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(57) Abstract: Compounds represented by the general for-
mula (I) or pharmaceutically acceptable salts thereof, which
have glucokinase activating effect and are useful as diabetes
remedies: (I) wherein X1 is nitrogen, sulfur, oxygen, or the
like; R! is 6- to 10-membered aryl, 5- to 7-membered het-
eroaryl, or the like; D is oxygen or sulfur; R? and R? are each
independently hydrogen, lower alkyl, or the like; the ring A
of the general formula (I): (I) is optionally substituted 5-
to 7-membered heteroaryl or the like; and the ring B of the
general formula (IIT): (IIT) is a mono- or bi-cyclic heteroaryl

group.
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ZERRIBIMTZENTES, |
(CE23) *TEII. BEOEET. LELTE2 2 THESNELEY
(37) ERiEMLAM (14) EERIES®STLICEDLAN (38)
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PEETHHETHD. FIBIIBWTHWLNS KINIE, Bt L& 2
BLRAKOHFELTLXDFTIZENTES, ZOXIRLTHLSNSLE
W (3 8) RAMOLHEBFE, fl X XRE. HERE. Bk,
BiLE., K&k, 27087570 —FICk D BEERET 20 T BEE
BT ERSRIBEINTIENTE S,

(TE24) 2TEIT. kT 23 TEHESNZILEYW (38) &Na
BH, LERBERZIEICLVEM(3 N EHBETEIHETH S,
ATRIZBIBRIGE. XEWE#HOAHE WAEaTUAN YT F
—HZw 2o A) . ZNIRELEAEXETING EEREZHAE
HEBIEREDVTIZENTES, o3 NaBH, OBIZ. H
WaIEY (38) PEBOBEE. TOMORISEFMEITIDREZN,
ftét (38) 1YEIIHLT, E¥O0. 27/E30HE, FELE
ITHME1O0METH S,

RIBEEX, B -7 8ENEBREOHRATHD, FELIE-10
ETWE40ETH 5.

RIGEREIIE., B% 0. 1KMME2 48[, FELE0. 2EHED
ES5RBETH D,

AnwbshaRIGERIE, RECXEZ2EZIRVWHORLEE, WIho
HBOEHAWVWTHELWR, FIAREXASY /-, =& /=), 41V TN/
=), FRSEROTSVENFELLS, AF /=), TF /) —)VEN
FVIFELWV, TOXS3ICLTELNDLED (39) BAHMDDHEER
BEE, AIARME. BERE. AEmb, BEK, &k, 7ox b
T574 -SRI VEBBERTIMITEBERN TS ERRIRER
T EMTES,

(THE25) ATEIZ. LEITH24THELNELAY (39) &HS
iEt, t2RHEIERIEICED, ke (1 -7) 2RBETZHE

123



10

20

25

WO 2004/081001 PCT/JP2004/001568

Ths. FLRBICBENVTHWONZETKINE, XEEEHDOGE (T.
O. C. 8853%, £22%, 5301 —-5304H (198 84))
BICRBOFHE, CNRELEZFAEXZ NG EEEEZHAAEDES
CEICEDFTFOTENTES,

FAWENS5HS iEt,; ORI, {t&®W (39) OBERVOBEDE
M. ZOMORKBEHFITEDERSZN. kAW (39) 1 82T L T,
WEO. STMELIO00HE, FELLIZ1INELIOHETH S,
RIGHE, B¥ 0. 2/E3 0BETHD., IFELIFO0. 5HEL
ORI TH 5,

FONRER, BE -1 0ENEBHEOWRATHY, FELIZ0ET
BERBEOWMETH 5,

AUWSNARBEBEERER. ATRICBTARBICEE2ELSRZVDO
THENE, WTFNOBOZHEWTH LW, AAXNY 7))V OGEEE»N
FELVW, ZOXI3RLTEHENDZARBAICESLED (1 —-7) &,
NAOSEEFBEFRE, fATEE. HERE, AEmE, §RE, Bl
B, 7O NS T74 - ST XVEEERTZENTE S,
¥, R? XWER® BVEJEZNIFIETHIESITE., FIhaF &
ZERTDT7NVFNEPOKZBRTFRN, EFOFEXETI/ ETE
HMEINTWTHINE, YFZRFOFIEXETI/ETEREINTY
HEHICE., MEIRB1IDB2500WTNHOITERICIBNWT. HEITIK
CTHEEFOFOREXEF T VEORBEEOEAEREZT D,
UHREREOBEAITREICEL T, i X#MaEforr (HAXS
057547 JVW—FTA A4 F-HzZwvs Ity R) EiLi
HOHHE, CRNIRELCEZABEXRINS EEEEZHAGDESZ LI
KDITDTEMNTE S,

ZTOM, AR, R' XZBRECEBHREZFITS2EGICE,. BERED
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BRICE > T, FERECHBECSRCTREEZEANETRKRET S
CICEDVBIREORIGZZXERSEFITEHILENTES,

VHRBEBEOBARUVCRERINEZ, XMEHOLHE (AT T0Fy
F4T TINV—TR A4 F-H=Zwr TrtEIYA (Protec
tive Groups in Organic Synthesi
s), T.W. Green¥., £2K, John Wiley&Sons
. 19914, %) CRBROFE, CHICETIHFEXZINEEE
HEEZHAEGDODESZECKVITOITENTES,

ABHICX > TRESNZEU D> -2 - AN EFH I RFEHRIT,
HENICHFBEINIELLTHEETLZIENTE, AXAIKRLILED
(I) gagands kiR (I-1), (I —2), (I —-3), (I-4),
(I—=5).(I—-6) RO (I—-7) ZRAVWT, BHEII> THET?S
ZEMTES,

B, ER2 (I —-1). (I —2), (I —3), (I —4), (I -
5). (I =6) R (I —7) OIL&EWR, BEFSTRCHATY I/
£, CUDNESCHRTAEEREEELTWAHAIE. UHLE
MeEBTOUETSIEICLD, HUTHEZNITHFFINIEICLRT
5 EMTES,

YEEBAMEEL TR, AIAEIERIE, 7 o LKEERE, RILKFRIE,
IULKBBIBEEOND T LK BEE ; HERE., BIERRE. mMERE.
WipE, RBESORBHBIE, A AR CEE., MU TIFDORASY
VAWK UEBE, T ANVKCBIESEOEKRTIVFIVAIE BRE
RV ANECBE, D~ "MVIZANKFCBEEDOT U — )V XV
W, TURIIVEE., aNJBE, VI VBIE, BABRE. o UBIE,
RV VBESEOERBE , ROTINVIYIVBE, TANTF URES
D7/ BEOCEEBRTHLIBAMEEB TS LENTES, £, &
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HPOLEMPBEREEZYUZEAICEL TWEESE. AT ERF
WEEZHELTVEHAIIE, YH%bEWERETLET S LITLo
TH, HETHIRZNICHAINIERIERTHIIENTES, LKE
EMAmEELTE, AIZEAAEFRNI LA, AUDLEDOT VAU S
B, AWV ULA, RTVZXVILEOT VA LESEER, 72U
AE, V7=, NIIFATIY, P70 AFVNTIEDE
WERICXBENETENS, SERXAZEHOLLAWIX., #EHLEMX
EOHEDOEEDOKFYITBEEMMEL TEELTDHI N,

QEBERFHENVEZENICHETAIERBELSBERDOFHXIZHBED
HOEAEBETDHICHED, AFEHICHKELRKX (1) okeawmix. X
(1) DILEMEHEHRKYELEZHMABEDETHNVWSILENTE S,

AFHICHEDR (1) OEMOTFHXIZEREOLEDORERIX, b
LAk, BERITAH EROEE, BRISZFEDLAEMRVTBREREITX
DEET S,

o . FR.ARERVSBEEORZRICE > THEFH TS, —REIZ,
IBOHEEIR, BERIXEEREOZELT. KEL1kegdHZD.KO.
001lmgA5M1I00megTHD., FELLIE, FE1kegdizD. W
0. 01lmegmM5H50megTHD, LVHFELLEHO. I1mghb
10mgTHd. INLOHBREHRALHETORGEDHFEANLER
BEHH DB,

B AROBRGEOFA EL TR, BREIXIE1HBHEZD, 2THE4L4EOD
BEREHRESEELTE, P<EDBYO. 0lmegnbE<EH2. 0g
Thdd. FELLE, BREEOHMIZ, 1HTIEAXET2HOKRE T,
M1, Omegh5M200megThHs. KDFELR. BREROHEE
., IB1IEOEETH1IOmeN5100megTHS.

BIRAKRESEXEIROBSGZHWEZERICE, RENZREHEZ, 1
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HbzD, fE1kegdzd,. X (1) okeWzEHO. 001meh
581 00mg (FEL<IE0. 01lmegHE10meg) THD., &
DIFELLB1IH®ED . KEL1kgdhb. (1) ODILEHWERO.
IlmgMn510mgThH B,

ERU72&Dic, BEMBRDIZ. X (1) OLEMEEFMITHRS
heofkzEd, AR WS HER. BEEIEENIC, 2 XiEE
NUEDODWNRBEDZHAEDE, BESEXRBEESIRTTELED
D, 1 XEFENDLEORDEHEBEIBE/BERTELZDBD, WX, RS
Mooy A4 7OERAXEHEERORRICEDTERZDOEITTARL,
HEZHBRITI2BEUERCREERS (ER2NICHFFINIBER) bE
P,

EREFFAINH EAEHEAEGDOET. 2EHBERBOBRE,. FHEW
RZOREZESELZOIZAHNREORX (1) OLLEMNEENSMAR
MBIFEL W,

EERAICHSILEEMOMRNBTEZHAE, L0DTENIEETS
DT, WhRLIBEURBREBETOAVWSEZENTES, HlZE,
O, EE. B, 8k, B, fi. SEz2H0nsIl&08TES, BE
GEOF S U TiE, R, bo—F, BA. BE®K. BK. 4 7EIVAE,
JU—h, Z7OYV =)z ENH0, BOBOEINFEL W,

BOROHEKRYZHAHTSICEL TR, BEOEZEREATH NIL,
WD HEDOHANBETENTE, TOXDRFAEL TIE, fl A, K,
FYVa—=)v, A4, TIha—=)y. FREME. REH, HEELRET
HO, BROBOWEHEKYEZRAET ZHE IR, AT, BER TV
FIUNBRRBHERNZTLN, #HEELU TR, AR, BY. . &
BREEIVO—Z, FRA, SRAH. EERH. BEF. BRERR ENE
Toh, BROBOBEFAHERY ZHABTIHE8ITIR, AIXE, U5 —,
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HTEIVEL BRI ENBETSN, PTHROABOEFERMNIFEL
W

BREOLRPTINE, EHCHTENHNBRDERNRRBRORERET
H5, HELSIX, EAL. E¥OKEXFEKEOERTI—FT 12 >
TEBH5IENTES,

LERoBEORERBIIMAT, X (1) TRIEEWE, #IXE.
U. S. B#%%53, 845, 770. 3, 916, 899, 3, 53
6, 809. 3,598, 123, 3, 630, 200Kk0U4, 008,
7T19WHEBOMUBEHEFERDY /X FIFIUNY—EBIZX>TDH, &
BB EMTES,

BOBEICHEL ZARKHICHRIEERRDIE. XUF—-XEEREL
Ty BWRRAKBEOWE, ERKBEOESE, KPHWBEOIINYa X
WFHMAFKBEOII N a el T, TNENRHENAUDROENTZE
DEERDZEDI T ENVE, B —BXAEHE2ETELNTE
5, TOEIMRMIE. BRZLEWNEEFEZHAWVTHETS &
MTEBN, TRTOHER, BERS E 1 X2 U EOBERHES D
Six L E—RICTA2HEBEENS,

— I, EHERS EWEOHEEITE AN B AROHEMEE NI
WHEEH—NDORSIKEAL. KWT, RELRE. AEMEEYA
Bicdaz&icky, MmidAgING., AAE., EHIE, EfERK
BickD, REBEIZECT, 1XE 2 EORIKR EHICHABINS., E
fESERIE, WY AEM T, KREICHEUCT, HaHl. EHER. FEELRR
BEl, AEEEFIXEABEFHELEAL T, BERSE2NY Y — BRI
EORIKCEHHEEICEHT S I EICXDHABINS,

RS NS, NS —ROBE o LAY EFIEMEZEAEORRA
EORAYEBELREM TR TS LICKDFARINS,
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FELIE, SEAR, BER2ZH 1ImehEL1gaH, &HPa—
FXEH7EIVHE, EERSZH 1megHhES500mead.
X (D) DEEYRDODVWTOERERLORERBOFARZ., XKOBDTH S,

(£1)
EHARB®K(I. M)

mg/ml
® (I) D&YW 10
AF)E)ho—A 5.0
Tweeng8O0 0.5

N2 TV a—=) 9.0

B> 7 a=w

I 1.0
EEBAKZMAT,. 1.0nl &9 5,
(£2)
gl
mg/tablet
2 (1) ofbaEm 25
AFI)IEINO—A 415
Tween8O0 14.0
X2V 7IHVa—)b 43.5
AFT7U BT R w
AN '
& &t 500mg
(% 3)
f1 7 IV El
mg/capsule
x (I) OoEY 25
S0 ~N—ANTF — 573.5
ATFTU B TRTT
1.5
N
&8 600mg
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(#£4)
Tyay—)

1885720
i+ (1) oflkew 24mg
>, NF Liqgq. Co

l.2m g
nc.

;Uﬁmm7wﬁmx&/\N 4. 025¢
;7nmy7wﬁmx5/\N1&wg

R (1) ka3, 2BERKBEEET HZRERBEXIEREZET TR,
2QBIBERBORBIEDER T/ BREICANWSONHMOER LHAED
BTHNDCENTES, BLOBHIL, BEA SN HE5EE L
PERT.R (1) OLAWERBICXRNLICBET B2 ENTES,
(1) oA, 1 X2 M Eo%s & FcERT 38481001,

R(IOIEEDEINSEOMOER EEZ2FTALEEBRDNFEL W,

- T, AEBHICHAIEERMARDIZ, X (1) OEMITMA T, 1X
B2UEOMOEERTHED. X (1) ODIELEMEHAALAEDETHL
ENBERRAOMAE LTI, BlLIcBET3H. IR UES®RY

TEELTHINWD., LTOBDQIIBESINS Z Eida N,

(a) EX—F7=F (fl, THRIVI>Y. ARFII>, Tx2hb3
>)

(b) PPARYI=Z bk (fl. hOFUFIY, EFTUII . )
PTUEN D)

(c) 1R >

(d) YR RAZF >

(e) a—ZIWITYFEEX (Hl. RTUR—ZX, 27U =V, Th

VR—2), RO

(f) 41 2AUHWEER (Fl. TEMAFHIR, AINTHFIR,
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pgol7aNI B, JURLMUR, JUZIIR, FJUANEY R, F
JEDR, ZJUFD, JUVYFEER, JUTU R, JUAFHI R,
FUEFIR, Jz2T7FIR, FIHFIR, PIVTFIER, PILTS
2R, FFTUZR, UXTUZR)

2BBOBERDICHTHR (1) OLEMOERELIZ. EIEWHIRE
DHEIFANTEHL., 51T, EFERSPOEHERCKET S. > T,
BlZE, X (1) DILEMEPPARTYIZAMEHATOETHNWS
BT, R (1) OLEMOPPARTYIZAMNIHT 2EELIL,
— BT, 1000 :17/FE1:1000THD, FELLLIX, 82
00:175F1:200TH5. R (1) OILEWMEMOFEERD LD
MAetabeEid, MIROBHENTHSN, WINOHFSITH, &EEMRD
DEMBVANVNONERETH 5.

KICAFEHRIZRSILEH (1) TREINSLEWART TN IFF—F
EHEAEEROZORBRAFEICDWVWTERT,

iR (1) TREINZLEWOFEITHEN TN aFTF - EFEELE
AOBEZ. XMEEoFE (AR, 54 7XFX (Diabete
s). B45%, F1671H—-1677H, 1996F%) XFThic
LA BECEI>THOIZENTE S,

ThaFFr-—EEERZ, FNVa-A-6—-UCEZEENETZLOT
W<, UR—-F - HFAALTHBIINI-A-6—-UETERO
Fr—ERTNaA-A-6—-UCBBMPOSRARIINII)SU k22ER
T5IC, Z#UB5Thio—NADHOEZHET A EITK-T, 7
NWaFF—EOEERILOBEZFAND,

ZOT7 A THATSArecombinant human 11
ver GKWIEFLAG fusion protein&lUTE. ¢
ol ilcHEIE, ANTIFLAG M2 AFFINITY GE
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L (Sigma) THEHEL/.

TybEAIEEEIG6—well plateZAWT30ETITo R,
Assay buffer (25mM Hepes Buffer:p
H=7. 2. 2mM MgCl,. 1mM ATP. 0. 5mM TN
AD. 1mM dithiothreitol) Z269ul4o®EL. 1t
EHMODMSOBKELFI PO —LELTDMSOZ21 vl ATz
Kz, ki THPLTEWEEnzyme mixture (FLAG
—GK. 20U/m1G6PDH) 20ulZ2oELEE,. EETH5
25mMZIVa—-ZX%&10p 1A, KiEZ2HBIED (BETIVO-
ABEE=2. 5mM).

RIGHEEH., 405 nmORAEOHEMEZI 0BT LITL 0 pHEEIE
L. B8R0 s pBoEmsz2ERLCTLEMOREMETfo. FLAG
—GKiR1%DMSOBFET TS ABOBAEREMAN0.056250.
1OMITRdXDITMA T,
DMSOa>bo—J)LTOODEZ100%EL., FMLAEHOSIRE
CBWH0ODEZERAELE. BBEOODELD, Emax (%) KW
EC50(uM)ZEHL.LEMOGCGKEERLEDEEEL THWE,
FHBCLOERFERHICRALEMOGKEER{EEZHMELZ. TOBR
ZTFRERLICRT.

(%£5)
tEmBS Emax (%) EC50 (uM)
B3 1 997 0. 05
BEm 7 1067 0 06
g Hl 3 0 818 0. 12
EFEEHICZSLEWIZ., LEF1ICRTLEIIC. EmaxKUOECSH

ODEZIBELEL T, +22GKERHILEZE L TW5,
PFicenT, BEARVCEEMICEZDAFEHEZ I 5ICEEKNITHBA
THEMN, AFEHITZ NS ICEXoTALEBEINS HCTIERW,
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B F] 1

BEE 1 okEW 1 0%, BEEBRL IR TLLSHERUANET 5
2 —ITREAELT, 350 umBlTORKRRIIGHMAROBE LT B,
COMHENENTENEBBIANTH I ENVEIET S,

BRI F 2

#EE 1 OGR4 5E8. B 1 58, AAE 168, HREEIlo—
A2 18, RUEZNTNI—)3FRVEEK3 02l —ITEEGL
., BHERUTEEL, KOTHNLTERLI410HMEELT 7T
mOKRKEZIQERAFET S,

BAH 3

BEG 2 ERBEOHFETERAEIERLZR, ZOBMA 9 6 MITH
LTAFTUYEAINYILASHMEMATEMRKRELERL 0 mm D
HlZERT 5,

B ] 4

HFNE2OHFETEHESNSIHEMA O OMITHL THEEEID—X
10OWMEVCAFTYCBANYTUAIEEMATEMMAREL., EE8m
mODEEH L Lz, chiczay 7ESF 2. WEEREBIILVSTLE
AERBWEMA THXEZERET S,

EipmoEB 7o 7, FL—hr&LTSilicagel
60F, , s (Merck) 2, BBHEELTUVRHEZA WL, &
SLAEYUAFINVELTIH,. WakogelT™ C—300 (Fikh
®) 2, ¥EASLAZVUASNVELTIE, LC-SORBT™  SP
—B—0DS (Chemco) XWYMC—-GEL™ ODS—-AQ
120—-S50 (LREZEWHIERR) Z2HWVWE,

THROEMAIKBITIHEEOEKRZLLTIIRT.
i—Bu:M1YITFIE
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n—Bu:n—-7FI)IVE
t—Bu:t—-—7FINE
Me : AFIVE
Et:ZTFIE
Ph:7zZ)VE

i—Pr:A4vV7oElHE
n—Pr:n—7oE)LE
CDC1l, :E/oosbh
CD, OD: &A% /—)
DMSO—d, : EVAFINANEEFY R

PCT/JP2004/001568

TRIIEBKEBAXRT PVIEBIT2BEOERZTRT .

s ¥rUlwhk

d :¥7lLvh

dd : ¥7NVFT Ly bk
t :hUTLwh
m <INV FITLvh
br:70—F
a:AlFwvhb

I Ay TUCITER
Hz : NIV
SiER 1
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MIISM?

o)
~CH

3— (4—ArF¥—TJxzZ)VANVTrZ)) —6—(4H-[1, 2,
41 PUFZY—=)V—3—4J)) = N— (F7I—NV—2—A)) — 2 —
BUDANEFYI RORE
5 3, 6—yr7un—-2-BUYANRCEL14., 1g (73. 0m
mol) @roaRIAEK (400ml) . 7R /FT7V—IV9.
00g (89. 9mmo 1), N—kRaFIXR>V MY TV )LKFY
12. 1g (89. Tmmo 1) RUW1— (3—IAFNTI/TBE
W) =3 —IZFNVANEIDAINERE19. 0g (99. 2mmo 1)
10 ZIEXMAZ#. ERT2 4REERLE. REKZEMHELZR, B
CEEB I F I EMA, 0. 2N-—HBEKERKR. K. SBHRERAKZEF N
U AKBERE OB EREKBRTERFE LU, . BELER. Foh
EHREEAFY-BEBRIFIVOESEE (5 :1) KKOHERILTS
ik, 3, 6-¥r7p0-N—- (F7Y—=)—2—-1)) —2—
15 BUDHNARFHIRLI2. 8g (NE: 64%) zHEEMEKELT
=iz,
Bonkzyr7oofkl. 27g (4. 64mmo 1) ON, N—-T A
FIRIVATIRE®R (10m1l) 1T, kBAJUL1. 25¢g (9.
0O4mmol) KN4 —ARFIFF T/ —-V605unu1 (4. 87
20 mmol) ZMAkRE. EET24REERLAZ. KISKITKEMA,
R TF ) CTHELER AMEEKBERTESRLEZBERTBERR.
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BonNERERZUANTSNVASLAIOQR NI ST 40— (NFY 2 BB
IFNV=4:1-1:1) CXDEHL, 6—2r7n0—-3—- (4—-XF}
F-TzZ)WVANT 7)) —N=— (FT7V—=—2-1)V) —2—
BUDYHNRFTFIRL., 70g (NE: 97%) ZHABEGKZL T
"z

BEonk6 - o0n0FEEK705meg (1. 87mmol) ON, N
—PAFIIEIALATIRER (10ml) I, kBEAHJYUTIALA350meg
(2. 53mmo 1) RE3—ANATb+—-1, 2, 4—bUTV—)
285mg (2. 82mmo 1) ZMAZ%., 3 5KHMMEAERL =,
RISWIC/KEMA, 700KV AT3IEMBLER, FHREZLZEL.
BETICEMELEZ, BonREBEZ2UATFNVAIT LA NT ST 4
— (Z7aaFlh: AF)—=)k=100:1) ROANFH > -—ERITF
VORBHEE (1 :1) TR OBERL, RELEW410
mg (NFE:50%) zAGEMKEL THE,

I!'HNMR (CDC1,) 6 :3. 87 (3H, s), 6. 07—7. 0
7 (4H, m), 7. 22 (1H, d, J]=8. 7THz), 7. 45 (1
H, d, J=3. 6Hz), 7. 49 (2H, d, J]=9. 0Hz), 8.
35 (1H, s)

ESI-MS (m/e): 443 [M+H]*

FRBER 1 EFEKEOAEICRD, HiEM2 -5 10kah ek,
LT {tBMORHT —F 2R,
BiEdl 2

S

CH (o)
[ /L\ cH
N S N 3, 3
«W/\Efl\h‘ N
N—N =
S
F
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3— 4 -INVFa -T2 )VAINWTr=Z)) —6— (4—XF)—14

H—[1, 2, 4] FUTYV=)—-3—AN—ANTvy=)V) —N— (4

—AFN=FTV=N=2-A)N) —2-EUPYANERFHIRDOHR

.

BiER 2 ofbaWwid, 3, 6 —Yr7no—-2-BUIHIVEVE,
2=TF3I)—4—AFNVFT7I—)N, 4=V Fa~-FF 7/ -k
K3 —ANWAT =4 —AF)—1, 2, 4—FUTV—=INEHNT,
BER 1 ERIBZOFE, CNIRELLEAFAEXREINSG EEEEEZHAAE
DEDIERIDBETSHILENTES,

'HNMR (CDC1,;) 6 :2. 42 (3H, s), 3. 74 (3H,
s), 6. 62 (1H, s), 7. 00 (1H, d, J=9. 0Hz), 7.

10 (1H, d, J]=9. 0Hz), 7. 17 (2H, m), 7. 53 (2
H, m), 8. 40 (1H, s)

ESI-MS (m/ e):459 [M+H] *

BaiEsl 3
o s
N S\(Nj\)l\ \T\l\>_CH3
WA N
N—N g

F

3— 4-INF—-TxZ)WANVT 7 Z)) —6—-—(4H-[1, 2,

41 M7= NW=—83—ANW—ANT 7)) —N— (4—AF)NV—-F

T =l—=2—A4)) —2—-EUPANKFHIROHA

BWiER 3OLEMmIE, 3, 6 - roo—-2-YBUIAINFVE.
2—F3X)—4—AFNVFTV—=), 4—INFOFF Tz /) —VENQ
3=—ANATh=1, 2, 4—-bUTV—=NVZEHWT, BiEH 1 LRERE
DHE., CNRELCEAEXRINSEEEEEZHABDESZ EITX
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NEIETHIENTES,

Il HNMR (CDC1l,) 6:2. 40 (3H, s), 6. 61 (1H,
s), 7. 01 (1H, d, J=9. 3Hz), 7. 17—7. 25 (3
H, m), 7. 58 (2H, m), 8. 35 (1H, s)
ESI—-MS (m/e): 445 [M+H]*

B G 4

CH,

s N i N/L/N\>—CHG
W /@

F

—

3— (4—INWF -T2z VWANT7Z)l) —6— (1 =AF)—-A
SN =2 —AN=—ANT7ZN) —N= (4—AFN—-FF7J—
W—=—2—-A4)) —2-EBUPLANKFYI FORE
BLER 4 0EWMIE, 3, 6 —Yr7noo—2—-EBEUI ALK,
2—T3X)—4—AFNFT7YV—, 4—TNFOFF Tz - IVEDQ
3—ANHTR—4—AF)—1, 2, 4—bUTYV—b2HWVWT, &
EE L ERBEOFE, CNRELCEZAEXRRB NG EEELEZHAEGD
THZEREVEETLIIENTES,

!HNMR (CDC1,) 6:2. 41 (3H, s), 3. 73 (3H,
s), 6. 60 (1H, s), 6. 77 (1H, d, J=8. 7THz), 6.
92 (1H, d, J=8. 7THz), 7. 10—-7. 22 (4H, m),
7. 52 (2H, m)

ESI—-MS (m/e): 458 [M+H]*

BiEfl 5
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83— (4 —INWA -T2 )VANT 7)) —6— (1 =AF)N—1
H-Fr5=N—=—5—-"AN—ANT 7)) —N— (4—-—RAXAF)V—F
T =) =2—A4)y) —2—-EBEUIDAHNAFHIFPOHRH

5 HiEm 5 OfkEMIZ. 3, 6—Yr70u—-2—-EBEUPCANRIR,
2=—TF3)—4—AFNFT7YV—N, 4—ThFaFF 7z /) —IV K]
5—ANATER—1—AFNIITY—IZERWT, BiEH 1 LAKD
HE, CNRELCEABEXFING EEEEZHAGDOES I LEITED
BMETHILENTED,

10 'HNMR (CDC1,) ¢6:2. 43 (3H, s), 4. 12 (3H,
s), 6. 65 (1H, s), 7. 12 (1H, d, J=9. 0Hz), 7.
21 (2H, m), 7. 45 (1H, d, J=9. 0Hz), 7. 58 (2
H, m)
ESI-MS (m/e): 460 [M+H] *

15 BiEf 6

/
\
17]
/U)
R%
2

N—N

83— (ruaANFINANTFyZ)) —6— (4H— [1, 2, 4] b

V7= =3~ANW=ANT7=Z)y) —N= (4= AFNV=FF—
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W—2—=—A)) —2-—-VBUDHANERFYI FOHFHH
BEE 6 OLEWMIZ. 3, 6 —Yroo—-2-EUPUHIECE,
2 -T2 ) —4—AFNFT7V =), 7O \FHFFT-NVKDVO3 —
ANWHhHT =1, 2, 4—PNUTV—=NEHWT, #EH 1 LRAKDH
B, CNRELCEFEXRFINS EEEEEZAAEDESLZEICLDHE
BIAHIENTES, ‘
I HNMR (CDC1,) 6:1. 20—1.75 (6H, m), 1. 8
4 (2H, m), 2. 06 (2H, m), 2. 36 (3H, s), 3. 25
(1H, m), 6. 56 (1H, s), 7. 43 (1H, d, ]=8. 7
Hz), 7. 64 (1H, d, J=8. 7Hz), 8. 33 (1H, s)
ESI-MS (m/e): 433 [M+H] *
B 7

(o] S
A\
<W/\Eji[]\N N
N—N /S

F
3—4—INWF BTz WANTryZ)y) —6—-(4H—-[1, 2,

4] NUTF—NV=3—AN=—ANT 7y Z)V) =N— (FF7 /=)= 2

—A)) —2—-BUDHINERFHIFROHE

BEH 7 ofEWmiE. 3, 6 -y r7on0—-2-EUIAIEE,
2—FVI)FTV=), 4—-INFaFF Tz /) —=IVRUO3I—ANAT
f—1, 2, 4=-—hMUTZYV—=VEBRAWVWT, sl 1 LEZEOHE, N
WWHELEHEXR NG EEERELEZMAGDOEL I EICXVRETSZ
EINTES,

'!HNMR (CDC1,;) 6:7. 01 (1H, d, J=8. THz),
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7.09(1H,d,J=3.6Hz%7.19(2H;mk 7. 2
5 (1H, d, J=8.7Hz), 7. 50 (1H,d, J]=3. 6Hz),
7. 50 (2H, m), 8. 35 (1H, s)
ESI-MS (m/e): 431 [M+H] *

HiEH 8

N s N i i\ CHa
< W/ \EIU\N N
N—N = s
PN

N s

\—/
3—(FFZV—=NW—=—2—-AN—ANT7=)) —6—(4H-[1, 2,
4] —bYFPV—=)V=3—A)) —N— (4—=—AFN—-FF7J—=)V—2
—AJ)) —2—EBUIPANAFYI FOHRE

#EH 8 ofkamix., 3, 6—-Yroo—-2-EBUYUANERUE,
2—T3I) =4 —AFNVFTV—=, 2=ANVATv=FF7J =K
S3—ANHTRh—=1, 2, 4=hUTV—L2RAWT, ®HiEH 1 &K
DHE., CTHICRLEFEXRINS EEEEEEAEDLER I EITX
DRET B EMNTE B,

'!HNMR (CDC1,) 6:2. 40 (3H, s), 6. 60 (1H,
m), 7. 30—7. 36 (2H, m), 7. 59 (1H, d, J=3.
6Hz), 8. 02 (1H, d, J=3. 6Hz), 8. 34 (1H, s)
ESI-MS (m/e): 434 [M+H] *

B 9

(o] S

A\

e
N—N 7
S

@F
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3—(2—-INWAB—-TxZWANT7=)y) —6— (4H-[1, 2,
4] —bUTFV—= =3 —=AN=2ANT7=)V) =N—=- (FTV =) —
2—A)N) —2-VBUDANIFHI ROHFHH

BEm 9 ke, 3, 6—Yr0opn—-2—-EBUPCHIRUE,
2—FI)FTV—)., 2=-INFOFF T/ —IVEO3I-ANHT
F—1, 2, 4—RFUTYV—Z2RAWT, 8EH 1 EAKOFE., Th
WL EHEXEZ NG EEEEZHAEDED LTI VHEET S
EMTES,

IHNMR (CDC1,) 6:7. 01—-7. 04 (2H, m), 7. 2
0—7. 28 (3H, m), 7. 46 (1H, d, J]=3. 6Hz), 7.
51—7. 64 (2H, m), 8. 36 (1H, s)
ESI-MS (m/e): 431 [M+H] "

BEF 10

0 S

\

N— S NS N/gr\:>
T T)f :

3— 7z NWANTy=)y—6— (4H—[1, 2, 4] —RUTV—
W—3—ANV—"ANT vy =)V) = N=— (F7II—=IV—2—A4)) —2 —
PUPAINRFYI FORR

BEH 1 0ODEWIZ. 3,6 —Yroo—2—EBUIhILRE.
2—F3I)FT7V=N, FAT/)—=IVRLI3I—-ANHT -1, 2,
A—FUTYV—VERWT, BiEfl 1 ERBOHFE, CNICETEFE
R ING EEEE A AR DED L LV RET B ENTES,
'!'HNMR (CDC1l1,) 6:7. 02—7. 09 (2H, m), 7. 2
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4 (1H, d, J=8. THz), 7. 47—7. 53 (4H, m), 7.
57—7. 63 (2H, m), 8. 38 (1H, s)
ESI—-MS (m/e): 413 [M+H] *

BEH 11
0O s
Yot
N— /O
5 F

3— 4—I WA -z VAFY) ~6— (4H—-[1, 2, 4]

M7= =3 —ANWV—"ZANT7y=J)y) —N— (F7V—=I—-2—-1

V) —2—-BUPANAFYIROHRA

HiEm 1 1okEMmiZ.3,6—yro0—-2—-EBUPCHILRVE,
10 273X /)F7V—), 4= F 07z /) —IVERUO3—RA) AT k-

1, 2, 4-hUT7V—=JbzRAWT., BEH 1 LAKROFE, chicH

CEABEXRIhs LEBEEZHMAEDEL LK VAEETZIEN

'HNMR (CDC1,) 6:7. 04 (1H, d, J=3. 6Hz),
15 7.05—-—7.13(4H, m), 7. 24 (1H, d, J=8. 7THz),

7. 46—-7. 51 (2H, m), 8. 32 (1H, s)

ESI—-MS (m/e):415 [M+H] *

gligEp 1 2
H,C 0 s
N S< Ny NA}
S
N~ S
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3— (4= AbFT—TxZWAFNANT 7)) —6— (4—RAF
W—4H—-[1, 2, 4] NUT—=)V—3—ANV—ANT7y=)V) —
N=— (FPV=N=2—-A4)) —2—-FUPANKFYIROHH

BiEAL20MeaMmid. 3,6 —Yr7o0-2-EUD AR E,
2=T3X)FT7VI, A=A FIRIDIVANVAIT T O RUN3 — R
WHTh=4—-—AF)—1, 2, 4—bUTFTV—=Ib2HWT, #HiEH1
ERIBROAE, CNIKECEFEXTI NS EEBREEZHAAEDESDC
ECEXVHEETHIENTES,

'HNMR (CDC1,) 6:3. 76 (3H, s), 3. 79 (3H,
s), 4. 11 (2H, s), 6. 84 (2H, d, J=8. 8Hz), 7.
01 (1H, d, J=3. 2Hz), 7. 30 (1H, d, J=8. 8
Hz), 7. 32 (2H, d, I=8. 8Hz), 7. 51 (1H, d,
J]=3.2Hz), 7. 65 (1H, d, J=8. 8Hz), 8. 44 (1
H, s)

ESI—-MS (m/e): 471 [M+H]*

BlEH 13
(0] S
N S N 3
« / I AN N N
N—N =

S

3,

3 - B-IhA -T2 WVANTrZ)) —6—(4H-[1, 2,
41 PUTZV =)l =83—AN—"ANTr7y=Z)V) —N—- (F7IJ—=I)V—2
—AN) —2-BUPHANKFYI RORAH

BiEp 1 30ke&E®miE.3,6—-70n0—-2-EBUIDCHIVEE,
2=F72)FT7V—=I)., 3=—INFOuFF T/ —=IVEN3 =X IhT
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F—1, 24—-PUT7V—VERAWT, ©EHN 1 EAKDOFE. NI
WUEFEXZ NG EEEEEZRAEDLEDIIEREIDBEETS &
MNTE S,

! HNMR (CDC1l,) 6:7. 02 (1H, d, J=3. 6Hz),
7.05 (1H, d, J=8.4Hz), 7. 18 (1H, td, J=38.
4Hz, 3. 2Hz), 7. 24 (1H, d, J=8. 4Hz), 7. 2
9 (1H, ddd, J=8. 4Hz, 2. 8Hz, 2. 8Hz), 7. 3
6 (1H, d, J=7. 6Hz), 7. 42—7. 48 (2H, m), 8.
35 (1H, s)

ESI—-MS (m/e):431 [M+H] *

BiEp 1 4

0 S/\>
N S N AN
e
N—N yZ
S
F

F

3—(2,4-97)WA0 -T2V ANT 7y ))—6—-(4H—-[1,
2, 41 PYTFV—= =83 —ANV=—ANTry=)) =N— (FTV =)
—2—A)) —2-—EUPZANKFYTI RORAHA

BHiEm 1 40kaWiE. 3,6 - 700 —-2-EUTIHIEKE,
2~ FF7V—I, 2, 4 -7 FFF T/ =RV 3 - A
VAT h—=1,2,4-FUT7V—IbeRWT, ®BiEH 1 EREKDFGIE.
CNICEECEAEXFZINS EHBELZHABEDED LI DRIET
5 EMTE S,
'!'HNMR (CDC1,;) 6:6. 98—7. 05 (4H, m), 7. 2
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8 (1H,d, J=8.8Hz), 7. 46 (1H, d, J]=3. 6Hz),
7. 58—=7. 64 (1H, m), 8. 36 (1H, s)
ESI—-MS (m/e): 449 [M+H] *

BEH 15

(0] S
\
NS~ N ,#3
H30\<\N J\l/ \Ejfl\m N
S

'
3—(4—-INWA -T2 )VANTryZ)) —6— (6=-RAF)I—4
H—[1, 2, 4] = bV —=3—-AN=—ANTr=)/) —N-—
(F7=I=2—A4)) —2—EBUDANAZFYIFOHRH
BER L 5 0AEMIE. 3,6 - 700—-2-EBUIP AR E,
2—FTI/)FTV=I)., 4—=—INFOFF Tz /) =V RE3 - ANHT
R=5—AF)—1, 2, 4-MUTV—I)bzHWT, BiEf 1 ELEREKED
FE, CRICELCEFEXEZ NS EEEELEZHAEGDESZELITEKD
HETHIENTE S,

! HNMR (CDC1,) 6:2. 58 (3H, s), 6. 97 (1H,
d, J=8. 4Hz), 7. 04 (1H, d, J=3. 6Hz), 7. 1
5—7. 23 (3H, m), 7. 48 (1H, d, ]=3. 6Hz), 7.
54—7. 58 (2H, m)
ESI-MS (m/e): 445 [M+H] *

HiEpl 16
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o} S \
\N ) S l N\ N \N
N—N Z

83— 437 )—TxZ)VANVIrZ)) —6— (4H—- [1, 2,

41 MU=V =3—ANW—ANTyv=Z)y) =N— (FFV—)V—2

—A)) —2-BUPHANFFYI ROAHA ,
BiEH 16 0EWMIT. 3,6 -y run—2—-EUIUHILRE,
2—TF2)FTV=N, 4—TF)FF 7)) —IVER3 =X ATk
—1, 2, 4—-bUTV=EAWT., BEHA 1 ERKOHFE, T
BUOEFEXRINGEFELEZHAPEDES I EICIDEETS L
IMTES,

IHNMR (CDC1,) 6:7. 06 (1H, d, J=3. 6Hz),
7. 11 (1H, d, J]=8. 8Hz), 7. 30 (1H, d, J=8.
8Hz), 7. 49 (1H, d, J=3. 6Hz), 7. 65 (2H, d,
J=8.8Hz), 7. 73 (2H, d, J]=8. 8Hz), 8. 40 (1
H, s)

ESI-MS (m/e): 438 [M+H] *

BER 17

(0] S\\
\N/ s IN\ SN
N—N = s

=

|

N
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3- (BUPY—4—ANV—"ANTy=)) —6— (4H— [1, 2,
41 PUT=NV—=83—AN=—ZANTy=)y) —N— (F7V =) —2
—q)) —2-¥UYPHNEFYI ROHAL

B 1 7 0EWIE. 3,6 - o0 -2-BUIHILE R,
2—FI)FTV=I. 4=ANATr-CBUIPIRE3 - RAINAT
-1, 2, 4—bMUTZV—IZERHWT, #E&f 1 ERAKDOAEE. NI
BUEAEXRBING EFELZHABRDES I LICIVEETS L
MWTE 5,

IHNMR (CDC1l,) 6:7. 09 (1H, d, J=3. 6Hz),
7.28—-7.35(2H, m), 7. 43 (2H, d, J=6. 0Hz),
7.51 (1H, d, J]=3. 6Hz), 8. 39 (1H, s), 8. 6
2 (2H, d, J=6. 0Hz)
ESI—-MS (m/e): 414 [M+H] *

BEp 18

Q \ 7/
0L

F

3 - 4—-INAB =T W ANT 7)) —6—(4H-T[1, 2,
4] MUV TF—=V—=3—ANW—"RINVT77yZ)y) —N— (F7VnH [5,
A—-Dbl1 BUDPY=2—-4)) —2-EBUPHANVAFHI ROHFHE
BiEm 1 8nfkamid.3,6—Yr7oo0-2-CUP AR,
2—72/-FryVno [5, 4—-b] EUPY, 4—-7)FOFF 7
J=NWVEROE3=ANVAT =1, 2, 4—-hFKUT7YV—IVZ2RAWT, #i&
fllERKROFE, CNICRLUEAEXRINS EHEEEZELAGOE
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BTEICEDEETBHENTE S,

! HNMR (CDC1,) 6:7. 00 (1H, d, J=8. 8Hz),
7.16-7.20(2H, m), 7. 25 (1H,d, J=8. 8Hz),
7.37—7.41(1H, m), 7. 55—7. 58 (2H, m), 8.
02 (1H, d, J=8. 4Hz), 8. 42 (1H, s), 8. 51 (1
H, d, J=4. 4Hz)
ESI-MS (m/e): 482 [M+H] *

BLEsl 19

o] $
N
RPN PO
N—N = S

o
“CH

3

83— (4—-RAbF¥ -T2 VWANVT7rZ)) —6—(4H-[1, 2,

41 PUTZPV—=IV=83—AN—"ANWTZr7r=)V) —N— (4—-—AbrFIR
FIN—FFT=NV=—2—-—A4)) —2-VBUIPANRTFTI ROHE
B 1 9DLkEMIT. 3,6 -y ron—2—-YUIrAIR R,
2—=T3) =4 ARNFIAFIN-FT7YV =NV EFL-ANFT—FF
T /)= VROE3—ANHT =1, 2, 4-bUTYV—ILEHANVWT, &
A1 EREBEOHE, CNIKEBUEABEXZIING EHEEZHAED

BHZERIDBABITLZILENTE S,

I!HNMR (CDC1,) 6:3. 43 (3H, s), 3. 86 (3H,
s), 4. 51 (2H, s), 6. 92 (1H, s), 6. 96—7. 02
(3H, m), 7. 22 (1H, d, J]=8. 7THz), 7. 49 (2H,
d, J=8. 7THz), 8. 35 (1H, s)

ESI—-MS (m/e): 487 [M+H] *
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BiEH 2 0

HC™ Yo

3—(4—-TH¥FN—TzZVWANT7=)y) -6~ (4H~-[1, 2,

4] MUV —=NV=3—AN—"ANT7=)V) =N—= (FF7V—=)y—2
5 —AJN) —2—-BUPANKFHI FOHE

BEH 2 0D{LEYMIT. 3,6 - OO0 —-2—-EBUIHIEKEIE,

2—FI)FTV=N, 4A—TFTEFINFF T2/ —=IVRE3I - ANVHT

=1, 2, 4—MNUTZYV—=I)VERAWT., ®EHM 1 ELHEEOHFE. TN

U EHEXR NG EREBEEEHAADLER LIV EETSC
10 EMNTES,

'!HNMR (CDC1,) 6:2. 65 (3H, s), 7. 05 (1H,

d, J=3. 6Hz), 7. 10 (1H, d, J=8. 4Hz), 7. 2

5 (1H, d, J=8.4Hz), 7. 47 (1H, d, ]=3. 6Hz),

7. 65 (2H, d, J=8. 6Hz), 8. 01 (2H, d, J=38.
15 6Hz), 8. 36 (1H, s)

ESI—-MS (m/e):455 [M+H] *

B 2 1
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0 S
ST
N—N =
S
o

83— (FAIxr—2—-AN—ANTr=)V) —6—(4H-[1, 2,
41 MU TP IWV—=3—-ANW—-R)T7y=)y) —N— (F7V—)V— 2
) —2-BUTTHNRFYI ROMM

s 2 1ofkamid. 3,6 -y r700—-2-EUP 2 HILEE,
2—=F3I)FTV =N, 2=ANVAT s~ FF 72RO 3 - ANVAT
k=1, 2, 4=FUTV—NZHWT, ®E&EH 1 LAKOFE.
CHECEFEXR INSG LEELZ2HAEODELIIELERIVEETSC
EMTES,

' HNMR (CDC1,) 6 :7. 01 (1H, d, ]=3. 2Hz),
7.06 (1H, d, J=8.8Hz), 7. 16 (1H, dd, J]=3.
6, 5. 2Hz), 7. 26 (1H, d, J=8. 8Hz), 7. 35 (1
H, dd, J=1. 2, 3. 6Hz), 7. 43 (1H, d, ]=3. 2
Hz), 7. 60 (1H, dd, J=1. 2, 5. 2Hz), 8. 35 (1
H, s)

ESI-MS (m/e): 419 [M+H]*

BEH 2 2
N S N | s\ \
N N N
-
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3—(4—RAXAPMFIRAFIN =T )N ANTyZI)—6—(4H-[1,
41 PUTPY—=INV=3—AN—"ANT7Z)) — (FT7VI—)V—2

2,
—A)) —2—-VBUDPHINETFHVI ROHRAH

BOER 2 2 06EMIT. 3,6 —Yron—-—2-EUDHILE .
2—TFX)FT7V=I, 4= ALFIAFIN-—FF T2/ = KO3 -
4— MUY= )BRAWT, BiEH 1 ERAKDE

ANVAT -1, 2,

B, CNIRELCEFEXR NS EEHEEZHAGDOEDS I EITXIDEHA

BIBIENTES,

! HNMR (CDC1,) 6 :3. 46 (3H, s), 4. 50 (2H,
10 s), 7. 00 (1H, d, J=3. 2Hz), 7. 02 (1H, d, J

=8. 8Hz), 7. 17 (1H, d, J]=8. 8Hz), 7. 42 (1

H, d, J=3. 2Hz), 7. 43 (2H, d, J=8. 0Hz), 7.

54 (2H, d, J=8. 0Hz), 8. 33 (1H, s)
ESI—-MS (m/e): 457 [M+H] *
15 #iEH 2 3

N—

TN/

o}
n_sn A A
IR aa
N—N = 3

F
3— (4—IWFO—-—TJxzZ)WANT7Z)h) —6—= (5—-AF)—4
2, 41 MV —==3=ANW=—ANT7=)V) =N—= (F
4A—-Dbl BYDP>—2—A4)) —2-BUDHIERFY

H-1[1,
7yno [5,

20 I RORAK
B#iEm 2 30kEWMIZ.3,6 —Yr7o0u0—-2—-EBUIhIVR U,
4—-b] BEUPY, 4—-—J)F0FAF T =

2—-73x/-F7yvno [5,
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J—=IWVEO3 —ANAT =65 —-AF)—1, 2, 4-rUTV—I%
AWT, BHE 1 ERKOFE, CHRICBECELFEXRING EFEEKE
EHAEGOED LTIV BETEZIENTES,

!HNMR (CDC1,) 6:2. 54 (3H, s), 6. 96 (1H,
d, J=8. 8Hz), 7. 11—-7. 16 (2H, m), 7. 17 (1
H, d, J=8. 8Hz), 7. 37 (1H, dd, J=4. 8, 8. 0
Hz), 7. 50—-7. 54 (2H, m), 8. 00 (1H, d, J=38.
0Hz), 8. 45 (1H, d, J=4. 8Hz)

ESI-MS (m/e):496 [M+H] "

BER 2 4

[o] S A O\CHS
(Nw/s |N N/g/N>——/
N—N ¥

83— (4—AFN—TxZ)VANTy=)) —6— (4H- [1, 2,
41 VUV W—=3—AW=—"ANVT 7)) —N— (4—AbFTA
FN—FFS=N—2—-4)) —2-—BUP HNEFHI FOHR

BHEF240tEMIT. 3,6 -y ron—2-EUIHILRE,
2—TFT3I) =4 —AMFIYAFN-FTYV =), 4=AFNFFTx/
—VERS —ANAT -1, 2, 4—bUTZV—b2AWT., &iEH
1 ERBEDOFE., CNIRECEAEXBINGEEELZEAGDES
TERIVEETEIENTES,

IHNMR (CDC1,) 6:2. 42 (3H, s), 3. 43 (3H,
s), 4. 51 (2H, s), 6. 91 (1H, s), 7. 00 (1H, d,
J=8. 8Hz), 7. 19 (1H, d, J]=8. 8Hz), 7. 26 (2
H, d, J]=8. 4Hz), 7. 44 (2H, d, J=8. 4Hz), 8.
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34 (1H, s)
ESI-MS (m/e): 471 [M+H] *

BEH 2 5

(o] S
\
N—N = s

§

5 38— (4—rppn-—J7zxz=)VANVTyvy=)y) —6— (4H—= [1, 2,
41 PUTZY—=I—3—AN—ANT7=)y) =N= (4—AbPFTR
FIN—FT7S—=)V—2—-4)) —2—-EBEUD AHINFFHI FOHH

BiEmH 2 50kEMmiE. 3,6 -y r7oo0—-2-EUDUHIRVE,
2—F3I)—4—-AMFIAFIN-—F7V ), 4—noaFF7x/

10 —JWEUO3—ANVhT -1, 2, 4—bUTV—)bzRWT, EiE&EH
1 ERBKOFE, CNIKELCEAEXFI NS EFEEZEAEGDES
CEWREDVHETZILENTES,

IHNMR (CDC1l,) 6 :3. 43 (3H, s), 4. 50 (2H,
s), 6. 91 (1H, s), 6. 97 (1H, d, J=8. 8Hz), 7.

15 20 (1H, d, 7=8. 8Hz), 7. 42 (2H, d, J=8. 4H
z), 7. 49 (2H, d, ]=8. 4Hz), 8. 33 (1H, s)
ESI-MS (m/e): 491 [M+H]*

BEpl 2 6

0 S
, D
l\{}\INJ/S\CiSJ\N N
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83— (4~-IWAa -T2 WANT7=)) —6—-(3H—-[1, 2,

3] MUPYV—N=4—-ANW=RANVTryZ)y) —N—=— (FF7V—=)V—2

—A) —2—-BUIDHINAREFYI FORAM

BIEH 2 6 DILAWIX. 3,6 - rnn—2—-EBUIZ ALK E,
2—-F32)—4—ANFIAFIN-FF7V—=), 4—-T7NVFOFF 7z
J—=WVERO®4—-ANVHhHT =1, 2, 3—bUTV—ILERHWT, #iE
Bl ERAFOFE, CNRELCEFEXR NS EEELZE G0 E
5 ELICKVBEBETEZIENTE S,

IHNMR (CDC1,) 6:6. 66 (1H, d, J=8. 8Hz),
6. 72 (1H, d, J=8. 8Hz), 6. 86 (1H, d, J=4.
OHz), 6. 89—6. 94 (2H, m), 7. 25 (1H, d, J=
4. 0OHz), 7. 27—-7. 30 (2H, m), 7. 72 (1H, s),
ESI—-MS (m/e):431 [M+H] *

BEH 2 7

0 S
\
NS~ _-N /k\’>
QY\E;\E‘\N N
N—N "

OSS\

HC™ YO

3— (4 —AFWANFZN—T VAN T vZ)y) —6— (4H-

[1, 2, 4] PUFPY=)V=3—-ANW—-RANT7=)V) =N—= (F7

=y =2 —=A4)) =2-EVPANRFYI FOHFHE

BWEH 2 7T OEAEMIE. 3,6 -y o0 —-2—-EBUIHIER,
2 =73 ) =FF7V—, 4—AFNWANFZNFF T/ =V RV 3
—ANVAT =1, 2, 4-MUTV—IEAWT, HEH 1 EFAKED
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FH, TRIRECEFEXFINS &EEEERAAEDESZ L&D
HETHIENTE S,

! HNMR (CDC1,) 6:3. 12 (3H, s), 7. 05 (1H,
d, J=3. 6Hz), 7. 11 (1H, d, J=8. 8Hz), 7. 2
8 (1H, d, J=8.8Hz), 7. 48 (1H, d, J]=3. 6Hz),
7. 74 (2H, d, J=8. 0Hz), 8. 00 (2H, d, J=38.
0Hz) 8. 39 (1H, s)
ESI-MS (m/e): 491 [M+H]*

BlEf 2 8

OH
RO
N—N /S

HC/O

3—(4—AbF¥—TxZVWANT 7)) —6—(4H=-[1, 2,
4] POV =3 —-ANV—RANT 7)) —N— (5—-EFROF¥
AFN—FF=)—2—A4)) —2-VBUPANEFHIFOHE
BiER 2 SOILAWIE. 3,6 -y 700 —-2—-¥YUTPUHIEE,
2—-73I)~4—ERAFIAFIN-FT7YV =)V, 4 —AbFTFF7T
/)= IVEOR3I—ANAT =1, 2, 4—-bUTFV—=)VZHWT, #&
BH L ERBEOFE., CNREUEABEXZ NG LEHREZHEAED
TOIERIVREBETLHIENTES,
IHNMR (CDC1,) 6 :3. 86 (3H, s), 4. 78 (2H,
s), 6. 99 (2H, d, J=8. 8Hz), 7. 02 (1H, d, J
=8. 8Hz), 7. 18 (1H, d, J=8. 8Hz), 7. 35 (1
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H, s), 7. 46 (2H, d, J=8. 8Hz), 8. 39 (1H, s)
ESI—-MS (m/e): 473 [M+H] *
BLEF 2 9

0 )
\
N S N /g>
S

.

F

S— (4—I)NWFAa -z VAN Try=l) —6— (5—ARFIA

FIV—4H- [1, 2, 4] BUTYV—==3—-AN-ANT 7 =)V)

—“N— (FF7YV=N=2—-—A4)) —2-BUIHNAFHI FORHE
BlgEE 2 90LEMIT. 3,6 Yoo —-2-EBEUIDHIKVE,
2—=F73X)—FFV =, 4—TNFOFF Tz )= NVRE3 - AIA
TR=5—AFFYRAFI—1, 2, 4—PUTV—VZRAWT, &k
Pl1ERBEOAE, CNIKECEABEXIRING EHEEEMAIEDE
52 ERREDVBBETHIENTED,
IHNMR (CDC1,) 6:8. 50 (3H, s), 4. 76 (2H,
s), 6. 98 (1H, d, I]=8. 8Hz), 7. 03 (1H, d, J
=3. 2Hz), 7. 14—7. 22 (3H, m), 7. 48 (1H, d,
J=3. 2Hz), 7. 54—7. 57 (2H, m)
ESI-MS (m/e): 475 [M+H]*
Bl 3 0

0 S\
No _S_ _N >
tacan
N—N o4

S

7

N

CH,
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3— (6—AFN-EUDP—-3—-ANV—"ANT 7 Z)V) —6— (4H
—[1, 2, 4] VUV NV—=8—ANW—"ANTr=)y) —N— (F
T =—2—4)) —2—-BUP HIRFHI FOHAH

HER 3 0 DfbEWIX. 3,6 - rona—-2-—EUDUHILRE,
2—TF2)—-FT7V=I), 3=RANHTHF—6—-AFI-EUIIED]
3=ANAHTEr—1, 2, 4—-FUTV—IERAWT, BEHA 1 EEK
DHE. TRIRELCEFBEXF NS LEELEZHAEGDES I EITEK

CDELET B I ENTE S,

'!HNMR (DMSO—-dg4) 6:2. 51 (3H, s), 7. 17 (1
H,d,]=8.i8HZ),7.21(1H, d, =8. 8Hz), 7.
35 (1H, d, J]=3. 6Hz), 7. 36 (1H, d, J]=8. 8H
z), 7. 57 (1H, d, I]=3. 6Hz), 7. 83 (1H, dd,
J=2. 4, 8. 8Hz), 8. 583 (1H, d, J=2. 4Hz), 8.
72 (1H, s),

ESI-MS (m/e): 428 [M+H]

BaEHl 3 1

O S
N\
e AN
N—N /s

o
|

CH

3

3— (4—"IAFNWANNEAN=—T WAV T 7)) —6— (4

H-—[1, 2, 4] hUTZV—=)V=3—-ANV—ANT 7)) =N—= (F

T —2—4J) —2—FUTIHILBRFHI RORHR

BlgEE 3 1 O{EEWIZ. 3,6 —-r700—-2-EBUIPhIILER B,
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2—F3I)-FT7V=N. 4=PAFIVAMWNEANTFF T/ - Kk
T3 —ANWAT =1, 2, 4=-hFUTV—IZAWT, 8iEFHA1 LR
BOFHE, CNIKECEFEXR NS EEBLEAAAEDESL LR
LDEETHIENTE S,

Il HNMR (CDC1,) 6:3. 02 (3H, s) 3. 15 (3H,
s), 7. 04 (1H, d, J]=3. 6Hz), 7. 06 (1H, d, J
=8. 8Hz), 7. 23 (1H, d, J]=8. 8Hz), 7. 49 (1
H, d, J=3. 6Hz), 7. 50 (2H, d, ]=8. 4Hz), 7.
61 (2H, d, J=8. 4Hz), 8. 39 (1H, s)
ESI-MS (m/e): 484 [M+H]*

BiEH 3 2

0 S
\
M. _S_ _N p
e
N—N /s

F
F~OF

3= (4—FMYINAORAFIN -T2 VAN T 7)) —6— (4H
—[1, 2, 41 FYUPV—==3—ANV—ANT7=)) —N= (F
TS =)= 2—A)) —2-—VPUPANRFHIROBHE

BliEH 3 20{kEMIT. 3,6 —Yruon—2-EBUIHIEKE,
2—F2)—FF7V=)., 4=RUITNFOAFINFE T/ —VRN
S—ANWATr—1, 2, 4—-hMUTZV—NVZRANWT, BEH 1 &K
DAEE. CNIREECEHABEXRIINGEFELEMIEGDES LT
DRIET B ENTE S,

' HNMR (CDC1,) 6:7. 04 (1H, d, J=3. 6Hz)
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7. 06 (1H, d, J=8. 8Hz), 7. 26 (1H, d, J=8.
8Hz), 7. 47 (1H, d, J]=3. 6Hz), 7. 66—7. 74
(4H, m), 8. 38 (1H, s),
ESI—-MS (m/e): 481 [M+H] *

BigEsl 3 3

0 S
\
s LD
e
N—N P
S
?

_CH,

3— (4 —AFIWAWNEAN—TzZ)VANTrZ)y) —6— (4H
—[1, 2, 4] BTV =)=83—ANW—ANT 7)) —N— (F
T == 2—A)) —2—-—BUDPANIFYI FORE

HiEF 3 30ILEWMIT. 3,6 -y ron—-2—-EBUIHIRE,
2= —-FT7V=N. 4—=AFINVIWNEANFLT T/ —IVETK
3=ANATbh=1, 2, 4=—RFUTV—JbzRNT, BEH 1 EHEK
DFE., CNIKEUEHFERB NG EEREEZHEAEDES 2 &I
DELETHZENTE S,

'!HNMR (CDC1,) 6:3. 00 (3H, d, J=4. 8Hz),
7. 02 (1H, d, ]=8. 8Hz), 7. 05 (1H, 4, J=3.
6Hz), 7. 20 (1H, d, J=8. 8Hz), 7. 47 (1H, d,
J=3. 6Hz), 7. 59 (2H, d, ]=8. 4Hz), 7. 81 (2
H, d, J]=8. 4Hz), 8. 32 (1H, s),
ESI-MS (m/e): 470 [M+H] *

HiEp 3 4
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3— (EROFTIFNAFI Tz VWANT 7)) —6— (4H

—[1, 2, 4] bYW —3—-AN—ANTy=)V) —N—- (F

T =2 —=AJ) —2-—PUPTHNEFYI ROER

BEH 3 40EMIE. 3,6 -V 00— 2—-EBUI AR VE,
2 -7 —-FF7V—=), 4—-RoFTIFINFFI-FAFT /) —
WER3—ANAhT =1, 2, 4—b U7V —=I)bEAWT, &1
CRBOFE, CTRICECAEFEXRINS EFEELEMAEDED
EIEDVEETHILENTE S,

! HNMR (CDC1,) 6:3. 97 (2H, m), 4. 13 (2H,
m), 7. 00—7. 11 (4H, m), 7. 23 (1H, 4, I=9.
0OHz), 7. 46—-7. 54 (3H, m), 8. 36 (1H, s)
ESI-MS (m/e): 473 [M+H] *

BiEH 3 5

83— (4—AbF> Tz VXNV T77=)V) —6—-(4H-[1, 2,
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41 RV N=3—ANV=ANTy=)V) =N—= (5§ =P AF)INY

SIAFN=FFI=N=2-4)) —2-BUP HNVEEFHFIRD

i ELS
BEH 3 5 DbEaEmE. 3,6 -y r7o0-2-EUTHILRE,
5 2—TFT3X)~5~PAFNWNTI)AFNFTI—I. 4— A FTFF
Tz )= IVEUO3-ANVHT =1, 2, 4=RNUTV—IERNT,
BUEG 1 CRBEOFE, TRICECEZFEXZINS EHEELZHEAE
DEBCECEIDEBETZILENTES,
lHNMR (CDC1,) 6:2. 32 (6H, s), 3. 70 (2H,
10 s), 3. 85 (3H, s), 6. 97 (2H, d, J=8. 8Hz), 7.
00 (1H, d, J=8. 5Hz), 7. 19 (1H, d, J=8. 5H
z), 7. 26 (1H, s), 7. 46 (2H, d, J=8. 8Hz), 8.
31 (1H, s)
ESI-MS (m/e): 500 [M+H] *
15 HE&EH 36
N S N i /L/\>
S
o\/\r‘(CH3
CH,
3— (4—PAFNTI)IFNFFL—TzZWANT7rZ)V) —6
— (4H—[1, 2, 4] BYPV—==83—-A4AN=ANTry=)V) —
N— (F7J=N—2—-4)) —2-CUP HINRFHIFROHRH
20 Bligp 3 6 DLEMIE.3,6—Yr7n0—-2-EUIhHIARVE,
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2=73X)=F7V=IN A=-DPAFNTI)IFNFF T/ -V K
C3—ANATh—1, 2, 4-bUTYV—I)bEHNWT, #iEH 1 &H
ROFE, CNIRELCEFEXI NS EEEREERAEDEDI L
LVREITHIENTES,

'!'HNMR (CDC14) 6:2. 40 (6H, s), 2. 82 (2H,
t, J=5. 6Hz), 4. 13 (2H, t, J=5. 6Hz), 6. 9
5§—7. 05 (4H, m), 7. 21 (1H, d, J=8. THz), 7.
42—-7. 50 (3H, m), 8. 36 (1H, s)

ESI-MS (m/e):500 [M+H] *

RiEp 37

0O S
s J D
ST N
N Az

N—-

OH

3— (4—bROFT ITFN—-—Tx2 VAN T 7)) —6— (4H—

[1, 2, 4] PUTV=NV=83-AN-"ANT7=)V) =N= (F7T

V=2 —A)) —2—-—EBUDAHANAFHI ROHE

HWERA 3 7TOEMIT.3,6—-700—-2-EBEUT AR E.
2-7X/)—-F7V—=I, 44— PFOFTIFNFF T/ =V KNS
—ANVAT =1, 2, 4—-bUTZV—IZ2AWT, @EM 1 ERAKD
FE, CNRELCEABEXRB NG LFEHBEEZHNAEGDESL I EIRLD
BMETHIENTES,

!HNMR (CDC1,) 6:2. 93 (2H, m), 3. 90 (2H,
m), 7. 04—-7. 10 (2H, m), 7. 23 (1H, d, JT=9.
OHz), 7. 36 (2H, d, J=7. 8Hz), 7. 48—7. 56
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(3H, m), 8. 34 (1H, s)
ESI-MS (m/e):457 [M+H]*

giEpl 3 8
(o} S
\
s L IO
e
N—N P Ng

NS

N,
Fon

5 33— (4—AFNWANWITFEAN-—T VAN Ty=)) —6— (4
H—[1, 2, 4] MU= =3—AN—ANT 7)) — (F7
= =2—-A4)) —2-—BUPANFTFTI ROHE

HEF 3 8ObAEMIZ. 3,6 —Yr7on—2-YUI AR VE,
2—F3X)—FFTV=Ib. 4=AFINVANT7yEANFF T/ - K

10 X3—A)NATh—-1, 2, 4—hMUT7V—)V2HANT, BHEM1L1EH
BOFE, ChiICBUEFEXE NS EEELEZHAADESZ LI
FVEBTBIENTE S,

!HNMR (CDC1,) 6:2. 97 (3H, s), 6. 98 (1H,

d, J=3. 6Hz), 7. 21—-7. 25 (3H, m), 7. 30—7.
15 50 (4H, m), 8. 28 (1H, s)

ESI—-MS (m/e): 505 [M]*

g 3 9
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QO —
o]
N._ _S.__N SN
N
«W/ l\ N
N—N Y
]
o
o

3— (4—DAFNVHINEAN—TzZI)VAN Ty ZI)) —6— (4

H—[1, 2, 4] bUFZV=)IV=3—-ANV—ANT7=)V) =N— (A

VFYY—=)V=—3—-A)) —2-VBUD ANAFTIROHFHHE
BiEH 3 9DEMIX. 3,6 -y ru0—-2—-EUIZHILE B,
3—TF3I)=FFHS—=I), 4—PAFIWVIANINEAN—-FFT /) —
WEOR3—ANAT =1, 2, 4—-—bUTYV—=VERAWVWT, ®iEH1
ERIBOFE, CNKELCEAFEXTI NG EBELZHAAEGDES
CICEDEBETHIENTE D,
!HNMR (CDC1,) 6:3. 01 (3H, s), 3. 15 (3H,
s), 6. 99 (1H, d, J=8. 8Hz), 7. 19 (1H, d, J
=8. 8Hz), 7. 25 (1H, d, J=1. 6Hz), 7. 48 (2
H, d, J=8. 1Hz), 7. 56 (2H, d, J=8. 1Hz), 8.
31 (1H, d, J=1. 6Hz), 8. 41 (1H, s)
ESI-MS (m/e): 468 [M+H]*
BEH 4 0

o} S \
<”stf” K
/é

OH
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3— (4-tvpProFr—raAFINANTTZ)) —6— (4H—

[1, 2, 4] BUTPV = =3—-AN—R)NT7=)) —N=- (FT

=) —2—4)) —2-—EBUIDUHINEFHTI ROHRHA
#EH 4 0 DILAEWIZ. 3,6 —Yr7o0—-2—-EBUIZ IR R,
5 2—-F73)—FT7V=I. 4—ANAhHT b=y raFy /- KRO3
—ANWHTb—1, 2, 4= UTFV—)VERAWT, #iEH 1 EFAKD
FHE, CNIRELCEHFEXR NG EEEEZHEAETDOEDZLEITXD
BETEIENTE S,
! HNMR (CDC1,) 6:1. 30—1. 60 (4H, m), 1. 9
10 0—-2. 15 (4H, m), 3. 10—-3. 22 (1H, m), 3. 60
—3. 70 (1H, m), 6. 99 (1H, d, J=3. 6Hz), 7.
40 (1H, d, J=8. 8Hz), 7. 43 (1H, d, J=3. 6H
z), 7. 61 (1H, d, J=8. 8Hz), 8. 32 (1H, s)
ESI—MS(m/e):435[M+H]+
15 & 41

G
<NW/S |N\ N \N/N
Ve UL

F

3— (4—-—INWAD—T 2 )VANT 7)) — (4H-[1, 2, 4]

FUFPY—=b=3—ANV—ANT 7)) —N— (EYFo>—-3—-4

V) —2-—BUD AHNARFTI RORE

20 BiEmM4 1 OEWIZ.3,6—Y700—-2—-EUIAHILE R,
3—F7X/)-—FBUFTY, 4—70VFaFF T/ IV KDO3 - AIA
Th—1, 2, 4—bPUTV=NERAWT, BEH 1 ELAKOAEE. C
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NICECEFEXRINS EEEEE2HPEDED LTIV HET S
ZEMMTE D,

! HNMR (CDC1l,) 6:6. 96 (1H, d, J=9. 2Hz),
7.12~7.16(2H, m), 7. 19 (1H,d, ]=9. 2Hz),
7. 50-7. 55 (3H, m), 8. 41 (1H, s), 8. 65 (1
H, d, J=9. 2Hz), 8. 85 (1H, d, J=4. 8Hz)
ESI—-MS (m/e): 426 [M+H] *

gigEfpl 4 2

N S N | /z\/\>
QT\[ILN N
N—N an
)
g
3— (K592 —-2—ANW—"ANTyr=)Vy) —6— (4H— [1, 2,
41 M7V =N —=3~ANW—ZANT 7)) —N— (FT7IJ—)—2
—AN) —2—-VBUDPYANAFHIROHK
BaEm 4 20kEMIX. 3,6 - 700 -2 -EUIHIFVE.
2—=TF7X/)—-FT7VI=). 2=ANATFN-ESTCREI-ANIT
f—~1, 2, 4—RFUTYV—IZRHWT, #EH 1 EEKOAE. TN
REUCEABEXTING EHEELZHAGDOEDSIELITLIVEETSC
EMWTES,
' HNMR (CDC1,;) 6 :7. 02 (1H, d, J=3. 6Hz),
7. 39 (1H, d, ]=8. 8Hz), 7. 45 (1H, d, J=3.
6Hz), 7. 68 (1H, d, J=8. 8Hz), 8. 38 (1H, s),
8. 44—8. 46 (2H, m), 8. 70 (1H, d, J]=1. 6Hz)
ESI-MS (m/e): 415 [M+H]*
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2iEp 4 3

N
Y
«NW/S\ENf\N N
N—N = s
=

|
N

CH,

3— (6="AFN-VBUIP—3—AN—ANTr7r=)) —6— (4H
- [1, 2, 4] PUPYV—=IV—=—3—AN—ANTr=)) =N-— (¥E
SV =2—A4A)) —2-VBUPANFFTIFOHAHE

BEE 4 3OLEWMIX. 3,6 -Yruno—2-EUIDHIEKE,
2—-F2)-ES5V2, 3—ANVATE—=6—-—AFN-—EUIPKDU3
—ANWHAT =1, 2, 4= UTV—IbERAWT, &ML ERAKROD
FHiE, CTNICELCZHEXRING EEEEEZHAEDODELIILITEKD
BMETHILMNTES,

IHNMR (CDC1,) 6:2. 64 (3H, s), 6. 96 (1H,
d, J=8. 8Hz), 7. 17 (1H, d, ]=8. 8Hz), 7. 2
8 (1H, d, J=8. 1Hz), 7. 77 (1H, dd, J=8. 1,
2. 2Hz), 8. 29 (1H, dd, J=2. 6, 1. 5Hz), 8.
35 (1H, d, J]=2. 6Hz), 8. 41 (1H, s), 8. 61 (1
H, d, J]=2. 2Hz), 9. 68 (1H, d, J=1. 5Hz)
ESI-MS (m/e): 423 [M+H] *

BEH 4 4
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N.
\I( AN N N
T CC
a4
N
CHG

83— (6= AFN—-VUD>—3—AN—RANT7r=)) —6— (4H

—[1, 2, 4] PUFPYV—=IV—=3—AN—ANTr=)y) —N-— (4

—AFN=FF—=N—=—2—-A)) —2-—EBUIPZHANKFYI FDOH
5 #

RiEM 4 40LEMIEZ. 3,6 -2 rnn-2-EUT>HIVE R,
2—F3)—4=AFN=FF7J=. 3=ANAITr—6—AF)—
PUDCRUOSI—ANATR—-1, 2, 4—-bUTV—h2RAWT, &
O 1 ERAKROFE, ChIREUEAEXZINGEEEEZMAED

10 BAHZEWRIXVEEBETLZILENTES,
! HNMR (CDC1,) 6:2. 39 (3H, s), 2. 63 (3H,

s), 6. 58 (1H, s), 6. 99 (1H, d, J=8. 8Hz), 7.
20—-7. 30 (2H, m), 7. 74 (1H, d, J=8. 0Hz),
8. 32 (1H, s), 8. 62 (1H, s)

15 ESI-MS (m/e): 442 [M+H] "

BligEpl 45
(o] S\
N SN /K/N>

HO™™ CH,

3—[4—(1—-EEROFYIFN—TzZ ) ANTyZI)W)]1—6—(4
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H—[1, 2, 4] bUTYV=NV=3—AN—-RANVT 7)) —N- (F

TN —2~4)) —2-BUI L HIEFTYI ROHR
BiEG 4 50EMIT. 3,6 —Yro0—-2-EYIUHILRUE,
272 -F7YV—=)l, 4~ (1 -k ROFTIF)N) FFTx/)—
5 VRO —ANATr—1, 2, 4—b UTYV—)bERWT, BiEH1
CEBEOF ., TNRECEFEXRB NS EHEEEMIEDES T
LIV BETEIENTE S,
1HNMR(CD013)6:1.52<3H,d,J=6.4HzL
4. 97 (1H, @, J=6. 4Hz), 7. 03 (1H, d, J]=8.
10 4Hz), 7. 06 (1H, d, J=3. 6Hz), 7. 18 (1H, d,
J=8. 4Hz), 7. 47 (2H, d, ]=8. 0Hz), 7. 48 (1
H, d, T=3. 6Hz), 7. 52 (2H, d, ]=8. 0Hz), 8.
34 (1H, s)
ESI—-MS (m/e): 457 [M+H]

15 &Rl 4 6
o S
N SN /[N/>‘CH3
Yo
N S
]
X N

3= (6=AFN-VEBUDPY—=3—-AN—"ANT7Z)V) —6— (4H

— [1, 2, 4] U=V —=3—AN—ANTrZ)V) —N— (2

—AFN=FFTI=N=4—AWN) —2-EBUDPHANEAFYI FDOH

20 &

BEH460LEME.3,6—r00—-2—-EUDTHIKRIE,
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2—TF3I)—4—-RAFNFTV=l, 3=ANWHATF—~6—-AF)I—F
JOURUO3—=ANWHT h=1, 2, 4—bPUTV—IVERWT, i
Fl1ERABOFE, TNKELEZFEXF NS EFEELEZHAAEaDE
BHLEXEVBETSELENTES,

! HNMR (CDC1,) 6:2. 63 (3H, s), 2. 72 (3H,
s), 6. 96 (1H, d, J]=8. 4Hz), 7. 19 (1H, d, ]
=8. 1Hz), 7. 27 (1H, d, J=8. 4Hz), 7. 68 (1
H, s), 7. 76 (1H, dd, J=8. 4, 2. 2Hz), 8. 26
(1H, s), 8. 59 (1H, d, I]=2. 2Hz)
ESI-MS (m/e): 442 [M+H] *

Bligpl 4 7

0o S
[ )—on
N _S.__N /E/ 8
avan
N—N /S

3— (4 —DAFINAINNEAN =T Z )V AINT7y=Z)V) —6 — (4
H—[1, 2, 41 b7 ==—3—AIN—"RANWTry=)) =N~-— (2
CAFN-F T == d=A)k) —2—LPUPSHNREFYI ROM
m

Bl 4 7 0kEWMIT. 3,6 - oo —-2—-YBUIAIIEE,
ST I ) A—AFNFTI—I. 4—VAFNANNEANF AT
/) —=NVEOR3—ANVA T =1, 2, 4—FUTYV—=)E2HNWT, &
WE L ERBEOAE. CRICHCEAREING EEEEERASD
BBIEIEDBET BT EMNTE S,
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LHNMR (CDC1,;) 6:2. 69 (3H, s), 3. 00 (3H,
s), 3. 14 (3H, s), 6. 95 (1H, d, J=8.8Hz), 7.
11 (1H, d, J=8. 8Hz), 7. 45 (2H, d, J]=8. 1H
2), 7.56 (2H, d, J=8. 1Hz), 7. 64 (1H, s), 8.
29 (1H, s)

ESI-MS (m/e): 498 [M+H] *

BliEf 4 8

(o] i \

S N ],
e e
N—N a

7
N

G-’J

3= (6—AFN-VEYPY—3-ANW—ANT7r=)) —6— (4H

—[1, 2, 4] PUPYV—N—83—-ANV—ANTrZ)y) —N— (4

—AMFIAFN—FTI=N—=2—4)) —2-BUDP>HINKFY

SRoHH

BlgEfl 4 8DbEMIE. 3,6 —Yr7noo0—-2-BUIHIEE,
2—T3I)—4—AFFIYAFIN-—FFV =), 3—=ANHT -6 —
AFN—-EVP ORI -ANAT =1, 2, 4~ UTFTV—)LEH
WT, BiER 1 EABEOHE., CRIKECEAFEXRI NS EHEEEE
MABDOEBIERIVEETEIENTE S,

'HNMR (CDC1,) 6:2. 62 (3H, s), 3. 44 (3H,
s), 4. 51 (2H, s), 6. 91 (1H, s), 6. 93 (1H, d,
J=8.4Hz), 7. 19 (1H, d, J]=8. 4Hz), 7. 26 (1
H, d, J=8. 0Hz), 7. 77 (1H, dd, J=8. 0Hz, 2.
4Hz), 8. 35 (1H, s), 8. 61 (1H, d, J=2. 4Hz)
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ESI-MS (m/e): 472 [M+H]
HiEp 4 9

83— (1=RAFN—1H-FF 5V b=5—AN—ZA)Tr=)l) —
5 6— (4H—[1, 2, 4] PUPV—Jb—3—AN—Z)VT 7 =)L)

“N—- (FT7V==2—=4)) —2-VCUP ANKRFYI RoHmL

BMEH 4 9DLEMIZ. 3,6 -2 r00—2—FBYTLHILEE.

2—F3X)—FFTV—. 5—ANVATh—1—-AF)—1, 2, 4-—

MUY= ER3I=A)NHTh=—1,2,4—RNUT—E2RANT,
10 HEA 1 ERAKOAE, CHICELCEFEXR NS EEEBREIEZEALS

DELDIERCIVBEETLZIENTE S,

'HNMR (CDC1,) 6:4. 11 (3H, s), 7. 11 (1H,

d, J=3. 2Hz), 7. 32 (1H, d, J=8. 8Hz), 7. 3

6 (1H, d, IJ=8.8Hz), 7.52 (1H, d, I=3. 2Hz),
15 8. 42 (1H, s)

EST-MS (m/e): 419 [M+H]

BiEpl 5 0

0 =
@Wﬁlk Nin
N—N =

o i

S
ENGFAN
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3—4-tbROFPIFNAFL -T2 )VANT 7)) —6 — (4

H—[1, 2, 4] )TV =)I=3—A)NV—-ANVT 7)) —N-— (1

VEFY = —3—q)) —2-FUD HNREYI ROFM
BEH 5 0 DAY, 3,6 -—Yron—2-FBUVTHILRIE,
3—F3I/)FFFV—)b, -t ROFIIFIFF T/ — LR
—ANHTR=1, 2, 4— b UTV—IEAWT, 861 ERAED
FHE, CHRELEFBEXR IS EEBEERIEDED I EIRED
BET B ENTES,

' HNMR (CDC1,) 6 :3. 91 (2H, t, J=4. 6Hz),
4. 05 (2H, t, J=4. 6Hz), 6. 91 (1H, d, J=8.
8Hz), 6. 92 (2H, d, J=8. 4Hz), 7. 11 (1H, d,
J=8. 8H=z), 7. 22 (1H, d, J=1. 5Hz), 7. 39 (2
H, d, J=8. 4Hz), 8. 25 (1H, d, J=1. 5Hz), 8.
29 (1H, s)

ESI-MS (m/e): 457 [M+H] *

BIEH S5 1
o] =
NS NN /EN}O
ST
N—N /
S
O\/\N/CH3
&,

3— 4=—PAFNTFI)IFNFFT -T2 W ANT 7)) —6

— (4H—-[1, 2, 4] PUTV=N=83—-AN—RANT 7)) —

N— (fVFH—h=3—A))) —2-CUP>HIRFHI KOHR

%
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BEGF S 1 OamiZ. 3,6 -y ro0—-2-YBUD2UHIVEE,
S—T72)—FFYTV—I, 4=DAFNTI)IFNAFT—FF7
/) =WVEO3—ANVAETbr~1, 2, 4—-NUTV—=)ZRNT, #
O 1 ERIBRDOLE, CNTECEAEXEIINSEHEELEZEAED
TR ECXVHEBETDHIENTES,

'HNMR (CDC1,) 6:2. 43 (6H, s), 2. 85 (2H,

t, J=5. 5Hz), 4. 12 (2H, t, J=5. 5Hz), 6. 9
0 (2H,d, J=8.8Hz), 6. 93 (1H,d, J=8.8Hz),
7. 15 (1H, d, J=8. 8Hz), 7. 24 (1H, s), 7. 3
8 (2H, d, J=8. 8Hz), 8. 30 (1H, s), 8. 38 (1
H, s)

ESI-MS (m/e): 484 [M+H]*
BEH S 2

0 S
L

s

F

3— 44— AD -z )WAN Ty Z)v) —6—-—TJx/)F—N-—
(4 —AFN—FFV—=N=2—A4)) —2—-EUPHINAFHIR
OFE:3

BiEm 1 ERAKEOFEICEVELNS3, 6 -Y/700-N— (4 —
AFN—=FF7=I=2—A4N) —2—EUIPAHNFAFHFIRE84m
g (0. 292mmo 1) ®N, N=JAF)HRIALT I RER (3m
1) I, 7=z /—=)135mg (1. 43mmo 1) EU¥KREEZITLA
540mg (1. 6 6mmol) ZMAZE, 12 0ET24RFMER
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Uleo RISIRIC TN —KBR{LF MU T AKBREZMATZR, BERIFI
THHHLUEZ. BERBEZKRVCEMAEKERTESRL, BEL, WET
R Lz, RENERBZEB VANV IO MTS5T74— (NF
YO HB®RIFIIN=4:1) TXOKHEL, 3-700-6—-7x/F

5 Y—-N— (4—AFN—FF7V—=N—=2—-4a)) —2-BEUPUHIK
FHYIR61Imeg (NE: 61%) 2HBEAEEL THEE,
foNz3—ron0FEEMK23meg (0. 079 9mmol) ON, N
—PDAFINEHRINLATIRBR (2m 1) I, ®RBEH YU T7L80meg (0.
579mmﬂol) kX4 —-onNFAoaFF 7/ —=)20pu1l (0. 138

10 8mmol) ZMAZ#%E. 100ET] 6RHEERLE., RISWKIIKE
MA. BFBRZFITHIB L%, AR KBERTHRE L, BERKD
BiER. SoncBREZ2EB VATV I70 T 57 4 —(NFH 2
WMEBELFI=4:1)CL0HEHEL, RELE®W 1L Img (INZFE: 3 2 %)
ZHEBEBEEEL THE.

15 'HNMR (CDC1,) 6:2. 37 (3H, s), 6. 58 (1H,
s), 6. 90 (1H, d, J=9. 0Hz), 7. 10—-7. 23 (6
H, m), 7. 46 (1H, dd, J]=7. 8, 7. 8Hz), 7. 62
(2H, m)
ESI-MS (m/e): 438 [M+H] *

20 FREEENL 2 LEKEOFEICED, BiEMS 3DkamEBEi. B
Tlkahonhs—5 &R,
BEF 5 3
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3— (2—700—-JxZ)VAFN—F3I)) —6— (4—AF)y—4

H—[1, 2, 4] MU= NV=3—-AN—"ANVT7=)V) —=N— (4

—AFN=FFTI=N=2—-A4)N) —2-BUPHANTEFYI RDOHR

L

HiEH 5 30bamid. BER 1 EEEOHIEIILDELSNS 3, 6
—2v7800~N~ (4 —=AF)N—F7V—=)h=2—-q4)) —2—-EUY
SHNRETIR, 2-2700-RUPNTIVERPI—ANHT -
4—AF)—=1, 2, 4=FUTV—)bERNT, #EH 5 2 LRAKD
FiE, CRRELCEZFEXI NG EBBEEZHAAAGDESZEITED
HMiETHENTES,

IHNMR (CDC1,) 6:2. 41 (3H, s), 3. 73 (3H,
s), 4. 55 (2H, d, J=6. 0Hz), 6. 58 (1H, s), 6.
92 (1H, d, J=9. 3Hz), 7. 20—-7. 45 (5H, m),
8. 32 (1H, s), 8. 72 (1H, m)

ESI—-MS (m/e): 472, 474 [M+H] *

BlEH 5 4

0
e
N S _N 3, 3
= >
Z N
\I

3, 6-"EX- (BUP>—=2—-ANV—ANT7Z)V) —=N— (4—-R

FIN—FT—=N=2—-4)) —2-BUIDAHAINRFHTIROHE

BiEf 1 ERAKROAEICLDELSNS 3, 6 - Y 0O —N— (4—X
FIN—FT7I—=N—=2—4)) —2—-BUIPANKEFYIIR4L43mg
(0. 149mmo!l) ON, N=PAFNFIATIREK (2m1)
e 2—=ANVAHTPEYUY>24meg (0. 205mmo 1) RUORE
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AUTLA68mg (0. 492mmol) ZMAKEE. 100ET15
R Lz, RIBKRICKZMA, BEBLF) THEL 2%, A&l
KEBWTHRE Lz, WBREOBHER, SonNzBREZEB U IY
O /o774 — (ZOOFRNA: AF)—=)=20:1) Kk EH
L., #BE&W15meg (NE: 23%) 2EAEFELTHEE.
'!HNMR (CDC1,) 6:2. 39 (3H, s), 6. 58 (1H,
s); 7. 20—-7. 30 (2H, m), 7. 40 (1H, d, J]=8.
6Hz), 7. 46 (1H, br. d, J]=8. 1Hz), 7. 52—7.
75 (4H, m), 8. 55—8. 65 (2H, m)
ESI~-MS (m/e): 438 [M+H] *

EREER S 4 ERBOFEICLD, WM 55 -5 70l 2eE
o MFZZINEDILEMO T —F 2RT.
B&H 5 5

0 S
!
JIORSY

g

¢
3, 6 " EX—- (4—-INFAOD—-TxZVANTrZ)/) —N~— (4 ~—
AFNV—FTI=N—=—2—A4N) —2—-—EUPHNEFYI ROHE
BEFS S5OMLEMT. BEM 1 EAKOFECIVESNS 3, 6
—2700-N—- (4 —-AFNV-—FF7V—=IV—2—-4)) —2-EUY
CANWRFTIREN4 - FaFF 7/ —V2HWT, ®igfHl 5
4 LRIKRDAE, CNRELCEZFEXITZINGEEERELEZHAEDES
ZEWREVHMETHIENTE S,

!'HNMR (CDC1;) 6:2. 41 (3H, s), 6. 59 (1H,
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s), 6. 77 (1H, d, J=9. 0Hz), 6. 88 (1H, d, J
=9. OHz), 7. 09~-7. 20 (4H, m), 7. 49—-7. 60
(4H, m)
ESI-MS (m/e): 472 [M+H]*

5 KEHS6

Y Q

N7 s

\—/

3, 6 —EAXA—- (FTV=N=2—-AN—RANT7=)V) =N—- (F7T

J=J)y—2—-4))) —2—-EBEUPAHINFFHI FOHE
BLER S 6 ObEMIE, BiEF 1 CRBEOAEICLVELSNSD 3, 6
10 —27po0-N— (44— AFNV—FF7V—=I—2—-4a4)) —2—-EUD
CHIWVRFHIRRR2 —ANATN=—FT7—NVZE2HNWT, #iEfH 5
A LRBROAFE, CRNIRELCEAEBEXEIING EEEBELEEZHAEGDES
CECXDEETLHZIENTESD,
'!HNMR (CDC1,) 6:7. 06 (1H, d, J]=3. 6Hz),
15 7. 27 (1H, d, J=8. 8Hz), 7. 37 (1H, d, J=8.
8Hz), 7. 54 (1H, d, J=3. 6Hz), 7. 59 (1H, d,
J=3.6Hz), 7. 61 (1H, d, J=3. 6Hz), 7. 98 (1
H, d, J=3. 6Hz), 8. 02 (1H, d, J]=3. 6Hz)
ESI-MS (m/e): 436 [M+H] *
20 HE&EHIS 7
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Y Uf o

S

\
=
C

H,

3, 6 —ERA— (b—AFNV—=T[1, 3, 41 F7PF7IV—=NV—2—+4
W=ANWT7ZlV) =N= (F7V—=—2—-4)) —2-¥UIH
IWARFYI RORE

BUEG 5 TOEWIT. KWEA 1 CREOFEICIVED NS 3, 6
—Y700-N— (4 —-AFNV—FF7IJ—I=2~-4)V) —2—-EUY
CHWVKRFHIREL2 —ANHI T h=5—-AF)—1, 3, 4—F7
V=l ZRAWT, BiEf S 4 LFEBEOHE, CNIRBUEAFEXII R
BEHEBELEEZMRAGDELIERCIVBETSHIENTE S,

! HNMR (CDC1,) 6:2. 86 (3H, s), 2. 91 (3H,
s), 7. 07 (1H, d, J]=3. 6Hz), 7. 44 (1H, d, J
=8. 8Hz), 7. 52 (1H, d, J=3. 6Hz), 7. 64 (1
H, d, J=8. 8Hz)
ESI-MS (m/ e): 466 [M+H] *

BiEpl 5 8

CH,
<N/ S\ENjfLN/l%N
N—N = s

_0
H.C
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3—(4—"AbFT Tz VANT 7)) —6—(4H-[1, 2,

41 U TPV N—=3—AN—=ZANT 7)) —N— (56 - AFIN—F

TV —2—4)) —2—-FEUI HREFYI ROHAH

BB 7% UL3. 86g (32. 2mmol) O¥r7ooisy UK
BW (35ml) KERTFTTEEHKRO. 441ml (8. 27mmo 1)
EHTL, MITRTHREET2 00MBEHRLE. TORKISKIZS, 6
—2 o0 —-2-EBUPCANKRE750meg (3. 9 1mmol)
BXtert—7FIN7NVa—)V3. 84ml (40. 2mmo 1)
O rOoOAY Y (10ml) BEREZERTMAZE, ZET1 5KH
WMULBRLEZ.KBT. KIBRICKREFFNITAL3. 0 gDKEK (4
Oml) ZHFL., RINEPNE—RBRICRS5ETHELE. RIEKZ
oo ATHELU. . EEBEZAMEEKBRTRE LR ZEL.
BETICEHELE, BoNEBRBRZ YA N ASLAIOR N ST 4
— (ANFH Y  EBEBIFIN=97:3) TXDFEHEL, 3, 6-70O
O—2—-FEUP AR Bter t—7F)N644mg (INFE: 6
6%) zEHBEEGKEL TR,
BonNZZAFINEL., 70g (6. 86mmol) ON, N—IAF
VARV ALATIREBEKR (70m1) i, BRT. 4—AMFTFF T2/
—Jb0. 927m1l1 (7. 565mmol) KUKEBIUTIAL. 14¢
(8. 26mmo 1) ZMA 1BHMERLEZ, REKTIZ7O0O0RIVAZ
mmL. SEMREKEF M) T LAKRBRROAFEEKERTESRL X
B, mBEL, BRETIKEMELE. BonNEREZ VAT NS LI O
RETS5T74— (NFHY  EHBIFIIN=9:1) TX0HEHL, 6 -
rsod—3— (4A—AMFT—TxzZ WV ANT 7)) —2-EUTY
ANRBtert—7FNT743mg (NFE: 31%) 2EMAMIRY
ELTHE,
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geonkzr7oof451Img (1. 28mmo 1) ON, N=JAF)L
RIWVATIRE®W (30ml) i, BETF. 3—ANVAHTh—1, 2,
4—FU7YV—=)258meg (2. 55mmo 1) RUREAIUTAS3
53mg (2. 56mmol) Z2MAT, KKZ130ETI1 0KMH
WMBLE, RIBRICZOOFRIVAZEML, BAREKEZET MY T ALK
OB ORI R AT L, BRL. METICRELE, @
SNEREBEZIVITFINVATAZAR N T T T 04— (NFY 2 BT
FI=2:1) TLOHEHRL, 3~ (4—APFT—TzZIVANT 7
—J)) —6— (4H-[1, 2, 4] NUTYIY—=IN—-3—A4N—RAI)I7T
FIO) —2—BUPCHNR B ter t—7FIN264mg (NHE:
49%) zEAHMRMEL THLZ,

BoNETATFINEK264meg (0. 63 3mmol) O¥ /O RA%y
B (5. Om1) T, ERT. PUZIAOEE2. Oml ZNA
TREBRZZERT1. SEEMERLEZ, KNKEZBETICRMEL., 3 —
(4—AMFY—TJzzZ2WVWANTy=Z)) —6— (4H—-[1, 2, 4]
ROTZY =) =3 =AW= T 7)) —2-CUIDHINKE#E2
28megzREABABEMKEL THEL,

BoNEAINKRVEAS. 9mg (L6umol) O 700Xy VA
W (1. Oml) I, BT, b—-AFINTI/)F7Y—I)3. 2mg
(29 umo 1), N—bROFIXRVRMUTPY—=)LAKFIH3. 8mg
(27umol). 1= (3= AFNTI/)TOEN) —3—-—ITFIA
WARDA I REWES. 4meg (28umo 1) ZIFEXRMA. RISKZ
ERTIMMERLEZ., RIS REBAKRZT U D LAKERZERN
U, 700K ATHEBELZ, FREBZETNEBE/KBER TS LR,
HEL, BETICEELE, BonEREZUATS VAT AZOT I
7574 — (7ooRlhh A/ —)b=95:5) TXDKEHL., &
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EhEWm2. Omg (NE: 15%) 2HAEKEL THEL,

Il HNMR (CDC1,) 6:2. 43 (3H, s), 3. 86 (3H,
s), 6. 98 (2H, d, I]=8. 4Hz), 6. 99 (1H, d, J
=8. 4Hz), 7. 09 (1H, s), 7. 19 (1H, d, J=38.
AHz), 7. 47 (2H, d, 1]=8. 4Hz), 8. 32 (1H, s)
ESI-MS (m/e): 457 [M+H]*

FRBEF S SEFAKDOABIZED WERMS I -650kahEFi.
DTt onths —FZ2=RT.,

BER 5 9

0O —
ﬁNW/S\EN;\E‘\N/EN} °
N—N >

H c/o

3

83— (4—AbF¥—TJzZWANTr=Z)) —6—(4H-[1, 2,
41 FPUTY =) =3 —ANW=—ANVT vy =)) —N— (AVFHJ—)
—3—=A)) —2-VEUIPANAFHI FOHE

BEMAS 90EMIZ. 3,6 -y ro0~-2~-EUIHILEK R,
4 — XA +FyFA T2/, 3—ANAHT =1, 2, 4—H~UTV
— VRO 3—TFT I/ —AVFHY—VERAWT, BiEH 58 LRAKDS
B, INRKECEAFBEXRINS EEEBEZHAEDESILICKDE
ETBHZIENTES,

IHNMR (CDC1,) 6:3. 86 (3H, s), 6. 98 (2H,
d, J=8. 4Hz), 6. 99 (1H, d, J]=8. 4Hz), 7. 1
9 (1H, d, J=8. 4Hz), 7. 30 (1H, s), 7. 47 (2
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H, d, J=8. 4Hz), 8. 31 (1H, s), 8. 41 (1H, s)
ESI—-MS (m/e):427 [M+H] *

BiEF 6 0
0 S/\\
N
N S N SV
« W/ \@ilkN N
N—N =
S
o)
H.C

3—(4—AbF¥ -T2 VANWT 7)) —6—(4H-T[1, 2,
41 PPV —=)y=3—ANV—ANT7y=)y) —N— ([1, 3, 41 F
TIPF =N —2—-A4)) —2-—EBUDANATFYIFOHRA
BiEH 6 0n{bEMIZ. 3,6 -y r7oo0—-2-EBUT ALK E,
4—ANFTFFT /)=, 3—RANATr—1, 2, 4=—HbUTY
—VEO2-73X/-1, 3, 4—-F7V7V—Ih2HAWT, BiEHMS5
BLRAKODOANE, CTNIRELEAFAEXBIINS LEELEZMAGDED
ZEREVRETLHILENTES,

!HNMR (CDC1,) 6:3. 86 (3H, s), 6. 99 (2H,
d, J=8. 5Hz), 7. 03 (1H, d, J]=8. 4Hz), 7. 2
3(1H,d, J=8.4Hz), 7. 47 (2H,d, J=8. 56Hz),
8. 45 (1H, s), 8. 85 (1H, s)
ESI—-MS (m/e): 444 [M+H] *

BiER 6 1
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3— (4 —-AbFT Tz )VANT 7)) —6—-(4H-T[1, 2,
41 MU PN —=3—ANV—"ANVTZy=)y) —N— (1, 2, 4] —
FIIO2FIT=N=5—-A4)) —2—-EBUPHNEAFTIFOHRLE

5 BigEH 6 1OkEMIT. 3,6 -y r7o00-2-EBUIHIRIE,
4 —ANFIFF T2/ =N, 3=—ANVAT+ -1, 2, 4—-FUTV
—WVERO®5 -7 /-1, 2, 4—-F7PF7V—IERANWT, &iEfH 5
BLRAKDAE, CNRKELLEAERFIINGEFEELZHAGDOES
CERKDEEBETEIENTES,

10 'HNMR (CDC1,) 6:3. 87 (3H, s), 7. 00 (2H,
d, J]=8. 4Hz), 7. 01 (1H, d, J=8. 4Hz), 7. 2
0 (1H,d, J]=8.4Hz), 7. 48 (2H, d, J]=8.5Hz),
7. 80 (1H, s), 8. 36 (1H, s)
ESI-MS (m/e): 444 [M+H] *

15 HiEH 6 2

o S/HCHS
N S N\ N \N
\ ] 0
N— P~ 3

o)
“CH,

3— (A4 AbFT -T2 VAN T7rZ)) —6—-(4H—-[1, 2,
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41 U TFV=NV=83=AN=ZANTy=)y) =N—= (4—AF)VHh)
RN —"FFTV—=)—2—-A4)V) —2—-—FEUIHINAFYIROHREK
BEH 6 20kEaWmiZ. 3,6 -y r7ann—-2-EUIP2HIVEVE.
4 —ASFTFF T/ =N, 3=-ANHTr+—-1, 2, 4—bUTV
—NVERA—-TEFN-2-TFT3I)-F7V—IveAWVWT, #i&EH 5 8
ERBEOEE, CTNIRECAEFEXRI NS EEEEEZHAAEDES
ERCXDBETHEIENTES,

! HNMR (CDC1,) 6 :2. 63 (3H, s), 3. 86 (3H,
s), 6. 98 (1H, d, J=8. 8Hz), 7. 01 (2H, d, J
=8. 8Hz), 7. 22 (1H, d, J=8. 8Hz), 7. 46 (2
H, d, J=8. 8Hz), 7. 86 (1H, s), 8. 33 (1H, s)
ESI-MS (m/e): 485 [M+H] *

BHiEH 6 3

H c:/O

3

3— (44— AbPF—TzZVWANT7Z)) —6—(4H—-[1, 2,
41 PUTPVI =N =3—A)NV—RANVT77=Z)y) = N— (BEUzy>—14
—AN) —2-—EBUDPCANRFHI FOHE

BiEp 6 3DEWMIT. 3,6 - 00 —-2-EUIHINEKE,
4 —ANFTFFA T/ =, 3—ANVATr—-1, 2, 4—-1 UTYV
— VR4 -7 ) —EBUIDVEHWT, BiEF 58 ERAKDAIE.
CNIKEDEHAEXIZINS EHEELZHAEDESL I LK VAET
L5 EMTES,
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!'HNMR (CDC1l1,) 6:3. 86 (3H, s), 6. 98 (2H,
d, J=8. 8Hz), 7. 02 (1H, d, I]=8. 4Hz), 7. 2
2 (1H,d, J=8.4Hz), 7. 46 (2H, d, ]=8. 8Hz),
8. 38 (1H,dd, J=5.9, 0.8Hz), 8. 41 (1H, s),
8. 65 (1H, d, J]=5. 9Hz), 8. 93 (1H, d, J=0.
8H z)

ESI-MS (m/e): 438 [M+H] *

Bl 6 4

=
N _ S8 _N I @
«7/|\ N~ TN
N—N Pz s

HC”O

3— (4—AbF¥—TJzZWANTFZ)) —6—(4H-[1, 2,
41 MUY=V =3—ANW—"ANTr7Z)) —N— (EUP>—2 —
AN) —2-—EBUPANFFHYI FORE

BEm 6 40L& WIT. 3,6 -y r7uon0—-2—-EUIhHIECE,
4 —ANFTFFT7 /), 3=RANVAT =1, 2, 4—bUTV
—VEO2-73I/)—EBUYCERAWT, BiEF5 8 LAKDAEK,
NICHLEFEXR NG EEELEZHAGEDESEICEDEET S
ZEINTE S,

'HNMR (CDC1,;) 6 :3. 85 (3H, s), 6. 97 (2H,
d, J=8. 8Hz), 6. 99 (1H, d, J=8. 8Hz), 7. 0
5 (1H, dd, J=8. 5, 4. 5Hz), 7. 18 (1H, d, J=
8. 8Hz), 7. 46 (2H, d, J=8. 8Hz), 7. 73 (1H,
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ddd, J=8. 5, 8. 5, 1. 5Hz), 8. 29 (1H, dd, J
=4. 5, 1. 5Hz), 8. 31 (1H, s), 8. 41 (1H, d,
J=8. bHz)

ESI—-MS (m/e): 437 [M+H] *

BiEF 6 5

A
/i—o
0 S
«NYS\(N;\(U\N)QN\
N—N N
Y
83— (44— ArFV—TxZ VAN TryZ)) —6—(4H-[1, 2,
41 NP =) —83—ANW—"ANVT 7)) —N— (- bEIH
WRZNW—F T —=)y—=2—A4)y) —2-BUYD>HNAFHIBOH
Y
HEme 5 0kEMmE.3,6—-Y700—-2-EUIAILEURE.
4 —ANFFA 72—, 3—ANVATE—-1, 2, 44— UTV
— VRO 2 -T2 /) -5—ZbrFTANRZN—FTYV—Ih2HANT,
BliEHlI 5 8 LHHEDOAE, CNIRBULZFEXEINS EFELZHA
BOELIERIDVBRETZHIENTES
'!'HNMR (CDC1,3) 6:1. 37 (3H, t, J=7. 0Hz),
3. 86 (3H, s), 4. 34 (2H, q, J=7. 0OHz), 6. 9
8 (2H, d, J]=8.8Hz), 7. 00 (1H, d, J=8. 5Hz),
7. 20 (1H, d, J=8. 56Hz), 7. 46 (2H, d, J=28.
8Hz), 8. 11 (1H, s), 8. 36 (1H, s)
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ESI—-MS (m/e):515 [M+H] *
BLEHI 6 6

0 S
A\
\W/\Efkr\j N
N—N /s

4

N
3— (BEUYPY—=3—AN—ANWTITryr=)y) —6— (4H—-[1, 2,
4] MUY=V —=3—AN—ANT7Z)) —N— (F7V—)V—2
~A)) —2—-BUIDHANAFHI ROHH
g 1 ERBOAFBEICLIVELND 6 -0 -3~ (4—ARF
—JxZVAFINANTy=ZIV) = N= (F7I—=N—=2—-4)) —2
~EBVYCANKRFHIRIE52meg (0. 390mmol) y=V
—JVy0. 40m1l1 (0. 39 0mmol) EOMUZIAOEESmM I
EMA. RKIGKZ6 0 ETSRHEMERL., TOREFRTBERL .
Kb ZHEREL 3 —FA—IVFEEKZFT L PBMRMEL TRZ.
BICEBELNZ3—FLA—VFEEFED2 -0/ —VEE (3m1) I
IFLV>FZUa—Jb62ul (1. 10mmol). REAYTLL4L
mg (1. 02mmo 1), 3—3I—KREUY>114meg (0. 560
mmo 1) RUII{s5. 3meg (0. 03 0mmol) ZMA. K
b E 8 0 ET—MEBRLE., RKbHKZEELIA MEBL, EKZ/700
RIVALAROKTHELE. BEEZKTHRE., BLAEZ, HETICE
MlLl.BoNEREZERB AN IO NI ST 4 —(NFH 2
FEBETFI=1:1)ICK0HEHRL, 6 —/00FEKR2 8meg (INEHE:
21%) ZREBEKEL TR,
AV ALhtert—7rF¥YR256mg (0. 22mmo 1) ®N, N
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—PAFIWHRIVLATIFER (1m1) K3 —-A)NAITv—-1, 2, 4
—hU7YV—=)V22mg (0. 22mol) ZMAE®E. BXESNE
6 —/0D0FEAK28meg (0. 080mmol) ON, N=IAF)l
RIVATYIREK (3m1) ZHFL, MTITRTEHERKBKEZ 12 0ET
2R EEB L. RIGWICKZHRMWL, 7ooR)VATHHELZ., FH#
BEKTHEL, BREVBELE, BohEBRERZ2ER VATV Y
O NS5 T74—(ZO0O0RNVA: AT )—=)=9:1)ICXDHEHL,
xELEM1 2meg (NE: 37%) 2REAERGSEL TEE,

! HNMR (CDC1,) 6 :6. 96 (1H, d, J]=8. 8Hz),
7. 05 (1H, d, J=3. 6Hz), 7. 22 (1H, d, I=8.
8Hz), 7. 40—-7. 43 (1H, m), 7. 47 (1H, d, J=
3. 6Hz), 7. 87—-7. 90 (1H, m), 8. 32 (1H, s),
8. 64—8. 66 (1H, m), 8. 70—8. 71 (1H, m)
ESI-MS (m/e):414 [M+H] *

FEREER 6 6 ERFEOHEICED, BiEH 67 -6 8DLEMER
o UTRINSDILEMDO AT —F Z2RT,

BLEH 6 7
(o] S\
S
N—N Z
S
7]
N\
O\
CH,

3= (6= ArFT—-EYDPY—3—-AN—RANT7Z)) —6— (4

H—-1[1,2, 4] bPUTYV—= V=3 —-AN—ANT 7)) —N-— (F

T==2—A)N) —2-FEUI ANKRFHI ROHM
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BEH 6 7T DAL, BiEA 1 LEKROAFEIIIDBELENS 6 -2
Od—3— (44— AMFT—TzZNWAFIVANT 7)) —N— (F
TV=N=2—=4)) —2—-BUPHANEFHIR, 6 —AMFI—
3—A—REUDPUVERUZ—-ANVAHT =1, 2, 4=-NUTV— )L %&
AANT, BiEf6 6 EFHEDOFE, CHRIZBUEFEXIZIINS EHE
EERHEABEDEBIERNKXVHEBTZENTE S,

LHNMR (CDC1l,) 6:4. 00 (3H, s), 6. 87 (1H,
d, J]=8. 7THz), 7. 00—7. 11 (2H, m), 7. 26 (1
H, d, J=8. 4Hz), 7. 46 (1H, d, J=3. 3Hz), 7.
77 (1H, dd, J=2. 4, 8. THz), 8. 35 (1H, d, J
=2. 4Hz), 8. 38 (1H, s)
ESI—-MS (m/e): 444 [M+H]*

BIEHI 6 8

0 S
\
N S N D\\
T -
N—N /S
7
SN

3 (BUP>—=383—-ANW—ANT7=)) —6— (4H—- [1, 2,
4] MITV=IN =83 —AN=-—A)NT 7)) =N— (4—-AbFTA
FIN—FFTI—=2—A)) —2-—EBUIP HINAFHI FOHRHHK

BiEH 6 8DbEMIE, BER 1 LRKOAFEICEDELND 6 —F
OB0—3— (4—ARFT—T2ZNWAFNVANT V) —N-— (4
—AMFVAFN—FT=N—2—-4)) —2-BUT2HIRFY
R, 3—3—REUPVEUL3I—ANVATE—-1, 2, 4—-—FLUTV
—WVERAWT, BiEf6 6 LHEKOAE. CHIKELZAFEXIZINS

1
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CHEBEELEMABRDELIERIVBET I ENTES,

LHNMR (CDC1,) 6:3. 49 (3H, s), 4. 56 (2H,
s), 6. 94 (1H, s), 6. 97 (1H, d, J=8.8Hz), 7.
27 (1H, d, J=8. 8Hz), 7. 43 (1H, dd, J=7. 6
Hz, 3. 3Hz), 7. 93 (1H, d, J]=7. 6Hz), 8. 38
(1H, s), 8. 71 (1H, d, J=4. 8Hz), 8. 77 (1H,

s)
ESI—-MS (m/e): 458 [M+H] *
BEH 6 9

H.C (0] S
N SN A’\>
= N N

Ya®
O

83— Tz WAFIAFN—6— (4—AF)—4H—-[1, 2, 4]
MUY= l=3—AN—ANTZ7=)V) = N—(FF7J—)v— 2 1))
—2~BUPCHNAFYIROHE

2—=3F7/)=3—-tert—FFNIAFILNIUNTFIAFIEYD
>3.50g (14. Ommol)®7o0O0R)ALAEBK (50m1) i,
3—Jnn@mEEEFEHRG6. 30g (21. Ommo 1) ZMA—BEMEL
WL, RISHICHAIREART FU Y AKERERNL 2%, 70O
ORI ATHEL, FHEZK, SEKREKEF YT LKER, fH0
BIEKBHRTHRE L. EREKVRER. foNEREZUATVA
SHAZOXNT T T 44— (NFHY EBIFIN=2:1) TLXDER
L. N=FFYTAFE1. 50g (NFK:41%) zaAGEEKELTH
7z .

BoNAEN—-FFYAIREKL. 50g (5. 70mmo 1) OFF i
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LU HE® (10ml) 2, 80ETIMRMEERLL., RISKZHER
MLt BohcREBEICHBMRBEKEZEF NI VLAKBRZMNA, 70
ORI ATHBEL, AREZEMKREKETF MU TLKER, BNER
KBEBWRTHE L. BRIVCBHER, BONEEREZUATIVES A
PO MISTT4— (NFH  HBRIFI=2 1) TIDHEHRL,
2—-700-5—-700AF)—-6—-7/EUT2625meg (IX
B:58%) zHBEKELTHL,
2—/00—-5—700AXAF)I—-6—-—7 /U >50mg (0. 2
7Tmmo 1)O7EFZMUNBHR(Em1)IZT7/—J)k30mg (0.
32mmo 1) RUOEREAVTA44meg (0. 32mmo 1) ZMA
%, BERTINE3IOAERLE, RKEKIZKZMA, BFRZFIVLT
HMHEHL., AHEZzANMEEKARTHEE L. BRIV EHER, §5N7
EEREEEBANILAIORNT I T4 — (NFH Y HRBRIFIN=06
1) koL, 2-700-6—-7 /-5 —T7Jx/FIAFIE
JUr61lmeg (NE: 93%) 2AGEKEL THEE.
Bonk2-2700-6—-37/)-5—-TJxz/)FTAFIEYUI61
meg (0. 249mmo 1) ON, N=ZAFIHRILT I REWK (5
ml)iZ, 3—ANHT -4~ AF)—4H—-1, 2, 4—-—hrUTV
—J)y44mg (0. 380mmol) RUOKREAIIUTIALS2meg (0.
380mmol) ZMALE., 100ET—HRERLE. KBKITKZ
MmA. BEEgELFITHBL., BEEEZK, BMREBEAKET U T LKE
W, AMEEKAKRTHRELE, ERROBHER, BohREZHE
HSAZOAI NI T 40— (ZaaR)h : A¥/—=)b=10:1) I
FOBEL, FAMITYV—IVFEEK4. 4meg (N : 5%) 2HE
Bk &L THE.

BonizFA NI T —NViFEEAK4. 4mg (0. 01 4mmol) @
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T4 —=)VEKR (5m1) 2. I N—/KEB{FFITALAKBKO. 5m
1 Z2MA—BMBAEBR L KGHIC I N—EBRKBERZMABREICL.
FrEgTFI)VTHEBEL, FRBZEMAEKBARTHRELE, BREVDE
i, BONEERBEOEMLAFLVEKR (3ml) T, 2-7TIF7
J—=J)k3mg (0. 028mmo 1), N—bRaFI RV Y7V —
WAKFIm4A4mg (0. 030mmol) Rl — (3= AFINVTI)
TOo¥)N) —3-—IZFINANKRIAIFERKRE6meg (0. 03 0mm
ol) ZIERIMAZ#E, BRT—BHRERL &, KIGRICEREKET
FNUDLAKBRZMAZ, ZooR)VATHEBL., BEEBZK, f2fxRE
KFEFPYDTLAKBK, EHEEKBERTESELZ. EREXOCBEHER.
BEoNEREZEEBE VANV ZuR NS T7 40— (ZoaRbh @ A
7—=)k=10:1) TEDHEEL, RELAEW2. 8mg (NE: 4
7%) EHBEGKEL TREE.

! HNMR (CDC1,) 6:3. 79 (3H, s), 5. 71 (2H,
s), 6. 97—7. 02 (3H, m), 7. 05 (1H, d, J=3.
6Hz), 7. 30 (2H, t, J=7. 6Hz), 7. 40 (1H, &,
J=8. 4Hz), 7. 54 (1H, d, J=3. 6Hz), 8. 22 (1
H, d, J=8. 4Hz), 8. 50 (1H, s)
ESI-MS (m/e): 425 [M+H]

FEEBIEF 6 9 LFABROAFEBICLD, BEMT OOLEMESL. LUTF
K ZDkaMonisy —5 &2RT,

g 7 0

H3(€ 0 /Z”\>
N S N\ N \N
O
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3=—TzZWANVT 7 W AFIN =6 (4—-AF)IN—-4H-[1, 2,
4] BTV =NV=3=ANW=ZANTy=)y) =N= (FF7V =) — 2

—AN) —2-BUPCANAFHI RORAA
BEMT7TODLEMIE, 2-3T7 /-3 —tert—TFIVIAFI
PUNFFIAFIINEYUD Y, FET /)=y 3 AT -4 —
AFNV—-4H-1, 2, 4—-FMUTFV-NWVRE2-TI)FT7IV— )%
AWT, #iER 6 9 LFRDFE., CTHICEUEFEXRINS &Fik
EEHAETOEAIEICIVBETHIENTES,

I'HNMR (CDC1,) 6 :83. 77 (3H, s), 4. 74 (2H,
s), 7. 04 (1H, d, J=3. 2Hz), 7. 20 (1H, d, J
=8. 4Hz), 7. 24—-—7. 28 (6H, m), 7. 53 (1H, d,
J=3.2Hz), 7. 58 (1H, d, ]=8. 4Hz), 8. 48 (1

H, s)
ESI—MS (m/e): 441 [M+H]
By 7 1
(0] 3

A\
s J I
\W/ \\ N7 TN
N—N =

3— TV AFI—6— (4H— [1, 2, 4] bUTV—)—3—

ANW—ANT 7)) = N— (F7YV—=)—2—-1)y) —2—-FUI>»

HNVARFHI RO

3—RIVAN—=2~BUPAHNEE2. 0g (8. 8mmo 1)
BAY /=) (10ml) THEML., CTRNIERTHEMREZ 1 0WHET
UC—BEMARK LUz, BHB, A5 /- VEBELHEMREBKES b
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U LKRBERTHF L, Zo0oR)VATHER, BRI MUY ATE
B, BELT3 - RVAIN—2-VCUDIHNVRIZBEBAFI AT
ODHERM2. 0g&BEE.

IATFIE2. 0OgzrnnofR)ys (10m!l) TEML, mCPB
A3. 57g (20. Tmmol) ZmMA. —BEMRRRKL~=, BH
B, RSRICRIRBEKRZEF MU D LAKBRZMA, TV EITUL,
yooR)VATHE LUz, REF MY T LATER, BEEELTN-F
FOROMERMZEE. COMERYICAFIE LY > (10m1)
EMA. 2KH S OETHBRLE., mAR, SAMREAKEF MU T LK
BRTHML, BFBRIFITHE L. REF MV OATER, BEY
=8, JUATNASLAIOR NI ST 40— (BFRIFI : AF Y=
1:2) THHEL, 3—-RXR2VYAIN—-6—-2rna—-2-YBUIhHIR
CEBAFINIATING 0 0mg (NEIEET26%) 2Hk,
yonOoffR300meg (1. 10mmol) 2A% /=)L (15m1l) I
WML, INKEFRI DA (bml) Z2MA,. EERCTREBERL
oo AZ—I)vEEER. INERTHMLUAER, JooR)L A THE
Lize BT MU D LTEERE., BEEEL3 - X2VYAI-6—-71
D=2 -—EBUPCANKCEBEOMERY?2 85meg (NE100%) %
=iz,

ERTHESNLZANEACHE285meg (1. 1mmo l) 27 ouafR
H(1Oml) ic\EML, 2—-72/F7YV—)l109mg (1. 1m
mol), N—-bEROFIRZYVRMITY—)KFIH221Img (1.
64mmo 1), 1 — (3= AFINTFI/)7OEN) —3-ZFIVAN
ROAIREBE229meg (1. 2mmo 1) ZMAERT—BEE
U7z, ZEKEMA B, 7o0R)IVATHELUKEERT N D ATE
BlL, BBZREERLEONERERZ, A5L70 NI T 7 40—
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(BFRTZFIN : ANFH=1:2) THEHERL., 3-X2VAI—-6—-7%
BO—N— (FYV—=I—=2~-q0)) —2-EUIPUHANEFTIR2
25mg (NR2BEETG60%) 2HF7~=,
EETESNZ7004K1 70meg (0. 495mmol) ZDMF
(3m 1) KBEMML., 3—ANWAT -1, 2, 4-FUTV—JI55
mg (0. 544mmo 1), kKEAIUTALA171lmg (1. 24mmo
1) 2z, 100ET—EBRHELLE. RIEKRZHAE. DMF 2§
FEEEL., REKRZMA, INEBRCTHMEZEI OORIATHEL &,
RE>T MU TATHERE, BERELESNEREZS VAT VAT A
JARNTITT4—(AF/—)b:rpoafR)lbh=1:10) THEHL,
3—RVAINWV—6— (4H~- [1, 2, 4] PUTY—=I—3—1)
—ANVT 7)) = N=— (FF7IV—=)IV~-2—-A4)) —2-EBUIH)I
RFEHIR1I01meg (NE50%) &&=,
LETHESNET A T7O0meg (0. 1 72mmol) A% J—
VW (5ml) BB, KFEMLATYVEFMITLL12. Tmg (0.
343mmol) 2MA. ERT3OSHEBL. AREELE. B850
HEEBCRMIJIZIFINIS5299mg (0. 8 53mmo 1). MU Z)bA
OFf (5ml) Z2MA6 0E TI1RKMERLAEZ, BHESR, ook
WAROEMRBAKEZEF P T AKBRTHEL, 700KV ABER
BRIPMIDLATHERELE, ARZEBREBGEONEERERZ, ZEOHBEY
Jhashraxx b7 74— (AF /=)y r7oak)lh=1: 8, B
BILFIV:7Er=2:1) CEVEHLEZELLEML 3. 5mg (L
E20%) 2R,
'!'HNMR (CDC1,) 6 :4. 63 (2H, s), 6. 99 (1H,
d, J=3. 6Hz), 7. 18—~7. 29 (5H, m), 7. 38 (1
H, d, J=8. 4Hz), 7. 41 (1H, dd, I]=3. 6Hz),
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7. 45 (1H, d, J=8. 4Hz), 8. 33 (1H, s)
ESI—-MS (m/e): 395 [M+H] *

BLER T 2
0O S
A
N S N p
< W/ | AN N N
N—N =

5 38— (4—)hFAn—-TJxZ)VAF)N) —6— (4H— [1, 2, 4]
FUTY—=—=8—ANV—AN T 7)) —N— (F7J—=)V—2—+4
V) —2—-VCBUDPANEFYI ROHRHR
' HNMR (CDC1,) 6:4. 60 (2H, s), 6. 94—6. 9
8 (2H, m), 7. 01 (1H, d, J=3. 6Hz), 7. 14—-7.
10 17 (2H, m), 7. 40—7. 46 (3H, m), 8. 35 (1H,
s)
ESI-MS (m/e): 413 [M+H] *
HigEm 7 20EHMIT. 3— (4—T7NFaXR2VA)I) —2—-EY
PUHNKRIE, 2T I/)FTV-INVRI3-ANAT -1, 2,
15 4—hPUTPYV—IZERWT, BEMT7 1 EAKOEE, CNICEDCES
BEXRINS EHELEZHAGDODEDIZECLIVEETHIENTE S,
BliEf 7 3
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0 S\
T
N—N G

N
H
S
: GHs
N-
CH,

3— (A—TPAFNTI/)IFN—TzZ)VANT 7)) —6— (4
H—1[1, 2, 4] MUPV—=N—=—3—-ANAINTry=)y) —N-— (F

TN —2—4)) —2-FUITHIEFYI RO

HiEm 7 30EMIT. 3,600 —-2-EUIHIEAEE,
2—T3)—FTV=), 4=VAFNFTII)IFN-FFT7x/)—)
EXS—ANAT -1, 2, 4—FUTV—bERNT, BiEH1 &
FgEDHE., ChICELAFEXR IS EEEE2HBAbEE L
X DEETEIENTES.,

' HNMR (CDC1l,) 6:2. 39 (6H, s), 2. 68 (2H,
m), 2. 84 (2H, m), 7. 00—7. 05 (2H, m), 7. 18
(1H, d, J=8. 7Hz), 7. 28 (2H, d, J=8. 4Hz),
7. 41—7. 58 (3H, m), 8. 32 (1H, s)
ESI-MS (m/e): 484 [M+H] *

B 7 4
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l?l/
CHj
3= (4—PAFWTI/IAFN Tz NVWANTyZ)) —6— (4

H—[1, 2, 4] bUTYYV—=)V=3—-A)NWANTy=)V) —N— (F

TN —=2—A4)) —2—-—EBUP HINARFTI ROFL
REM740kEMIT.3,6—-r700—-2-BUDhIVERE,
2T I =FTV=I, 4=PAFINTI)AFN-FF7=/)—)
ROX3—A)NAHT =1, 2, 4=—HNUTV—)bZ2HWT, &iEf1 &
FOFE., ChIRECEZFEXEZ NG EEEEZEA2EDES T &
CEVEBETHENTE S,

'HNMR (CDC1,) 6:2. 23 (6H, s), 6. 96 (1H,
d, J=8. 8Hz), 7. 00 (1H, d, ]=3. 6Hz), 7. 1
1 (1H,d, J=8.8Hz), 7. 34 (2H, d, ]=8. 0Hz),
7. 43 (1H, d, J=3. 6Hz), 7. 46 (2H, d, J]=8.
OHz), 8. 29 (1H, s)
ESI—-MS (m/e): 470 [M+H] *

BEH 7 5
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0 S
A
(NW/S\ENIM\E' N
N—N F S

33— (4 - AbF -T2 VANTrZ)) —6—(4H—-[1, 2,

4] MUYV =)V=83 - ANANT 7 =)v) =N— (F7V—=)b—4 —

AN) —2—EUDPHNEFYI ROFHE

BEF 75 0bEWiE. 3,6 - 00-2-EBUY AR E,
4= ) —-FT7IV=N, 4—AMFT-FF T/ IVKRU3 — A
ATh—=1, 2, 4=-—MUTYV=IERNT, 8iEF 1 EREOHE.
CNITELEAEXR NG EEEEzZzHAEDES S EICL D BET
5T EMTES,

'!'HNMR (CDC1,) 6:3. 85 (3H, s), 6. 96 (2H,
d, J=8. 8Hz), 6. 98 (1H, d, J]=8. 8Hz), 7. 1
5(1H,d, J=8.8Hz), 7. 46 (2H, d, J=8. 8Hz),
7. 90 (1H, d, J=2. 4Hz), 8. 34 (1H, s), 8. 6
1 (1H, d, J=2. 4Hz),
ESI-MS (m/e): 443 [M+H] *

BiEH 7 6
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CHj
34 =PAFINVANNEANAFNAF -T2 Z)VANT 7 Z)b)

—6—(4H—-[1, 2, 4] PUPYV=INV—3-ANANT7=))

—N— (FF7YV—=N—2—-A4)) —2-EUIANFFYIROHL
B 76 DEMIT. 3, 6 —Yraon—-2-EBUIANEVE.
2—F3)—FT7V=N. 4= AFNVANNNEANAFINEF T —F
72 )=IVERBR3—ANATr—1,2,4—-RMUTV—=IZRAWT,
BER 1 EHEKROFE., CHICEUZABXE NG EEELEEZHAE
HbEZCEICEVBETDIILENTE S,

!HNMR (CDC1,) 6:2. 99 (3H, s), 3. 09 (3H,
s), 4. 73 (2H, s), 6. 99 (2H, d, J=8. 8Hz), 7.
01—7. 03 (1H, m), 7. 03 (1H, d, J=3. 6Hz),
7. 19 (2H, d, J=8. 4Hz), 7. 45 (2H, d, J=38.
8Hz), 7. 46 (2H, d, J]=3. 6Hz), 8. 30 (1H, s)
ESI-MS (m/e): 514 [M+H] *

BEH 7 7

202



10

15

WO 2004/081001 PCT/JP2004/001568

Oj\\ OH
N S N =
e
N—N F

S

O\CH3

3—(4—-AbF¥ Tz VANTyZ)y) —6—(4H-[1, 2,
4] PUTY==3—-ANWANT 7)) —N— (4—-ERpFT
FIV=—FFI=I)Iv=2—=—AN) —2-EBUPHNEFHI ROHRAA

BIER 7 7T OEWIZ. 3,6 - o0 —-2-EUTHIVEKEE,
2—-72—-4—-tROaF T IFIN-FT7I—I), 4—AFT—FF
Tz /) —=IRUE3—ANVAET =1, 2, 4—FUTV—=)bzRHWNT,
R L ERABEOFE, CNICECEFEZCNS EEEEEZHAE
HDEDZECKIDEETZIENTES,

'HNMR (CDC1,) 6:2. 90 (2H, t, J=4. 8Hz),
3. 83 (3H, s), 3. 90 (2H, t, J=4. 8Hz), 6. 6
5 (1H, s), 6. 95 (2H, d, J=8. 0Hz), 6. 97 (1
H, d, J=8. 8Hz), 7. 17 (1H, d, J=8. 8Hz), 7.

43 (2H, d, J=8. 0Hz), 8. 34 (1H, s)
ESI—-MS (m/e): 487 [M+H] *
R 7 8
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3 — (6—%%)L—E'J9>—3—4)1/7()1/77:)1/) —6— (5—-&
PoFs—4H—-[1, 2, 4] PUTV—=)V=3—ANANT 7))
“N— (F7V=N—2—4)) —2—-—EUDPHINFFTI ROHFHA
BLEH 7T 8DIkEMIX. 3,6 -0 -2 -EBUDUhIIEKE.
2—-F2)—-FF7V—), 4—-bRaF -FF 7/ —-)VEKUO5 -t
ROoFy—3—-ANA7b—-1, 2, 4—FUTYV—=)VZ2EWT, #iE
FllERBOFE, TNRELCLEABEXF NG LEELEHAAGDE
BIECEDHEBETHLENTES,
'!HNMR (CDC1,) 6:2. 65 (3H, s), 6. 98—7. 5
0 (5H, m), 7. 82 (1H, m), 8. 64 (1H, brs),
ESI-MS (m/e): 444 [M+H] *
BEMT 9

N

o) s”§
N.__S /\§
VYN
N—N Z g

Z

N

83— (6= ArFIANBRZN-—EYDPY =3 —-ANAINT7Z)V) —
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6 — (4H—[1, 2, 4] PUFTYV—= =3 —ANWANT7y=)y) —
N— (F7V=—2—-4a4)) —2-VFUIANEFHI ROHRH
BUEH 7 90 EmE. ®ER L ERROFEICEIDESNTZE6 — 2
D0 —3— (4—AMFT—TzZWVAFIWVANT 7)) —N— (F
TS =N —2—4)) —2-—BUPCHNAIFHIR, 5 -F—RK-2
—AMFTHANRZN-BUDOERON3 -ANAHT -1, 2, 4—F
D7 = 2HWT, BEH6 6 LRKOFE, CNICEL LFEXR
INHEHEEEHRAEGDODETHET LI ENTES,

! HNMR (CDC1,) 6:4. 01 (3H, s), 7. 03 (1H,
d, J=7. 6Hz), 7. 05 (1H, d, J=3. 6Hz), 7. 2
4 (1H,d, J=7.6Hz), 7.47 (1H,d, J]=3.6Hz),
8. 00 (1H, m), 8. 16 (1H, d, J=8. 0Hz), 8. 3
3 (1H, s), 8. 79 (1H, m)
ESI-MS (m/e): 472 [M+H] "

BEH 8 0
_N
0 S\>
*Roa
N—N F
S
O\V/A\N/CH3
CH,

83— (4—PRARFNTI)IFNAFL—TxZ)VANT 7)) —6

— (4H—-[1, 2, 4] PUTFV—=NV=83—-ANWAINVT7=)V) —N

- ([1, 2, A1 FF7PF7I—=N—=5—A4)) —2—-EUIZHIRF

B3 RoHE
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HMEM 8 ODILEMIE. 3,6 —Yyron-2-EYIUAIEEE,
5—73/—-1, 2, 4=-FT7IP7V =), 4=IAFINTIJ)ITF)
FFT—FF T2/ = NVET3-A)NAT -1, 2, 4—FUTYV—
WZ2RWT, BiEH 1 ERROFE, CNIKELCZAEXZINS &%
HBEEHEABRDLEDRIEICIVBETLENTES,

! HNMR (CDC1,) 6:2. 42 (6H, s), 2. 84 (2H,

t, J=5. 1Hz), 4. 13 (2H, t, J=5. 1Hz), 6. 9
6 (2H, d, J=8.4Hz), 7. 00 (1H, d, J=8. 8Hz),
7. 21 (1H, d, J]=8. 8Hz), 7. 43 (2H, d. J=38.
4Hz), 8. 35 (1H, s)

ESI-MS (m/e):501 [M+H] *

BlEH 8 1

o) s”§
N S )%
SRPan
N—N Z g

%

g

3— (BUIPY—65—-A4ANT7y=Z)) —6— (4H— [1, 2,
4] PO =N =3 —-ANVANT7yZ)V) —N— (F7V—=)b—2 —
AN) —2-—VBUP ANRFYI ROHK

MEF 8 1 DbAMIT. WikHl 1 CRAKOFEICLVBB NS 6 — 7
OO0—3— (4—AMFY=-TxzZ W AFINANTyZ)V) —N— (F
TV=IN—=2—4)) —2-BUPANKFHIR, 5 -F—RKR-F
JIDVRE3—ANAET =1, 2, 4—-RFUTPV—=)VZ2RAWVWT, &
BRI 6 6 EFMODAE, THIREUCEFEXRINS EEEEZHAA
HDETHETEIENTE S,
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'!HNMR (CDC1,;) 6:6. 95 (1H, d, J=8. 4Hz),
7. 03 (1H, d, J=3. 6Hz), 7. 22 (1H, d, J=8.
4Hz), 7. 44 (1H, d, J=3. 6Hz), 8. 33 (1H, s),
8. 82 (2H, s), 9. 20 (1H, s)
ESI—-MS (m/e): 415 [M+H] *

BiEp 8 2

0 s\
“ ”gﬁ

N. _S
CT "
N—N F
S
7
A
HO

3— (B—EROFIAFIN-VEUDPY=83—-ANANT7=)V) —6

~— (4H—-T[1, 2, 4] BUTFV=IW=3—-ANWANT7=)V) =N

— (F7YV=N—=2—-4A)) —2-VCUP AHNARFYIROHA
BERA S 20AEMIT. 3,6 -y o0 —-2-EUThILERE,
2—F73I)—FF7V =), 44— ROFVAFI-—FFT7x /) —)VEN
3—ANAHT -1, 2, 4—hNUTV—IbE2HENWT, ®ilfl 1 EHEK
DHE. CNCECEFEXEI NS EEBEEZAAGDESRZEICEK
DEETHZENTE S,
I1HNMR (CDC1,) 6:4. 86 (2H, s), 7. 01 (1H,
d, J=9. 2Hz), 7. 07 (1H, d, J=3. 2Hz), 7. 2
8 (1H,d, J=9. 2Hz), 7. 41 (1H,d, J=7. 6Hz),
7. 52 (1H, d, J=3. 2Hz), 7. 90 (1H, m), 8. 4
2 (1H, s), 8. 74 (1H, m)
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ESI—-MS (m/e): 444 [M+H] *

Bl 8 3

0 s”&
NS N AN A
e
N—N A g

O N—CHs

3—[4—- (1L —AFN—-¥EBOUYP>—=3-ANFFY) -T2 )R

5 WZ7y=)y] —6— (4H—[1, 2, 4] hUTI—=)V=3=-A4I)A

W7 7Z)y) —N— (F7J—=)V—2—-A4)) —2—-EUIHIEAF

Y3 ROHE

BiEH 8 3n{bAEMmE. 3, 6 -y roo—2—-EUIZHILEEE,

=73/ —-F7V—=), 4— (1 —=AF)N-¥EEOUYI>—-3—A))
10 —FA 7z /- NVEE3I—-ANATE—-1, 2, 4—-MUTYV—IVZEH

W, BEH 1 EEBEOAE. ChICBUEABEXR NG LEEELE

MAGHhEEIERIXVAETEHIENTES,

!'HNMR (CDC1,) 6:1. 90—-1. 98 (1H, m), 2. 3
15 5 (3H, s), 2. 2656—2. 35 (2H, m), 2. 43—2. 47

(1H, m), 2. 80—2. 83 (2H, m), 4. 78—4. 85 (1

H, m), 6. 85 (2H, d, J=8. 4Hz), 6. 95 (1H, d,

J=8.8Hz), 7. 00 (1H, d, J]=3. 6Hz), 7. 12 (1

H, d, J=8. 8Hz), 7. 38 (2H, d, J]=8. 4Hz), 7.
20 42 (1H, d, J=3. 6Hz), 8. 29 (1H, s)

208



10

15

WO 2004/081001 PCT/JP2004/001568

ESI-MS (m/e): 512 [M+H] *
BliEfHl 8 4

_N
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N _S__ N P
LT
" N—N F
S
P

N

CH
3 — (6—)(?)1/—312"‘):)‘/—3—4)1/7\)1/77:)1/) —6— (4H-—
[1,2, 4] U7V —=3—ANVANT7yZ)) —N—([1, 2,
41 F7IOF7 = =5—A4)) —2—-—CBUDHNEFYI RO
MEFAS40MEMIT. 3,6 —yrnu—2-EBEUIDIHIRVE,
5-73X /-1, 2, 4—FF7V7V =), 3=—AINVAHATh—6—-AF)
~BUDERVYR3—ANAT =1, 2, 4—bUTV—=IZHWT,
BEM 1 ERAKOFE, CNIKECEZFEXEZINGEEEEZHAE
DL ELICXDEEBETSIENTE S,
!'HNMR (CDC1,;) 6 :2. 65 (3H, s), 7. 01 (1H,
d, J=8. 6Hz), 7. 26 (1H, d, ]=8. 6Hz), 7. 3
0 (1H, d, J]=8. 0Hz), 7. 78 (1H, dd, IT=8. 0,
2. 2Hz), 8. 35 (1H, s), 8. 42 (1H, s), 8. 64 (1
H, d, J=2. 2Hz)
ESI-MS (m/e): 429 [M+H] *
HigEpl 8 5
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83— (U—PAFNTFTI)ITFNAFT -T2 I)VANT 7)) —6
— (5—AFNV—4H—-[1, 2, 4] bUTV—=)—3—ANANVT
y=J)) —N— (1, 2, 41 F7PF7I—=)V=5—=-4)}) —2—-EY
DOHANAFYIRORE

B 8 5 DkEWMIZ. 3,6 —yr00—-2-EUIDHILE VR,
5—-F732/—-1, 2, 4—FF7IFV=), 4=IJAFITI)IFN
FFY-—FF T ) —INVEROE3—ANAT =5 —-AF)—1, 2, 4
—hUTY—=NERAWT, 8iEf 1 ERKROLHE., TNITECREFEX
BINS EFEEZHAGDLEBECLVEETHIENTE S,
IHNMR (CDC1l,) 6:2. 40 (6H, s), 2. 62 (6H,
s), 2. 81 (2H, t, J=5. 56Hz), 4. 12 (2H, t, J
=5. 1Hz), 6. 96 (2H, d, J=8. 5Hz), 6. 98 (1
H, d, J=8. 5Hz), 7. 20 (1H, d, J]=8. 5Hz), 7.
42 (2H, d. J=8. 5Hz), 8. 34 (1H, s)
ESI-MS (m/e): 515 [M+H]*
BER 8 6
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3— (1 =-FAFL -6 —-"AFN—-EUD =3 —-A)NAINT 7)) —
6 — (4H—-[1, 2, 4] bYUTPV—=IV—3—ANWAINTryr=)) —
N— (FTPI=N=2—-4)) —2-¥BUDP HIARFYIRDFH
SEFI 8 6 DILEWIX. 3,6 —Yrnno—-2-EBUDCHIEE,
2= -FF7V=N. 3=ANATHr=—6—-—XAF)I—-1—-FF3—
EUPYEOR3I—RAINWAETR—=1, 2, 4—-bUTYV—I)LZ2HANWT, #
BE L ERBEOFE, CRIKBEUEZEAFEXI NG EEEEZAAED
ORI LICKVEETHIENTE S,
'HNMR (CDC1,) 6:2. 60 (3H, s), 7. 06 (1H,
d, J=3. 2Hz), 7. 12 (1H, d, J]=8. 4Hz), 7. 3
2 (1H, d, J=8. 4Hz), 7. 39—7. 39 (2H, m), 7.
51 (1H, d, J]=3. 2Hz), 8. 44 (1H, s), 8. 51 (1
H, brs)
ESIT—-MS (m/e): 446 [M+H]
BiEw 8 7
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— (4H—-[1, 2, 4] PUTFV—=N=3=ANVANTy=)/) =N
— (FT7VI=N=2—4A)) —2-—FBUDVAINERFTIFOHRHH
G S 7TOEWMIX. 3,6 -y 700 —-2-EBUIHIR R,
2—73)—-FF7V—I)N, 4—PITFINTI/)IFINFTF—FF T
J=NRUOS—ANAHT =1, 2, 44— UTV—=I)V2ZRAWT, #if
Bl1ERBOFE., TNIRBELCEAEXE NG EFELZHEAEDE
BZECXVHEETHIENTE S,

I!HNMR (CDC1,) 6:1. 14 (6H, t, I=7. 6Hz),
2. 73 (4H, g, J=7. 6Hz), 2. 99 (2H, t, J=6.
OHz), 4. 14 (2H, t, J=6. 0Hz), 6. 99 (2H, d,
J=8.8Hz), 7. 01 (1H, d, J=8. 4Hz), 7. 07 (1
H, d, J=4. 0Hz), 7. 18 (1H, d, J=8. 4Hz), 7.
46 (2H, d, J=8. 8Hz), 7. 49 (1H, d, J=4. 0H
z), 8. 36 (1H, s)

ESI-MS (m/e):528 [M+H] *

BiEH 8 8
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H—[1, 2, 4] bUFPV—NV—=-3—-ANWAN Ty =)v) —=N—= (F
T =)lb—2—-A)) —2-BUPAINAIFHI ROFHHE

#EH S SDILAEWIZ. 3,6 —Yroo—-2-—-EBUIHIE R,
2—F3I)—-FF7V—=)I, 4-EQYZ ) ITFINFFI—TFF T/ —
WEXR3—A)NAHT =1, 2, 4—NUTFYV—)b2RAWT, BEH1
CRBOFE., CRICEUZAERETIINGEEEEEZHRAEDESZ
ERCXVDEETEIENTE S,

!HNMR (CDC1,4) 6:1. 80—1. 90 (4H, m), 2. 7
0—2. 80 (4H, m), 3. 02 (2H, t, J=5. 2Hz), 4.
18 (2H, t, J=5. 2Hz), 6. 95 (2H, d, J=8. 8H
z), 6. 97 (1H, d, J=8. 4Hz), 7. 02 (1H, d, J
=3. 6Hz), 7. 17 (1H, d, J]=8. 4Hz), 7. 42 (2
H, d, J=8. 8Hz), 7. 45 (1H, d, J]=3. 6Hz), 8.
29 (1H, s)

ESI—-MS (m/e): 526 [M+H]*

BlLiEH 8 9

3— A—PIFNFERI)LFNFAFY—TzZWVANT 7)) —6

— (4H—-T[1, 2, 4] bUFZV—=NV=3—-ANWANT7=)V) =N
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BEE 8 7T DILEWIZ. 3.6 —Yryoo—2-—EBUIUHIKRUE,
2-FT3I)—FT7V=N. 4—-PITFNTI)IFINFTFV-FF Tz
J—=NWRO3—ANAT =1, 2, 4-bUTV—ILE2ANT, &iE
FllERAZEOFE, ChIRBECEFEXEF NS EEEEZHAEGDE
BT EIEVEBETEENTES,

!HNMR (CDC1,) 6:1. 14 (6H, t, J=7. 6Hz),
2. 73 (4H, q, J=7. 6Hz), 2. 99 (2H, t, J]=6.
0Hz), 4. 14 (2H, t, J=6. 0Hz), 6. 99 (2H, d,
J=8. 8Hz), 7. 01 (1H, d, ]=8. 4Hz), 7. 07 (1
H, d, T=4. 0Hz), 7. 18 (1H, d, J=8. 4Hz), 7.
46 (2H, d, J=8. 8Hz), 7. 49 (1H, d, J=4. 0H
z), 8. 36 (1H, s)
ESI-MS (m/e): 528 [M+H] *

BiEp 8 8
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2=/ =FF7V=N, 3=ANHATr=6—-TJAFITI/)ITF)
FFT-EBUDPIERUT3I—ANAT =1, 2, 4—-bUTV—IVEH
WT, #iER 1 EEBROAE, CRICELCEHAEXBINS EEEEE
HMAEDOELIELEICIDEETSZIENTE S,

! HNMR (CDC1l,) 6:2. 41 (6H, s), 2. 82 (2H,
t, J=5. 6Hz), 4. 48 (2H, t, J=5. 6Hz), 6. 8
0 (1H,d, J=8.4Hz), 6. 98 (1H, d, J=8. 4Hz),
7. 03 (1H, d, J=38. 6Hz), 7. 23 (1H, d, J=38.
AHz), 7. 47 (1H, d, J=3. 6Hz), 7. 63 (1H, d
d, J= 2.4,8.4Hz),7.27 (1H,d, J]=2.4Hz),
8. 36 (1H, s)

ESI-MS (m/e):501 [M+H] *

BLEH 9 0
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ST N
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A
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BER 9 0DLEMIT, BER 1 EFAKROAFEIILIDELENS 6 — 7
O0—3— (44— AMF¥—T2ZIVAFIANTy=)V) —N— (F
TS == 2—A)) —2-—VBUPCHIRFHFIR, 4-F—FREF
VRS —ANWAT =1, 2, 4= FUTV—bERAWVWT, &
Fl66LRABDHE INIRELEAEXRINS EHEEEZEAED
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BCHETHIENTES,

'HNMR (CDC14) 6:7. 07 (1H, d, J=3. 6Hz),
7. 18 (1H, d, J=8. 4Hz), 7. 25 (1H, d, J=38.
4Hz), 7. 49 (1H, d, J=3. 6Hz), 7. 70 (2H, s),
8. 35 (1H, s)

ESI-MS (m/e): 403 [M+H] *

BLEHF 9 1
N
0 S N\
o L T
(7/5 | 'l
N—N = s
NN e
L

3= (4 —"PAFNTI/)IFNFAFL—TxZ)VANT 7)) —6
— (4H-[1, 2, 4] U=V —3—ANANTryZ)V) —N
— (3= AFWN—-T[1, 2, A1 F7IOF7J—=)—5—-4)y) —2—-F
VDIV ANKRFTI RORE

HBEMI 10aEMmIE. 3,6 -y r7o0—-2—-YUIXhILERVE,
5=73I/)—=3—-AF)N—1, 2, 4—FF7I7J =, 44— AF)
PR)IFNFFT—-FF 72/ —=NVEAR3I—-ANVAIT =1, 2, 4
—FUTZY=2RAWT, WiEF 1 ERAEDOHFE, CTNIREUEHEX
INGEHBELEZHAEGDOEDIZEREIVBETSHIENTE S,
'HNMR (CDC1,;) 6:2. 37 (6H, s), 2. 61 (3H,
s), 2. 80 (2H, t, J=5. 6Hz), 4. 12 (2H, t, J
=5, 6Hz), 7. 00 (2H, d, J]=8. 4Hz), 7. 02 (1
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H, d, J=8. 8Hz), 7. 22 (1H, d, J=8. 8Hz), 7.
45 (2H, d. J=8. 4Hz), 8. 34 (1H, s)
ESI—-MS (m/e): 515 [M+H]*

BEpl 9 2
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3— (44— AIWNEANWAFNAF T -T2 VANV T 7)) —6 =

(4H—-[1, 2, 4] BTV —I=3—-ANWANT 7)) —N—

(FTV = —2—4))) —2-BUYTHVRFHI ROER
BiEE 9 2 D{bkAMIX. 3,6 -V o0 —2—-EUIHILR EE,
2—F3X)—-FF7—=I)v, 4—AIWNEANAFINFTF—-FF T/
—VEUR3—ANAT =1, 2, 4—bUTV—=ERWT, BiEfl
1 ERBOHE, CNICHUEAEXZIND EHELZEAEGDLES
ZEIEDVHETHIENTED,
I HNMR (CDC1l,) 6 :4. 48 (2H, s), 6. 95 (1H,
d, J=8. 4Hz), 6. 98 (2H, d, J=8. 8Hz), 7. 0
2 (1H,d, J=3.6Hz), 7. 13 (1H, d, ]=8. 4Hz),
7. 44 (1H, d, J=3. 6Hz), 7. 45 (2H, d, J=8.
8Hz), 8. 33 (1H, s)
ESI-MS (m/e): 486 [M+H] *
BiEM9 3
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3— (5—TOE—-6-AFN-EUYP>—3—-ANWANTy=)V) —
6 — (4H—[1, 2, 4] bUFPYV—=IN—=3—=ANANT 7)) —
N— (F7V=N—=2—-AN) —2-VFUPHNARFHIROHAK
BiEM 9 3DbamiZ. 3.6 -y 700 —-2—-EUIDXAIEE,
2—F3I)—FF7V—=)., 5—-T0OE-—3—-AINHTbF—6—AF)V—
PUSURUYS—ANAHT -1, 2, 4—bUTV—VERAWVWT, &
EH 1 EEBROFE. CNRELEFEXEZINGEFEEEZHAED
T2 LIREDEBETLIENTES,
!HNMR (CDC1,) ¢6:2. 72 (3H, s), 7. 00 (1H,
d, J=8. 4Hz), 7. 05 (1H, d, J=3. 6Hz), 7. 2
2—7. 24 (1H, m), 7. 48 (1H, d, J=3. 6Hz), 8.
01 (1H, d, J=2. 0Hz), 8. 33 (1H, s), 8. 52 (1
H, d, J=2. 0Hz)
ESI—-MS (m/e): 505, 507 [M+H]*
BlEd 9 4

Br

218



10

15

WO 2004/081001 PCT/JP2004/001568
)\ \>70H3
N S N\ N =N
T | H
N—N Z g

OH
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H—[1, 2, 4] MUYV NV—=3—AWANT 7)) —N— (3

—AFN—[1, 2, 4] =F7PF7)=)y=5—-4)) —2-EUD

CHANVKEYI FORHHE

BEH9 40AMIE. 3,6 —2r00-2-EBUIPTANKRVE,
5—73X/)—3—AF)—1, 2, 4—F7¥7V—J)b, 4— (2—-k
KoFyzF)N) —FF 72/ RE3—ANVATr—-1, 2, 4—
RUTZYV—b2RWT, 81 ERKBOFE, CNIRELCLEFEXE
CNHEEEBEEZEAETDLDEARIECIVHEBETHIILENTE S,

! HNMR (CDC1l,) 6 :2. 61 (3H, s), 2. 91 (2H,

t, J=6. 8Hz), 3. 84 (2H, t, J=6. 8Hz), 7. 0
7 (1H,d, J=8.4Hz), 7.21(1H, d, J]=8.4Hz),
7. 35 (2H, d, J]=8. 0Hz), 7. 48 (2H, d, J=38.
0Hz), 8. 36 (1H, s)
ESI-MS (m/e): 472 [M+H] *

&R 9 5
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OH
3—[4-(2—-EROFTIFN—TzZNVANT 7)) —6—(5

—AFN—4H-[1, 2, 4] bYFPV =N =3-ANVANT 7))
—N— (83—AF)N—[1, 2, 4] —FF7YF7/=)v=5—-4)) —
2—BUPANEFYI ROFAR

BgEH 9 5 DILEWIT. 3, 6—Yroo—-2-BUPCHIKIE,
5—F73X/)—-3—AF)—1, 2, 4—-FF7I7V—=), 4— (2—-k
RoFszFI) —FAF 72 /)= INVERE3 —ANVIT =5 —AF)—
1, 2, 4—hFUTPYV—=ERAWT, 861 EAKOFE, TNICE
CRFEXRING LEELZHATDOEDCEICKLVEETSIEN
TE5,

! HNMR (CDC1,) 6:2. 59 (3H, s), 2. 59 (3H,
s), 2. 94 (2H, t, J=6. 4Hz), 3. 94 (2H, t, J
=6. 4Hz), 7. 03 (1H, d, J=8. 8Hz), 7. 21 (1
H, d, J=8. 8Hz), 7. 34 (2H, d, J]=8. 0Hz), 7.
49 (2H, d, J=8. 0Hz) ESI-MS (m/e): 486 [M
+H] *

BIER 9 6

220



10

15

WO 2004/081001 PCT/JP2004/001568

D Sﬁg—&l
N S P °
mY("j\*u “
N—N A g

7

@'

3—- (FUDPY—3—ANANTZ 7)) —6—= (4H—-[1, 2, 4]
FUTY = —3—ANANT 7)) = N=(3—-AF)N—-[1, 2,
Al = FT72F7=)=5—4)) —2—-BUIANKFHTI ROH
£y

BEH 9 6 DILEWIZ. 3,6 —Yro0—-2—-EUIHILRIE,
5—73)—3—AF)I—1, 2, 4—FF7ITF7V—=), 3—ANAT
N—BUPUERR3—-ANH T+ —1,2,4—-—F U7V —=Il2HWT,
BLEF 1 CRBEOFE, CNICEUEFEXEING LEELZHAAS
HOEBZLICEVEETHIENTE S,

! HNMR (CDC1l1,) 6:2. 61 (3H, s), 7. 00 (1H,
d, J=8. 8Hz), 7. 29 (1H, d, J=8. 8Hz), 7. 4
1—7. 44 (1H, m), 7. 88—7. 91 (1H, m), 8. 41
(1H, s), 8. 71—8. 73 (1H, m), 8. 76—-8. 77 (1
H, m)

ESI-MS (m/e): 429 [M+H] *

BlLgEp 9 7

221



WO 2004/081001 PCT/JP2004/001568

~N
0] S }4%
N_ _S P 3

N—N %
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[1, 2, 4] PUTFYV—)I—=3—ANANTr=)V) —N— (3—XR

FIN—[01, 2, 4] —F7PF7J—=)y=5—=-4A)) —2—-EUP>H
5 JAFYI FORE

BLUER 9 7T DLEMIT. 3,6 -y oo -2 —-EUTHILE UE,

5—73X/)—3—-AF)—1, 2, 4—F7I7J—=). 3—ANWAT

F=6—XFN—-—BUVIPRUN3I-A)NAETr=1, 2, 4—H~UTV

—JVERAWT, ®iEfl 1 LEAKROFE, CNIKELCLEFEXRING L
10 BELZHEAIAGOEDZIZERCIDHEBETLHILENTES,

IHNMR (CDC1,) 6:2. 62 (3H, s), 2. 64 (3H,

s), 7. 02 (1H, d, J=8. 0Hz), 7. 25 (1H, d, J

=8. 0Hz), 7. 31 (1H, d, J=8. 0H), 7. 78 (1H,

dd, J=1. 6Hz, 8. 0Hz), 8. 35 (1H, s), 8. 60
15 (1H, d, J]=1. 6Hz)

ESI—-MS (m/e): 443 [M+H] *

BEH 9 8
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CH,

3— (4—CAFINTI)IFNFAFT Tz ANTryr=)) —6

- (4H—-[1, 2, 4] PUTPI=IN=3-ANWANT7=)v) =N
- (F7vo [5, 4-b] BUDP=2—-A4)) —2-EUP>AH)

hEHI FOFH

BEH 9 8 DbEMIZ. 3,6 -y o0 —2—-EU I ALK VEE,
2—-73/)—Fryvno [b, 4—-b] EUPY, 4= AFITI/L
FNAFT—-FF 72 /) —=NVEOR3-ANAT =1, 2, 4—F UYT
VelbERWT, BEA 1 EREROFE, CRICTBUEFEXEI NS
CEELEZHATDESRICEICLVDEBETLSIIENTE S,
'HNMR (CDC1,) 6:2. 43 (6H, s), 2. 70—2. 8
8 (2H, m), 4. 08—4. 14 (2H, m), 6. 88 (2H, d,
J=8. 4Hz), 6. 89—6. 93 (1H, m), 7. 13 (1H,
d, J=8. 8Hz), 7. 31—7. 35 (1H, m), 7. 38 (2
H, d, J=8. 8Hz), 7. 96 (1H, d, J]=8. 4Hz), 8.
37 (1H, s), 8. 44 (1H, d, J]=4. 0Hz)
ESI-MS (m/e): 551 [M+H]*

BiEw 9 9
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CHs
83— (6—AFN—FEUPY—3—ANANT7=)V) —6— (5— %

FIV—4H-[1, 2, 4] PUTFV—=IN=3-ANANT 7=)V) —

N— (3—2AF)—[1, 2, 4] —F7PF7V—=I—=5—-4)) —2

—EBUDANEFHI ROFE

HEH 9 9DLAEMIZ. 3,6 —Yruon—-2-EBUPHIIR B,
5—73X/)—3—-AF)—1, 2, 4—FFPF7J—=). 3—ANAhT
F=6—AFN—-EUDPRIRS—ANVATF—5—-AF)I—-1, 2,
4—- N7V =IERAWT, Bl LEEROFE, CNIKETCELE
XZINEEFEEEZHAADEAIELEICIDVBETSHILENTE S,
I!HNMR (CDC1l,) 6:2. 60 (3H, s), 2. 61 (3H,
s), 3. 64 (3H, s), 7. 00 (1H, d, J=8. 8Hz), 7.
20-7. 36 (1H, m), 7. 29 (1H, d, J=8. 0Hz),
7.77 (1H, dd, J=2.4, 8. 0Hz), 8. 63 (1H, d,
J=2. 4Hz)

ESI-MS (m/e): 457 [M+H] *
BEF 100
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CH

3 — (6—%9")1/—351)*‘/“‘/-—3—/rJl/Z)l/77::)l/) —6— (4H-
(1,2, 4] MUY= N=3—-ANANTZr=)y) —N— (1, 2,
5] FPUT7Y = —3—4)) —2—-VBUIHNRFYI ROHFER
BLEmH 100 D{EWIZ. 3, 6 —Yr7oo—-2-BUT2HIERY
B, 3—-73/)—-1, 2, 5 —=F727Y—=)v, 3—ANVAHTHr—6~—
AFN—BUPVERR3I—ANAT -1, 2, 4—FUTV—ILEM
W, BliEfl 1 ERBEOHE, ChICEUAEFBEXR NS &EEEE?E
MABHEDTEICLVBET S ZENTES,

!HNMR (CDC1,) 6 :2. 63 (3H, s), 6. 99 (1H,
d, J=8. 8Hz), 7. 21 (1H, d, J=8. 8Hz), 7. 2
9 (1H, d, J=8. 1H=z), 7. 78 (1H, dd, J=8. 1,
2. 2Hz), 8. 37 (1H, s), 8. 60 (1H, d, J=2. 2
Hz), 9. 38 (1H, s)
ESI—-MS (m/e): 429 [M+H] *
s 101
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3— (2, 3= ROV IFG>—=5—-AIWANT 7y Z)V) —6—
(4H—T11, 2, 4] MUTYI—=NV—-83 - ANANTr7=)V) —N-—
(F7I=IN—=2—A4)) —2-—VBUPANARFYTI FOHFHH
BEH 1 01 OEWIT, BER 1 LAROAFECEIDELSNDS 6 —
700—=3—=(4—AMFT—TzZIAFINAINT 7)) —N— (F
TS =N=2=AN)~2-BUIPYHNAFTIRN, 5-I—F—2,
3—YeRaRIYVISFURUOI-ANAET =1, 2, 4—1 UTV
—NVERWT, BiEH6 6 LRKOAFE, CTNICECEFEXFINS
CHBEEEHAGDETHEBETSIIENTES,
!HNMR (CDC1,) 6 :3. 26 (2H, t, J=8. 8Hz),
4. 66 (2H, t, I]1=8. 8Hz), 6. 86 (1H, d, J=8.
OHz), 7. 02 (1H, d, J=3. 2Hz), 7. 06 (1H, d,
J=8.8Hz), 7. 22 (1H, d, J=8. 8Hz), 7. 31 (1
H, d, J=8. 0Hz), 7. 35 (1H, brs), 7. 45 (1H,
d, J=3. 2Hz), 8. 34 (1H, s)
ESI—-MS (m/e): 455 [M+H] *
BEM 10 2

)
S
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[1, 2, 4] NUTY—=N=3—-ANANVT7=)V) —N—- B3-Ab

F—-[1, 2, 4] —F72PF7V—=N=5—-4)) —2-EUI A

JRFY I FORE

#aEH 1 0 20EMIT. 3, 6 —Y o0 —2—-EUDHIIRY
B, 5—-73/)—-3—-XAbF¥—-1, 2, 4=F7I7V—I), 3— A
WAT =6 —AFI—-—EBEUIROI3I - A)NHIHT =1, 2, 4—F
D7V —=IVERWT, 8iEf 1 ERKOHE, INICECEFEXED
NEEBEEEZHARTDESIEICLVEBETLZIIENTES,
'!HNMR (CDC1,;) 6:2. 65 (3H, s), 4. 08 (3H,
s), 6. 90—-7. 05 (1H, m), 7. 10—-7. 30 (2H, m),
7. 70—7. 80 (1H, m), 8. 39 (1H, s), 8. 63 (1
H, brs)

ESI—-MS (m/e):459 [M+H] *
BiEpH 103
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3— (6—AFN-EBUDPY—-3—ANANT 7)) —6— (4H—
[1, 2, 4] PUTV=I—=83—-ANWANT 7)) —N— (3—-%

pozZol—[1, 2, 4] —F7PF7V=)=5—=-4a4) —2—-¥
DO ANERFH I FOHRS

#iEH 1 0 3DEmIE. 3, 6 —Yron—-2-BUYHIRY
B, 5—73/)—-3-yr707a€l—-1, 2, 4—-F7T7V—),
S—ANWHTR—=6—AFN-BUPCREI-ANAHT -1, 2,
4A—hFUTYV—IhZRANWT, #iEH 1 LRKOHFE, CTNIRELZAE
XEINs EBEEEZHABTDERIEICXVEETHIENTES,
I'HNMR (CDC1,) 6:0. 90—1. 20 (4H, m), 2. 2
0—-2. 35 (1H, m), 2. 64 (3H, s), 6. 99 (1H, d,
J=8. 8Hz), 7. 20—-7. 30 (2H, m), 7. 76 (1H,
dd, J=2. 4, 8. 0Hz), 8. 38 (1H, s), 8. 62 (1
H, brs)

ESI—-MS (m/e): 469 [M+H] *

BlEH 104
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V) —2-—EUPHNEFYIRORA

#iEH 1 0 40kEMIT. 3, 6 —Yroa—-2-BUIHINKR>
B, 5—73I/)—-3—AF)—1, 2, 4—-F727V—), 4—-I R
FINTI)IFNFAFY—FF T2 /) —=IVEER3=A)NHTE—5—R
FI—1, 2, 4—hUTZV—=)VERANT, "iEf 1 ERAKOFIE. T
NI HFEXRIhsEEEEZEA2GDERIIEICLDEET S
ZEWTE S,

! HNMR (CDC1,) 6:2. 41 (6H, s), 2. 58 (3H,
s), 2. 59 (3H, s), 2. 83 (2H, t, J=5. 5Hz), 4.
12 (2H, t, J=5. 5Hz), 6. 91 (2H, d, J=8. 8H
z), 6. 94 (1H, d, J=8. 6Hz), 7. 17 (1H, d, J
=8. 6Hz), 7. 40 (2H, d. J]=8. 8Hz)

ESI—-MS (m/e):529 [M+H] *

BiEH 105
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—[1, 2, 41 PUTPYV=N—-3—-ANWANT 7)) —N—= (F7

Jelb—2—4 ) —2-VBUPANEFYI FOHRHE

BLEH 10 50LAMIZ. HEF 1 EAKOFEIIIVELSINDS 6 -7
O—3— (4—AMFT—=T 22 )V AFNVANT 7y ZIV) —N— (F
TS =2—4)) —2-BUTCHANRFTIR, 2-7)FDo-
4—-3a—R-—FPUPIYRUOI—-ANAhHTr=-1, 2, 4-~UTV—)
ERHWT, 86 6 ERKOFE., CHIKECEABEXR NG EFE
HBEERHEAADETHBETZILNTE S,

! HNMR (CDC1,) 6:6. 95—7. 10 (2H, m), 7. 2
0—7. 26 (2H, m), 7. 30—7. 42 (1H, m), 7. 40
~7.50 (1H, m), 8. 10—8. 26 (1H, m), 8. 38~—
8. 45 (1H, m)

ESI—-MS (m/e): 432 [M+H] "
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3— (2—"AbFT-—EUID=5—-A4)NWANWT 7)) —6— (2
H—[1, 2, 4] PYUTZYV—=)V—3—A4 WAV TZryr=)V) —N— (F
T = =2—A)) —2-FUTIHIEFYI RORAN

BMEH 10 6 OLEWIE. MER 1 ERABEOAECEVBELNS 6 —
POR—3—(4—ANFY =Tz AF VAT 7 =)b) =N — (F
T =2 —A) —2-PUTTANRFFIR, 5-3—RK—2
—ARFY-PUIDCRURS—ANATS -1, 2, 4—RU TV —
VERAWT, WEHG 6 ERAEOAE. CRRELEFEXEINS &
BIEEEHABDETHET S ENTE S,

'HNMR (CDC1,) 6:4. 10 (3H, s), 7. 02 (1H,
d, =8. 4Hz), 7. 06 (1H, d, J=3. 6Hz), 7. 3
2 (1H,d, J=8.4Hz), 7. 50 (1H, d, ]=3. 6Hz),
8. 39 (1H, s), 8. 65 (2H, s)

ESI—-MS (m/e): 445 [M+H] *
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3= (6 AFIN—-EBEUDPY—3=AINWAINT7r=)) —6— (5—X
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B, 5—-73/-1, 2, 4=F727V—=)h. 3—ANHT -6 —
AFIN-EUDPIRUE3I—ANITh=5—-AF)h—1, 2, 4—K1
TV ERWT, Gl ERKOFE, CRRELEFEXEIN
S5EHEELEEMARTDOEBIEICLIVMBETHIENTE S,
IHNMR (CDC1,) 6:2. 62 (3H, s), 2. 64 (3H,
s), 6. 99 (1H, d, J=8. 8Hz), 7. 20~7. 35 (2
H, m), 7. 77 (1H, dd, J=2. 0, 8. 0Hz), 8. 35
(1H, s), 8. 63 (1H, brs)
ESI—-MS (m/e): 443 [M+H]*

BiEHl 108

O—~""0H
3— 4—-EBRFPIFNAFRFL -T2 NANTyZ)) —6— (4

H—[1, 2, 4] NUTIV—=IN—=—3—-A)NWANVTry=)k) —N— (3

—AFN—T[1, 2, 4] = FF7IPF7V—=)=5—-4)) —2—-EUY

CANREYI RORE

#igEH 1 0 SDEEMIZ, 3, 6 —Yroo—-2-EBUYCHIKRY
B, 5—73/—3—AF)I—1, 2, 4—-FF7P7J =), 4—ER
OF L FNAFTO—FF 72/ VKR —ANAHT -1, 2, 4
—PUTY—IERAWT, BEMA 1 ERAEOFE, CNIKELEFEX
ZINDEHEELEMAADESL LRI VBETEIENTE S,
!HNMR (CDC1,) 6:2. 63 (3H, s), 3. 99 (2H,
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m), 4. 13 (2H, m), 7. 00—7. 08 (3H, m), 7. 25
(1H, d, J]=8. 4Hz), 7. 49 (2H, d, ]=8. THz),
8. 36 (1LH, s)

ESI-MS (m/e): 488 [M+H] *
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CHs
3—(4—VIFNWANNEANAFNAFS =T VAN T 7 Z)b)

—6— (4H-[1, 2, 4] bUTV=IV=3=ANANT 7 =)V)

~N— (F7V—=N=—2—-A4)) —2-BUPHIFEFYI ROHL
BER109D{LAMIE. 3, 6 - rOO0—2-BUPCANLERY
B, 2-73/-FT7V=)h. 4=YZFNWANNEANAFIVAF Y
—FF Tz /) —=IVRUO3—ANAhHT =1, 2, 4—bUTYV—)LEH
WT, BEF 1 ERBEOFE, CNRECEZFENRIINS EEEEE
HMABGDED LRI VEETHIENTE S,
'!HNMR (CDC1,) 6:2. 72 (6H, s), 7. 02 (1H,
d, J=3. 6Hz), 7. 03 (1H, d, J=8. 0Hz), 7. 2
0 (1H,d, J=8.0Hz), 7. 44 (1H,d, J=3.6Hz),
7. 66 (2H, d, J]=8. 4Hz), 7. 78 (2H, d, ]=8.
4Hz), 8. 31 (1H, s)
ESI-MS (m/e): 542 [M+H] *
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3— (6—3707uEN—EUP—3—ANWANT7yZ)V) —6 —
(4H—T[1, 2, 4] U7V —=3—ANWANTr=)V) —N-—
(FT7=)V=2—=—A4)) —2—-—BUPANTFYI FORH
BiEm 11 00kEHMIT. 3, 6 —Yroo—-2-BUIPAINERY
B, 2—-73/)—-FF7YV—=)v., 6 —7070EN—-3—-ANAT k-
PUPYER3I—=ANAT -1, 2, 4—bNUTYVYV—IZHWT, &
AL ERBOAE., CNIKBCEAEXIINS EEEELEZHRAED
BB LRCEVEETHIENTES,
!HNMR (CDC1,) 6:0. 70—1. 38 (4H, m), 1. 9
8—2. 18 (1H, m), 6. 96—7. 08 (2H, m), 7. 46
(1H, d, J]=3.2Hz), 7. 70 (1H, dd, IJ=2. 0, 8.
4Hz), 8. 36 (1H, s), 8. 566 (1H, d, J=2. 0Hz)
ESI-MS (m/e): 453 [M+H] *
BEp 111
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.
Riaven

g

CH,
3— (6—"AFN—-—EYIPY=3—ANWANT 7)) —6— (5—=R
FI—4H—[1, 2, 4] BUTFV—=IV—=3—-ANWANVT 7y =)V) —
N— (FZ7V=IN=2—=4)) =2-VBUIPAINFTFHIFORA
R 1 1 1 ofkamix, 3, 6 —>Yr70n0—-2-EBUIZ AR
B, 2—-73I)—FF7V—=)., 3=ANATr=6—-AFI-EUD>
EXR3—ANWHAT =5 —-AF)N—-1,2,4—-— 0TV =IERNT,
BLEF 1 ERBEOFE., CNRECEFEXB NG LEEEZHEASE
DEDIZELCIVHEETZIENTESD,
! HNMR (CDC1,) 6:2. 57 (3H, s), 2. 64 (3H,
s), 6. 96 (1H, d, J=8. 8Hz), 7. 02 (1H, d, J
=3. 6Hz), 7. 20 (1H, d, J=8. 8Hz), 7. 25~—7.
29 (1H, m), 7. 46 (1H, d, J]=3. 6Hz), 7. 76 (1
H, dd, J=2. 4, 7. 6Hz), 8. 63 (1H, brs)
ESI-MS (m/e): 442 [M+H] *

o) S
\
SN Wg}

N

83— (6—AFN-—BUDY—-3-ANWANT7Z)) —6= (EFV
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— W =4 —ANVANVT 7Z)) =N— (FF7V=)V—=2—-4)) —2—

EUD AN AFTI RO

BERA L 1 20{EWIE. 3, 6 —Yron—-2-EBUY hHILRY
B, 2-73I)-FT7YV—=, 3=ANIT =6 —-AF)-BUD>
KO4—A)NAHTM-—ESYV—)ERWT, BEMN 1 LAKDOHE, T
NITELCEFEXTINS EEREE2HEAAGDES I EICXDEET S
ZEMTES,

!HNMR (CDC1,;) 6:2. 62 (3H, s), 6. 88 (1H,
m), 7. 05 (1H, m), 7. 24 (1H, d, J=8. 9Hz), 7.

30—7.68 (3H, m), 7. 72 (1H, dd, J=1. 1, 8.
9Hz), 7. 76—-7. 82 (1H, m), 8. 60 (1H, d, J=
1. 1Hz)

ESI-MS (m/e): 427 [M+H] *

Bl 113

_N

7 Y—cH
N _S_ _N Ps 3
<W/ | N ” N
N—N F

S

7

!

O\/CH3

3— (6—TbhFT-EBUYUPL -3 —ANANT 7)) —6— (4H
— [1, 2, 47 bUFPYV—=N=3—-ANANT7=)y) —N— (3-—
AFN—=[1, 2, 4] —FF7PF7/S=)—5—4)y) —2-¥EYI>
ANHEEFYI B o5 ‘

BiEm 11 30kEMIT. 3, 6 —Yron—2-EBUDCHIR
B, 5—-73/-3—-btRoF>—-1, 2, 4—-F727JV—). 6—
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IhFY—3-ANATI-BUP RO -ANAIT -1, 2, 4
— MUY= ZERWT, ®iEfl 1 ERFEDFE, CNITECEFHEX
RINSEREELEEZMARDEB LTI VHETEILENTE S,
IHNMR (CDC1,) 6:1. 43 (3H, t, J=6. 9Hz),
2. 06 (3H, s), 4. 42 (2H, q, J=6. 9Hz), 6. 8
5(1H, d, J=9.0Hz), 7. 08 (1H,d, J=9. 0Hz),
7.29 (1H,d, J=9. 0Hz), 7. 69 (1H, dd, J=9.
0, 2. 1Hz), 8. 31 (1H, d, J=2. 1Hz), 8. 37 (1
H, s)

ESI~-MS (m/e):473 [M+H] *

BiEH 114

0 s\
s L LY
(7/ | H
N—N Z g

0=5=0

H3C/N\CH3
3= (4=—PAFNTIIANEZIN =T )VANT 7y Z)V) —6 —
(4H—[1, 2, 4] RYTPV—=N=3—-ANWANTr7r=)) —N=
(FT7V—=N—2—4)) —2—EBUPANRFHI ROHAK
s 1 140bEmiE. 3, 6 —Yrn0o0—-2-BUIP AR
B, 2—73I)—FF7V =, 4—PAFNTI ANV —FF7
/) —=VERUR3—ANH T =1, 2, 4—bUTV—=VERNT, &
A1 ERBOFE., CNICECEAEXZINS EEEEZHAED
T2 LK VEETLHIIENTE S,
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' HNMR (CDC1,) 6:2. 72 (6H, s), 7. 02 (1H,
d, J=3. 6Hz), 7. 03 (1H, d, J=8. 0Hz), 7. 2
0 (1H,d, J=8.0Hz), 7. 44 (1H,d, J]=3. 6Hz),
7. 66 (2H, d, J=8. 4Hz), 7. 78 (2H, d, J]=8.
4Hz), 8. 33 (1H, s)

ESI-MS (m/e):520 [M+H] *

BiEH 115

_N
@) S\>*CH
N _S.__N P& 3
SRS
N—N A g

7

h

E
3= (5—=—NAD—-—BUP -3 -—ANVANTF=)) —6— (4H
—[1, 2, 4] RUFPYV—NV=3—ANVANTryrZ)y) —N— (3 —
AFN—[1, 2, 4] —FFPF7I—=N—=5—-4)) —2-EUD>
ANARFHI ROFHE

BEm 1 150kAEMIZ. 3, 6 —Y7oo—-2-YUIY>hIRY
B, 5—-73/—-3—-AF)—-1, 2, 4—FF7VF7J—). 5—=7)
FO=3—ANATF-EUIRI3I—-ANVHTr—-1, 2, 4—F
U7V —=)bZRWT, ®BEM 1 EFAROAE., CNCELCEAEXRZ
NSO ERELEMAADED I ELEIVBEET B ENTES,

' HNMR (CDC1,) 6:2. 59 (3H, s), 7. 02 (1H,
d, J=8. 8Hz), 7. 30 (1H, d, J]=8. 4Hz), 7. 6
0—7. 75 (1H, m), 8. 41 (1H, s), 8. 50—8. 65
(2H, m)
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ESI—-MS (m/e): 447 [M+H] *
gEp 116

0
3— (2, 3= RaR>VIFT>—=56—-ANWANVT 7)) —6—

(4H—-[1, 2, 4] RYTFI—=N=3—=ANANT 7)) —N=
(83—AFN—[1, 2, 4] —FFPFI—)y—=565—-4)) =2 ¥
DO ANARFHIROFE

BOEH 11 6 OEMmIE. BEM 1 ERAKOFEIILDELINS 6 —
7080 —3—(4—AMFT—=TzZWAFIVAINT 7y =) —N—(3
—AFN—=1, 2, 4=—F7PT7V—=NV—56—A4)) —2-EUTA
WARFYFIR, 5—-F—F—-2, 3-JbRORIYTITIFTIRLEI3 —A
VAT =1, 2, 4—bUTV—VERWT, ®iEHG6 6 EEKDH
B, CNICECEZAEXBINGEEELZHAEDETHETS I L
NTED,

Il HNMR (CDC1,) 6:2. 61 (3H, s), 3. 25 (2H,
t, J=8. 4Hz), 4. 65 (2H, t, J]=8. 4Hz), 6. 8
5 (1H,d, J=8.4Hz), 7. 05 (1H, d, J=8. 4Hz),
7. 06—7. 33 (3H, m), 7. 78 (1H, dd, J=2. 4,
8. 5Hz), 8. 31 (1H, s)
ESI-MS (m/e): 470 [M+H]*

BEsl117
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0 N/j
v son A
e
N—N A g

O\CH3

3— (4 - AbFT -T2 NVANTyZ)V) —6—(4H-[1, 2,
4] PUTFYV—=V—=3=AWANT7=)y) =N— ([1, 2, 4] — b
U792 —=3—A4)y) —2-VEUPANFTFHIFOHM

5 ML 1 70AEMIX, 3, 6-—Yr7oO—-2-EUPCHIRY
B, 3—73/—-1, 2, 4-hUTP>, 4— A F¥—-FF T/
— VRO 3 = ANWAT ~1, 2, 44— UTV—=I)vERAWT., &EfH
1ERABEDOFE, CNRELCZFEXE N LEELZHA2EDES
CERKDHEBEBTHILENTES,

10 'HNMR (CDC1,) 6:3. 84 (3H, s), 6. 95 (2H,
d, J=8. 8Hz), 7. 00 (1H, d, J=8. 8Hz), 7. 1
7(1H,d, J=8.8Hz), 7. 44 (2H, d, J=8. 8Hz),
8. 40 (1H, s), 8. 63 (1H, d, J=2. 4Hz), 8. 9
6 (1H, d, J=2. 4Hz)

15 ESI-MS (m/e): 439 [M+H] *

BEm 118
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0O s—N
N_ _S J\)’mh
SIRCAE
N—N A g

O~ "OH
3—U—INARFY Tz Z) VAN T 7)) =6 —(5 = AF)IN—-[1,

2, 4] MU= INV—=—3—=ANWANTy=I)V) —N— (83— AF)V—
(1, 2, 4] —FF7IFV—b=5-4)) —2—EU I hLES
I ROHAS

MyEE 11 8 OLAMIE. 3, 6-UrO0—2—EUVIHILEY
B, 5-73/)-83-AFN—1, 2, 4—FF7IT V=), 4—H)
KEY—FF Tz ) VRE3—ANHT h=5—AF)—1, 2, 4
S RUTYVo L ERWT, B 1 EFAEOFE. CHICEDEFEY
TG EBIEE EMAEDED LV MET A ENTES,

' HNMR (CDC1,) 6:2. 46 (3H, s), 2. 52 (3H,
s), 7. 00 (1H, d, J=8. 8Hz), 7. 13 (1H, d, J
=8. 8Hz), 7. 52 (2H, d, J]=7. 8H=z), 8. 01 (2
H, d, =8. 0Hz)
ESI-MS (m/e): 486 [M+H] *
g 119
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N
2 L]
S N
P
N—N A g
Z

N

O\/CH3
3= (6—ITbrFT—EBUP—=3-ANWANTryZ)) —6— (4H

—[1, 2, 4] PUFPYV—=)I—3—ANANTr=)) —N- (EF
Dr—2—q4)) —2-VBUPCHNEFYIROHH

BLEF 1 1 9 0fkEMmIE. 3, 6 -0 —-2-EBUYZHIRY
B, 2-73X/)-E5Y2, 6—IZhrF¥—3—-RANATr-EUD>
B3 —A)NHTb—1, 2, 4—bUFZV—=)bZ2AWT, &iEH1 L
FHOHFE, CNICECEFEXRI NG EFEEZzHAA2EDES I &
WKWEDEETHIENTES,

! HNMR (CDC1,) 6 :1. 43 (3H, t, J=6. 9Hz),
4. 41 (2H, q, J=6. 9Hz), 6. 83 (1H, d, J=38.
7THz), 7. 06 (1H, d, 1=8. 7THz), 7. 27 (1H, d,
J=8. 7THz), 7. 69 (1H, m), 8. 29—8. 35 (2H,
m), 8. 40 (1H, m), 8. 42 (1H, s), 9. 75 (1H,

m)
ESI—-MS (m/e): 453 [M+H] *
BgEp 120
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N

w

3— 3%V —-[1, 2—-a] —~BUYUDP>Y—=6—-AWAINT 7 =)V)
—6— (4H—-[1, 2, 4] PUTFV—=)NV=3—-ANWANVT 7))
~N— (83— XAF)—[1, 2, 41 = F7PF7J—)v—5—A4)) —
2—BUDCHNAFYI ROHRE

BEF 12 0 D{bAEMIT. BEH 1 ERKROFIRITLDBLENS 6 —
7l —=3—(4—ANFT—TzZIWAFNVANT 7y Z)) —N—(3
—AFN—-1, 2, 4—=F7PT7V—=I—5—-4A4J)) —2—-EUT A
WARFHIR, 6-F—R-a23FYy-[1, 2—a] " BEUDPVED
3—ANWATh—1, 2, 4-RMUTFTV—VEAWVWT, BEFG6 6 LM
BOFE, CRICEUCEZAFEXTI NG EEEEZHAEGDES I EIT
LDEBETSZENTES,

! HNMR (DMSO—d ;) 6d:3.30¢(3H, s), 7. 10~7.
40 (3H, m), 7. 6 0—7. 80 (2H, m), 7. 97 (1H,
s), 8. 60—8. 80 (1H, m), 8. 93 (1H, s)
ESI-MS (m/e): 468 [M+H] *

g1 21
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N

83— (2=AFNW-¥EUPY—=3—-—ANANTrZ)) —6— (4H—
(1, 2, 41 bUTFYV—=N—=83—ANWANT 7)) —N— (3—-X
FI—[1, 2, 41 - FF7PF=)~-5—-—4a)y) —2-EBUIH
WARFHI FORAE

BEH 1 2 1 0AWIE. 3, 6 —Yr7oo—-2-BEUIHIES
B, 5—-73/)—-3—-AF)NV—1, 2, 4—F727V—). 3—-RAJ)
HT =2 —AFN—EBUPUERAR3-—ANAHT -1, 2, 4—1HV
TV ERNT, Bl ERZROAE,. CNRKBELCEZAFEXE N
HLEEEEZHABDESIIEIRIVEBETLZILENTES,

I HNMR (CDC1,) 6:2. 59 (3H, s), 2. 62 (3H,
s), 6. 84 (1H, d, J=8. 8Hz), 7. 20~-7. 35 (2
H, m), 7. 80—-7. 92 (1H, m), 8. 43 (1H, s), 8.
60—-8. 68 (1H, m)
ESI—-MS (m/e): 443 [M+H]*
BiEH 12 2
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N _S P
SRSAN
N—N A g

~C

>

O
Hs

33— 4 —-AbFT -T2 )WANWTyrZ)) —6—(4H—-[1, 2,
4] PUTFI—=NV—=3—ANWAINTy=)y) —N— (FF7Vno [4, 5
—b] BUPY—2-4)V) —2-BUPYANREYI ROAM
BiEm1220EaWE, 3, 6 -Y700—-2~-EUD2hIR>
B, 2—73/)—F7V0[4, 5-b] BUIY>Y, 4—A+FT—F
72 )= NVROS—ANHTh—1,2,4—- 0TV —LERNT,
BGER 1 ERBOFE., CNICELEFEXR NS EEBEEAAE
ODEBIERIVBET B LENTE S,
lHNMR (CDC1,) 6:3. 88 (3H, s), 7. 01 (2H,
d, J=8. 8Hz), 7. 03 (1H, d, J=8. 0Hz), 7. 0
2—7.26 (1H, m), 7. 50 (2H, d, J]=8. 8Hz), 8.
23 (1H, d, J=8. 0Hz), 8. 52 (1H, s), 8. 59 (1
H, s)
ESI-MS (m/e): 494 [M+H] *
BligEs 12 3
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Ne _S_ N I )S;N\>_CH3
Y
N—N A g

X

|
HsC AN

83— (B=AFNW-VBUYDPY—3-ANWANTIF7Z)) —6— (4H—
[1, 2, 4] NUTY—=N=3—-ANWANVT7Z)) —N—= (3—-XA
FI— 01, 2, 4] =FT7P7I=)V=65—-4) —2-"EUTH
IWAFHI FOHE

BEG 1 2 30EMIX. 3,6 —Yrsnn—2-EU P HIE VE.
5—73X/)—=3—-AF)I—1, 2, 4-FF7P7V—=)v, 3—ANVAT
=5 —AFN—-—EBUPCERE3I—-ANAT -1, 2, 4—FUTY
—IVERAWT, BEf 1 ERAKROLFE, CNICELCLZFEXEIING &
HEEEHAADELRELICLVDBETLEIENTES,

' HNMR (CDC1,) 6:2. 40 (3H, s), 2. 60 (3H,
s), 6. 99 (1H, d, I=8. 4Hz), 7. 22—-7. 30 (1
H,m), 7. 71 (1H, s), 8. 40 (1H, s), 8. 565 (2H,

m)
ESI—-MS (m/e): 443 [M+H] *
gaEH 1 2 4
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N S N XN
N"N F S

OT/F
F
3— (4, 4—7NVABRAFNZIFL -T2V AN Try=)) — 6

— (4H-[1, 2, 4] PUTPV—=NV=3=-ANANVTy=)V) —N
- (B9 —2—14)) —2—-BUPHANFTFYHIFOHAA

BEH L 2 40{EEMIE. 3,6 - a0 —2—-FPUITHIEVE,

2-73I/)-E5V2. 4, 4=V INFOAFNTF I -FF T/
—WRO3 —ANAHT =1, 2, 44— UTV=NZRANVWT. &i&H
LEFROAFE, CNRELLEFEXBFINS LEELZzHAGDES
CEICKVDEEBETLHIENTES,

'!HNMR (CDC1,)6:6.62 (1H, t, J=73Hz), 7.
05 (1H, d, J=9. 0Hz), 7. 20—7. 30 (3H, m),
7.60(2H,d, J=8. 7Hz), 8. 30—8. 43 (2H, m),
8. 41 (1H, brs), 9. 78 (1H, brs)
ESI-MS (m/e): 474 [M+H] *

BysE 125

247



10

15

WO 2004/081001 PCT/JP2004/001568
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N.__ S _N /L//\N\CHa
S
N—N A g

X

N
CHs

3= (6 —AFN-—EBUP> -3 —-ANWANTry=)) —6— (4H~—
[1, 2, 4] PUFPV =DV =3—ANWANVT7=)y) =N— (1—-R
FI—1H—[1, 2] —E5V—=)y—3—-4A4)) —2-EUP AN
AFEHVIFOHE
MEp1250EaMIT.3,6-Yro0—2—-EUIHIVRIE,
3—-73X/)—1—-AF)—1H- [1, 2] ES5V =), 3—-ANVAT
=6 —AFN—BUDPYERARI—ANAT =1, 2, 4—K~UTY
—JVERHWT, #iEsH 1 ERKROAE, CNRNIKECLZFEXRIINSG &
BHEEEMABADESLZEIRKVREBETHIENTE S,

IHNMR (CDC1,) 6:2. 64 (3H, s), 3. 89 (3H,
s), 6. 91 (1H, m), 6. 97 (1H, d, J=8. 4Hz), 7.
17—-7. 36 (3H, m), 7. 79 (1H, m), 8. 31 (1H,
s), 8. 63 (1H, m)
ESI-MS (m/e): 425 [M+H] *

BEF 126
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K P~cn,
<MTSTiEEL” N~ CH
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3— (6—bROYFIFIN-—VEUD>—3—ANANTy=)) —6

— (4H-[1, 2, 4] PUTV=N=83—-ANANT7=)V) =N

— (B3=AFN—=1[1, 2, 4] =FT7PF7J=)V=5—-4A)) —2 —

CUPANRFTI FORHE

slgEE 1 2 6 D{LEMIE. 3,6 —Yrnno—2—-EBUIUHIVEVE,
5—73XI)—3—XAFNV—1, 2, 4—=F727V—=)b. 6 -t RoF
PIFN =3 —ANAHTN-BUDRUO3—ANABT—1, 2, 4
—MUTYV=IvEHWT, 8iEH 1 EREOAFE. TNITELCZFHEX
BRINGEFEEEHABDESDI L EICLVBETSHIENTES,
!HNMR (CDC1,) 6:2. 57 (3H, s), 3. 04 (2H,
t, J=6. 0Hz), 8. 97 (2H, t, J=6. 0Hz), 6. 9
8 (1H, d, J=8.8Hz), 7. 20 (1H,d, J=8. 8Hz),
7.30(1H,d, J=8.0Hz), 7. 78 (1H, dd, J]=2.
4, 8. 0OHz), 8. 32 (1H, s), 8. 57 (1H, d, J=2.
4Hz)

ESI-MS (m/e): 473 [M+H] *

Bligp 127
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E
3—4—ynFo—TJzZ)VANTryZ)) —6— (4H-[1, 2,
4] PPNV =3 —ANVANTryr=)y) —N— (1 —AF)—1H
—[1, 2] " ¥5—=)y—3—4))) —2—EUIDHANRFHINR
[OFE 3

BiEF 12 70EMIT. 3,6 ro0—-2-EUDUHIIEE.
3—ANAT v —=1—=-—AFI—1H-[1, 2] ¥E5V—=I., 4—T)
FAO0-FF T2 /) —NVEAE3—ANAT =1, 2, 4—FUTV—)b
ZRAWT, 86 1 ERAKROFHE, CNICELEZFEXRINSG &FE
CEHARDLDELDZIECIVEBETLHZIENTES,

'HNMR (CDC1,) 6:3. 85 (3H, s), 6. 89 (1H,
brs), 6. 97 (1H, d, J=8. 7THz), 7. 11—-7. 21
(3H, m), 7. 30 (1H, d, J=8. 7Hz), 7. 57 (2H,
m), 8. 35 (1H, s)

ESI-MS (m/e):428 [M+H]*

BiEp 128

250



WO 2004/081001 PCT/JP2004/001568

P
N S N x CH
*ROARN
N—N F

S

AN

| N

3— (2—AXAFN—A3IFYJ—-T[1, 2—a] —BEUDP>—6—-—14IRA

WI77=J)v) —6— (4H-T[1, 2, 41 U7V —)—-3—A4J)VRA

W7 7)) —N— (3—AF)—[1, 2, 4] =FFIPF7V =)V —
5 5 —AN) —2-—EBUDHNFFYI FORE

#igEp 1 2 80{bkEWIX. 3,6 —Yrnno—-2-EUI2HILE V.,

5—73/)—3—XF)—1, 2, 4=FFI7V—I, 6 —ANAT

k=2 —AFIN—a43IFV—-[1, 2—a]l] EVIP>ERULI—-RANAT

k=1, 2, 4—MUTFTVYV—=IVEaHANWT, HEFAL1ELAKDOAHE, TN
10 WKELCEHFEXER NG LEEZREZHAAEDEL ZLCLVHEETSZ

EMMTES,

'HNMR (DMSO—dy) 6 :2. 34 (3H, s), 2. 50 (3

H, s), 7. 10—-7. 20 (2H, m), 7. 28 (1H, d, J=

8. 4Hz), 7. 49 (1H, d, J]=9. 2Hz), 7. 70 (1H,
15 s), 8. 70 (1H, brs), 8. 83 (1H, s)

ESI—-MS (m/e): 482 [M+H] *

BiEp 129
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N S _N A > OH
Cr 7Yy Ny
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X

N
CHs
3= (6—AFN-VEUYDP =3 —ANWANT 7)) —6— (4H—
[1, 2, 4] PUTFY—=)I=3—-ANWANT7=)y) —N—- (3—-t
FROFSAFIV—[1, 2, 4] = F7IPF7I—=—=5—A4)) —2—
5 BEUPHNAFHI RORE
BEM1290kEMIX. 3,6 -0 —-2-EUPUHINEE.
5—7V3X/)—3—-AF)N—1, 2, 4—F77J )b, 3—=A)NHT
=6 —AFN-—EBEUIZORUEI-ANVATr—1, 2, 44— UTV
—VERWT, BEfA 1 LEKROAE, CNRELCEFEXEINSG &
10 HHEZHEAGDELRIELICELVBEETHENTES,
! HNMR (CDC1,) 6:2. 59 (3H, s), 4. 65 (2H,
s), 6. 97 (1H, d, J]=8. 4Hz), 7. 23 (1H, d, J
=8. 4Hz), 7. 26 (1H, d, I=7. 6Hz), 7. 74 (1
H, dd, J]=2. 0. 7. 6Hz), 8. 34 (1H, s), 8. 54
15 (1H, d, J=2. 0Hz)
ESI-MS (m/e): 459 [M+H] *
BiEH 130
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G

H3 O S"_N

| \
NS N A A D~cH
< 7/ (rl\m N 3

OH
3— [4— (22—t ROFZIFIN) =Tz )VAINT7Z)V] —6 —
(4—AF)NV—4H-[1, 2, 4] bUTZIS—=INV=—3—ANWAINT ¥
=) = N— (3—AF)—[1, 2, 4] =FF7F7I—=N—-5—4

W) —2—-—VBUDPHINARFHI FORHE

BEF 1 300LEWMIT.3,6 - 700 —-2—-BUIHILEE,
5—73I)—=3—-AF)NV—-1, 2, 4—-F7I7V—), 4—tRo+
VIFIN-FF T ) I RE3I—ANAT -4 —-AF)I—-1, 2,
4—hFUTYV—=NVERAWT, BiEA 1 LRAKOFE, TNICECEAE
XIZINEEEHBEEEZBRABTDLDEAIECIVEBEBTSZIENTE S,
!'HNMR (CDC1,) 6:2. 61 (3H, s), 2. 93 (2H,
t, J=6. 4Hz), 3. 72 (3H, s), 3. 92 (2H, t, ]
=6. 4Hz), 7. 06 (1H, d, J=8. 4Hz), 7. 11 (1
H, d, J=8. 4Hz), 7. 35 (2H, d, J]=8. 0Hz), 7.
47 (2H, d, J=8. 0Hz), 8. 38 (1H, s)
ESI-MS (m/e): 486 [M+H] "

BiEm 1 31
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o s—N

H \
N S N /& >\CH
HO\< W/ | X ﬁ N 3
N—N A g
X
o
CH,

3— (6 —AFNWN-—EUDPY=3—-ANANT 7)) —6— (5—-F
FoFsyr—4H-[1, 2, 4] VUV —NV—3—ANVANVT v =)b)
“N— (8—AF)I—[1, 2, 4] —FF7PF7J—lV—5—-4a4)) —
2-—BUDANEFHI FORE

BiEH 1 3 10LEMIT.3,6—700—-2-EYUIDHIRE.
5—73I)—=3=AFN—FTF7I7V =), 3=—ANHTHE—6—AF
W—¥¥UP U EXRS—bROFT—-3—-ANAT =1, 2, 4—-1HU
TN ZERWT, #iEf 1 ERFEOFE, CNIKEULEHFEXR N
5EHBEEZHMABGDLELIERIVEBETLZIENTES,
'HNMR (DMSO—-dg) 6:2. 53 (3H, s), 2. 65 (3
H, s), 7. 13—-7. 71 (3H, m), 7. 84—7. 98 (1H,
m), 8. 43—8. 63 (1H, m)

ESI-MS (m/e): 459 [M+H] *

BigEp 1 3 2

H \
N_s NI K ek
STy Yy vy~

N—N A
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83— (1=AFNV—1H-AFS—)N—5-AWARNVT 7)) —6
— (4H—-[1, 2, 4] VUFPYV—=N—3—-ANWAINVT7=)V) —N
— (3=AFN—[1, 2, 4] —F7P7S==5—-4)) —2—
U HINARFYI PO

#EH 1 3 20{LEWE. 3, 6—yrno—-2-EBUIYHIRY
B, 5—-73I/)—3—-A)VhTb—-1, 2, 4=F7P7V—), 5—
ANVHT =1 =AFN—1H-A2FJS—=IVERR3 - ANAT =1,
2, 4—bMUTZV—IVERWT, HiEH 1 EFRKOHFE, CNICBELE
FEXRING ERELEZHAADEDR L EREVEETEZILENTE
%,

! HNMR (CDC1,) 6:2. 53 (3H, s), 4. 03 (3H,
s), 6. 87 (1H, d, ]=8. 8Hz), 7. 06 (1H, d, J
=8. 8Hz), 7. 39—-7. 45 (2H, m), 7. 94 (2H, m),
8. 27 (1H, s)

ESI-MS (m/e): 482 [M+H]*
BiEH 13 3

H 0 j?%\
S
N—N F

S .

ol

N7 /N
H3C):N

3— (83—AFN—[1, 2, 4] —hYyyvo— [4, 3—a] —F

YO —T—ANWVAINV Ty =)y) —6— (4H—[1, 2, 4] bUT

V=3 —AWANT 7y =Z)V) =N—=— (3= AF)— [1, 2, 4]
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—FFVF =5 —AJ) —2-PUDCHIREYI ROBEHR

gl 1 33DEWMIT.3,6—yr7oa—-2-EUDHIVE VB,
5E—F73I)—3—-ANHTh—1, 2, 4=FF7IFV—. T—A)
BT =3—=AF)—-[1, 2, 4] —bUryvo—- [4, 3—al] —
PUDYRUS—ANATR—1, 2, 4—RUTPV—VEANT, &
EH L EABOFE, CRARECAEFEXIINS EEEEERAED
BB ERIDVEBETHENTE B,

I HNMR (DMSO—dg) 6:2. 49 (3H, s), 2. 67 (3
H, s), 6. 82-6. 87 (1H, m), 7. 19 (1H, d, J=

8. 8Hz), 7. 57 (1H, d, J=8. 8Hz), 7. 86 (1H,
s), 8. 35 (1H, d, J=7. 2Hz), 8. 70—8. 90 (1
H, brs)
ESI-MS (m/e): 483 [M+H]*
el 34
A>\CH3
Mﬂ
L,+
AN o
CH,

3— (1 —FFL—6—AFN-EBUDPY—-3—-ANANT7Z)V) —
6 — (4H—[1, 2, 4] PUTI=)IV=3-ANANT7Z)V) —
N— (8=AFN—1T[1, 2, 4] =FF7PF7V=IV=5—-4)) —2

—PUDCANRFTI RO

BliEm 1 340{kEWMIE.3,6—yr700—-—2-YUIPhIVERE.,
5—73) =3 —-AFN—F727S—=I)., 3—ANHTF—6—AF
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W=1—-FF-EBUPOKRO3-ANAHT -1, 2, 4—-—bUTVY
—IVERWT, BEf 1 ERKOFE, CNICBLCEFEXRIING &
WEEEZHARDLESIEICLVEETEHEIENTE S,

IHNMR (CDC1,) 6:2. 58 (3H, s), 2. 61 (3H,
s), 7. 16 (1H, d, J]=8. 4Hz), 7. 32 (1H, 4, J
=8. 4Hz), 7. 40—-7. 45 (2H, m), 8. 38 (1H, s),
8. 43 (1H, brs)
ESI-MS (m/e): 459 [M+H] *

BiEH 1 35

H 0 jf&\
<N7/S IN\ N \N CH,4
N—N P
S
o
A
HO

3— (6—EPROFIAFIN-EUPY—3—-ANVANT7Z)) —6

— (4H=[1, 2, 4] bUFYV—=N=3—-ANWANT7=)l) —N

— B—AFNW—-T[1, 2, 4] =FFPF7I—=I=5—-A)) —2—

CUPANRFTI FPORHE
BiEm1350kEMIT.3,6—yrnno—-2-EBUIhIKRVE,
B—T73XI) =3 —-AFN—-FF7P7V—)b., 6 —EROFTAF)— 3
—ANVHTR—EBUP RO -ANITb—1, 2, 4=FUTV—
VERWT, BEf 1 EAKOFE, CNRECEFEXR NG &E
HBEEHABRDEIZECIVBETLIENTES,

IHNMR (CDC1,) 6:2. 62 (3H, s), 4. 80 (2H,
s), 7. 01 (1H, d, J]=8. 8Hz), 7. 26 (1H, d, J
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=8. 8Hz), 7. 56 (1H, d, I=8. 0Hz), 7. 91 (1
H, dd, J=8. 0Hz,; 1. 2Hz), 8. 36 (1H, s), 8.

65 (1H, d, =1. 2Hz)
ESI-MS (m/e):459 [M+H]
BiEd 1 36

<

N_——

1O
S NG S CHs
LT
F

S

O~cH,
3— (44— AbrF¥V—TJzZ)VANT7Z)) —6—=—(4H—-T1, 2,
41 MUTFYV— =3 —ANWANT vy =)y) =N— (1 - AF)I—-1H
—[1, 2] —E5YV—=N=3—-A4)) —2-BUDPHNHFFHTIER
DIRHE
BEHE L 36DLLEMIT.3,6—Yro0—-2-EBUIHILRE,
3—73I)—1—-—AFI)—1H-[1, 2] ¥ES5V =), 4—-AbF¥
~FF T ) =IWVERARI—-ANAT =1, 2, 4—-bUTV—)ZH
WT, B 1 ERBOAE. CNIECEFEXIZ NS EEEEE
MABGHLEDRIEICKVEBETLZILENTES,
IHNMR (CDC1,) 6:3. 82 (3H, s), 3. 83 (3H,
s), 6. 80 (1H, d, J=2. 4Hz), 6. 93 (1H, d, J
=8. 4Hz), 6. 94 (2H, d, J=8. 8Hz), 7. 08 (1
H, d, J=8. 4Hz), 7. 25 (1H, d, J=2. 4Hz), 7.
43 (2H, d, J=8. 8Hz), 8. 32 (1H, s)

ESI-MS (m/e): 440 [M+H] *
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#ER 137

o) —
H
N. _S ,l:NH
SESAn
N—N A g

F
3— U-—IhAFo -z )VAN Ty =)y) —6— (4H-[1, 2,

4] PUVFS =) —=3—=A)WANVTy=)y) —N— (1H-[1, 2]
—ESYV—=)—3—-AN) —2-EBUTZAINKRFYI RORA
MEM 13 70hAEWIX. 3,6 -y o0 —2-EBUIHIVEE,
3—-73I/—1H-[1, 2] E5V—J, 4—7hFuFtrxz/)—
WEOR3 —ANVhTh—=1, 2, 4—bUTYV—=I)b2RAWT, &ikfF 1
EFEBRDFE, CTNTEUCEZEFEXEIINSG EFELZHEAGDES T
EICKXDHEBETHIENTES,

!HNMR (CDC13) 6:6.87 (1H, bs), 6. 94 (1H,
d, 7=8. 4Hz), 7. 12—-7. 18 (3H, m), 7. 45—7.
53 (3H, m), 8. 30 (1H, s)
ESI-MS (m/e): 414 [M+H]*

B 1 3 8

0] S—N
H \
(N\V/S l N H/lxN)*\CHg
N—N F

S

7

A

O~CH,
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3— (6—AbFT-EBUID—-3—-ANANT7Z)) —6— (4H
—[1, 2, 4] PUTPI—=NV=3—AWANT 7 Z)) =N— (33—

AFN—[1, 2, 4] —=FF7OF7V—=)N=-5—-4)y) —2-EYD>

ANRFHI FORE

BiEE 1 3 8DLEWMIT. 3,6 -y run—-2-EBUTHILERE,
5—73I)=3=AFIN—-F7IP7V—=), 3=ANVATF-6—-—AL
FO-BUPIEUV3I—ANAT -1, 2, 4—hMUTVYV—IZHN
T, BEF 1 ERBEOFE., CNICBECEFEXR NS EFEEEZH
HBEDEBIERCIVHBETEIENTE S,

IHNMR (CDC1,) 6:2. 63 (3H, s), 4. 00 (3H,
s), 6. 88 (1H, d, J=8. 7Hz), 7. 07 (1H, d, J
=8. 7THz), 7. 29 (1H, d, I=8. 7THz), 7. 70 (1
H, dd, J]=8. 7, 2. 1Hz), 8. 31—8. 40 (2H, m)
ESI-MS (m/e): 459 [M+H] *

BigEs 1 39

WS et
(NYSMN Sy~ CHa
N—N A g :

0

3—[4— (IH-AZF—=)=14)) 1=TxZ)VANT 7 =)V)

—6— (4H—-[1, 2, 4] bUTFI=NV=3-ANVANT 7 =)V)

—N— (8=AF)N—=1[1, 2, 4] = FF7PF)—=)=5—=-4)) —

2 —EBUDPANAEFTI ROHS
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BEH 13 9DILAMIT. 3, 6 —Tron—2-EBUTUHILRE.
5—-73/)—3—-AF)N—1, 2, 4—FF7VF7J—)b, 4— (1H-
AIF=N=1—-AINFAT 2 )= VRO3—ANAT -1, 2,
4—-hMUTV—IERANWT, 86 1 ERKOFE, CHICEC
XRECNEEEBEEEEBADEL L IC LV RET B ENTE S,
I HNMR (CDC1,) 6:2. 57 (3H, s), 7. 03 (1H,
d, J=8. 8Hz), 7. 16 (2H, brs), 7. 31 (1H, b
rs), 7. 48 (1H, d, J=8. 4Hz), 7. 65 (2H, d,
J=8. 4Hz), 7. 92 (1H, s), 8. 32 (1H, s)
ESI—-MS (m/e): 494 [M+H]*

ggEm 140
ﬂ S _N i /N
! N
.
ST NN
N—N G
S
O~cH,

3- (4 AbFT -T2 VWANTyZ)) —6—(4H-[1, 2,

41 PV TPV =N =3—-ANVANTr=)y) =N— (1H- [1, 2]

—ESV=NV=3—-A4)) —2-—EUPCHINFEFHVI ROHAL
HEF1400aWiF.3,6—-Y700—-2~-EUI2hIEEE,
3—73X/—-1H-1[1, 2] —ESV—J), 4 - A FI-FFT7x
J=IVRO3=A) AT =1, 2, 4-bUTV—VERNT., &iE
PllERBRDOFE, CRICELCEAEXF NS EHEEEENAGDYE
ZZETEDRETEIENTESD,

"HNMR (CDC13) 6:6. 86 (1H, d, J=2. 6Hz),
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6. 98 (2H, d, =8. 8Hz), 6. 99 (1H, d, J=28.
8Hz), 7. 17 (1H, d, J=8. 8Hz), 7. 47 (2H, d,
J=8.8Hz), 7. 50 (1H, d, J=2. 6Hz), 8. 34 (1

H, s)
ESI-MS (m/e): 426 [M+H] *
Bl 1 4 1

=

H O N—CH
(NW S N KN/ 3
A "
F
S
X
A
CH,

3— (6—ArF¥—VUPY—3—ANWANTFZ)) —6— (4H
—[1, 2, 41 PUTZS—=N—=8—-ANWANT7=)) =N- (1-
AFN—1H-ESV—)—=3—-4)) —2-EUIHIARFHFI R
[2F:L3

BEH 14 100kEMIT.3,6 -V 700 —-2-BEUIHIAKE.
3—73I/)—1—-AFI—1H-ESV =), 3—ANATH-6—R
P —BUPCRAN3I—-ANAT =1, 2, 4—bMUTV—)VEH
WT., B 1 ERBOFE., CNRECEAEXR NS EHEEE
MAEDEDIEICIVHETESILENTES,

! HNMR (CDC1,) 6:3. 81 (3H, s), 3. 95 (3H,
s), 6. 76 (1H, d, J=2. 4Hz), 6. 80 (1H, d, J

=8. 4Hz), 6. 93 (1H, d, =8. 4Hz), 7. 10 (1

262



10

15

20

WO 2004/081001 PCT/JP2004/001568

H, d, J=8. 4Hz), 7. 25 (1H, d, J=2. 4Hz), 7.
65 (1H, dd, J=8. 4Hz, 2. 0Hz), 8. 28 (1H, d,
J=2. 0Hz), 8. 36 (1H, s), 10. 11 (1H, s)
ESI-MS (m/e): 441 [M+H]

BEs 1 4 2

0o =
H E\/ '—'CH3
(v/s S N~ N
A A
7 S
x

=N

SCoHs

3— (6—TbrFT—-VBUIPY—3—-ANAINTrZ)V) —6— (4H
—[1, 2, 4] MUY=l —3—AINANTr7rZ)y) —N— (1-—
AFN—-1H-ESFV—)y=3—4)) —2-EUTPHNEAFHIR
DRE

BiEf 14 20kamiT. 3,6 —yro0—-2-EBUI AR E,
3—T72/)—-1—-AFIN—-—1H-ESY—)l., 3—ANVAT+—-6—-T
rEFEI-EUIPIRUO3—ANVAT -1, 2, 4-bUTV—IEH
WT, BHEF 1 EEKBOFE, CTRICELUAEFEXRE IR EEEER
HAEHOES LTI DBETLHIENTE S,

'!'HNMR (CDC1,;) 6 :1. 43 (3H, t, I=6. 9Hz),
3. 87 (3H, s), 4. 42 (2H, q, J=6. 9Hz), 6. 8
3(1H,d, J=8.7Hz), 6.93 (1H,d, J=2.1Hz),
7. 02 (1H, d, J=8. 7THz), 7. 22 (1H, d, J=38.

"7THz), 7. 32 (1H, d, J]=2. 1Hz), 7. 69 (1H, d

263



10

15

20

WO 2004/081001 PCT/JP2004/001568

d, J=8. 7, 2. 4Hz), 8. 25—8. 39 (2H, m)
ESI—-—MS (m/e): 455 [M+H] *
BEFl 1 43
o I
N. _S_ _N ~. N—CHs
AN
CT NN

—N
N /S

O/C H3

3—(4—APFIAFN -T2 NVWANT7ZN)—6—(4H-[1,

2, 4] PITV—=N=83—ANWANT 7)) =N— (1 =RAF)—

IH-ES5SYV =) —3—q)) —2—-CUP HANRFHIFOHAM
BMEF1430keamid.3,6—yu0n0—-2-EUIhIEE,
8—73X/)—=1—-AFN—=1H-ES5V =)V, 4=APFTAFI—F
72/ —IVEO3—=—A)NAHTE—-1,2,4—NUTV—=IVZHNWT,
BER 1 ERKOHFE, CRIKECEAEXEI IS EEREZHAT
HhEBTEREIDBBETZIENTE S,

'HNMR (CDC1,) 6:3. 45 (3H, s), 3. 82 (3H,
s), 4. 49 (2H, s), 6. 83 (1H, d, J=2. 0Hz), 6.
96 (1H, d, J=8. 8Hz), 7. 09 (2H, d, J]=8. 8H
z), 7. 25 (1H, d, J=2. OHz), 7. 40 (2H, d, I
=7. 6Hz), 7. 51 (2H, d, J=7. 6Hz), 8. 31 (1
H, s), 10. 14 (1H, s)
ESI—-MS (m/e): 440 [M+H] *

Bkl 144
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O~cH;
33— (4 AbrFP -T2 NVANTrZ)) —6—(4H-[1, 2,
41 MUTFV =N —=3—AN—-ANTry=)y) —N— (4, 5=V RAF
WFT=N=—2—-4)) —2-—EUDZHINAFHI ROHRFH

5 B8iER 1 440EWmiE. 3, 6 —Yr7on0—-2-EBEUDHIE
B, 2-73/)—-4, 5—-—VAFIV—-FF7V =), 4— A+ FT—FF
Tz = NVEXR3—ANATr=—1, 2, 4—-hUTV—=Ib2RANWT,
BlEH 1 ERAKROAFE, CNITECEZEAFEXEING EEEEZHAE
DESZEICKVHEETHIENTE S,

10 !HNMR (CDC1,) é6:2. 29 (3H, s), 2. 33 (3H,
s), 3. 87 (3H, s), 6. 98—7. 03 (3H, m), 7. 21
(1H, d, 7=8. 6Hz), 7. 48 (2H, d, I1=8. 6Hz),
8. 29 (1H, s)

ESI-MS (m/e): 471 [M+H] "

15 HER 145

| 0 S/\>_\
N N N = _
T

F

3— 4—INWFAD—-TxzZ)VANVT v Z)) —6— (4, 5§ - RAF
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W—4H—-[1, 2, 4] PUFPV—= =83 —ANW=—ANT7=))) —
N= (4= APFRAFN—FF7)—=)y—2-A4)) —2-EUI>H
JVRFH I ROHE

BEH 1 45 0MEaWIZ. 3, 6-—ron0—-2-BUIHIERY
B, 2-72)-4-AMFIAFN-—FF7V—), 4-7)FO~-F
7 /) —NWVRO3—ANVAT =4, 5=V AF)—-1, 2, 44—t
Uy —=J)b2RWT, BE 1 ERKRDOAE. CRIRECEFEXRZZ
NEEBEEEHAEDEDAZEICEIDEBETAHIENTES,
IHNMR (CDC13) 6:2. 60 (3H, s), 3. 47 (3H,
s), 3. 62 (3H, s), 4. 50 (2H, s), 6. 93 (1H, s),
6. 98 (1H, d, J=8. 8Hz), 7. 07 (1H, d, J=8.
8Hz), 7. 16 (2H, dd, J=8. 8, 8. 8Hz), 7. 53
(2H, dd, J=5. 2, 8. 8Hz)

ESI-MS (m/e):503 [M+H] *

BEG 146
0 S
N
N b N /,:>
e
N—N ¥ .
~

0

83— (4— (1 —AbPFYITFN) Tz NVANTyZ)) —6— (4
H—[1, 2, 41 bUTPV—=N=83—-AN=—ANTr=)y) —N— (F
T=W=2—A)N) —2-—VCUDAHNAFYI FOHM

BigEm 146 0EMII. 3, 6—Yr7oo0—-2-YUIYrhIER>
B, 2~-737-F7V=, 4= (1 -A FTITF)) —FFT7=x
J=IVER3—=ANATr—1, 2, 4—FUT7V—)VEHNWT. Wi
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Bl1ERRDOFE, CNIRECEFEXRI NG LEEELZEAGDE
BT EICKVBETEENTES,
LHNMR (CDC1,) 6:1. 27 (3H, d, J]=6. 4Hz),
3. 30 (3H, s), 4. 36 (1H, d, J=6. 4Hz), 7. 0
3(1H,d, J=3.6Hz), 7. 05 (1H,d, J]=8.8Hz),
7. 23 (1H, d, J=8. 8Hz), 7. 41 (2H, d, J]=8.
OHz), 7. 47 (1H, d, J=3. 6Hz), 7. 54 (2H, d,
J=8. 0Hz), 8. 35 (1H, s)
ESI-MS (m/e): 471 [M+H] *
BER 1 47

0 S[MOH
N /
(N—N?/S | NS NN
7 S

e
3—(4—INWAD -T2 ZVANT 7)) —6—(4H-[1, 2,
4] UV = —3—ANV—ANVT7y=)V) —N— (4—tRoFy
AFNW=—"FF=)—=2—-A4)y) —2—-—EUDPHNEFHI RO
BEH 147 00kEME. 3, 6 —Yr7on—-2-BUDIhIEY
B, 2—73/)—-4—-bROFTAFN-FTV =)V, 4—7)vF 00—
FE Iz /)—=NWVEO3—ANAHT =1, 2, 4=—RFUTYV—=IZHAN
T, Bgpl 1 ERABEOHFE, CTNICECEFEXEI NG EEEEEZM
HEDEDZIENCIVBETLHILENTE S,
IHNMR (CDC1l,) 6:4. 60 (2H, s), 6. 84 (1H,
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s), 6. 93 (1H, d, J]=8. 8Hz), 7. 06—7. 16 (3
H, m), 7. 40—-7. 60 (2H, m), 8. 31 (1H, s)
ESI-MS (m/e): 461 [M+H] *

BiEsl 1 48
FF
F
0 s\\
\N/ N |N\ Sy
N—N g
0

83— (4—ArFT -T2V ANT 7)) —6— (4H—[1, 2,
41 YTV = =3 —=AN—ANT7=)b) —N— (5—hYU 7%
DAFLFTY—==2—AJ)) =2 —FUISANEFYI RO
WG 148 OLAMIZ. 3, 6—YrOO—2—EBUYTHLE
10 B, 2-73/—-5-hUJNFORAFN-—FFT/ =), 4— A FF
—FF T2 ) VRURS —ANHTRh—1, 2, 4—RUTI—L &R
WT. BRI 1 EREOHE, CRICEUEAERE NG EHEEE
BB DEH T LI LD HET S ERTE 5,
' HNMR (CDC1,) 0:3. 86 (3H, s), 6. 97—7. 0
15 5 (3H, m), 7. 22-7. 27 (1H, m), 7. 47 (2H, d,
J=8. 8Hz), 7. 80 (1H, s), 8. 39 (1H, s)
ESI-MS (m/e): 509 [M—H] ~
BiEm 149
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3= (4 AbrF¥—TJzZ)VWANT7Z)) —6—-(4H-11, 2,

41 MU= V=3 = ANV=—"ANTryZ)y) —N— (4—-bUTNF

OAFNFTS—=—2—4))) —2-—EUDHANAFYI ROHFH
BER 1 4 9DAMIZ. 3, 6—yroO0—-2-BUYCHIKR>Y

B, 2—-73)—4—-RFUIZNFOAAFI-FT7V—)b, 4= A F¥
—FF T2 /) =IVERO3—ANVAT =1, 2, 4—rUTV—)VZEH
WT, 8l 1 ERBEOFE., CRIKECEAEXFIINEEEEEE
MAEDLEDIELEIVEETEIENTES,

'!HNMR (CDC1,) 6:3. 85 (3H, s), 6. 96—7. 0
0 (3H, m), 7. 17 (1H, d, I]=8. 0Hz), 7. 44—-17.
47 (3H, m), 8. 37 (1H, s)

ESI-MS (m/e): 511 [M+H]*

BMEML1S50

0 S/\>
SO Saa
S
%,

/0

3—(B=—INFB -4 —-AbFL -T2 NVWANT7r=)) —6— (4

H—[1, 2, 4] hUZPYV—=)NV—3—-AN—"ZANTry=J)V) —N—- (F

TIS=NV=2—=A4)) —2~-EUID ANAFHYI RORR
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Rl 1 5 00{bEamid, 3, 6 -y rpou—-2-EBUI AR
B, 2-73)-F7V—=), 3=7)F0—-4-ArFT-FFTx
J=NVERO3—ANWET =1, 2, 4—KNUTV—=IZEHWT, @i
Bll EFEMEDOEE, CRIRELCEFEXZINSEFELZEAGOE
HLEICKXVHEBTHIENTE S,

!HNMR (CDC1,) 6:3. 95 (3H, s), 7. 01—-7.0
6 (3H, m), 7. 23—7. 32 (3H, m), 7. 47 (1H, d,
J=4. 0OHz), 8. 32 (1H, s)
ESI-MS (m/e):461 [M+H]

0] S \
(?/s\@f‘\”/ N
N—N -

S

HO/V

3— [4— (1, 1-YAFN—1-EROFLRAFI) —FxZ)VR
W7y =ZlV] —6— (4H—[1, 2, 4] N7V —=)b—83—A4)—
ANT vy Zl) —N= (FFPV—=NV—2—A4)y) —2—-—EUPAIR
FH 3 ROMB

BEH 15 10kEWwE. 3, 6 —Yrno—-2-BUI ARy
B, 2-73/—-F7V—)b, 4= (1, 1=-VAF—1—-kRoF
AFN) —FF T2/ —=NVERAI-ANAT -1, 2, 4~ U7
Vel AWT, BEA 1 EEKEOFE. ChCEUEFEXRINS
CEBEEEDEDED LRI VBETZIENTES,
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IHNMR (CDC1l,) 6:1. 63 (6H, s), 6. 99—-7. 0
3 (2H, m), 7. 18 (1H, d, J=8. 4Hz), 7. 39 (1
H,d, J=3.6Hz), 7. 51 (2H, d, J]=8. 4Hz), 7.
58 (2H, d, J=8. 4Hz), 8. 30 (1H, s)
ESI-MS (m/e):471 [M+H] *

BiEH 15 2

0 ' —
Nl S N /C/\N\
< \dl\u A
N—N Z
s
: F

F

3—(8,4—INVFA0 Tz VANT 7)) —6—-—(4H-[1,
2, 41 VUTI =N =3 —ANVANTr=Z)) —N— (1 —AF)—
I1H—[1, 2] —E¥5YV—=)Vy—3—A4J)) —2—-—EUIPAHIFFY
SROHEK

WEmM 15 20aEME. 3, 6 - r0o—-2—-EBUI AR
B, 3—-73X/)~1—-AF)~1H—-[1, 2] E5V—), 3, 4—
oA —-FF 7z ) —NVER3I-ANVAT =1, 2, 44— UT
V=IlERWT, BHEF 1 ERFEOAE, CNRECEHFEXRFINS
EREEEMAEDE B LRV BET ST LN TE S,

!HNMR (CDC1,) 6:3. 84 (3H, s), 6. 82 (1H,
d, J=2. 0OHz), 6. 94 (1H, d, J=8. 8Hz), 7. 1
5 (1H, d, J=8. 8Hz), 7. 20~7. 41 (4H, m), 8.
33 (1H, s)

ESI-MS (m/e): 446 [M+H]*
Mg 16 3
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3—(3,5=PI7NVF0 -z )V ANTr7y=I)—6—-—(4H—-[1,
2, 41 MUY —=I=3=ANWAINT7=)V) —N— (1 —XFJ)p—

1H—=[1, 2] —ESYV—=)I=383—-A4)) —2—-EBUPZHIKRFHY

5 IFROHHE
BiEm 15 30{kamid, 3, 6 —Yr7oo—-2-EUIDHIEK

B, 3—-7X/—-1—-AFIN—1H~-[1, 2] ESYV =), 3, 5—
DINFO-FF T/ —INVER3I A NVH T -1, 2, 4—FUT
Vol ZRWT, 861 ERKOFE, CRIRECEZAEBEXFINS

10 EHEBEEZHAGEDLEAIEICIVBETEIENTES,
'!'HNMR (CDC1,) 6:3. 81 (3H, s), 6. 81 (1H,
d, J=2. 8Hz), 6. 83—6. 90 (1H, m), 7. 04—7.
06 (2H, m), 7. 16 (1H, d, J=8. 8Hz), 7. 27 (1
H, d, J=2. 8Hz), 8. 27 (1H, s)

15 ESI-MS (m/e):446 [M+H]*

BiEm 15 4
D —
e A
N—N 2 s
/N

0
83— (1—-AFN—2-FFV—-2, 3-VERO-—1H-A>K—)
~5—ANANTy=)V) —6— (4H—[1, 2, 4] hUFJ—)
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—3—AWANT 7 Z)) = N— (1 =AFN—-1H—-[1, 2] - ¥
S =)y =3—AN) —2—-—EBUPHIARFHTI FOHFHE

HEM 15 40aMmiE. 3, 6—-Yrun—-2-EBEUICHIRY
B, 3—73/—-1—AF)N—1H- [1, 2] E5V—)b. 5—-RA)
HTh=1—-AF)—-1, 3—eROo—A4A2F—-)V—-2-F2KDV3
—ANVAT =1, 2, 4—-FUTV—INERNWT, #EFA 1 EHAKD
FE, CNICELEFEXEZ NG EEEREZHRAEDED I EITERD
BiET B ENTE S,

'!'HNMR (CDC1,) 6 :3. 15 (3H, s), 3. 48 (2H,
s), 3. 76 (3H, s), 6. 75 (1H, d, J=2. 4Hz), 6.
83 (1H, d, J]=8. 0Hz), 6. 88 (1H, d, J=8. 8H
z), 7. 02 (1H, d, J=8. 8Hz), 7. 23 (1H, d, I
=2. 4Hz), 7. 31 (1H, d, J=1. 6Hz), 7. 41 (1
H, dd, J]=8. 0, 1. 6Hz), 8. 22 (1H, s)
ESI-MS (m/e): 479 [M+H] *

BiER 155

0 N—-\
Nel SN /k\’@
<Y| NN
N—N /S

“

N

3—(6—AFN—-VFPUPY—3—ANT7=)y)—6—(4H~[1,
2, 41 FPUTPYV—=)—3—ANWANTy=)y) —N— ([1, 2, 4]
RYUZVHEYUYY—2—4))) —2-VEUI>hHIVRFYI ROHFR
#Em 15 50AME. 3, 6 —Yroo—-2-EBEUIZHAINKRY
B, 2-73/—[1, 2, 4] pUZYJotEUY>, 3-RAJATH
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— 6 —AFIIN-—EUDPRUE3I—ANAHT -1, 2, 4—-—bMUTV—
WERNWT, ®HEF 1 LRAKOFE, CRIRBLULEAEXETINSG EE
EEEHAEDOEDLIERCEVEETZENTE S,

!HNMR (CDC1,;) 6:2. 58 (3H, s), 6. 93 (1H,
d, J=8. 8Hz), 7. 01 (1H, t, J=6. 4Hz), 7. 1
6 (1H,d, J=8. 8Hz), 7. 24 (1H, d, J]=8. 0Hz),
7. 51-7. 60 (2H, m), 7. 73 (1H, dd, J=8. 0,
2. 4Hz), 8. 32 (1H, s), 8. 53 (1H, s), 8. 60 (1
H, d, J=6. 4Hz)

ESI-MS (m/e):462 [M+H] *

BiEM 156

0 —
N S N i:h
«W’l\ N
N—N /S

(RN

3—(4—IrFIAFN—Txo VW ANT 7= ))—6—-(4H-[1,
2, 41 PUFTY—=)y=3—ANWANT7=)) —N— (1 —AF ) —
1H—[1, 2] —¥5YV—)v—3—4)/y) —2-—EBUP HNEFY
I ROHHR

BEF 1560 kEME. 3, 6 —Yr7o0—-2-YUICAIERY
B, 3—-73/)—1—-AFN—1H—-[1, 2] ESY—), 4—Th
FIAFN—-FF T2/ —NVEAR3I—-ANHT =1, 2, 4—~UYT
V=V ERAWT, BEfl 1 ERAKROAEE, INRKECLEFEXFINS
LB EMABDES I EC LD RET I ENTE S,

I HNMR (CDC1,) 6:1. 28 (3H, t, J=6. 8Hz),
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3. 60 (2H, g, J=6. 8Hz), 3. 83 (3H, s), 4. 5
4 (2H, s), 6. 85 (1H, d, =2. 0Hz), 6. 98 (1
H, d, J=8. 8Hz), 7. 10 (1H, d, J=8. 8Hz), 7.
26 (1H, d, J=2. 0OHz), 7. 41 (2H, d, J=8. 0H
z), 7. 51 (2H, d, J=8. 0Hz), 8. 31 (1H, s)
ESI-MS (m/e): 468 [M+H] *

BEH 157

0 —
/g—/\N\
N N

»

0

NS A
< b B
2

N—N

3— (6—AFY—-1, 6 - ROg-VFPUYUD -3 —ANANT 7=
V) —6— (4H—-[1, 2, 4] MU= )V=—3—=—ANANTryr=
J) —N— (1 —AF)—1H—-[1, 2] -GS —)V—3—=-1))

—2—PBPUDANRFYI ROFFAH

BMEMLILS7TO{EMIT. 3,6 - 700 —-2-EUIPAIIEE.
3—72X/)—-1—AF)—1H—-[1, 2] ESVY—=)V, 3—RA)NVAhT
=6 —AFFT-VEUDYERUE3I-ANATr—1, 2, 4— KUY
Vb ERWT, BEA 1 EFRFROAE. CTNRECEFEIZINS
CHBELEZHMAEDESDELICKVBEBETLZIENTES,

' HNMR (CDC1,) 6 :3. 86 (3H, s), 6. 63 (1H,
d, J=9. 3Hz), 6. 85 (1H, d, J=2. 1Hz), 7. 2
1(1H,d, J=9.0Hz), 7. 27 (1H,d, J=9. 0Hz),
7. 33 (1H, m), 7. 45 (1H, brd, J=9. 3Hz), 7.
58 (1H, d, J=2. 1Hz), 8. 35 (1H, s)
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ESI—-MS (m/e): 427 [M+H] *
BEp 158

— (6=RAPFT-—VBYID>—=3—-ANVANT 7)) —6— (4H—
[1, 2, 4] PUTFY—N—=3—ANWANTr=)) =N—- (1H~-
[1, 2] - EB5YV—=)y—8—A4)) —2-BUYPAHANEKFHIRD
ELESS

BiGm 15 8DkEWMT.3,6-Ty 700 —-2-EBUThIEKEE.
3—73X/—-1=XAFI—1H-[1, 2] ESV—)b, 3—ANVAT
=6 —AFFTI—-EBEUIDVEV3I—-ANHTr~-1, 2, 4—F U7
Vel zHAWT, BEF 1 ERAKOAE, INRECLEFEXRZEIND
EHBLEZHAEGDODED I ETLLVEETSHIENTE S,

IHNMR (CDC1,) 6:4. 00 (3H, s), 6. 84—6. 9
4 (2H, m), 7. 02 (1H, d, J=9. 0Hz), 7. 22 (1
H, d, J=9. 0Hz), 7. 52 (1H, m), 7. 70 (1H, m),
8. 31—8. 40 (2H, m)
ESI-MS (m/e): 427 [M+H] *

BiEHM 159
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3—4-bPROFIPIFNAFFL Tz )VANTrZ)) —6— (4
—AFINV—4H—-[1, 2, 4] bUTI—)V=3—ANANT 7y =))
~N— (1 =AFWN—1H-[1, 2] —¥5J—=}V—3—A4))) —2
—EBUDPCANAFHIROHRE

Mg 15 90EWIT.3,6—-Yr700-2-EBUICHILEE,
3—-73X/—-1—-AF)I~1H-[1, 2] ¥E5YV—)b, 4—-kRoF
PIFNFFT-FF T ) IVKROE3I AN T -1, 2, 4—k
V7Y —=zRnwT, BiEf 1 ERAEOFE, ChICELZHEXIZT
NOEHELEEZMARDEDL LIV BETS I LENTE S,

! HNMR (CDC1,) 6:3. 73 (3H, s), 3. 85 (3H,
s), 4. 00 (2H, m), 4. 13 (2H, m), 6. 87 (1H,

d, =2. 1Hz), 6. 95—7. 06 (3H, m), 7. 24—7.
31 (2H, m), 7. 46 (2H, d, J=8. 7Hz), 8. 41 (1
H, s)

ESI—-MS (m/e): 484 [M+H] *
DTFIC,. ABBICRA LADOALICHVWLONA(LEMORERIEES
ZH1 -6 &L TCHEHT S,

\m/\ﬁﬂy—w
N—N

S —APFIUAFN =3 -RANWATb=-1, 2, 4-bUTV—)VDH

ZEHl 1
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£
FAELIANWNPR2. 09g (0. 0230mol) OEUD AN
(15ml1) WAMFI7EFIZ7O51KR2. 82¢g (0. 023m
ol)ZMABRT—EBREBLE. KEBERZREL., A5 /- (1
Om1I).25FEXDF MY TALAARNFIRFOAY ) —VBEK(8m 1)
EMA-BRMARBLUEZ. BRICHHE, BE2EEL. BERZE2M
AT UE., B LEBEKAZEEER, AEKTHEER, BBRLUTREL
1. 0g (NFE3 3 %) 2/,

'!HNMR (DMSO) 6:3. 24 (3H, s), 4. 29 (2H, s)
ESI—-MS (m/e): 146 [M+H]*

ZE fl 2

2—FT3I) =4 —ALFIAFIFTYV—IIDOHE
vroo7thr13. 4g (106mmol) OYVARFIIY VA
W(120ml1)IZ. FAULT78. 06g (106mmo 1) ZiMA.
55 ETIRBEERLE. REKZEMEL., BoNEBHABERICTASY
=) (200m1l) RKOWHEBI /XTI A15. 1g(l2565mmol)
ZMmA. SHEmMBERLEZ. REEEWZESA MERBL., BHRZE
Mg, ZooRVAEEMREXKZEF NI TLAKBRTHEL 2. A
Bawlk, Bz, SBohkcRERZUATSNVATLZIO NI T T4
— (BFBRTF ) RUOANFT Y -BERIFIIOEEGEE (4 :1) IT&X
LML THREITZ LK, REMLEWE. 59 g (NF: 43%)
EHEABEMKELTERL.

'HNMR (CDC1,) 6:3. 44 (3H, s), 4. 34 (2H,
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s), 6. 45 (1H, s)
ESI-MS (m/e): 145 [M+H] *
ZEH 3

S
N\g%/
0 ,

4 —TFN—-2—-"FTI)FF7I—NVOHRHK
2—(tert—"TFNFAFLHANKRZNVTI)) —4—HIVEKRFTF
7YV—J)b1. 30g (5. 14mmo 1) ®N, N—T AFIEKEILT
SRAK (30m1l) TN, O—PAFIELROFIT7TIVEHEG66
Omg (6. 77m'mol), FMJZFINF7E221. 40ml (9. 96
mmo 1), N—beRFOFIANYRMJTY—)bKfIH1. 10g (8.
l4dmmol) ROl — (3= AFINT7I/70E)N) —3—-LTF)
ANVKRIAIREEEL. 60g (8. 35mmo 1) ZIERMAZE,
ERTOHHEEBR L, REEZRHEL., RECEFRIFIZMA. 1
N—BEEKER, KEVEMEEKBRTERL., L@, BETICRGE
L., 73 F#&1. 36g (INFE: 91%) 2HRMEL THEE,
RIZFLNETIRAEI20meg (3. 20mmo 1) OF FZERD
TOVER (40ml) 2-78EREHL, AFINVUFIALA-TLF
WI—F)VEwK18. O0ml (18. Ommo 1) ZHA. 7HKEHERE
Uize RIBWICHATY >Eo U AAMKBRZMA,. BFETF) THH
Lz, Al EZKTHEE, B, BHEL., 7EFIHK666meg (X
R:86%) z2HRHELTHEZ,
RI/FONETEFINGEOZ7OOR)VABK (1 0m1) MY TILA
OEF SmlZ2MA. ERTIKREEHERLE, KCKEZEEL . &
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REBEAKFZFT MU DTLAKBRTHMLU.BHL TERELEH L 4 9me (I
E:59%) 2HBEEMKEL THEE,
'HNMR (CDC1,) 6:2. 48 (3H, s), 7. 35 (1H,
s)
ESI-MS (m/e): 143 [M+H] *

S

AN
0

4—AFNFFT7x/—=)V5. 0g (36mmo 1) OrOORILAE
W (150ml) T, KBET. 35%BEIIAKFEAKRKLIEmMmI]IKTAFI
MUFFVYILZULA180meg (0. 72mmo 1) ZMALE,. ER
T3O0A#EBLE, REBWITKET., ZBRES>>HZMA, BRTA4
FpH R L 2, fafiglEKkzmA, 7Joo0fR)ATHEBLEZ, E#E
ZREMEBEKERTHRELEZR, EREROCBEL. 4 - AFINANEFZ
NW7x/—)k5. 0g (RFE:81%) zHEEMEELTEE.
‘BonNkd - AFNANFZN 7/ —I)5. 0g (29mmol) @
N, N=VAFNVFIVLTIFAEK (100m 1) . 1, 4-Y7H
Eysno (2. 2. 2] 42%26. 5g (68mmo l) RUIAF
WFFHIWNELNIZBT1 R5. 4g (44mmo l) 2R,
TSETARBERLAZ., RISEIZKEMA, BEBZFITHHL., &
WREZK EMREKEZEFNVTLAKBR . ANEEKARTESERL 2,
WERERONEER, BoNEREBERZATFY -2 008V LAOEAEBERE
DEERL, O—4—~AFIVANKZINV T 2 Z VI AFIVFL I —/NA
—h4. 8g (NE:63%) ZHBEKEL THL.
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4 —AFNWANVBEZNWR B FF— )V ORAH

4 —AFNFFT7x/-=)V5. 0g (36mmol) OrZooaRILA
W (150m1) I, KBTF. 35%BEMAKEKRKLSm I REAF
VU AFYLZTULAL180meg (0. 72mmol) ZMALE. =
RT3 0a#EBLE, KBRICKST, ZB~H>&2mA, BRT
ARHEBERLER, BAMREKEZMA, JOOKRINATHHELE., B
BrzMBEKBRTHREL 28, BRERTRBHEL. 4 — AF IV ALK
W7z /)5, 0g (NFE:81%) zHBEHGKEL THE,
BONEO—4 —AFINANKZNT I P AFINF I T —INA
—h4. 8g (18mmol) 21 80FETI OREERL., ERHICE
LB, A /-1 0mlzZ2MAik. TORIGERIZ 2 N— KT
FUDAKBK (10ml) 2MA. 8KFHE3 02 MEBARRKLZ. KIS
BRI LN -EBKAKEZMA, BFRIF)ITHEL, AEzATA
WARBKRTHRE Lz, BRROVBHE, SGoNEREZVAISNVAS
LAOAIRNT T T4 — (NFYHV  EBRIFIN=2:1—-r700K) A :
AZJ—=Jh=10:1) CX0EHL, XE LEMW3. 62 (WER: 1
00%) zRAEEMFELL THEZ.

IHNMR (CDC1,) 6:3. 04 (3H, s), 3. 69 (1H,
s), 7. 63 (2H, d, J=7. 6Hz), 7. 87 (2H, d, I
=7. 6Hz)
2%l 5

S
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4 =PAFNANNEANRN B FA— ) OFRE

4 —AFNFIREE®RL. 30g (5. 14mmol) ®FFSER
O7SER(50m L) ICHNRZNZAIFY—)V1. 50g (6.
77Tmmo 1) REZPAFNTI>OF b ROI7S 2 BK4. 70
ml (8. 36mmo 1) ZIEKMAZE. BERT2HMEREL =,
RISBRCERIFIZ2MA. 1 NEBKBK. K& &EKER
Tl AEZ. LR, BEL. HERYWOTYIRAE960mg
2R EL THE,
REHESNETIFFEOIO0ORIVABK (50m!l) K3—-—700ik
ZEEHEI8Omeg (4. 90mmol) ZFEERTW-> DIMA 1K
WHLU, RISBRICREMBRAKRZES MY LAKBRZMA, 30548
BLULER BRIFIITHEL FEREBEZKERCEMAEKTHEEL 2.
. BWL. MERVOZAINFRFIREI I Omeg2MRMEL TH
72
JICHESNEANFF Y REOZ7OORIABEK (20ml1) 22, 6
—JFT1. 56ml (13. 4mmo 1) KM 7)bF OHEEE &
AK#1l., 80m1 (12. 9mmo 1) ZIEXMA. ERT1 KRR
Lz, RBARZEBEHEL., NIVIZFITI>o5ml RURAY /=) 5m
1 Z2MA30pMBERLE KEBRZEML., 5N ERBECYZF
WI—=FIh&ZMA. I N-EBRKEKR. LMKkEBEKEF N D LKER
TWwm Lz, AEZ. B, BEL, RELAHW48 7Tmeg (I
6 2% FL>OHMRIEENELTHRE.ICTESNEHERD 2.
BRI ERSRORBITHERL 2,

'!'HNMR (CDC1,) 6 :3. 03 (3H, s), 3. 14 (3H,
s), 7. 22-7. 38 (3H, m), 7. 46—7. 52 (1H, m)
ESI-MS (m/e): 182 [M+H] *
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254 6

NG
|

4 —PAFNWVWTI ) IFNFFL - RETFF—IDORE

4—-3—RFK7xz/—J)k3. 00g (13. 6mmo 1) ®ON, N—=I A
FINRIVLATIRBER (7T0m 1) I, PAFINTI)FNIO5A4
RiEBE 2. 40g (1 7. Immol) RUOEREHIYILS. 83 ¢
(42. 2mmo 1) ZJEXMA., 7TOETI SREERERLE. KEK
EAKTHD, BEREIFITHHLEZ. A#EZ. KERUTEMERKTHE
LR, T BELAE, GohREZUATS VS L0 B
974 — (oOafRllh: A&/ —=)k=30:1) THETAHIEIC
D, I-FFEEKS40meg (NE: 2 1%) ZHRWEELL THEZ,
BICBENZI—FRFEHFR317meg (1. 08mmol) @2 -7
NN —=NVEKR (8m!l) KFL>»ZYya—J)k120pn1 (2. 15m
mol), wEHIIUTLA305meg (2. 21mmol), 4—AbF
- 7Ny —=bNWIT>FAF—=I150pu1 (1. 08mmol) KO3
Mgl 2 0meg (0. 105mmo 1) ZMA. RiEMW=Z 4 0 K0
RELE. KEWEEESA MEBLEZER, BEZ7 008 A LENE
WAKTHE L. AEEZEZE. BETIKREHEL TESNZMRYE 2
98megil,. y=ZV—J)b (180u 1) ROMUYTIAOEE (1. 5
ml) ZERICMAZE. TO0ET2HRHEAERLE. RISKZRBMHEL.
BoNEHAERVERH TS ERSKRORIBITHERAL .
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ESI-MS (m/e): 198 [M+H]*
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