c1) FIZOBEHRSL%E

BESEBLTVWTELIWVWC—C 1 7YU—ILE, XiE (d1) 7Y—ILES
IC. BIEEDEBHMOBE1BAESEBELTVWTELWL, Cc—C 7Y —IC,

—CeTIFILEERT, ) 1. (v) TBRRFI. (vi) THLR=ZL
i, (viia) TX=8 (0) ,— (XA, nidOXIBF20DEEHEKRT,

) 1. (xi) TRIGROBHRAYEZ1BE2EBLTVWTELL, BRRT

 BRETRUBMEBRERTHIORLIENSOBRINBZIATORFDO 1 BEIE

2EET22M05HET ERENERRE] MoBENS 1BULEOED

1TEBEGE%ZHASHLETRZZMDETHY.

(B—3) :BlE., —S—, —S (0) —, =S (0) ,—. —NHCONH
—. —N (CH3;) CONH—, —NHCON (CH3;) —. —N (C,Hy)

CONH—, =N (n—C3H;) CONH—, —N (i —C3H;) CONH
—. THY,

(D—4) :DIZLEE—A (A—4) —B (B—3) —TRLAEZMOED

Kimic, (1) C1—Cro7IFLVvE BET7ILFL VEREHRIEORE
RKTHY, HAKBRROTILF L VEBREZEATVWTH LK, B D a%zE

LTwTHLw, ). (iv) =N (Ra3) — (KX, R=3i% (al) K
FEF. (b1) C,—Cs7IFIE (cl1) BESBZ1HESHEEBL
TWTHEIWC—C o7V —ILE, (d1) 7Y—IEDIC. BRSB%E 1
BESEELTVWTELWL, C4—C1,7YU—I—C,—Ce7IFILEERT
o ) ZETBRE., (v) BREF. (vi) AIKRZNLE (viib) R

—S (0) ,— (Xh. nFOBE2DEHAETT., ) 2T DH. BT (x
i) B v 21 BE2EBLTVWTE &L, BRET. ERETRUTRE

FBFDNORBENSBIRINBEATORTFOIBHEIBEAEET S 2MD5

BETERBNERIRE, NORBIENS 1 EULOEDOEBEGEN,SIE
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[0116]

[0117]

RENSZMMDEE, (xiii) KERF. (xviii) IE#gr%z
1 BE2EBLTVWTH LK, BRRF. EREFRUMARTFH LS8
DOERINDIATORFOI1 BEI@E2ET S5 HEIEEATOT Y —
WE] THRREAFOT)—ILE, (xix) X-N (R21) (R22) %
BT2E] TRAETIV/VE, (xx) erFOFVE (BEL., AERFOFY

ENRBRRTICRET 2HBEICIE. BIRREFIITEIKERRF TREWL,
) o (xx i i) ANERFIVE, (xxiii) RJKRE RP (xxiv
) RRAKRE, DOBENZEEAZHAEGDLE TR —MDE,

Fid (xxiii) ZWKETH,

RHLFEICIK. (T—5)

(X—=2) : XIZANLKRZJLETHY.

(R—4) : R'"RUR2iZA—T., (a) : —=CO—-A—-B—-D, Xi& (b
) :—CO—E—-FTH%,

(A=5) : AlZ (i) TC1—=C,7IFLVE BET7ILFLUVETEHR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B
BRaEBLTWTHELL, ) 1. (iv) T=NR3— (X, R3Z (a
1) KEERF. (b1) C;—=CeT7IFILE (c1) MZOBRIBL%E
BESEBLTVWTELIWVWC—C o7 U—ILE, XiE (d1) 7Y—ILES
IC. BIEEDEBHMOBE1BAESEBELTVWTELWL, Cc—C 7Y —IC,
—CeTINFILEERT, ) 1. (vi) THALVR=ZLE] . (viia) T
£—S (0) ,— (R, niFOXIF20EHART, ) 1. (xi) THiR
DE#DYyZ 1 BE2EELTVWTE &L, BREF. 2RETFRAURER
FHOLBRDBENOBRINBIATOARFOIBEI@MEEET S 2MD5 T3
E7ERENERRE] MoBIENZ 1BULOED 1 EABEGEZHAS
HbETRBZZMOETHY.

(B—4) :BlE, —S—, —S (0) —, =S (0) ,—. —NHCONH
—. —N (CH3;) CONH—, —NHCON (CH3;) —. —N (C,Hy)
CONH—-, THY.
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(D—5) :DikEiEE—A (A-5) —B (B—4) —THRLAZMOED

Kimic, (1) C1—C o 7IFLVE BET7ILFLVEREHRIEORE
RKTHY, HAKBRROTILF L VEBREZEATVWTH LK, B D a%zE

LTwTHLw, ). (iv) =N (Ra3) — (KX, R=3i% (al) K
FEF. (b1) C,—Cs7IFIE (cl1) BESBZ1HESHEEBL
TWTHEIWCs—C o7V —ILE, (d1) 7Y—IEDIC. BRSB% 1T
BESEELTVWTELWL, C4—C 17 U—I—C;—Ce7IFILEERT
o) BEETBHE, (vi) ALRZJLE, (viib) x-S (0) ,— (R
., nZOTBIE2DEBHY%ZRT., ) 2BITHE. KU (x i) BEDr %1

BE2EBLTWTH &L, BREF. BERETRURERTFHINLAZEHL
LBEIRINDBATORTO 1 BEIBEEET S 20 5 HE 7 SRAENE
RERE. PORBENZ1EULOED1BARECEAISERIND ZMDE
& (xii i) KREF. (xix) IX—N (Ra7) (R22) #F¢3
HE| TiRAET7I/E, (xx) eRFOFVE (EL. AEROFVEDNK

REFIER T 255ICIF. ZRERRFIIALMRERFTIEAWL, ) . (
xXx i i) AIVKRFVE, (xxiii) AIWKRE, KU (xxiv) KR

RE, DOEIEINBDEEZHAEHOETAZ—MDE,

(E=5) :EWEx (i) TC1—=C1,7FLVE BET7ILFLUVETEHR
RIEDREHRTHY . EPICBROTILFLVEDEEATVWTELL, B

HaxBLTWTEHELW, ) 1. (iv) T=NR3— (X#f. R3Z (a

1) KEREF. (b1) C,—Cs7IFIE, (c1) HIEZDOEHRDB% 1

BESEBLTVWTELIWVWC—C 1 7YU—ILE, XiE (d1) 7Y—ILES
IC. BIEEDEBHMOBE 1 BAESEELTVWTELWL, Cc—C 7Y —IC,
—Ce7NFIEZRT, ) I . (vi) THILKRZWIE] . (xi) [7FIEE
DE#DYyZ 1 BE2EELTVWTE &L, BREF. 2RETFRAURER

FHOLBRDBENOBRINBIATOARFOIBEI@MEEET S 2MD5 T3

E7ERENERRE] MoBIENZ 1BULOED 1 EABEGEZHAS

HbETRBZZMOETHY.
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Fid (xxiii) RIWKETHD,
[0118] #HFEABRGHIEEMZLUTD (A) ~ (C) IIRT,
(A) TRERELEMTHY. HZR ' KUPR2EZKR1T1~KR3 0ILRT,
[0119] [4E11]

O-R?

R'-0

[0120]
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#ilrAt
& R’ R?
5
,_, | ~COCH,-S-CH,-CO|-COCH,-S-CH,~CO
OH OH
,_, | ~COCH,=S (0) —CH,~ [-COCH,=S (0) —CH,~
COOH COOH
,_5 | ~COCH,=5 (0) ,~CH,|-COCH,=S (0) ,~CH,
—~COOH —~COOH
| _4 | ~COCH,CH,~S—CH,~|-COCH,CH,~S—CH,—
COOH COOH
| _g | COCH,CH;=S—CH,C |-COCH,CH,~S—CH,C
H,-COOH H,-COOH
,_¢ | ~COCH,CH,CH,—S—C|-COCH,CH,CH,~5-C
H,-COOH H,-COOH
,_7 | ~COCH (CH,) —S-CH|-COCH (CH,) —S—CH
(CH,) —COOH (CH,) —COOH
| _g | ~COCH (NH;) CH,—S—|-COCH (NH,) CH,~S~
CH,-COOH CH,—COOH
| _o |~COCH (COOH) —S—C|-COCH (COOH) —S-C
H,-COOH H,-COOH
1-1 |-COCH,0CH,CH,-S—|-COCH,0OCH,CH,—-S—
0 |CH,-COOH CH,—COOH
1-1 |-COCH,NHCH,CH,—S |-COCH,NHCH,CH,—S
1 |-CH,—COOH —~CH,—COOH
,_, | COCH,-S—CH,CH=|-COCH,~S—CH,CH=
, |CHCH,-S-CH,-COO|CHCH,~S$-CH,~COO
H H
,_, | COCH,CH,CONHCH,|-COCH,CH,CONHCH,
5 |CH;~S—CH,-CONHC|CH,-S-CH,~CONHC
H,CH, H,CH,
1-1 |-COCH,-S—CH,—-CH|-COCH,-S—CH,—-CH
4 |o o)
1-1 |-cocH,-S—CH,CH,— |-COCH,—S—CH,CH,—
5 |NH, NH,
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[#2]
1—1 | —<CH —CH;
6 © S—<C:j>:ib—000H © S—<C:j>1ib—c00H
1—1 CH, CH,
7 _?r S_<::>:gb—COOH _@r S—<::>7Eb—COOH
1—1 | —CH —CH:
8 © O_{<:3>1ib—COOH i © o_{C:E}IEb—COOH
]';; 1 —ﬁﬁj;Zb—<<:j>—cgidﬁSOH -tgjlib—<t:j>—cgidﬁ30H
t-Bu t-Bu
1-2 iCHz-—s OH —?L‘CH2~S—Q—OH
0 t-Bu t-Bu
1-2 |—-COCH,—S—CH,—-CO -
1 OH .
1-2 |—-COCH,—-S (0O) —CH,— H
2 COOH
1-2 |-COCH,—-S (0O) ,—CH, H
3 —COOH
1-2 | —-COCH,CH,—S—CH,— -
4 COOH
1-2 |—COCH,CH,—S—CH,C .
5 H,—COOH
1-2 |-COCH,CH,CH,—S—-C o
6 H,—COOH
1-2 |—COCH (CH;) —S—-CH -
7 (CH,;) —COOH
1-2 | —COCH (NH,) CH,—S— H
8 CH,—COOH
1-2 |—COCH (COOH) —S—-C H
9 H,—COOH
1-3 | -COCH,OCH,CH,—S - u
0 CH,—COOH
1-3 | -COCH,NHCH,—-S—-C -
1 H,CH,—COOH
1—3 —COCH,—-S—-—CH,CH=
9 CHCH,—-S—CH,—COO H
H

[0122]
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L —3 —COCH,CH,CONHCH,
3 CH,-S—CH,—-CONHC H
H,CH,
1-3 |-COCH,—-S-CH,—CH -
4 )
1-3 | -COCH,—-S—-CH,CH(C|—-COCH,—-S—CH,CH (C
5 OOH) —NH, OOH) —NH,
1—3 | CH C ‘
S S
6 © H,C-COOH H
1—3 | 1 ¢H: D
S 0}
7 © H,C~COOH H
1—3 —CH:
O——< >—S
8 © H,C—~COOH H
1“3 HC—S\
9 —§0 HZC—chi C/(H3200H H
B o t-Bu
104 —J—CH2~S OH H
t-Bu
1-4 |-COCH,-S—-CH,—-CO
—~ H
1 OH COCH,
1-4 |—COCH,—S (0) —CH,—
X COOH 2 (©) ® |-COCH,CH,COOH
1—-4 |—COCH,-S (0) ,—CH
3 _COOH2 ) *l —=COCH,NHCOCH,
1-4 |—COCH,CH,—-S—CH,—
4 COOH 2 2 2 —COCH,NHCO,t—Bu*
1-4 |-COCH,CH,—-S—-CH,C
—~COCH,NH
5 H,—-COOH S
1-4 |-COCH,CH,CH,—-S—-C
6 - —COCjH 2 ? —~COCH,CH,COOH
2
1-4 |—COCH (CH,) —S—-CH
—COCH,Ph
7 (CH;) —COOH 2
1-4 |-COCH (NH,) CH,—S—|—COCH (NH,) CH,—S—
8 CH,—COOCH,CH, CH,—COOCH,CH,
1-4 |-COCH,NHCH,—-S-C
—COCH,CH,COOH
9 H,CH,—COOH 2o
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— H,C-8
1 05 —{on‘C—Q-cgz_CﬁSOH —COCH,CH,COOH
0 t-Bu
115 —Lcn,g o —COCH,CH,COOH
t-Bu
t-Bu
1=5 —(“)—CHQ__S OH iCHz-s—( g—OH
2 t-Bu
0 t-Bu
1;5 —waﬂ4:}wH ~COCH,-NH,
t-Bu
1-5
, | ~COCH,-NHCONH, —COCH,-NHCONH,
1-5 |-COCH,CH,—-NHCON|-COCH,CH,-NHCON
5 |H, H,
1-5 | -COCH,-NHCONHCH|-COCH,-NHCONHCH
6 3 3
1-5 |-COCH,CH,CH,-NHC |-COCH,CH,CH,—NHC
7 | ONH, ONH,
1-5 | —COCH,CH,CH,-NHC|-COCH,CH,CH,-NHC
8 |ONHCH,CH,CH, ONHCH,CH,CH,
1-5 | -COCH,-NHCONHCH|-COCH,-NHCONHCH
9 ,—c—Hexvyl ,—~c—Hexyl
1-6 | -COCH,-NHCONHNH|-COCH,-NHCONHNH
0 2 2
116 —~COCH,-NHCONHOH |-COCH,-NHCONHOH
1-6 | —-COCH,-NHCONH-C|—-COCH,-NHCONH-C
2 |H,-COOBu* H,—-COOBu"
1-6 | -COCH,—-NHCONH-C|—-COCH,-NHCONH-C
3 |H,-COOH H,-COOH
1-6 |-COCH,-NHCONH-C|—-COCH,-NHCONH-C
4 |H (CH,) —COOBu" H (CH,) —COOBu"
1-6 |-COCH,-NHCONH-C|-COCH,~-NHCONH-C
5 |H (CH,) —COOH H (CH,) —COOH
1-6 | —-COCH,—-NHCONH-C|-COCH,-NHCONH-C
6 |H(i—-Pr) —COOBut |H(i—-Pr) —COOBu'"
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1-6 | —-COCH,—-NHCONH-C|-COCH,-NHCONH-C
7 H(i—Pr) —COOH H(i—-Pr) —COOH
1-6 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
3 H (s—Bu) —COOCH,C|H (s—Bu) —COOCH,C
H, H,
1-6 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
9 H (s—Bu) —COOH H (s —Bu) —COOH
1-7 | -COCH,—NHCONH-C | —-COCH,—NHCONH-C
0 H (i—Bu) —COOBu't H(i—Bu) —COOBu*
1-7 |-COCH,—-NHCONH-C | —-COCH,-NHCONH-C
1 H (i —Bu) —COOH H (i —Bu) —COOH
1—7 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
, |H (CH,CH,—S—CHy) —|H (CH;CH,~S—CH;) —
COOE t COOEt
1_7 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
; |H(CH,CH,-S—CH, —|H (CH,CH,~S~CH,) -
COOBut COOBu'"
1—7 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
, |H(CH,CH,-S-CHy) —|H (CH,CH,~S-CHy) -
COOH COOH
1-7 | —COCH,—NHCONH-C | —-COCH,—NHCONH-C
5 H (CH,Ph) —COOCH, |H (CH,Ph) —COOCH,
1-7 | -COCH,—NHCONH-C | —-COCH,—NHCONH-C
6 H (CH,Ph) —COOH H (CH,Ph) —COOH
—COCH,—NHCONH—-C|{—-COCH,—NHCONH-C
1-7 [H(4-hydroxyphen|H (4—-hydroxyphen
7 vimethyl) —COOCH|ylmethyl) —COOCH
3 3
1—7 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
8 H(4—hydroxyphen|H (4—hydroxyphen
vimethyl) —COOH vimethyl) —COOH
1—7 —COCH,—NHCONH-C | —-COCH,—-NHCONH-C
o |H(CH,CONH,) —CONH H (CH,CONH,) —~CONH
2 2
1-8 | —-COCH,—NHCONH—-C|—-COCH,-NHCONH-C

H (CH,CONH,) —COOH

H (CH,CONH,) —COOH
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—COCH,-NHCONH-C
H (CH,CH,CONH,) —C
OOCH,CH,

—COCH,-NHCONH-C
H (CH,CH,CONH,) —C
OOCH,CH,

—COCH,-NHCONH-C
H (CH,CH,CONH,) —C
OOH

—COCH,—-NHCONH-C
H (CH,CH,CONH,) —C
OOH

—COCH,-NHCONH-C
H (CH,0OH) —COOBu*

—COCH,—NHCONH-C
H (CH,OH) —COOBu'

—COCH,-NHCONH-C
H (CH,OH) —COOH

—~COCH,-NHCONH-C
H (CH,OH) —COOH

—COCH,-NHCONH-C
H (CH (CH,) OH) —CO
OBut

—COCH,—NHCONH-C
H (CH (CH;) OH) —CO
OBu't

—COCH,-NHCONH-C
H (CH (CH,;) OH) —CO
OH

—COCH,—NHCONH-C
H (CH (CHj3;) OH) —CO
OH

~COCH,-NHCONH-C
H(CH,CH,CH,CH,NHC
0,t—Bu) —COOBu*®

~COCH,-NHCONH-C
H(CH,CH,CH,CH,NHC
O,t—Bu) —COOBu*

—~COCH,-NHCONH-C
H (CH,CH,CH,CH,NH,
) —COOH

~COCH,~NHCONH-C
H (CH,CH,CH,CH,NH,
) —COOH

~COCH,-NHCONH-C
H,CH,CH,CH,CH (NH,
) —COOH

~COCH,-NHCONH-C
H,CH,CH,CH,CH (NH,
) —COOH

—COCH,—-NHCONH-C
H [CH,CH,CH,NH (C=
NH) NH,] —COOH

—COCH,-NHCONH-C
H [CH,CH,CH,NH (C=
NH) NH,] —COOH

—COCH,—NHCONH-C
H (CH,COOBu'!) —COO
But

—COCH,—NHCONH-C
H (CH,COOBu'!) —COO
But

—COCH,-NHCONH-C
H (CH,COOH) —COOH

—COCH,—-NHCONH-C
H (CH,COOH) —COOH

1-8
1
1-—38
2
1-8
3
1—-8
4
1-38
5
1—-8
6
1—-8
7
1-38
8
1-38
9
1-9
0
1-9
1
1-9
2
1-9
3

—~COCH,-NHCONH-C
H (CH,CH,COOBu!) —
COOBu*®

—~COCH,-NHCONH-C
H (CH,CH,COOBu!) —
COOBu'"
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1-9 ~COCH,—NHCONH—-C|—-COCH,—NHCONH-C
4 H (CH,CH,COOH) —CO|H (CH,CH,COOH) —CO
OH OH
1-9 | - COCH,—NHCONH-C|—-COCH,—NHCONH-C
5 H (CH,SMe) —COOBu'|H (CH,SMe) —COOBu"
1-9 |—-COCH,—NHCONH-C|-COCH,—NHCONH-C
6 H (CH,SMe) —COOH H (CH,SMe) —COOH
1—9 —COCH,—NHCONH-C|—-COCH,—NHCONH-C
7 H (CH,S—Hexyl) —C|H (CH,S—Hexyl) —C
OOBu" OOBu*
,_o | COCH,~NHCONH-C|-COCH,-NHCONH-C
8 H (CH,S—Hexyl) —C|H (CH,S—Hexyl) —C
OOH OOH
1o |—LER TR coon 8K 0 coon
9 —%NH I\QNH
1- —?—gz-ﬁ—?’—ﬁ COOH —(IJD-E'Z-H—?—H COOH
100 N N
HN~7 HN—/
1— _1(13_22_“ COOH _?LEZH COOH
101 ! !
1- |-COCH,CH,-NHCON|—-COCH,CH,—-NHCON
102 |[H-CH,—-COOBu" H—-CH,—-COOBu"
1- |-COCH,CH,-NHCON|—-COCH,CH,-NHCON
103 |H-CH,-COOH H—CH,—COOH
1-— —COCH,CH,—NHCON|—-COCH,CH,—NHCON
104 |[H-CH (CH,;) —COOBu* H-—CH (CH,;) —COOBu"
1- |-COCH,CH,—-NHCON|—-COCH,CH,—NHCON
105 |H-CH (CH,) —COOH H—-CH (CH,;) —COOH
1— -COCH,CH,—NHCON|—-COCH,CH,—NHCON
H-CH (i—Pr) —COOB|H—-CH (i—Pr) —COOB
106 0t 0t
1- |~COCH,CH,-NHCON|—-COCH,CH,-NHCON
107 |H-CH (i—Pr) —COOH|H—-CH (i—Pr) —COOH
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—COCH,CH,-NHCON
H—CH (s —Bu) —COOB
ut

—COCH,CH,—NHCON
H—CH (s—Bu) —COOB
ut

—COCH,CH,-NHCON
H—-—CH (s—Bu) —COOH

—COCH,CH,—NHCON
H—-CH (s—Bu) —COOH

—COCH,CH,—NHCON
H—CH (i—Bu) —COOB
ut

—~COCH,CH,-NHCON
H—CH (i —Bu) —COOB
ut

—COCH,CH,—NHCON
H—CH (i —Bu) —COOH

—COCH,CH,—-NHCON
H—-CH (i —Bu) —COOH

—COCH,CH,-NHCON
H-CH (CH,CH,—S—CH

—COCH,CH,-NHCON
H-CH (CH,CH,—-S—CH
) —COOE t

—COCH,CH,—NHCON
H-CH (CH,CH,-S—CH
;) —COOBu*f

—COCH,CH,-NHCON
H-CH (CH,CH,—S—CH
,) —COOBu"*

—COCH,CH,—NHCON
H—CH (CH,CH,—S—CH

—~COCH,CH,-NHCON
H—CH (CH,CH,—S—CH

—~COCH,CH,—-NHCON
H—CH (CH,Ph) —COO
Bu®

—COCH,CH,—NHCON
H-CH (CH,Ph) —COO
But

—COCH,CH,—-NHCON
H—-CH (CH,Ph) —COO
H

—~COCH,CH,—-NHCON
H—CH (CH,Ph) —COO
H

—COCH,CH,—NHCON
H-CH (4—hydroxyp
henylmethyl) —CO
OBu"

—COCH,CH,—NHCON
H-CH (4—hydroxyp
henylmethyl) —CO
OBu'!

—COCH,CH,—NHCON
H-CH (4—hydroxyp
henylmethyl) —CO
OH

—COCH,CH,—NHCON
H-—CH (4—hydroxyp
henylmethyl) —CO
OH

—COCH,CH,-NHCON
H-CH (CH,CONH,) —C
OOBu!

—COCH,CH,—NHCON
H-CH (CH,CONH,) —C
OOBu*
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—~COCH,CH,-NHCON
H-CH (CH,CONH,) —C
OOH

—~COCH,CH,-NHCON
H—-CH (CH,CONH,) —C
OOH

—COCH,CH,-NHCON
H-CH (CH,CH,CONH,
) —COOBu®

—~COCH,CH,-NHCON
H-CH (CH,CH,CONH,
) —COOBu*

~COCH,CH,-NHCON
H-CH (CH,CH,CONH,
) —~COOH

—COCH,CH,-NHCON
H—-CH (CH,CH,CONH,
) —COOH

—COCH,CH,-NHCON
H-CH (CH,OH) —COO
But

—~COCH,CH,-NHCON
H-CH (CH,OH) —COO
Bu'

—~COCH,CH,-NHCON
H—-CH (CH,0H) —COO
H

—COCH,CH,-NHCON
H-CH (CH,OH) —COO
H

—COCH,CH,—NHCON
H—CH (CH (CH,) OH)
—CONH,

~COCH,CH,-NHCON
H—-CH (CH (CH,) OH)
—~CONH,

—COCH,CH,-NHCON
H-CH (CH (CH,) OH)
—~COOH

—COCH,CH,—NHCON
H—CH (CH (CH;) OH)
—COOH

~COCH,CH,-NHCON
H-CH(CH,CH,CH,CH,
NHCO,t—Bu) —COOB
ut

~COCH,CH,-NHCON
H—-CH(CH,CH,CH,CH,
NHCO,t—Bu) —COOB
ut

~COCH,CH,-NHCON
H-CH(CH,CH,CH,CH,
NH,) —COOH

~COCH,CH,-NHCON
H-CH(CH,CH,CH,CH,
NH,) —COOH

—COCH,CH,-NHCON
H-CH,CH,CH,CH,CH
(NH,) —COOH

~COCH,CH,—-NHCON
H-CH,CH,CH,CH,CH
(NH,) —COOH

—~COCH,CH,—-NHCON
H-CH (CH,CH,CH,NH
(C=NH) NH,) —COOH

—~COCH,CH,-NHCON
H-CH (CH,CH,CH,NH
(C=NH) NH,) —~COOH

—~COCH,CH,-NHCON
H-CH (CH,COOBu!') —
COOBu!

—COCH,CH,-NHCON
H—CH (CH,COOBu®) —
COOBu*"
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{— —-COCH,CH,—NHCON|—-COCH,CH,—NHCON

139 H-CH (CH,COOH) —C|H-CH (CH,COOH) —-C
OOH OOH

i — —COCH,CH,-NHCON | -COCH,CH,—NHCON

133 H-CH (CH,CH,COOBu |{H-CH (CH,CH,COOBu
Yy —COOBu'! YY) —COOBuf

,_ | ~COCH,CH,-NHCON|-COCH,CH,~NHCON

34 |H—CH (CH,CH;COOH) |[H-CH (CH,CH,COOH)
—COOH —COOH

{— —COCH,CH,-~NHCON|—-COCH,CH,—NHCON

135 H—-CH (CH,SMe) —~CO|H—-CH (CH,SMe) —CO
OBu® OBu®

{— —COCH,CH,—-~NHCON|—-COCH,CH,—NHCON

136 H—CH (CH,SMe) —~CO|H—-CH (CH,SMe) —CO
OH OH

1 — —COCH,CH,-NHCON|—-COCH,CH,—NHCON

137 H—CH (CH,S—Hexyl | H-CH (CH,S—Hexy 1l
) —COOBu" ) —COOBu'

| — —COCH,CH,—NHCON|—-COCH,CH,—NHCON

138 H—-CH (CH,S—Hexyl |H-CH (CH,S—Hexy 1l
) —COOH ) —COOH

1 i Aty i N——COOH i 2 i N——co0H

139 kC/NH kQNH

1- —(”)—CH:ZEZ-H—?'—H COOH —(U)-EZ.SZ-H—(H)—H COCH

140 A\ A\

HN—/ HN—¢'

1— | _DHHn?  coon _Ptten T coou

141

1-— —COCH,CH,CH,—NHC | —-COCH,CH,CH,—NHC

142 |ONH-CH,—COOBu" ONH-CH,—COOBu"*

1-— —-COCH,CH,CH,—NHC|—-COCH,CH,CH,—NHC

143  ONH—-CH,—-COOH ONH—-CH,—COOH

,_ | ~COCH,CH,CH,-NHC|-COCH,CH,CH,-NHC

144 ONH—-CH (CH;) —~COO|ONH—-CH (CH,) —COO
Buf But
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—~COCH,CH,CH,—NHC
ONH-CH (CH,) —CO0O

—COCH,CH,CH,—NHC
ONH-CH (CH,) —COO

145 | 0

,_ |~COCH,CH,CH,~NHC|-COCH,CH,CH,~NHC

{46 |ONH-CH (i-Pr) ~CO|ONH-CH (i~Pr) —CO
OBut OBu'®

,_ | ~COCH,CH,CH,~NHC | ~COCH,CH,CH,~NHC

La7 ONH-CH (i—Pr) —CO|ONH-CH (i—Pr) —CO
OH OH

.. |~COCH,CH,CH,~NHC | -COCH,CH,CH,—-NHC

L 4g |ONH=CH (s=Bu) —CO ONH-CH (s—Bu) —CO
OBut OBu*

- -COCH,CH,CH,-NHC |-COCH,CH,CH,—NHC

L 49 |ONH-CH (s=Bu) —~CO|ONH~-CH (s=Bu) —CO
OH OH

,_ | ~COCH,CH,CH,-NHC —COCH,CH,CH,~NHC

Ls0 ONH-CH (i —Bu) —CO|ONH—-CH (i—Bu) —CO
OBu't OBu't

,_ | ~COCH,CH,CH,~NHC |-COCH,CH,CH,—-NHC

/51 |ONH-CH (i-Bu) ~CO|ONH~-CH (i-Bu) —=CO
OH OH

,_ |~COCH,CH,CH,~NHC|~COCH,CH,CH,~NHC

5o |ONH—CH (CH,CH,~S~| ONH-CH (CH,CH,~ S~
CH,) —COOE t CH,) —COOE t

,_ |~COCH,CH,CH,~NHC|-COCH,CH,CH,-NHC

|53 | ONH-CH (CH,CH,~S—|ONH-CH (CH,CH,~S~
CH,) —COOBu'! CH,) —COOBu"

,_ | ~COCH,CH,CH,-NHC | -COCH,CH,CH,~NHC

/54 |ONH—CH (CH,CH,~S— | ONH-CH (CH,CH,~S~
CH,) —COOH CH,) —COOH

,_ | ~COCH,CH,CH,-NHC | -COCH,CH,CH,-NHC

/55 |ONH-CH (CH,Ph) —C|ONH~-CH (CH,Ph) —C
OOBu* OOBu"

. ~COCH,CH,CH,—-NHC |—-COCH,CH,CH,—NHC

{56 |ONH-CH (CH,Ph) —C|ONH-CH (CH,Ph) —C

OOH

OOH
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—~COCH,CH,CH,-NHC
ONH—-CH (4—hydrox
vphenylmethyl) —
COOBu®

—COCH,CH,CH,—NHC
ONH—-CH (4—hydrox
vphenylmethyl) —
COOBut

~COCH,CH,CH,—NHC
ONH—-CH (4—hydrox
vphenylmethyl) —
COOH

—COCH,CH,CH,—NHC
ONH—CH (4—hydrox
vphenylmethyl) —
COOH

—~COCH,CH,CH,-NHC
ONH—-CH (CH,CONH,)
—COOBut

—COCH,CH,CH,—NHC
ONH-CH (CH,CONH,)
—~COOBu'!

—COCH,CH,CH,—NHC
ONH-CH (CH,CONH,)
—~COOH

—COCH,CH,CH,—NHC
ONH-CH (CH,CONH,)
—~COOH

—~COCH,CH,CH,—NHC
ONH-CH (CH,CH,CON
H,) —COOBu*

—“COCH,CH,CH,—NHC
ONH-CH (CH,CH,CON
Hz) __COOB'L;[t

—~COCH,CH,CH,-NHC
ONH-CH (CH,CH,CON

~COCH,CH,CH,—NHC
ONH—-CH (CH,CH,CON

~COCH,CH,CH,—NHC
ONH-CH (CH,0H) —C
OOBu"

ONH—-CH (CH,OH) —C
OOBu*

—~COCH,CH,CH,—NHC
ONH-CH (CH,0H) —C
OOH

—~COCH,CH,CH,—NHC
ONH-CH (CH,0H) —C
OOH

—COCH,CH,CH,—NHC
ONH-CH (CH (CH,) O
H) —COOBu*®

—COCH,CH,CH,—NHC
ONH-CH (CH (CH,) O
H) —COOBu*®

—~COCH,CH,CH,—NHC
ONH-CH (CH (CH,) O
H) —COOH

—COCH,CH,CH,—NHC
ONH-CH (CH (CH,) O
H) —COOH

~COCH,CH,CH,—-NHC
ONH-CH (CH,CH,CH,
CH,NHCO,t—Bu) —CO
OBu"

~COCH,CH,CH,-NHC
ONH-CH (CH,CH,CH,
CH,NHCO,t—Bu) —CO
OBu*®
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—~COCH,CH,CH,-NHC
ONH-CH (CH,CH,CH,
CH,NH,) —COOH

—~COCH,CH,CH,-NHC
ONH-CH (CH,CH,CH,
CH,NH,) —COOH

ONH-CH,CH,CH,CH,
CH (NH,) —COOH

~COCH,CH,CH,—NHC
ONH-CH,CH,CH,CH,
CH (NH,) —COOH

—~COCH,CH,CH,—NHC
ONH-CH (CH,CH,CH,
NH (C=NH) NH,) —CO
OH

—~COCH,CH,CH,—-NHC
ONH-CH (CH,CH,CH,
NH (C=NH) NH,) —CO
OH

—COCH,CH,CH,—NHC
ONH-CH (CH,COOBu"
) —COOBu*

—~COCH,CH,CH,—NHC
ONH-CH (CH,COOBu*
) —COOBuU®

~COCH,CH,CH,—-NHC
ONH-CH (CH,COOH)
~COOH

—COCH,CH,CH,—NHC
ONH-CH (CH,COOH)
—~COOH

—COCH,CH,CH,—NHC
ONH-CH (CH,CH,COO
Bu!) —COOBu"

—~COCH,CH,CH,-NHC
ONH-CH (CH,CH,COO
Bu') —COOBu*

—COCH,CH,CH,—NHC
ONH-CH (CH,CH,COO
H) —COOH

~COCH,CH,CH,—NHC
ONH-CH (CH,CH,COO
H) —COOH

—~COCH,CH,CH,—NHC
ONH-CH (CH,SMe) —
COOBu*

—~COCH,CH,CH,—NHC
ONH-CH (CH,SMe) —
COOBut

~COCH,CH,CH,—NHC
ONH—-CH (CH,SMe) —
COOH

—COCH,CH,CH,—NHC
ONH-CH (CH,SMe) —
COOH

—~COCH,CH,CH,—NHC
ONH—-CH (CH,SBu) —
COOBu"®

-COCH,CH,CH,—NHC
ONH-CH (CH,SBu) —
COOBu't

—~COCH,CH,CH,—NHC
ONH-CH (CH,S—-He x
y1) —COOH

—~COCH,CH,CH,-NHC
ONH—-CH (CH,S—Hex
y 1) —COOH
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Q How Q1 ? Hoy Q1
1— C N N COOH C-N N COOH
179 ‘\CNH k(:NH
HoHoHo @ 1 Q HyHaHop @ w
1— —I %% c*N—L-N—cooH —I ¢’ N—L-N——cooH
180 A~ ~,
HN-Z HN~—¢
1— _(u)_gz SZ_EZ,Q_?L COOH _ﬁ_gz_g?gzﬂi COOH
N N
181 é
1— | _Jheritun§ coon
cecH ~COCH,
182
1_ H2.H2H2H .
—heeietpoon —~COCH,CH,COOH
183
1-—- —COCH,—NHCONH-C|—-COCH,—NHCONH-C
184 |H,CH,~COOBu" H,CH,—COOBuU"
1-— —COCH,—NHCONH—-C|—-COCH,—NHCONH-C
185 H,CH,—COOH H,CH,—COOH
1- —COCH,—NHCONH—-C|—-COCH,—NHCONH-C
186 |[H,CH,CH,—COOBu" H,CH,CH,—-COOBu"
1-— ~COCH,—-—NHCONH—-C | —-COCH,—NHCONH-C
187 [H,CH,CH,—COOH H,CH,CH,—COOH
1—- —-COCH,CH,—NHCON|—-COCH,CH,—NHCON
188 H—-CH,CH,—COOBu* H-CH,CH,—-COOBu"
1— —-COCH,CH,—NHCON|—-COCH,CH,—NHCON
189 H-CH,CH,—COOH H-CH,CH,—-COOH
1— —-COCH,CH,—-NHCON|—-COCH,CH,—NHCON
H-CH,CH,CH,-~COOB |H-CH,CH,CH,—COOB
190 |, t
u u
1-— —COCH,CH,—NHCON|—-COCH,CH,—NHCON
191 |H-CH,CH,CH,—~COOH |H-CH,CH,CH,—COOH
,_ |-COCH,CH,CH,~NHC|-COCH,CH,CH,~NHC
ONH-CH,CH,—COOB|ONH—-CH,CH,—COOB
192 gt 0t
1- |-COCH,CH,CH,-NHC | -COCH,CH,CH,-NHC
193 |ONH-CH,CH,-COOH |ONH-CH,CH,-—COOH
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—~COCH,CH,CH,-NHC
ONH-CH,CH,CH,-CO

ONH-CH,CH,CH,—CO

194 6By OBu*

,_ |~COCH,CH,CH,-NHC|-COCH,CH,CH,~NHC

Los |ONH-CH,CH,CH,~CO|ONH-CH,CH,CH,~CO
OH OH

,_ | ~COCH,CH,CH,-NHC|-COCH,CH,CH,-NHC

Log |ONH-CH,CH,CH,~CO|ONH-CH (CH,CH,SCH
OH ,) —COOH

,_ | ~COCH,CH,CH,-NHC[-COCH,CH,CH,~NHC

Uo7 |ONH-CH,CH,CH,~CO | ONH-CH (CH,CH,CH,
NHCH, ) —CONHCH,

;;g —~COCH,-NHCONH, H

1- |-COCH,CH,-NHCON o

199 |H,

1- |-COCH,-NHCONHCH o

200 |,

1- |-COCH,CH,CH,-NHC N

201 |ONH,

1- |-COCH,CH,CH,—NHC o

202 | ONHCH,CH,CH,

1- |-COCH,-NHCONHCH o

203 |,—c—Hexyl

1- |—-COCH,-NHCONHNH .

204 |,

;Jg —COCH,-NHCONHOH H

l1- |-COCH,-NHCONH-C o

206 |H,-COOBu"

1- |-COCH,-NHCONH-C o

207 |H,-COOH

1- |—-COCH,-NHCONH-C o

208 |H (CH,) —COOBu*

1- |-COCH,-NHCONH-C N

209 |H (CH,) —COOH

1- |-COCH,-NHCONH-C o

210 |H(i—Pr) —COOBu"
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1-—- —COCH,—NHCONH-C u
211 |[H(i—Pr) —COOH
1- —COCH,—NHCONH-C o
212 |H(s—Bu) —COOBu'
1- —COCH,—NHCONH-C u
213 |H (s—Bu) —COOH
1- —COCH,—NHCONH-C o
214 |H(i—Bu) —COOBu'
1- —COCH,—NHCONH-C u
215 |H(i—Bu) —COOH
- —COCH,—-NHCONH-C
g1 |H (CH,CH,~S—CH,) — H
COOE t
1 - —COCH,—NHCONH-C
g7 |H (CH;CH,—S—CH,) — H
. COOBu*
1 - —COCH,—NHCONH-C
,1g |H (CH,CH,~=S—CH,) — H
COOH
1-— —COCH,—NHCONH-C H
219 |H (CH,Ph) —COOBu*"
1-— —COCH,—NHCONH-C H
220 |H(CH,Ph) —COOH
—COCH,—NHCONH-C
1-— H(4-hydroxyphen o
221 |{yvlmethyl) —COOBu
t
. ~—COCH,-NHCONH-C
999 H(4—hydroxyphen H
vimethyl) —COOH
,_ | ~COCH,-NHCONH-C
H (CH,CONH,) —COOB H
223 0t
1—- —COCH,—-NHCONH-C o
224 |H (CH,CONH,) —COOH
,_ | ~COCH,-NHCONH-C
H (CH,CH,CONH,) —C H
225
OOBu-r
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—~COCH,-NHCONH-C
H (CH,CH,CONH,) —C
OOH

~COCH,-NHCONH-C
H (CH,0H) —COOBu*"

—COCH,—NHCONH-C
H (CH,OH) —COOH

—COCH,—NHCONH-C
H (CH (CH,) OH) —CO
OBut

—COCH,—NHCONH-C
H (CH (CH,;) OH) —CO
OH

~COCH,-NHCONH-C
H(CH,CH,CH,CH,NHC
O,t—Bu) —COOBu"

—~COCH,-NHCONH-C
H (CH,CH,CH,CH,NH,
) —COOH

~COCH,-NHCONH-C
H,CH,CH,CH,CH (NH,
) —COOH

~COCH,-NHCONH-C
H (CH,CH,CH,NH (C=
NH) NH,) —COOH

—COCH,—NHCONH-C
H (CH,COOBu') —CQOO
But

—~COCH,-NHCONH-C
H (CH,COOH) —COOH

~COCH,-NHCONH-C
H (CH,CH,COOBu®) —
COOBu"

~COCH,-NHCONH-C
H (CH,CH,COOH) —CO
OH

—~COCH,—-NHCONH-C
H (CH,SMe) —COOBu*
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1- —COCH,—NHCONH-C u
240 |H (CH,SMe) —COOH
1 —COCH,—NHCONH-C
941 H (CH,S—Hexyl) —C H
OOBu*
1 —COCH,-NHCONH-C
242 H (CH,S—Hexyl) —C H
OOH
[0 HaH ﬁ H
1-— C N N COOH -
243 %NH
1-— —?LP?HJOLH COOH
244 N H
HN—7
1- iEZ_NO COOH
245 H
1—- —COCH,CH,—NHCON u
246 H—-CH,—COOBu"
1- —COCH,CH,—NHCON u
247 ' H-CH,—COOH
1-— —COCH,CH,—NHCON u
248 |[H-CH (CH;) —COOBu"
1- —COCH,CH,—NHCON u
249 H-CH (CH;) —COOH
1 —COCH,CH,—NHCON
250 I;I:—CH(l—-Pr) —COOB H
1-— —COCH,CH,—NHCON I
251 |[H-CH (i—Pr) —COOH
1 —COCH,CH,—NHCON
H—CH (s—Bu) —COOB H
252 0t
1- —COCH,CH,—NHCON u
253 |H-CH (s—Bu) —COOH
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—~COCH,CH,—-NHCON
H—-CH (i—Bu) —COOB
ut

—COCH,CH,—NHCON
H—CH (i —Bu) —COOH

—~COCH,CH,—-NHCON
H-CH (CH,CH,-S—CH
;) —COOE t

—~COCH,CH,-NHCON
H-CH (CH,CH,-S—-CH
,) —COOBu"

—COCH,CH,-NHCON
;) —COOH

—~COCH,CH,-NHCON
H—-CH (CH,Ph) —COO
But

~COCH,CH,-NHCON
H-CH (CH,Ph) —COO
H

—COCH,CH,—NHCON
H-CH (4—hydroxyp
henylmethyl) —CO
OBu't

—COCH,CH,—-NHCON
H-CH (4—hydroxyp
henylmethyl) —CO
OH

—COCH,CH,—NHCON
H—CH (CH,CONH,) —C
OOBu"

~COCH,CH,-NHCON
H-CH (CH,CONH,) —C
OOH

—COCH,CH,—NHCON
H-CH (CH,CH,CONH,
) —COOBu*
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~COCH,CH,-NHCON
H-CH (CH,CH,CONH,
) —COOH

—COCH,CH,—NHCON
H—CH (CH,OH) —COQOO
Bu'

—COCH,CH,-NHCON
H-CH (CH,0H) —COO
H

—COCH,CH,-NHCON
H-CH (CH (CH,) OH)
—~COOBu*

—~COCH,CH,—-NHCON
H—-CH (CH (CH,;) OH)
—~COOH

~COCH,CH,—NHCON
H-CH(CH,CH,CH,CH,
NHCO,t—Bu) —COOB
ut

—-COCH,CH,—NHCON
H-CH(CH,CH,CH,CH,
NH,) —COOH

—~COCH,CH,-NHCON
H-CH,CH,CH,CH,CH
(NH,) —COOH

—COCH,CH,-NHCON
H-CH (CH,CH,CH,NH
(C=NH) NH,) —COOH

—COCH,CH,—-NHCON
H—CH (CH,COOBu®) —
COOBu'!

—~COCH,CH,-NHCON
H—-CH (CH,COOH) —C
OOH
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—CO—-CH (i—-Pr) = N|—-CO—-CH (i—Pr) —N
2—-59 HCONH-CH,CH,—SO | HCONH-CH,CH,—SO
JH H
—COCH (s—Bu) —NH|—~-COCH (s —Bu) —NH
2-60 | CONH-CH,CH,-SO,|CONH-CH,CH,-SO,
H H
—CO—-CH (i —Bu) —=N|—-CO—-CH (i—-Bu) —N
29-61 |HCONH-CH,CH,—SO |HCONH—CH,CH,—SO
JH JH
—CO-CH (CH,CH,—-S|-CO-CH (CH,CH,—S
2—-62 |—CH,;) —-NHCONH-CH|—-CH,;) —-NHCONH-CH
,CH,—SO,H ,CH,—SO,H
~CO-CH (CH,CH,—-S |-CO—-CH (CH,CH,-S
2-63 |-C,H,) —~-NHCONH—-C |—-C,H,) —-NHCONH-C
H,CH,-SO,H H,CH,-SO,H
—CO—-CH (CH,Ph) —N|—-CO-CH (CH,Ph) —N
29-64 |HCONH-CH,CH,-—SO|HCONH—-CH,CH,—SO
JH JH
»_ g5 | ~COCH,CO-NH-CH, o
CH,-SO,H
g | ~COCH,~N (CHy CO o
NH-CH,CH,—SO,H
—CO—-CH (i—Pr) —N
2—-67 HCONH-CH,CH,—-S50 H
sH
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~COCH (s —Bu) —NH
2-68 | CONH-CH,CH,-SO, H
H
—CO-CH (1i—Bu) =N
2—-69 |[HCONH-CH,CH,-SO H
JH
—CO-CH (CH,CH,-S
2—70 |-CH,) —-NHCONH-CH H
,CH,—SO,H
—~CO-CH (CH,CH,—-S
2—71 |—-C,H;) —NHCONH-C H
H,CH,-SO,H
—~CO—-CH (CH,Ph) —N
2-72 HCONH-CH,CH,-SO H
JH
—CO-CH (i-Pr) -N|—-CO-CH (i—Pr) —N
2-73 |HCONH-CH,CH,CH, | HCONH-CH,CH,CH,
~SO,H ~SO,H
—COCH (s—Bu) —NH|-COCH (s —-Bu) —NH
2—74 |[CONH-CH,CH,CH,- |CONH-CH,CH,CH,~—
SO,H SO,H
—CO—CH (i—-Bu) —N|-CO—-CH (1—-Bu) —N
2—75 |HCONH-CH,CH,CH, | HCONH-CH,CH,CH,
~SO,H ~SO.H
~CO-CH (CH,CH,-S|-CO-CH (CH,CH,—S
2—76 |-CH,) —-NHCONH—-CH |—-CH,) —~-NHCONH—-CH
,CH,CH,—SO,H ,CH,CH,-SO,H
—CO-CH (CH,CH,-S|-CO-CH (CH,CH,—S
2—77 | -CH,) —-NHCONH—-CH | —-CH,) —-NHCONH-CH
,CH,CH,-SO,H ,CH,CH,—SO,H
~CO-CH (CH,Ph) —N|—-CO-CH (CH,Ph) —N
2-78 |[HCONH-CH,CH,CH, | HCONH-CH,CH,CH,
~SO,H ~SO,H
g_79 | "COCH,CO-NH-CH, o
CH,CH,—SO,H
g_gg | COCH,~NHCONH- u
CH,CH,CH,—SO,H
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—CO—-CH (i—Pr) —N

2—-81 |[HCONH-CH,CH,CH, H
—~SO,H
—COCH (s—Bu) —NH

2—-82 | CONH-CH,CH,CH, - H
SO,H
—CO—-CH (i—Bu) —N

2—-83 |[HCONH-CH,CH,CH, H
~SO0,H
—CO—-CH (CH,CH,—S

2-84 |—-CH,;) —-NHCONH-CH H
,CH,CH,—SO,H
—CO—-CH (CH,CH,—-S

2-85 | -C,H;) —NHCONH-C H
H,CH,CH,—SO,H
—~CO—-CH (CH,Ph) —N

2-86 |HCONH-CH,CH,CH, H
-SO,H

(C) TEEXbtEYMTHY. HER'KUR2%EK3 8~%k4 2IIRT,

[1£13]

O-R?
) P W N e S N L N
RO
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AN (s

YR 5 R! R?

5_, | “COCH,~S—CH,-CO|-COCH,~S~-CH,~CO
OH OH

5o ~COCH,—-S (0) —CH, | -COCH,-S (O) —CH,
—COOH —~COOH

4_5 | ~COCH;=S (0),~CH,| ~COCH,=S (0) ,~CH,
—~COOH —~COOH

3—-4 |-COCH,-NHCONH, |-COCH,—-NHCONH,

4_5 | COCH,CH,~NHCON|-COCH,CH,~NHCON
H, H,

g_g | COCH,CH,CH,-NH|-COCH,CH,CH,~NH
CONH, CONH,

g_7 | COCH,~NHCONH-|-COCH,~NHCONH-
CH,-COOH CH,-COOH

5_g | COCH,~NHCONH-|-COCH,-NHCONH-
CH (CH,) —COOH CH (CH,) —COOH

4_g | COCH,~NHCONH—|-COCH,-NHCONH-
CH (i—Pr) —COOH CH(i—-Pr) —COOH

5_10 | ~COCH,~NHCONH-|-COCH,-NHCONH-
CH (s—Bu) —COOH |CH (s—Bu) —COOH

3_11 | COCH;~NHCONH-|-COCH,-NHCONH-
CH (i —Bu) —COOH CH (1—-Bu) —COOH
—COCH,-NHCONH-|-COCH,—NHCONH-

3—-12 |CH (CH,CH,-S—-CH,|CH (CH,CH,—S—CH,
) —COOE t ) —COOE t
~COCH,-NHCONH-|—-COCH,—-NHCONH-

3—-13 |CH (CH,CH,-S—CH,|CH (CH,CH,—S—CH,
) —COOH ) —COOH

4_14 | "COCH,~NHCONH-|-COCH,-NHCONH-
CH (CH,Ph) —COOH |CH (CH,Ph) —COOH

4_15 | ~COCH,CH,~NHCON|-COCH,CH,-NHCON
H-CH,-COOH H-CH,-COOH

5_1¢ | COCH,CH,~NHCON|-COCH,CH,-NHCON
H—CH (CH,) —COOH |H-CH (CH,) —COOH
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3—17

—~COCH,CH,—-NHCON
H-CH (i—Pr) —COO
H

—~COCH,CH,—NHCON
H-CH (i—-Pr) —COO
H

3—18

~COCH,CH,—NHCON
H—CH (s —Bu) —COO
H

—COCH,CH,-NHCON
H-—CH (s—Bu) —COO
H

3—19

—COCH,CH,—NHCON
H—-CH (i—Bu) —COO
H

—COCH,CH,—NHCON
H-CH (i—-Bu) —COO
H

—COCH,CH,—-NHCON
H-CH (CH,CH,-S—C
H,) —COOE t

—~COCH,CH,—NHCON
H-CH (CH,CH,-S—-C
H,) —COOE t

—COCH,CH,—-NHCON
H-CH (CH,CH,-S—C
H,) —~COOH

~COCH,CH,—NHCON
H-CH (CH,CH,-S—-C
H,) —COOH

3—22

—COCH,CH,—NHCON
H—CH (CH,Ph) —COO
H

—COCH,CH,-NHCON
H—CH (CH,Ph) —COO
H

3—23

—~COCH,CH,CH,—-NH
CONH-CH,-COOH

—~COCH,CH,CH,—NH
CONH—-CH,-COOH

3—24

—~COCH,CH,CH,—NH
CONH-CH (CH,) —CO
OH

~COCH,CH,CH,—NH
CONH-CH (CH,) —CO
OH

3—25

—COCH,CH,CH,—NH
CONH-CH (i—Pr) —
COOH

~COCH,CH,CH,—NH
CONH—-CH (i —Pr) —
COOH

3—26

—COCH,CH,CH,—NH
CONH—-CH (s—Bu) —
COOH

—~COCH,CH,CH,—NH
CONH—-CH (s—Bu) —
COOH

—~-COCH,CH,CH,-NH
CONH-CH (i —Bu) —
COOH

—COCH,CH,CH,—~NH
CONH-CH (i —-Bu) —
COOH

3—28

—COCH,CH,CH,—NH
CONH-CH (CH,CH,—
S—CH,) —COOEt

—~COCH,CH,CH,-NH
CONH-CH (CH,CH,—
S—CH,;) —COOEt
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~COCH,CH,CH,-NH|-COCH,CH,CH,—NH

3—-29 |[CONH-CH (CH,CH,— | CONH—CH (CH,CH,—
S—CH,;) —COOH S—CH,) —COOH
—~COCH,CH,CH,-NH|-COCH,CH,CH,—NH

3-30 |[CONH-CH (CH,Ph) — | CONH—-CH (CH,Ph) —
COOH COOH

4_g, | COCH,CH,~CO-NH|-COCH,CH,-CO~NH
—~CH,CH,-SO H —~CH,CH,—SO,H

5_35 | “COCH,CH,~CO-N (| -~COCH,CH,~CO~-N (
CH,) —-CH,CH,-SO,H|CH, —-CH,CH,—-SO,H

4_gg | COCH,CH,CH,~CO|-COCH,CH,CH,=~CO
~NH-CH,CH,-SO,H |-NH-CH,CH,-SO,H
~COCH,CH,CH,CH,— | -COCH,CH,CH,CH,—

3-34 |[CO-NH-CH,CH,-SO|CO-NH-CH,CH,—-SO
JH JH
—~COCH,CH,CH,CH,C|-COCH,CH,CH,CH,C

3-35 |H,CH,-CO-NH—-CH, |H,CH,-CO-NH~-CH,
CH,-SO,H CH,-SO,H

s_3g | CO (CHy) (—CO—NH|-CO (CH,) ;~CO-NH
—~CH,CH,-SO,H —~CH,CH,—SO,H
—~COCH,CH (CH,) —C|~-COCH,CH (CH,) —C

3-37 |O-NH-CH,CH,-S0O,|O—-NH-CH,CH,—S0,
H H

4_3g | COCH=CH-CO-NH|-COCH=CH-CO-NH
—CH,CH,—SO,H —~CH,CH,-SO,H

4_39 | ~COC=C-CO-NH-C|-COC=C-CO-NH-C
H,CH,-SO,H H,CH,—SO,H

s_40 | CONH-CH,CH,~SO|-CONH-CH,CH,~SO
JH JH

4_41 | COCH,~NHCONH-|-COCH,-NHCONH~-
CH,CH,—SO,H CH,CH,—SO,H

4_49 | COCH;CH,—~NHCON|—-COCH,CH,-NHCON
H-CH,CH,—-SO,H H-CH,CH,—SO,H
-COCH,CH,CH,-NH|-COCH,CH,CH,—NH

3-43 | CONH-CH,CH,-SO,|CONH-CH,CH,—-SO0O,
H H




WO 2015/178404

[0165]

[5=41]

102

PCT/JP2015/064408

3_44 —COCH,—-NHCONH—-|-COCH,—-NHCONH-—
CH,—-PO,H CH,—-PO,H
—COCH,CH,—NHCON|—-COCH,CH,—-NHCON

3—-45 H—-CH,CH,-NH-SO;| H-CH,CH,—NH—-SO,
H H

3-46 —CONH-CH (CH;) —C|—-CONH-CH (CH,) —C
ONH-CH,CH,—-SO;H |ONH-CH,CH,—SO;H
—CONH-CH (i—Pr) |-CONH—-CH (i—Pr)

3—47 | —-CONH-CH,CH,—-SO|—-CONH—-CH,CH,—SO
JH JH
—CONH—-CH (s —Bu) |-CONH-CH (s —Bu)

3-48 | -CONH-CH,CH,-SO|—-CONH—-CH,CH,-SO
.H sH
—CONH—-CH (i —Bu) |—CONH-CH (i —-Bu)

3—-49 | -CONH-CH,CH,-SO|—-CONH-CH,CH,—-S0
sH s H
—CONH-CH (CH,CH,|—-CONH-CH (CH,CH,

3—50 |—S—CH,;) —~-CONH—-CH|—-S—CH;) —-CONH—-CH
,CH,—SO.H ,CH,—SO,H
—CONH-CH (CH,Ph) | -CONH—-CH (CH,Ph)

3—51 | -CONH-CH,CH,—-SO|—-CONH-CH,CH,—SO
,H ,H
—CONH—-CH (4—hyd|—-CONH—-CH (4—hvyd

3_59 roxyphenylmeth|roxyphenylmeth
v1) —-CONH-CH,CH,|y1l) —~CONH-CH,CH,
—SO;H —-SO,H
—CONH-CH (CH,CON|—CONH-CH (CH,CON

3—-53 |H,) —-CONH—-CH,CH,|H,) —-CONH—-CH,CH,
—SO,;H —SO,;H
—CONH-CH (CH,CH,|—-CONH-CH (CH,CH,,

3—54 |CONH,) ~CONH—-CH, | CONH,) —CONH—-CH,
CH,—-SO;H CH,—SOH
—CONH-CH (CH,0H) | —-CONH—-CH (CH,0OH)

3-55 | -CONH-CH,CH,—-SO|—-CONH—-CH,CH,—SO
| sH ,H
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3—56

—~CONH-CH (CH (CH,
) OH) —~CONH-CH,CH

—~CONH-CH (CH (CH,
) OH) —~CONH~-CH,CH
,—SO,H

3—567

~CONH-CH (CH,CH,
CH,CH,NH,) —-CONH-
CH,CH,-SO,H

—~CONH-CH (CH,CH,
CH,CH,NH,) ~-CONH-
CH,CH,-SO.H

3—58

—_CONH-CH,CH,CH,
CH,CH (NH,) —CONH
_CH2CH2_803H

~-CONH-CH,CH,CH,
CH,CH (NH,) —CONH
~CH,CH,-SO,H

3—59

~CONH-CH (CH,CH,
CH,NH (C=NH) NH,)
—~CONH-CH,CH,-SO0
JH

—~CONH-CH (CH,CH,
CH,NH (C=NH) NH,)
~CONH-CH,CH,-SO
JH

—~CONH~-CH (CH,CO0O
H) —~CONH-CH,CH,—
SO,H

—~CONH-CH (CH,COO
H) —-CONH-CH,CH,—
SO,H

~CONH-CH (CH,CH,
COOH) —~CONH-CH,C
H,-SO,H

—~CONH-CH (CH,CH,
COOH) ~CONH-CH,C
H,—SO,H

3—62

—~CONH-CH (CH,SMe
) —~CONH-CH,CH,—S
O,H

—~CONH-CH (CH,SMe
) ~-CONH—-CH,CH,—S
O,H

~CONH-CH (CH,S—H
exyl) —CONH-CH,C
H,-SO,H

—CONH-CH (CH,S—H
exyl) —-CONH—-CH,C
H,—SO,H

3—65

H,

4{& - sogH

—-COCH,CO—-—NH—-CH,
CH,—SOH

~COCH,CH,CH,-CO
~NH-CH,CH,-SO,H

EEER1~%4 25,

Me ] . XFIEEZRL.

TEt] . TFI
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BEAEZRL., Ti—-Pr]iE 4v7oELNEEZRL, i —Bul & 1V
TFILEERL, [s—Bul & HAVYSY)-TFIEERL., [t—B
ul R TBut] & =% )—TFIEZRL. TPhl i 7=
BEETRT,

[0167] EEBFR1~F42ICHVWT. HHEICIE, flintbemEST1 -1, 1 -2,
1-3, 1-35, 1-48, 1-51, 1-54, 1-57, 1—-62,
1-63, 1-65, 1-67, 1—-74, 1—-76, 1—-80, 1—-82
. 1-84,1-86, 1-88, 1-89, 1-90, 1—-100, 1-—
101, 1-102, 1—-103, 1-129, 1—-130, 1—-132,
1—134, 1—140, 1—-142, 1—-143, 1—-145, 1—14
7. 1—-149, 1—-151, 1—-152, 1—-153, 1—-154_ 1—
160, 1—-162, 1—-164, 1—-166, 1—-169, 1—-170,
1—-172, 1—-174, 1-185, 1-187. 1-189, 1—-19
1. 1-193, 1-195, 1—-196, 1—-201, 1—-206, 1—
233, 1-365, 1-366, 1—-367, 1-372, 1—-373,
1-375, 1-378, 1-379, 1-380, 1-384, 1-38
5, 1-386, 1-387, 1-388, 1-390, 1-392, 1-—
394, 2—-1,2-10, 2—-11, 2—-12, 2—13, 2-58, 2
—62, XiZ3—400taWTHY.

[0168] FEICHFEICIE. BIRELEMES1 -1, 1 -2, 1-3, 1-54_ 1—
57. 1—-62, 1-63, 1-65, 1—-67, 1—74, 1—-76, 1
-80, 1—-82, 1—-84, 1—-86, 1—88, 1-89, 1—-90,
1-100, 1—-101, 1—-102, 1-103, 1—-129, 1—-13
0. 1—-132, 1—-134, 1—142, 1—143, 1—145, 1—
154, 1—-160, 1—-162, 1—-166, 1—-169, 1—170,
1—-172, 1—-174, 1-185, 1-187. 1-189, 1—-19
1. 1-193, 1-195, 1—-196, 1—-206, 1—-365, 1—
366, 1-367, 1—-372, 1-373, 1-375, 1-378,
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[0169]

1-384, 1-385, 1-388, 1-390, 1-392, 1—-39
4, 2—-1,2—-10, 2—-11, 2—12, 2—13, 2—58, XiF2
—62DLEMTH %,
BICLYIFEICIE., BInttEMES1 - 10EW:4— {18— [4—
AINVRFUAFILFATEINFS -2, 6, 6—FMNJXFI -3 —FFYD
ga~nFy—1—xI=)] =3, 7, 12, 16—FKSAFILAI4H%TH
-1, 3,5,7,9, 11,13, 15, 17—/+T=)} —3, 5,
B—RYXFI—2—FFVYIoONFH -3 I ZIAFIHIERZILA
FIVF 7 BEBA.
BIREEHMBES1 —20EEHM: (4— {18— [4—HALKRFIAFIR
W724ZT7EMEY) —2, 6, 6—RMNYXAFI—-3—FFVo/OrF
H—1-—xT=)] -3, 7, 12, 16—FrSAFLAIVHTH-1, 3
, 5, 7,9, 11,13, 15, 17—/4+T=)} —3, 5, 5—hKV
AFI—2—FFyoaOndtH -3 —IZIFFIHILRZIILAFILAIL
74 ZI)b) BEEE.
Bt EMES1-1020EM: 3 - [2— (44— (18— {4—-[3
— (3=t —=TrEIAHIKRZWAFILILAR) TJOEFTZ LA FT] —
2, 6, 6—hMYXFI-3—-FFvisankHy-—-1-xTZ)} =3, 7
, 12, 16=F SAFNLAFHISHFTH-1, 3, 5, 7, 9, 11, 13
, 15, 17—/4+T=)L) =3, 5, 6—KNUYAFL—-2—-FFVYS /O
ANFRY -3 -—IZINAFPHILRZIL) ZTFIL] DL 414 REFEE t—TFI
IZXFI),
BlribemES1 —1030aw: 3— {2— [4— (18— {4—[3
— (3=ANLRFIAFIVTLAR) TOEA=ZNFF] -2, 6, 6—
NUXFL-3—FFVysankFth—1-I=)I} -3, 7, 12, 16
—F R NSAFNAISHFH-1, 3,5, 7,9, 11, 13, 15, 17
—/FxT=)) =3, 5, 5-hMNUAFIL-2—FFVIr7O~NFH -3 —
ITZAFTHANRZI] TFIVY UL A REEEE.
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[0170]

BIntEMES2 - 10EW: 2— [3— (44— (18— [4— {3— (
2—RJRIFIVFI/ANKRZII) TOEF=ZNFFV) -2, 6, 6—
NUXFL-3—FFVysankFth—1-xT=0] -3, 7, 12, 16
—FNSAFNAIHFH—-1, 3,5, 7, 9, 11, 13, 15, 17
—/FIZ)) =3, 5, 5-RNUXFIL-2-FFVIoO~NFH -3 -
IZAFPANRIN) FOEFZLTI /] THVRIVEKEVER.
BIRELENEES2-T100ILEH: 2— (3, 5, 5—KMNYAFIL—2—F
FY—-4—-{3, 7,12, 16-Fr5xFL—-18—-[2, 6, 6—+
VDAFIN =3 —FFY—4— (2—RIKRIFIVALNESANAEFY) 20
O~AF¥H—1—-T=0] #94%FH—-1, 3, 5, 7, 9, 11, 13, 1
5, 17—=/FITZ)} 2>0OAFH -3 —IZIFFPHAILRZINTI/
) TV RIKVER,
BInttEmES1-620EM: 3 - [4— (18— {4—-[3—-t—7
FESANNRZIWAFILTLL RT7EMNEY] —2, 6, 6N XAFIL—
3—FFviisanxth—1-xI=Z)} -3, 7, 12, 16—FKSXF
VAo 55FH—-1, 3, 5, 7,9, 11, 13, 15, 17—/+T=)
) =3, 5, 5=hNUXFI—-2—-FFV/OAFH -3 -—IZIVFFY
HIVRZIWAFIV] DA REFEE t —T7FI TZATI.
BIREEmES1-63DLEW: 3— [4— (18— {4— (3—HLRK
FOAFILDLARTENFY) =2, 6, 6—RFMNUAFIL-3—FFVY
ga~nFy—1—IT=)} =3, 7, 12, 16—FKSAFILAFI4%TH
-1, 3,5,7,9, 11,13, 15, 17—/+xT=)l) —3, 5,
S5—NUYAFL—2—FFVY0OANFH -3 —IZIFFTHILKRZIL A
FILl U LA REFER.

BINEEMES1 -3 65DEM: A5 —IL—1—AIAILKRZJLT
S/ 4—[18— (44— {43V —IL—1—ANLAILKRZILTZ
FEhFY}) =2, 6, 6—RYXAFI—3—FFVYIiO~AFH—-1-I
=) =3, 7,12, 16=-FrSXFNFI9%FTH-1, 3, 5, 7,
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9, 11, 13, 15, 17—/+xT=)] —3, 5, 6—RYXFJL—2
—ZFFxvirsanxHy-3-—-IZ)L ITRXFI.
BINEEMES1-3660DEYW: 3— (1XFYV—IL—1—-A4IAILR
ZIFI/) JOEAVEE 4—-[18— (4— {3— (134Y—)—1
—AIANKRZINTI)) FOEAZ)LAFT) —2, 6, 6—FYUXFIL
—-3—FFxvyrsarxH—-1-xT=-)l) -3, 7, 12, 16—F T X
FNAYIHFH-1, 3,5, 7,9, 11, 13, 15, 17—/+I=
W] =3, 5, 5—RFNUXFI—-2—FFVI/aO~xFH4-3-IZ)l I
25,

BINEEMES1-3670EM:4— (1XFYV—-IL—1—-A4IAILR
ZIVTFI/)EEE 4—-[18— (44— {4— (124 Y—-I—1—1)H
WRZIWT X)) TFUNLLEFYY —2, 6, 6—KUAFI—-3—FFVY
soanFH—1—IT=)) =3, 7, 12, 16—FKSAFILFI4HF
#-1,3,5,7,9, 11,13, 15, 17—-/+xT=)] -3, 5
, D= MNIUXFI-2—FFV/aO~nFH -3 -—IT=Z)l ITRXTI.
BirttEmES2-110EM:2—- [3— {4— (18— [4— (3—
[2—=ZWKRIFIN] DA RT7EMNFFY) =2, 6, 6—- MU XAFIL—-3
—FFyroanFy—1-ITZ)0) =3, 7, 12, 16—=FrSAFI
*v4%5FHh—-1, 3, 5, 7,9, 11, 13, 15, 17—/F+T=))
—3, 5, 5—MIUXFL—-2—FFV/ONFH -3 -—IZNVAFTNH
WRZILAFILY 9L A4 R] THVRIVKVEE,

PliribemES2 - 1201 : 2— [3— (2— {4—[18— (4—
{3—[3— (2=RWKITFI) LA R] TOEF=ZLAF2} —2,
6, 6—rUXAFI-3—FFVoarxFxH—-1-xT=)) -3, 7, 1
2, 16—FhrIXFNVAI4TH—-1, 3, 5, 7, 9, 11, 13, 1
5, 17—/4+T=)] —3, 5, 6—hUXFL—2—-FFVssOAF
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ToUFTFVIU L I EREL. LZUBRER. AT LBRE. TILR
ATFAVERFHFRE. FIRF. MEER. BREOFHFIKRV/ XILEE
B, RUOERFEHELES. 704 REL ERFTO4 RERLKEHR & O
ATH5,

2704 REIEHAT 2HEE. 2704 REORIPIRABDOESTH S
ZMEEME - FRAITHIENTESD, NSA I Ds (GERTOA NERRKRE
) SHBTHEAE. NSA I DsOMELERELME - FHTH &N
TZ %,

AFEBOAOT /4 REEGFE, LEABRRIIEFHEE LTHERT 215
BICIE. ThER. X ThEEENICHFEINS, BEE. BEBEFIROHE
EREFEOEERMMBFIEBERE L. HIZIE &8, A7, FERE. &
FIELLIE>Oy TREE LT BROMIKEET D ENTD, i, 5
Fl, mERF. AFELIIBRERINFIES LT EROMICESTEIEN
TXS, AFEBHOLOT /A1 RESFIE, K NOBEEI+O TR AN
BFEOoAOT /A R2hOT /4 RFEEFERBERY., RBFCERNFIRE
WEIOHRETHRENMVRBEINDIERICEEUTH S,

IhoOBENE, BE (BIAIE. IHE BFE F88E. <= h—.
YILER=ILOD&DREFERE; boEOIVTY TV A4 aFyS
V. . TEFANI VOIS ABHMEER BRELIOD—ADLD ARt
WO—RFEE; TSE7TL, TFRAMNSY, TS5 00& D 0ERRE
R ; XITERERKIER., GRERBRT7II 0L, ERBAINID DL, X5HE
B7IVIVBI TR LDL D BREBIRFEE ; BERKRAILIVLDL
D RIHRERIR s IREB DL D LD & D RRERIE ; MBEHIL D D LD & D WERER
BREOEBRBHEFTHYES, ) . BRE BxE. XTT7)VE. X7
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[0259]

TYOYBANS DL, RTTVVBIIXVILDEIBRRATT Y VEBEE
B, A0, a4 R YA, E—FHL, FAOELO Ty U A48 ; iR

BV BT N DLDEDAMERIE; /) 3I—IL; I —IVEE;
ZEEBRFTMN)DL;DLOMYYDEOIRBRTI/ B, RTF N ; B S

B ZVVIREBT N DL, SOVIREBI IR ILDL DR
S0 IIVERERIR ; HUKERS, EEKAIYO L O REEER ; XId LEBMEFES
FETHYRZ, ) . BHEF WxAE erOF>FOELELO-R, &

FOFo 7O XFILELO0—X, RYEZLEQDY Ry, /00—
. RIFRIEEEE CAFOLEMETHYE D, ) . BREE (FAE KE
BEE ROF>OELELO0—R, ALRFIAFIL IO, AR
FOAFIELO—RANT DL, BRREBANRFIAFILEZILO-RF
M)DLDEDAENO—RFER ; XIFAIVKRFOAFINZAY—F A
REVAFIVAI—FFN) D LDELD BRMEEBSHINAET YTV - 0O
— 28 EBER)EZLEQ) RV THYED, ) . BER (AFILIISR
V. 7AENNRSRYDEDBRRSAFVLREFTRIZATIEG,; /0074
=l RYZLFLA=IN, ZTZLIFLFZILI-NLDLI>ABRTIIO—
W BRSO ZIL; 7 /=, JLY=LDEOBT /=)
B, FA0—)L; Te RO ; JIFVIEVEEETHYES, ) . B
BRF (FlzE, BEFERAINS. HREL BEE. ERETHYES, )
XiF/ RUOFHERFZFORMFZRAWTRAMDAETHEINS,

Oy 7. RUVOHEL BEBR RBFHRCERFGEORFIE. B
DEMBEICIH U T p HARA, BEF. BHEF. BBEFEF. RILEF. 2EL
. BBEFIREDEET. BERICIYEIUETZIENTES, p HEAREA
ELTIE. BIxE, BB, KERILF M) DL, KBIEHY DAL N)TH )
—WTFIVREERITHIENTES, BEMELTE. BIAE ) UEES
MUY L, BEEEFNYD L, RUVBFTN)DL, JIVEEFNIDL, TR
NSFXFVBFT NI DLREEZRIFRIENTES, BBEFE LTI, BIAEF
 RYYILR—=K80, XFItEIO—X, EROFVIFLEZILO—R,



WO 2015/178404 146 PCT/JP2015/064408

[0260]

[0261]

FTRUDLALRFIILAFILEZLO—R, RYFTFIFLIVVILESY
E/ZVL—h TISETHL MRIZHV M RUEZLEDY) K,
E/RATTIVVBIT) ) VREEZRITLEIENTE S, BEEIELTE
BZIE, RYVILR=K80, KER)AFPIFLVETVH ZOAFV
B7IRN RUAFSIFLYYILESVE/SDL—b ®oO0T—),
EXREEBBIFLIRTIL, 7€YY, YR, oLy YY) O
—WREEBEITEZIENTES, TEAFE L TR, BIZIEHERESF M) D
L, XYBEMBSN)OL, JIVEFMNIDL, TTMNEFN)DALE
JIH)—NUVTIVREERBIFLIENTED, BERIE LT BIAIE.
p—EROFVLEEFBAFI, p— b FOFLREFTBIFI. REEHR
FRIDL YIVEVEE, 7z /-, JLYV—I, yOOsLY =, &
ERVHFIIDAZT L, RNIRVBREEREFEIENTES,
AFERBROEEM (1) & HBLEFCERFEFEZRMTEIENTFE LWL
o MBRLFIE LTI, HIZE, BEEBF M) DA, PRONEVE. 7R3
WEVEEFN) YL, L-—FRONEVEERAT T VBT XTI, /SILIF
VEETZNEIN, BREBKESNIDL PV TFFAFT)ERY Y, T
VIVEVEE, BBUATAY, 7TV BB NI z0-—)L, Y/0OlLAg
YIUTRXR=LEBAYD L, DTFLEROFYMLIY, FAFYO—-ILER
Fh)DL, FAY)I®BFMNIDAL EYIVE, bO7zO—Jb, d—
S—bta7zO—Jb, AN /=), /SUIFVEE FAROANEVEEY
VAR, EOFEFEF N DA, TFLEROFSTZY—IL. 1, 3—
TFLYT)I=, ROV N)TY=, RVST)RAYFIL—-FTESF
A [3=(3, 65=Y—t—TFIN—-4—-bROFYT7zz)l) FOELX
— N | BREFEIOEIL, 2—XIVATIRVILIH)—-ILTHY. 7
FLLLE, bI7zO—, MO zO—Jb, bOKNYIT /=)L, NI
SFVBTRINENL, FRIONVEVEIILIY RTHZ, BEEFIE. fEF
FISES. BERXIEA TELFIOBESIEES FUBICHRMT NIE LW,
AFRBOHOT /A4 RESAOKSEIR. EIR. Fiw. BE5EHEFICLY
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[0262]

[0263]

[0264]

[0265]

[0266]

BR5H, flE, BOKSDOBEICIE. 1TEHY, 0. 001~500m
g/ k giFE, FFLLIZ0. 01~50mg  k gikETH S, BIKRWE
BEOBAICIE, 1TEYY, 0. 001~50mg 'k giFE, FFL<IZ0
. 056~10mg "k ghETH S, #IRAKXSRO. HOT /1 NEEHK
DRE., BEEEHRSRFENS, BEILEL>TO0. 00001~1. 0
%DRETEERBRT 5 &N TEDS,

RERTO/REDHBEICIK. HOF /A4 RFEEFOBEELTIE. 0. 00
001~5. O%DBETHEEL., 1EIC1 HEHEETT 2, BNET S
SHEEICIG LT, 1HOMETEHZ 1 ~1 OEDEEICRET S ENTES
o AOTF /A RFESHEDEEE LTE. BFELLIF. 0. 001 ~1., 0%
TH b,

AFEAOEZRARUADERE LTIE, BMOFERE LT, BIBFVEE
MomLE, EBROEFEHOM L. BEROHEEOREFICAWSZEHNT
x5,

K H!

LIRS, EEF. 5E6l. ARAIKRCEFIFIZR L. AFKPLFICHMIC
SEAY 2. AFEAOHBEIEIINSICRET 26D TIEAL,
=l (1) (BInbeEhES2-1)

2—[3— (44— (18- [4— {3— (2—RNWKIZTFNLT /ALK
) FaEF=ZFFxT} -2, 6, 6—-KNUXFI-3—-FFVYio0O
ANFH—1-—T=)] =3, 7, 12, 16—F SAFILAIHFTH—1
, 3,5,7,9, 11,13, 15, 17—-/+4xT=)L) -3, 5, 5—
M)XFI—2—FFVYIoOANFHY -3 -—IZINFFTPHIARZI) 7O
EAZILTI/)] THVRINEKVER

6— (3—ANRFTOEA=ZILAFY) —3— [18— [4— (33—
AVRFL a4 A+xy) —2, 6, 6—bMYXAFIL—-3—FFY—
1—vsaAxE=)] =3, 7, 12, 16 —F R SAFILFIVITH—
1, 3,5,7,9, 11,13, 15, 17—J+T=)\] -2, 4, 4
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—KN)XAFIL—-2—-AFEY—-1—-FV6. 11g, #9)>3. 8
2gRUN—EROFL -5 —-JIHRILRY—2, 3—VAILKRFIAIR
2. 75 gDBEAYICIHKIAFINEILLTIRTOm I RWTN, N=Y
AV7OELNTIFILTIV19, 86g%ZMA. PIIVE#RLE, BEY
WKT—IFNL—3— (3=IUXFIF7I/FTOEN) AILKRI A I NEREIE
6. 11 g&mMA. ERT4HBERLL n—AFH2300m | ZMX
IERERICEY n —AFHUEBEREL. BIC, BEIKnNn—AFH300
m | ZMAEROERIEEITT o, BBEEV VATV ASLVOXNIS T4
— (GRBEER; BIEXFLY A5/ —)L=3:1-2:1) ICLYRBEL.
FEEE T FIL— n —~AFH VAR ORRER L, SoNEREXY/—I
L., BEEBEMYERBEEMARELTO. 7561 gifk,
TH-NMR( &, ppm) (DMSO-d¢): 1.19(s, 6H), 1.33(s, 6H), 1.81(s, 6H), 1.97
-2.00(m, 16H), 2.36-2.38(m, 4H), 2.51-2,59(m, 8H), 3.18-3.33(m, 4H, K
DE—H &ERD, ), 5.40-5.44(dd, 2H), 6.28-6.76(m, 14H), 7.82(t, 2H
)

[0267] =l (2) BIRELEYMES1-—2)

4— {18— [4—HIKRFIAFIAIIN T4 ZINTEIMNEY -2, 6,
6—MYXFIL-3—FFVosa~xH-1-xTx=)] -3, 7, 12,
16—F K SAFNAI%FH—-1, 3, 5, 7, 9, 11, 13, 15,
17—/} =3, 5, 5=—hFUAFI—2—FFVoO~FH—
S—IZNAFIHANLNRZILAFILRILT 1 ZILEFER

[0268] &EA

TRAYFHUF3. 00g. 2, 2" - 71K 8. 354,
N, N—=2A4y7OELITFILFTIV1T7,. TmL, 4— (N, N=UXF
WF7I/) EYYU1, 23 g, BIEXAFLYIOmMLAEKIC. N, N' =Y
AV 7O AINKRISAIRT. 8SmLEMA., 3EEER LS, HPLC
WKLY RBMRT #RER L. BIEXAFLY, N, N=JA4VYTOELIFLT
SVERETIORE L, BONCEBEZY )V ASNASLIOTNT ST
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[0269]

41— CAEER; BIEXFLY X5/ —b=2:1->1:2) THHELX,
BEVVATNVAZLIOAT N TS 74— (BRER ; BIEXFLY : X5 )
—)=2:1-1:9) T2AEHL/, BRHIZEIELAFL20mLIC
BAML. TNIBE20mLEZNMA. BIEAFLVEBEZEDKRL. BRREK
T2ERS% MHELULARREOEFEZSH. &L, BENMEREEHR
ELT38mgiEf,
'H-NMR 400MHz (DMSO-ds) : &6.79-6.29(14H, m), 5.55-5.50(2H, m), 4.24-3.
86(8H, m), 2.07-2.03(4H, m), 2.01(6H, s), 1.97(6H, s), 1.83(6H, s), I
.35(6H, s), 1.21(6H,s)
Mass 2% NJL:-ESI, m/z = 891.34 (M-)
£%£B
6—kbROF¥F>—3— (18— [4—kROFY—2, 6, 6—KUAXAF
V=3 —FFv—-1-vsa~xE=)] -3, 7, 12, 16—F K5
FNAYIHFH-1, 3,5, 7,9, 11, 13, 15, 17—/+I=
W) =2, 4, A—RKYXF)-2-yarnFtry—1—-F> (FRYF
HrFv) 1. 509, 2, 2" =274 Z)ZEEE4. 18g. N, N—
VA4V FaELIFILTIV8. EmL, 4— (N, N=YUAFITFTZX/)
EYTv0. 61g, BIEXFLYAEmLBERIC, N, NN =-Yqvy 7oK
WHILRISAIR3, O9mLEFETL, 3FEERKRLAL, HPLCICLYR
IR T MR L& AT, BIEXFL 1 0OmL, P97y VHLAT
5 (BAfE) #5mL. 7U/7 )y YAS (BAME) 5549, IBXMNA
. 1 ERERL. RBLE, BREBERER. %A% 4 0OCTRHEREL
e BONERBEZS)ATNVASLIOT NI ST 14— (CABER ; BB X
FLY: A5 /—=2:1—->1:4) THREL. BMEREEBHREL
T110mgHt,
'H-NMR 400MHz (DMSO-ds) : & 6.78-6.29(14H, m), 5.51(2H, dd), 4.24(2H, t)
, 3.85(2H, d), 3.75(2H, t), 3.54-3.50(2H, m), 2.09-2.06(4H, m), 2.00(
6H, s), 1.97(6H, s), 1.83(6H, s), 1.35(6H, s), 1.21(6H, s)
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[0270]

[0271]

Mass 2% NJL: -ESI, m/z = 8914426 (M-H-)

Ehefl (3) BlrbeEmES1-—1)

4— (18— [4—HIUVKRFIAFLFFT7EIFI -2, 6, 6— KU X
FL-3—FFvirsa~FH—-1-xT=)] -3, 7, 12, 16—F+h
SAFNAYISFH-1, 3,56, 7,9, 11, 13, 16, 17—/%
I=J)} —3, 5, 5—MNUXFL—2—FFYTraO~x:xH-3-IT=Z)L
FFIHIVRZIVAFIVF A EER

RibBEHE=7ITVERL. 6-—bEROFY—3— (18— [4—k RO
-2, 6, 6-MYXFL-3—FFV—-1-vsO0~FtzZ)I] -3
, 7, 12, 16—F K SAFIAI9FTH-1, 3, 5, 7, 9, 11,
13, 15, 17—JF+IT=N) —2, 4, 4—RrYXF)—2—-4OAN
Fey—-1-FY (FPR¥FHFVFV) 2. 009, 2, 2" —FF_EBRS
. 03g. N, N—=2Y4yFOELIFILTIVE8. 66g. 4— (N, N
—IUXAFITI/) EVIVO. 829, BEXFLYE6OmMLZREL.
ERT18EEE®RLA, 1 —IFIL—-3— (3-IAFLT7I/FOEL
) HILVRY A X NIEERIE6. 42 g% M. IHICT. SHEERLE &
BEAEIOT NS 74— (HPLC) ICLYRBKRT R L& AT
CRYFPOYLEE (FOTYYIHLA4 15 (BAME) ) 60mLAEMA
oo 1TODRBL. IBICRYTFTIVIVLE (707 ') v I AS (BARRE)
) 10gZ&MAtee RYTVVIBOBLEZER L cEIBTTAYT—Y
3V, BRICLYEBBELE L. BKNa,SO,TELR%, BERBELL
o BE%=WH (ODS) #5408 574— (10%CH,C I ,—M
eOH:XK=8:2-9:1) T1E, RWT (10%CH,CIl,—MeO
H:XK=8:2->19:1) T2ERBHEL. BETTLZELL, BHMICC
H,Cl, 50mL, TN—HCI| 50mL#%fXx. CH,C | ,B&9®&L
foo #KNa,SO,THIEE. BRERWELL, BEZHEHE (ODS) A3 4L
saOvhs574— (10%CH,C | ,—MeOH:Kk=8:2->9:1)
THREL., HETTEHEL. BN OmgaKREGMKRE L THEL,



WO 2015/178404 151 PCT/JP2015/064408

H-NMR 400MHz(CDCl,): &6.69-6.18(14H, m), 5.58(2H, dd), 3.62-3,47(8H,

m), 2.15-2.03(4H, m), 2.00(6H, s), 1.99(6H, s), 1.92(6H, s), 1.36(6H
, s), 1.24(6H, s)

Mass 2% NJL: -ESI, m/z = 859.54(M-H-)

[0272] =l (4) BInttEMES2-10)

2— (3, 5, 6=—M)AFIL—2—FFY—4—- {3, 7, 12, 16
—FThSIAXAFI—-18—-[2, 6, 6—FMUAFI—-3—FFY—-4-— (2
—ZIWKRIFIAIWNEAINTFY) oO0~NFY—1-IZ)WV] X047
A—-1, 3,5, 7,9, 11, 13, 15, 17—J+IT=)} >rO~
FH—3—IZNAFTHAILRZINLTI/) THVRIKEVEB,

[0273] A ZX4Y—=I—1—AIANKRVE 4—-[18— {4— (15—
—1—AIAIKRZIFFY) —2, 6, 6— K NDAFIL -3 —FFYT P
OAFH—1—T=)} -3, 7, 12, 16—FrSAFIAIITH—
1, 3, 5,7,9, 11, 13,15, 17—/4+4xT=)] -3, 5, 5
—MNUXFI—2—FFVoOANFH -3 -IZ) IRAFI (BEH2
DibEY) 5. 73 gDBIAN, N—=IXFILRILLFTIR2E5m | BK%E
BEREML. ¥9Y13. 82g. N, N—=U4YFOELIFILTIYV
22, Og. N—eROFY—-5—-JIHENLRY—2, 3=TVHILEKRFIA
TR11, 71g. RN, N=YXFIN—-4-FI/)EYYV1, 3g%
MA. IS, BAN, N=IXAFLFRILLTIR25m | #MA. ZETF
. OEFFER®R L, RIGEEWMICS VY4, 03 g, N—kROFY -5
—JIWERINRY =2, 3=VALKRFIAIRT. 45 gKRUPN, N=I X
FIL—4—-—FI/EYIV1. bgiMa. BWARES4O0TIZTT. 5BFMHE
MR L, BICERT. 20EIRE LA, N, N=IAFILRILLT
I RERETICBEL. BonEEBEE VATV AZ LA NI ST 1
— CGRBEER; BIEXFLY : X5/ —)L=T7 :3) ICLYBEL. XI5,
SVATNASLIOR NS 74— (BBER; IBIEXFLY : X85/ =)L
=3:1) ICLYRBEL., ZEEMYWERREEGRELTT. 57 g8k,
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[0274]

[0275]

[0276]

'H-NMR( &, ppm) (DMSO-dg): 1.18(s, 6H), 1.33(s, 6H), 1.81(s, 6H), 1.92
-2.05(m, 16H), 2.61(t, 4H), 3.29-3.32(m, 4H), 5.27(dd, 2H), 6.28-6.76
(m, 14H), 7.11(t, 2H)

£l (5) [EEH (4) BIREEMES2-10) OE&E¥YOF b
) L8]

2— (3, 5, b=fMNUXFL—-2—-FFY—-4—- {3, 7, 12, 16
—TFThIXAFNL—-18—-[2, 6, 6—RNUXAFI—3—FFY—4—- (2
—ZWRIFIANNEANFTFY) 7aNFH -1 -TZ)V] —F0%
FHh—-1, 3,5, 7,9, 11,13, 15, 17—/F+T=)} >40O
ANFY -3 —IZWNAFIAIKRZINTI/)) TIVRIVEKEVEBZ NI D
LiB

2— (3, 5, b=fMNUXFL—-2—-FFY—-4—- {3, 7, 12, 16
—TFThIXAFNL—-18—-[2, 6, 6—RNUXAFI—3—FFY—4—- (2
—ZWRIFIANNEANFTFY) 7aNFH -1 -TZ)V] —F0%
FHh—-1, 3,5, 7,9, 11,13, 15, 17—/F+T=)} >40O
ANFY -3 —IZIWNAFIHANKRZINLTI/) THIVRILKVEE (EFEH (
4) OIitEY) 0. 6 gZ&RFRAKXY /=)L 2mLITANL. 28%F Y
DLARNFYRAY = LRHE265 &Mz, ERBF. 1. SEMEER
L7zce IBIC, BRAXS /=1 2m | #MMA. =R, 0. SEBEEHRLE
o RINEEWEAFHE500mLAICiNA, 1 50@EERLE, MBYE
2EL. ERENYEAEEEHE L TO. 579955,

H-NMR( &, ppm) (DMSO-dg): 7.12(t, 2H), 6.79-6.28(m, 14H), 5.27(dd, 2H
), 3.30-3.24(m, 4H), 2.59(t, 4H), 2.04-1,89(m, 16H), 1.81(s, 6H), 1.3
3(s, 6H), 1.18(s, 6H)

Mass 2% kJL: Fab-MS, m/z = 897 (M-H-)

Ehefl (6) (BIRtEMES1-102)

3—[2— (4—-— (18— {4—-[3— (B—t—ThrFIHIKRZIX
FILoL4A4R) 7oAz AF2] -2, 6, 6—MJUXFIL—-3—FF



WO 2015/178404 153 PCT/JP2015/064408

vyyoanidty—1—-xT=)I} =3, 7, 12, 16—=FKSAFILAIHS
FHh—-1, 3,5, 7,9, 11,13, 15, 17—/F+T=)l) —3,
5, 5—RFNUAFIL—2—FFVoO~FH -3 -—IZNFFIPHILKR=
W) TFN] DA REEE t—T7FIL XTI
[0277] 3—73X/-—-7OEx4vEE 4— (18— [4—- (3—7=X/70x=
WAFY) =2, 6, 6—RMYAFIL-3—FFVo/O~FH—-1-I=
MVl =3, 7, 12, 16—FrSAFLXAVHTH—-1, 3, 5, 7, 9
, 11,13, 15, 17—J+T=)} —3, 5, 5—RYXFJ—2—
AFVYII/OANFHY -3 -IZ)I IRFIN ZERE (BEF40LEY
) 2g. N— (1 X4V —=I—1—ANAINKZI) TV t—TFI
IZTIV (BER1TOLEY 2. 77 g. KN, N=IXFILRILLA
FIRG6OMLABICIN, N=Y44v7OEBLIFILTIV2. TmL%EM
Z. EBT. 1 5B LAE, N, N=IAFLRILLTIRN, N, N—
JAVTAELNIFLTIVERETICBEL, BOoNEEEES Y AT
ASL7OTNTS5T7 14— (BBER; BIEXFLY BT FIL=7 : 3—>
0:10) ICLYBRHL., BEZBETICEELE, BRAZELELXFL V3
OmLICEREL. 1 NREBEZMADRL, BEEZK3IOmLRWT, £
MBEKIOmMLT2ESRL. BREZCHGE. BERRE BEZEL
Teo BIC, ARROBIEE2ERYRL., BNWEREEMERELTI80m
91§87,
'H-NMR 400MHz (DMSO-d): &6.79-6.23(18H, m), 5.45(2H, dd), 3.66-3.64
(4H, m), 3.32-3.23(4H, m), 2.04-2.02(4H, m), 2.01(6H, s), 1.97(6H, s)
, 1.82(6H, s), 1.41(18H, s), 1.34(6H, s), 1.20(6H, s)
Mass R4 NJL : +ESI, m/z = 1053.28(M+H*), 1075.60 (M+Nat)
[0278] =Bl (7) BIinbE®HW1-365)
A== 1—ANANKRZLTI /B 4— {18— (4—143%
== 1—ANWANKRZNTI/TEINEI—-2, 6, 6-MJXFI
—-3—FFxvyrsarxH—-1-xT=-)l) -3, 7, 12, 16—F T X
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FNAYIHFH-1, 3,5, 7,9, 11, 13, 15, 17—/+I=
WV} =3, 5, 5=—RFNUXAFI—-2—FFVI/aO~FH-3-IZ)l I
257

[0279] #BIEAFLY513mLICT, 1"—HILRZWISAIFY—I21. 2g
EMAKATCIONEESR LA, Chic. PI/EEE 4— (18— [4
—T7I/)T7EMNY-2, 6, 6-bM)AFI-3—FFV7aO~FH—
1—-T=0] =3, 7, 12, 16—FrSXFILAIHTH—-1, 3, 5
, 7, 9, 11, 13, 15, 17—/+xT=)L} =3, 5, 5—KUXF
V=2 —AFxYs/rOAxH—3—-I=-)l IRAFI_ERE (BEF 60
&) 20. 5g%&Ma. ERICELE, SKERHE®R. K500mL%
MAi. DL, BEEICKE0OOmLANMA, AEEBEIRLE, X5IC
BHEAZKEO0O0mML, MMAEKA00ML THEL., EMTERE. H
ERMEL. METICEBRL, REEMKRE24. 09k,
H-NMR( &, ppm) (DMSO-ds): 9.13(t, 2H), 8.28(s, 2H), 7.71(m, 2H), 7.07(
s, 2H), 6.79-6.29(m, 14H), 5.50(dd, 2H), 4.22-4.08(m, 4H), 2.10-2.03(
m, 4H), 2.00(s, 6H), 1.97(s, 6H), 1.83(s, 6H), 1.35(s, 6H), 1.20(s, 6
H)
Mass 2~ % kJL: +ESI, m/z = 898.72(M)

[0280] =rEfl (8) HInbaim1-187)
4— (33— {4—-[18— (44— [3— (3—ALKRF>FOEWNL) JL
1 R7EME2] -2, 6, 6-F)XFIL-3—FFVisOnFH—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9, 11, 13, 15, 17—/74+xT=)] =3, 5, 5—KUXFIL
—2—FFVYranFHh -3 —IZNFFIHAIRIILXAFIY JLAR
) BRE

[0281] 4—TF7I/BREE1. 4 g%BEXAFL 1 5mLARICEBEIE. N)IF

g

W71, OmLEMATHKATTE#LL, RIGKEIC, 7O0B88MY XFIL

OS5Vl TmLOEEAFLY1I5mLDBESE S SBRMNMTTHETLE,
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ERICR L. SHFEERE. KATIKAIFY—I—1—AILALKR=ZLT
S/ 4—[18— (4—AXFYV—IL—1—AIVANK=ZLTI/T
EhFP -2, 6, 6—KNUXFI-3—FFVirsanxH-1-I=Z)
) =3, 7, 12, 16—-F SXAFNFHHFTH-1, 3, 5, 7, 9,
11, 13, 15, 17—/3+T=Z)L] -3, 5, 5=—hUXFIL—2—F
FYIO/OANFY -3 -ITZ) ITRFTI (EWEHE (7) okEH) 3. 0
gZMA. BRT. 22BHER L, REBREYYATFILVASLIOT b
J5374— (MeOH:CH,Cl,=1:2) RU¥#E (ODS) Hh34LY
AYrY574— (MeOH:Kk=8:2->19:1) ., BICYUAFILA
SA2ATRT574— (MeOH:CH,Cl,=1:2) TH&EL. BHE
TTEBL, REBMEKE LTENYME 147 mgBlk,

'H-NMR( &8, ppm) (DMSO-dg): 6.79-6.23(m, 18H), 5.44(dd, 2H), 3.93-3.80(
m, 4H), 3.02-2.98(m, 4H), 2.19(t, 4H), 2.03(s,4H), 2.00(s,6H), 1.97(s
, 6H), 1.82(s, 6H), 1.63-1.56(m, 6H), 1.34(s, 6H), 1.20(s, 6H)
Mass R4 NJL: +ESI, m/z = 969. 50 (M+H*)

[0282] =Rl (9) @BIRLEMW1-63) 3—[4— (18— {4— (3—AHNL
REVAFILILARTEIMNFY) —2, 6, 6—FM)XFI—-3—FFVY
soanFH—1—xT=Z)} =3, 7, 12, 16—FKSAFILFI4HF
#-1,3,5,7,9, 11,13, 15, 17—/4+xT=)) -3, 5
, B=RUXFI—2—FFVYIoOANFH -3 I ZIAF2HLKRZIL
AFIN] T LA REEER

[0283] /)21, O3 g&BEAFLYIEmLAICEEIE., NUIFILT
V. OmLAEMATKS I TREIEZ, RIGKRIC, 708 8MY XFIL
51, TmLEBEXAFLYIE5mLOEREKSTT1 OBEMNTT
WL, BRICE LA, 2FEERE. 1345V —I—1—AILAIKRZIL

/B 4— (18— (4—A43I5Y—Ib—1—AINANKZILTZ

EhEP—-2, 6, 6 )AFI-3—FFVisaONFH—-1-I=

V) =3, 7, 12, 16—F SAFLXVHTH—-1, 3, 5, 7, 9

N

H
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, 11,13, 15, 17—J+T=)} —3, 5, 5—RYXFJ—2—
XV oaOnkh—-3-ITZ) TRFTI EEH (7)) OeEH) 3.
Og#%MA. 1 SEREEME. RIGRICTHF4O0mLEUWKSEmLAMA
. HEREL., S%EERK100mLAMA. BRL. REEMKRESE,
BONMERICAY/—IL100mL, EFEETFIL200mLAEMAT. ¥
100mLETRHERMEL., —18CLUTTI1 5IEKRELL, KBL. 7
BEEMRESL, MREAS/—IL20mL, BIEXFL V1 0mLISARE
I, BREFBIFALS00mLBISETL. MHEKE2BL., HEE
MAREB, BONIHREAY /—)L1. 2LIC6 OCTRMBIH, B
%2 %EFERK 1 LICET L, fiEEGEZ2E L. EZTTRELT. BXY
ERREMARELT558mgiFk,
H-NMR( & , ppm) (DMSO-dg): 6.78-6.28(m, 18H), 5.44(dd, 2H), 3.96-3.84(m
, 4H), 3.72(d, 4H), 2.03(s, 4H), 2.00(s, 6H), 1.97(s, 6H), 1.82(s, 6H
), 1.34(s, 6H), 1.20(s, 6H)
Mass R4 Nl : +ESI, m/z = 913.36(M+H*)
[0284] =Bl (10) BlnitEHW1—185)
3= (3= {4-[18— (4= [3— (2—HANLKRFYIFIL) VLA
FP7ErF2] -2, 6, 6—-hMIYAFI-3—FFVrsOnFH—1-—-
T=)N) =3, 7, 12, 16—=FT b SAFNFIVEHTH—-1, 3, 5, 7
, 9, 11, 13,15, 17—/4+4xT=)] =3, 5, 5—FUXFI—
2—FFVoONFY -3 —IZNFFTAIVKRZIILAFILY T4 K)
JoE+ Vg
[0285] B75=v1. 22g%BILAFLYI1EmLAICEBEIE. MJIFIL
IV, OmLZEMA TKATTERIEL, RIDKRIC, 700KY XF
WS, TmLEBEAFLY 1 5mLOBREKATTEOBMNIT
WL, BRICE LA, 2FEERE. 1345V —I—1—AILAIKRZIL
TI/EEE 4— (18— (4—A4I45Y—IL—1—AIAINKZILTZ
EhEP—-2, 6, 6 )AFI-3—FFVisaONFH—-1-I=
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V) =3, 7, 12, 16—F SAFLXVHTH—-1, 3, 5, 7, 9
, 11, 13, 15, 17—/+IT=)L} —3, 5, B—RrYXFI—2—
XV oaOnkh—-3-ITZ) TRFTI EEH (7)) OeEH) 3.
Og#%MA. 1 CEREEME. RIRICTHF40mLEWKSEmLAMA
. BEBMELR, BEEMeOH100mLAICS OCTHREIHE, 5 %E
BAK35mL%ZMA, —20CT1. S5KEANEL L, HEEEZ AL,
TRBHMRER/L, TOoNLMARZEHE (ODS) Hh3L707MNI5T4
— (MeOH:K=7:3->19:1) TH&EL, EXTFTLZELT. BHW
MEREEMERE LTS 60mgBi,
NMR( &, ppm) (DMSO-d¢): 12.2 (brs, 2H) ,6.79-6.22(m, 18H), 5.44(dd, 2H)
, 3.93-3.81(m, 4H), 3.20(q, 4H), 2.35(t, 4H), 2.06-2.03(m, 4H), 2.00(
s, 6H), 1.97(s, 6H), 1.82(s, 6H), 1.34(s, 6H), 1.20(s, 6H)
Mass 2% Nl : +ESI, m/z = 941.51(M+H*)

[0286] =Bl (1 1) BlntbE®W2-11)

2—[3—{4— (18— [4— (3= [2—RNKIFIL] YLART
ThEY) —2, 6, 6—MNIXFI-3—FFVoOANFH—-1—-TI=
V) =3, 7, 12, 16—FrIAFLFV4HTH—-1, 3, 5, 7, 9
, 11, 13, 15, 17—/+IT=)L) —3, 5, B—RrYXFI—2—
FFRVoaOndth—3 -—IZNFFPAIVKRZILAFIVY JLA4 K] T4
Y RIIERVER

[0287] 4 )>v2. 55 g%ZBIEAFL Y1 EmLAICEBEIE. N, N—24
Y7OENLIFILTIVI., 6mLAEMA. KAT. 7O00RNYXAFILYS
V2., 5mLOBIEXFLY 1 5mLARES 2EMNTTET Lz, ERIC
RL. SEEER®E. 14V —I—1—AILAIVKRZLT I/ BEE 4 -

{18— (4—43IFY—=I—1—AINALNKZILTI/T7ErFI—2,
6, 6—rUXAFI-3—FFVoarxFxH—-1-xT=)) -3, 7, 1
2, 16—FhrIXFNVAI4TH—-1, 3, 5, 7, 9, 11, 13, 1
5, 17—/73T=Z)L} =3, 5, 5—hNUAFL—-2—-FFVYS/O~F
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H—-3-IT=) IRTI (EREH (7)) OEY) 3. Ogzxmx. 15
B L (RIGKRA) . BIBE&RIC. #0>0. 8849, BIEXFL VD
mLRUON, N=24vy7OoEILIFILF7IV1. 2mLEmMA. 7806
DAFINTS20., 85mLDEIEAFLYEmLBAKREZKSTTSoEN
FTETL. BRICRLE (RIBEB) » RIERAICRINEB % 5 2T
THETL. 1E5EERE®R. THF4O0OmMLEWGKIOmLZMA L, RINES
YA BEREL., BE%E 5 %EEE/K6 0 OmLISAMESHE, ¥ (ODS)
hoLr7aOx M5 T74— (MeOH:K=0:1-3:1) R (Me
OH:XK=1:1->3:1) THRAEL, EETTHRRELT. FEENKREE
foo BONEHMRICEEETIFII50mLAEMA, 1 7EREERL. K%
L. BHYEREEMARE LTI 89ImgiFik,
NMR( &, ppm) (DMSO-d;): 6.78-6.23(m, 18H), 5.44(dd, 2H), 3.90-3.78(m, 4
H), 3.28(t, 4H), 2.54-2.49(m, 4H), 2.07-2.02(m, 4H), 2.00(s, 6H), 1.9
7(s, 6H), 1.82(s, 6H), 1.34(s, 6H), 1.20(s, 6H).
Mass 2% NI : -ESI, m/z = 1011.51 (M-H")

[0288] =Ml (1 2) BlntEHW1—-366)

3= AIFY—=I—1—ANANKZINTZ)) FOEEXVE 4- [

18— (4—{3— (XY= I—1—A4IAINKRZINTI/) FOEA
—WAFYY -2, 6, 6—MIAFIL-3—FFVi/OAFH-1-I
=) =3, 7,12, 16=-FrSXFNFI9%FTH-1, 3, 5, 7,
9, 11, 13, 15, 17—/+xT=)] —3, 5, 6—RYXFJL—2
—ZFFvisaOnxkxy—-3-—-IZ) I RTI

[0289] #|IEXFL>v200mL, N, N=UXFJIRILLFTIR200mLDE
BEBEMICKAT. 1, V=AM RZWIAIF/—=)L20g%&MZx 2 05
B LU, ROWTHARIC, 3—73I/70EA4VEE 4— {18— [4— (
3I—-F7I/7OEFA=ZAFxY) -2, 6, 6—KNUXFIL—-3—FFV
ga~nFy—1—-—xT=)] =3, 7, 12, 16—FKSAFILAFIHTH
-1, 3,5,7,9, 11,13, 15, 17—/+T=)} —3, 5,
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E—RUXFI—2—FFvi/anxHh -3 -—I=-) IZFI ZiGE
' (&M (4) OibEY) 20g%&MA, ERT. 25EERE. B
AFLY200mLERUKA400mLEMA, DE Lz, BH#EEZK400
ML CIERSE L. ROWTHNBEKSLOOmL THSH L., EHERE. B
EBfEL, REABBIFILS500mLISAREL. n-~AFH Y 1LHRICH
TL. @Sk, EYE2BL. BEMYERBEEHRELTTI 9. 21
g &Frl,
NMR( 5. ppm) (DMSO-ds): 8.63(t, 2H), 8.24(m, 2H), 7.67-7.66(m, 2H), 7.
04-7.03(m, 2H), 6.79-6.28(m, 14H), 5.46(dd, 2H), 3.53(q, 4H), 2.73(t,
4H), 2.01-1,97(m, 16H), 1.82 (s, 10H), 1.33(s, 6H), 1.18(s, 6H)
Mass A% NJL : -ESI, m/z = 925.17(M-H>)

[0290] =Bl (1 3) BlniE&EHW1—103)

3—{2—-[4—- (18— {4—[3— (B—HALKFIAFLILAR
) 7OEF=ZAFT] -2, 6, 6—RMNUYAFIL-3—AFVYT/O~F
H—1-—T=)} =3, 7, 12, 16—FrSAFLAVHTH-1, 3
, 5, 7,9, 11,13, 15, 17—/%+T=)) —3, 5, 5—k1)
AFI=2—FFYTIoOAFH -3 I Z)FFIHIRZIL] TFI}
7 LA NEEER

[0291] UL >9. 7Tg#BIEAFLYA40mLAIKEBIE, NJIFILTSI
Y1 8mLZMA, KATTE®RL, 700N XAFIISV 1 6mLODIE
IEAFL40mLBEKRZ1 5OBEMNTTETL, BRICRE L, 25EE
B 33— (1IFY—I—1—AIANKRZNTI/) 7OEAVEE 4
—[18— (44— {83— (124 Y—I—1—ANANKRZNTZ/) 70O
EFZilA+%2} —2, 6, 6 - MNIAFL-3—FFVraOnF®H—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9, 11, 13, 15, 17—/74+xT=)] =3, 5, 5—KUXFIL
—2—FFYL/O~FH -3 -IZ) IRFI (EEF (12) Obd
1) 4. Og%&mMa. 1REERE. RBRERBEIRIELZ, BEICAY
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[0292]

[0293]

—)200mL, K200mL, &M 74 > 3H#lils (RCP160M
. ZEEFEHR) 20mLZIEICMA. 4 OpEIR®E L, RIGKZRABIF
(34 b)) 2EVWT3E%. 254 PLEICRBELAKREGEGRE XY / —
V1. BLTAE L, AEREREREL. HEEAY/—)IL800mL
AR L. 5 %EREKAE200mMLABE R L, COBRREYBEL ) HY
IV (RP—=18) A#5L70%rJ5714— (MeOH : 5 %EEK=4 :
1->7hy:K=7:3) TRELT. BYEREEHERELTL400
m g §7,
NMR( &. ppm) (DMSO-ds): 6.79-6.23(m, 18H), 5.45(dd, 2H), 3.69(d, 4H),
3.33-3.25(m, 4H), 2.53-2.49(m, 4H), 2.09-2.02(m, 4H), 2.00(s, 6H), 1,
97(s, 6H), 1.82(s, 6H), 1.34(s, 6H), 1.20(s, 6H)
Mass 2% NJL : +ESI, m/z = 941,58 (M+H')
£l (14) (BIeE&m1—-189)
3—-[3—(2—{4—-[18— (44— {3—[3— (2—AHILKRF>1T
FIV) o4 R] FOEA=ZLAFFT) -2, 6, 6 - M) AFI—3—F
FYL/OAFH—1-—T=)L) —3, 7, 12, 16—F K SAFILFY
¥FH-1, 3,5, 7,9, 11, 13, 15, 17—/+xT=)L] —3
, 5, B=NUXAFI—-2—FFVoOAnFH -3 —IZIFFTHILR
)} TFI) Y4 R] ToEFVEE

B—72=8. TgZxBEAFLYIOmLAICEEEE, N)ITFIL
PIV1A4AmLEMATKATTRE#EL, 708 MIXFILYS521 2mL

DI|IEAFLY30OmLERE 1 5BMNFTETL. ERICRE L, 38
BE®RE. 3— (Y=L —1—ANVANLKRZLTI/) TOELVEE
4—[18=— (44— {3— XY= —T1—AINAIK=ZNTI/)
7OEAZNAFTI-2, 6, 6—bMUXAFIL-3—FFVr/O~NFH—
1—-T=Z)) —3,7,12,16—F K SAFNFHVHTH—1,3,5,7,9
,11,13,15,17—/3T=)] —3,5,5—hFUXFI—2—FFY
YoanFH -3 -—TZ)b TRATII (EREH (12) obaE®) 3. 0g%
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[0294]

[0295]

MA. 2EEERE. BERELL, BEICXS/—)L200mL, K20
OmlL, BEMIEA F ke (RCP160M, =ZZ(tF&)20mL %
JEICA. 3 0nEIRE L, BREBRZEAMF(ESM4 M ZRVWT5A
%, €54 NEKRBLAEREBEGFEAY /-1 LTEH L, BHE&
DNHELE850mLICASETRHERMER. 5 %EELKAKRT 50mL %0
ATHEY) AN (RP—-18) Ah5L003%M/5T7414— (MeOH :
SERBERERK=4 : 1>F7Ehr>:Kk=7:3) TRELT. BNYE2KER
WMARELT3I 97T mgBr,

NMR( & . ppm) (DMSO-dg): 12.2(s, 2H), 6.79-6.28(m, 14H), 6.05(t, 4H),
5.44(dd, 2H), 3.29-3.16(m, 8H), 2.51-2.47(m, 4H), 2.34(t, 4H), 2.18-
2.03(m, 4H), 2.00(s, 6H), 1.97(s, 6H), 1.82(s, 6H), 1.34(s, 6H), 1.20
(s, 6H).

Mass A% NJL : +ESI, m/z = 969.65 (M+H*)
Ehefl (15) BIntkEHm1—-191)
4—[3—(2—{4—-[18— (4— {3—[3— (3—ANLKRFYTS
OElL) JL4 R] 7oA A+%>} —2, 6, 6—FYXFI—3—
FEyvoanFH—1-xT=)I) —3, 7, 12, 16—FrSAFILF
9%5FHh—1, 3,5, 7,9, 11, 13, 15, 17—/F+xT=)L] —
3, 5, 5—MNUXFL—2-FFVYLIOAFH -3 -—IZ)NFFTHI
RV TFI) L4 R BRER

Y—FI/B#B10. OgZBIAFLY3IOmLAICREEBIE, M)
FILTIV1I4AmLZMATKATTIERL, 700X FILESV12
mMLDEIEAFLY3OmLARA 1 ODRBMNMFITETRL, ERICEL.
SIEEHEHE. 3— ((IFY—IL—1—ALALKZNLTI)) TAES
VR 4—-[18— (44— {3— (XY —I—1—-ANANLKRZIJITZ
J) FAEFZNFFTI—-2, 6, 6—bNUXAFI—-3—FFYTrOnF
H—1—-—IT=)) —3,7,12,16—FrSAFINFHIH¥FTH—-1,3,5,
7,9,11,13,15,17—/4+xT=)0] —3,5,5— NYAFIL—2—F



WO 2015/178404 162 PCT/JP2015/064408

Fysoanxd -3 —IZ)b TZAFII (EEH (12) ofks¥) 3. 0
g&ZMA. 2 OFRSEEIE. BERELA, BEICKT. 5L, BIEAFL
Y400mLAEMA. DL, BONIKBEEEAFLY400mLT
20O Lz, ROWTEREBZEHERMRIBEK6 00 mL THFL., &
FIRR. BERNE. BEEREE L, BEEXS/—)426mL, K75
mLISA@EIE, FEEYU AL (RP—18) ASssnO<whiST74—

(AF =) :K=17 :3->Fb>:K=7:3) THREL. BNY%E
REBMERELTT90m oSk,

NMR( &. ppm) (DMSO-ds): 6.82-6.28(m, 16H), 6.06(t, 4H), 5.90(t, 4H),
5.44(dd, 2H), 3.31-3.22(m, 4H), 2.98(q, 4H), 2.52-2,49(m, 4H), 2.19(
t, 4H), 2.03-1.97(m, 16H), 1.82(s, 6H), 1.66-1.49(m, 6H), 1.34(s, 6H)
, 1.20(s, 6H)

Mass A% NJL : +ESI, m/z = 997.81 (M+H*)

[0296] Zfefl (16) HIRbE&Hm2-12)

2—[3—(2— {4—-[18— (4— {3—[3— (2—RJKIFL
) 9L R] JOoEA=ZNLFFT}r —2, 6, 6—FMIXFI—-3—FFV
voanFd—1—-T=Z)) =3, 7, 12, 16—=FKrSAFIAI4FT
#-1,3,5,7,9, 11,13, 15, 17—-/+xT=)] -3, 5
, B=MIUXFI—2—FFVraOnFH -3 -—IZIAFTAHAILRZIL
} IFN) ULAR] TS VRIVKVEE

[0297] 472V >11., 4g%&BEXFLY28mLAICRERBEIE. NJIFILT
IVI3mLAEMATKATTERL, 700 NI AFLYS 21 1 mL,
BIEAFLY28mLAEEZKATTI OBEMNITETFL, BRICRLE
o 2EEIEHRE. 3 - (IFYV—IL—-1—ANLANRZJNTI/) 7OE
Ao 4-[18— (44— {3— (MIFYV-I—1—ANANKRZILT
X)) FAEFz=ZAFI—2, 6, 6—KUAFIL-3—FFVraOn
FH—1-T=Z)) —3,7,12,16—=F SAFLFIHFTH—-1,3,5
,7,9,11,13,15,17—/4+xT=)] —3,5,5—KYXFJ—2—
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[0298]

[0299]

FxRvioanxkth—-3-—x1I=Z)L TZXFIL (EEH (12) OitE) 2.
8g%&mMma. 1BREERE. AEREFLAL, 1 SEHEARERICRL. BER
fElL., BAICAY/—IL200mL, BEMIEA 4 vaTifilE (RCP16
OM, ZZ{FE)20mLAMA. 1HEEERE. €54 h (Celite

545, MAMETHESR) TRELL, BRRZEESY DS (RP—18
) AS5Lo0O%MT574— (MeOH : 5%EEEK=1:1>MeOH :
K=2:3) THREL. BNMERBEEMERELTI. 398k,

NMR( &. ppm) (DMSO-ds): 6.79-6.28(m, 18H), 5.54(dd, 2H), 3.28-3.23(q
, 8H), 3.14-3.07(m, 4H), 2.53-2.48(m, 4H), 2,08-2,03(m, 4H), 1.97(s,
6H), 1.91(s, 6H), 1.82(s, 6H), 1.34(s, 6H), 1.20(s, 6H).

Mass A% NJL : -ESI, m/z = 1039.85 (M-H-)

Ehefl (17) (BInkbEHm1-367)

4— (AXFY—=I—1—A)ALKRZJNTI/)) BEEE 4— [18— (
4—{4— AXFY=I—1—A4IAINKZIVTI/)) TFI)ILFF}
—2, 6, 6-hK)XFIL-3—FFVIi/O~nFH—-1-TZ)l) —3,
7, 12,16 =F NSAFNVAIVSHFTH—-1, 3, 5, 7, 9, 11, 13
, 15, 17—/3xT=)L] -3, 5, 6—NUYAFIL—-2—-FFVYS /O
AFH—3-—I=Z) IZAFIL

BIEXFLY250mL, N, N=YXFLKILLTIR250mLODEA
WITT, 1" —ANRZLNIAIFY =24, 1 g&EMAKATT 50H
FLk, BRIC. 4—TI/BB 4- (18- [4—- (4-73/7F
DIvAF2) —2, 6, 6—MIAFIL-3—FFV/OAFH—-1-—-IT
=] -3, 7,12, 16—FKrSXFLFIHFH—-1, 3, 5, 7,
9, 11, 13, 15, 17—J+IT=)L} —3, 5, 5—RYXF)L—2
—FFXVYoOAFH -3 -IZ)L IZAFI ZIEEEIE (ZEH (8) D1k
EY) 25 g%&MMA. ERICELA, 2. S5EEEREK. BEXFL V25
OmLRW K500mLZEMA. &L, BHEZ/K 500mLT2E
B L., ROWTHEMBIIEKE00mL TH%E L, EHERE, BEENY?2
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OOMLERBZETERTRERMEL. n—AFHALFPITHETILE, 7
HEF%Z 2L, REEMREZEL, ChZEFBIFIIL1. 5 LISAHEL.
BEHETn—AFHUILERT L, MTHEYEZERL. BEMNYEREENR
ELT18. 598k,

NMR (8. ppm) (DMSO-dg): 8.54 (t, 2H), 8.24 (s, 2H), 7.67 (s, 2H), 7
.03 (s, 2H), 6.78-6.28 (m, 14H), 5.43 (t, 2H), 3.35-3.30 (m, 4H), 2.5
1-2.47 (m, 4H), 2.00-1.97 (m, 16H), 1.91-1.82 (m, 10H), 1.33 (s, 6H),

1.18 (s, 6H).
Mass 2% k)L : +ESI, m/z = 955,31 (MtH+)
[0300] =Bl (18) Blnit&E®m1—143)

3— (3—{4—-[18— (4— {4— [B—HANLKRFIAFLILAR
1 7FVIAFL} -2, 6, 6—RMIUXFIL-3—FFVYrOnFH—
1—-T=0) =3, 7, 12, 16—FrSXFILAIHTH-1, 3, 5
, 7, 9, 11, 13, 15, 17—/4+x=)] -3, 5, 5—KUXF
V=2 —FFYooandty -3 -—IZ)FFThINRZI} FOEL) D
L 14 REFES

[0301] V2> 7. 19%&BIEXFLY3IOmLPICEBIE, NYIFILTX
Y13mLAMATKATTERL, 700N XFILYSV 1 2mL0IE
IEXFLY3IO0OmLAKEA 1 ODBMNMITETL, BRICELE, 2. 5B
BIERE. 4— ((IFYV—I—1—AIANLVKRZLTI/) BEE 4 [
18— (44— {4— (AXFY—=I—1—A4IAINK=ZILTZ/)) TFIIL
FFT} —2, 6, 6—bMUXAFIL-3—FFvisaO~nxH—1-I=Z)
) =3, 7, 12, 16—-F SXAFNFHHFTH-1, 3, 5, 7, 9,
11, 13, 15, 17—/3+T=Z)L] -3, 5, 5=—hUXFIL—2—F
FYIOOANFHY -3 -—IZ) IRFI (EWEHF (17) olEH) 3.
Og#&mMA. 2. SEEERE. REBREDERELL, RIGKEZ256TCT
HEREL, BAEICAY/—L100mL, K100mL, MAELMHREA 4
X#wilE (RCP160M, =ZZF&E) 40mLZIRICMA. 1. 5BHE
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[0302]

[0303]

B L, BABERAEANF (54 M EAVWTER®K. 254 LA
& LAFREREEKEAY /) —IL800mLTAE LK, BHEEERIFTTDE
TRERTER., —11CETHHML, K300mLZEFLAE, B LAR
EEEGFERI. BRGZE L, ZOBEKEHHESY A5 (RP—18)

HSLHPATKTST4— (MeOH : k=7 : 319 : 1) THEL.

BoONEKREBEEEEXY /=3 0mLITAREE. K30mLES549BEH
TR L. BIC, BEBUERA A Uil (RCP160M, = %S
) 6mLAEMA, ESAh (Cel iteb45, FINMETESR) 2HL
TREBLE, BMYNNELLEESA M2 X5/ -1 00mLTEEL
. KEOmLEET L., MHEGKRE 2, 2R L T BRYEREEMEREL
T27 7Tmgi,

NMR( &, ppm) (DMSO-dg): 6.78-6.23(m, 18H), 6.04(t, 2H), 5.43(dd, 2H)
, 3.66(d, 2H), 3.04(q, 4H), 2.38(t, 4H), 2.06-2.03(m, 4H), 2.00(s, 6H
), 1.97(s, 6H), 1.82(s, 6H), 1.72-1.64(m, 4H), 1.33(s, 6H), 1.19(s, 6
H).

Mass R4 NJL : +ESI, m/z = 969.70 (M+Ht)
=Bl (19) (BRtbEHm1—193)
3—[3—(3—{4-[18— (44— {4—-[3— (2—HIKRFPT
FIL) 9LAR] TFIUILFFI} —2, 6, 6—FMUXFIL—-3—FFY
soanFH—1—IT=)) =3, 7, 12, 16—FKSAFILFI4HF
#-1,3,5,7,9, 11,13, 15, 17—-/+xT=)] -3, 5
, B=MIUXFI—2—FFVraOnFH -3 -—IZIAFTAHAILRZIL
} 7OEl) o4 R] ToEx Vg
B—T75=v8. 4gaBItAFLYI3IO0OmLAICKEBIE, NJIFIL
13mLZMATIKASTTIR®EL, 700 YXFILIST12mL
DEEAFLYIOmLAKRZ 1 OENMNITHETL, BRICRLE, 26
BIERE. 4— ((IFYV—I—1—AIANLVKRZLTI/) BEE 4 [
18— (44— {4— (AXFY—=I—1—A4IAINK=ZILTZ/)) TFIIL

~

N
i
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FFT} —2, 6, 6—bMUXAFIL-3—FFvisaO~nxH—1-I=Z)
) =3, 7, 12, 16—-F SXAFNFHHFTH-1, 3, 5, 7, 9,
11, 13, 15, 17—/3+T=Z)L] -3, 5, 5=—hUXFIL—2—F
FYIOOANFHY -3 -—IZ) IRFI (EWEHF (17) olEH) 3.
OgZ&mMAi. 2 OREIERE. BERMBLL, BEICXS/—IL150mL
K150mL., #BERMRGA 4 RXH#EklE (RCP160M, =Z&FH)
3OmLZIEICIMA. 4 59BE#H L, BEREEBMFI(Z54 N EA
WTRER. B354 PLIINBLARREREGKRE XS/ —IL1LTAELE
o BERETBERER. 2HESBEE L. WHUAREEEKETEEY
VAT (RP—18) A54L00%M/574— (MeOH :Kk=19:
1) THREL. BRYEREEMKRELTS 1 3mgfiFk,
NMR( &. ppm) (DMSO-ds): 6.78-6.28(m, 16H), 6.04(t, 2H), 5.86(m, 2H), 5
.43(dd, 2H), 3.18(q, 4H), 3.03(q, 4H), 2.39-2.31(m, 8H), 2.03(s, 4H),
2.00(s, 6H), 1.97(s, 6H), 1.82(s, 6H), 1.66(quint, 4H), 1.34(s, 6H),
1.19(s, 6H)
Mass A% NJL : +ESI, m/z = 997.80 (M+H*)
[0304] =Bl (20) BIREEHW1—195)

4—[3— (33— {4—-[18—(4— {4—[3— (3—ANLR*xYTS
OEL) 9Lba4R] TFYVIAFFV} —2, 6, 6—MNIAFI -3 —FF
yiooandth—1—-xT=)) —3, 7, 12, 16—F K SAFLFHS
FHh-1, 3,5, 7,9, 11,13, 15, 17—/+xT=)] —3,
5, 5—RNUAFIL—2—FFVYoOANFH -3 -—IZNFFPHILKR=
VY FoEi) U4 K] B

YT I /BREE9. 7T g&EBIEAFLYIOMLAICEREBEIE., NI F
P71 3mLEMATKAT, L, 700MYXFLTS5212m
LOBIEXFLY30mLBRESHENMNTTETL, BRICELE, 22

SEEREIERE, 4— ((IFYV—IL—1—ALALKZNTI ) B
4—-—[18— (4— {4— (44— I—1—ANANK=ZNTZ/)) T

[0305]
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FIOIWAFY}) —2, 6, 6—RMNIUAFI-3—FFVoOnFH—1—
T=)N) =3, 7, 12, 16—=FT b SAFNFIVEHTH—-1, 3, 5, 7
, 9, 11, 13, 15, 17—/+4xT=)L] =3, 5, 5—hUYXFI—
2—FFvroanxdh—-3-IZ) IZAFIN (EEH (17) OtEw
) 3. Og#Z&mz. 2 1. SHEEIEHRRE. HERMELL, BEICXS /-
150mL, K150mL. &GS 4 x#miE (RCP160M, =
ZtFH) 30mLZJRICMA. 250@8IRFELE. RBERZEREE (=
Z4 MERWTHEE. E54 NEICRNBLAREBEGREZ XY/ —IL1TL
TRH Lk, BHEKREZREREER. DEERELL, B LAEREBEGREZY
MY AZIL (RP—=18) A5O3 574— (MeOH :K=1
9:1) . RWT (FEIMY:K=3:2->7:3) THEEL. BMNYEK
2amRELT1. 098k,
NMR( &. ppm) (DMSO-ds): 6.78-6.28(m, 14H), 5.90-5.84(m, 4H), 5.43(dd,
2H), 3.05-2.96(m, 8H), 2.39-2.33(m, 4H), 2.19(t, 4H), 2.02(s, 4H), 2,
00(s, 6H), 1.97(s, 6H), 1.82(s, 6H), 1.70-1.55(m, 8H), 1.33(s, 6H), I
.19(s, 6H)
Mass 2~ % kUL : +ESI, m/z = 1025.44 (M+Ht)

[0306] =Rl (2 1) (Flnibaw2—13)

2—[3—(3—{4—-[18— (4— {4—[3— (2—RIKIFL

) DLAR] TFYUNLFFTY -2, 6, 6—KRUXFIL—-3—FFYTY
OAFH—1—IT=)) =3, 7, 12, 16—FrSAFIAIVITH—
1, 3,5,7,9, 11,13, 15, 17—/4+4xT=)] -3, 5, 5
—M)AFN—2—FFVoONFH -3 -—IZNAFIHILERZN} 7
OEL) LA R] T4V RIVKVEER

[0307] & U>11, 8g%EBIXFLY3OmLAICKBIE, NJIFLT
IVI3mLAEMATKATTERL, 700N AFLIS V1 2mLO
BEXFLY3IOMLAREZ 1 22BMNTTET L. EBRICELE, 285E
% 4— ((IFYV-L—1—ANLANLKZNVTI/) Bt 4— [1
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8— (44— {4— MXIHFY—=I—1—AINANKZWVTI/) TFI)ILF
Fv} -2, 6, 6—hNUAFIL-3—FFViranxty—1-ITZ))
-3, 7, 12, 16=FKrIXFIVAIV%FTH—-1, 3, 5, 7, 9, 1

1, 13, 15, 17—/4+xT=)L] =3, 5, 5—KNYXFIL—-2—FF
VIoOnFH -3 - ITRFI (EfEH (17) ofks¥) 3. 0
g&EMA. 1 7REERE. BERELL, BEICXS/—L200mL %
mAi. BREBREZREEBF (LS4 M ERWTRBER, BRE¥RE ) AT
(RP—=18) #5L90%bJ574— (MeOH : 5%EfEEK=7 : 3
—-MeOH :Kk=7:3)., B (MeOH : 5 %##K=1:1->MeO
H:KkK=7:3) THREL. m28EAFEZEL, ChICX49/—)LT100m
L. 8BRS 4 RXiElE (RCP160M, =Z(FH) 10mL Z0
Z. 1EERE#RE,. 254 b (Celitebdd, MMMz TS #BVWTEAL
1= BRAEMBRS )AL (RP—18) A5L0%KT57414— (Me
OH:K=7:3>MeOH:K=4:1) THEEL. BNDEFE2EMEK
ELT460mghBk,

NMR( &. ppm) (DMSO-ds): 6.78-6.28(m, 18H), 5.43(dd, 2H), 3.26(t, 4H)
, 3.01(t, 4H), 2.54-2.48(m, 4H), 2.37(t, 4H), 2.03-2.02(m, 4H), 2.00(
s, 6H), 1.97(s, 6H), 1.82(s, 6H), 1.66(quint, 4H), 1.34(s, 6H), 1.19(
s, 6H).

Mass A% NJL : -ESI, m/z = 1067.67 (M-H-)

[0308] =feH (22) BIREEW1—187 (EHEH (8) {LE&WD2N alf)
)

4— (33— {4—-[18— (44— [3— (3—ALKRF>FOEWNL) JL
1 R7EME2] -2, 6, 6-F)XFIL-3—FFVisOnFH—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9, 11, 13, 15, 17—/74+xT=)] =3, 5, 5—KUXFIL
—2—FFVYToO~NFH -3 I ZINAFTAHAILRZILAFILY DA R
) BREE MU D LIE
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4—(3— {4—-[18— (4— [3— (3—ANLRF>FOENL) VL
1A R7EMNY] -2, 6, 6-RMNIAFL-3—FFVrONFH—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9,11, 13, 15, 17—/4+4xT=0] =3, 5, 5—KUXFI
—2—FFVYT/anFH -3 —IZINFFTHILRZILLAFIY LA K
) E&ER (RiEH (8) DIbE¥) 730mgRU2 - TFILAFHFUERS b
)OL250mgilAy/—)IL1 5mLAENMAT2EBEERL L. RIGKRT
ICHFBRTFIL6 OmLAEBILAAE. SOMLEEFTREREL ., #TH
LEE#EZBERL., CHICEREETIFIL100mLaEmMA, 7. SEREERLA
o BAEZEL, EETFTRELT. BHYEREEMKRELTE80mg
Bl
NMR( &, ppm) (CD,0D): 6.77-6.29 (m, 14H), 5.57 (dd. 2H), 4.05-3.93 (m
. 4H). 3.17-3.12 (m, 4H), 2.22 (t, 4H), 2,15-1,99(m, 16H), 1.89(s
. 6H), 1.81-1.73(m, 4H), 1.37(s, 6H), 1.25(s, 6H),

Mass 2% k)L : +ESI, m/z = 1013.66 (MtH*) ; 4 — (3— {4— [18— (
4— [3— (3—ANIKRFLTOEL) JLARF7PEINFZ] —2, 6, 6
— K N)XFN-3—-FFVIsanxH—-1-xT=Z)V) -3, 7, 12, 1
6—F  NSAFILAY%FH—-1, 3,5, 7, 9, 11, 13, 15, 1
7—/FxT=)0] =3, 5, 5=—NUXAFI-2—FFV /O~ FH -3
—IZIIAFVANKRZILAFILY DLAR) BB ZF MY D LR n/z =

991,52 (M#H*), ; 4 — (3— {4—[18— (4— [3— (3—HIKRFY
JAaENL) DA RFPEMNFY] -2, 6, 6—FUAFIL—-3—-FFY
ga~nFH—1—I=J)) —3, 7, 12, 16—FKSAFILAIH%TH
-1, 3,5,7,9, 11, 13, 15, 17—/+xT=)] —3, 5,
S5—NUYAFL—2—FFVY0OANFH -3 —IZIFFTHILKRZIL A
FILY JLAR) BEEE F MY D LR m/z = 969.42 (MtHY) ; 4 — (3 — {
4—[18— (44— [3— (3—ANLKRF>TOEL) JLARKT7EMNY
1 -2, 6, 6-r)AFIL-3—FFvVrvOrxFH—-1-IT=Z)) —3
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[0309]

[0310]

, 7, 12, 16—-F b SAFNVAIHTH-1, 3, 5, 7, 9, 11,
13, 15, 17—/+#xT=)L] =3, 5, 5—hUXFIL—2—-FFV
JONFH =3 —IZNAFTHILRZILAFILY D4 K) EREE

=il (23) (BIReEW1—187 (EHEH (8) ta&o=) vk
) )

4—(3— {4—-[18— (4— [3— (3—ANLRF>FOENL) VL
1A R7EMNY] -2, 6, 6-RMNIAFL-3—FFVrONFH—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9,11, 13, 15, 17—/4+4xT=0] =3, 5, 5—KUXFI
—2—FFVYT/anFH -3 —IZINFFTHILRZILLAFIY LA K
) BEE —)UviE

4—(3— {4—-[18— (4— [3— (3—ANLRF>FOENL) VL
1A R7EMNY] -2, 6, 6-RMNIAFL-3—FFVrONFH—1
—I=J)) =3, 7, 12, 16—F IAFINAV5%TH-1, 3, 5,
7, 9,11, 13, 15, 17—/4+4xT=0] =3, 5, 5—KUXFI
—2—FFVYT/anFH -3 —IZINFFTHILRZILLAFIY LA K
) EEEE (EMER (8) L&) 6. 5g. L-(H)-UT>1. 96 gIixy/
—IL163mLAZMAT2HERR LA, RISEZERBL. SonEBHRK%E
EZRTFTEEL. BEMNYEREEHMRELTI. 99 gk,

NMR( S . ppm) (CD,0D): 6.77-6.29 (m, 14H), 5.57 (dd. 2H). 4.05-3.93 (m

. 4H). 3.53 (t. 2H). 3.17-3.13 (m, 4H), 2.92 (t. 4H), 2.22 (t, 4H

)e 2.09-2.00 (m, 16H), 1.88 (s, 6H), 1.85-1.49(m, 22H), 1.37 (s, 6

H). 1.25 (s, 6H),

Mass A% k)L : -ESI, m/z = 967.60 (M-H); 4— (3— {4—[18— (
4— [3— (3—ANIKRFLTOEL) JLARF7PEINFZ] —2, 6, 6
— R XAFI=3—FFVrO~nFH—-1-1TZ)L) =3, 7, 12, 1
6—F  NSAFILAY%FH—-1, 3,5, 7, 9, 11, 13, 15, 1
7—/FxT=)0] =3, 5, 5=—NUXAFI-2—FFV /O~ FH -3
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—IZWNAFTALRZILAFILY L4 K) ERER

[0311] =Bl (24) @BlInEEHW1—-378)
3—AYTFN—4— (83— {4—-[18— (44— [3—(2—qYTF
W=3—AIRF>TOEWL) JLLA K7 D] -2, 6, 6— M1 X
FL-3—FFvVirsanFH—-1-xT=)L) -3, 7, 12, 16—F+h
SAFNAYISFH-1, 3,56, 7,9, 11, 13, 16, 17—/%
I=)] —3, 5, 5—MUXFIL—2—FFYTrOrnx+xH-3-IT=Z)L
FFRIHIVRZIVAFIVY DA R) BBER

[0312] 4-73X/-3—4AYVJOELEEE16. Og%sBILXFLY30mLHA
KRB, NUIFALTPIVIAmLAEMNATKATCHEBL, RIBEIC
OO MYAFILYSV12, Tml, #BIEXAFLY3OmLOBERE 1
ONRBMFTHET L. ERICELA, 3. SEREEME. KATTIISFY
—W=1—=ANWANKRZNLVTI/EEE 4— {18— (4—143X45V—)L—
1T—ANANKRZNVTI/)T7EMFI -2, 6, 6—FMYAFI—-3—FF
yiooandth—1—-xT=)) —3, 7, 12, 16—F K SAFLFHS
FHh-1, 3,5, 7,9, 11,13, 15, 17—/F+T=)} —3,
5, 65— RMNUXFI—2-FFVirOnkFh-3-I=Z) IXFI (£
MGl (7) oibEaY) 3gxMia. BRICR LA, 2 ORFEE. REKICIE
IEXFL>140mL, S%BEEEK200mLMNA. 9L, BEEAK
200mLT2E, RWT, SBMRIEK200mL THEL. EHEZE R
FEiRfER. BICEERREZT o/, BBEXS /-4 25mLITHEREL.
KzE=75mLiEFL., Chz¥E> )AL (RP—-18) AZL70% K
TS574—(X9 /=) : SREFERK =17 : 3>TrbV:K=4:1)TH
LT, BEMYMERBEEHRELTT. 4955k,
NMR( & . ppm) (DMSO-dg): 12.0(brs, 2H), 6.79-6.20(m, 18H), 5.44(dd, 2H)
, 3.94-3.81(m, 4H), 3.10-2.86(m, 4H), 2.24-2.19(m, 4H), 2.05-2.03(m,
4H), 2.00(s, 6H), 1.97(s, 6H), 1.93-1.87(m, 4H), 1.82(s, 6H), 1.68-1.
60(m, 2H), 1.34(s, 6H), 1.20(s, 6H), 1.17-1.00(m, 4H), 0.86-0.83(t, I
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[0313]

[0314]

2H)
Mass A% NJL : —+ESI, m/z = 1081.50 (MiH-)
=il (25) (Binbai®m1 —-385)

1— (3= {4—-[18= (4= [3— (1—ALKRFIAFLSZ7ON
FUNWMXFIV) LA RTPEMNFFY] -2, 6, 6—FJAFI—3—FF
vysankdy—1-xT=)) —3, 7, 12, 16—FrSAFILFIH
F#h-1, 3, 5, 7,9, 11, 13, 15, 17—/+T=)] —3,
5, 5—RNUAFIL—2—FFVYoOANFH -3 -—IZNFFPHILKR=
WAFILY DA RAFIV) >0 ONFDIVERR
1 =TI JAFIIIONFTIIERRET 7. 2g%EIEXAFLY30mLA
ICEBIE. N, N—S( vy 7aELIFILTIV1IT7, 5mLAEMATK
ATTERL, 700U XFLIZ2T12, TmL, BEXFL30m
L O@E‘R%E S EMNMTTETL., ERICELE, 2FERE®RER. KSTTA
THY=I—1—AIVAINKRZWVTI /B 4— (18— (4—q4345Y
— =1 =AM NLNANRZLTI I F7EIFS -2, 6, 6—hFYXFJ—3
—FFvyyandFth—-1-I=)) -3, 7, 12, 16=-FrSXAFI
F9%5FH-1, 3,5, 7,9, 11, 13, 15, 17—/FIT=)}
—3, 5, 5—RMUAFL—-2—FFVI/O~NFH -3 -IZ)L IX7T
IV (ERER (7) D&Y 9%z, 1 6REERTHER L, RIERIC
BIEAFLYT1T40mL, SHBEERK200mLMATORL., TOAEKES
K200mL, JRWT, 8AFIAIEK2 00 mL THEk, SHEBR, HEE
ME L. BERET o/, BEE. X4/ —I350mLITEEL. K1
50mLAEETLE, INEHES)ATILRP-18)ASLV/OTNITZT1
—(7EMYK=T7 : 32>T7EbV:K=3 : 1) BIZ (FEIV:K=3: 2>
3:1)THRELT. BNYEREEMERELT84mgBlk,

NMR( 8. ppm) (DMSO-dg): 6.82-6.28(m, 18H), 5.44(dd, 2H), 3.95-3.83(m,
4H), 3.15-3.04(m, 4H), 2.13(s, 4H), 2.06-2.02(m, 4H), 2.00(s, 6H), 1.
97(s, 6H), 1.82(s, 6H), 1.55-1.23(m, 26H), 1.19(s, 6H)
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[0315]

[0316]

[0317]

[0318]

Mass A% NJL : -ESI, m/z = 1105.54 (M+H+)
ZEF (1)

N— (24 —=IL—1—AIAINKRZN) T2V t—TFI IR
T

1, 1"—ANLKRZALIAIFS—ILI. 15g&EKFTIZEROTSY
100mIDEEMICTY>Y t—TFI IRTFI EEEE6. 19%
MA. —R/EH L, BEEZBETICESL. BBCEBMIFILEKEMA
. BEEEDKR L, BHREE X SIC2EKER. BMAEKTHEL, &
KBS MY O LTERE L, BEEZEE LT, EREMYEEEHSRE L
T6. 7298k,

H-NMR( &, ppm) (DMSO-ds): 1.43(s, 9H), 3.92(d, 2H), 7.06(dd, 1H), 7.69
(dd, 1H), 8.26(dd, 1H), 8.95(t, 1H)
ZEF (2)

A= —1—4)VANKRVE 4—[18— {4— (41345 —)
—1—AIANLKRZILFFY) —2, 6, 66— )AFI—-3—FFVYY
OAFH—1—IT=)N} =3, 7, 12, 16—FrSAFIAIITH—
1, 3,5,7,9, 11,13, 15, 17—/4+4xT=)] -3, 5, 5
—MNIXFI—2—FFVY/ONFH -3 -—IT=Z)IL ITRATFTI

6—kbROF¥F>—3— (18— [4—kROFY—2, 6, 6—KUAXAF
V=3 —FFv—-1-vsa~xE=)] -3, 7, 12, 16—F K5
FNAYIHFH-1, 3,5, 7,9, 11, 13, 15, 17—/+I=
W) =2, 4, A—RKYXF)-2-yarnFtry—1—-F> (FRYF
HYFv) 6. 979, &1, 1"—ALKRZLIAIFS—)IL4, 87 g
EMICHRKBIEAFLY150m I ZMA, PITVEHRE EET. 2
AEE#R L. RISEEMICELEXFLY100m I RUK300m | %10
Z. PO VEBRLTERICTIEEERLE, BEXAFLVEEDREL.
Kk 2@, RAFEIIREKTHRE L%, BKREBST MY DL LICTRELE,
BIEAFLYZRBETICEEL T, BB ZHRBEEMARELTT7. 99
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g =187,
TH-NMR( &, ppm) (CDCL;): 1.30(s, 6H), 1.41(s, 6H), 1.94(s, 6H), 2.00(s,
6H), 2.02(s, 6H), 2.21-2,26(m, 4H), 5.65(dd, 2H), 6.21-6.70(m, 14H),

7.09(d, 2H), 7.48(s, 2H), 8.18(s, 2H)

[0319] &4 (3)

N—t—T7 b FHNRZINTI/BEE 4— [18— {4— (N—t—
TRESANKRZVTE ) T7EMNFY) —2, 6, 6—NMNUAFIL-3—F
Fyvsanxyr—1-xIT=)} -3, 7, 12, 16—FT S XFIFY
¥5HhH—-1, 3,5, 7,9, 11, 13, 15, 17—/F+x=)L] —3
, B, B—hUXFI-2—FFViianxh -3 -I=Z)l IXATI

[0320] 6—-tbRAOF>—3—- (18— [4—kbROF>—2, 6, 6-—KUXF
V=3 —FFV—-1-vsanFe=)I] -3, 7, 12, 16—Fhr5X
FNAOHFH-1, 3,5, 7,9, 11, 13, 15, 17—/+IT=
W) =2, 4, A—RKYXF)-2-yarnFtry—1—-F> (FRYF
HUFV) 5. 979, N—t—TrETAHUR=ZWNLTY2210. 51g9g
B4 — (N, N=IXAFITI/) EYIU14, 66 glIlfrKIBIEXF
L>300ml&mMA. ZITVEHEK. N, N =24V T7OELAILKRY
AXIR15., 13g%&MAt. HWAREISCICTIHEMBER L, K
INEEMES)ATNASLIOR NI Z 74— CRBER ; BIEXFL YV
FFERTFI=10:1-5:1) [CLYBEL. ECENYEREEHERE
LT6. 01 gif,

TH-NMR( &, ppm) (DMSO-d,): 1.20(s, 6H), 1.34(s, 6H), 1.39(s, 18H), 1.82
(s, 6H), 1.97-2,00(m, 16H), 3.77(dd, 4H), 5.46(dd, 2H), 6.28-6.76(m,
14H), 7.29(t, 2H)

[0321] &£6] (4)

3—F7I/)OaE4vEE 4—-[18— {4— (3—F73/704=)
FFY) —2, 6, 6—PMUXAFIL-3—FFvVisaOAxH—1-I=Z)
} =3, 7, 12, 16—=FrSAFLFV%FTH—-1, 3, 5, 7, 9,
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11, 13, 15, 17—/+xT=)L] =3, 5, 5—hYXF—2—#
FYLOIOAFH -3 I I RFI ZiERE

[0322] 3—N—t—TJrNFTVAHALRZLTI/SOELVEE 4—- [18— {4
— (3=N—t =7 rFYHLRZNTI/TOELTZNAFY) —2, 6
, B—NMUXFNL-3—-FFvyiiankty—-1-TZ)} -3, 7, 12
, 16 —F SXFNAHEHFTH—-1, 3, 5, 7, 9, 11, 13, 15
, 17—/7+xT=)] —3, 5, 5—RFNUXFII—-2—FFVioOnxtt
—3—IZ) IRTFTI (BEH (5) OteE¥) 6. 00g. YAFHY
6OMLODARIC. 4 REBBAFHVBAB60mMLE 1 OB THE
TL. ERT309EE®R L, RIGKRTHESRR., BRERE BETLEET
Sfc, BMEFREICAY /= 60mL, #BIEXFL Y1 20mLIIX THEME
L. 8130mLICAZETRERMEL L, BiER, #ERlLAarsyIFiT
—TFN120mLZW>SYETFL, fIEPERIM L, ThaXsd /-
BOmMLEUVEBIEAFLYEOmMLICAREL. BERBR. YIFILI—TF
VAO0OmLITET L, MHEHZ2E. &R LT, BMY2. 38 g%&KkE
BMRE LTHEE,
'H-NMR 400MHz (DMSO-dg): &8.04(6H, s), 6.79-6.29(14H, m), 5.47(2H, dd
), 3.06(4H, m), 2.80(4H, t), 2.06-2,03(4H, m), 2.01(6H, s), 1.97(6H,
s), 1.83(6H, s), 1.35(6H, s), 1.21(6H, s)
Mass 2% NJL: +ESI, m/z = 739.54(M+H+)

[0323] &&HI (5)

S=N—t—7 b F2HINRZNTIT/TOEXVE 4—[18— {4

— (3=N—t =7 rFYHLRZNTI/TOELTZNAFY) —2, 6
, B—NMUXFNL-3—-FFvyiiankty—-1-TZ)} -3, 7, 12
, 16 —F SXFNAHEHFTH—-1, 3, 5, 7, 9, 11, 13, 15
, 17—/7+xT=)] —3, 5, 5—RFNUXFII—-2—FFVioOnxtt
—-3—-IZI IRFIL

[0324] RISBSRET7IIVEBRL, PRY4FHVF26. 00g. N— (t—7
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[0325]

[0326]

hESHILRZI) —B—T75=r9. 509, BIEXFL180mL,
4— (N, N=UXFLT7I/) EYIV6. 10gDEEMIC. N, N —
AV TAENANRIAZIRT, 8mLEIA. ERET1EEERL,
RaMeEsRI L. BREBERWELZ, BAZY ATV ASLIOT NS
74— (BEAFLY EBEIFIL=1:0->1:1) THEHEL. EZTF
THEL., BRYZREEMRELTT. 41 9K/,

'H-NMR 400MHz(CDCl;): &6.69-6.19(14H, m), 5.57(2H, dd), 5.44(2H, brs)
, 3.49(4H, m), 2.64(4H, m), 2.12-2,02(4H, m), 2.00(6H, s), 1.99(6H, s
), 1.91(6H, s), 1.45(18H, s), 1.36(6H, s), 1.24(6H, s)

Mass A% KJL: +ESI, m/z = 938.61(M+H*), 961.56(M+Nat)

ZZf (6)

TI/EE 4— {18— [4—-T7X/7Er%>—-2, 6, 6— KX
FI-3—FFVoanFH—-—1-xT=)] -3, 7, 12, 16—FF
SAFNFYEFTH—1, 3, 5, 7, 9, 11, 13, 15, 17—/F
IZ)N} =3, 5, 5—bNUXAFI—-2—FFVrO~AFH -3 -I=Z)

I ZiERE

BIEXFLY28mMLIIN—t =T MNEFIVAIKRZILT I/ EEE 4 —
18— [4—tert—ThrFLANKRZLTI/ 7EINFY—2, 6, 6
—MNIXAFL-3—FFVOrnxH—-1—-xT=Z)] -3, 7, 12, 1
6—FNSAFILAHHFTH—-1, 3,5, 7, 9, 11, 13, 15, 1
7—/FxT=)N} =3, 5, 5—NUAXAFI-2—FFV /O~ FH -3
—IZ) ITRFTIV (BEH (3) OILEY) 5. 50 gZBMIE, 457
ERBIA XY UBABRI AmLERBIEAFLY28mLOREKREZKDIET
ONEMFTTHETL., TORERT. 1. SEEERLL, ILIC4RTEER
BBOAFYVABRTI AmLEBEAFLYE6mLOREKRE 1 OBEMNTT
MRLAE, 3. SEFEHEHELE AFY 11 2mLEMA. FTELEZBERE
ZRE. B IR L. FRENMERREMREL TS, 68 g/,
'H-NMR( & , ppm) (DMSO-dg): 8.51(s, 6H), 6.79-6,30(m, 14H), 5.55(dd, 2H)
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[0327]

[0328]

, 3.94(d, 4H), 2.08-2.05(m, 4H), 2.01(s, 6H), 1.97(s, 6H), 1.84(s, 6H
), 1.37(s, 6H), 1.22(s, 6H)

MassZRJ ~JL: +ESI, PREFHVFUOTYV VI ITRAFIV n/z =711.5
0 (M+H+)

ZEH (7)

4—N—t =T rFIAIWRZNWTI/BE 4—-[18—- {4— (4—
N—t—T R FZANRZIWTI/TFILETFY) —2, 6, 6K X
FIL-3—FFvVirsanFH—-1-xT=)} -3, 7, 12, 16—F+h
SXFINAHLETH—-1, 3, 5, 7, 9, 11, 13, 15, 17—/+F
I=)N] =3, 5, 5—bNUAFI—-2—FFVirO~AFH-3-I=Z)

IRFI

FRIFHVF20g, N— (t =T rhFZHIKR=ZN) —v—7
BE34. 19, BIEAFLY500mL, 4— (N, N=UAFLTX
) BT 40, 9gDEAYIIC. N, N =S4V 7OaELAILKRI A IR
51. 6mLZSEMNFTHETL., EERET 2KEIRE®R L, RIGKRZIKD
L. 1HEEEEZp HA4IZRZEITMA. EEBH (34 8) ZHAVWTS
B, PR LU, BRELXRENRIEKTRS, EHg%E L. B8, BER
ME Lk, BEEY VATV AZSLOTNTST 14— (CH,C |, : BEER
IFNL=5:1) CTHEL, AEEE200mLERELZCRERRELL, &
MEREANFHYILAICHETL, B LARREMERESEL. BET TR
BLT. EMME29. 29187k,

NMR(S. ppm) (DMSO-dg): 6.88-6.28(m, 16H), 5.43(dd, 2H), 2.97(q, 4H),

2.37(t, 4H), 2.04-2,02(m, 4H), 2.00(s, 6H), 1.97(s, 6H), 1.81(s, 6H),
1.71-1.64(m, 4H), 1.38(s, 18H), 1.33(s, 6H), 1.19(s, 6H)

Mass 2% Nl : +ESI, m/z = 967.26(M+H*)

i

/
/

[0329] &4 (8)

4—-TI)EEEE 4— (18— {4— (4—TFIJ)TFIVILAFY) —2
, 6, 6—KDAFI -3 —FFvisanxtyr—1-xT=)} -3, 7,
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[0330]

[0331]

12, 16—FrSAFNFI5TH—1, 3, 5, 7, 9, 11, 13,
16, 17—/4+T=)]1 -3, 5, 5—RFYAFL—2—FFV O
FH-3-—IZ) IRFI ZIEREIE
BIEAFLY290mLIC4—N—t =T hFIHLRZNT I JEEEE
4—[18—{4— (4—N—t—TPFZANKRZWNTI/)TF)IA*
v) —2, 6, 6—RFYXFIL-3—FFvVir/aO~FH—-1-T )L} —
3, 7, 12, 16—FrSAFNAV4%TH-1, 3, 5, 7, 9, 11
, 13, 15, 17—/3T=)] =3, 5, 5—NUAFIL—2—FFV
OONFY -3 -IZ) IRAFTIL (BEHTOILEY) 29 g%=ARX
t, 4IREEBIAF T VBRI 45mLEBEXFLY290mLDERR
HKRABETISPEMNITETFLE, 2. SREEERER. ~FH>2810m
Lz AL, fiHEAHZmR%. JBRL., EREMNIZzREEMARE L T2
5. 3gHB,
NMR( &, ppm) (DMSO-dg): 7.95(s, 6H), 6.79-6.29(m, 14H), 5.45(dd, 2H), 2
.91-2.83(m, 4H), 2.58-2.47(m, 4H), 2.09-2.02(m, 4H), 2.01(s, 6H), 1.9
7(s, 6H), 1.90-1.82(m, 10H), 1.34(s, 6H), 1.20(s, 6H)
Mass 2R ~JL: +ESI, m/z = 767.80 (M+HY) ; 4—F7 3 JE&EE 4— {18—
[4— (4—TFX/)TFVIAFY) —2, 6, 6—FNJAFIL—-3—FF
yooaanxy—1—-xT=)] -3, 7, 12, 16—-FrSAFILFIH
Fh-1, 3,5, 7,9, 11, 13, 15, 17—/F+T=)L} —3,
5 S5—-KNYUXFL-2—FFVI/aOAFH-3-—I=Z)L IAFIL
mEA (1)
KAMHRAR (K BIEXFL yADHED)
RAIDBAHOEFNFNImgIlKEmLRUVEIEXFLYEmMLENA
TIREL. CThOBAREBEEE Lce 28%FT RNYDLARNEYRXEY =)L
AKR463ul (2. 33mmo |) K1 OmLAITENL. ZOKER
TmLESDERLTKTIOOmLIZEANL., BiRE L, AREEENTNICB
WMImLZMATIREL, ZERTRELLR. ThEThOKE. BREZH
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[0332]

[0333]

PLCICLKYRIEL. KEFDILEWEIEZR4ICR LT,
HPLCZ%Z#id, #O0v Y52 (HITACHI LaChrom E
| ite D—2000). #5354 (SHISEIDO CAPCELL
PAK C18 (fuF®&3um, 4, 6mmX150mm) ). BE40
T, MHEER4 74 nm, FE1. OmL min, BFHEDOEEE LT
A=0. 025%TFA XK, %B=0. 025%TFA/FEr=r YL
) ; 70%A/30%B (F#) . 2. 5HEET (50%BAER) . 4.
2HFET (98%BAEE) . 1 59FTHERFRE (98%B) Lk, KEE
B TEOXNL Y KRD,

KEEIEG (%] = [KEFODILEMOE—/EE " (KEBEFRODILEHMDOE
—VEE+EAEBEROLEMOE—JmEE) 1] X100
TRIFYVFUEVIIHEEZRBW, PRIFHUFY JOANJBET
ATFIVSERAREE2003 /0665838/5v 7Ly hOEREHI1 0IC
EHEOAETHEHEL .
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[0334]

[0335]

[%43]

ot KBS
(A  TFRERHF 0.0
(B) f?ﬁ?ﬁ%ﬁ%» 43. 8
(c) =Em@H(1)DEw 99. 7
(D) EiEH(2)DIEEY 90. 8
(E) EkHl(4)nIieEh 100. 0
(F) HhkH(8)DILEeEw 100. 0
(G) ZEHEFQ)DIEEW 98. 3
(H)  SEE#HC0)DiEa 100. 0

(A) PRYFHUFUIIKBICE RIS TR OB LB TE

W, (B) OitEY (HERIEEY) IZKBOREEIEN4 3. 8% THo1-
o M LTAFEBDIEEY (C) ~ (H) &, WREEMLY EKBE~DEHE
AEMBHTEL ., BOHTKBEICENTWS,
BB (2) <o ARORIGER

RHEGI8 DILEY. TRIFHVYFY (7Y —F) RUAT NI YHRE
HHEY (FRHY—IL 10, ELZTEME. AT FIVvHRIELNLH
HBLETRYFHUFUT10%2ELTMIL) ThEh%E, 33TV AFILA
WRFUR, 60%RYVTFLYT )=, 0. 03%HIRFIAFIL
I A—RKBRTHERL, 7V —ETRIFHFUFIHELTSmg/m
| DIREICRDRICAE Lz, AR LAEHBE, " BMEBIEAWIi st a
rR>y b (R, 9~13 Hf, AE250~3009g., 182XIF4 -
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[0336]

[0337]

[0338]

L) (IS, BFRET Kk gICHLTT7RIF YU FUEBELTE Omg il dik
ICROYV YT THRES Lz, D%, 3EE. 6RERV2 4B DR THE
mLU, MBE2EELE, BONALMEO. Tm I IC6BEDT7EIMY. 50
EEOANF Y UVEMATILKERLEE. BOLTIANFTUVELZSL, ~NF
HYVBARELRIEEE, O. 1mIOFPEMNISGARELE, B5NET
hBKRO. 0Em | Z, UTFORGICBVWTERREIOT NI ST 1
— (HPLC) IC&>THML. MAREZREL .
HPLC%H :
Column ; YMC-Carotenoid, #Z&EH ; A9/ —IL: t —TFIAFILIZT—FI
1 %) VEE=81:15:4 (V:V:V), J)ZF7I75IVITY MNEE.
MEER; 470nm, &E; 1. Om |/ min, h5LEE25C
ERBI8 DILEMETHROT AL ) —ILL 1 O0OFAILICDWT, Fv T
BIT2RPMEZLER U ER (FHE) 2%4 4 & 1ICRT,
[R44]

MAE R E Ehapl (8) @ FAZY—=JVL 1 | 7AZFHLF> (7
[ng/m1] H{A=E7] 0F1) U —1)

3 FFfH 49. 62, 3 |13.5x£7.1 1. 6+0. 5

6 IRFfi 43.3+18.2|15. 9+7.4 0. 9£0. 7

2 4 K54 4. 1+5. 8 0.2+0.4 1. 0+0. 6
AUC 640. 4 209. 3 23. 3

ERER (8) DIbEMIE. FRIFHVFY (7Y—&K) AT havAh
ZEEHEYME, MBPFROT7RIYFYVFUORRKMFRERTAUCEEIC
B2<. BOTORINENTW &R TE .
mEA (3) HMiETORKERAR

RAW264., 7#ifg (ROR-E/H1 MilE. ATCC#) %, RP
M1 16408MATI 2RAT4 70— RIZHELRE, ThS5OHE
“37C. 5%CO,FHETTASIFAETBE LA, BHEaRHMLALHE, HE
KBRERML, 24REBE L, BHMEZWML, LPSO1ng /mL
ANML, 2BEEELL,
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ZTO%, BibAEREL., BICEEN) VEEER (PBS) ZHVWTRA
W264. 7THBEZ®E L, COBE%Z3EIT>%, £TD%. RNeas
y Mini Kit (QIAGEN Inc) #BWwWTTotal R
NAZMH L, EERT-—PCRZEICIYRESEYS MHAVTHB | L—
1BOMRNAZELEEA#PRISM7000 (Applied Biosy
stemft) ICTAELAE, A bO—IICRTZ I L—1LDEGETFHE
EORRERG EM2ICTT,

[0339] [3R45]

=t} EER Y353 IL-18
[ M] BERETRBE
a>ho—)b — 1. 04
5 1. 00
TAIFYF 2 (7JU—K) | 25 0. 96
50 0. 77
5 0. 92
EiF (2 2) OILEW 25 0. 66
50 0. 31
Ei (2 3) OILEY 5 0. 88

[0340] ZhZhOHRHIBERENICKEEY—H—THZ | L—1LDEETF
FEIREMHEI L TWe, AREBAOERG (22) RUEREH (23) OItED
iE. PRAFHUFULYE I L—-1 BOEGTFRREZEBMICHFILTSY
. MREDEIMBNTVWDZ EABRTEL,

[0341] BB (4) S v b TOMKEAR

6 BEmMDWistarkR> v b (ZEHSRLL YA, KF200-2509) %= BK 1
285EOY A 7, eHOBHERT, 1@BEEIEL =, LPS () RLEHE,. Kiz
EHR, FMAMETREAR) 4mg 'k g DKBREBIERERLEDS,
RWTEHBOKBERZEIZEAFS L, 9IFERESAEIRSL Y £ 10 % #REX
L. 10, 000 rpmT1O04ME =D L CMEEZFEERL, TNF -
oAlE+w b (Rat TNF-alpha Quantikine ELISA Kit RTA0O, R& Systems I
nc.®) CHMEETNF—aBEA, | L—180EFY b (Rat IL-Tb/ILIF2
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Quantikine ELISA Kit, R&D Systems Inc.#) AAIE L7=, ENEUL. BEE
3~4LTHol, MFEHFDTNF —aiBEAK4 6 K3 I, MPHOD |
L—1BREAF46EK4LIIRT,

[0342] [$k46]

MmEHFOTNF —oiBEE 1L -1 pEE

- TNF — a8 IL—188E

t [pg/ml] [pg/m1]

A (@>bho—)) 142, 1+7. 7 177. 1+201. 8
TR Y TF 112. 0£35. 6 [203. 9+165. 3
FAYFYF O

F—KrPFRUTA (199, 6£99. 9 311. 7£269. 1
DDA)

Ehif (23) Ofkd¥ | 81. 8£83. 5 146. 3£98. 0

[0343] =fEfl (23) DIEEWIE. PTRIYFHUVFURVCTRYFH VY F I
GOFR=MIFRNYTLEIYEEBMITNF—a& | L—1 B OFRLE%AIE
LTHEY., MBEMRIVMBNTVWS ZENERTE .

[0344] =&k (1)  EH

Efl4 DibE1 7. SESER. IME6 7. 6EEI. KEBHREEL FO
Fo7OELEIO—R20EEE. EROF> O ELO—R2. 5
EE5, #HRt/IO0—2X1 0E85,. EB="f{EK0. 000 2FEL.
ATFTV VBT IR L1 EEROEETHEEL. BELELOL, O—%
) —{TEe = FAVWT, IHIEE240mg., REHE7 N, EHIES8. 5m
mODEHTHEET %,

[0345] =&kIBI (2)  fEHl
MEESHMICINE1 00, SEEHETREIE. EEF4DLEDT 7
SEEMEb ROF> O tEOo—2R3. QEELHERML KAER

ZEZFELT. ShMERSD, COENY6 SEEE. BRtEILO—X15.
OFEE. /7ORANAO—RFIIDLT19, SEERRCRATT) VEE
TV LO., SEEEREALAEDL, O—4 ) —$TiHEEZHBWT. &%
FIEE200mg, HEEE7 N, FEHIR7 mmOEHTEMRBEIT 2.



WO 2015/178404 184 PCT/JP2015/064408

[0346] &EFIBI (3) =ERH
=R (8) DILEWO. 00175%, RYVILR—K80 0. 05
%. TTREFMNIDLO0. O5%., ) UVBBKERFT N D LKAYPO. 1%
YY) 0, 5%, 6. 5~7. O p HIAEBICEEE KE{ELF MY
VL EE. RUERY E2KE L TRRFIZHENT 2,
[0347] &&FIBI (4) EHHF
Eefl (23) OlkEW36mg. VU UBEER (pPH7. 0) ZMATS
EExImlZzElL, 2mLOASRAT Y TIICHFELTES - BE LT, B
BEAMMET > TIVEERT 5,
[0348] &&IBI (5) E&H
Ehefl (23) OEM36mg. BEFF)DLIOmMmg, RYVILAN
— MERICHREKEMATESEE210m | & LT, ARFI4RENT S,
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AR DEFH
[55KIA1] —fg=\ (1)
[1E1]

X.__0-R?
W
R-07 "X

(1)

(1)

[,
XIEFANWRZNWEXEAFLVEZRL,
R'EUR2DDGLK EH—HFIEUTO—HKKX (a) RV (b) »bH
BIENZEEZRL. BRIEUTO (a) . (b) . (c) RUKERER
FHoBIENEEARL.

(a) :—CO—A—-B-D

(X, AlZ, T (i) BE (xi) oRBEND TEULDE
D1EBET OFTERINS _MOE (BEL. BREFIRIZENEME
US> TRET B &ERN, ) ZRL: (i) C1—C,7ILF
LYE GE7LFLVETEERIESRBERTHY ., EHPICRRD
FILFELVEDEEATVWTE L, BRTIBRDaEBLTWVWT
B, ). (1 1) Co—=C 7L VE BET7IVI=LVE
EEHRIEHRFRTHY, BB T 2B D aZBLTVTELW
o) v (P01 10) Co=CHi7FLVE (B7IF-LVERE
BERIEHRBEIRTHY ., BRTI2BMDaEBLTVWTELL, )

(iv) =NR3— (KX, R3lx (a1) KEEF. (b1) C,
—Ce7IFIE, (cl1) BABTIERSBLZ1BESEBLTW
THELWC—CH o7 —IE XiE (d1) 7Y—ILERIC, ik
TEHRBMOBLEIBESEELTVWTELWL, Cc—C o7 U—Jb—
Ci—Ce7IFINEZRT, ). (v) BFREF. (vi) DR
ZIWVE, (viia)&X—S (0) ,— (. nlF0OXIF 2 DEH
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ERT. ). (viii) BRY2BHENBETINBREL4BEELTNT
HEEWCe—C oD 2MMDT7)—LVE, (ix) BT 2BHRD
EIPBEAEELTVTELIWVWC ;—C oD 2 MDFRBIRRILKE
B (x) #9282 1 BE2EBLTVWTE L. BERR
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEI@BAESETZ 2D BETEBATOTFY—LVE, RU (
X i) BABTIEREDYyZ1BE2EBALTVWTH L. BRETF.
BRETFRUMERTONOLBZIENLBIRINSZATORFO 1 BHE
SEEEHT 22D 5 HE 7 ERMENEREE.

Bigd. (viib)X—=S (0) ,— (Xh, nlZOBE2DEHR
"9, ) Xid (xi i) X—NR4CONRS— (XA, R4KRUR
513, A—XIFEA->T (al1) KEREF. (b1) C,—Cs7ILF
WE. (c1) BRI I2BEBRPBEZI1BESBEBLTVTELWNC,
—Cio7YV—IE, XiF (d1) 7Y—LEZIC, BB SEHRS
B 1BESEBALTVWTEHELW, Ce—C o7 —IL—C,—Cs7
WHEFRIVEZRT, ) Z~l. T RARURSRE—#ICA>T, T
FLVE JOELVE, SWEE-COCH,—%=®xL. [EL.
BAEE. (viib) X—S (0) ,— (XA, niZOBE20DE
HETRT, ) DFE. BEEAET2ADBAIMIZRERTTH S,
1.

Did. UTD (i) BE (xi) MoREENZ1EUALOED1E
BETOEE (xi i i) BE (xxiv) HRBBENDES TERN
Iha—lOEERL (i) Ci—C 7L FLVE BETILFLY
EREHERXEORERTHY ., HRICRROTILFL VEREEA
TWTH L, BRI BB aZBLTVWTHELL, ). (i)
Co—Cio7IrZLVE BET7LTZL VEIGEHERIE ORI
ThHY., BRI 2BHRDazBLTVTELY, ). (i i) C,
—Cio7IF L VE BETIVFZLVETEHEHRXITOBHEIKT
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HY., BERTIBRDarBLTVWTELL, ). (iv) A—N (
Ra3) — (KA. Ra3id (a 1) KEERF. (b1) C,—C7l
FIVE, (c1) BRITZBEHENBE1HESEELTVWTEHELNC
s~ Cro7V—ILE, (d1) ZYU—LEBDIC. BRTI2EHLDB %
TAESEBLTVWTHELWL, C4—C 17— —C,—Cs7ILF
WEERY, ) 2BT2E, (v) BREF. (vi) ALKRZJLE

(viib)X—=S (0) ,— (X, nROBE2OEHETRT
o) BETBE, (viii) BRIZERPBLEIBELIEAELT
WTHELWC—CHroD 207 ) —LVE, (ix) #BRT 5EMR
DarEIBEABMELTVWTELVWC—C, D 2 MDEEMBRIRRKI
KRE, (x) BRITZ2BERD vy 21 BE2EBELTVTEHLL, B
FERTF. BRETRUMERTFHOOQZ2ENLBIRINEZATORT
D1BEIEESETH2MOBETERATOT)—LVE, &
T (xi) BRTZ2ERDYyZ1BE2EBLTVWTE L, BERER
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEIEA2EETZ2MO5AET EBHEMNEREBE, BTOIC (X i
i) KEERF. (xiv) Ci—Ce7IFILE ET7ILFILER
BEHRX B ORERTHY ., BRI I2BRDaEBLTVWTELL,
). (xv) Ci=CenO¥/T7IFILE ET7ILFIETEHEIR
XIEARERTHY, BRI 2BRDaZBLTVWTELL, ) . (
XVvi) Ca—CHooO7)FILE (xviia) BihydEHR
DBEIDBESBEELTVTELNVWC—C o7 YU—ILE, (xvVi
i) BT IEBERD Yy E 1 BE2ABLTVWTE L. BREF.
BRETFRUMERTONOLBZIENLBIRINSZATORFO 1 BHE
SEEEETHEBETI0BEBATOT ) —ILE, (xix) X—N
(Ra1) (R=2) (X, Ravd (al1) KEERF. (b1) C,—
Ce7ILFIE, (cl1) BABITIEBERSDBZ1IESBBELTNT
HELWVWCe—Cro7V—ILE, XiE (d1) 7U—)LEHIC, %Y
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ZEBROBEIDFIESHEBLTVTELWN, C4—C 1, 7J—IL—-C
 —Ce 7N FIEEZRL, ROZFIKRRFXIFC,—C7IFILE
HRY. ) AETRE., (xx) eROFVE, (xxi) ®ILIN
B (xxii) AIRFIVE (xxiii) RIKRE RT (x
xiv) RRAKRE, (F/, DIEBICHIFE—NRs—&—#&Ilk-
TERRETFEEVCERBEEHRLTELL, ) 2587, } .
(b) : —=CO—E—F

(XA, Eld. T2 (i) BE (xi) oREEND TEULEOE
D1EBET OFTERINS _MOE (BEL. BREFIRIZENEME
US> TRET B &ERN, ) ZRL: (i) C1—C,7ILF
LYE GE7LFLVETEERIESRBERTHY ., EHPICRRD
FILFELVEDEEATVWTE L, BRTIBRDaEBLTWVWT
B, ). (1 1) Co—CHho7r=LVvE BT7IVI=ZLVE
EEHRIEHRFRTHY, BB T 2B D aZBLTVTELW
o) v (P01 10) Co=CHro7F=LVE (B7IF-LVEERE
BERIEHRBEIRTHY ., BRTI2BMDaEBLTVWTELL, )

(iv) =NR3— (X, R3F (a 1) KEERF. (b1) C,
—Ce7IFIE, (cl1) BABTIERSBLZ1BESEBLTW
THEEWCs—CHo7 ) —IE XiE (d1) 7Y—ILERIC, ik
TEHRBMOBLEIBESEELTVWTCELWL, Co—C o7 U—Jb—
Ci—Ce7IFINEZRT, ). (v) BFREF. (vi) DR
—IE, (viia)&X—S (0) ,— (XA, nidOXIL2 DEH
ERT., ). (viii) BiRT2BHENBE1HEA4BEELTWT
HEEWCe—C oD 2MMDT7)—LVE, (ix) BT 2BHRD
E1IPBEAEELTVTELIWVWC—C, D2 MDAFBIRRILKE
B (x) BRIT2BRY v E 1 BHE2EBELTVWTE L. BRER
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEI@BAESETZ 2D BETEBATOTFY—LVE, RU (
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X i) BABTIEREDYyZ1BE2EBALTVWTH L. BRETF.
BRETFRUMERTONOLBZIENLBIRINSZATORFO 1 BHE
SEEEHET 32D 5 HET EBHENEREE.

Fid, (xxii i) RAIKREZRT, } .
(c) :—=CO-—G

{(Xh, GIETE (i) BE (x i) MOBEEND1EULOED
OFEBETOME (xi i i) BE (xxiv) NHEEINBZEET
BRI —MOE (AL, BRETFREZThBERBYE>THETS
ZEERY, ) BRL: (i) Ci—C,,7IFLVE (EF7ILFL
VEREHRXEOKBERTHY ., HAICRROT7ZILFL VE2%E
ATWTELL, BRI IBRD 2B LTVWTEHELL, ) . (i
) Co—Cho7N =L vE (B7ILTr=L YyERBEHFERXIESRE
RTHY., BRI IBERDaZBELTVWTHLIWN, ). (iii)C
2~ Cro7FZLVE ET7LFZL VEREHEHRIZSRERT
HY., BRI IBERDaEBHLTVTELL, ). (iv) X —N
(R23) — (KA, R=23F (a1) KEEF. (b1) C;—Cg7
WEFIVE, (c 1) BRT2ERSBZ1IHESEBLTLTEHLL
Ce—CHro7)—ILE, (d1) 7U—LEBRIC, BAETIERSB
HE1IBESEBELTVWTELWL, Cc—C o7 —ILC,—Cs7ILF
WEZRY, ) 2B8T2E. (v) BREREF. (vi) BILKRZILE

(viia)&X—S (0) ,— (X, nROXIZ2DEHETRT
o) BETBE, (viii) BRIZERPBLEIBELIEAELT
WTHELWC—CH D207 ) —LVE, (ix) BT 5EMR
Dar I BEABMELTVWTELVWC —C, D 2 MDEEMBRIRRKIL
KRE, (x) BRITZ2BERD vy 21 BE2EBELTVTEHLL, B
FERTF. BRETRUMERTFHOOQZ2ENLBIRINEZATORT
D1BEIEESETH2MOBETERATOT)—LVE, &
U (xi) BRIZEEDyZ1BE2EBELTVWTH L, BRE
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F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEIEA2EETZ2MO5AET EBHEMNEREBE, BTOIC (X i

i) KEREREF. (xiv) Ci—Cs7IFIE BETIFILER
BEHRX B ORERTHY ., BRI I2BRDaEBLTVWTELL,
). (xv) Cy=CanBHF/T7ILFIE (EF7ILFILEITEHIR
XIEARERTHY, BRI 2BRDaZBLTVWTELL, ) . (
XVvi) Cs—CiosO7ILFILE, (xviia) By dEHR
DBEIDBESBEELTVTELVWC—C o7 YU—ILE, (xvVi
i) BT IEBERD Yy E 1 BE2ABLTVWTE L. BREF.
BRETFRUMERTONOLBZIENLBIRINSZATORFO 1 BHE
SEEESHEITHENBHEIERATOT7Y) —ILE, (xix) HX—N (
Ra') (R22) (K&, R2"E (al1) KEEF. (b1) C,—C
s VIFIE, (c1) BRTZBENBZTIHIESEELTVWTE
FWCe—C o7 Y—ILE, XiF (d1) 7Y—IEHIC. BRI
BRSBE1BESEBLTVWTELWL. Cc—C 7Y —IC,—
Ce7IFINEEZRL, R2ZFIKREFIEIC —CsTIFIEZR
¥, ) #ETHE, (xx) eROFVE, (xxi) ®ILIIE,
(xx i i) ALRFIE (xxiii) ANFE RO (x x|
v) RARE%ZRT, } ZxL.

B ald, LTFO (xviib) ~(xxx) : (xviib)
BRTIEMDBEIBELSEBELTVWTHLIWNWC—CH 17—
H,C;—C,oE/27O0FWVRES7O7ILFILERT/FHWNLC,
—C. B/ rOswizeEsyO7IrzILE, (xviii) 1
MY EZBROBEI1IBE2EAELTVWTH LK., BREF. BERRT
RUOCBBRFHOORIENLBIRINZIATORFO1 AEI@BEZS
BEI22MO5BE108BATOT Y —ILE, (xix) H—N (
Ra') (R22) (K&, R2"E (al1) KEEF. (b1) C,—C
s VIFIE, (c1) BRTZBENBZTIHIESEELTVWTE
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FWCe—C o7 Y—ILE, XiF (d1) 7Y—IEHIC. BRI
BRSBET1BESEBLTVWTELWL,. Ce—C 7Y —IL—C,
—Ce7IFIEZRL., RZFKRFERFXIFC,—CsT7IFILE%
Y, ) BETZE., (xx) EROFVE, (xxi) RILINE
(xx i i) AIRFIE (xxiii) AWFE (xxiv
) RRAKRE, (xxv) Ci,—Cs7IaFTE, (xxvi) gk
TEHRBMOBEIBESEELTVWTEHELVWC—C 7 Y—ILAF
VE, (xxvii) Ci=CeTIFILFAE, (xxviii)
BRTIEMDBEIBELSBBELTVWTHLIWNWC—C 17—
FAE, (xxix) ALRESAIE XE (xxx) FJ7=ILE

AN N
BHOBIE. UTFD (xiv). (xv)., (xviia). (x
Xx) ~(xxii)., (xxv).,. (xxvi), (xxix). (

XXXi) ~(xxxvii): (xiv)Ci{—CgZIFIE,
(xv) Ci—CenOF/TLFILE, (xviia) BRT3E
By E 1 BESEBLTVWTELWVC—Ci o7 —ILE, (xx
) EROFVE, (xx i) RILINLE, (xxii) ALKRFVE
(xxv) Ci—Ce7)LaFTHE, (xxvi) By zEHRY
YEIDBESEBELTWTHELWC—CH 7V =LA FTE, (x
X i x) ALNESAIE, (xxx i) NAOFVERF. (xxxii
) PT/E (xxxiii)Zbho&E (xxxiv) 7YU—JLER
DI, BBTEERDyE1BAESEEBLTVWTEHELL, Ce—Cy
PV=IL—Ci—Ce7ILFIE, (xxxv) PI/E, (xxx
vi) 7B, BT SE#RS YD1 BESEEBELTWT
HELW, Co—C o7V —I—C,—Cs7/LaAFTHEH, XiF (xxx
vii)Ci—Ce7IIFYAIKRZIE, ZRL,
B vIE. UTFOD (xiv) . (xv) . (xx)~ (xxii

). (xxv)., (xxxi)., (xxxv) : (xiv) C,—C
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[553K1R2]

s PILFILE, (xv) Ci—CenaF/F7ILFILE, (xx) ER
OFE, (xxi) RLIWE (xxii) BILRFIE (x
xv) Ci—Ce7ZNaFxVE, (xxxi) NAFVEF, X (
xxxVv) PR/E%RY, 1 2895Hh07 /14 RFEKR DX
ZLHBINDEXIEZTORZLHBINIIRATIEELLIET R
N¥E,

—M= (a) : —CO—A—-B—D®DAN,
(i) Ci=CHo7FLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co—Ch 7T =LVE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
B ). (i1 1) Co=CHro7IbF=LVE BET7ILFZLY
EIFEHRXEORERTHY ., BESaZBLTVWTHLL, ) .|
(iv) =NR3— (Xfh. R3l&k (a1) KKREF. (b1) C,—
CeZIFIE, (c1) BESBEZIBESEBLTVWTELNC
s~ CroT V—ILE, XiF (d 1) 7YU—IERI, BESB%E1TS
ELSEBELTVWTHE LWL, Ce—Co7YU—IL—C,—Ce7IFILE
ZRYe ) . (v) BEREEREF. (vi) AIKRZNLE (viia)
A—S (0) ,— (X, nFOXIF2DEHAERT, ). (vi i
i) BREOBEIBEABELTVTHLVC—C D 2fDT7 Y
—LYE (ix) Bfipaz 1 BE4BEBELTVWTELVWC;—C
10D 2 EDAFBRIRKALKEE, (x) EfEDryZ 1 BE2EEL
TWTH LK BREF. BREFRUMERFN LA 5FER
INBEATORFOIBEIBEEETS2MHDEHET BIRATO
FU—LVE RS (xi) BESvE21BE2EBLTVWTEHEL
. BRREF. BEREFRUOMARFHOAZIBENLFZRINEIATO
BFO1BESEAESETS2MO5 HET EBANERERE. »b
BENZT1EUEOED 1 ABRECEISEXRINEZMOE, TH
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[553KIR3]

[553K1R4]

BHEKREFEVICEBONIOT /A FFER, TORZLHFBEINBIEX
EEDEZFABINZIRAFIEE L IET I NE,

—f#x (a) : —CO—A—B—-DODAM,

(i) Ci=CHo7IFLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZTBLTWTEHELWN, ). (i) Co—Cio7T=LVvE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
HELe ). (iv) =NR3— (K&, R3E (a 1) KREF.
(b1) Ci—Ce7IFIE, (c1) BEDBZ1AESEEBL
TWTHLWC—CH o7V —ILE, XiF (d 1) 7Y —ILE5IC,
BRSBET1BESEBLTVWTELWL, Cs—C 7Y —IL—C,
—Ce7IFIEETT, ). (v) BRRF. (vi) AILKRZIL
E (viia)®A—-S (0) ,— (X, nZOXIF2DEHEK
T,) . (viii) BE9BEZIDBEABELTVWTHLWNWC—
CioD2fEDT)—LVE, (x) BSryZ21BE2@BLTV
TH LKL BRETF. Z2REFRCMERFOLOLRDIHENLERI N
BATORFOIBEI@MEERETZ 2O BETERATOTY
—LVE R (xi) B r 21 BE2EBLTVWTE L, B
FERTF. BRETRUMERTFHOOQZ2ENLBIRINEZATORT
D1 BESEEEET22MO5 HET ERAMNERRE. MoBEIE
NH1ELULOED1EHECEAISERIND ZMODE. THBHHE
RIBVICEREBEOHOT /1 FFEER, TOREZLHEINDIEXITE
DEZFHBINDIIRATIEELLIET I MK,

—f#x (a) : —CO—A—B—-DODAM,

(i) Ci=CHo7IFLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZTBLTWTEHELWN, ). (i) Co—Cio7T=LVvE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
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B ). (iv) =NR3— (R#, R3E (a 1) KREF.
(b1) Ci—Ce7ILFILE, (c1) BERDBZ1BESEABL
TWTHLWC—CH 7Y —ILE, XiF (d 1) 7Y —ILE5IC,
BRSBET1BESEBLTVWTELWL,. Ce—C 7Y —IL—C,
—Ce7IFIEETT, ). (v) BRRF. (vi) AILKRZL
B (viia)®&A-S (0) , (XA, nidOXIF2DEHERT
o) RU (x i) BRDYZ1BRE2EBLTVWTE L. BRER
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEI@BAEESETZ2MMO5 HE T EBEMEREBE. HHEIENS
1BULEOED 1 BARECEOENSERINLZZMOE., THZHE
RIBVICEREBEOHOT /1 FFEER, TOREZLHEINDIEXITE
DEZFHARINDZIATFNEELLIET I R,
R IE5] —#= (a) : —CO—A—B—DMDA,
(i) Ci=CHo7FLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZxBLTWTHLWL, ). (iv) —NR3— (X#, R3E (a
1) KREF. (b1) C,—CsT7ILFILE. (c1) BE#HB%E
1BAESEBLTVWTELWVC—C o7 YU—ILE, XiE (d1) 7
) —ILERIC, BRSO BE I BESEBLTVWTELL. Cs—Cap
T7Y—=I—C,—Ces7IFINEZTRT, ). (v) BREF. (v
i) ANKR=ZIWE, (viia)AX—S (0) ,— (XA, nidOX
E20EBHERT, ). RO (x i) B ryE21AE2EBELTW
TH LKL BRETF. Z2REFRCMERFOLOLRDIHENLERI N
DATORTOIBEIEEEET 2205 BHE 7 ERANERER
B HDLBEND1EULOED 1 ERECEOENSERINDZ
Mo, THHZFREVICBEOIOT /1 RFEE, ZOERPEEEH
BINZEBEXEZOERZLHBINDIIATIEELLIET I N,
[E5KRTE6] —f#&= (a) : —CO—-A—-B-—DODAN
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(i) Ci=CHo7IFLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
arBLTWTHELWL, ). (iv) —NR3— (R, R3lL (a
1) KREF. (b1) C,—Cs7ILFILE. (c1) BEHB%
1BAESEBLTVWTELWVC—C o, PYU—ILE, XiE (d1) 7
) —ILERIC, BRSO BE I BESEBLTVWTELL. Cs—Cap
FY)=I—Ci—CePIFIEETRT, ). (vi) AIRZILE
(viia)&X—S (0) ,— (X, nROXIF2DEHERT
o) RU (x i) BRDYZ1BRE2EBLTVWTE L. BRER
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEI@BAEESETZ2MMO5 HE T EBEMEREBE. HHEIENS
1BULEOED 1 BARECEOENSERINLZZMOE., THZHE
RIBVICEREBEOHOT /1 FFEER, TOREZLHEINDIEXITE
DEZFHARINDZIATFNEELLIET I R,

[5&:K1E7] —#=X (a) : —CO-A-B—-DDBH,

—S—, —SO—, —S0O;—., —NHCONH—-, —N (CHj3y)
CONH—, —=NHCON (CH3) —. —N (CH3) CON (C
H;) —. —N (C,Hs) CONH—, —N (n—C3;H;) CONH
— —N (i—C3zH;) CONH—, —N (n—C,Hy) CONH
—. =N (n=C4H,3) CONH—, —N (n—C,H,) CON (
CH3;) —. —N (Ph) CONH—, —NHCON (4—-Chlo
rophenyl) —. —NHCON (CH,Phenyl) — —
N (i —C3;H;) CON (4—Methoxyphenyl) —,
—N(4—-Chlorophenyl) CON (4—Methoxy
phenyl) — RUX
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[162]

0
0
jj)\ \N)J\N/ —N)]\N—
—N"N— !
\/ 0
NMOBENBEKREIBECOWT NN TIRICEEEOAOT /1 REE
BiK, TOEZLFHBINIENVETOEL FHBINE I XTI

=L<I7 I R

(55K 158] —#%=X (a) : —CO—-A—-B-D®DB,

—S—, =S0—., =S0,—. —NHCONH—, =N (CHy)

CONH—, —=NHCON (CH;) —. =N (CH3) CON (C
Hs) —. =N (C,Hs) CONH—, —N (n—C3H;) CONH
—. =N (i —=C3H;) CONH—, =N (n—=C,H,) CONH
—. =N (n=CgH;3) CONH—, =N (n—=C,Hy) CON (
CH3) —. KUK

[163]

0

)(?L \)J\/

N N— N™ N

AN
MORIENZHERIE 1 HECOVTNH 1ELERONOT / 1 K5
Bk, TORZ LHEINDENEZOEE FHBINETAFIE
BELCIETI R,

[E5KIR9] —f#%=x (a) : —=CO—-A—-B—-D®DBA.

—S—. =8 (0) = =8 (0) = =NHCONH-, =N (
CH3;) CONH—, —=NHCON (CH3) —. =N (C,H;) C
ONH—, =N (n—=C3H;) CONH—, RU”*~N (i —C3H;,
) CONH—{ "HORENZETHIFRREIBECOVWTNNTIR
ICEEEDHAT /M REEEE, TORZEHABINDEEZDORS
FHFBEINBZIATIVEELCIET I MR
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[55K1R10]

[55KIR11]

—f#x (a) : —CO—A—B—-D®DOBAH.

—S—, —S (0) =, =S (0) ,—, —NHCONH-—, —N (
CH;) CONH—, —NHCON (CHj;) —, RU'—N (C,H;
) CONH—DLREENZERETIBECOVWT NN TIHICERHOD S
O7 /4 REFEEF, TORELHBINIERIETOEREZLHFEIN
DIRTFIEELLLIET I N,

—f#x (a) : —CO—A—B—-D®DODAH.

(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZTBLTWTEHELWN, ). (i) Co—Cio7T=LVvE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
B ). (i1 1) Co=CHro7IbF=LVE BET7ILFZLY
EIFEHRXEORERTHY ., BESaZBLTVWTHLL, ) .|
(iv) =N (R23) — (X, Ra3iF (a 1) KKRRF. (b
1) Ci—Ce7IFILE, (cl1) BEMZBZIDBESHEBLTWL
THELWCs—CHo7V—ILE, (d1) 7Y—LEBRIT. BESB
HEIBESBEBELTVWTELWN, C4—CHo7U—=IL—C,—=Cs7I
FIVEETRT, ) 2BTHE. (v) BRETF. (vi) AILKRZIL
E (viib)®X—-S (0) ,— (X, nlZOBE2DEH AT
T, ) 2BTBHE. (viii) BEIBEIBE4EBLTVWTD
SWCs—C oD 2fidF7)—LVE, (ix) B#EDa%z11BE4
EELTWTHELIWC;—C, D2 MDBEIMBIRRILKFRE, (x)
By &2 1 BE2ABLTVWTH L. BRET. EREFRUM
HETHOBDIENLBIRINIATORFO1I HEIBMESET S
25 BETERATOT7ZV—LVE, RV (x i) EftDr%& 1
BE2EBLTVWTEH LK, BEREF. ERETFRUMERFHLR
DENISERINBIATORFO I AEI@ESET B 2D 5 AE
7 ERBMEREE. "OREINZI1EULOEDOBAAEGSEAND
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[55K1R12]

BRI ZMoESE, (xiii) KERF. (xiv) C,—C
s VIFINE (BRTINFIEFEHRXZIOZRERTHY ., ERS
ZELTWTELWL, ). (xv) Ci=CenmOT/T7IFILE (
ZTNFIINEREHRXEORBERTHY ., BEDaZBLTVWTE
ELo ). (xvi) Cya—CovoO7IFILE, (xviia)
BMOBE1BESEBELTVWTHLIWC:—C o7 ) —ILE, (x
viii) BEDYyZ1BE2ABLTVWTHEL, BREF. 2R
BEFRUOMEBREFOLOAZENLOERINSIATORTFDO 1 HEIE
Z2HYTB5DBEIERATOFY)—ILE, (xix) A—N (Ra?
) (R=22) (K, Ra'id (a 1) KREF. (b1) Ci—Cs7
WFEILE, (c1) BEIBEIBESEBLTVWTIELWVWC—C
107 ) —IVE. XiF (d 1) 7Y —ILERIc. B2 BZ 175325
BEELTWTHELW, Cc—C o7 )—IL—C—Cs7IFIEER
L. Re2iZKEFEFXIEC,—CsT7IFIEERT, ) 2T DH

(xx) erOFLE (BL., A ROFVENRRREFICES
3HBEICIE. RRBERTFEIAEMRRBRRTFTERL, ) . (xx i)
FILZIVE, (xxii) ALKRFIE (xxiii) RIKRE,
RO (xxiv) RAKRE DOEENDIEENLERINS—HED
B THHZBFXREIBETO0OOWIThNT1IBICESHEOAHOT /A NE
BR, ZORZLEHBINDIENETORZFHFAINDIIRATIVE
& LLIET7 I NE

—f= (a) : —CO—A—-B—-D®DDA,
(i) Ci=CHo7IFLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co,—C i 7AT=LVE (&
FIVTr=L vEREHERXEORERTHY, BFEDaEBLTWT
B ). (iv) X—N (R=23) — (K, Ra3F (al1) K
FERF. (b1) Ci—Cc7IFIE (cl1) BRPBEI1BE
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BMELTVWTHLWC—C o 7Y—ILE, (d1) 7Y—IEY
I, BEROBEIDBESHEBLTVWTELWN, C4—CH o7 )—Ib—
Ci—Ce¢7ILFILEETRT, ) 2BTDHE. (v) BREF. (v
i) AIRZJE, (viib) x-S (0) ,— (X, nid 073
E20BPERT, ) ETDIE. (viii) BESBE11E4
BEELTWTHLWC—C,,d2DT7Y—LVE, (x) By
Y1 BE2EBLTVWTEH LK. BRET. BERETFRUMERT
NORBENSBIRINIATORFOIBEIEBZZET S 2D
SBETEBATOTY—LVE RT (x i) BERQvZ11HE2
BEELTWTHLL, BRET. BRETRURERTFINOQZEDL
LBIRINDATORFTO 1 BEIBEEETZ2MMO5BETER
BMERERE, MS5RIEND 1BULOEDOEAE6 AL, SERS

nNaZfnEE, (xiii) KRRF. (xiv) IC,—Cx7
WHFIE] THRRETZILFILE, (xviii) B#E9rEs1BE

2EBELTWTHELLK. BRETF. Z2REFRUMERTFNOMRDE
NOBIRINBIATORFO1 HEISEESET S5 BHEIERAT
O7Y—ILE] TRRAFOTY—ILE, (xix) X-N (R
al) (Re2) #832&] TRAEZ7I/E, (xx) BROFY
E (BL. AE ROFVENRRRFICHEE T 2HBEICIE. ZRER
FIRRAEMRBRFTIEAL, ) o (xx i) ®ILIPE (xx i
i) AIARFVE, (xxiii) RIEKEE R (xxiv) KA
RE, DOBENZEENOERINS—(MOE. THHHEKET
E100WIThMNTIBICEEOHOT /1 RFEER, TOEFLHA
INBEXEFORZEFHBINDIIATUEEL XTI RE,

—f= (a) : —CO—A—-B—-D®DDA,

(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aBEBLTWTELWL, ). (i) Co,—C,7IAr=LVvE (&
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FIVTr=L vEREHERXEORERTHY, BFEDaEBLTWT
HE, ). (iv) A—N (Ra3) — (K, Re3lE (al1) K
FERF. (b1) C,—Cs7IFILE (cl1) BEPBEI1BE

BMELTVWTHLWC—C o 7Y—ILE, (d1) 7Y—IEY
I, BEROBEIDBESHEBLTVWTELWN, C4—CH o7 )—Ib—
Ci1—Ce¢7IFILEEZTRT, ) 2BTDHE. (v) BREF. (v

i) AIAR=ZIE, (viib)X—S (0) ,— (X#F. niE0Js
E20B¥ERT., ) 2BITE. KU (x i) BoryE15E2
BEELTWTHLL, BRET. BRETRURERTFINOQZEDL
LBIRINDIATORTOI BEIBEERET 2205 BET ER
BMERERE, MS5RIEND 1BULOEDOEAE6 AL, SERS

nNaZfnEE, (xiii) KRRF. (xiv) IC,—Cx7
WHFIE] THRRETZILFILE, (xviii) B#E9rEs1BE

2EBELTWTHELLK. BRETF. Z2REFRUMERTFNOMRDE
NOBIRINBIATORFO1 HEISEESET S5 BHEIERAT
O7)—IWE] THRfeAnT7FOF7)—ILE, (xix) [X-N (R
al) (Re2) #8593E] TRAEZ7I/E, (xx) eEROFY
E (BL. AE ROFVENRRRFICHEE T 2HBEICIE. ZRER
FIRIRTEMRBRFTIFAL, ) o (xxi i) BIRFIE (x
x i i i) RIWKRE, R (xxiv) RRAKRE, HLBBENDEE
NOBRIND—MOE., THRERETIBETODOWVWT AN 1IEIC
REHONOT /M RFEERE, TOEZFHBRINDIENIETOEE
HBRINDZIATINEELLIRT I RE,

—fxX (a) : —CO—A—B—-DDD#

(i) Ci—Co7IFLUE E7ILFL EREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTEHLL, ). (iv) X—N (R23) — (KX, Re
313 (a 1) KREF. (b1) Ci—Ce7ILFIE (cl1) EH
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DBEIDBESBEELTVWTELVWC—C 7 U—ILE, (d1)
TYU—ILESIC, BEROBEIDBESEEBLTVWTELL, C4—C
107 = —C,—Cs7ILFIEERT, ) 2BTE. (v) B
FRF. (vi) BILKRZWILE (viib)&X-S (0) ,— (X
R, nIZOBE2QBEEZTT. ) 2BTHE. RV (x i) B#ES
Y1 BE2EBLTVWTEH LK. BRET. BERETFRUMERT
NORBENSBIRINIATORFOIBEIEBZZET S 2D
S5BET ERBNEREE. O BENS 1EULOEDOEAHES
BOMOBHRINZZMOESE, (xii i) KREF. (xvi i
) By Z1BE2EELTVWTH L. BRET. Z2RETX
UCRBRTFOOLRIENOBRINZIATORFDO 1 BEIBEEER
TH5EBEIERATOT ) —IE] TRAREATOT ) —ILE, (
xix) RA=N (Ra") (R22) 259 2HE] THRRETI/E
(xx) erOFLE (BL., A ROFVENRRREFICES

BHBEICIE. RRBRTFRIAEMERRRFTIERL, ) . (xx i
) ANKRFVE, (xxiii) RIEKRE KU (xxiv) KRAKR
H HMORENZEESERINSG—MOE., THBIEKREIHE
OOWIFhMNTIBICEHOHOT /1 REEEK, TORZELHFEIN
ZEXIEFOEZLHBINDIIRATIEE LLIET I REE,

—f= (a) : —CO—A—-B—-D®DDA,

(i) Ci=CHo7IFLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZxBLTVWTHLIWL, ). (iv) A—N (R23) — (X, R
317 (a 1) KREF. (b1) C,—Cs7ILFILE, (c1) E#
DBEIDBESBEELTVWTELVWC—C 7 U—ILE, (d1)

TYU—ILESIC, BEROBEIDBESEEBLTVWTELL, Cs—C
107 )—=I—C,—Cs7IFIEETRT, ) 2BTDIE. (vi)

AVRZNLE, (viib) x-S (0) ,— (XP. niFOBE2
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DEHETT, ) 2BIDE RV (xi) EREDr& 1 BE2ER
LTWTH &L, BERF. ZBRRTFRUMERFNSAIEHNOFE
REINBATORFO1BEIEEZ2ET 52D 5 HET7 SR
BRRE, HPOEEINZ 1EULOED 1 @ABECEILERIND
“mo&EE, (xiii) KERF. (xix) RA-N (Ra1)

(R22) ZHTHE] THRANLETIV/E, (xx) eFOFVE (

BL. ARe ROFVENREZRFICEEST IIHESICIE. ZREEFIE
AEMRERRFTIERV, ) . (xxi i) ANLKRFIE, (xxi

i) ANERE, R (xx i v) RARE, HHEEINhDOEEHD
LERINDZ—MOE, THZERKETBETO0OWT A 1IHICE
BOHOT /1 RFEBE, TOERZLHBINIEXITZTOERE LEF
BINZIZATIEELLIET I NE,

—fi%=xX (b) : —CO—E—-F®E,

(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co—Ch 7T =LVE (&
FILr=— L vEREHERXEORERTHY, BREDa%EBLTWVWT
B ). (i1 1) Co=CHro7IbF=LVE BET7ILFZLY
EIFEHRXEORERTHY ., BESaZBLTVWTHLL, ) .|
(iv) =NR3— (Xfh. R3lk (a1) KFKREF. (b1) C,—
CeZIFILE, (c1) BESKBEZIBESEBLTVWTELNC
s~ Cro7 V—ILE, XiF (d 1) 7Y—IERI, BESB%E1TS
ES5BEELTVWTELWL, Ce—C o7V —IL—C,—Cs7ILFIE
ERT. ). (v) BERRF. (vi) ALKRZLE, (viia)
A—S (0) ,— (X, nFOXIF2DEHAERT, ). (vi i
i) BROBEIBEABMELTVWTELVWC—C, D 2/HD T Y
—LYE (ix) BfiDpaz 1 BE4BEBELTVWTELVWC;—C
10D 2 MDEAFBRIRKALKEE, (x) EfEDryZ 1 BE2EEL
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TWTH LK BREF. BREFRUMERFN LA 5FER
INEATORTFO1BESBEEEET 22O BET EEATO
FU—LVE RS (xi) BESvE21BE2EBLTVWTEHEL
. BRREF. BEREFRUOMARFHOAZIBENLFZRINEIATO
BFO1BEIBEESETS2MO5 HET EBANERERE. »b
ZENZ1BULED 1 EAFECEOENSERIND ZMOE, TH
ZEXREIBEISOVWTNANTIHEICEHOLAOT /1 REERK, %
DEZLHBINDIBRIETOEZLHFBINDZIIRAFTIVEELLLIE
7 I R,

—f&= (b) : —CO—E—-F®ME,

(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co—=CHro7lbr=LVE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
HELe ). (iv) =NR3— (K&, R3E (a 1) KREF.
(b1) Ci—Ce7ILFILE, (c1) BRDBZ1BESEABL
TWTEHELWC—C o7V —ILE, XiF (d 1) 7Y—ILERSIC,
BRSBET1BESEBLTVWTELWL, Cs—C 7Y —IL—C,
—Ce7IFIEETT, ). (v) BRRF. (vi) AILKRZIL
B (viia)®x-8 (0) ,— (XA, nlFOXIF2DEH %R
T,). (viii) BE9BEZIDBEABMBELTVWTHLWVWC—
CioD2fEDT)—LVE, (x) B#SrvyE21BE2@BLTV
TH LKL BRETF. Z2REFRCMERFOLOLRDIHENLERI N
PATORTFOIBEIBEEETZ 2O BETER~ATOTY
—LVE R (xi) B r 21 BE2EBLTVWTE L, B
FERTF. BRETRUMERTFHOOQZ2ENLBIRINEZATORT
DI1PBEIBEEETZ2MMD5 HET EBRUENERERE. H5=RIE
NH1EULOT1EBECEOCENSERIND ZMOE. THBHE
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[55K1R19]

RIBIBEITEOWT N IRICREHEOHOT /A RESE, Z0OFE
ZFHBINDIENETOEZ FHBINDZIRFTIVBELLIETS
N4E,

—f&= (b) : —CO—E—-F®ME,

(i) Ci—Co7IFLUE E7ILFL EREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZTBLTWTEHELWN, ). (i) Co—Cio7T=LVvE (&
TIr= L v ERBBEHRXESRERTHY., BFEDaZBLTWT
HLW, ). RO (iv) —NR3— (A, R3Z (a 1) KER

F. (b1) Ci—Ce7IFILE, (cl1) BENB%Z1T3ELME

BLTWTHLWC—C o7 —ILE, Xid (d 1) 7V —ILES
I, BEROBEIBESEBLTVWTELL, C4—C o7 U—I—
Ci—Ce7IFINEZRT, ). (v) BFREF. (vi) DR

—IE, (viia)X—S (0) ,— (XA, niF0OXIiE2DEH
ERT, ). (xi) B2 1 BAE2@ALTVWTEH L, BE
BF. BREFRUOMERFTFOOLZIBENLOBRINSEIATORTOD
1 BEI@MAEZETS2MD5 BHET EBENEREE. »5EIEN
531EULOED 1 EBECEOCENLGERINS ZMOETHDHE
RIBIBEITEOWT N IRICREHEOHOT /A RESE, Z0OFE
ZFHBINDIENETOEZ FHBINDZIRFTIVBELLIETS
N4E,

—f&= (b) : —CO—E—-F®ME,

(i) Ci—Co7IFLUE E7ILFL EREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTHLL, ). (iv) —NR3— (K&, R3F (a

1) KERRF. (b1) C,—Ce7LFILE (c1) BBHB%E

1 BESEBLTVWTELINC—C o7 —JLE, XiE (d1) 7
) —ILERDIC, BB EI1BAESEELTWVWTELL, Cc—C o
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[55K1R21]

[55K1R22]

T7Y—=I—C,—Ces7IFINEZTRT, ). (v) BREF. (v
i) ALKRZIE, (viia)X—S (0) ,— (XH, niF0OX
B 2DEHERT, ) . RV (x i) BEDvyZ 1 BE2EBLTY
TH LKL BRETF. Z2REFRCMERFOLOLRDIHENLERI N
DATORFTOIBEI@EEET S 205 HET ERBAMNERE
B HPOBEENZ1EULOED 1 EAHECEOENSERINSZ
MmOE, THHIBFRE1BE1IS5OVWTANTIBILEHOHOT /A
REEEER, TORZLIHFBINIEXETORZLHFBINDIIRT
WEEE LLIET I N,
—f&= (b) : —CO—E—-F®ME,
(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
arBLTWTELWL, ). (iv) —NR3— (KX, R3Z (a
1) KERRF. (b1) C,—Ce7LFILE (c1) BBHB%E
1 BESEBLTVWTELINC—C o7 —JLE, XiE (d1) 7
) —ILERDIC, BB EI1BAESEELTWVWTELL, Cc—C o
FV=I—=Ci—=Ce7ILFIEEZTRT, ). (vi) BILKRZILE
(x i) B y&2 1 BE2EBLTVWTE L. BRRT. %
BEFRUOMEBREFOLOAZENLOERINSIATORTFDO 1 HEIE
Z2BT52MD5BET EREMEREE. HHEIEN S 1FELE
DED1EHECEDENSEBRIND ZMOE., THDHHEKET
E150WIThMNTIBICEEOAOT /1 RFEER, TOEFLHA
INBENEZTORZLHABINSGIZAFTIVEELLIET I NE,
—f%X (b) : —CO—E—FOFH, RNKETHBEKETT
E200WIhMT1IBICEBEOHOT /1 RFEER, TOEFLHA
INBENEZTORZLHABINSGIZAFTIVEELLIET I NE,
—f2X (¢) : —CO—-GODGAH.
(i) Ci—CHo7NFLUvE E7ILFL VEREHRHRAIEORKHE
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KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co,—C i 7AT=LVE (&
FIVTr=L vEREHERXEORERTHY, BFEDaEBLTWT
B ). (i1 1) Co=CHro7IbF=LVE BET7ILFZLY
EREHERXEORERTHY, BREDSaEZBELTVWTELWL, ) |

(iv) =N (Ra3) — (Kh, R=3F (a 1) KEERF. (b

1) Ci—Ce7ILFIE, (c1) BESBZIBESEBLTL

THELWC—C o7 Y—ILE, (d1) 7Y—LBEBHIC. BRSB
HE1IBESEABLTVWTELWL, Ce—C o7V —IL—C,—Cs7I
FINEERT, ) 2BTE. (v) BREF. (vi) AILKR=L
B (viib)®&-S (0) ,— (X, niZOBE2DEH%Z TR
T.) 2BTZE. (viii) BESBZIDBEAEBELTVTE
FWCe—C oD 27 Y —LVE, (ix) BfiDa%x1BE4
EELTWTHELIWC;—C, D2 MDBIMBIRRILKFRE, (x)

By &2 1 BE2ABLTVWTH L. BRET. EREFRUM
BEFTHOOBRDIBNLBRINIATORTFO1I BHEIBMEESET S
2D BETERATOTIV—LVE, R (x i) BB %=1
BE2EBLTVWTEH LK, BEREF. ERETFRUMERFHLR
DENORIRINBIATOARFOIBEI@BMESHEIT S 2MMD55E
7 EBMENERER. »O5RBENZ 1 EBULOEDOBEBEGENS
BRI ZMoESE, (xiii) KERF. (xiv) C,—C
s VIFINE (BRTINFIEFEHRXZIOZRERTHY ., ERS
ZELTWTELWL, ). (xv) Ci=CenmOT/T7IFILE (

ZT7ILFIERBEHRIEORERTHY, BEDaZBLTVWTD
ELo ). (xvi) Cya—CovoO7IFILE, (xviia)

BMOBE1BESEBELTVWTHLIWC:—C o7 ) —ILE, (x
viii) BEDYyZ1BE2ABLTVWTHEL, BREF. 2R
BEFRUOMEBREFOLOAZENLOERINSIATORTFDO 1 HEIE
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EERIR23]

Z2HTB5DBEIERATOF)—ILE, (xix) A—N (Ra?
) (Ra2) (K, Ra'id (al1) KREF. (b1) C,—Cs7
WEILE, (c1) BEIBEIBESEBLTVWTIELWVWC—C
o7 —IbED XiFE (d 1) 7Y—ILERRIC. B2 BE1T53ES

BEBELTWTHELIW, Co—C 1o 7Y—I—C,—Cs7IFILEER
L. Re2iZKEEFXIEC,—Cs7IFIEERT, ) 2T DHE

(xx) erOFLE (BL., A ROFVENRRREFICES

3HBEICIE. RRBERTFEIAEMRRBRRTFTERL, ) . (xx i)
RILIILE, (xxii) AMKRFVE, (xxii i) RIKRE,
RO (xxiv) RAKRE DOEENDIEENLERINS—HED
ETHDHBKRBIAE21O0VWTIANTIBICEEHOAOT /1 RFEE
. TOEZFHBRINDIEBEXIETORZ FHAINDZ T RATIVES
L<IE7 I R,

—f2X (¢) : —CO—-GODGAH.

(i) Ci=CHo7FLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aBmBLTWTELWL, ). (ii) Co,—C,7ILr=LVvE (&
FIVTr=L vEREHERXEORERTHY, BFEDaEBLTWT
B ). (i1 1) Co=CHro7IbF=LVE BET7ILFZLY
EREHERXEORERTHY, BREDSaEZBELTVWTELWL, ) |
(iv) X—N (R23) — (XA, R=3iF (a 1) KEERF. (b

1) Ci—Cs7ILFIE, (cl1) BEQSBZIBESEBLTY

THELWC—C o7 V—ILE, (d1) ZYU—IERIC. BE1TS
ES5BEELTVWTELWL, Ce—C o7V —IL—C,—Cs7ILFIE
EnY. ) 2ATRE. (v) BRRET. (vi) AILKRZILE, (
viib) x-S (0) ,— (XA, niZONBE20DEHERT, )

ZBETRE, (viii) BREQBZIBEAEABLTVWTELNWC
s—CioD2fHDT)—LVE, (ix) Bfipaz1BEL4EEL
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TWTHIWC;—C D 2MDMMBIRRIEKEE, (x) BES
Y1 BE2EBLTVWTEH LK. BRET. BERETFRUMERT
NORBENSBIRINIATORFOIBEIEBZZET S 2D
SBETEBATOTY—LVE RT (x i) BERQvZ11HE2
BEELTWTH LK. BRET. ZBRETRUCMERFINLLIEHL
LBIRINDIATORTOI BEIBEERET 2205 BET ER
BMERERE, MS5RIEND 1BULOEDOEAE6 AL, SERS
hea_foEE, (xiii) KFERF. (xiv) C;—Cgs7l
FILE BET7IVFRIVEGEHEHRIIOFBERTHY ., BRDaEHL
TWTHLL, ). (xvi) C3—CiovO7ILFIE, (xv
iia) BESBZIBESBABELTVWTELIWVWC—C o7 )=l
B (xviii) BEDYyZ21DBE2ABLTVWTE LK. BRE
F. BREFRUOCMERFOLORIHENLBRINDZIATAORTD 1
BEI@EEETBSDBEIEEATOTYY —IE, (xix) X-
N (Ra') (R22) (R#. R2'Z (al1) KEEREF. (b1) C,
—Ce7IFIE, (cl1) ERDBEZIBESEBLTVWTELW
Ce—C o7 V—ILE, X (d1) 7Y—ILENIC. BBRHSB%E
BESEELTVWTELWL, C4—C1o7Y—I—C;—CsT7IFI
HEZRL, R22IIKFERFNIEC,—Cxs7ILFIEETRT, ) &8
T5E, (xx) eROFIE (BL. AeEFOFPEFRRRFIC
BETHHBEICIE. BRRRFIIFEIRKFRTFTIEAGWV, ) . (x
x i) BRILIIE, (xxii) ANLERFIVE, (xxiii) AN
RE, R (xx i v) RAKRE, DOFBENDZEEDLEHRIND
—fDETHZEBEKREBIBE21OVWTIANTIRICESHEOAOT / A
NEFEH., TOXRZLHBINIBENIETORELHFBEINDIIRT
WEELLIET I R,

—f2X (¢) : —CO—-GODGAH.

(i) Ci=CHo7FLUVE ET7LFL VEREFRHRIEDRKHE
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KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZBLTWTELWL, ). (i i) Co,—C i 7AT=LVE (&
FIVTr=L vEREHERXEORERTHY, BFEDaEBLTWT
HE, ). (iv) A—N (Ra3) — (K, Re3lE (al1) K
FERF. (b1) C,—Cs7IFILE (cl1) BEPBEI1BE

BMELTVWTHLWC—C o7 Y—ILE. (d1) 7Y—IIEY
I, BEROBEIDBESHEBLTVWTELWN, Ce—CHo7)—Ib—
Ci1—Ce¢7IFILEEZTRT, ) 2BTDHE. (v) BREF. (v

i) AIAR=ZIE, (viib)X—S (0) ,— (X#F. niE0Js
E20B¥ERT., ) 2BIZE. (viii) BREoB%E15E4
BEELTVWTELWVWC—C,D2DT7)—LVE RV (x i)

By &2 1 BE2ABLTVWTH L. BRET. EREFRUM
BEFTHOOBRDIBNLBRINIATORTFO1I BHEIBMEESET S
2D 5 BET7 ERBAMEREE., NHEIINS 1 BULOED OE
BECEISHERIND ZMOEE., (xii i) KERF. (xi
v) Ci—Ce7IFIE BET7NFIEIFEHRITIOBHERTH

Y, B aZzBLTWTHLW, ). (xviia) BRESL%EI
BESBBELTVWTHELIWC—CHo7U—NLE, (xviii)&
vy E 1 BE2EALTVWTE LK. BRETF. 2ERETRUTRE
RFNORIENLBRINDIATORFOIHEI@BEZEZET S5
BEIEBRBATAOT7Y—IE, (xix) XA—N (Ra1) (Ra2) (
A, Ra1E (a 1) KEEREF. (b1) Ci—C7ILFILE, (
cl) BROBEIDBESEBELTVWTEHELWVWC—C,,7Y—ILE
CXE (d1) TY—EBIC, BERSBEIBESEBLTVWTD
kW, Cs—C o7V —I—C,—CysT7IFIEERL, R22iIKE
BRFXIFC —Cs7IFIEEZTRT, ) 2BTHE. (xx) BEFR

OFf E (BL. AL FOFVEINRRRFICHEE T HHEICIE. &%
RERFIEIAEHMRRRFTIERL, ) . (xx i) RILIILE (
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Xx i i) AIVKRFIE (xxiii) ZIWKRE RT (xxiv
) RARE, DHBENDIEEHNOSBRINDS—MOE., THBHHEK
B1BE21OWTINIRICEHOLOT / 1 NEEHR, TOEFE
FHBINDEXIEZTORZFHBINDIIRATIEELLIETIR
o

—f2X (¢) : —CO—-GODGAH.
(i) Ci=CHo7FLUVE ET7LFL VEREFRHRIEDRKHE
KTHY., HPIKBROTILFL VELESEATVWTE L, BRD
aZxBLTVWTHLIWL, ). (iv) =N (R23) — (X, R
32 (a 1) KREF. (b1) Ci—Cs7ILFIE, (c1) E#
DBEIDBESBEELTVWTELVWC—CHo7U—ILE, (d1)
TYU—ILESIC, BEROBEIDBESEEBLTVWTELL, Cs—C
107 V= —C—Cs7ILFIEERT, ) 2BTZE. (v) B
FRF. (vi) BILVKRZWILE, (viib)&X-S (0) ,— (X
B, nIZONBE2QBHEZTT. ) 2ATHE. (xi) B %E
IBE2EBELTVWTEH LKL, BERF. EREFRUMERTHS
BRAEBBNOBERINBIATORTFON BEI@EEBT 5 2{MD5T
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