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J=7. 1Hz) , 3. 43 (3H, s), 1. 19 (3H, t, J=7. 1
Hz) .

[0032] ZESLERI3

0 ©
H A N
CiAQNHE FiC OEt G;thmCFB
(A2) 0
C__ ol
04" <y
E10,6~ " N-/ Et0,6—" N/

(A21) (A22)
0 o)
1)KOCN ci \“_”’; NWQQ Me, S0, C%‘Q—NWCFg
2)heat 7 y-NH N,
o O — Q O Me
- 0 F N\
(AZ3) (B2)

X (A21) TRINWBEEYW AT, & (A21) &89) (1. 0mm
ol) &4, 4, 4—r ) Z)AOT7t NEEERZFIL (1.0mmol) % ML 10
MU L. ZREEMENRERFZH T TCIRERET S, BERERITELF
15—V —TRS5AZEDENZLEZBLTIY/ —IVEREIHES, Rib
BRERILEE. X (A22) TRINSEEYM (LT, &% (A22
) LEBY) £1583,

itet (A22) (0.8mmol) SEFEE3 m | EDEEMIC. P T7VEEAY D
L (0.8mmol) ZANZ. 50°CT1H3E. HICN0CT20EFERT 5, RIWE
EMERFAM L%, KITEML, MBI FIICTHET %2, BREZHENR
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BKTHSE BHEL. BEEHZL70TMTZ57 =10, & (A23
) THREINBIEEYW (AT, b&EH (A23) &8T) 2155,

&Y (A23) (0.5mmol) &EEADY DL (0.7mmol) &7 R RV
UmlE DEEWIC, FERY A FIL (0.7mmol) #FRICTIMMA. 50TCICT
1 BRI T 2, RINEEWEAE L%, KITEML, MLIVITTHE
T5, BREZHEMBIREKTERSE REL. BEEHSL/O0TNIST4
—IIH L. R (B2) THRINZEW (UUT. &Y (B2) &£587) %
oy
[0033] BE&EHF4

¥
O
B
““g gm Me NH »CF,q
gAQ} 4]

dim

o
o {7
(T ot EtO.0— N s
(A31) (A32)
FQ Fo
1IKOCN Me.S0 —X}N 3—09
2heat Meﬂwﬁi —BWCFg Synly Y 3
. - O 0 Me
- 'S 7\
Embc~p h;> Et0,C~  N=
B3
{A33) ®3

X (A31) TrRIhdbaw UTF. & (A3 1) &89) (1.0mm
ol) &4, 4, 4—R~YJ)AO07 & bEEETFIL (1.0mmol) % MJLT 10
MU L. ZREEMENRERFZH T TCIRERET S, BERERITELF
15—V —TJRE5AEEHLHASLEBLTIY/ —ILEREIE S, Kb
BRERILEE. X (A3 2) TRINZEEYM (LT, &% (A3 2
) LEBY) £1583,

It&¥ (A32) (0.8mmol) &EFER3 m | EDREMIC. YT VEAYD
L (0.8mmol) ZANZ. 50°CT1H3E. HICN0CT20EFERT 5, RIWE
EMERFAM L%, KITEML, MBI FIICTHET %2, BREZHENR
BKTHS, BREL. BBEEHSL70%MI571—fF0L. X (A33
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[0034]

) THREINBEYW (UTF. &% (A3 3) &&Y) 255,

e (A33) (0.5mmol) &pBEAN') DL (0.7mmol) &7 MR
oml & DREWIC. WMEET X FIU (0.7mmol) Z=RICTMA. 50CICT
1 IFEE®T 5, RINESWZEDILE, KITEML, ML VI THEH
T2, BREZRMRIBEKTRS RiEL. BEEZHZL70YNT5T74
—IHL. X (B3) TRENSZEEY (LT, &YW (B3) &5EY) %

"5,
SEBERIS
F o O F o
cl NH; FsCMQE*“ ci N -CF5
{(AZ) O
Q¢ O o
o —
EtO.C~" \I\E / ETOQC*-/O ’!\\3 7
Ad1) (A42)
Fo Fo
" el P
1)KOCN Cl NWCF MepSO Ci- N XMGF@;
2)heat %\r%‘ b L N
— . (o SN STE o S — O ¢c©@ Mme
e 7\
o)
E0,6~" N7 EtO,C— N=
(A43) (B4)

X (A41) TREINZDEEY (LT, &M (A4 1) &8879) (1. 0mm
ol) &4, 4, 4—r ) Z)AOT7t NEEERZFIL (1.0mmol) % ML 10
MU L. ZREEMENRERFZH T TCIRERET S, BERERITELF
15—V —TRS5AZEDENZLEZBLTIY/ —IVEREIHES, Rib
BREASHNLEE. X (A42) TRINDEEW (LT, &% (A4 2
) LEBY) £1583,

itet (A42) (0.8mmol) SEFEE3 m | EDEEMIC. P T7VEEAY D
L (0.8mmol) ZANZ. 50°CT1H3E. HICN0CT20EFERT 5, RIWE
EMERFAM L%, KITEML, MBI FIICTHET %2, BREZHENR
BKTHS, BREL. BBEEHSL70%M571—IfF0L. X (A43
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) THREINZBEYW (UTF. &% (A4 3) &&Y) 255,

e (A43) (0.5mmol) BN DL (0.7mmol) &7 MR
oml & DREWIC. WMEET X FIU (0.7mmol) Z=RICTMA. 50CICT
1 IFEE®T 5, RINESWZEDILE, KITEML, ML VI THEH
T2, BREZRMRIBEKTRS RiEL. BEEZHZL70YNT5T74
—IL. X (B4) TRENSEEY (LU, &YW (B4) &5E7) %
%

[0035] ZE5LEHI6

dim

Fo Fo
CI‘G‘NWCFS CHo-No CEQN \ CF4
o-NH 7N
O O S — Q O\M
w— &
v
E10,6~" N7 Et0,C—~  N=
(Ad) (B9)

Itat (A4) (1.0mmol) ZMILITVEm I IHEL, BETITYXSY
v (1.0mmol) O MLIVERI m | ZFTF LIz, TOHK., RINKZKITED
L. MILIYTHHLAE,
EMBEZRMERBKTESEL. BiELL, BEEZ>YASILIOTNIS
T4 —IiftL. X (B9) THRINZILEW (LT, &Y (B9) &7
) EiST,
LC/MS (ES|—MS (posi)) :518 [M+H]*

[0036] SE&IEH]7

E o F O

N ¢l N Secr

Cl N GF; FN 3
Nk TMSCHN, d  med

Q O -

I\ Q o%ﬁ§
O
o 40 !
I
H3C/M © HsC
(Ad4) (B9)

It (A4) 0. 71g. PLITV50mL, RUX4Y/—)L10OmL
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[0037]

[0038]

DREMIT. MIAFILS DI TIAGYDAFH VAR (0. 6mo |
L) 4. TmLEKASTTHETLE, COREMERETS ONEHERL
ftk. BrBg%AFAHIERT 2L TMA L,

RIGEEMZRELLE. SonEEZY ) AN /O NI ST 4 —
WfitL. b&Y (B9) #0. 13 gk,

'"TH-NMR (CDCly, &: 7. 91 (1H, dd, J=5. 0,
1, 6Hz), 7. 39—7. 34 (2H, m), 6. 97—6. 93

(2H, m), 6.53 (1H, s), 5. 02 (1H, d, J=1
6. 0 Hz), 4. 84 (1H, d, J=16. 0 Hz), 4. 15
(2H, g, J=7. 1Hz), 3. 94 (3H, s), 1. 24 (3
H, t, J=7. 1 Hz).

SEERI8

F FO
0hm§ij>mNH2 AcCl ci hﬁgme
O 0
QQQMQ%Z> o<
(

|

EtO,C— N=
A1) (B10)

ket (A1) (1.omol) &ERYITFILFIY (1.5mmol) &E5F RSk
FOZ7S5v8nUSEME L. BIE7EFIL (1.5mol) £FRICTMAL, ZE
EMEACTHRE LR, RIGAERZKISEMLE, BEFEEIFILTHEL.
BB HEMRIBEKTEEL, BHELE, SoNhEREEZHSL/OT NS
S74—IfdL. & (B10) TRINZEEY AT, &% (B10)
EiT) =5,

LC/MS (ES|I—MS (posi)) :383 [M+H]*
Ehefl 3

FEREOSEREF 2 ~8TRAELLILEMERE2O0. 1~1%2HFT5H
TSI (AU S VIIEEMOMaE LTT1O00EESR) . 2—70
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[0039]

[0040]

[0041]

=)L 169EEBE. RUFVLVASEEOREYWE6 0CETMRT
3, TRAMEBRLZICAFILT, 50CUTOREICTRSTEEZMBIt
%, BEICOCETHEMLAR. £UABRERRICLYDHT S, 0COD2
— 7O —VICTHET %, HEROBREBERETICTEERL. AV
ZSUNMEEMERERS,

"BONLEERICOWTOWETW, KUSVILEEMOMELSSL<. &Y
SV EEMUADIEEMOENMEBIELINT WS Z ENHEETE 3,
EiEdl 4

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
SV (AU SV ibamofss LT1 00EER) . 270
X —)L160EEE, RUOFIL V1 SEEEDESYWE 6 0CE TN
T3, ZEEWERLAICAIMLT, 50CUTOEREEICTHERITEARKBS
t5, BICOCETARAAMLALR, 4 UEBREBRBICLYDEET S, OCO
2—7ONRJ —VICTHET %, HEROBREBERGETICTERL. K
VSV EMERERS D,

SONERBRICOVWTOMZTW. KV VILEEMOHENEL. &Y
SV EEMUADIEEMOENMEBIELINT WS Z ENHEETE 3,
RHEHI 5

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
SV (AU SV ibamofss LT1 00EER) . 270
) —)L25 6 EEE, RUOFV LV 28EEEDESYE 6 0CE TN
T3, ZEEWERLAICAIMLT, 50CUTOEREEICTHERITEARKBS
T2, BICOCETARLAE. £UAERERACLYDET S, O0CO
2—7ONRJ —VICTHET %, HEROBREBERGETICTERL. K
VSV EMERERS D,

SONERBRICOVWTOMZTW. KV VILEEMOHENEL. &Y
SV EEMUADIEEMOENMEBIELINT WS Z ENHEETE 3,
ESig NS
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[0042]

[0043]

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
DSV (RS VIILEEMoMaE LTI O00EEE) . 2—70
NR)—=)L141EEE, RUFVL V3 6EETDRESYWE 6 0CETIME
T3, LRAMEBRLICAEL T, 5 0CLUTDREICTRSNEZRHBS
t5, BICOCETARAAMLALR, 4 UEBREBRBICLYDEET S, OCO
270N/ —VICTHERT 5, HEROBREBERMGTICTEEL, K
VSV EMERERS D,

BONLBRICDOVWTOMEITV. RV VILEENOHENSEL. &Y
SUIIEEMUADIEEPDOEMEBILINTWE I &R TE S,
EEdl 7

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
DSV (RS VIILEEMoMaE LTI O00EEE) . 2—70
N —)L256EEE. RUKNIIV29EEHDEAYE 6 0CETIME
T3, LRAMEBRLICAEL T, 5 0CLUTDREICTRSNEZRHBS
t5, BICOCETARAAMLALR, 4 UEBREBRBICLYDEET S, OCO
270N/ —VICTHERT 5, HEROBREBERMGTICTEEL, K
VSV EMERERS D,

"BONLEERICOWTOWETW, KUSVILEEMOMELSSL<. &Y
SUIIEEMUADIEEPDOEMEBILINTWE I &R TE S,
=t 8

TEEDSEREH2~8TRALLILEYWEREZO0. 1~1%EFTHHE
DSV (AU S VIEEMOMaE LTI 00EEE) . 1-74
J—IL255EEE, RUOFIL V2 TEBHOREYWE 6 0CETMET
3, TRAMEBRLZICAFILT, 50CUTOREICTRSTEEZMBIt
%, BICOCETHIMLAR. £EUAKRERRICLYDEET S, 0CD1
—TH ) —IILTHEET D, EHEROBRERERGTICTEEREL, AU
TIVLEMERERS D,

"BONLEERICOWTOWETW, KUSVILEEMOMELSSL<. &Y
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[0044]

[0045]

[0046]

[0047]

SUIIEEMUADIEEPDOEMEBILINTWE I &R TE S,
=9

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
DSV (RS VIILEEMoMaE LTI O00EEE) . 2—70
N —IL25 5 EEE, R/7OORVEV29EEIDEEME 6 0TCE
TMEYT %, HREWERAICAEL T, 5 0CUTOREICTHSTEE
FIEIE2, BICOCETARAAMUALR, ELLERZREBRICLYDEET 5,
OCHm2—70/N) —JLICTHET 5, HEEROBERERERETICTRIR
L. AVSYVILLEWMERERD,

"BONLEERICOWTOWETW, KUSVILEEMOMELSSL<. &Y
SUIIEEMUADIEEPDOEMEBILINTWE I &R TE S,
LEE 5] 1

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
DSV (AU VIVEEMOMAaE LTI 00EEE) . T4/ —
W27 1EEE. ROEFULUV 11 EETOREHNE6 OCETHNRYT 2,
HORAMAERAICANMLT, S0CUTOREICTHRIMTHEARBIES
BICOCETHRALLR, £ULBREERICLYDRET S, OCHTY /
—IICTHET 2, HEBROBREBRERMETICTRZEL, AV VIS
MiERES S,

LEEk gl 2

FEROBEREF 2 ~8THE LbEWMEEZLO. 1 ~1%EET M
DSV (AU VIVEEMOMAaE LTI 00EEE) . T4/ —
28 1EEE RUFUVL Y 2EEIOREME6 0CETMRT 2, &
REMERAZICAALT, 50CUTOREICTHSTEEMBEIES, B
ICOCETHRILLE, £ LERERAICLIYIHT S, OCOTY /—
WICTHRET B, HEARORBRERERMHTICTEEL., AY52ILELEY
fEmzF5,

LEEk5l 3
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[0048]

TEEDSEREH2~8TRALLILEYWEREZO0. 1~1%EFTHHE
DSV (ADSVIVEEMOMAaE LTI O0O0EEE) . x4/ —
W27 08EE. RUFL L1 OEEEDEEW%= 6 O'CETMET 5,
HORAMAERAICANMLT, S0CUTOREICTHRIMTHEARBIES
BICOCETHRALLR, £ULBREERICLYDRET S, OCOAY /
—IICTHET 2, HEBROBREBRERMETICTRZEL, AV VIS
iR AR5,

EEX DR ATt
AFPEOBEEFEICLY ., BHEOKRY S VI ELEY#RHINIETE S,
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[55KIA1]

[553K1R2]

55 KIR3]

[553K1R4]

55 3KIR5]

AR OEHE
Teelk (1)
_Fo

/w
O OMe

O“/W >

-
Et0,C~ N— 0

TRINDV SV LEMESH T MM %E. C3-C67)La—
WBERUOBEERBENSRIERAEICAR L. BRPLYEVS
WL EMDRRENMBI TS L2 /FHET 2V I VIV EEDIESR
DRIEFE,

VUL EYMDERENTE I 5 FEA. BEMRYOBEEE S
THIEILLBEREIZHOY S VIEEMHEROEES %,
C3—-Co67INaA—=AEMN —FON/ =), 2=7O/R/—=)L
1 =TI, 2=TH /=), 2—AFI)—1-FOnR/—)L
2= AFN=2=TAaN) =, 1 =RVEFJ—)b. 3—AFI—
1—TH)=UBLUP2—AFIN—2—-TH)—LDSRIENDR
I3 1 BXIZEREOREMTHY.
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BXIZEHEOREYM THDEKRIE 1 XIE2EHDY 5 VL LEDE
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C3—-Ce67II—INBEEFEHERBEEDEELENE50 : 50~
98 : 2THHIFEXREBIDBEIDOWVWINAEEDY TV INILEMESR
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