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—C(R;) R, ; —~CO—NH- (®T-31)

(XH, R, KR, | &, #iEA—0E%kEET, )

TREINBE,

= (®Ir-32)

~Y, , ~CO-NH- (® I -32)

[, Y B FERE F4E XL, -NR, —& (R#. R, 2.

HIFEER—DBKEERT, ) 2%7, ]

TRANBH,

= (PI-33)

~NR’’ —-S0O, ~NH- (& I"-33)

(X, R™ 71X, MiEERA—DBENRZET, )

TRINBHE, Xid,
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® (®T-34)

~C (R,) R;,; ~-NH-SO, — (@ T -34)
(RX#, R, BKUR, ; 1. HiREA—DOEKEZRT, )
TRINBEZET,

BL. pECaRFEKIZ0ICARS T RN,

W.OEROBREOB TOR—ZEICBITS THEREA—0EBKRERXRT) &
.S HEROBRENEVICHIILAEANSMLEA—DERRKERT I LER
L., USEKOBREDOR TR, BRN2BHEDEBRKOHENFE —~TDH 2
N, ZOHEENTRIINABY Y HBIENSGEREFIACTH> TH., £I2o
THWTHENZEEBKRTHHDTH S, |
TREINLEHEBRLED ;

3. & (IID)

(-CorD—(e0)

[,
I. o 0,
= (IITA0-1)

(Yao)q
(XAo)p (I111A 0-1)

[,

1. A0WE. #EKSBE, XiI. FEKECARERT.

2. (X,o) , KBWT, X, , & FTHROA, BPSN, BETOWTH
MNOBICEENSEEEL, pid. 0. 1, 2XiF3Z2FKL., pA2LULDE
X, X, , 1 A—XEHREES,

(1)A,B:D, —R, —# [D, & (R, — (0) y =) A; N— (O)
o —E (R, Z. KEET. XE. CI-CLOT7IVFIVE. Xid, NaFy P RT
#=LUWER, —B, —# (R, &, C1-CLO7)bF V&, C3-CLOT Vo ZIVEX
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13C3-CLOT IV FoIVEZEL, B, &, AFTHE, FFE, AT 4 ZIVEX
BANBRDIIVEERZERT, ) TEHBEINZC-CI07IVFIVE, XiE, C3-CL0T )V
ro)VES, XL, C3-CIOP I IVF o VEERL, ki, OXiZ1Z&2&XL., A, &
. Ry — (CHR,) , — (B, =B, ) o+ —# {R; & KFRET. XiZ
CNOFVETFELLWER, —B, —# (R, XUB, &, #imELA—DEK
BET, ) TEBHBRINTDHIWCI-CI0T7IVFIVE, &, C2-C107 )V Z)bE
L XE. C-ClO7 IV FIVEZEL, R, & KEETF. C1-CLOT I FIVEX
iFe2-clono yILFINEEEL, mid. OXE1E2EKRL, B, & BERE. &
FIH, FAEXEF-N ((O) R, ) —# (R, & R, ER—XIF
HERD, R, EA—DEKZEL. nid, OXE1%2%KT, ) 2RL. B,
. BIVRZIVE, FAANVRINVEXZANFZIIVEEZRL, m™ &, 0X
iX1%2%FL, B, WANKIINEDEE, miZ0EARDMNADR, BWKBET &
MBI ERRW, ) EEL, kKR, OXE1ERT. 2EL, R, &, C1-C10
TIFLEEET, HEL. R, " R, ° N-R, —# (R, KUR,

. R, ER—XWEHERD. R, EA—0OEkREZXRL. R, &, #iiL&
A—0E%%2%7. ) 2<.1.D, R, ~# [D, & ¥V /& R,
Rl’NC(=N—(O)n~A1)—%(R1‘Rl’\n\&UAlﬁ\

B EE—DEWkREET, ). A, N=C (-OR,) —# (A, RUR, &
B ERA—D0E%EET. ) XIINH, —~CS—#H2%ZXKL. R, BHIEL&F
—DE%REET, ]. D, —R, & {(D; & ZbaEXER, OSSO, —
B (R, 1. #ifEA—0E®ZET. ) 2XL. R, &, #iRELA—OEK
2%7. } XII3R, 0SS0, —# (R, &, #ELA—DEKEZRT. ) Td
%,

(2)B, #:
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((a,) KBWT, E, &, BREZFLTbIWN., RAXEAREMO. 7
BHEXIIHEEBHED, 5~1 4BORMKRBIIERREZRL. R, &, Bl
LER—DOE%EERT, ) THD.

(3)C, B: NOF¥>YEF . R, - B, —# (R, RUB, & #mEF—
DEWEET, ). D, —R, % [D, &, KBEXIZA, —O0—% (A,
2. MRERA—OZWRERT, ) 2EL. R, FHEELA—DORKZERT. ]
. D, —# [D; . O0=C (R;) —# (R; & MREA—DOREKERT
)V A, — (0) , =N=C (R;) —# (A, . nkUR; &, Hiid&H
—DE%EET, ). R, - B, —CO—R, — (0O) , —=N=C (R;) —
# {R,. R,. nkUR, &, #iEA—0B®%ZEL. B, i, FFTHE
VFFEXE-N ((0) R, ) —# (R, RUmiA #MELA—DOE
k%9, ) #2%%., } . D, =R, — (0) , —=N=C (R;) —# (D,
. R,. nkUR, i&. #itLA—DEKZEXT, ) XidJR, A; N-N=C
(R,) —# (R, . A, RU'R, I, BiEA—DEKREERT. ) K7,
].R, A, N-O—R, —# (R, . A, KUR, &, #RREA—OEKZ
#%3,). R, (A, — (0) , =) N—% (R, . A; XU¥nX, HifZ&H
—DE%EET. ). D, —# (D, & #EELA—OEKZEXT. ) XiED
, — 2 (D, 3. MZEA—0OR%KERT, ) TERMBSNEC2-CI0T VT =)V
#

Th3,

(4)D, B :

(bo) @—

X IIREMO, EFEFED., 5~1 4B0ORMMKBRXIERREZRT . )

A
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(CO) Jo N—

(cy) —R, — %

((cy) KBWT, T, & BREFEFEEATH L., HFEHEKS -TER?R
“”U. R, W& Wit &EA—DE%ZXT,. ) . NiFEF. R, —B; —R
, —% (R,. B, RO'R, &, #is&A—0BE%kE=%£7, ). D, —R, —
# (D, RUR, 3. MEEA—0OEHREET. ) . D, —& (D, ik, A
EF—DE®EXRT. ). D, —R, —# (D, XU'R, . HiEEFA—DE
%k%E%7T.) . D, —% (D, i3. fMEEA—OE®EXT, ) XiID, —R
s — % (D; RUR, &, #iEA—DE®KEET, ) TEHBIN~ZC2-CI07
WF =)V E

TH D,

(B)E, #:A, —CO—R, —% |

ThHhsd. HL. A, WKBEDELE, R, L ETIHAWN,

[A, 1T,

(DA, —B, — &

{A; 1 KBEEF. Xi&. C1-CLO7IILFIVE, Xk, C2-ClonNa 7L )L
VX NO S VREFTEBRINTH X WC2-CL07 )V Z)VE, Xk, Ny
VERFTERINTHLNWE-CIOT I FIE, X R, , — (R,) . —
H (R, i, BEINTHEINWE-—TEROTY—ILEXEAFOTY—)
HEE2XRL, Ry, EUmIEHELEA—0EREZET, ) . Xi&. (b,) —R,
—# ((b,) RUR, . WiREA—0OBKEET. ). (c,) —R, —
% ((c,) RUR, . MEEA—0ZEKEET, ). R, - B, —R, —
%2 (R,. B, KUR, &, FMiftEA—0OEWREZET., ) . D, — R, —# (

- Dy RUR, W&, HiFLEA—DE®RZEXRT. ) . D; —& (D, 1%, Mt & A

—DE%%EHET., ). D, R, & (D; KUR, &, HiEELHA—DEHKZ
®#9.).D, —# (D, & mMELELA—DOEK®KELXT. ). D, —R, —#
(D; RUR, &, BimeA—0E%EET. ) HELEA, —SO, —R,
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2 {A, 1 (b,) —# ((b,) & #MELA—0&ERZ2ET. ). (
Co) —EH ((c,) 3. HMEELA—OEKREZET, ) XIFR, R, " N—-&
(R, RU'R, " &, ®#iffEA—0OENREZXRT. ) 28L. R, X, #iLEH
—DEWERT, } TERINAZCI-CLOTIFIEZERL,

B, & FFTE, FLEXE-N ((0O) , R,) —# (R, XU¥mi, #Hf
HEFE—DEW®RERT, ) 2ET. HL., B, WFFEDEE, A; BNKEERE
FTiRARN. } .

(ii)R, ~B, —~CO—-R, =B, —# (R,. B, KU'R, &, #ift&H
—QDEKEXRL, B, & B, LA—XEFMHERD, B, LA—DEKER
¥, {HL., B, NFFHDEE, R, WKERFTEEZV, ) XiED, —R,
—B, —# (D,. R, KU'B, . HiffEA—DEKZXRT. ) .

(ii) R, — SO, —NR, —# (R, i, #if&FA—0E®REXT., HL,
KEERTZR<. R, &, MiREFA—0OEKRZRT. ) .

(iv) (by) —# ((b,) & HiFREE—DOEKZEERT, ) .

W) (co) —F ((cy) W& FIRRER—DEKZET. ) X

vi)R; A, N—NR, ’ —# (R, . A, RUOR, ’ &, HiEL&HA—OE%
28T, ) 2EL. R, 3. NF EFTEBRINTDHRIWC2-CL0T VI =
Lo, XE. Q-Clo7 NV Fo LV OEERT, ]

(6) F,B: Ay, —B, R, ~# [A; & D, % (D, & #iELEHA
—DE%EHXET, ) . D, & (D, &, @iEELA—DREKZEXT, ) . D,
—% (D, &, #imEA—0EKERT, ) HELIEA, —SO, —& (A,
. B ERA—0OBRERT., ) TEBRINALC-CLOTIVFILE, Xid, R,
—B, —# (R, RU'B, &, #ifEA—0E%%E%XJ.) . D, & (D,
3, BiEREA—OEREZET, ) . D; — % (D & MifEA—DOEKZR
T, ) ZELLIZA, —CO—%# (A, &, WiEEEA—DEKEZRT, ) TE#
INAECI-CLOT I FINEEERL, By . B, & (B, &, fif&FA—DE
EEET, ) XIE—NA, —& (A, & #iRREA—0OEKZET. ) 2%&L
. R, i3, BEAXZCI-CLOY NV F VL EEERT, ]
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TH5

(7) G, ®: Ay —B, — R, —#

[As 1. (a,) =R, —# ((a,) ROR, &, MEZtRA—0Z%kE2E
T ) v X, C2-CLO7)V & Z)VE, XIE, C2-ClO7 )L+ )L E, Xk, No
FUEF. R, - B, —# (R, RUB, 13, Mt A—0Z%EET, ) .
Dy, —% (D; &, #ifd&LFA—0B®EET,. ). D, —# (D, &, pigEe&
F—DOBKZXRT, ) HELWEA, —CO—# (A, I3, BiRELA—0OE%%
KT, ) TEBEINECI-CLOT I Z)VE, XiE. Na»¥ EF, R, —B,
—%(RZ&UBlm‘wﬁtﬂ DE®RZERT., ) . D, —H (D, 1Z. #f
FLER—DBKEZERT, ) . —#& (D, &, #ifEEFA—DOEW®RZET. )
%L<MA2—CO—%(AZH\%%&ﬁ—@%%éﬁﬁo)fﬁﬁéht
C2-CLOT7 WFZIbE, XiZ, (b,) —H ((b,) X MZERA—0OZKk%:
KT, ) (cy) =% ((cy) i FMBEA—DOEKZET. ). D, —
%% (D, & #MifLMA—0BKZ2£T. ). D, —& (D, &, BifEm—»
BW®RZ2£T. ) HELLED, —#E (D, X #iLEA—0E%2ET, ) TB
HENEC-CLO7 IV r =)V, . D, — & (D, & MEEfA—0Z%k2
K9.) . D, & (D, & HREA—OE®ZET. ) HELZD, —#
(D, id, BIEEEM—DE®REET, ) TEHREINAZC-CIOT IV FoLEEE
L. B; XUR, %, HifBEERA—DEKZET, ]

Th5,

(8) H, B :

D, =N (=(0) , —A,;) —R; —# (D,. n. A, RU'R, i%. #i:
ER—DEH%RZRT, ) . D, —% (D, I, #ifc&EA—0ZkseET, HL
7/ EER<S.) . R, (R, (0O) ;) N-CR,’ "’ =N—-R, —
## (R;+ R, . nkUR, & MiEEFA—0&EKZEL. R, iZ. R
, ER—X3MRRD., R, LA—0ZE%KEET. ) . R, — (0) . ~N=
CR,” =NR, Ry —# (R,. n. R,’ . R, RU'R, I, MiE&HA
—DEW%EXT. ). R, -B; ~-NR; —CO—NR,’ —R, —# (R,
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.B;. R, R, KUR X mif&LA—DOEKEZRY. ). D, —CO
—NR, —R, —# (D, . R, BUR, i, RiFRELFA—DEKERT. ) X
A, —COCO—-NR, —Rg —# (A, . R, XUR, &, R &LFA—®D
BERZXRT, )

THbd,

(9)1, #:

A, =By =N ((0) ,R;) —Rs —# [A, & NOFUVEFTE#HS
NTHENCI-CLOT IV =)VE, C2-CL07 )V F ZIbE, 3-Clona 7 IV )b
#, R, B, R, —# (R, . B, KUR, & #ifREA—0OBKRZEZRT
s ).D,-R, —# (D, KUR, &, MiRELFA—DE%ZXT. ) . D;
—R, % (D, RUR, iZ. HiFB&EA—DOEKELT. ) . D, —R, — %
(D, RU'R, &, BiIEEERA—DEKZET. ). (b,) —R, —& ( (b
o) BOUR, &, MiftEA—0E®REET., ) . (c,) —Ry, —& ( (c,
) RO'R, X, #iRRER—0E%ZEZ£EY. ). D, —R, —& (D, RUR,
%, B ER—0E®kEXT, ). D, —R, — & (D, XKU’R, &, ®HiAZ &
H—0E%kz2%d. ). A, —SO, —R, — & (A, XU’R, &, HiEL&LH
—DEW%REET, ) XA, —CO—R, & (A, XU'R, &, ®iEL&F—
DEW%EET, ) 2RL. By &, IINWVKRZNVEXZFIANRZINEEZRL
. n. Ry BU'R, &, Bt &A—DEKEXT. ] . A; —CS—N ( (O
) oR,) —Rg —# [A,; &, AEEF. Xid, NaF VEFTEHRSINT
HEWNCI-CIOTILFILEEEL, n. R, RUR, IX. i &A—DEKRER
T, ] .

A, =B, =B, =N ((0O) ,R,) =Ry - [A, & NaF>
BEFTEREINTDHEINC-CIO7 NIy ZIIVE, NOF VEFTERINTDHE
WC3-CLO7 V= JVE. R, —B, — R, —% (R, RU'B, . #E&A
—OE%EEL. R, "I C2-CLO7IVFLoHEEET.) . D, ~R, -
# (D, RUR, ' . ME@EA—0&%kE%£T, ). D, R, —& (D
 EROR, . MEEA—0FE®EZET.) . (b,) —R,’ —% ((b
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0)&UR4’M‘%%&E~®§%é§TO)‘(co)—R4’—%((
c,) RUR, . BiREA—0OEKZEXT.) . D, ~R, ~& (D, X
@R4m‘%%&ﬁ~®ﬁ%€§?o)‘D3—R4’—%(D3&UR4’
. BEREE—0E%REET, ) XidA, —~CO—R, —& (A, kUR, &
L WEREFA—0E%REET. ) XL, B, & AFTE, FAEXIE—N
((0) .. R, ') —# (n’ & nEA—XEMRED, nEFA—OFEK
#%L. R, I MEEA—0BEKEXT.) 2XL. B, . n. R, RO
R, k. MiEEA—0OB®EXT. 1. Ay  —B,  —CS-N ((0),
R,) - R, —# [A; " &, C1-C107 )V F L EXFC2-ClonNa 7 IV FIVE 2
%L. B, & #imeA—0EKEZERL. n. R, FUR W& #fisc &F—
OEHEET. ] . A, —S—-B, —N ((0) ,R;) —Rg —# [A
s+ N, R; BRI, FEmEA—OEWRERL, B, & AR
B2 RoVEEET., ] XA, T —SO0, —N ((0) , Ry) —
R, —E[A, & C2-ClLO7)IVT ZIVE, NnNoy CREFTEBRSN7203-C10
Ty o VE. NAF VEFTERINTHEIWC-CL0TVFZIVE, R, —
B, —R,’ —# (R,. B, KUR,~ & HRRLA—OEKRZERT. ) .
D, R, —# (D, KUR, & B EA—DE%kERT. ) » Dy —
R4—%<D5&UR4M\ﬁ%&ﬁ~@ﬁ%%%?c)‘Dl—R4’—%
(D, RUR, " X #ieA—0&EKERT. ) . (b,) —R,~ —&
(b,) RU'R, . MmEA—OEKERT, ). (c,) —R, = —&
((c,) ROR, & #im&EA—0OF®#EXYT, ). D, ~R, —& (D
, ROR, . MEmEA—0&EKERT. ) . NO, —R, —# (R, W, #
HLE—OEWEET, ) XA, —CO—R, —# (A, RUR, & i
LE—0B%kEET. ) 2%L. n. R, RUR, &, MREFA—0ORKER
I

Thb,

(10)T ,BE:A, —CO—% (A, &, MELA—ORKEET. ) . Xi&
VA, —CS—# (A, . A, XiZA, 2%7T, ) . Xi&. Ay (O) 4
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N=C (A,) —# (A, " & A, XiFA; %ZRL. mEkUA, Aif
SEA—0B%EET., ) . XiX. D, —CO-%# (D, @& HiLA—DOK
kEHT, ) . XiF. A, —COCO—# (A, I, MEEA—DRKZRT
.) . X, A, —CO—-B,’ —Ry —# (A, XUR, &, BIELEFA—D
FErkAEEL, B, F. AFVEXFFIEEET. HL. B, T BLFTE
DEX, A, 1. A TidAal, ) . Xt Ay, —CS—B, —R, —# (
Ay, B, RUR, X & #ELA—0ERKEZERT. ) . Xid. A, 7
~S0, -B,  —R, —# (A, . B, KUR,I& & #E&FA—
DE%EET., ) . XiF. A, — SO, - B, —R; ~#E (A, B, &
UR, 1E. &, #ifeA—0BEW®EET, AL, A & KRETLRBIL
v, ) . XiF. A, —B,  -B,—B,  —R,—# (A, . B,
. B,. B, RUR,IZE X #ELA—0EKEXRT.) . Xi& (b
o) —E ((b,) R MEEA—DOEWNRERT, ) HLIWE (cy) —F (
(c,) i FMEHEA—DE®RERT, ) TEHRINALC-CLOT VT ZIVE
TH>,

(11) K, B: A, , -N ((0) ,R,;) —CO—-R, —# [A, , &
AEZEET EL. nidoTidawn., ). A, —S0, —# (A; "~ &,
MEERA—DBE®REET. ). A, — SO0, —# (A; &, #IRELA—DEK
2ET, HL. A, IF. AEETFEERLGAWV. ) . Ay T O—# (A, T
L HIEREE—OE®REET, AL, nX1TEAWV, ) . Ay " —& (A,
. M ER—0E®REET, HL, nB0DEE, A, " 2FR<. ) . R,
OCH, —% (R, i, #iieA—0E®E&T.) . A, ~CO—-R, ~#
(A, ROR, 1. #iftEA—DEKRZET, ) XiIdA, —CO-CH (CH
, CO—A,) —# (A, X, MiELLA—DEKEZRT. ) 2&RL. n. R,
BUR, W, MEEA—0BEREET, ]

TH5,

(12) Ly®:A,, —-N (), ,R;) SO, —Re-&I[A,,
S 3. KEET EL. nl20THAN, ) . A, T O—# (A, 1. B
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ERI—DEW®RZET., AL, nlZ1TiEAEW. ) . Ay —% (A’ &, 81
HERA—OEKERET, AL, n20DEE, A, " 2H<.). R, —CO
—% (R, &, #ifEFA—DE®REZEXT. ). A, —~CO—R, —H (A, &
OR, 1%, BifEA—0OE%EXT. ) XiFA, —CO-CH (CH, CO-
A,) % (A, X WMiEEA—DOE®RZERT, ) kL. n. R, XUR,
2. miftER—0OBKEEXRT. ]. Ay " R; N—=SO, —N ((0O) , R
L) —Re —F&H [A, "7 &, KBRFXIFA, " —# (A, X ®i&
R—DEWKZET, ) 2%XL. R, . n. R, KUR, &, Ai&EFA—DE
wEERT, ] XX (b,) —SO, =N ((O) , R, ) Ry —# [ (b
o) » Ny R, 7 RUR, & HiftEFA—DE®RZERT, ]

(13) My ®: R, (R, S) C=N—R, —# (R, . R, RUOR, 3.
MifmEFm—DENKE&£d, ). R, B(R,  B’) C=N—-R, —# (R,
RUOR, . fMEEA—OBE®EHL, R, & R, EA—XEHERD,
R, &, A—0&EKEEL., BROB’ 3. A—XFHERD. 3+ IHEXZ
FAHEEHT.) . R, R, " N— (R, S) C=N-R, ~# (R, . R,
"V R, XUOR, &, #ic&EFA—DEKZEXT, ) . R, N=C (SR, ) —
NR, —Rs —# (R,. R,. R, RUR, I MBEIA—OE®REX
F.) XiZR, (R, O) N—R, —# (R, . R, ' ®RUR, I, &t &
B—DEW®REZERT, )

Th5b.

(14) Ng®:A,, —P (=0) (OR,’) —R, —%[A, , & R
. —# (R, 1%, Mif&EFA—0DE®RERT., ) . R, O—Rg ~& (R, XU
R, & BiEEA—0BE®kE#Y. ) XIdR, OCO—-CHR, ~# (R, &
OR, I, MEREA—0&E%EET. ) 2%L. R, ' ROR, . LA
—DE®RZEZRT, ]

Th5.

3. (Y, ,) o GBWT. Y, o W FEOX, BEUY, BOEEEL,
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ald, 0, 1, 2XiE32KL. p (pid, FILLFA—DEBEKERT., ) & ¢
EDMIT3LLTFTHD, a2 EOEE, Y, , BWH—XEFHERD, g
2ULEDEE, BELTWS 2O —-XITHERD Y, , & Z, BOoE2Z
BRLUT. AOREMHEELTHXN,

(1)X, & .

M, #[M, . R, " #R, B.NOFUETTEHBRLEINTHIWNCI-CL0
TIFINEERT, ) . NaF 2 RF, b, 7 H KBE. R, —
B, —Ry —# (R, &, NaF VEFTERINTHIWCI-CIOTILFILE
ZEU, B, g, FIE, FAE, AN T4 ZNEXZANFZDIVEREEL
v R & BEAEXIIC-CLOY IV F L EE2ET, ) . HOR, —# (R4 &
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KOR, &, WEEA—0EKZET. ) . (¢) ~R, —# ( (¢) RUR
LI BIEEEA—0E%REXYT. ). D, —R, —# (D, RUR, . #&
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SIVE NOFVEFTEBRINTHINWCE-CI07 NVFZI)VE, R, — B, —
R, —#(R,. B, XU’R,’ i, Fi&FA—0OEK,EZXRT, ). D, —
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FESV=INER, AFFV N, AVTFYY-IVR, FTV-IE 1Y
Fy— B, 7SPVE,. 1, 2, 5-FTIIOF7V-INRENHTLN. F
EHROBBELTIE. Al ROEVE, BUDCER, EUSFD VR, Y
IVUR,.ESVVE. 1, 3, 5—-FNUTTYVR, 1, 2, 4—-bUTDr
RENBITOENS,

R (D ~ V) TRINZFERBLED AT, E&® (D ~ (V) L. .

TZEbHB) . TS OR\ELHFAIND ZED, ARFICERT . REZ
EFREINS BHER. e (D ~ (V) (BF, *ERLEY LET &
HH5) O, EREIOE. AHEBREOE, BEREEZEOEXEZIHERERE LD
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HeEaRT, BEBIOEEE., AL EHBE RUKEREENHT 5N,
FHBEOE LR, AR, HRE, REERESNH TN, BHERELO
W, FlE. AUTLAE, FRUDLAEENDT SN, AHEEEOEE
. B, VDU, BIVKRY VEERHITEN D,

&y (1) BRX (1) oY, DEDIBHBEBMEY , BHiITBWT, T6-1
0EROT7VU—IE] Lid, BEXBIEEROFELERILARREZBTEZER
U, Bz, ooV, 1—-FT7FIE, 2—FT7F)IVE, 6 -1 2F2)
HEnHTon, T5—10BEHOATFOTY —)VE] &3, BEBEBXIEES
DHEHERRZRTEZEL. XX, 2—-T7UNE, 3—-TJUNE 2-
FLoNVE, 3—~FLoNE2-EBUDIE, 3—EBUDIE 4-EUDI
H, 2 —F/UNEENH TN, [RENKEEEZEALATHINI -1 08K
DRIAREE LU BERRZRTE) L3, BERXEIEEREZE A, 2 -3
ZEANFEZIVE, 2 —FBNFRUZIE, 4-ERUDIEENBITLEN,
NOFEBEXER—-XIEHERZEROREOM, —ETEBREINTDH XN,

& (1) B (1) Y, DEDDIBBEMHEZ  BITBWT, TARE
T BE) 1. NaFUET. CI-CL07 IV aF &, C3-CLOT IV bt
TELC-CIOYINFoINAFTE, WIVKRZIVE, FEHINRZIVE, 52
B, FAE AN T4 ZNWVEEZELLBANKTZIIVENSZBIEINS, BEEXLA
—XIZMHBERIEBRORFXIIELZFELTHXI N,

&y (111) DX,  DEDDHEBEHMEE, HOR, , KBWT, TE#H
ENTHEINWS - TEBRBOTY—VEXEIATOT Y —)VE] &k, BRXX
EROEBHERIEKBREZRTEXIERXIIEAROASFEERRE R
THEEZEL, fIZE, JzoVE 1 —-FI7FINE 2—-FTFI)IE 6 -1

CUHFZIE 2—-TJUNE, 3-TUNE, 2—FINE, 3=FI)E

2—BUDIE, 3-BUDINE, 4-EBUDNVE, 2-FJUIEERD
o, INSIREEXEIRA—XEHERERELOMLOM, —£TEHRIN
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ft&w (1) . dD) kX (ID . Y, BOY, , DEDIHIZBEHREY,
HO (dy) BT, THNWRDIIWEXZFA IR ETERIN, B
W FFTVE, FAE, -NR, -# (R, 1%, AiRREFA—DERERT, )
AT A ZNWVEELUKBANTZNVETEREINTHEINWE -1 2 EO R
KRBEZRTIZ. REETFO—DXIEHELEN., INVARZINEXRZFFHIVER
ZIETEZRAILGN, B, RERTO—DXIIERD, FFE, FFE
. —NR, -# (R, &, WifRERA—DE®RZET. ) . ANTLZIHEEL
EFEANWFZINVENSBEN =, BERXERA—-XIIHERSEROETE EH
AENTHENE -1 2BORIKBRZRTILEEZRT,

Bem (D . (D RG (1D O, Y, KBY, , D058 BHEY,
BHO (ey) ITBWT, THIVEKRZNE, FAHIRZIINE, TFE, FF
., —NR, & (R, . MRBEA—DEKZET. ) . AT ZIVEE
USRRANKZNETEBRINTDHDINS -1 2EBEDORIKERZRT, | &
i REBERERTFO—DXITEEN, ANKRZIVE, FETANVRDIVE, FFIE
. FFAE, —NR, -# (R, . #iRREA—DOE®RZET, ) . ANT1=
WEELUSIZANETZINVENSRBIEIN 2, BERXEFE—XIHER 2B R OE
TEEMALNTDH DIV -1 2EB0RIMKEREZRT I EEZERT,

L& (IV) O, X, DLVI5BHMEBHD (a) TBWT, TFFTH
CFFE ANT 4 ZVEE, ANKZINVEELLKIE-NR, T —# (R, " &
B ER—DBE%REZET, ) TEBRINTHIWCI-CLOT I FL H] &iF
 RERTO—DXRERN., AFTE, FAE, 20V T4 ZIVE, AR
NWEEULKIZ-NR, —# (R, & #ELELA—DEREZRT, ) Hho&E

BN, BEXREFE=XEHEERRLIEROETEEHA SN THLNCL-C10---

THWFLIOEZEL, SR FFIHE, FAHE, AN T4 ZIVE, AR
HEELLSIE-NR, ™ —# (R, & #Esfl—0B®RZERT, ) TEHEI
NTHENCI-CLOT NI L PE] Eit. REETO—DOXIZEEN. 53
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H, FAE, AT ZWVE, ANKFZNVEFLLIE-NR, " —# (R, ’
X, BAIEREFR—DOBEKREZERT, ) oBIEINL., BEEXER-XIIHEERSH#E
BOETBEZHRIASNTHLINWC-CLOT N TV EERERT,

ft& (IV) O, X, DLV 2B HMEDEHD (b) TBNWT, TAFIVE
CEFRVE, FAE, ANT 4 ZVE ZANVFIIVEELUSIE-NR, —E (
R, & Fift&EF—DEKREZERT, ) TEHRINTHLIWCI-CIOTIVFL EH
1 &F REEFO—DXIZEBENAFNETERINTO LN, XiE, KRR
RFO—DXIIEEMN, TFTHEH, FFE, ANVT 4 ZIVE, AINFZINVESE
ULKIE—NR, —# (R, &, #iflEA—0ORBKEZRT,. ) DoBEINE, B
BXEFA—X SRR EROETEEHA SN TH X NC2-CLOTIVFL >
HE2RL, TAFINVE, FFIE, FIE AT 0 ZIIVE ANRZDIIVESE
ULLIZ—NR, —# (R, &, AifREFA—0OE®REET., ) TEHINTDHX
We2-CL0T Vo =L ) &k, REEFO—DXIIEBNAFINETERS
NTHEV, Xid. RERTFO—DXEHEN, TFIE, F4E, 2T~
ZIVE, 2RV EELLIE-NR, —# (R, . #iREA—0&EKkz2E
T ) MHERIENE, BERXIA—-XEIHERZERORETEERZIOSN TS
FWNC2-CLOT NI =L o HEEET,

ke () RO (D) OY, DEDSBX, B, Y, BROZ, BICET
BHEE, 4, TROEK24., £25KUE2 6ITHRT 3,

k& (1) OX, , DEVSBA, B, B, #. C, B. D, B. E,

BE, F, BE. G, B, H, B, I, 8. J, 8. K, 8. L, B M, BEO

N, BlIcET2H%, . £4, FTHOX1l, £2. £3, X4, £5~8., %
9~12,%13~16, £17, £18, %19, %20, F21., %22
BROFE23ICHFRL.. Y, , DEDDIBX, BE. Y, BERUZ, BlcBT 5% -
2, &, TEDE24, X25KVPER26IITHRL. Q. , KUT, , &,
Bx, FTROE2T~E28KUE2IART S,

e (IV) X, DEDSHAR., BRE. C#. D&, ER. F#. G
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CHEE, TE. B, KB, LB MBERONBCETIHEZ., . &4, T
DFE1, 2., £33, £4, £5~8, £#9~12, £13~16., K17,
£18, £19, %20, €21, 22ROCE23ITHARL. Y, DEDD
HXEE, YREVCZBICET EZ, £4, TitDE24., X25KUEK26
KHIRL. Qu ROT, &, &%, THOER2T7T~FK28RUOE2 9ITHRT
%,

BIRDD. A, B~N, BECAR~NRIIEB T ELZ, DTOXR1~%2 3
WHIRT BN, BABEENTEZEDOBSETOLETORMESEEKEZEKL.,
HERENTERREOBERLIOETCOELERNEGKZERT 5,

A, BECABRICETS HEHZ, X1 ITHIRT 5,

=1

No. e

A—1 — CH,0ONH,

A—2 — CH,0ON (CH, ,

A—3 —~CH,ONHCOCH,

A—4 ~CH,NHOCH,CH=CH,
A—5 —~CH,CN

A—6 ~CH,CH,CN

A—7 —~CH,CH,C (=NH) NH,
A—38 ~CH,CH,C (=NCH,C=CH) N (CH,) ,
A—9 —CH,C (=NH) NHCOCH,
A—10 |-CH,C (=NOCOCH,) —NH,
A—11 |—-CH,C (=NCOCH,) —OCH,
lA-12 |—-CH,CSNH,

A-13 |—-CH,NO,

A—14 |—-CH,SO,H

A—15 |—-SO,H
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B, BAUBHICETHHEZ, R2ITHlRT S,

o~ p

*®2
No. 378 No. e
O
B-2 /ﬁg? B—5 /W%CEP
=—\_ N—CHs =\
O
(o]
B—3 B—6

Co BMRUCBIETsHE, X3 ICHRT S,

PCT/JP2007/060746
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No. H

c—1 —CH=CF,

C—2 —CH=CHOCH,

C—3 —CH=CHSCH,

C—4 —~CH=CHSOCH,

C—5 —CH=CHSO,CH,

C—6 —CH=CHCH,OH

C—7 —CH=CHCH,OCOCH,

C—38 —CH=CHCHO

C—9 —~CH=CHCH=NCH,CH=CH,
C—10 |-CH=CHCH=NOH
C—11|—-CH=CHCH=NOCH,COOCH,
C—12 |-CH=CHCH=NOCH,CN
C—13 |-CH=CHCH=NN (CH,) ,
C—14 |—CH=CHCH=NNHCOCH,
C—15 |—-CH=CHCOCH,

C—16 |—CH=C (CH,) COCH,

C—17 |—CH=CHCOCF,

C—-18 |-CH=CHCH,ON (CH,) ,
C—19 |-CH=CHCH,ON (SO,CH,;) CH,
C—20 |-CH=CHCH,N (CH,CH=CH,) ,
C—21|—-CH=CHCH,N (OH) CH,
C—22 |-CH=CHNHCOCH,

C—23 |-CH=CHCN

C—24 |—CH=CHC (=NH) N (CH,) ,
C—25 |—CH=CHC (=NH) NHOCH,
C—26 |-CH=CHCSNH,

C—27 |-CH=CHNO,

C—28 |-CH=CHSO,H
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£ 4
No. H
D—1 —CHzcECCHg-NCO
D— 9 —CHZCECCHQ-NZN

N
D—3 —C=C1
D—4 —C=CCH,SCH,
D—5 —C=CC (CH;) ,0H
D—6 —C=CCH,0COOCH,
D—7 —C=CCH=NCH,
D—8 —C=CCH=NOCH,
D—9 —C=CCH=NN (CH,) ,
D—10 | —-C=CCH,ON (CH;) ,
D—11 |-C=CCH,N (CH;) ,
D—12 |-C=CCH,CH,NO,

E, BROEBICET 28%, 25~%8 ICHRT 3,

PCT/JP2007/060746
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No. £

F-1l |—-CH=CHCOOCH,

E-2 |-CH=CHCOOC,H,

E-3 —~—CH=CHCOOCH,CH,C1

E-4 —CH=CHCOOCH,CF,

E-5 —CH=CHCOOCH,CH=CH,

E-6 —CH=CHCOOCH,C=CH

E-7 —CH:CHCOOCHzCHg—ND

-8 ——CH:CHCOOCHQCHZ—N\/:,\]

B9 |—-CH=CHCOOCH,CH,O0CH,

E-10 |-CH=CHCOOCH,CH,SCH,

E-11 —CH=CHCOOCH,CH,SOCH,

E-12 |-CH=CHCOOCH,CH,S0O,CH,

E-13 —CH=CHCOOCH,CH,OH

E-14 —CH=CHCOOCH,CH,0SO,N (CH,) ,
E-15 |-CH=CHCOOCH,CH,COCH,

E-17 |~-CH=CHCOOCH,CH,ON (CH,) ,

E-18 |- CH=CHCOOCH,CH,N (CH,) ,

E-19 |~-CH=CHCOOCH,CH,N (OC,H,;) C,H,
E-20 ~—CH=CHCOOCH,CH,NHCOCH,;,

91 |-CH=CHCOOCH,CH,N (CH,) COCH,
E-22 —CH=CHCOOCH,CH,NHCOOCH,CH,OCH,_,
E-23 —CH=CHCOOCH,CH,NHCOSCH,CH=CH,
E-24 |-CH=CHCOOCH,CH,NHCONHC,H,
E-25 |-CH=CHCOOCH,CH,NHCON (CH,) ,
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No. | %

E-26 | —-CH=CHCOOCH,CH,NHCON (OCH;) CH,

E-27 | —-CH=CHCOOCH,CH,NHCSNHCH,CH,C 1

E-28 | —-CH=CHCOOCH,CH,NHSO,N (CHj;) ,

E-29 | —CH=CHCOOCH,CH,CN

E-30 | —-CH=CHCOOCH,CH,;NO,

E-31 | - CH=CHCOOCH,CH,SO;H

E-39 | —CH=CHCONHCH,CH,SO>—N )

E-33 | —CH=CHCONHCH,CH,SO,N (CHj,) ,

E-34 | - CH=CHCOSCH,j,

E-35 | - CH=CHCON (CH;) CH,C=CH

E-36 | -CH=CHCON (OCH;) CH,

E-31T| —-CH=CHCONHOCH,

E-38 | —CH=CHCONHOCH,CH=CH,

E-39 | - CH=CHCOOCH,COOCH,

E-40 | —~-CH=CHCOSCH,COOCH,

E-41 | —~-CH=CHCONHCH,COOCH;,

E-42 | -CH=CHCONHCH,CON (CH3;) ,

E-43 | - CH=CHCONHCH,CN

E-44 | -CH=CHCONHCH,C (=NH) N (CH,) CH,CH=CH,

E-45 | —-CH=CHCONHCH,C (=NH) NHOH
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No. e
E-46 —CH=CHCONHSO,CH,
E-47 —CH:CHCO—NQ
E-48 “‘CH:CHCO—NS
E-49 —CH=CHCO—N )
E-50 —CH=CHCO—N />
E-51 —CH=CHCO—N O
n_/
CHg
E-52 —~
—CH=CHCO —N 0]
CHj
_ —CH=CHCO—N S
E-53 | ;
— —CH=CHCO—N S=0
E-bH4 \ )
/ N_O
E~55 —CH=CHCO—N S\(

(
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#* 8
No. o

—CH=CHCO—N  N-CH
E-5H6 = | , 3
E-oT ——CH:CHCO——<:::)

e

E-58 —CH=CHGCO ——~N4<\DN
E-59 —CH=CHCONHN (CH3,) ,
E-60 —CH=CHCONHNHCOOC,H;
E-61 —CH=CHCONHNHCSNH (c) C;H,,
E-62 —CH=CFCOOCH,

F, BEOTFHIIET S ESE, RI~K1 2HRT D,

PCT/JP2007/060746
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No 8

F—-1 —OCH,CH,OH

F—2 ~OCH,CH,CH,OH

F—3 ~CH,O0CH,CH,O0H

F-4 |-OCH,CH,0CON (CHJ) ,
F—5 ~OCH,CH,ONH,

F—6 ~OCH,CH,N (CH,) ,

F—7 ~OCH,CH,CH,N (CH,) ,

F—8 ~OCH,CH,N (OCH,) CH,
F—9 ~OCH,CH,NH,

F-10 |-OCH,CH,NHCOCH,

F—-11 |-OCH,CH,N (CH,) COCH,
F-12 |-OCH,CH,NHCOO (t) C,H,
F-13 |-OCH,CH,NHCOSCH,CH=CH,
F-14 |-OCH,CH,NHCONHC,H,
F—-15 |~OCH,CH,NHCON (CH,) ,
F-16 |—OCH,CH,NHCON (OCH,) CH,
F-17 |-OCH,CH,NHCSNHCH,CH,C I
F-18 |-OCH,CH,NO,

F—-19 |-OCH,CH,SO,H

F-20 |~OCH,CH,CH,SO,H

F-21 |-OCH,CH,CH,CH,SO,H
F-22 |-OCH,CH,NHSO,N (CH,) ,
p;— 2 3 ——OCHZCHQSOZ—NCO

F-24 |~OCH,CH,OCH,

- 25

~OCH,CH,S CH,
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No. H

F—26 |-OCH,CH,SOCH,

F-27 |-OCH,CH,SO,CH,

F—28 |-OCH,CN

F-29 |-OCH,C (=NH) NH,
F—-30 |-OCH,CSNH,

F-31 |-OCH,COCH,

F—32 |~OCH,COCF,

F-33 |-OCH,CHO

F-34 |~OCH,CH=NOCH,C=CH
F—-35 |~OCH,CH=NN (CH,) ,
F—36 |—OCH,COOH

F-37 |~OCH,COOCH,

F—-38 |~OCH,COOCH,CH,C I
F-39 |-OCH,COOCH,CH=CH,
F—40 |~-OCH,COOCH,C=CH
F—41 —OCHQCOOCHQCHZ—ND

F—49 |—0CH,COOCH,CH, —N\/:,“

F—-43 |~OCH,COOCH,CH,OCH,
F-44 |~-OCH,COOCH,CH,SCH,
F—45 |~OCH,COOCH,CH,SOCH,
F-46 |~OCH,COOCH,CH,SO,CH,
F-47 |-OCH,COOCH,CH,OH
F-48 |-OCH,COO (CH,) ,OH
F-49 |-OCH,COOCH,CH,0SO,N (CH,) ,
F-50 |~-OCH,COOCH,CH,COCH,
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No. 5=

F-51 |-OCH,COOCH,CH,ON (CH,) ,

F—52 |-OCH,COOCH,CH,N (CH,) ,

F-53 |-OCH,COOCH,CH,N (OC,H,) C,H,
F-54 |-OCH,COOCH,CH,NHCOCH,

F-55 |-OCH,COOCH,CH,N (CH,) COCH,
F—-56 |-OCH,COQCH,CH,NHCOOCH,CH,0CH,
F—-57 |-OCH,COOCH,CH,NHCOSCH,CH=CH,
F-58 |-OCH,COOCH,CH,NHCONHC,H,
F-59 |-OCH,COOCH,CH,NHCON (CH,) ,
F-60 |-OCH,COOCH,CH,NHCON (OCH,) CH,
F-61 |-OCH,COOCH,CH,NHCSNHCH,CH,C
F-62 |-OCH,COOCH,CH,NHSO,N (CH,) ,
F—63 |-OCH,COOCH,CH,CN

F—64 |—-OCH,COOCH,CH,NO,

F-65 |-OCH,COOCH,CH,SOH

F—66 —OCH,CONHCH,CH,S0, —N/\___>

F-67 |-OCH,CONHCH,CH,SO,N (CH,) ,
F-68 |-OCH,COSCH,

F-69 |-OCH,CONH,

F—70 |-OCH,CONHCH,

F—71 —~OCH,CON (CH,) ,

F—72 |-OCH,CON (CH;) CH,C=CH

F—73 |—-OCH,CON (OCH,;) CH,

F-74 |-OCH,CONHOCH,

F-75 |-OCH,CONHOCH,CH=CH,
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No. %

F—76 |[—OCH,COOCH,COOCH,
F—-77 |[-OCH,COSCH,COOCH,
F—-78 |—OCH,CONHCH,COOCH,
F—79 |-OCH,CONHCH,CON (CHjy) ,
F—-80 |-OCH,CONHCH,CN

F—-81 |-OCH,CONHCH,C (=NH) NH,
F—-82 |—OCH,CONHSO,CH,

F—8 3 _OCHQCO_NCS

F—-84 |-OCH,CONHN (CHj3) ,

F—85 |-OCH,CONHNHCOOC,H;
F—86 |—OCH,CONHNHCSNH (c) CzH,,
F-87 |-SCH,CN

F—-88 |-CH,SCH,COOCH;

F—-89 |—CH,SOCH,COOCH,

F-90 |[-CH,SO,CH,COOCH,

F—-91 |-NHCH,COOCH,

F—-92 |-NHCH,CH,N (CH,) ,

F-93 |-N (COCH;) CH,CH,0OH
F—-94 |[-CH,OCH,COOCH,;

F-95 |—-CH,SCH,COOH

F-96 |[-CH,SOCH,COOH

F—97 |-CH,SO,CH,COOH

G, BROGHRICETAESE, £13~%1 6ICHIRT 5.
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No. = No. H
G—-1 /Q/=§l G—4 /QJ:<:>
0
0
G—2 /QVFJ;kcm G—5 /QJE%:>%
0

G—3 /QJ:<:> G—6 /QJ=<:ﬁ£m
No. A

lG—7 ~OCH,CH=CH,

G— 8 —OCH,C=CH

G—9 —OCH,CH=CHC

G—10 [—-SCH=CHOCH,

G—11 —-S0O,CH=CHOCH,

G—12 |—OCH=CHCOCH,

G—13 |[—OCH=CHCHO

G—14 |-OCH=CHCH=NCH,CH=CH,
G—15 |—OCH=CHCH=NOCH,

G—16 |—OCH=CHCH=NN (CH;) ,
G—17 |—OCH=CHCN

G—18 |-OCH=CHC (=NH) NH,

G—19 |—-OCH=CHCOOH
1G—-20 |-OCH,C=CCOOH
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%

—OCH=CHCOOCH;,

—OCH=CHCOOCH,CH,C1

—~OCH=CHCOOCH,CH=CH,

—OCH=CHCOOCH,C=CH

oRIoRIn I NIn!
|

INSI BACT B AT B \C I W)

(@2 B TN U B NI

—OCH=CHCOOCH,CH,—N )

—OCH=CHCOOGCH,CHs —N\/j\l

—OCH=CHCOOCH,CH,O0CH,

—OCH=CHCOOCH,CH,SCH,

—OCH=CHCOOCH,CH,SOCH,

—OCH=CHCOOCH,CH,S0O,CH;

—OCH=CHCOOCH,CH,0OH

—OCH=CHCOOCH,CH,0S0O,;N (CHj;) ,

—OCH=CHCOOCH,;CH,COCH,

l

—OCH=CHCOOCH,CH,ON (CHj;) ,

—OCH=CHCOOCH,CH,N (CHj) ,

—OCH=CHCOOCH,CH,N (OC,H;) C,H,

~QOCH=CHCOOCH,CH,NHCOCH,;

—OCH=CHCOOCH,CH,N (CH;) COCH;

—OCH=CHCOOCH,CH,NHCOOCH,CH,O0OCH;

—OCH=CHCOOCH,CH,NHCOSCH,CH=CH,

—OCH=CHCOOCH,CH,NHCONHC,H;

—OCH=CHCOOCH,CH,NHCON (CH3;) ,

!

~OCH=CHCOOCH,CH,NHCON (OCHj3) CH,

l

Qoo |0|0|0|0 0|0 |0 |0 |00
l

B s [ [ (o {w fw [w | |w jw |w [w [w NN

A o[- lo || |w o ol |w | |- oo (e [N

—~OCH=CHCOOCH,CH,NHCSNHCH,CH,C 1

G—45 | —-OCH=CHCOOCH,CH,NHSO,N (CH,) ,
G—46 |-OCH=CHCOOCH,CH,C (=NH) NH,
G—-47 |-OCH=CHCOOCH,CH,NO,

G—48 |—OCH=CHCOOCH,CH,SO,H

PCT/JP2007/060746
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No. F

G—4 9 | —OCH=CHCONHCH,CH,S0,—N )

G—5 —OCH=CHCONHCH,CH,SO,N (CH,) ,

G—5 —OCH=CHCOSCH,

G—5 —OCH=CHCON (CH,) CH,C=CH

G—-5 —OCH=CHCON (OCH,) CH,

0

1

2

3

G—54 —OCH=CHCONHOCH,

- :

6

7

8

9

G—5 —OCH=CHCONHOCHZCH=CI—I2
G—5 —OCH=CHCONHCH2COOCH3
G—5 —OCH=CHCONHCH,CON (CH,) ,
G—5 —OCH=CI—ICONHSOZCH3
/7 \
_ —OCH=CHCO—N §
G—5 L
G—60 —OCH=CHCONHN (CHS) 9
G—61 ~OCH=CHCONHNHCOOC2H5
G-62 |~OCH=CHCONHNHCSNH (c) C,H,,
/ N\
G—6 3 |—OCH=CHCH,—N 0O
S
—OCH=CHCH, —N~ N
G~ 6 4 2Ny,
G-65 |-OCH=CHCH,OCH,
G—66 —OCH=CHCHZSCI—I3
G—-67 |~OCH=CHCH,SOCH,
G-68 |[~-OCH=CHCH,SO,CH,
G—69 —OCH=CHCH,OH
G—70 —OCH=CHCI—IZOCOCH3
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Z | W
o |+~
o

S

~OCH,C=CCH,0H

—OCH=CHCH,ON (CHj) ,

—OCH=CHCH,N (CH,) ,

—OCH=CHCH,N (CH,CH=CH,) ,

—~OCH=CHCH,N (OH) CH,

—OCH=CHCH,NO,

—OCH=CHCH,SO,;H

~-SCH,CH=CH,

—SOCH,CH=CH,

~-S0,CH,CH=CH,

—SCH=CHCOOH

—CH,NHCH=CHCOOH

—~CH,OCH,CH=CH,

Sl ol oI o IsIIoN (SN ION ISR IO RN IO RN IORE IORR LD
I

|
o oo |0 |oo oo [N [N [N N (NN N NN
A lw v |~k o o | |N o jo | |w o |

—CH,OCH=CHCOOH

H, BEROHBICRT 2%, £1 7 CHRT 5.,
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No. H

H-1 —~CH,NHCN

H—2 —~N (COCH,) CN

H-— 3 —~NHC (=NH) NHOH

-4 —~NHC (=NH) N (CH,CH=CH,) CH,
H-5 —C (=NH) NHCH,CH=CH,

H— 6 —~N=CHN (CH,) ,

H—7 ~N (CH,) C (CH,) =NOCH,C=CH
-8 ~NHCONHCOCH,

H-9 ~NHCONHSO,CH,

H-10 |—-NHCOCN

H-11 |-NHCOCOOCH,

H-12 |-NHCOCOOH

I, BEOIRICET2E%E, £1 8ICHART 5.
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N o H

1 —1 ~NHCOCH=CH,
-2 ~—NHCSCH=CH,
-3 —~NHCOCF=CH,
—4 —NHCOC=CH

—~NHCOCH,OCH,

—~NHCOCH,COCH,

—NHCOCH,OH

—NHCOCH,N (CH;) CH,C=CH

—~NHCOCH,NHCOCH,

—NHCOCH,COOCH;

~NHCOCH,CN

—NHCOCH,SO,N (CHj,) ,

~NHCSCH,

—~NHCSCH,N (CH,) ,

~NHCOOCH,CH,0CH,

—NHCOOCH,CN

~NHCOOCH,CH,NO,

—NHCOOCH,CH,NHCOCH,

—NH (CS) OCH,

—NH (CO) SCH,

—~NHC SNHCH,

—~NHSO,CH=CH,

|
Do
oclo | |[w|o v b | |w | |~ o (o | |(N oo |k w v (F|o

—NHSO,CH,CN

~31 |-NHSO,CH,NO,
-32 |-NHSO,CH,COOH
~33 |-NHSO,CH,COOCH,
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J, BEORTHICBET HEZ, K1 IKTHRT S,

=19

No. A

J—1 —COCH=CH,
J—=2 —COC=CH

J—3 —COC=CCF,
J—4 —COCH,S CH,
J—5 —COCH,OH

'J—6 |-COCH,N (CH,) ,
J—7 —~CSCH,

J—8 —CSCF,

J—-9 —CH=NCH,
J—10 |—CH=NOCH,
J—11 | —COCN

J—12 |—COC (=NH) NH,
J—13 |—COCOOCH,
J—14 |—CH,OCON (CH,) ,

K, BEOKBICBETAHE, £2 0 KART 5,
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No. H

K—-1 —CONHSO,CH,

I

—CONHOH

—CONHOCH,;

—~CONHOCH,CH=CH,

~CONHCH,CH,0H

—~CONHCH,CH,0CH,

—~CONHCH,0CH,

—CONHCH,CH=CH,

—CONHCH,C=CH

—CONHCH,CN

I N i L A B P B e R T B T B I

I

I
= = o oo |~ Jo [on | |w |

—CONHCH,COOH

~

—CONHCH,COOCH;,

~

—~CONHCH,CONH,

™~

~CONHCH,CONHCH,

~

—CONHCH,CONH (CH3,) ,

>~

—CONHCH (CH,COOH) COOH

~

—~CONHCH (CH,COOCH,) COOCH,

~

| I I [ | I I
O e e O e O
oo TN IE N e >N o 2 N > NER O LI N AC T ) )

—CONHCH,CH,N (CHj3) ,

L, BEOLBIZETSEZ, 2 LITHART S,
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No. £

L—-1 —SO,NHOH

L—2 ~SO,NHOCH,

L-3 |-SO,NHOCH,CH=CH,
L-4 |-SO,NHCH,CH,0CH,
L-5 |-SO,NHCH,CH=CH,
L—-6 —SO,NHCH,C=CH

L-—-7 —SO,NHCH,CN

L-8 |-SO,NHCOCH,

L—9 —SO,NHCH,COOH
L-10 |-SO,NHCH,COOCH,
L-11 |-SO,NHCH,CONH,
L-12 |-SO,NHCH,CONHCH,
L-13 |-SO,NHCH,CON (CH,) ,
.L-14 |—~SO,NHCH (CH,COOH) COOH
L-15 |-NHSO,N (CH,) ,

M, BEOCMBICET S HEZ, X2 2THIRT 3,
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No. H

M—1 |—-N=C (-~SCH,) CH,

~N=C (-OCH,) OCH,

—~N=C (-SCH,) OCH,

~N=C (—SCH,) SCH,

—N (CH,) C (-—SCH,) =NCH,

~N (CH,) OCH,CH=CH,

M— 2
M- 3
M— 4
M—5 |-N=C (~SCH,) NHCH,
M- 6
M— 7
M- 8

~N (CH,CH=CH,) OCH,CH=CH,

N, BEONBICET 252, %2 31ICHRT 2,

%23

No. £

N—1 |—-CH,P (=0) (OH) ,

N—2 |—-CH,P (=0) (OCH,) ,

N-3 |—-CH,P (=0) (OCH,) —CH,

N-4 |-CH,P (=0) (OCH,) —CH (OH) CH,
N-5 |—-CH,P (=0) (OCH,) —CH,CH,O0H
N-6 |—-CH,P (=0) (OCH,) —CH,COOCH,

it X, B~Z, BERUOX#~Z#HICEI2EZ, UTOXR24~FK25
CHIRT B0, BARENTEREOBRIZTOETORMEMEEKEERERL,
BEEBRENTEREDOEAZZOLETOELEREEKZEKRT S,

X, BEOXBIZETH EZ, 24 1HRT 5,
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No. =8 No. B

X—1 —CHg, X—18 | —-OCF,CHF,

X — 2 —C,H, X—19 |-SCF,

X—3 —CF, X—20|—-CH,OCH,

X—4 —CH=CHCH, X—21|—COCH,

X—5 ~CH,CH=CH, |X—22 |-0COCH,

X—6 —C=CH X—23 |—-—COOH

X—=7 —F X—24 |—-COOCH,

X—38 —C1 X—25 |—CH=CHCOOH

X—9 ~Br X—26 |-N (CH,) ,

X—10 |—-NO, X—27 |-NHCOCH,

X—11 |—CN X—28 | -NHCOOCH,

X—12 |-OCH, X—29 |-CONH,

X—13 |—SCHj, X—30 |—CON (CH3;) ,

X—14 |-SocC,H, X—31|—NHCON (CH,) ,

X—15 |-S0,C,H, X—32 |—NHC (=NH) NH
2

X—16 |—OCHF, X—33 |—NHSO,CF,

X-17 |-0OCF, X—34|—S0O,N (CH,) ,

Y, BEOYRICET2E%, £2 51575,
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No. FH No. He

v o —0 CH,
Y—1 [ Y—6 @
=z
NS
N

—'OCHQCHQ_ 0

..<
|
N
o
o
s
I
©

Y—5 i Y—10 0>_N/—©

“CH,

(4]

Z, BXIZZBEHRLAER, AORNITIAREZ, X2 6 ~K2 8ITHIR
95,
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No. Z XL Z B Z B ZHBEMBLE
e, AORNIZAR
— — N = —_ —Q — N
zZ—-1 N=C (-CF,) =S ©[\>_CF3
S
— — N = — —_ ) — N
Z— 2 N=C (-CH,) —O ©[\>_CH3
0]
Z—3 |—-N=C-NH- @[N\>
N
H
Z—4 —NH-C (=0) —S~— y
0]
L~
Z—5 |—-O0—CF,-0- O_F
2 o
O F
Z—6 —O—-CH,—C (=0) —NH- @OL
N° O
H
Z—17 —O0—-CH,CH,—S~— @on
S
Z—8 —CH,CH,CH,—0~- @j
(0]
Z—9 —CH,CH,CH,CH,—

98
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No. Z BN ZE Z XX ZREBRLU
eB., AOBRXIZAR
Z—1 ~CH,—O—-CH,—-0-— o
o
Z—1 —CH=CH-CH=CH- H
1)
Z—1 —CH=CH-CH=CH- (:E)H
Z-1 —CH=CH—-CH=CH-— N
(j;W
Z-1 ~CH=CH—-CH=CH- Nen
=
Z—1 —~CH=CH—-CH=CH- Nﬁ
~N
Z—1 —CH=CH—-CH=CH- [:I&
)
N
Z—1 —CH=CH-CH=CH- SN
~N
Z—1 —~CH=N-CH=N-—
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No. Z  BEXIXZEE Z BXIXZEEMRL
JaB., AOBRXIIAR
Z-19 [-N=CH—-CH=N-— ﬁﬁﬁb
\N =N
Z—20 |—-CH=CH-S-— 7 TN
A
Z—21 |[-N=CH—-NH- </N13/>
N N
H
Z—22 |—CH=N—-N=CH-— N AN
Na N/j
Z-283 [-N=CH-CH=CH- N__R
v
Z-24 |-CH=CH—-CH=N- N
I
N
Z—25 |—CH=CH-S - 7 NN
Zz—-26 |[-CH,~-CH,-CH,-CH,— [:I}
Z-27 |-CH,—CH,-CH,—-CH,— (ji}

QA 0 &Z)\:QA . %2 9"’%3 OKW%?E)O
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No. e
Q—1 —OH
Q-2  |-N)
Q— 3 —N )
_Nmo
Q-4 _/
3 ~OCOCH,

~0SO0,N (CH,) ,

—NHCH,CH=CH,

~NHCH,C=CH

—NHCH,CH,OCH,

~OCH,

l

—OCH,CH, (¢) CH,,

O 000|100 |10 |D
I
= = o |0 [N (o (o

~OCH,CH=CH,

—~OCH,C=CH

O

—~OCH,COOH

O
| | I |
(e O P

O

al W N (= O

—OCH,COOCH,
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No. B

Q—16 {—OCH,CONH,
Q—17 |-OCH,CN
Q—18 |-OCH,CH,0OH
Q-19 |-OCH,CH,0CH,
Q—20 |-OCH,CH,N (CHj,) ,
Q—21 —OCH,COCH,
Q-22 |-0COC H,
Q-23 |—OCH,C,H,
024 \UNE:TG

Q—25 \OUCHS
Q—26

OCHg

T, , KOT, &, %3 1ichlRT 5,

PCT/JP2007/060746
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No. #E

T—1 —H

T—2 — CH,

T—3 —~CH,CH, (c) C4H,,
T—4 ~CH,CH=CH,
T-5 —~CH,C=CH

T—6 — CH,CH,

T—7 —~CH,COOH

T—28 —CH,COOCH,
T—9 —CH,CONH,
T—10 |—CH,CN

T-11 |-CH,CH,OH
T—-12 |-CH,CH,OCH,
T-13 |-CH,CH,N (CH,) ,
T—14 |—CH,COCH,
T—15 |—-CH,CF,

T—16 |—Ph

T—-17 \_/

kawm (1) ELT,

%12

S, MEOR (la-1) TRENBETHD. M,
- T, | |
—CH=CH-CH=CH-CO-TRENB%,
—CBr=CHCO-TRENn3%,

—CH, —CH, ~CO-TRENBH,

PCT/JP2007/060746
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—CH=CH-CH, —TRaNn5%,
—CH, —~ CH=CH-TRINh3 %,
—CH, ~CH, ~CH, —TREh3HE,
—CO-CH=CH-TREIN3E,
5 —NH, N=CH-TRINh2&,
—CH, ~-NH-CO-TEIh3E,
—CH, —~-CO-NH-TRINZE. Xii.
~NH-CO—-NH-TRENBZETHD. »nD,
B, it (I1-1) TREINBZEDOEENHITFONS,
10 E 7Bl 2 IE.
ER R (Ila-1) TRINZETHSTaBRIEIBTHD. MmO,
@ — I 78,
—CH=CH—-CH=CH-CO—-TRaNBH.
—CBr=CHCO-TRaNZE,
15 —CH, —CH, ~CO—TRIN3H,
—CH=CH-CH, ~TRENh3%,
—CH, —~CH=CH-TR3N5%,
—CH, —CH, —CH, — TR h5£,
—CO—-CH=CH-TR&ENBE,
20 —NH, ~-N=CH-TRIN3E,
—CH, —~-NH-CO—-TEIN5%,
~CH, —~CO-NH-TRaNhBE, X,
—NH-CO—-NH-TRINBZETHD, MO,

BN, & (117 -1)
ORa o

T ar -1

07 Wg o CHs

25 [HF. Ry o & KBREFXECI-CLOTIVFINEEZRL, W, , 1. BEE
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FXE-NT, , — % (T, ., d KBEEFXECI-CLOTINVFNEEZERT. )
BERT. ]

TRANZETHIEENHTENS.

iz Hl 2R »

S8, R (Ila-1) TRENBETHO TCaBRIEZRTHD, BD,

o — T A%,

—CH=CH-CH=CH-CO-TR&Nh2E,
—CBr=CHCO-TmwRaIN%,

—CH, —CH, —CO—"TREN>&,

~CH=CH—-CH, —TRIh >,

—CH, ~CH=CH-TREN &,

—CH, —CH, —CH, —TrRand#,
—CO—-CH=CH-TRaINh3%,

—~NH, —~N=CH-TRINDE,

—CH, —-NH—-CO-TREINBE,

—~CH, —~CO—NH-TRINZHE. X,
—~NH—CO—-NH-TRINZETHD. "D,

B, MiEoO® (117 -1) TRENBETH- T, R, , A KBETFIEA
FNETHD., W, , 2N BERTFXE-NT, , & (T, , & #WELEH
—DEW®EERT., ) 2THoT. MDOT, , WAERFXEIAFNETHLE
EMbiFens.

7=, &Y (1) &LUT,

BRI,

s & (Ila-1) TREINZETHo TaRNRIEXRTHD., MO,
@—Fﬁ‘—CHZ—CH2~CO—T%éh%%‘XM\~NH—CO—N
H—-TRINZETHD. D,

gt X IT"'-1)
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(R, W, , 1. MEBEA—0®RERL, K, 1. KBETFEEL, L
i CI-CLOZ IV ENVEZESEL, K, &L, &3, C-CLOT I r=L 2%
ERTCENBD, ]
CRENBETHBHANBTEND.

7 BRI I,

S, R (1la-1) CRENBETH> TaNRIEIETHD, MO,
®—TM, —CH, —CH, —CO-TR&EN5H#, Xit. —~-NH-CO-N
H-CRENBETHD. B,

BA5. MEOR (II''-1) CRENBETH->T. W, , H—NT, , —% (
R, T, , 1 MEEA—OBEREET. ) ThHo>T. HDK, MWKRE
FThHoTL, MCI-COTNENETHZBANBIT 5N,

HEIZE AT,

S5 R (Ila-1) TRENBETH>Tan~IEIBETHD, hO.
®—T#M. —CH, —CH, —CO—TRE&N5%E, Xit. —-NH-CO—N
H-TRENBETHD. B,

85, MEOR (II'-1) TRENBETH-T W, o W—NT, , —% (
Rep, T, , i MEEFA—OBEKEET, ) THo>T. MDOK, &L, &
MCU-CLOT V=L v EEBRTHENB T 5N 5,

BRI,

SH, X (Ila-1) TREINBETH> TadIRIEVEBTHD, D,
®—-I'H»n, —CH, —CH, —CO—TrRaENAE, XiZ, — NH-CO-—N
H-TRENZETHD. HO,

BA%. WMEOR (II''-1) TRENBHETH->T. W, , H—NT, , —2 (
R, T, , i MEEA—OEREET. ) THoT, BT, , WKRE
FREAFINETH T hOK, BKREFTHoTL,  BAFINETH
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LEENDITENS,

&0 —JBBAMITIE,

SH, R (Ila-1) TRINBETH>TaBNRIEVRTHD, D,
®—~TWN, —CH, —CH, —CO—TxrINBdE, Xi&. ~-NH-CO—N
H-TRENBZETHY. D,

BH, FiEmoR (II''-1) TREINBZETH>T. W, , "—NT, , —# (
R, T, , i HEERA—OBKERT. ) THoT. #DOT, , WKEE
FXEAFNETH> T, PDK, &L, &1, 3—- TPV VHEE
BTBERHTEN5,

fb&w (11D &L T,

Bl Z S
o 0 MK (TITAO-1) TRINBETHD., D,

—CH=CH-CH=CH-CO—-TRXN3#,
—CBr=CHCO—-TRINBE,

—CH, —CH, —~CO—TR3IN 5,
—CH=CH-CH, —TRINBE,

—CH, —~CH=CH-TR&EN3?%,

—CH, —CH, —CH, —TR3N3%,
—CO—CH=CH-TR&NhB%,

—NH, ~-N=CH-TRIN3%,

—CH, —-NH—-CO—TRaN3,

—CH, —~CO—NH-TR&ENZHE, X,
~—NH—-CO-NH-TRINBZETHD. MDD,

B 02, ®istOR (I1I-1) TRINDZEDOHEND T LN S,
E =6 A

c 0K UITAO-D)TRINBETH O TAOBRECERTHD., D,
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d0— 17 0,
—~CH=CH—-CH=CH-CO—-TmRaINZ£,
—CBr=CHCO-T/RaNBH,
—CH, —CH, ~CO—TRENDHE,
—CH=CH-CH, —TRahBE,
~CH, —~-CH=CH-TRENBHE,
—~CH, —CH, ~CH, —TREh3#,
—CO—-—CH=CH-TRINBHE,
—~NH, —~-N=CH-TRIN5%,
~CH, —~-NH-CO—TRaN3H,
~CH, —~CO—NH-TR3hzHE, X,
—NH—-CO—-—NH-TRINBZETHD. D,

B OA., R (1117 -1)
ORaa0

7 11’ -1
07 WiaaCHg

(R, R, . o 1. KEEFXIICI-CLOTVFLEEZEREL, W, 5, 1. B
BEF XL —NT . » g — 2 (To s o & AEEFXECI-CLOT IV FILEE
£3.) 2ET. ]

CRENBETHIBENBTLN B,

EITH 20,
oOﬁﬁﬂﬂAﬂ—DT%éh%%T%oTAOﬁNyﬁyﬁT%D\#D\
o 0— 7 0D,

—~CH=CH-CH=CH-CO—TR&N3,
—CBr=CHCO-TREN53,

—~CH, ~CH, —~CO—TR&aN5H,
—~CH=CH-CH, —TREN5%,

—CH, —~-CH=CH-TRaN5#,
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—CH, ~CH, —~CH, —TRINB,
—CO-CH=CH-TRINBE,
—NH, ~-N=CH-TRIN5B%,
—CH, ~-NH-CO—-TRIN B,
—CH, —~CO-NH-TRIhBH, X
—NH-CO-NH-TRINBZETHD., »HD.
BOA, #imgdxX (1117 ~1) TREINBETH T, R,y 4, 2 KIEET
XIFAFIVETHO. Wy o o 2% BEEFXIE-NT, o o ~ & (T, 4o
i, MIREFA—DOBREERT, ) ThHoT. HDOT, , o WKEEFIEIAF
NWETHEEENDITENS,

X=tbey (111 &L T,

BAREYITIE,

0o 0N (ITAO-D)TRINZETHOTAORRECRBTHD., D,
$0—704, —CH, —CH, —~CO—TxREIN3HE, Xi¥, —-NH~-CO
—NH-TRENZETHD. 0D,

B 0oA, L (111" -1)
OH

Kao’
/| (111"’ -1)

0~ Waaolao'

[, Wy o W HIREER—DE®REERL., K, , '1d. kEREFZEL
v Lo W Cl-CLO7 IV FINEEEXEL, K, , &L, , &%, C4-Cl07I)
ToVIEERTIEND D, ]
TREINDETHHHEENHITENB,

X BARITE,
o OBRR(ITAO-DTRENDETHOTAORRECBTHD, MO,
$0—702, —CH, —CH, —CO-TrRa&hsH, XiZ, —-NH-CO
—NH—-—TREINBZBETHD., »D,
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B O, HiFh@X (III''-1) TREINBETHO T, W, o, o H—NT, ,
o —F (AP, T,y o B MRBEA—OE%EZET. ) THoT. HDK,
o MKBRFTHoTL, , MBCI-CLOPNFNETHIEEL™HITHNS,

BEICEMERBITIE, ’
c 0K UITAO-DTRINBETH>TAORRUEUCEBTHD, MO,
$0—-702, —CH, ~CH, ~CO—-—THRZNBEE, XiZ, - NH-CO
—NH-TREINBZETHD. MDD,
BOAY, misE O (III''-1) TRINBETH>T. W, ,  ’—NT, ,
o —F (K. T, ., B FIREA—OEKZET. ) TH>T. HDOK,
o EL, o EMUCIOTN IV EERTHEAENBITENS,

— BB AT,

o 0PN AITAO-DTRINBETH o> TAORRIEIETHD, »D,
$b0—-—70M, —CH, ~CH, —CO—TR&EN3&E, XiX., —-NH-CO
~NH-TRESNHETHD. D,
BOA, famo (1I1''-1) TRINDETHoT. W, o o W=NT, ,
o —& (AH. T, ., B WRLA—OEK®RZERT., ) TH>T. DT,
Ao DARBETFXEAFNETH>T, DK, , WKERFTH>TL,
o BAFNETHBEERB TS,
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MEARICRIBSEDC &.LJ:D@LT% EWRTED,

ORIII
— Q%
Ry
(111-¢ -9

(c0-¢ 74

e (AN T ¢ —rBR (o 7-4) TREaNHZHATHSLEY (IV-0¢

r-4) (*#H. 0. B. R;. R; ; RUOR; ;; & i ERA—DEKZER

. i i ke (o-or-H GHF. o By Ry KUR, | &

10 . WimEA—0ENKEET, ) & R; ;; —O—NH, (&#H. Ry 2

MEmEA—DOE®kERT, ) TREINBLEEDEZ, ERERRICRIESE
BCLICEDEBETEHIENTE D,

R O ORm
SN )\KK‘
@ Ri e @
(o-¢7-4) (V-0 7-4)

e (1) T, f—g? R (fg-4) TRINDETHZLEY (V-1

g-4) (K, s. b. Ry« Ry RUR; ;& Fift & F— DEKZR

15 . ) & #ziE wew (s-feg-4) GUH. s, by Ry KOR; | &
 MEmLIA-—0E%REXRT. ) & R;;; —O-NH, &#. R, 3
CEREEA—OE®kERT. ) TREINBLEMNEZ, EEREFAKRICRIESE
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5 ELICEVHEETHENTE S,
R O R ,\{zORm
S 290
@ Ry @ Ru
(s-f g-4) V-f g-4)

&% (1) XiZ (II) T, 2—T AKX (PT-5) TRINBETH3LE
Wik, BlZE. LEOMEY (2-0T-4) TR, RUR, | WKEBEETTH
peaMe. H-X; ;7 —NH, [XH. X; " & FFIEXEI-NR
;& (R X MSEFA—DE®REERT, ) 2RT. ] TRINBLEME
ERBRSEDZEICEVBETSHZENTES (Chemical Papers, (1999),
3,53, Indian J. Chem. , (2003), 42B, 2091, J.Heterocyclic Chem., (2005), 2, 231
ZH) .

&% (IID T, ¢ 0—7 0NK (¢ 7 0-5) TRINBZETHDLEY
. AIAE, ERROMEW (0 0-07-4) TR, RUOR, | WKREFTH
L{EEMMS5,. EREFKRICLT, HEITEHENTES,

ey (IV) T, ¢ —7 WK (p v-5) TRINDETHHELEWIT. #HlX
. ERROEYW (0-07-4) TR, KPR, | WKERFTH2aHH
5. LREFKRIZLT, BETHIENTES,

& (V) T, f—gM K (fg-5) TREINZDETHBEMIX. H
ZIX, LEOEYw (s-fg-4) TR; KR, | WAKRERFTHBLED
ME, EREFBRICLT, BETHIENTES,

&% (1) Xix (1) T, ¢—T'H, X (T -6) TRINBETH Bk
&% (I-or'-6) Xix (II-or-6) (K, 2. BETX | | I&. #isg &M
—DEREERT, ) k. fIAE, kEY (2-¢T-6) & H-X; ; —N
H, [X#. X, & FAFIEXE-NR, —# (R, & ®ig&FE—D
BHRERT, ) 287, ] TREINSLEWEZRINI TR I LICXDEET
5 EMMTESD (Indian J.Heterocyclic Chem., (2001), 10, 2412:88)
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o 0 X—N
ORA0 ORA0
(X-OT-6)

(1-®T-6) Xix (I1I-®T-6)

ke (1) T, ¢ 0—7 0K (¢ 7 0-6) TREINDETHBLEY
(I11-¢ 7-6) (XA, 0 0. BOERUYX, ; & B EA—DOREKERT.,
) X, #zE. bEew (0 0-0r-6) (R, o ORTBOE, Afad&F—
DEWEET, ) N5, LREAKICLTHETHI LN TE D,

0 O Xy—N
Nk@
(60~ 7-6) I11-¢ 7-6)

b ke (V) T, o — AR (¢ 7-6) TREINZETHHLED (V-0
7-6) (X, o. BRUOX, , & MEEA—OEKREET.) & ARE
b (o-¢ r-6) (R, cRUBRI, MREA—DOEKRZRT. ) 2
5, LEEFAKICLTHETDILENTE S,

0O O X“_—:\I
@ @
(o= 71-6) (IV-¢ r-6)

kel () T, f—git R (fg-6) TRINBETHBLEY (V-1
10 g-6) (R, s. bEROX, & MEEA—OBEREET. ) & ALR
Ckaw (s-fg-6) (R, sEODIE. MELA—-OEKREET, )

5, FEERBICLTHEBETBHIENTES,
0O O Xy—N

(s—f g-6) (V- f g-6)

et (D XX (ID T, @—TH, R (eT-1) TREINZETH IS
15  #5. &% (1D T, ¢ 0—7 0HK (o7 0-1) TREINZETHILE
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. L&t (IV) T. ¢ — 1R (6 7-1) TREINBETH2LEY. KO
ks (V) T, f—gd R (fg-0) TRINDETHBMLEME. VI
213, Lmoew (2-oT-4) . EEokEw (6 0-¢v-4) . ERROf
e (o-6 r-4) . X, LERoLEY (s-fg-4) T R; KR, ;| &
KEEFTHALEWE. H—X, ;, —CH, —CH, —NH, [,
X, W AFVE FLE XE-NR, —# (R, &, #REHE—O
ZHhEET, ) 28T, ] TRINZEAMEEREIES ZLITKORET
2z &M TE % (Chemical Papers, (1999), 53,532 M) .

waw () XF (I T =T, R (dI-8) TREINBETHS1L
sy, e (1D T, ¢0—7 0NR (¢ 7 0-8) TREINZETHS1L
ey, ke (V) T o — 7R (¢ 7-8) TRENDETHAMEW. K
oL e (V) T f—gdth R (f g-8) TRENDETHALEWIE,
w23, Lmokay (5-00-6) . kERokad (0 0-0 v-6) . LEFRED
e (o-¢7-6) . Xit, L&D (s-fg-6) T. Ry RUR, | VKR
BEFTHBLEWE. H-X, y —CH, ~CH, —NH, [RF. X,y
"3, —NR,; —% (R, &, MifEA—0BEkEXRT. ) K7, ] TR
NALAMERREI®D T EREVEETZIENTES (J.Chenical
Society[Section]C, (1969), 7, 1081Z 1) .

e () Xk (1) T, @I, &K (dT-9) TRENBETH AL
&y (1-0T-9) Xit (II-eT-9) . L&Y (1D T. ¢ 0 —7 0K (&
v 0-9) TRINBETHBLEY (111-¢ -9 . LEHW (V) T, d—7
MR (b r-9) TRINBETHBLEY (V-0 7-9) . KO, w&®h
) T. f—gW ® (fg-9) TREINHZETHZELEN (s-fg-9) &,
iz, FEokeY (2-0T-4) . LEOkEY (0 0= v-4) . EFEEO
e (o-¢ v-4) . Xid. L@Zokew (s-f g-4) &, PUTIAORE
. BEERYFILOELETF. NUIFILIS O ERESIELIETHE



10

15

20

25

WO 2007/136125 PCT/JP2007/060746

161

TE, £, XEkSwiss3434105 AN KZ UW099/16767TE N 2SR L THE
TBHEIENTES,

L&y (1) XiE (I T, @—TA, KX (¢T-10) TRINZETH 1L
a4, g (1D T ¢ 0—7 0K (67 0-10) TRENZETH 31
. feEH (V) T, 6 — 72K (¢ v-10) TRENZETHSED.
EO, & (V) T, f—g R (f g-10) TRINDETHBLEWIT
BIAE ERokEedw (I-0T-9) X (I1I-0T-9) . Eiofbs®w (111-
d7-9 . kEEokeEdw (IV-6 r-9) . Xi&, LEOEH (V- g-9) &
Ry ;[ —O—-NH, (¥, R; ; ; & HREREFA—DOE®REET, ) T
RENDEEYEZRINEIEAZEITLIVDEBETZIENTES (Indian
J.Heterocyclic Chem., (1999), 9, 13Z&H) .

fk&d () Xk (1) T, @—T2% R (T-11) TREINZETH 51
9. & (11D T, 60— 7 02K (b7 0-11) TRENBETH Bk
a9, LE&Wm (V) T, o — 2R (0 r-11) TRINZETH B,
B, E&® (V) T f—gdth R (f g-11) TRINBETHBILEWII
v BIZE, SCERT. Organic Chem., (1988), 53,5325% 28 B L CHET S Z &N
T35,

fea® (D Xid (ID T, o—TA, KX (&T-12) TRINZHETH 31k
. s (1) T, ¢ 0—7 0K (¢ v 0-12) TRINBETH 31
. kg (V) T, o —r K (¢ r-12) TREINDZETHBLED.
EO, B&8 (V) T, f—gd R (f g-12) TRINZETHBLEWZ
BIZE, ERokaY (2-0T-4) . EEOMLEW (0 0-¢07-4) . k&
DIEEW (o-d7v-4) . X, LEEZoéE® (s-fg-4) £, FhIkb RO
T HVKEFEHBEIRFTMPITALAERIGS VD ETHETAIENTES

o
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wom () XE (D) T @—T# & (00-13) TRINZETH B
sy, e (1D T 6 0—7 0MRK (67 0-13) TRENDETH B
s el (V) T 6—7 AR (6 7-13) TRINZETH BLEY.
ROk el () T f—git R (fg-13) TRINBZETH LAY
B, EROEAY (2-0T-1) . LEOLEw (0 0-¢r-4) . ki
DILEM (o-67-0) . Xt LROLEH (s-fg-0) &, bUTLFD
%@¢\ﬁﬁ$MU?WA®ﬁET\FUI?W??V&EW%@%Z&T@
ETED,

sh qbam () Xk (1) T. @—Ta% & (@T-13) THRENDET
5 Biam. ke (1D T, ¢ 0—7 04k (o7 0-13) TRENBET
5Bl am. e IV T é— 2R (6 7-13) TRENZETH B
. RO AW (D T, f—gt & (f g-13) TRENDETH B
. MAE. LEOLEH (1-0T-9) X (1-eT-9) . LEOMLE
W (-6 7-9) . bROEaw (V-6 1-9) . XiF. LEOLEH (- f
c-0) B. FUTZLAOERS, BERRYFILOFETF. NUIFITT
S LRISEEH T ETHETE 5,

m%%(UXﬁ(H)T‘@—Fﬁ\ﬁ(Qﬂﬂ)T%éMé%T%ém
é%\m%%(nnf\éO—voﬁﬁ(¢7mﬂ)T%éh5%T%%m
s, feal (V) T, ¢—r MR (¢ r-19) TRENDETHBMLEY.
%O, {Lat (V) T, f—gdh R (fg-14) TREINZETHHLEWIE
CBA D, SCHERV003/07027TE AR K OEHT8-41021 2SR U THET 2
ENTES,

Mé%(Dﬂw(H)T\@—Fﬁ\ﬁ(®ﬂﬂ)fﬁéhégfﬁém
%%(P@F%Dlmiﬂk@rﬁm\{MM%UH)T\¢0—70ﬁﬁ(
@7&%)?%3&5%?%6&%%(H%¢74@\m%%(W)T\¢
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— 1R (¢ v-15) TREINBZIETHSLEW (V-0 v-15) . K, L&
B (V) T, f—g, K (f g-15) TREINZETHSEYW (V- g-15
) &, B ZIX, SCHRChemical Papers, (1999), 53,53% 2SR L THE T2 &
IWTES,

feaw (1) Xid (1D T, o=, R (O0-16) TRINZETH 51k
&Y. {tE& (111 T, ¢ 0—7 00K (¢ v 0-16) TREINDZETH B
e, kst (V) T, ¢ —7vHBK (¢ v-16) TRINZETHDLEW.
B, ft& (V) T, f—gd, R (f g-16) TRINDETHBLEWIT
. EEOkEw (1-0T-15) X (1I-0T-15) . L@mokaw (111-¢ 7
-15) . LkEofE®w (1v-¢ v-15) . X, EE@obkewm (V-f g-15) &,
R;; 1 —~O—NH, (. R;; ;& #iieEFA—DEWkZEZEXT, ) TR
ENBIEWEERIGIRB LI L DBBT 2 EMTES,

&t (D XiE (1D T, -T2 X (OT-17) TRINBETH 3L
a8, {be&w (111 T, ¢ 0—7 008K (o7 0-17) TRINBZETH S
a8, ke (IV) T, ¢ — 73R (¢ v-17) TRINBETHSLEY.
B, b (V) T, f—g, R (f g-17) TRINZETH BLEWIT
. EEOfEY (1I-0T-15) XiE (1I-9T-15) . L&Y (111-¢ 7
-15) . kELofesd (IV-¢ v-15) . Xid. E@Eobew (V-1 g-15) &,
H~X,, —NH, [R#. X, & FFIEXEF-NR, —# (R,
W, ARt ER—DOEKRZERT, ) 28T, ] TREINBELEWEERIEIES
TECEORETE I ENTE B,

ft&® (1) Xk (1) T, ©—TA, X (®TC-18) TRINBETH 31k
a8, feet (111 T, ¢ 0—7 0 (b v 0-18) TREINBETH 51
8. L& (V) T, ¢ — 7B (¢ 7-18) TREINBZETHBLEY.
EO, ftad (V) T, f—g? I (f g-18) TRINDETHSEMIT
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LB zE, FERokem (2-0T-6) . ERROMLEW (0 0-¢ 7-6) . L&
DILEY (o-b1-6) « Xidk. £ERBD (s-fg-6) T. R; RUR, ; 'K
EETTHHMLEWME. H—X, ; —NH, [XF. X, ;| & FFI&
XiE—NR, —# (R, . HMiEEEA—0B®RERT. ) 2KJ. ] Twan
HEMEERIBRESEREICIVEETHIENTES,

el (1) Xk (ID T, @—T2% Rk (0T -19) TRENZETH B
. bat (111D T, ¢ 0—7 0DR (o7 0-19) TRINZDETHSIL
ey, ke (V) T ¢ — AR (6 7-19) TREINDETHHILEW.
B, g (V) T, f—g K 4(f g-19) TRINZETH BMLEWI
L flzE, EEmomalw (1-eT-15) XiE (11-@T-15) , L@ofkad (
I1I-¢ v-15) . LEobEW (IV-¢ r-15) . Xid, k@ofeay (V-1 g
-15) *H-X,,, —CH, —CH, —NH, [R#F. X, & FF
THEH. FAE, XUEF-NR, % (R, & #iEfEA—0BK®RERT, ) 2K
T, ] TREINBLEWMEERIBEIRBIERIDBETHIENTES,

ey () Xk (1) T, -T2, K (&T-20) TRINZETH B
s, {bey (11D T, ¢ 0—7 OBK (¢ 7 0-20) TREINDETH B
2. by (IV) T, ¢ — 18R (¢ 7-20) TRINZETH 3.
B, e (V) T, g, WK (f g-20) TREINZBETHLILEWI
L HAIE. EEOMEw (2-00-6) . EEokE® (0 0-6 7-6) . L&
OILEY (o-b 1r-6) » i, L&D (s-fg-6) T R; KUOR | | K
#=EFTHBLEME, H-X, y  —CH, ~CH, —NH, [RX#. X,
v . —NR, —# (R, &, fiEdEA—0OBKERT. ) 2&T. ] TR
ENANMAMEERRBS BB ERIDBET L ENTES,

fe& (D) Xix (1) T, -T2 R (90 -21) TRENBETH S
& (1-oT-21) Xk (1I-eT'-2D) . k&% (11D T, ¢ 0—7 027K (
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b7 0-21) TRIhBETHBMLEY (111-¢ v-21) . L&¥ (IV) T, ¢
— ™R (o r-21) TRINZETHBMLEN (V-0 r-21) . KK &
(V) T. f—gd. ® (fg-21) TRINBETHBLEY (V-1 g-11
) 1. iz 2. SCHERT. Indian Chem. Soc., (1972), 49, 6, Chem. Ber., (1970), 03,
50. azzetta Chimica Italiana, (1989), /19, 367K CXT. Chemical Research(S),
1986)37T4% 2B ML THETH I LN TE D,

ey (1) Xk (I11) T, & —T 2%, (P -22) TREINAHETH S
. bat (111) T, 60— 71 028K (¢ 7 0-22) TRENBETH B
& ket (V) T 6 —r AR (6 7-20) TRENBETHBLEY.
BOR. AW (V) T. f—gdt R (f g-22) TRENZETHBLEME
Bz iE ERofkey (1-9 r-21) X (11-or-21) . EEOEY (
[11-¢ r-21) . kiLotkaw (V-0 r-21) . XiZ. kiEofkeat (V-fg
91 & R, ., —O-NH, (R¥. R, HEEA—-OHEKEE
F.) CRENAAMEERESEACEICLDMET S ENTE S,

ket () Xk (D) ¢, o-TH, R (P [-23) TRINDETH 31L
& (1-0T-23) Xk (1I-0T-23) . {k&® (11D T. ¢ 0 — 7 02V (
b7 0-23) TRENBETHALEY (111-¢ v-23) . fL&H (V) T, ¢
— AR (b r-23) TRINBETHZHLEW (V-0 r-23) . KU, &
B (V) T. f—gd K (fg-23) TRaNZETH2LEM (V-1 g-23
Yy 1. Bz IE. SCHERT.Heterocyclic Chem., (1991), 28, 1678 2SR U THET
HTEMTES,

ey () Xt D T, o—-Ta K (oT-24) TRINDZETHS1L
oy, e (11D T, ¢ 0—7 0K (¢ 7 0-24) TRINBETH 1L
ab. ke (V) T, ¢ —r MR (6 7-24) TRINDETHHLEM,
KO, e (V) T, f—gd R (f g-24) TREINZETHBLEWE
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. EEROEY (I—CID r-23) Xix (II-¢T-23) . EEobkEWw (111-¢6 7
-23) . kEmokEw (V-0 r-23) . X, kEofkeyw (V-f g-23) &,
Ri;{—~-O—-NH, (¥, R; ;& WELEA—OEKkEXT., ) TR
ENBIEMEEZRIBEITHCEICIVHEETHIENTES,

fb&d (1) Xik (1) T, @—TAB, KX (&T-25) TRINZETHB1
&, & (1) T, ¢ 0—7 02K (¢ v 0-25) TRINDZETHSB(k
e, ke (V) T, ¢— 7 WK (o 7-25) TRINDETHHLEW.
EO, fbag (V) T, f—gM R (f g-2b) TRINBETH2LEWIZ
. Bl A, SCHREgypt. J. Chem., (1984), 27,11, Egypt. J. Chem., (1976), 79, 811
K O\Liebigs Ann.Chem., (1990),821% 22 L THEIT B ENTE S,

& (D Xk (O T, -, X (&T-26) TREINZETH 21k
e, ks (11D T, ¢ 0—7 0K (b7 0-26) TRENBETH Bk
a8, ket (IV) T, ¢ — 7K (¢ r-26) TRINDIETHBLEW.
B, k& (V) T, f—gM R (f g-26) TRESNZETHALEMIZ
. Bz, SCHRT. Heterocyclic Chem., (1999), 36, 881, Egypt. J. Chem., (1984),
7, 11 % CBgypt. J. Chem., (1976), 19, 811% 2B L THET S ENTES,

& () XiE (1D T, @—TA R (@T-27) TRINZETH 51k
&, ft&Y I T, ¢ 0—7 0K (¢ 7 0-27) TRINZETH Bk
W, K& (V) T, ¢ — 7R (¢ 7-27) TRINZETHBLEY.
KO, k& (V) T, f—gdt R (fg-27) TRINZETHAHLEWIT
« BIZIE, SCHERW003/0702775 /A%, W003/0622045 23 ) & VR B ¥5-221995
LESRULTEBTBIENTES,

&y (D) X% (1) T, ¢—I'H, X (®T-28) TREINBZETHSB1L
a8, feEY (1D T, ¢ 0—7 02K (¢ v 0-28) TRENZETH Sk
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. ke (IV) T, ¢ — 72K (o 7v-28) TRINBDETH B4,
KO, & (V) T, f—g R (f g-28) TREINZETHSLLEYIE
« BIZ W&, SCHROrg. Prep. Proced. Int., (2003), 35,509 2SR L THET 3
EINTES,

&y (I X7 (I1) T, =T, K (®TC-29) TRINZETH 3L
a4, bEY (IID T, ¢ 0—7 08K (¢ 7 0-29) TRENBZHETH 1L
a8, feE (V) T, o — 72K (¢ 7-29) TRINDETHDLEY.
KO, Ba# (V) T, f—gd K (f g-29) TRINDETHBILEYIZ
. BIZIX, X#kCollect. Czech. Chem. Comm., (1988), 53, 3179 DEI&HED 3 — 7
OE7EFIN—-—4—-bROFT—1—-AFN—F/ 02 -2 —F LB HRY
=/ —NVEHEORBIZED, HETHIENTES,

W (D XE (D T, ©—TH R (ST-30) TRENSETH B
a8, e (I11) T, ¢ 0—7 02K (b 7 0-30) TRINBETHB1L
a8, e (V) T, ¢ — 2R (6 v-30) TRINBZETH B{LAEY.
KO, g (V) T, f—g K (f g-30) TREINBETHBLAWIT
. Bl AIE, XC#kChemical & Pharmaceutical Bulletin, (1979), 27, 2425 % 5 I8
LTEBTEZENTES,

feey (1) Xi& (1) T, @—THB, R (OT-31) TRINZETH 3L

8. ke (11D T, ¢ 0—7 0MBK (¢ 7 0-31) TRINBETH S
&Y. bEYW (IV) T, 6 — 72K (¢ r-31) TRINZETHBLEY.
KO, k&t (V) T, f—gd K (f g-31) TRINDETHBEWIZ
BIZE, SCERE MR (1968) ,88,106%0EHDI -7 EFIL—
4—-tvROFY—6—-AFN—-1H-2-FYURIEBHE TN TEFI
70U RELEORIBIZED, BET B ENTES,
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& (I XiE (1D T, -T2, X (O'-32) TRINZETH B
W, et (111 T, ¢ 0—7 0MNR (¢ v 0-32) TRINBETH B
Y. LEYW (V) T, ¢ —rBKX (¢ 7-32) TREINZETHBLEY.
KO, &t (V) T, f—gd R (f g-32) TRINBETHBIELEWIT
BIZE, R (1968),88,106%0BO3 -TEFIV—
4—tbROFY—6—AFN—-1H-2-FUREBHR LV OOR
WA=PME BRT7 2 ZNA VI TR — MEXBEBRN -7 = 2V IVNEA
Voo REEORIBICED, BETBHIENTES,

fE&% (I) Xi (I11) T, @—TH, X (®T-33) TREINZETH B
&M, 62 (11D T, 6 0—1 0NRK (67 0-33) TRENBETH B
. ALBW (V) T, 6 — 7285 (6 1-33) TREINBETHSILAY.
O, 628 (V) T f—g R (fg-33) TRENBETHHLAWE
BIZAE, SCERERMEE (1968),88,106%0BHDO3I -7 EFI—
4—bROFI—6—AFI)I—-—1H-2-EBURVEBEN—TJZILZXI)
Ty EANIOY REEDRBICED . BET 5T ENTE 5,

et (1) Xk (1) T, o—TA, RN (®T-34) TRINZETH B
8. e (11D T, ¢ 0—7 0K (¢ v 0-34) TRINBETH 1L
Y. g (V) T, ¢ — 78K (¢ 7-34) TREINDETHBLEY,
KO, k& () T, f—g® R (f g-34) TRINDETHELADIX
v B Z X, CHERkIndian J.Heterocyclic Chem., (1993), 3, 69& 28R L THE
THENTES,

7. baw () ik (D B3 8. ke (1) BH5B 0. fk
am (1V) KB BB, RO, kel (D KB¥5bELT. & (T,)
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/ RX"
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*32

bemaEs | X, KUY, r L t,
(1a) |3—CH=CHCN —H ~H
(2 a) 3—OCH,CH,SCH, ' -H |-H
(3a) |3-OCH,CH=CH, —H ~H
(4a) |2-OCH,C=CH ~H ~H
(5a) |3—-0OCH,C=CH —H ~H
(6a) |4—-OCH,C=CH ~H —H
(7a) |3—-0OCH,COOCH, —H —H
(8a) |3—-OCH,;, 4—0OCH,COOCH, —H —H
(9a) |3-OCH,COOH ~—H —H
(10a) |3—OCH,CN ~H —H
(11a) |3—OCH,CN —H —CH,
(122a) |3—OCH,CN —~CH, |-CH,
(13a) |4—OCH,CN ~H —H
(14a) |3—CH,,4—-OCH,CN —H ~H
(15a) |3—NO,4—OCH,CN ~H ~H
(16a) |3—F,4—0CH,CN, 5—0CH, —H ~H
(17a) |3—NHCOCH=CH, —H ~H
(18a) |3—NHCOCH,OCH, ~H —H
(19a) |3—NHCOCH,OCH, ~H —~CH,
(20a) |4—NHCOCH,OCH, —H ~H
(21a) |3—NHCOOCH,CH,0OCH, ~H ~H
(22a) |3~NHCONHCH,CH,OCH, ~-H —H
(23a) |3—NHSO,CH,COOCH, ~H ~—H
(24a) |3—-NHSO,CH,COOH ~H —H
(25a) |3—~NHCOCH,CN ~H —H
(26a) |3—CONHSO,CH, ~H ~H
(27a) |3—-CONHCH,CH,0OH ~H —H
(28a) |3—CONHCH,COOCH, ~H —H
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(29a) |3—~CONHCH,COOCH, —H —~CH,
(30a) |4—CONHCH,COOCH, ~H —H
(31a) |3~ CONHCH,CH,OCH, - H —H
(32a) |3—CONHCH,CH,0CH, ~H —~CH,
(33a) |4—CONHCH,CH,0CH, —H —H
(34a) |3—CONHCH,COOH ~H —H
(35a) |3—CONHCH,CN —H —H
(36a) |3—0OCH,COOCH, ~H —~CH,
(37a) |3—-0OCH,COOH ~H ~CH,
(38a) |3—0OCH,CON (CH,) , —H ~CH,
(39a) |3—OCH,CH,CH,N (CH,) , ~H —~H
(40a) |3—-OCH,CH,0H ~H ~CH,
(41a) |3—-OCH,CH,0H ~CH, |—CH,
(42a) |3—NHCOOCH,CH,OCH, —H ~CH,
(43a) |3—-CH=CF, - H —H
(44a) |3-CH,CH,CN —H —H
(45a) |3—-OCH,CH,SCH, —H —~CH,
(46a) |3-—0CH,CH,SOCH, —H —~CH,
(47a) |3-0OCH,CH,S0O,CH, ~H —CH,
(48a) |3—-OCH,CH,0H ~H —~H
(49a) |3—-CH,0CH,CH,0H ~H — CH,
(50a) |3—-OCH,CH,CH,0H —H ~CH,
(51a) |3—OCH,CH,OCH, ~H ~CH,
(52a) |3-OCH,CH,NH, —H ~ CH,
(53a) |3—0OCH,CH,NHCOCH, —H ~CH,
(54a) |3—-OCH,CH,NHCOOC (CH,;) , |—-H —~CH,
(55a) |3—0OCH,CH,N (CH,) , —H ~H
(56a) |3—OCH,CH,N (CH,) , —H —~CH,
(57a) |3—OCH,CH,CH,N (CHj;) , —H - CH,
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(58a) |3—OCH,CH,SO;H —H — CH,
(59a) |3-OCH,CH,CH,SO;Na —Na —H
(60a) | 3—OCH,COOCH, —CH, | —CH,
(61a) |3—0OCH,COO (CH,) —OH —H — CH,
(62a) |4—OCH,COOCH, —H —H
(6 3 a) 3—OCH,COOH- -pyridine —H —H
(64a) |3—OCH,COOH —CH, |—-CH,
(65a) |4—OCH,COOH —H —H
(66a) |3—OCH,CONH, —H —H
(67a) |3—OCH,CONH, —H —CH,
(68a) |3—OCH,CONH, —CH, |—CH,
(69a) |3—OCH,CON (CHj,) , —H —H
(70a) |3—OCH,CON (CH,) , —CH, |—CH,
(71a) |3—Br, 4—OCH,COOCH, —H —H
(72a) | 3—CH,;, 4—OCH,COOCH, —H —H
(73a) |3—CH,, 4—OCH,COOCH, —H — CH,
(74a) |{3—-NHCOCH,;, 4—0OCH,CN —H —H
(75a) |3—0OCH,COCH, —H — CH,
(76a) |3—CH,SCH,COOCH, |-u —CH,
(77a) |3—CH,SOCH,COOCH, —H — CH,
(78a) |[3—CH,S0,CH,COOCH —H — CH,
(79a) |3—NHCOCH,OCH, —CH, |—CH,
(80 a) 3—NHCOOCHﬂﬂhOCH3 —CH, |—CH,
(81a) |3—-NHSO,CH,CH=CH, —H — CH,
(82a) |3—NHCH,CH,N (CH,) , —H —H
(83a) |3—CONHCH,COOCH, —CH, |—-CH,
(84a) |4—CONHCH,COOCH, —H —CH,
(85a) |4—CONHCH,COOCH, —CH, |—CH,
(86a) | 3—CONHCH,COOH —H ~CH,
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(87a) |3—CONHCH,COOH —CH, |—CH,
(88a) |4—CONHCH,COOH —H —H
(89a) |4—CONHCH,COOH |-H | —-CH,
(90a) |4—CONHCH,COOH —CH, |—CH,
(91a) |3—CONHCH,CONH, —H —H
(92a) |3—CONHCH,CONH, —H — CH,
(93a) |3—CONHCH,CONH, —CH, |—CH,
(94a) |3—CONHCH (CO,CHy,) —H —H
~CH,CO,CH,
(95a) |3—CONHCH (CO,H) —H —H
—CH,CO,H

(96a) | 3—CONHCH,CH,OH —H — CH,
(97a) |3—CONHCH,CH,OH —CH, |—CH,
(98a) |3—CONHCH,CH,OCH, —CH, |—CH,
ftamEE | (Va)

o) O OH
(99 a) Hsco\/\N N p
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tahEs | X, kOY, r . t.
(100a) 3—CONHSO,CH, —H — CH,
(101a) 3—SO,NHCH,CH,OCH, —H —H
(102a) 3—SO,NHCH,CH,OCH, —H ~ CH,
(103a) 3—CONHOCH, —H — CH,
(104a) 3—~CONHOCH,CH=CH, —H —CH,
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(107a) 3—CH=<:>0 —H —CH,
(108a) 3—CH=CHCN —H —CH,
(1092) 3—C=CC (CH,) ,0H ~H — CH,
(110a) 3—CH=CHCOOCH, ~H —~CH,
(111a) 3-0OCH,CH=CH, ~H — CH,
(1122) 3—NHCOCOOCH, —H —CH,
(113a) 3—-CH=NOCH, —H —CH,
(114a) 3—-NHCSNHCH3 ~H —CH,
(115a) 3-N=C (-SCH,) NHCH, —H — CH,
(1162) 3—CH,P (=0) (OCH,) , —H —~CH,
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*33

LeamEs | X, q,

(1b) ~OCH,COOCH, ~OCH,CH=CH,
(2b) ~OCH,COOCH, ~OCH,C=CH
(3b) ~OCH,COOCH, ~OCH,COOCH,
(4b) ~OCH,COOH ~0OCH,COOH
(5b) ~OCH,CONH, ~OCH,CONH,
(6b) ~OCH,COOCH, ~OCH,CN

(7b) ~OCH,COOH ~OCH,CH,0H
(8b) ~OCH,COOCH, —~OCH,Ph

ARBELEY (V) 055, (LEWBE (1c) ~ (4c) THEINDLER
BiLE (Vo) %. %3 412HRT 5,

5 (%3 4)
AFEHALEY (Vo)
0 OH
NC 0
O, -
0 N” ~CHs
Lo
*34
LamEs | t,
(1c) ~CH,CH=CH,
(2¢) —CH,C=CH
(3¢) —CH,COOCH,
(4¢) —CH,COOH
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*35

tamae | X &KUOY, r, t,
(1d) |3—-CH=CHCN ~H ~H
(2d) |3-OCH,CH,SCH, ~H ~H
(3d) |3—-OCH,CH=CH, ~H ~H
(4d) |2-0OCH,C=CH —H ~H
(5d) |3—-OCH,C=CH —H ~H
(6d) |4—0OCH,C=CH ~H ~H
(7d) |3-0OCH,COOCH, ~H ~H
(8d) |3-0OCH,, 4—OCH,COOCH, ~H ~H
(9d) |3-0OCH,COOH ~H ~H
(10d)|3-0OCH,CN —H ~H
(11d)|{3-0CH,CN —H —~CH,
(12d)|3-0CH,CN ~CH, | —CH,
(13d)|4-0OCH,CN ~H ~H
(14d)|3—-CH,,4—OCH,CN —H ~H
(15d)|3-NO, 4—0OCH,CN —H ~H
(16d)|3—-F,4—0OCH,CN,5-0CH, —H —H
(17d)|3-NHCOCH=CH, ~H ~H
(18d)| 3—NHCOCH,OCH, —H —H
(19d)| 3—NHCOCH,OCH, —H —~CH,
(20d)| 4—NHCOCH,OCH, ~H —H
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(21d)|3-NHCOOCH,CH,0CH, ~H —H
(22d)|3—NHCONHCH,CH,OCH, —H —H
(23d)|3-NHSO,CH,COOCH, —H ~H
(24d)|3-NHSO,CH,COOH ~H —H
(25d)|3—NHCOCH,CN ~H —H
(26d)|3—-~CONHSO,CH, ~H —H
(27d)|3-CONHCH,CH,0OH ~H ~H
(28d)|3—CONHCH,COOCH, —H —H
(29d)|4—-CONHCH,COOCH, ~H —H
(30d)|3—-CONHCH,CH,O0CH, —H —~H
(31d){4—CONHCH,CH,OCH, —H ~H
(32d)|3—CONHCH,COOH —H ~H
(33d)|3-—CONHCH,CN ~H —H
(34d)|3—-CONHCH,COOCH, ~H —~ CH,
(35d)|3~CONHCH,CH,0CH, —H ~ CH,
(36d)|3—-0CH,COOCH, —H ~CH,
(37d)|3—-0CH,COOH ~H —~ CH,
(38d)|3—0CH,CON (CH,) , —H — CH,
(39d)|3-0CH,CH,CH,N (CH,) , —H ~H
(40d)|3—-0CH,CH,OH —H ~ CH,
(41d)|3-0CH,CH,0OH —~CH, |- CH,
(42d)|3~NHCOOCH,CH,OCH, —H — CH,
(43d)|3—-CH=CF, —H —H
(44d)|3-CH,CH,CN —H ~H
(45d)|3-0CH,CH,SCH, —H ~CH,
(46d)|3-0CH,CH,SOCH, —H —~CH,
(47d)|3-0CH,CH,S0O,CH, —H ~CH,




WO 2007/136125

180

(£35HE)

PCT/JP2007/060746

(48d)|3-0CH,CH,0H ~H |-H
(49d)|3—-CH,0OCH,CH,0H -H |—-CH,
(50d)|3-0CH,CH,CH,0H ~H |-CH,
(51d)|3-0CH,CH,0CH, ~H |—-CH,
(52d)|3—-OCH,CH,NH, ~H |- CH,
(53d)|3-0CH,CH,NHCOCH, ~H |—-CH,
(54d)|3-0CH,CH,NHCOOC (CH,) ,|-H |—-CH,
(55d)|3—0CH,CH,N (CH;) , ~H |-H
(56d)|3-0CH,CH,N (CH,) , ~H |—CH,
(57d)|3—0CH,CH,CH,N (CHj) , ~H | —CH,
(58d)|3-0OCH,CH,SO,H ~H | -CH,
(59d)|3-0CH,CH,CH,SO,Na ~Na |—-H
(60d)|3—0OCH,COOCH, —~CH, |—CH,
(61a)|3-—0OCH,COO (CH,) ,—OH ~H |—-CH,
(62d)|4—0OCH,COOCH, ~H |—-H
(63a)|3-0OCH,COOH-pyridine |-H |—H
(64d)|3—0CH,COOH —~CH, | - CH,
(6 5d)|4—0OCH,COOH ~H |—-H
(66d)|3—0CH,CONH, -H |—-H
(67d)|3-—0CH,CONH, ~-H |-CH,
(68d)|3-0CH,CONH, ~CH, | —CH,
(69d)|3-—0CH,CON (CH,) , -H |—-H
(70d)|3—0CH,CON (CH,) , —CH, | —CH,
(71d)|3-Br, 4—OCH,COOCH, ~H |-H
(72d)|3-CH,, 4—0OCH,COOCH, —H —H
(73d)|3-CH,, 4—OCH,COOCH;, ~H | —-CH,
(74d)|3-NHCOCH,, 4—OCH,CN ~H |-H
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(75d)|3-0CH,COCH, ~H —~CH,
(76d)|3—-CH,SCH,COOCH, —H —~ CH,
(77d)|3-CH,SOCH,COOCH, —-H —~CH,
(78d)|3-CH,SO,CH,COOCH, —H ~CH,
(79d)|3—NHCOCH,OCH, —~CH, |- CH,
(80d)|3—NHCOOCH,CH,OCH, —~CH, |- CH,
(81d)|3-NHSO,CH,CH=CH, ~H —~ CH,
(82d)|3-NHCH,CH,N (CH,) , —H —H

(83d)|3—-CONHCH,COOCH, —CH, |—CH,
(84d)|4—CONHCH,COOCH, ~H —~CH,
(85d)|4—CONHCH,COOCH, —~CH, |- CH,
(86d)|3—CONHCH,COOH ~H ~ CH,
(87d)|3—CONHCH,COOH —~CH, |- CH,
(88d)|4—CONHCH,COOH —H —H

(89d)|4—CONHCH,COOH ~H —~CH,
(90d)|4—CONHCH,COOH —CH, | -CH,
(91d)|3—-—CONHCH,CONH, —H ~H

(92d)|3—CONHCH,CONH, —H —~CH,
(93d)|3-—CONHCH,CONH, —~CH, | —CH,

e (V) 035, LamBEE (le) ~ (1 7e) TRENZLEY (
Ve) 2% 3 6 IchlmL. (LAMES (18e) ~(21e) TRINZLEY

(Ve) 2, £3 7~40ZHITRT %,
(%36~40)
LemES (1e) ~ (1 7e) TRINSMELEY (Ve
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(1f) H H H
(2 f) H H CH,
(3 f) H CH, |CH,
(4 1) 3-C1 H CH,
(5 ) 3—CH, H CH,
(6 f) 4—CF, H H
(7 f) 3-CH,OCH, H CH,
(8 f) 3-CH=CHCH, H CH,
(9 f) 3-C=CH H CH,
(10f) [3-0C,H; H CH,
(11f) |4—-SCH, H CH,
(12f) |4—-S (0) CHy H CH,
(13f) |4—-S (0) ,CH,4 H CH,
(14f) |4-NO, H CH,
(15f) [83-CN H CH,
(16f) |4—COOH H CH,
(17f) |4—-COOCH, H CH,
(18f) |4—-N (CHy , H CH,
(19f) |3—-NHCOCH, H CH,
(20f) |3-NHCON (CHy) , |H CH,
(211) 3 - CONH, H CH,
(22f) |3-CON (CHy , H CH,
(23f) |3-OCHF, H CH,
(24f) |4—0OCF, H CH,
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CEITEKD, Ml (Bic, T8-S5 45208/ 23S L
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TR - BEREFECLIMAEBERLTCTGF-BOEN EREL, Wikl
SIERIUVTUMRBLERDEZEZONTVS, BRELEBEDS] g ASEsS
DEEBERZTBN T, METRELECL S TERARETTGF — 8 D&
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TGF-BOEBNEFL. Bl BT, TH - IVEIS -5 0ER) %
FIEREIUTEHRERERD ZENT TIIRBINTWS (] %13,
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I /)—=N5ml ERPERYT 1 9mgDEEWIC. 3,4- b Ro—
2H,10H-727UY>~1, 9-P4>120megkU3-[Q-A+FI T
FINTIIANWRZNVINZTNVTERL 1L Tmg 2EHFL.BETIZ1O0
KRl 6 O L7z, BIRICHHABRBHEL, MHELAKEZERU TERLT
V3L, 9-TUFFVY-3,4,9,10-F T RO-IE-T 7 U P> -0-TUF > AF)
J)N-Q-APFTIZFINRITIR ket (V' 7 7 7)) ] OREERE
EmIO0megziik,
'H-NMR (270MHz, DMSO-d;) 6 (ppm) :2. 95~3,.
00 (2H), 3. 05~3. 10 (2H), 3. 17 (s, 3H), 8. 4
5~3. 55 (4H), 7. 39 (t, 1H, J=7. 8Hz), 7. 50~
7.78(5H),7.84(d,iH,J=7.8Hz),T.95(&
1H),8.14(d,1H,J=7.0Hz>,8.6o(broad,1
H), 12. 01 (broad s, 1H)

KiEFl 1 -2 e UbswES (7a) 1 OB

-t FEF-3-[3-B-TAMFZANRZINAIFT]I 722V ]-1-FF
V--7aRIN]-6-AFIN-2UD-EUP 210 0megd MU 7 )VA Ok
Bom 1 BARIC. BEFBRAVIALASMg R NIIFINIS2185u 1%
Mz, Z2IRTOREBHRLEZ. RRRICZOOR)I L EKREMA, AHEEZK
L. REZUNFNVISLI0R NI ST 4 —THE L, 7oof)vh
T hZERBTI2O1  10ORBEKT. UXBAFIVTLC L, REEMN. 4
DR ZED, &~ FOF-3-3-B-[(AFZHNRZINANFT]I 7
ZIWI-1-FFY TR EN]-6-AFIN-2(ID-BU D > {LEHEE (7 a)
] OEERSE1 Ime xR,
'H-NMR (270MHz, DMSO-d;) 6 (ppm) :2. 21 (s,
3H) , 2. 84 (t, 2H, J=7. 8Hz), 3. 56 (t, 2H, J=
8. 1Hz), 3. 75 (s, 3H), 4. 76 (s, 2H), 5. 84 (s
, 1H) , 6. 70~6. 76 (1H), 6. 80~6. 90 (2H), 7.
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19 (t, 1H, J=7. 8Hz), 11. 57 (s, 1H), 15. 83 (
s, 1H)

Ehagl 1 -3 ARBALEY (LEWES (9a) 1 OARK

4~ FOF2-3-[B3-B-[(AFFIHNARZIN A NFT]I T Z)]-1-FF
VI7BENI-6-AFN-2DH-BEUP 1. 00gDPAY/—)k10mlA
WIZ, 1HEKBEF M) YLAKEBKRLOm 1 Z2HEMLUEZ. BR T3 04#E
U, RIGRZRMEL. 1 0 %EHRTEELL., MHLZEEZ2ERL., K. 7
FoERBIZS Y, t=TFNAFINI—FINTHN BRITBZIEITLD,
4~ FaF-3-[3-B-(HWIVARFI A MFI) 7 2 ZIN]-1-FFV 7O )
1=-6-AFN-20D-EYD ) > [{bamFES (9a) ] OHBHERES8 94me
k=
'H-NMR (27 0MHz, DMSO-d;) 6 (ppm) :2. 18 (s,
3H), 2. 80~2. 90 (2H), 3. 30~3. 40 (2H), 4. 6
3 (s, 2H), 5. 84 (s, 1H), 6. 72 (d, 1H, J=7. 3H
z), 6. 83 (s, 1H), 6. 84 (d, 1H, J=8. 6Hz) , 7.
19 (t, 1H, J=7. 6Hz), 11. 56 (s, 1H), 12. 94 (
s, 1H), 15. 58 (s, 1H)

EhEsl 1 —4 EFEWLEY LEWES (1h° ) 1 O&RK

-t ROFT-6-AFN-2M-EF>-2-4>3. 1 7g. MJVT>150ml
VAPAFIITIOEUD 0. 37 g, 37270 BRONN -
D1 ranFIUNANEIAIRG6. 00 gDBEEWE, T0~T75CTTE
M5 0aMmEALE, BRICHEA%. 1 0%EBRKEZINZ, BEEELFIIL THHEL
 BEFTEIK THWIE L. KRBT MUY A TEEE. BERBEL TESN
EREEIVATINVASLAIOINT S 70 —IZHU . HHLEKEZERL
TAFHTHRY, BRLUT, 4~ ROFI-3-G-TJ 2 )-1-FFV 70l
) =6-AFIN-2M-ES-2-F> [bE&WEE (1h’ ) ] ORFEERL.
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23 g,
I'H—NMR (300MHz, CDC1,) §d (ppm) :2. 27 (s, 3H
), 3. 00 (t, 2H, J=4. OHz), 3. 41 (dt, 2H, J=3
4Hz), 5. 93 (s, 1H), 7. 20~7. 40 (5 H)

EHifl1 -5 ERBLEY LEWBES (2h° ) 1 OARK

-7 oL TOEF I BOKRDDI. 3-U-AMFI Tz TR ES VB
AW D A ERA 1 — 4 L FAEICL T, 4k ROFI-3-[3-(-A bF
S 2 =) -4 F Y TOEN]-6-AFN-2H-E T -1 > [LAWES (2
h’) ] OREEMES. 00 g&Bk,
'H—NMR (300MHz, CDC1,) 6 (ppm) : 2. 27 (s, 3H
y 9. 93 (t, 2H, J=7. 4Hz), 3. 38 (d, 2H, J=7.
5Hz) . 3. 78 (s, 3H), 5. 94 (s, 1H), 6. 83 (dd,
9H, J=1, 9, 6. 6Hz) , 7. 18 (d, 2H, J=8. 5Hz)

£l 1 — 6 AFEFLED [LEewES (3h° ) 1 OBR
AFHAFIVHEARTIIR20m ] RO4-E RO F-3-[3-(4-A hF7
T -1-FFY T O EN]-6-AFIN-H-EF -2-F 1. 87 g DESY
12, KBEFRUT A (6 0%HE) 0. 26g&%16CTMA. 30CIZH
BELT30AoMMmBLE. KWT, PAFIVHEO. 98 gZMAT, ZRT
—RERLE., 20%. REEAWEXAKCEML., BRIFIITHEHLEZ.
FHEZ0aMAEKTRE L., BAREB XU LATRRLZE, BELE
 BEEVUNFNAISAIOARIN I ST 4 —IKETEIEITED, &-AbF
3-3-[3-U4-A FF T 7z -1-FFV T EN]-6-X FI-20-EZ > -2-
> bewEE (3h’ ) ] OEAWRHLO. 37gERE.
I'H—NMR (300MHz, CDC1,;) 6 (ppm) :2. 29 (s, 3H
Yy, 2. 91 (t, 2H, IJ=7. 3Hz), 3. 13 (dd, 2H, J=6
. 4, 9. 3Hz), 8. 77 (s, 3H), 3. 88 (s, 3H), 6. 0
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7 (s, 1H), 6. 80 (dd, 2H, J=1, 9, 7. 2Hz), 7. 1
3 (d, 2H, J=8. 6Hz)

EHEH 1 -7 XFEBLEY (LeEWES (1)) ] OFRK
I-AFN-3-FX /-4~ ROFI-2(I0D)-F /U EBE300meg. 5
%KBAET R U T LAKBBREARLY J—)2m ]l ORE&EWIC.3-7un7y 2
WAV TR —r223mgaMA. ERT2HEBHRLE. 1 0 %ERKE
A, i U7zEEE2 KR OEBERIFIIVTHEL, 1-G-Zno7z2))
)-3-UU-E FOF-1-AF)-20-FFV-1,2-VRaF /U -3-1)) T L
7 [bewES (15) ] OFEBHEL65meg =Bk,
'H-NMR (270MHz, DMSO-d,) 6 (ppm) : 3. 56 (s,
3H), 6. 69 (s, 1H), 6. 87~6. 91 (m, 3H), 7. 10
(t, 1H, J=8. 1Hz), 7. 22~7. 24 (m, 2H), 7. 29
(d, 1H, J=8. 1Hz), 7. 41 (dt, 1H, J=2. 7, 8. 1
Hz), 7. 65 (s, 1H), 8. 11 (dd, 1H, I=2. 7, 8. 1
Hz), 13. 81 (broad s, 1H)

EZhEH 1 -8 EXFEBLEY (LEWES (5k) 1 DR

4-A RF-3-[3-B3-(ARFIHINRZIAIFI) T2 ZIN]-1-FFY
—2-70RZIVI-L6-DAFIN-2(ID-EVP /0. 86 g, Zaak)Al
23 gKkUMNUIFINTIL. 6m1OEBESEYIZ. B2 0. 6m 1 250N
THIERED, 4-AFFT-3-B-B-(AFIHIRZNAIFI) 7
WV]-1-FFV --3-T0E-2-70RZ)V]-1, - AFIN-2(1D-EU D) > [k
aWES (5k) ] OBEBHE9. 8megzilk.
'H-NMR (270MHz, DMSO-d;) 6 (ppm) :2. 45 (s,
3H), 3. 40 (s, 3H), 3. 70 (s, 3H), 3. 80 (s, 3H
), 4. 85 (s, 2H), 6. 39 (s, 1H), 7. 05~7. 15 (1
H), 7. 40 (t, 1H, I=7. 8Hz), 7. 48~7. 52 (1H)
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, 7. 94 (s, 1H)

EWE 1 —9 ERULEw LAEMES (6k) 1 OF

SOOIV AS00ml 237 £F N -4-t ROF 2—6-2F)V-20-E T >
9333, 6g. YIFATINFEE26. 4gRUERUYIEm]E
IR ELFaT— T ARRELEY v 7 AL — B TKSEREL
oo, BT 3 BEMEB UL, SEICARE. RISKE 10 %HK, fne
Wk TIEREE L., EARBT XY T LATERELEER, BELZ. fTHLE
GERARTIL. cNEIUBFINAESLAZAR NI T T4 —ICETH I EITK
D. 4-b ROF-3-(G-7 = o-1-FF V-2, 4R F DT -6-A F )V
IH-E T [LEmBRE (6k) ] OFRBEE26. 4g2/Fk.
'H—NMR (300MHz, CDC1,) 6 (ppm) :2. 27 (s, 3H
y 5. 94 (s, 1H), 7. 05~7. 15 (2H) , 7. 35~7. 4
5 (3H) , 7. 50~7. 55 (2H) , 7. 70~7. 85 (2H)

EWHL—10 ARBLEY (LawES (Tk) ] 08

- ROFT-3-[3-U-A +F 7z -1-FFV T EN]-6-AF
GH-E T 2-0-F>0Rb VI ROFT-3-@-T =2 I-1-FFV-2,4-X
SHEDTI) - AFIN-M-E T > EAWEDINIERM 1 -6 ERKRICL
Tod-ARFI-3-3-T 2 I-1-FFV-2,4-R>F T Z)V)-6-AF )V -1H-
Esy (LeEWBE (7k) ] ORBEBERE3. 42 g2F7,

'H—-NMR (300MHz, CDC1,) 6 (ppm) : 2. 34 (s, 3H
), 3. 93 (s, 3H), 6. 11 (s, 1H), 6. 66 (d, 1H, J
—15. 2Hz), 6. 96~6. 98 (2H), 7. 30~7. 50 (6H
)

E£WH1—11 FREBALEY LEHmBES (8k) ] DFHK
Py 10ml BOEXRYT 0. 12 gDREWIT, 3-TFI-4-k
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ROFT-6-AFN-2UD-EUP >0, 49 g”RO3-(RAFIHIVEZI
AREINTIUFATILFTERO. 96 gL, BR TS 5OMALE
CEERICHEHBKEMA. FHHUZERZERLUTKEL, ThoEFRT T
vEml EMBALTREYNEBERUTEREL, - ROFI-3-[3-1B3-[(X
EFVHIWRZINARFV]I T2 oN]I-1-FFV-2,4-R2F I T)]-6-AF
N-2(D-EUD Y [bamEs (8k) 1] 0BBHKRE0. 22 g2Rk.
'H—NMR (300MHz, DMSO-d;) § (ppm) :2. 19 (s,
3H), 8. 71 (s, 3H), 4. 74 (s, 2H), 5. 85 (s, 1H
)., 6. 93 (d, 1H, J=6. 0Hz), 7. 10~7. 50 (5H),
7. 65~7. 75 (1H), 8. 11 (d, 1H, J=15. 0Hz)

EmHl1—12 ERBLEY LENEE (9k) ] OB
bt ROF S -3-[3-[3-[(A FEIHIVRIID) A REI]T 2 Z-1-FF
DRI -b-RF V-2 - U T/ > OfRb D ic-k KOFS
~3-[3-[3-[(A RF I HIVARZIV) A ;] T 1-FF -2, 4-R2H
DTNV AFIN2(D-BYT /16 7mg ZRWELIAMEIERE L —
3EREBEICLT, 4k RoFs-3-[3-[3-(HIVARF T A rEI)T7xIV]-1-
FE-2,4-ROY T ZIV]-6-AF ) -1 Qn-vu> /) [bteamES (9k
) ] oBAKERL1 3 7Tme 21E7,
'H—NMR (300MHz, DMSO-d;) 6 (ppm) : 2. 19 (s,
3H), 4. 74 (s, 2H) , 5. 82 (s, 1TH), 6. 91 (d, 1H
, J=3Hz), 7. 15~7. 50 (5H) , 7. 6b~7. 75 (1H)
8. 11 (d, 1H, J=15Hz), 11. 67 (s, 1H)

G 1 — 13 ARFLEY LamES (19k) 1 OFK
RLT>300ml, &~ ROFTY-6-AFN-W-ES2-2-F>7. 708

LS TTHEI a4 T-T-k9. 30g. NTVTVAUADT &

FNTERRF—F1. 00g, NUZ7zZ)VRAT 423, 20gkV3-Th
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FUFINTETFT—HF13. 5 gDEAWE. 7T5CT2HBMEALZ.
ZRICHAE, FHLEKRZERL, =5 -V THBRL, - ROoF>
=3-[3-GB-ThFr T -2-7aRZINI-6-AFIIV-H-¥S5 > [{LEaWE
5 (19k) ] OEBRERGE. 98 gz,

'H-NMR (300MHz, CDC1l,) 6 (ppm) :1. 30 (t, 3H
, J=6. 9Hz) , 2. 16 (s, 3H), 3. 15 (d, 1H, J=5.
9Hz), 4. 00 (g, 2H, J=7. 0OHz), 6. 03 (s, 1H),
6. 30~6. 40 (2H), 6. 70~6. 80 (1H), 6. 88~6.
98(2H) 7.17(t,1H, =7. 8Hz)

ZZ
ST hFITIFINTETFT—POROODIZIZFINTET—FEAN
LAV EREI L — 1 3 EFRICLT, &~ RaF-3-@-7x2)b-2-70
RIZ)-6-AFI-2H-¥T5 > ORELKHRZG6 Omeg 256/~
'H-NMR (300MHz, DMSO-d;) 6 (ppm) : 2. 16 (s,
3H), 3. 15 (d, 2H, J=6. 0Hz), 6. 03 (s, 1H), 6
15~6. 35 (1H), 6. 35 (d, 1H, J=16. 0Hz) , 7.

15~7. 25 (1H), 7. 25~7. 385 (2H) ., 7. 45~7. 85
(2 H) |

EHifl1—14 AFEALAEY LEWES (20k) 1 OBR

4~ ROF3-3-[3-3-[(A FFIHNVRZIN A FFIT 7 2oV ]-1-FF
V-2-T ORIV, - AFIN-2(D-EUP > 0.71gdF S RD
75220ml BRI, KBELIEDRFINITLO. 23 g&2FML., BRT
10 BRBHLE, REKIC2 NEREMA, RISESHEKKICENL. B
BIF)NTHELEZ. GHBEEMAEKTEREL. BARBY /22 TAT
WRLUER, BELE. BBEZUNSNVAISAIZORMN TS T 40— TREEL
A ROFI-3-03-03-(C-bROoF> b FV) 7z zV]-1-TaxRz)
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1-1, - AFN-2D-BU D) > [{LEWES (20k) | OHBEMEEO.
23 g,
'H-NMR (270MHz, DMSO-d;) 6 (ppm) :2. 26 (s,
3H), 3. 23 (d, 2H, J=4. 6Hz), 3. 35 (s, 3H), 3
68 (dd, 2H, J=5.1, 10. 0OHz), 3. 96 (t, 2H, J
=5. 1Hz), 4. 82 (t, 2H, J=5. 4Hz), 5. 85 (s, 1
H), 6. 20~6. 30 (2H), 6. 73 (d, 1H, J=8. 1Hz)
, 6. 80~6. 90 (2H), 7. 16 (t, 1H, J=7. 8Hz) , 1
0. 07 (s, 1H)

£l 1 — 15 FEHLEY LEWES (21k) ] OEHK

4~ ROFT-3-13-(4-A FF T 7z -1-FFV T EN]-6-AF )
-H-E 5 2-2-F O MU 7N A OB S Om 1 BRI, PUIZFIVT T3
00 gk EEREBUFIALAG69. OmgZ, 5CTHMLUEZ. EIRT 3K
MRl RIEKZEHEL C. BERZUASNVASLIOR NI ST 4 =T
BHEL, -t ROF2-3-B-U-AMFTT72)b) 7B EI]-6-AFIV-2H-
¥so-2-4> [eamES (21k) ] op&KE1l. 6 0g2iik,
'H-NMR (300MHz, CDC1,;) 6 (ppm) :1. 50~1. 70
(m, 2H), 2. 18 (s, 3H), 2. 48 (t, 2H, J=7. 8Hz
), 2. 60 (t, 2H, J=7. 9Hz), 3. 76 (s, 3H), 6. 0
3 (s, 1H), 6. 79 (dd, 2H, J=1, 9, 6. bHz) , 7. 0
9 (d, 2H, J=8. 5Hz), 8. 53 (broad s, 1H)

£ 1—16 EBEHALED (he®wES (22k) 1] OEK

A~ ROoF3-3-[3-3-I(APF AR A ]I T ZIV]-1-FF
V-2-70RZJV]-6-AFIN-2(1D-BEUT /) >8. 00 gD MU 7)VF OB
50mlIE®KIC. NUIFINIS14. 9m ]l KCEERBRITF T L2248
meg#, KETEMLE, KETFT2KM3 0 08B L &, KISKITIKAKIZHEM
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U. 700R)VATHELUZE. FEEZBINEEKTHREL. BAKE< T X
SULATERLUAZR, BHELT, ¢ ROFI-3-13-13-[(A FFIH R
IMARFV]I T2z 70 EN]-6-AFIN-2(1D)-EU P ) > [{bEWBF (
22k) ] oEBGEHEAE2. 14g2B8k,

'H-NMR (27 0MHz, DMSO-d,) 6 (ppm) : 1. 50~1.
70 (m, 2H) , 2. 13 (s, 3H), 2. 40 (t, 2H, J=7. 8
Hz), 2. 50~2. 51 (2H), 3. 69 (s, 8H), 4. 76 (s
, 2H) , 5. 87 (s, 1H), 6. 60~6. 80 (3H), 7. 17 (
t, 1H, J=8. 1Hz), 10. 49 (broad, 1H), 11. 51
(broad, 1H)

EHH1-17 XERLEY (LeWES (23k) 1 OEHK

-t ROF-3-[3-[3-[(A MFIHINRZII A MFT] Tz Z]-1-FF
V7O EN]I-6-AFIN-200D)-BEUY /) >ORbDIZ4&-E FaFs
=3-[3-[3-L(A PFTHIINARZINASFV]IT =221 7T EN]-6-AF IV
S2(M-BUP 7 >1. 00 gzAWEMSMEIERE 1 — 3 LFRKICLT, 4-
ERAFI-3-3-03-CWINRFZAMFI)T 22N T O EIN]-6-AF )
2(D-¥uY /> keSS (23k) ] OBHAKRES 5 6meg2Hk,
‘H—NMR(Z?OMHz,DMSO%h)G(DDm): 1. 50~1.
75 (m, 2H) , 2. 18 (s, 3H), 2. 35 (t, 2H, J=7. 3
Hz), 2. 48~2. 52 (2H), 4. 63 (s, 2H), 5. 68 (s

1H), 6. 60~6. 80 (3H), 7. 16 (t, 1H, J=7. 8H
z), 9. 96 (broad, 1H), 11. 03 (broad, 1H)

EWEFH 1 —-18 XTEWALEY bEWES (26k) ] OFHK

I /=1 0mlET1INAKBRIELFTMITAKABKL Om 1 OESWIC.
RN ZIN-4-E FOFI-6-AFIIN-2(ID-EUZ /0. 50g kU7
JARFITEINT2 /0. 58 gZzBEHL. BRTIC3KM2 04 mMEL
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o ZRICHAR, INERKZNACHRIFIITHEL, FREZHETE
WARTHRE L., BARBR 72U LTEHBRLEZREHRL T REZHR LT
WVWEOLEY ) =)V THRN, BHELT-E FOFI-3-3-@-ANARFy T
W)=3-FFV-1-7aXRZ)V]-1,6-PAFI-2(ID-EVD ) > [bEWES (
26k) ] OE®BARKR. 17 g2Fk.

'H-NMR (27 0MHz, DMSO-d;) 6§ (ppm) : 2. 36 (s,
3H), 3. 42 (s, 3H), 4. 76 (s, 2H), 6. 00 (s, 1H
), 7. 17 (d, 1H, J=8. 1Hz), 7. 45 (d, 1H, I=7.
6Hz), 7. 52 (t, 1H, IJ=7. 6Hz), 8. 00 (d, 1H, J
=15. 4Hz), 8. 28 (d, 1H, J=15. 1Hz)

w1 —19 FEULEY bkeWwES (37k) ] OEK

I /—=)30mlEkt4-70n0 7z )V e RSP UERIEL. 00 g DR
EMT.20%FT FPITATIRFIR294mgZRML. T ZIZI-AFIV-3-
TNV N-4-eFOoFI-2(D-F /U /243 9megziNA. ZRT3KHEE
U/, THLEREZEBIRL, T8/ —JbEKTHRY, BRLUT3-[@-I O
Bz E RSP IAFINIA-EFOFI-1-AF)N-200D)-F U > [
ftemFES (37k) ] OFEBHKLG6 9 Tmeg 2B/,

'H-NMR (27 0MHz, DMSO-d;) ¢ (DDAm> :3. 61 (s,
3H), 6. 91 (d, 1H, J=10. 8Hz), 7. 30~7. 35 (m
, 3H) , 7. 53 (d, 1H, I=8. 1Hz), 7. 68 (dt, 1H,
J=2. 7, 8. 1Hz), 8. 03 (dd, 1H, IJ=2. 7, 8. 1Hz
), 8. 45 (s, 1H), 10. 77 (broad s, 1H), 13. 2
4 (broad s, 1H)

w1l —20 £EILEW LEWES (38k) ] ODERK
I =1 0mlEKR3-Q-PAFITIJ)IZIFIIRIIINTIVG6
6 IlmgDEEWIZ, - FFT AR -4-E ROF T -6-AF)L-2(1H) -
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PUY )2 737Tme®MA. BRTIC 6 REMALZ. BRICHARBEL
CEBIFILTHEL. FREZBNAEKTHREL. BARRI 7RI TU A
TR LU AREBEHELT.BEBZIUNISNVASAIOAR NS T4 —TREL
A ROF V- 6-AFIN-0-FFV-1,2-P RO U D -3-HIVR B
-(-VAFINTIJILIFIIXRIDNVTIR {bEWES (38k) ] OH
R4 02meg 2Bk,
'H—NMR (27 0MHz, DMSO-d;) d§ (ppm) :2. 19 (s,
9H), 2. 55~2. 60 (2H), 3. 95~4. 05 (2H), 4. O
2 (t, 1H, J=5. 9Hz), 4. 99 (d, 1H, J=5. 9Hz) ,
5. 91 (s, 1H), 6. 80~6. 90 (3H), 7. 25 (t, 1H,
=7. 8Hz) , 10.48(’[,‘1H, =5. 4Hz), 11. 77 (
broad, 1H), 15. 58 (s, 1H)

£l 1—21 ARELEY LAEWEBEES (42k) ] OEMK
[-AFJ-3-F 3 J-4-E ROFI-20D-F /U /> HEBEL. 08g&?2
0 %KEEILF U LAKEK2 0m ] ORAWIC. 3-Q-AFFTIThF)
JErZWVTFEFILZOURL. 09 gZ&MA. BERTHEBLE. 10 %HEEK
TEBMEEL.FHLUEBEEAEBRLTIUNF VAT LI AR N S5T 4 —T
WL B EMRON- (b ROFY-1-XF-2-FF V-1, -V ROF )
J2-3-—1 ) -2-13-Q-ARFLITr+FI)T2ZNITERNTY IR LEWE
B (42k) ] 295meg#%Ek,
'H—NMR (300MHz, DMSO-d,) 6 (ppm) :3. 45 (s,
3H), 3. 68 (s, 3H), 3. 74~3. 79 (m, 2H), 3. 80
(s, 2H) , 4. 12~4. 16 (m, 2H), 6. 84~6. 98 (m,
SH), 7. 21~7. 37 (m, 3H), 7. 56 (dt, 1H, JT=2.
7, 8. 1Hz) , 8. 13 (dd, 1H, J=2. 7, 8. 1Hz) , 8.
80 (broad s, 1H), 12. 71 (s, 1H)
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EHFA2 (1 RIS VEEFOESEAGFERLESEN LI —F —EHE
FEZETHTI5AI FOHFEE)

EEEMEREERESFHIE (Clontechth, #40J7&EECC—2
509) 1x108filaz37C. 5% CO,BZHEKTFTT—HIEEL R, &
SNz B> U LAEEKR (IF, PBS &Y. ) T2HERL
7%, PBS 3mlZMWMAEIAZLAN— (Nalgen. h¥0a/&E
179693) ZAVWTHEZSEENSHNL Z. RS N/ZHEEEDLSBE
(1, 500rpm. 4C., 1500 ITXVED, ZNEPBS 20ml
CHRBLTHERELTB L. BoNnkILEIC. DNA Extractio
n Kit (Stratagenett, 3#u/7%85200600) ®Sol
ution2%11ml, pronaAs ezd. 8pulENENMATE0TC
WWCLIHEARES LR, BoNZBEARZKFICL 0 0BKEL /2. RIT,
YHREAWICLEREFYy FDSolution 324mlMATESLEE,
INZXKPIZS5PEBRELE, BOLOBE (3, 000rpm. 4C. 15%7M
) Uy EEZER LA, BRENAZLEC, S¥ZEE1Im]IE2ZD2 01 0OR
Nase#ZMMA, 37CT1IS50MBELEZ. ZORGRIC, 2HBEFEOTY
J=VEMATESL., HELEZABWRROWE (¥ / LADNA) Z2EHIENLU &
o HIREN/ZET ) ADNAZT0%LY /) =)V THELZE, BREL &, AL
NS/ LADNA%210mM Tris—HCI1, 1mM EDTA (pH
8. 0) (BUIF. TEE&®Y. ) 500 u 1 ITHML T,

"onks ) LADNABRK (/) ADNA 1y glH%E) & BEIRES
1 (BEFBE1:05—52>70E—F—DNAZHIETSDICHEEINE
FAUITXZVFAF RS54 — : ccaagetage gaaattatet ttitctttcat ag 32
) TRAINDEEEFINERBDFTVIXI VAF REVEFES 2 (BEIEE
2: 057270 —Y—-DNAZBIETSEDICHRFINLFTVIXI L
ZF RS54 <— :ccaaaagett geagicgigg ccagtace 28) TrRINSDIEH
BEHNERBAVIXZLAFE (10pmo 1 l) £1ul. HBHEK
29pl,. TaKaRa LA Taq (EEE, /y0J/7EFSRRO002A
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Y A Enbuffer 501, Mg'®® 51, dNTP mix
ture 5ul®k0TaKaRa LA Taq (ZEE#R, #F07EHSR
ROO2A) 0. 5ulz2R&LE. BohEREKEZ94C, b0MREL
7. 94C. 1HBANTE0C, 12oMEBII72C, 17HORER 1
A NELTINE3 OVA I NTo. YHBAKE 2% T A0 —AT )
EBEWKEICHTBEIEICED, 0. 5kbDDNAZENLZ, EININE
DNAZTz /=)L 700k LAMBELEE, TF /) —IILETSH I LITX
DDNAZELAZ, BIRENZDNAZBHAKICEREL., ZOBEMFHRICIN D
el 2. 5ulRU0HiIindlIll 2. 5ulzZMA. 3 7 CT3RFERFREL
o RNT., UHBEMEZE 2% 7 HO—ATIVBKIKBITHTEHIEITLKD,
%3, 5kbDPDNAZENLAE, HNENZDNAZRLY J —IVILERT S
LIrkVEUDNA (BF, a5—4>70%—%—DNA &Y. ) Z2HIK
U7z,

—H RNV TS5 —FEa—- RTHEERFNEEFETEHRIY—DdGL
3(Promega#. ¥/ EEE1751)%#Nhe I XUOHindlll
T LR, FREAB T A0 — AT NVEBRIKEBICHET S ZEITED. K
5k bODNAZENLZ, ENINAEZDNAZLY /J—)VILBT B LIk
DEUODNAZEINLUE, BENZDNAKEE K441 . Alkali
ne Phosphatase (R#EE. Hyur/EE52120A) THRHFS
nFBuffer5ul®k*Alkaline Phosphatase (£
B, hYO/ES2120A) 1p 1 2WAT, CORSHEE65CTS
ONFEBRE LR, KiIZ. ¥ZEAKZ2E 7z /=) 7 no R LANEL
. Ty ) —)ItBT B EICEVDNA (UF. LucRX7¥—DNAZRE
¥.) 2ENRLEZ, KWT, Las—7>70E—4F—DNA 20ng
&Luc&bf’-—DNA ¥W20ngtZEALEB.DNA Ligatio
n kit Ver 2BERAKREZAZREMLTLI6CT—RBEREL Z. HKE
SWICKkBEES5Hda (TOYOBO#, #40/&FSDNA—-9 0 3) &
2 TKFIZ3 OSBHEBL. KWT42C, 4 5PBHRARLER, E5NEXR
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BEZE50ne/ml P>ESULFRNUDTLA (FHTA%, hyur/EE
027—-39) 28QLB7L— M MHBEL, 37C, —BRHREL &, HH
Ly /han-—%50pug/ml 7>ELU Y EEDLBEH2m ]
T37C. 12KHEBELE, BONEEERNSAUTOMATIC DN
A ISOLATION SYSTEM PI—-50 (KURABO#) #HW
TT75AIRDNAZHAKM LA, HBEINAT 523 RDNAOEEEF %D
NAY—J LY —ToHWLE. TOHE Y% TS5AIR (UF. COL -
Luc&®d.) i b RO IS o 2 @HETOESFRGER
D—3500~+57 (BEHKBEEZ+1ETD, ) OEEEFIOTHRIC
R—F —BETFELTRINMNI TS5 —FOT7 I JBEFEI— RT3
HEEFINEE SN TARAIEARFAEZRELTVS I ENBRENE,

il 3 (LR —F —BEFORREZHEEL L EHERLSYWRE TS RO
=7 BERTOREREREIOHE)

EFEMNREEREEMRE 1x 10 B2 100mmT 1 v oIl
L. EEMELBRIEME (BLF. FBSEET. Gibcecoth, hZn/&%
21140-079) %10 (v/v) ¥a8Dulbecco’ s—MEM
(AR, /&S 05919) Bt (BIF, 4FE#HED -MEM
(+) &fdd. ) B#T37C, 5%CO,FHATITBNT—BERELE. K
WTHEHZ, FBSZ28F/mWWDulbecco’ s—MEM#EH# (BIF. ¥
FEMED-—MEM (—) &&d, ) KE#LE.

D—-MEM (=) 300pupulic. COL—-Luc 5ughkt®pCMV-—2_
—gal (Invitrogentt h¥nJ/&ES10586-014) 54
gzMA,. BONEREGHRZZRTSHMKELE (BK1) . ¥/, D—M
EM (-) 300ulicLipofectine (Gibco#., hvnosy
£E518292—-011)20ulzmia,. RENTZEESHRZEERT4 59H
WELUZ (BHK2) . RIT, BRI EBK2LEZ2EEL. ChZ2ERTL 0
BB L 72%. YZESWIID-—MEM (—) 5. 4m1 ZMATESELE,
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YEEGHRZWMRER & MeRREREFHRICRMLU 2L, U3z 3 7
C. 5%CO,BZEKTTEHELRE., 6BEE. TSoviahbERELEZR
. MEEZPBS T2HEFRLER, T4vall0. 25% MU T 22E
OPBS 1mIZBMLTT sy ahofiflzdN Lz, ARSI N
D—MEM (+) ZIMATELSEEGLER., YKESWE 12TV T —
FMelml$29EL, 223 7C, 5% CO,FHAT TREREL =,
TH,. £V ZEZD-MEM (—) T2EHHEELEH®%. 0. 1% FBSzZz3E
@®Dulbecco’ s—MEMEM (AT, BFEHEZD —MEM (0. 1
%) LT, ) 1mlicERRLE,
DX gERINEMEIZ. X (V' 77 7)) TrRENs6EY. &
EMEE (7a) KO (1]j) TREINIZAEFEHALEDN 1 mMIZR5dLD 1
0% PAFIVAINEFTR (BLF. DMSOE&ERT, ) THML., TORBRK=E
30u lWmmlr (FRALEGYEXKEE3 O M. DMSORKIEEO. 1

%) o M. MBTIZ10%XDMSOZ10un l1EmMLZ,

1Ff#%,. TGF—B (Pepro Techth) ®0. 5ug/m1lKE
WXIIHEEKZLOu 1HRML, 37C. 5% CO,FHEATTESIT4 0K
MR L, BESINZHMEZPBS T2 HEEL 28, ZNICHIRBMEAR (
REA %, A0/ ESPD10) 200 1 ZMAMBEEHNLZ, &
MENMIE MBS EE L TEN L%, CREELHEE (15, 000
rpm, 4C, 54/ ¥52&ickD, EEZERLZ., BIRENZLER
50u1296TN L —FZBLEB.MICROLUMAT LB96
P(EG&G BERTHOLD#H®) ZHWT, LucyYvyE1HB®K (20
mM Tricine (pH7. 8) . 2. 67mM MgSO,. 0. 1m
M EDTA, 33. 3mM DTT, 270uM Coenzyme A, 5
SOuMATP, 470uM Luciferin)bOulZEZESL—1F
CEHESELER, fUVLIVNOFENEZAELZ (Delay: 1. 68,
Meas. Interval:208) .

—F. BIENE EEXISHEEFERS Ol Z, PHI666TUIINTL—1
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orEEINZp—ga lEEAK (5. 8mM o-nitrophenvyl
—beta—D—galactopyranoside.1lmM MgCl,
. 45mM 2—X)NWATBPIF—)) 50l ITMATS 7C. 2KMA
CFaR—MLEB. X170 T VM) —F—2ZHNWTETVIIAD4 20
nmOWHEZBELEZ. BEoNEEEICL, KR -> TEEEEZET
L7z,
REEE= [BXE (EBEHFNK) -8 ERBFEHHENX) 1/ [42
0 nmikXE (EBERMKE) —4 2 0 nmBbE GHEESRBRMNK) |
Kic, BEHanEEEEEZEICL, KRR ->T. TGF—BWET B I
a5 -7 EETFORERERTICTTIEREEMWOEEDRZHEFE
ELUTHEHLE.

HEE= [EEEE (DMSOKUTGFE — 8HMERK) —&EEE (e
WEORTGF — BEMEERK) 1/ [BEEE (DMSOKUTGE — BEM
ARK) —mEEE (DMSORUTGE — BEBRMABRKX) 1 X100

X (Vg 777 ) TRINZMEY. LEWES (7a) KK (1)) T
RINDZERALMEDNEEYEKBES O o MIZBWT, HEER, 7 02X
ETCHo. ARFMEYD, TGF—BRETHIBIS—F VEET DR
ERERNEHEL., [R5V EEFOREZNGHITLENIZET ST
ENHER SN,

EZWBl 4 (74 TORVFOORFABBREE LEBBILEYNETSTGF
— BHIHIBE I DEIE)

ERE MRERESEME (Cloneticst, W4l &EBCC—250
9) 5x103 M@,/ W)z, 96 TN L—kK (BECTON DICK
INSON#:, h¥uor/®&535-3075) K&, 37C, 5% COLF
DA >FarR—F—T—BHEERLEZ, ¥H, 0. 1 %FBEMEEZSOD -M
EMig# (BASE () 4. 2—-F%E505919) 0. 1mliCKH#!LE
o TD 1K, LEWBES (7 a) TRINZEREHMEGYEZERIRELO
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O L MIZIRBEDITHML., 1MBELZRIC. BKEESng,/ m1OT
GF—B8 (Peprotech#th, #¥oZ/7%&8100—-21R) Z&EML.
SHIC2 6HBRL. UV CBREBEKRT2HEHESRLEZRIC, RNeasy
Mini Kit (QIAGEN#, /7 ¥a/&B74106) ZHVWTAER
NAZDREELUZ. DBESN/Z2RNA 5upul1ic, 20uM FYITAdT 1
n1EUORNaseZU—&KBE/K 40 1%2MAT65C, 549M1>Fan
—bhU, BESRKGLZ, UHZBEWLOL 1T, 5XNvTy— 4pul. M
gCl, 2.4upul1l, 10mM dNTP 1ugl,RNasin 1ul
v ImpromlIl 1uxl, RNaseZ7U—&HEKO. 6ul (BUEk, &T
Promegafh) 2MAT25C L5400, 42C 1EM., 70C 15
R DOERGETHEERIEL 72,

WEERISERS 1 112, BAIBE 3 (BABE3 : 74 TORIFU#EE
TODNAZRIETZ72DIC. PCRATSAI—ELTHRFENAEF Y IX
7 LA F Rt tegecatcag tagaaggtagca 22) |\ EFIBS 4 (HFIRE4 : 7
A TOAXRIF U BEETFODNAZRHBTSEDIC.PCRATII<v—ELT
REtSNEZFYAX T LA F B @ tatactgaac accaggttge aagte 25) TxRE
N5%520pmol  pwldF/I94<—1ul ROEFIEZESS5 (RINEES
T4 70X FURIETFODNAZKRMT 37201, 7O0—TE L TR SH
AU OdXT LAF R :cteaaccitc ctgaaactge aaactccgte 30) THRaEIND
T4 70X FOEERTFODNAKRBAO—71. 25 1. XiFHuma
n GAPDH7YS—<—-7O0—7 (Applied Biosystem
s¥., ¥/ HFEF4310884E) 1. 25u1%2M%X. TagqMan
Universal PCR Master Mix(Applied Bi
osystemst, #H¥u/7&ES54304437) 12. 5ul ROKE
KEMATSH5O L 1ICTHEL.Optical 96—Well React
ion Plate(Appliéd Biosystems#tt, hynar&
SN801—-0560) DUTINHFTRALE, AF¥ ¥ —KRiZ, TGF-8
DHZHRMLUZMENPSERNAZFAKML, 20250, 125, 62. 5,
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31.25.15.625.7. 8125ng8fhChBEERELEcD
NABRERWE, Z0%, Gen e Amp 7900 (Applied
Biosystems#) 2EnwTs50%C SHAE 1¥4Z)., 95C 1
SBHMEVB6 0T 1HMO40Y1 7 VOEETP CR L . ERIZA 25
I FEREERLIER. 74 TOX/ FUBRUIGAPDHE % 212N
BHL. KRR CEEBEEE L -,

74T ORI FORER=7 4 TOXIF R, GAPDHE

BEE= [ETE OMSORUTGF — SRIMRE) —EEE (ba% kAT
GF— BWRMHMBMK) ] / [EFR ONSORUT GF — 6 BNRBK) — 5
B (OMSORUNT G F — B ERMEERE) 1 x 1 0 0

CENES (72) TRENBEBEGCAMOEEE. 7 0 %5 LT oo
7,

AFERLEDH. TGF - iz > TRIES NS K SHEEMED Y + 7 0
FOFORETOBREREMET 52 & RER S ni-

FESR E ORI W g

ARPFITED, MBS 25 < R U JABBTOREBEZEH &
MRS N Y P AEMBRETE B2 810k D - MO R E
TOMEY (HI5, M~ MY v o X EmIEE . HRMEE TR BEA S0 R
ERERAD FOMR - BENTELE RS,

AR T U —5F 2 ~
B 5% 5 1
:5—?>im%—&~DNA%%ET%&@K%%éht#UjxﬁV
FTFRTS514 < —
FFIBE 2
A5 =52 a0E—4%—D NAZBET D DR SNAF YT L
FFRTI51<—
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HF&EE 3

7470 F DNARRKBT BEDICRENEFYIXVLFF R
T4
BF&E 4

747 0RFDNAEBRBT 5 EDICREINAEFYIXZ LFF R
T4 —
EF&E S 5

T4 70X F O DNAZRBTAEDICRFINEFYIXY LFFR
Ju—7
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7R SR D i B

OG- o

[zl
I. 2.

x (Ia-1)
Ko)y

(Ta-1)

[,

1. ald. FEKSBR, Xid, HFEE6BEZEL., (Y,) IkBLT,
Y, TRoX, #BXEY, BoEZERL. i, 0. 1. 2XiE3%2&L
T, a2 EDEE, Y, BE—XIEMHEERZD, a2 0L E, BEL
T3 2OFR—XIFHERDY 3. Z, BOEZR L TCaeBREHEHELTD
E<. (X,) , ZBWT, X, & FEROX, B, Y, BEOZ, BICES
BOEBHBREERL, pid, 0. 1, 2XE32RL, pAM2BEDEE, X,
BE—XIEHEZD, pEqlDfME 3BT TH B,

(1)X, B:M, —% [M, 3. R, —% (R, . AOFEFTRASH
THRWCI-CI0TIVFIEEZERT., ) . NaF VEF, Z+a#E, 27 /&,
KigE, R, - B, "Ry —E# (R, 2. N VEFTEHRINTDH L]
CLOTV IV FRIEEZRL, B, & FFTE, FAE, V740 ZNVEXEFTAI
RoNVEEZEL, R, . BEAXECI-CIOZLFL VE%E2%ET, ) . HOR
« —# (Ry &, #MEEFA—OE®EXT. ) . R, —CO—-R, —# (R,
W KREF, XiE NaFZ VRERFTERINTHLNWCI-CIO7 VIV EEE
U. Ry & FIREEFR—DOE®RZRY. ) . R, ~CO—-0O—-R, — & (R,
MOR, W, #EEEF—0E%EZXT., ) . R, O—CO~R, —# (R_ &
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OR, W, #iFEEFA—DEKREZERT., ). HO—CO—-—CH=CH—#, R,
R,  N—R, —# (R, RUR, ' i&. A—XEARZD, R, & #H@e
A—o&Ekz%L. R, 3. R, EA—0&KEXEL. R, & WEEA—
OE%EXT.) . R, —-CO—NR,’ -R, —#% (R, . R, EKUR,
i, M EF—0¥KEET, ) . R, 0O-~CO—N (R,) —R, —% (R
o R . RUR, . MiEEA—0&EKEET, ) . R, R, ° N—CO-—
R, —% (R.. R, ' RUR, i #ieA—0&WKEXRT. ). R, R,
" N-CO-NR,’' ' —R, —# (R.. R,’ RUR,’ ¥ FA—Xi
WALV, R, KRR, * I, MEEA—0E%®E=EL. R, 3. R, &
A—0EhkEXL. R, I, MEEA—0&%KEXT.) . R, R, ' N—C

(=NR.,’’) -NR,’ >’ —-R, —# (R.,. R.,’. R, EUR
e MR M—XEMEERZD. R, . R, EUR., "I #EREE—D
BHEXREL,. R, 7Tl R, EFE—DOEBKEEL. R IX. MiLE/—D

B®#EXYT. ). R, - SO, —NR, R, # (R,. R, KUR, &,
MM —0E%ke£d., ) . R, R .’ N-SO, —R, —% (R,.. R
e KUR,Z MEEA—OBKERT. ) . C2-CLOT7 N7 Z)VEXIZC2-
CLOY IV FIIVEERT. ] THS.

2. Yo ®E:M, , — Ry —#E [M, ;& M, , — & {M_ , & My, —
Ry & —# {M,,& M, % (M, &, fiftcEl—0EKkE2XT, ) TE
WMINTHEINW6—-10BROTU—IVE, XiF. M, —# (M, &, #iit&
F—DOE%RERT, ) TEHRINTHLNWE-10EBREOATOT Y —)LE,
XiEk, M, —& (M, &, #iRfEA—DEKEERT, ) TBEHBRINTHIWVAR
MBS ZEATHLIN3I -1 0 BERORIAKERE L IZEZR 2 TH,
XU,

(bo) @_
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(by) = ((b,) BWT, G, 1T, BREZFL THIW, I
REEF D, EEEFED, 5~14B0ORMAKEBXIIERREZRT. ) .

(CO) ‘JO N—

(co) =% ((cy) KBVWT, T, & BRETFZFATHELS, FEK
S—TERZRY. ) .

AN

o (D
d

0

(dy) —# {d, & ANFZNWVEXZFARIRZINETERIN, FIiC

AFVE, FFE, -NR, -E (R, &, KFEET. Xid. CI-CL07J)VF
VE, Xk, NaFUEFELLIZR, —B, —# (R, 1. CI-CI07 V¥
., C3-ClLOT7 NV ZVEXIIC-CI07 VFoVEZEERL. B, . FFTHE.
FAHE, AT 4 ZNVEXZANFZINEEZRT, ) TEBRINZC2-C10T7 )V
FILE, X, C3-CLOT IV =)VE, Xid, C3-ClO7 IV FoIEEERT, } .
ANT 4 ZNVEFE LB ANFZINVETERINTDH IS -1 2 DRI
KBRZHZT, } XiZ

(e0) @
€0

(ey) & {e, &, ANVKRZINVE, FEAIERZIE, FF28, F4HE
., —NR, -# (R, 1%, #ifBEA—OB®REET, ) . AN T4 ZIEBEL
CRBANKRoNETERINTD DINS -1 2B0RIAEBEZRT, ) 25
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L. R, i Ry ERA—XEMHAERZD, Ry LA—DOBKREXRT, } 2K7
o} v M., —-B, % (M, , RU'B, &, #iELLA—DOE®KERT. ) .
M, , —CO—-%# (M, , i&. MiffEA—OEKREXT, ). M, , —CO-
O—# (M, , 1%, MiBERA—OE®RZERT. ) . M, , O—CO—F (M,
o & BiISEER—OE%EZET, ). M, R, N—&# (M, , KUR, &,
iR eER—DE®kERT., ). M, , —CO—-NR, —# (M, , XUR, &
. WEEA—0E®EET. ) . M, , O—CO—-NR, —&# (M, , XU'R
LUk BIRmER—0E%EET, ) . M, , R, N—-CO—%# (M, , XUR
i WEEA—0BEKEET. ). M, , R. N-CO-NR,’ —# (M
c o+ R.OBRUR, X, #iRmeA—0FE®RE2ET. ). M, R, N—C (
=NR, ) -NR, ~ —# (M, ,+. R.. R, BKUR,’ & #iid
ER—DEWREHRT., ) . M, , — SO, —NR, —# (M, , XU'R, &,
BiEmEM—DEKkERT., ) XEM, , R. N—-SO, & (M, , XUR,
1. MIECER—DEREZERT. ) 28L. Ry X MiEfEA—0OEKRZERT.
] Ths,

3. Z, B NOFVEF, CI-CL07IVaFTE, C3-CLOT IV ZIbAF 5
L C3-CLOT NV F oA FVE, AINRZINVE, FEHNRZIIE, FTFE,
FAE, ANT 4 ZNVEELLBANVFZIINEZAELTHENL, 5-1 28R
DRACKFZREXIZERBTH> T, FEBRZHEFTERD., BRIIIMERTH
2T, eREMRIZIETHS. ]

TRINBHE,

= (Ia-2)

Que
j'\)I (Ia-2)
W0

[ A
1. K, W& AFEF. NoF 2 EF Xid, (I-aca) —F£
[ (I-a¢ a) . KX (I-aa)
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\ (Ira @)

[, aald, FEEKSERXIFEKEBREZRL, Y, RO qld, #ii
ER—DEWRZRL., a2 E0osE, BELTWS 2HOFR—XIZHER
BY 0. Z, B (Z, BIL RKEFA—0E®REZERT., ) OEZRLTaa
BEMBLTH RN, ]

TREINBZEERT, 12KT, |

2. L, o0& KEETF. CI-CLOY VFINE, (I-aa) —F ((IT-aa) &
EIEER—OBE%REERT, ) TEBEINAEC2-CLOYINVFINE, (I-aa) —
Z ((I-aa) . AIREA—DOE®RZEXRT, ) TEBINTHIWNCL-CI0
T ZIVE, X, (I-aae) —#H ((I-aae) & FRERA—DOEKRZR
T, ) TEHBEINTHIWU-CIOTNVFoNEREL, K, , &L, , &,
BHMEEZELTHINU-CLOT NI L VEEZRTIEND 5.

3. Q, o & KEBEF. BHEINTHIWAKEE, Xk, s TdHIN
TR )EERT,

4. W, & BREEFXWE-NT, & (T, & 2FRFEFLOBREZRT
o) BERT, ]

TRINDE,

= (Ia-3)

Ka 43 ’
|| (1a-3)
? WT U’

Lo:a

R, K, , & KEBEEF. C1-CIOYIIVFILE, Xid, (I-aa) —F (
(I-¢ @) &, MIEEA—OBKERT. ) 2&L. L, , & KFEEFX
WC1-ClOY )V EZ2EHEL, K, , &L, ., &iE BHREZHELTHIL
C3-CLO7 NV F LU ENEIBREZFEL THIWHU-CHOT NV I oL EE2RT
ZERBY. U . KEREFXEAFINEZRL, W, X, #ifEl—DE
REET, ]
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TrRENdE, XiF,

H (Ia-4)
Qg

| (Ia-4)

[RF. Q, ik, BRINTHIWKBEEEL, T, 13, M eA—0&Kk
2ET, ]

TRENGEERT,

I1. Bi.

® (I-1)

Ke
:f%[ (-1

07 Wqy Le

[,

(1)Q, . BHEINTHIWAEE, Xid, BREINTHBINWTI JEER
ElS

(2)W, 3. BEETFXIE-NT, —% (T, & XKIBREF XL 2FETFT
toBH@AEERT, ) BRI,

(3)K, RO'L , X, A—XIZMEERZD, KFEF, XX, RBRFLOER
EE2EHEL. K, &L, &k, BEEZ2ELTHLNE-CLOTIVF 1V UEXITE
BEEZHELTHEIWU-CIOT NIV VEERZRTIEND D, ]
TRENDHE,

A (I-2)

=

!

Ta
[, T, & #EREA—OE®RERL, L BKBEXEAFINEEZERT
o ]
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TRINDE,
X (1-3)

() N

[, T, & MELE—0FEKEEREL, L, & CI-CIO7 I FINEEERT
o ]

TRENDE,

=N (I-4)

HsC” N"~OH

Ta
[, T, & BIRER—OE®REZET, ]
TRENDE,
= (I-5)

Kg
A
HsC~ N0

|
Ta

[Reb, T, 1d AMEEFA—0BEKRERL, K, &, ¥7 JEXIEFUOCO-
B (Ui, ARETFECI-CLOTVFILEEET, ) 257, ]
TRINDE,

R (I-6)

/K“f

| (1-6)
O Wa L(S

[, W, i3, BIREFA—0B®ESREL. K, &L, ik, BREEHLT
HENC-CIOT N F U EXBEREEZFLTHINWU-CIOZ V=L V&
Z2I89, ]

TRINDE,
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K
:f%[ﬁ (1-7)

0" Wqu "Ls

Rk, Q, RUW, . MELA—0®KkERL., K, &L, 3. -V,

=V, -V, "=V, &K (V,,.V, .V, TKkO®V,’
R B-XEHEERD BRINTH RIWAFHE, XX, —N=EZEKL
VL.V, LV, T ROV, T 03B ED =D - N=4%
£9. ) &RY, ]
TRENDE,
=® (I-8)

Qp

N/ (1-8)
To S

N

(R, T, ROQ, . WA —0&EkERT. ]
TRENBH,
® (1-9)

o)

U” W

(1-9

[, UROW, &, st &A—0RK2ZERT, ]
TRINDHE,
A (I-10)

Ks
.| (1-10)

Uu W, L¢

[, U, W,. K, KO'L , &, #iiERA—DBKREET. ]
TREINDE,
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x (I-11)

YN
(1-11)
Ta/N
0]

[, T, & HELER—OBKERT, ]
TrRENSE,

= (I-12)
Qg

=
Ta/N (I-12)
o)

(R, T, ROQ, . MEEA—0OBEKEET, ]
TRENDE,

=X (I-13)
Qp

pZ | Ks
N (1-13)

Ta I—E

0]

[HH, T,. Qs+ K; RU'L , &, iR EA—DE®E2ET, |
TmREINBE,
= (I-14)

I a/N\S ( )

[, T, & FEZER—OBKERT, ]
TmRENBE,
= (I-15)
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| (1-15)

[HH, T, & #i8EA—OEKEZRT, |
TRaENBE,

X (I-16)
Q)

/N
:I:(j (1-16)
0) I’}I ‘
Te

[, T, & #RREA—OEKRZRL. KiZ, 0 XX 12%K7, |

b TmRENBHE, XII,

=x (I-17)
Ok

S
j[jij (1-17)
U Il\l

Ta

[#, T,. U KUOKE #ELE@l—0ORKZRY. |

TREINDEZEZRKRT,
I11. -TkBLT,
10 OWUSIHETHETXIEZEL, i, SRESTARTXEEERL,
@ — T i,
= (dT-1D
—~CR=CR’ —CO-
(R, R, NOFYETF. KBRETXECI-CIO7 VFLEEEL, R’ 1Z

15 . KEEFXIECI-CLOZINFINHEHZERT., HL., REUR’ 2, FARKICKEER
FERBTEFERN, )

TRENDE,
N (T -2)

(®T-1)
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(X, R, . R, ; RUR, ; ; I, BiREA—DE®REET. )
TREINDE,

X (O T-13)

—CHR, —CHR, ; —CHR, ; | — (®T-13)
(X, R, . R, { RUR, ; ; &, MBEA—0OEKREET, )
TREINDHE,

X (O -14)

—CHR, —CHR, ; =Y, — | (®T-14)
(XH., R, ROR, ; &, MLEA—0OFE®REETL., Y, 3. FFTE,
FAE, ANT 4 ZIVEFAN RV EEET, )

TREANDE,

® (© I-15)

—CO—-CR, =CR,; | — (®I-15)
(X, R, ROR, ; &, HEREA—DOE®RERT, )

TREINDE,

L (®T-16)

—~C (=NOR, ; ;) —CR,=CR,; ; — (® T -16)
(XF, Ry R,  BRUR, ; , &, MBEA—DEKERT. )
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TREINDE,
® (O T-17)
N—Xy
PPN (®T-17)
(XA, X, ; 1&, BIRBER—DEKRZERT, )
TREINDEH.,
®_X (PT-18)
N_X“
M (®T-18)
(X, X, [ X #iidER/—DE®RZET, )
TRENBH, |
® (©T-19)
//\Xm

&k)\ (@T-19)
(KA, X, [ X BIREBEA—DEKREZERT, )
TREINBE,

® (®T-20)
N//\XIV

(®I"-20)
7

(RF. X, v &, MiIRBERI—DEREZRT, )

TRINSHE,

® (@ T-21)

~CO—-CHR, —~CHR, ; — (®I'-21)
(b, R, ROR, ; &, MEEA—OEKEET, )

TREINBE,

R (O T -22)

~C (=NOR, ; ;) —CHR, —CHR, ; — (@ T-22)
(. R, . R, ; KOR, ; , 3. MREA—OBKEET, )
TRINBH,
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TR ENDE,
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(®T-23)

—C (=NOR,;) —C=C-— (©T-24)

(X, R, &, ®REER—

TRENBE,
A (T -25)

DEW®REERT, )

_C (RI) RII—N:CRIII_ (@P_ZS)
(¥, R, . R; ; RUR, , ; &, #MimeA—0EkEET, )

TRENDHE,
R (O T-26)
~NH-N=CR, —

(. R, & #imER—

TmRENsE,
2 (T -27)

~C (R;) Ry, —NH-
(XF, R, KU'R; ; &,

= (T -28)
—~NR, —CO—-CO-—

(I, R, &, #iREER—

TRENBE,
R (@T-29)

—Y; -C (R;) Ry [ —
(X#, R; RUR, ; i,

BHKZERTY)
TrRENDE,

(®T-26)
DEWEEKT, )

CO-— (®T-27)
RifL &R —DEKZERT . )

(®T-28)
DEWEERT, )

CO- (®T-29)

it EM—DOB®Z&RL, Y, &, #iEFE—D
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#x (@ I-30)

—CO-CH, —CO~—
TREINZBEERRERT,

X (@ T-31)

~C (R;) R, ; —-CO—NH-—

(XH, Ry KOR; | &, HiIREFA—DOE®RZERT. )

TRSINBE,
K (& I-32)
_YI 1 _CO_NH_

[ReF, Y, , & FFE FAE, X, —NR, —

MiEFR—DOBRKRERT, ) 2%, ]
TRINSE,

F{ (& T -33)

~NR’’ —-S0, ~NH-

(. R’ 7 BiIEEA—DBE%RZRT, )
TRENBHE., Xid.

® (O I-34)

~C (R;) R; ; —-NH—-SO0, —

(XHF, R, BKOR,; [ &, HIRREF—DE®RZRT. )

TRENBZEZET,
BL, pERgAREEIZ0IICARDZ EZRN,

PCT/JP2007/060746

(® I -30)

(® T -31)

(I -32)

£ (FHF. R, &

(® T -33)

(@ T -34)

M. EROEREOBTOR RSB S (MRS A —OEkERT] &
R OB E WIS LA B MR E A — OBk EET - & 2R
L. SSEKoEREOM TR, BRI 5BEREORRKEOMEAAFA—Th 5
2. T ORERNTEIN AR S SEEIN S BRERR U THoTo., Biao

THNTHENILEEZRKTDHDOTH S, ]
TREINLGFERRLEED.
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3. X (IID
G-E>-® @
[ A,
I. o 01%.

# (IITA0-1)

(Yao)q
(XAO)p (I1TA 0-1)

[ A

1. AO0iL, HEKSER, XX, FEKGBEREERT.,

2. (Xpoo) , BWT, X, ik TRHROA, BMALEN, HETONWTH
MOFIZEENSZHEZEL., pid. 0. 1. 2XiZ3%2EKL. pN2B LD &
T X, o & A—XEHERS,

(1)A,®:D, —R, —% [D, . (R, — (0) , =) A, N— (O)
o —E AR, KEERET. XE. C1-CLO7IVFIVE, X, NaF UET
EL<WER, —B, —& (R, &, CI-CIO7)LF)LE, C3-CLOT7 )7 ZIVEX
3C3-CLOT IV FIVERERL, B, k. +FTE, FAE, ANT 4 ZIVEX
WEZAIVRZIIVEERT, ) TEBREINAZCI-CLOTIVFIVE, i, 3-CL07 IV
FoIVE, X3, C3-CLO7IVF N ERZEREL, ki, OXIE12&EL. A, &
v Ry — (CHR,) , — (B, = B3 ) o+ —# {R,; &, AKBEF. XiZ
NOFURERFELUSIER, - B, —#& (R, XU'B, &, #ifd&M—DEK
BET. ) TEBRINTSHIWCI-CI07IVFIVE, Xid, C2-CL07 IV = )LE
XL C2-ClOT IV FIVEERERL. R, X KEEF. CI-CLO7IIVFILEX
ZC2-CloNa 7 I FIEZEXEL,. mid. 0XiT1%2%XL., B, I, BES. 7
FoE, FAEXIEFT-N ((O) R, ") —H (R, & R, EA—XIZ
HEZD, R, ERI—DOFEKRZRERL. nid, 0OXT1%2%7, ) 2KL. B,



10

15

20

25

WO 2007/136125 PCT/JP2007/060746

256

. AVRIVE. FANVESVEE VRSV EEEL, m’ B, 0X
H1E%EL. B, BRANBSIEOE S, mid0 ERVMOR , WKRET &
BBz EEmn. } 2EL. k' . 0XE1E%T. ) #EL. R, 1. C
-ClO7 VL v EAEET. L. R, R, ' N—R, —% (R, KU
R, i R, EA—XRHEBD. R, EA—O&EKEEL. R, . i
S LE-OERERT. ) BB<.]. D, ~R, —% [D, &, ¥7 /%,
R, R, ’ NC (=N— (0) , —A,) —#% (R, . R, ' . n. RUA,
. MR LA —OBKEET. ) . A, N=C (—OR,) —% (A, RUR
. MEEFA—OENAERT. ) XENH, —CS—EEEL. R, RiTE
LR—0E%%EEF. 1. D, —R, —% {D, 1. =FO#EXER, 0SO
% (R, W. MELA—-OMKEET. ) 2EL. R, K. HREA—O
FkEET. ) XER, 0S0, % (R, 1. MREA—OKEEET. )
<%,

(2)B, B :

R4
(20) ==

(a,) —#

((a,) KBWT, E, &, BREZFLTH LWL, BROXEAEMO, 7
EWHXIIFEEEHED, 5~ 1 4BORMKBRIIERREZRL. R, & |
MER—DE®REZRXRT. ) THD.

(83)C, BE: NOF¥VEF . R, - B, —# (R, RU'B, &, #im&F—
DE%ELET, ). D, R, —# [D, &, KBEXZIA, —O0—-# (A,
X, B EA—DEWRERT, ) 2X8L. R, QAL EA—DOBKREZRT. ]
. D, —#[D,1F. O=C (R3) —% (R, &, FMEmEA—DREKZERT
). A, — (0) , —N=C (R;) —# (A, . nkUR; &, ®FLEHA
—DE%%E#T, ). R, - B, —CO—R, — (0O) , =N=C (R;) —
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2 (R,. R,. nEUR, & HMEBLA—OEKERL., B, & IFTE
VFFEXE-N ((0) R, ) —#E (R, RUmR, #iiFfl—0F
kA%d, ) #%7.}.D, —R, — (0) , —N=C (R;) —& (D,
. R,. nRUR, I, #if&LA—DEKREZET, ) XIdR, A; N—-N=C
(Ry) % (R, . A, RUR, i%. MifEA—DE®REXRT. ) KT,
].R, A, N—-O—-R, —# (R, . A; RUR, &, Mift&fA—OEKRZE
%%,). R, (A, — (0) , =) N—# (R, . A, RUni&, #iEEH
—DE%EET. ) . D, —# (D, & WELA—OERKZXRT. ) XidD

% (D, i MBEA—ORKERT. ) TEEINEC2-CI0T VT =)

#
ThH>,
(4)D, B :

(bo) @—

(by) —R, — % ((b,) ITBWT, G, &, BREZFLTHBIN. 2
MA@ O, EEEED, 5~14B0RMCKBRIIEREZRT. )

(CO) JQ N—

(cy) "R, —#

((c,) BVWT. T, % 8RFEFEEALATH XL, HEFKS - 7TERE
L. R, & #ifeA—0oE%kEERT. ) . NOFYEF. R, —B; —R
, % (R,. B, RUR, &, AMREA—DE%ZXT. ). D, —R, —
# (D, ROR, 1F. fiREFA—OEKRERT. ) . Dy —F (D, &, A&
ER—DE%EET. ). D, R, & (D, X¥R, &, BREELA—DE
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RAEXYT, ) . D, & (D, & #MELEtM—D0EKZERET, ) XiZD; —R
. — & (D; BUR X, MIRBER—OEBW®RERT. ) TEHRINZC2-CI0T
V)V E

TH5,

(5)E, B :A, —CO—R,; —#

ThHbH, BHU., A, WKBEDEE, R, WEZLV VETEHARWN,

LA, 1.

(YA, —B, —%#

{A, & AZET. XE. C1-CLo7)VFIVE., Xix, C2-Clona Y ILF IV E
X NaFUVRFTERINTHXWC2-CLOT IV ZIVE, Xk, Nar
CEFTEMINTHINC-CIO7)VFoIVE, XiE R, , — (R,) o —
H (R, X, BREINTHINWS—-TEROT7Y—IEXFATFOT I —)
EEEHEL, R, KOmIZRELEFA—DEKEZERT, ) . XiE, (by) — R,
—#H ((by,) EUR, &, MiIEERA—OEKREZERT. ) . (c,) —R, —
# ((cy,) RUOR, & #iEdEM—OE®EZXEI,. ). R, B, —R, —
# (R,. B, EUR, I, Fife&FA—DEKREZET, ) . D, R, — & (
D, XKUR, & #ifdEM—DEREXRT. ). Dy —& (D; & "L &H
—DE%%EXRT. ) . D, "R, ~# (D; RUR, &, ®HRRELEA—DEK?Z
®9.).D, —# (D,1%. #iEFA—DE®REZLI., ). D, —R, —#
(D; ROR, &, Mi8EA—0OFEKZERT, ) HLEFA, ~SO, —R,
—E {A,F (by) —% ((by) & #MEBEA—DEWKZERT. ) . (
Co) —% ((cy) i HMEEEA—DEWREZERT, ) XIZR, R, " N—#
(R, XO'R,; " & #iidEFA—DEKREZERT, ) 2L, R, &, "t &H
—DE®REERT, } TEBRINECI-CLOTIVFIEZEL.

B, FFTE., FAFEXWE-N ((0) , R, ) —# (R, XKOmiX. #f
MERM—OEWRELRT., ) 287, HL. B, NFFTEDEE, A; BWKFER
FTEBNn, 1.

(i)R, -B, —CO-R, -B,’  —# (R, . B, RUR, &, #iEL&L&HA
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—pE%KERL, B, . B, EA—XFMARD. B, LA—0RKEX
4. BL. B, AFFEDOEE, R, WKEEFTIHARN., ) XD, R,
B, —% (D,. R, RU'B, i3, MEEA—0OBEEREXRT, ) .
(iiDR, —SO, —NR, —% (R, i&. #ifREFA—0&kERT, HL.
KEETEBR<. R, . ME@EA—0ORkKEET, ) .

(iv) (b,) —# ( (b,) W HMEIA—OEREXET.) .

W) (c,) —% ((c,) i MBEA—OEKEET, ) XX

wi)R, A, N—-NR, = —# (R, . A, KR, &, #i&FA—0O&EKk
2%, ) 2FL. R, . N\OFUVEFTERINTDHIWC2-CL0T VI =
LB, UE. C-ClO7VEFEZLEEET, ]

(6) F,#:A; —Bs —Rg —# [A, &, D, —%# (D, &, BiEC & [
_OEWEET.) . D, —# (D, ¥ MEEA—OBEREET. ) . D,
—# (D, 3. MBEA—0EkEET. ) HELEA, —SO, % (A,
. MREFA—OBEREET, ) TEHINEC-COTIVFIVE, X, R,
—B, —# (R, BU'B, . #imEA—0BK®ZEXRT. ) . D, —& (D,
. MEREA—0E%REET, ) . D, —# (D, I, MLEFA—ORKER
4.) BLEA, —CO—% (A, 3. MELA—OEkKEERT. ) TEHL
XNECI-CLOT L ENEEEL, B, k. B, & (B, . fiEA—0&

hEET, ) XiE—NA, —& (A, X, #WiEREA—DEKEZERT. ) 2RL

. R, i BEEASXEICI-CIOZIVFL VEERT. |

Thbd.

(7) G, ®: A, —B; ~ Ry — %

[A, 1. (a,) —R, —# ((a,) RUR, & HELFA—-OEKER
F.) L XaE. C2-Cl07 IV A ZIVE, Xid. C2-Clo7IVFZIbE, X, No
FUBEF. R, - B, —# (R, KU'B, &, #ifL&LMA—0BKZRT. ) .
D, —& (D, . #iff&A—0EWRERT. ) . D, —# (D, &, #&Ee
A—0EkE2ET, ) HLLIEA, —CO—%# (A, & #IEEFA—OEKZ
=3, ) TEBHBRINEC-CIOVIVFZIIVE, Xid. Nad YET. R, —B,
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—# (R, RU'B, 1. #ifEA—0OBHREET. ). D; —& (D, &, 7
HEF—0OE%EET. ) . D, X (D, id. MREA—DOBEREET. )
ZLUIEA, ~CO—% (A, iF. fiBEA—0OE®EET. ) TEBRINE
C2-CLO7 V=)V E, XiZ. (b,) —% ( (b, ) i HEEA—OE%%
£T, ). (c,) —# ((c,) i HEBEA—OE®REET. ) . D, —
¥ (D, 3 MEEA—OEkKEXT, ). D, —% (D, &, MELEA—D
BhkEET., ) BELWED, & (D, k. MBEA—OBE®EET. ) THE
BN C-CLOT I =IVE, Xik. D, —# (D, &, FidEA—0OEWK2E
#¥.,).D, % (D, & FMEEA—OFREET. ) HELLED, — &
(D, 13, BISER—OE®REET. ) TERINAC-COTINFo)NEEE
L. By BUR, &, Bifl&A—OBhERT, ]

TH5,

(8) H, & :

D, —N (- (0) , —A,) R, —% (D,. n. A, RUR, iZ. Bz
LRA—DOB%REET., ). D, & (D, & MREFA—OEKERT. HL
V7 JHEERL.) . R, (R,” (0) ,) N—-CR,’ =N-R, —
# (R,. R, . nkUR, & MEtA—0ZE®EXEL, R, ' & R
, ERA—XIZMERD, R, EA—OE%EET. ). R, — (0) , —N=
CR, " -NR, R, —# (R,. n. R, . R, BRUR, iX. #EL &R
—DEW%%E%£Y,). R, - B, —-NR, —-CO—NR, " —R, —# (R,
.Bs;.R,. R, EUR, X #MELEA—DEKEZET. ). D, —CO
~NR, ~R, ~% (D, . R, ROR, & MBEA—0OBE®H2EET. ) X
A, ~COCO—NR, —R¢s —& (A,. R, BUR, &, WifE&R—D
BrhkexT, )

TH5.

(9) 1, #:

A, =By =N ((0) ,R,) —Ry ~%# [A, T NOF EFTEBHRS
NTHEINWC2-CI0T IV ZIVE, C2-Cl107 IV F IVE, C3-clona 7IVF=)b
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., R, -B, —R, —# (R, . B, RU'R, &, BiBEA—0EHKEET
). D,—R, % (D, RUR, i&. BiR&EA—DBEKREZET, ) . D,
—R, —# (D; RUR, . MiREMA—0B®KE%T. ). D, —R, — X
(D, RUR, 1. MiEEA—0B®EET. ). (b,) —R, —# ( (b
o) RUR, &, BiEEA—0EKEET. ). (c,) ~R, —# ( (c,
) XOR, 1%, Wi EA—0&E%KE#T. ) . D, —R, —# (D, RUR,
iE. MEM—0&EkERT, ) . D, —R, —# (D, RUR, i&. #izE&
A—0&E%E#%3. ). A, —SO, —R, ~# (A, ROR, ¥, #iEZEH
—DE%EXT., ) XIZA, ~CO-R, —# (A, ROR, I, #iREFA—
DEUERT, ) 2RL. By id. WIRZNVEXRFAHINRNVEERL
. n. R, RUR, i3, MEEA—0EKREET. ], Ay, —CS—N ( (0
) s Ry) =Ry —% [A, 3. ABETF. Xid. NOF U EFTERINT
BEWCI-COTIVFNEEEL, n. R, RUOR, IX. iR EA—DOEH2E
T, .

A, =B, —B,—-N((0) ,R,) —R, ~% [A, & naor>
FFTBHRINTHIN-CIOZ VT ZIVE. NOF VETTERRINTDE
We3-CL07 IV F=)VE, R, —B, —R,’ —# (R, RU'B, i%. #iRELH
—DFE%EXEL. R, 1. CQ2-CO7)FLoEEHT, ). D, —R, -
B (D, RUR, & #imEFA—0Z%kzs%7%.).D, —R,’ —% (D
, KOR, T W, B EA—0E%EERT. ). (b,) —R,’ —% ( (b
o) RUR, " id. MiEEFA—0B®REXT., ) . (c,) —R, —#& ((
co) RUR, 1. MEEA—0E®EXT.) . D, ~R, % (D, k
R, B MEEA—O&EkEXYT., ). D, —R,’ —% (D, XKUR,’
i3, B EFA—DEREET. ) XIZA, ~CO—R, —# (A, RUR, i
L BIRREA—0OBKREET, ) #EL. B, X, AFTVE, FFEXI-—N
((0) ,- R,’) —# (n’ & neA—XIIMERZD., ntFA—OEK
#%L. R, B #EEA—0&kKELET.) #%L. B,. n. R, B
Re1d, Mife&EFM—DOE%EERT. 1. Ay =B, —CS—N ( (0) ,
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R,) —R, =% [A; " 1&. CI-CIO7JLFIVEXIFC2-CLONT 7LV ESE
%L, B, & BMBEA—0OE%REHL. n. R, ROR, &, #EEFA—
DEH®REZET., ], Ay’ —S—B;  —N ((0) ,R;) —Rs —# [A
.’ . n. R, RUOR, it MimEFA—0&EkEE£L. B, i BRI
EXRE ARV EEET, ] XA, ' —S0, =N ((0) , R,) —
R, —#H [A, 7 & C-CLo7 NI IVE, NaF UvEFTEHRINEZCS-
CLOZ IV =)VE, NOFCREFTEHRINTSINC-CI07ILF=)LE, R
,-B, R, —# (R,. B, RUR, ' it MEEA—OEKREET.
). D, R, —% (D, RUOR, X #iifEFA—DEKZEZXT. ). D
. —R, —3% (D, RUR, 13, MEEA—0&EKEZT, ) . D, —R, "’
—# (D, RO'R, " &, #ieEFA—0E®KEEXT. ). (b,) R, -
#H ((b,) BRFR, &, ®iidEA—DEK®KEZXT. ). (c,) —R,’
—#& ((cy) BRXR, " I, #icEA—OEBE%EET, ) . D, — R, — &
(D, XKOR, &, HiEfEFA—DE®%REET, ). NO, ~R, & (R, &
. it R—DEBE®E2RT, ) XA, —CO—-R, —# (A, KUR, .
Mt EE—OELKEZERT, ) 2%k L. n. R, XUR, X, #li & R—DEEK
BRT, ]

TH 5, |

(LO)J #B:A, —CO—% (A, X, AiBEFA—DOEH®ZERT, ) . XiZ
VA, —CS—# (A, 1} A, XiZA, 2ET.) . XiE. A, (0) ,
N=C (A,) —% (A, " 1% A, XA, %%L.mEKUA, k. B
MER—OEWRZET, ) . XiZ. D, ~CO—%# (D, iI. #ifEA—DE
BREXRT., ) . XiZ. A, —COCO—# (A, X, At —DEKZET
.) . XiF. A, —CO—-B,’ —R, —% (A, BRUR, i&. MEZEFA—D
BkELL, B, & FIFIEXEFFTEEZET, HL. B,  BNAFIH
DEE, Ay id. Ay THAEWV, ) . XiE. Ay —CS—B, ~ —R, —% (
Ay, B, RUOR, . i #EREFA—0O&E®KEET, ). Xk, A, "’
~S0,—-B,’  —R,—-% (A, ' . B, RUR, I & #MEEmE—
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pEEEET, ) . Xid. A, ~SO, —B, ' —Rs —% (A,. B, &
OR, 1&, W& MREFA—OE®RZET, AL, A B KFBRT LRI L
E7. ) . Xid. Ay’ —B,’ —B, —B, —R,—# (A, . B,
. B,. B, RUR,IE & #REIA—DOEKRERT. ) . XiE. (b
o) —E ((b,) &, FIEEA—DEKREZRT. ) HL<E (cy) — % (
(c,) . MEEFA—-0BEKERT. ) TEHINAEC-CI0T )V ZIVE
TH5B.

(11) K, B:A, , -N ((0) ,R,) —CO—R, —# [A, , i
KEETF (HL. ni0TEAN. )« A, '~ —SO, —% (A, ' i,
MiEHEFA—DE®EET. ). A, — SO, —# (A, & HIELEA—OERK
BEF, HL. A, . KBEEFELEASEN. ) . A, O—3%# (A, ' &
L MEEA—DERERT, HL, niX1TEARV. ) . A, —& (Ay7
Z. WEEF—OE%EET, L. nB0DEE, Ay ER<.) . R,
OCHZ—%(Rzﬁ‘ﬁ%&ﬁ~®ﬁ%%§?o)\AZ—CO—R4—§
(A, RUR, &, HifEFA—0EKERT, ) XA, —CO—CH (CH
ZCO—AZ)—%(Azﬁ‘ﬁﬁ&ﬁ*®§%E%To)%%b\n\Rl
KOR, & BistER—DOEKERT, ]

TH 5. |

(12) L, #:A,, —N ((0) ,R,) —SO, —R, —% [A, ,
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TREINBHE,

® (¢ v 0-28)

—~NR, —CO—-CO-

(R, R, 1. MEREA—OBKRERT. )
TRINDE,

= (¢ 7 0-29)

~Y, -C (R;) R; ; —CO~—

(¢ v 0-26)

(dp 7 0-27)

(¢ v 0-28)

(67 0-29)

(K. R, ROR, &, BisEA—0FEkERL, Y, & MELIA—O

BhERT)
TRSI NS EHE,
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X (¢ 7 0-30)

~CO-CH, —CO-— (¢ 7 0-30)
TRINDEERT,

K (¢ v 0-31)

—C(R,;) R, ; —CO-NH- (¢ 7 0-31)
(X, R; KR, ; &, Bt eA—DEKZERT. )

TRENDHE,

R (o7 0-32)

~Y,, —CO-NH- | (¢ 7 0-32)
(R, Y, (&, AFIE FAE XE -NR, —# &F, R, &
MEEFA—DOEKELRT., ) 2RI, |

TREINDE,

R (o7 0-33)

—~NR’’ —SO, —NH- (¢ 7 0-33)
(KX, R’ 1, B ERA—0BKERT. )

TRENSE, T,

® (o7 0-34)

~C(R,)R,, —NH-SO, - (¢ 7 0-34)
(. R, KOR, ; &, HiEA—DEKERT. )
CRENDEERT.

HL, pECqg2FEKIZ0ITRS I EEFRN,

. OEROBHEORTOR—DEICB IS MMM —DBKEZRT) &
. USEROBBENEWICHI LN EHMRELA—DORKRERT ZL2R
b\%ﬁ@&@%ﬁ%@ﬁfm‘%ﬁhé%%%@%ﬁ&@ﬁ@ﬁﬁ~?%é
N, ZOHEEANTEINIBEVUKBINSBRERFIRACTH>TH., Bxo
TVWTHINIERZERTEHDTH D, |
TREINDEERBRRLLED.
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4. X (V)

O w

[ A,
I. ol
=® (IVA-1)

(Ya)q
(XA)p—®/ (IVA-1)

(XA,

1. A, FEESBR., Xk, #EK6BERZRT.

2. (X,) , KBVWT, X, i&, TROABNOSNBEETOVTNNORIC
SFENBEZEL. pld. 0, 1. 2XE3%2&EL, pA2UELDOEE, X,
1. R—XIEHERS,

(1)A®:D, - R, —# [D, & (R, — (0O) ( =) A; N— (O) |
. —F {R, & KBEF. XiZ. C1-CLO7IVFIVE, XX, NaT Y ERTE
UL<WER, —B, —# (R, . C1-CL07JVFIVE, C3-CLOT )Vo ZI)V&E X
C3-CLOFTNFoNEERL, B, X, FFTHEH, FIE, AV 71 ZIVENR
ANKRIINEEET, ) TBHRINAZC-CLOT I FIVE, XiE, C3-CL0T7 VT
ZIVE, XE. C3-CloO7 I VF IV EEERL. kiZ, OXWE12&L., A, &,
R, — (CHR,) n — (B, =B ) - —# {R,; & KREF. X,
NayF U EFELLIER, —B, —# (R, XKUB, & HMiELLA—D0EK?Z
%9, ) TEHBRINTDHIWCI-CIOT IV FIE, Xk, C2-C107 )7 =)V E,
X, C-ClO7 IV FoIVEZEL. R, &, KBEEF. C1-CLOY)VFIVE I
Co-CloNm 7 FINEEZEL, mid,. 0XiFZ1E&KL., B, . Ba, +F
TE. FAEXE-N ((0) , R, ) —# (R, " & R, LE—XIZM
B0, R, LA—0OBKZEXEL, ni¥. OXZ1&&7.) 2RL., B, i&
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CHVRT VR, FAANESNEEZLEZVEEEL, m’ E. 0 X
1 %% 0. B, BRANKZNEDOEE, mik0 EBVHDR, WKEEF LA
Braiimn. ) BEL. k' . OXiX1&%T, } #8L. R, &, Cl-
CLOY V¥l >VE%E%ET. EL. R, "R, ' ' N—-R, - % (R, ~ RUR
. R, ER—XEMRRD, R, EA—0EKEHL. R, 3. #E
LR—0E%EET. ) B, 1. D, -R, —% [D, & Y7 /% R
_R,’ NC (=N—= (0) , —A,) —% (R, . R, . n. RUGA, &
 MEER—OEkEET.) . A, N=C (—OR,) —# (A, RUR,
. MEEA—0BWEET, ) NENH, —CS—H%%L. R, BHELe
A—o&w%%E%Ed,].D, —R, — & (D; &, Zro&EXER, 0SO,
~H (R, . MEEA—OBKEET, ) #EL. R, I, HREA—0OK
EZET. ) XHR, 0SO, —& (R, 3. MEEA—OBKERT. ) T
55,

(2)B#EE:

1 R4
o % /=
(a) —#

[ (a) &BWT. E, RTE, "0, Cl-Cl107 I FIIVEFEL <IEC1-C107 )V
TEIETEMINTOLWAFL VE, Xid. AR VEEERT. AL,
E, ROE, ' 1t FBCHVESVEERSEdE0N, B, 3. A+ E
CFAE. AN T4 AR VEBELHE-NR, % (R, @
CHEREA—OB]RERT, ) TEHBEINTHIWVC2-CLOTILF L &, XX
AFVE, FFE, AN T4 ZIVE AINVFZNVEELLSE-NR, T
(R, . MEEA—OBERERT, ) TERINTHLN-C0T V=
LoREEL, R, B WREA—0OBREERT, ]

5 5.

(3)CE: NOFVEF . R, —B, —% (R, RKUB, &, MEEFA—0
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HZHE%T, ) . D, ~R, — % [D, &, KEBEXFA, —0-% (A, &
LR EA—OEREET, ) 2EL. R, RMRELA—DOEKERT. ] .
D, —# [D; &, O=C (R;) —# (R, &, HifEFA—DEKEXRT.
). A, — (0) , =N=C (R;) —# (A, . nkUR, & #REFA—
oEWEXYT, ) . R, -B, —CO-R, — (0) , —N=C (R, ) —&
{Rl‘R4\n&UR3ﬁ\%%aﬁ~@§%é§b‘Bom\ﬁ#v%\
FAEXIE-N ( (0) R, ) —# (R, EU¥miF. #iftLFA—DOERK
%7, ) 2%9.1.D, —R, — (0) , =N=C (R, ) —# (D, .
R,. nROR, & MEmEA—0EREET. ) XIZR, A; N-N=C (
R,) —# (R, . A, BRUR, . HELLA—0EKEXT. ) 2&TF. |
. R, A, N—-O-R, —# (R, . A; RUR, &, #ifLEFA—DOEKER
F.).R, (A, — (0) , =) N-% (R, . A, RUn&, "ic&F—
DEWEET, ). D, & (D, I, HMREA—DE®ZEXT. ) XidD;
— % (D, i3, MBEA—OE%RERT, ) TEBRINAEC-CLOT VT ZIVE
THD,

(4)D % :
S8y

(b) Gs N7
G4“G5

(b) —R, —E [ (b) &BWT., G, . G, G, BRUG; IF. BERET
LA THITNE., AFINIETERINTDH IVWAFL VE, Xid, BEE
FLoEREATEIEINE, AFNETBHRINTHOIVAFIEEZRL., G;
. BMEES. X3, CEES. Xid. AFNVE. FFVE, FAE AT«
VB, ZANERSNESELLIE-NR, —% (R, & MREA—OEKRER
F.) TEHRINTHLIWCI-CIOTIILF L vE, Xid. AFIVE, FFTHE,
FAE. ZNT 4 SR, ZVEDIIVEELLIF-NR, —# (R, & #i
LRE—DOB%AEET, ) TEHRINTHIWC2-CLOT NIV EZEKRL, R
L. MEREA—0B®ESRT. 1.
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J2:J\1
(c) JISQ/N_
( C ) — R 4 —%

((c) BWT, T, T, BT, . A—XIZHERD., AFIETE
MIXNTHOEWAFUE, i, BRETFEERL. R, &, A EA—DOEK
2%%,) . N\a¥FYEF, R, -B, —R, % (R, . B, KUR, &,
EmEmE—0E%AE2%Ed, ). D, —R, % (D, KR, &, HiREEF—
DEWEET, ). D, —# (D, . FMiBEFA—DE%EZET. ) . D, —
R, —# (D, RU'R, &, #ifd&@A—0&EW%KEXT. ). D, ~& (D, &
MR ERA—0ZE®EERT., ) XiZD, —R, & (D; EU’R, &, HIEL &
FA—OE%kEXRT. ) TERINAECI-CLOTIVFIVHE

THD,

(5)E®: A, —CO—R,; — &

TH5., BL. A, WKBEDELEE, R; VEZL VETREEN,

[A, &,

(YA, —B, —#

[A, 1. KBEETF. X, C1-CLO7IVFIVE, Xid, C2-Clona 7 )LF)bE
X, NOFYEFTERINTDHLIWC-CLOY IV Z)VE, X, N T
VETFTBHRINTHEWES-CIOZ I FoVE, XX, R, — (R,) o — %
(R, 1&. Na¥F »EF. C1-CLO7)VF)VE, ClI-CLOT VI FIHEEFLSEZ
FOETEHRINTH LY, Joo)VE, BUDIVE, JUNEELSETFT
“VEEEL, R, EUOmMBHMEERA—OEKEZXRT. ) . Xi&, (b) —R
, —H ((b) RU'R, X, #ELEA—0E®REXRT. ). (c) —R, &
( (¢) ROR, 1%, i EF—0&E®KEERT. ) . R, — B, —R, =% (
R,. B, XKU'R, IZ. BiEEHA—DEKEXY. ) . D, —R, —& (D,
ROR, 1. B ERA—OERWKERT. ) . Ds; —% (D; &, #EEFA—D
ZkE£ET, ). D, —R, —# (D, XU'R, &, #MELFA—DEREZXRT
). D, —# (D, I WimEA—OEKEXY.). . D; R, ~&E (D



10

15

20

25

WO 2007/136125 PCT/JP2007/060746

285

, KOR, iF MEEA—0OEKEET. ) HLEA, -SO, —R, —#
{A,E. (b)) —% ((b) i HMELA—DOBEKRELRT. ). (c) — &
((c) 1. MimEA—DEKEET, ) LR, R, ' N—# (R, XUR
1’@\%%&ﬁ~®ﬁ%%%?°)é§b\R4m\%%&ﬁ~®§%%§
T, } TEHEINAZCI-CLOTIVFIEEZRL,

B, ik AFTE FAEXE-N ((0O) , R,) —# (R, X¥mid. Hl
SLR—OBWREET, ) 2ET. AL, B, BFFHDEE, A; BWKERE
FTIEARN, } .

(i)R, - B, —~ CO—-R, —B,  —# (R,. B, KUR, & Hif &
—OFE%EHRL. B, X B, tA—XIEZHEARD, B, LA—DEKZEX
¥, HL., B, NFFEDEE, R, WKEEFTIEAWL, ) XiED, —R,
~-B, —# (D,. R, RUB, &, WL A—DOEKERT. ) .
(iii)R, —SO, —NR, —# (R, IZ, #ifiLA—DEKZEXT. HL,
KERERFZEBRL. R, &, #ifsA—0EKZRT. ) .

(iv) (b) —& ( (b) &, HIREFA—DOEKZRT. ) .

V) (c) —# ((c) & MiEEELA—DEKZXT. ) X

vi)R, A, N—NR, " —# (R, . A, XKUR, " & Hift&FA—DOE%
BT, ) #%EL. R, . NOFSEFTERINTHLEVQ-CI07 V=
Lo, XiE, C2-ClO7 NVFoLEERT ., ]

(6) F#: A, B, —R, ~#£ [A; & D, ~# (D, & #MELA—
DE%EET, ). D, & (D, X, #ifEFA—DEKERXRT. ). D3 —
® (D, X, #ifEFA—0E®RERT., ) HLIEA, —SO, —# (A, &
CHEREFA—OERERT., ) TEHRINAEC-CLOT IV FIVE, XL, R, —
B, % (R, RU'B, . #ifL&LA—DOBWKEXRT, ) . D, —& (D, &
 HRER—OBE%EET. ) . Dy, —& (D, &, RIRREA—DRKZERT
. ) BELLIEA, —CO—# (A, . MIRREA—DOEKRERT. ) TEHRS
N=CI-CIO7 I FNEAEZEL, B, 2. B, —# (B, &, #i&A—DEIK
%7, ) XIF—NA, & (A, & #EREA—DOE®REZERT. ) 2F&L.
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R, 1k, BREAXECI-CLOTIVFLERRT. ]

ThH5.

(7) GB: A, -B, —R, —#

[Ag &, (a) —R, —# ( (a) KUR, & W ELA—DOEKEXRT,
) o XE. C2-CLOT LA =)V, X, C2-CLO7 )V ZIVE, Xk, nNadr
BE¥. R, —B, -# (R, RU'B, i&, ®iEA—DEKZET. ) . D;
—# (D, I, MimEA—0OBKELT, ). D, % (D, & HiEmEE—
DEWEZET, ) BELIFA, —CO—# (A, I, HRERLEA—DOERZERT
. ) TEBRINAEC-CLO7 Iy IVE, Xk, Nary RF. R, —B, —%
(R, RU'B, &, MifL&LA—DOE%KEXRT, ) . D, —& (D, &, Hi&
A—nEk%sE%d,) . D, & (D, X, #HEA—DOE®REZRT. ) &L
WA, —CO—% (A, . HifdEFA—DEKERT, ) TERINALCI-
CLOTIVF = VE, XiE. (b)) —# ( (b) & MEEFA—DERZERT.

Y. (¢) —% ((c) X #iEREA—DE®RE2£T. ) . D, ~# (D, &
Wi ER—0E%EET, ). D, —# (D, I, MiRELA—OBRKERXRT
o) BELIED, —# (D, & HERELFA—0BEKERT, ) TEHINZC
$-CLO7 VA =)V, Xid, D, —% (D, X, MR EA—DBRKERT. )
. D, —# (D, & HMEEA—0BKREET. ) HL<ED,; & (D; &
CHMEEA—OB%REET, ) TEHINAC-COTIFoNEEZERL, B,
ROR, 1. MM EA—0OEKERT, ]

TH5.

(8) H# :

D, —N (— (0) , —A,) —Rg —# (D, . n. A, RUR I, Hia
CA—0E%EET., ). D, —H (D, X #iERBEA—DOEKERT., HL
V7 )REE®RS,) . R, (R, (0) ,) N—CR,’’~ =N—-R4 —
# (R,. R, . nEURy &, #iREA—DE®RZXL. R, "1 R
, ER—XEHERERZD, R, EA—0OE%2XY.) . R; — (0) , —N=
CR,’ =NR, -R;—# (R,. n. R, . R, RUR, &, A&
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_oEHEET.) . R, —B, —NR, —~CO—NR,’ =R, —% (R,
. By. R,;. R, BUR & #iEREM—OE%ZET.) . D, ~CO
~NR, “R, ~# (D, . R, BUR, &, WiERA—DEKRZEZRT. ) X
XA, —~COCO-NR, —Ry; —# (A, . R; RUR, &, Bif&E—O
BEW%kz&d. )

THb

(9) I #:

A, =B, =N ((0) ,R;) —Rg —H [A, & NoF ETFTEHRZ
NTHENC2-CLO7 IV ZJVE, C2-CLOTIVF ZILEE, C3-clonm 7 IVF =)k
¥, R, -B, “R, —# (R, . B, BUR, &, MERLA—ORKREZRT
.).D,—R, —# (D, RUR, i&. HMEBELA—DEWKZEXT. ) . Dj
~R, —# (D, RUR, I, #iREA—O&EK®EET. ) . D, ~R, —%
(D, KUR, 1%, MiLEA—DEKRELRT., ). (b) —R, —# ( (b)
ROR, &, #iffemA—0E®E2%£T, ). (¢c) —R, =% ((c) RUR
L W& BiRER—0EKkE2XT,. ). D, ~R, —% (D, XU'R, &, HIF
LR—0E%EET, ). D, —R, — & (D, KU'R, &, AL EFA—DE
k&%d, ). A, - SO, R, —# (A, XKUR, & #MEEELA—OEK
#2%7T, ) XA, —CO—R, —# (A, RUR, &, ML EFA—DEK?Z
%£73,) #EL. B, &, BIVRZINEXZIFAHANVRZIVEEZEL,. n, R
, BUR, 1%, B EA—0OE®REERT. 1. Ay —CS—N ((0) , R,
) =R, —% [Ag 1. AEFRF. &, Vb YEFTERINTHINC
1-CLO7IIVFENEEEL. n. R, BUOR, i, Mift&EM—DEKZRT, ]
A,” =B, =B, —-N ((0) ,R,) =R, —% [A, & No¥F>
EFTERINTHBIWVC-CIOT NI ZINE NOTF VREFTEHRINTH L
WE3-Clo7 N F =)V, R, —B;, R, —# (R, RUOB, &, ®E&H
—DE%REEL, R, " . -Clor NFLo#EEEXT. ). D, —R, —
# (D, RU'R, &, #iREA—0EKEXT, ). D, — R, —% (D
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 BEUR, 1. WERERA—-OBEKEERT. ) . (b) —R, " —# ((b)
ROR, & #EEA—0OBKREET. ). (c) —R, —& ((c) XK
R, . #EmEE—OEWRZET.,) . D, R, ~% (D, RUR, &
. BiEEA—0E%EET. ) . D, -R, T —% (D; RC'R, ~ &, Hif
FRA—DE®REET., ) XiZA, —CO—R, —# (A, RO'R, X, ®iE&
A—0&H%EXET., ) 2&8L. B, & FFVEH., FFEXE-N ( (0O)
R, —# (n’ @ nERA—XEAMEERD, nEFA—OEREERL,
R, & MiifeM—0E%2ET. ) 2%8L. B, . n. R; RUR, &,
i —0EgE2RET,. ], A, —B,  —CS—-N ((O0) , R;) —
R, — % [Ag 1%, ClI-CLOZVFIVEXFC-ClONO T IV FIIVEZEL., B
, i MR ERE—0E%EEL,. n. R, KUR, &, ML EA—0OBKZ
#£7.1. Ay —S—-B, —N((O) ,R,) —Ry—#I[A; . n
. R, KUOR, %, BB &A—DEM®REZERL. By & HIVARZIVEXIER
WHRZIVEEHET, ] XA, —S0O, =N ((0) , R,) —R, — %
[A, 7 & C2-CLOP I roIvE, NoF VEFTBRINEZG-CIOT VT
“E, NOF UVEFTEHRINTHINC-C107 NV FIVE, Ry, — B, —
R, —# (R,. B, ROR, & #ifEEFA—ORKZXRT. ) . D, —
R, —# (D, RUR, & #ELE—DOE%ZXT, ). Dy R, —
# (D, RUR, 1. #ifc@—0EKREET., ) . D, — R, —#% (D,
RUR, 1 Wi EA—0OEKERT. ). (b) —R,  —# ((b) k&
R, I MEmEA—0FEKEET. ) . (¢c) R, —# ((c) KO
R, & ®iEEA—0OB%z2#%7.). D, ~R, —# (D, RUR, T,
BiEmEAE—DE®RERT, ). NO, —R, —# (R, &, #ELEFA—DERK
2%7, ) XidA, —CO—-R, —# (A, XKUR, &, HLELA—DOEK?Z
%73, ) 2%€L. n. R, RUR, . MifMEA—DE®RERT, ]

THD,

(1O)IRE:A, —CO—% (A, . MEEA—OB®REET, ) . X

A, ~CS—% (A, it A, XiFA, 2%F.) . Xit. A,  (0) ., N
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—C (A,) —% (A, & A, XA, #HL. mECA, X #E
LR—DEWREET, ) . XiZ. D, —CO—# (D, & HMiEEFA—D&K%
2%F. ) . k. A, —COCO—%# (A, 1J. MREA—DOEKREET.
) . XiZ. A, —CO—B,  —Ry —# (A, KUR, &, HmEFA—DK
ka% L. B, . AFVEXEFFFEEET., AL, B, NFFIEOD
LE. AL A TIEAW, ) . Xid. Ay —CS—B,  —R, —& (A
o+ B, RUR,IZ &, MELFA—OEKEERT.) . Xid. A, -
SO, —B, —R,—# (A, . B, EUR, & & #HEEA—
ZrkE%ET, ). Xk, A, — SO, —B, —Ry; —# (A;. B, KU
R, i3 . MEEA—0EKERT. L. Ay 3, KRETFLRBIEE
v, ) . Xit. A, —-B,’ —B, —B,’ —R; —# (A, . B,’
. B,. B, RUR, & & #EmEA—0EKE2XRT, ) . Xi&. (b)
—% ((b) W&, MEBEA—OBE®REERT. ) HELE (¢) — % ((c) W
L BEEA—OBE%EET, ) TEBINEZC-CI0TIVy Z)VE
TH5,
(11) KEE: A, , — N ((O) ,R;) —CO—-R, —# [A, ( & K
#ZET EL. niZ0TIEHAV, ). A, "~ —S0, —# (A, ~ & #
HIFE—DOBE%REET. ). Ay ~SO0, — % (A, IF. WEELA—DOEKE
%3, AL, A, 1. KBEEFEEESERW, ) . Ay " O—& (A, i,
MEmEA—0E%EET, L. nid1TRAWV. ) . A, —E (A, &
L HEEA—0E®EET, AL, nN0DEE, Ay 0 #HR<.,) . R, O
CH, —# (R, &, MifleA—0EKEET. ). A, ~CO—R, —% (
AZ&UR4M\%%&ﬁ*@%%%%TO)XMAZ—CO—CH(CHZ
CO—A,) —# (A, ik MEEA—O&EKEXT, ) 2&RL. n. R, &
OR, &, BisLEA—DEKERT, ]
TH5,
(12)Lﬁ:A10’—N((O)HR1)~SOZ—R6~%[A10’
iZ. KEET (HL. niZ0TilRAW. ). A, T O—% (A, " &, #igEE
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FA—oEkEET, HL. nit1TIEAN. ) . A, " —% (A, . #iE
LR—OE®ESET, HL. nRN0DEE, Ay EH<.) . R, ~CO-
B (R, 3. MEEA—0E®EXT, ). A, ~CO—R, —& (A, KT
R4m\%%&ﬁ~®%%%§ﬁo)XMAZ—CO—CH(CHZCO—A
,) —% (A, 3. MiBEA—0EKEET. ) 2XL. n. R, KUR, &
 MiEEA—OE®EET. ] . A, R, N—-SO, -N ((0) , R,
') —R, —% [A, 7 . KRETXZA, —£ (A, & #HEEA
_pEBEWEET. ) #%L. R,. n. R, RUR, &, #iEREA—DRK
%9, ] Xk (b) =SSO, =N ((0) , R; ") —Rg =% [ (b) .
n., R, RUR, 3. MEBEA—OB®REXRT. ]

TH5.,

(18) MB:R, (R, S) C=N—-R, —# (R, . R, KU'R, i&. #f
SLE—OEWEET. ). R, B (R, B’) C=N-R; % (R, &
OR, . MEEA—0&EKEXL. R, ' & R, EA—XIHRLZD. R
, &, A—0EKERL, BRUB' . A—XIZHREARD. FFEXEF
FHEEHT. ). R, R,  N— (R, S) C=N-R; —# (R, . R;’
. R, RUR, . MiFEEA—0OZE%%ELRT. ). R, N=C (SR,) —N
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Claims 8 to 14, 16, 17, 19, 20, 23, 24, 26
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symbol X, includes, even when the statements in the description are
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use inventions and the compound inventions of the present application
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art search was made for chemical substances specifically disclosed in
the description.
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