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XIhd3—=-rA—2, 5—CERAFA 7z 28, —BR (8) TRK
ENdH3—ERFOFL—4—=bATrIERAFA I VEERKRIGS
5 ETHLND,
AEHADI—=—FrA—2, 5—CE FAFA 7z VEOEEAEIZENT
(F. RISHBID-OBERANTH L, AVSREIEROR., AROBO L
INTELEL, ETLUVRATY FEE. LA ABOWVWTNIATH L, BEL
TlE, BIZIE, GREE. RIEFREE. ¥ OORELE. THEE. FIEMHE., B, VY
B, RibKkZF:, BFEE. b DA OEEE, L2 VE, BAE, J7ILE, <
LA VB, REBE. A FVRILKRVEE, RUEVRILKRUEE, b ILES.
F)TLAOAZDRILKRVEE, BIETILE, WBEFE 2, =T vikHR™
ROIFILI—TIEREERGEEZFLIIENTEL, ThHDEEFETREN
BMTHAWNTHEWD, 2BELLEZEEDOIETHAEHLE THERAT S
EHTED,
AEHADI—=—FrA—2, 5—CE FAFA 7z VEOEEAEIZENT
(&, RISHBIDOFLOEEEZRAVTH L, AVSEEEEROIEE. AHO
BEOWTIATH LD, BROBEEL LTETZILHYEEOKELY. 7L
H)LTESEOKREIEY. TILHEROREE, 7UVE=TEEERHAVS
CENTED, ABOIERELTIE, PUTLXALTIL, EYDUVESEE
WS I ENTED, BRMICIE, KEBEIEY FoL, KEIEF FUDL, K
BRAE D U oL, KEEIEAIL DD L, KEBIE/NY T L, REEF R DL, kB
UL, REBKFRF F)DL, REBKRDUYDL, BETVEZT. TV
EZTFKBR., PIIFLTEU, F)TFLTIV, EYDo, aydy
2, BoIUTFUU A—TUAFITI/IEIDUREEZEFEIENTE
5, CNODEBREFNFNERTAHAONTE IO, 2FEULEEENE
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[0116]

[0117]

[0118]

BTHABRDOETERATSHILELTES,

AFEBAD—HERX (5) TREIND3—=—+O—2, 5—JEFOFAF Tz
VHEOBBEAERICIEVTE, RISHEBO-HMDOEKFZANTE &KUY,
FAWBEKEIE LTIRIETEFIL, BIERDVYAIIGED AR UENDT
e, EKEFEE., B|K MY LA OEFBRG EDDILR U EEEKY. 1R1E +
IWIDRIARZIL, BIEA R DR ILARZ)L, BIE M) TILABAZ VR ILKR
SV EDRIILKR U BANDOT ALY, BIEFA L, BIERLTIIL, Yo
JEEO DY K RRAT Y, SRR, MNYRRFT U BiERY V. S
), AFxVEIE) D, ZRIEU D, RERIEU 2. TILAH)EERERE. 7
WA TEEEMBIE, 7ULH ) TESBERIBELEEZEFLILNTES
o CNODEFKAEIEL, TRENERTHNTL LD, 2BEULEEZEED
S THAEOETERTEILLETES,

AFEBAD—HERX (5) TREIND3—=—+O—2, 5—JEFOFAF Tz
VEOEERECEVTE, BEREEZFERTLIENTEZ LA, ALSE
BRICITHFICHIRRIE AR Ly, B L LT, FIZIE PyooA4y, yOoak
IWLEQNOT LT ILFILE, ROEY, MLIY, FLUEDFEE
RAEKFRE, AFXH U ATEY, 290X HUEDRIEKFHR, PTF
WI—TI, P4V TRELI—TI, 1, 2=VPALFLITEY, THS
ErFOTS2, DEFYUEOI—TILE, BRI FIL, BB T FILEDT
ATIVE. N, N=UAFILRILLTEI RN, N=DAFILTFERT7E R
N=AFLEOQYRFVEDTIFE. N, N —DAFILLZIHZITYD/
. TR MU, KEEFFEFIIENTED, CNODBEITELTE
NEXRTRAVTHEOA, 2BELULZEEOIATHAALETHERT S
ZEBTES,

RGICAVWDAEDEIZDOVTEHICHRER T HELS, BENBRLS
— =X (8) TRENSHI3—EFOFL—4—Z AT +IERFAFA T
VEDESICH LTS OBEUTETHI EMAFELLY,

RESRBEICDOWTIIFICHBER T LEVD, RIENEOHRRL S BFEOR



WO 2010/119902 27 PCT/JP2010/056702

[0119]

[0120]

[0121]

[0122]

RUEBRUTETHIEMNFERLLY,

T, ARAICEYRATRSHSIFRGHREAECEINE, —#X (1 a)
THRINS3—=tATrZERAFA Tz HF, —BK (8) THREH
53—cbFO0FY—4—Z AT rSERFOFA T VEEZRMOIRTIL
ERIFEENOTURIERESEAZEICEYFELNS,

FFEAD—HRNX (1a) TREINSS3—=-rOT LS EFRAFA T VE
DHEEFEICEVWTIERICHEBO-HEEEZRANTE L, AVWSIEEITE
BOEE, AROBEOVTATELIL, BEROIEELLTETZILHIEE
DKEAEY., TILH ) LESEOKERILLY. 7ILHVEEOREBIE, 7UF
“TEFERAVSCENTED, AHOEELLTE, FITLFLTEY
EUSUBEERVSIENTED, BEERMICITKEEIEY F UL, KL
FRUD L, KEEAED ) DL, KEEIEAIL DD L, KEEE/N) DL, RET
MU L, REEND DL, REEKET R DL REBKERDYY DL, BRET
VEZTV. TUEZTKEBR, FIIFLTEI MITFALTED, EY
Do, alPu, 2, 6=ILFTOU, A—DAFILTI/IEYDUREES
(FHIEMNTED, CNODIERF, TNTNERTRHOTHE LA, 27
FULZEEDESTHAEHLETERTEI_ELTES,

FFEAD—HRNX (1a) TREINSS3—=-rOT LS EFRAFA T VE
DHEEFAEICAVNWDS I A TIVERIEEINDSTUEFIE LTE, BIET7EF
W, BRI AL EDHILKRUEENOT e, BKEEEE. BKED T
WA OERIGEDAILARVBEKRY., BERNLIVRXILKRZIIL, BlEAZY
RIERZJL, BIE R TLAOAZDRILRZILEEDR LRV EANOST Y
e, BILFA=IL, BIERILTYIL, aoB O K, RRATY, DR
AT, FPURRT Y, HiBIEU D, Z1BIEU D, FDER) D, =R1E
JUREEZREFHIIENTED, INLDITRATILEEIE I/ ND ST U EH
FENENERTRHONTLEIVA, 2EEULEZEEDEESTHAEHET
FERTECELTES,

FFEAD—HRNX (1a) TREINSS3—=-rOT LS EFRAFA T VE
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[0123]

[0124]

[0125]

DEEFEICEWTIE, BEBEZERT S EATE L, AVSBEIC
(EHICHIBRE AWV, BEELTE, IR, PYonA42>, y0AKRILLA
ZONQTUETILFIILE, RvEY, LIV XU LUVEOFEEERIEE
KFE. AFH L, ATE o0O0AXHUEDORIEKFRER, PTFILT
—FI, DPAVTOELI—FI, 1, 2=SA XV TRY, TRIEFR
O3y, PAFYUFEOI—TIVE, BFEETFIL, BFEE T FILFEDIRT
W N, N=DAFILRILLTE R, N, N=DAFILFEF7I RN
—AFILEQY FUEDT I RE. N, N —DAFIAZIEITYD/ U,
TFEEZ UL, KGEEEZEFIIENTED, CNOoDBEITFAETNE
BMTAVWTEHLVD, 2BEULZEREDEESTHAEHLE THERAT S L
£LTE5,

RGICAVWDAEDEIZDOVTEHICHRER T HELS, BENBRLS
— =X (8) TRENSHI3—EFOFL—4—Z AT +IERFAFA T
VEDESICH LTS OBEUTETHI EMAFELLY,

RESRBEICDOWTIIFICHBER T LEVD, RIENEOHRRL S BFEOR
RUEBRUTETHIEMNFERLLY,

£, ARAICEYRATRSNIFRGHEA LR CINE—HEK (3) TX
ENB2—TFILFIIL—3—=+rOFATzUHEERET—BKK (5) TRIN
53—=—tO0—-2, 5—2brOFAT7zUELHLIE—HBK (1a) TX
ENB3——-hrOTFSEROFA T VEERILFIZRHNCERIET B &
(PSUES oY (W

AEHAD—KA (3) TRIND2—TFILFIIL—3—=-rOFFT 7z F
BROHEEFEICEWT, ERASNLIBIERIELTIE, ToAUEEYM. ¥
O LEEEE, MiBMLER, MIBEA R I VL, OEILTZV LA, 1BR, BA.
A%, REBHFBF-ETZOE, BERBELIZOER, RRBFE-EZO
18, BR, AV, BEEKER, BEERLLY. ARG, BIEILTYIL
CIEBEFAZL, YavBInY R RRT Y, DRRT U, FIRRT Y
BREEZEITHIENTEZHMN, BHR, BIEXLTYIMNFEICEREL S,
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[0126]

[0127]

[0128]

AEHAD—KA (3) TRIND2—TFILFIIL—3—=-rOFFT 7z F
BROHEEFEICEVTE, RISHBIOLOEEZRAVTH L, ALSE
HITBEHOEBER, AROBEOVVTATE LN, BHOERELLTE, 7L
HI)EEDKEEIEM. TILAY LEEEOKELEY., 7ILH ) EEOREEE
TOUERZTESFERAVSIENTED, AROERELTIE, FUTILE
W72y, EUDVEZEERNSGZENTES, BEIRMICIE, KEREY F
L, KEBAEF R UL, KEEIEH Y DL, KEIEDIL DD L, KEEIE/NY D
L, REES FUDL, KEHY DL, REKRS N)DL, REBKEHUD
L, RETEZT, PVEZT7KBRER. FIITFILTIY, FUTFLT
Ty By a2, 6=LFTUU, A=DAFILTEIEYD
VIREEZEIFHIENTED, TNODBREFETRETNRERTAHNTH &L
H, 2BELLEEEDBES THAEHLETERTSIELTES,

FFEAD2 —F7ILFIN—3—=rOFF Tz VFEROEEFERITE T
(&, BEBEZHERTHIENTEIN, AVSBFEICHICHIBZRTAN
o BIEELTIE, BIZRIE, /00 A2y, H0OFRILLEONQT LT
IWERIVE, RUEY, MLIY, FLLOEOFEERRIEKFER. AF U
ANTRY DO ONFEY UEDRIEKFRE., PIFILI—TIL, DA4UT
OELI—TI, 1, 2—=2XAH2ITHY, ThoERATIY, OFF
HUEODI—TILE, BFBRIFIL, BRI FILEOIRATIVE. N, N—D
AFILRILLTEFE, N, N=DAFILTFEIZE R, N=AF)LEAY K
VEDTEIRE, N, N —=DAFIAZIZIYD /o, TEFZRUIL,
KIGEEZIFHIENTES, ThoDBEREETNETNERTHNTS KL
H, 2BELLEEEDBES THAEHLETERTSIELTES,

RGICAVWDAEDEIZDOVTEHICHRER T HELS, BENBRLS
—figx (5) TRENB3—=—r0O0—2, 5—CEFOFAFT7zUEDLLL
F—H (1a) TREIND3—=-FATrSERAFF I VEDEEIC
XLTHEOMBEUTET AT EMNIFELLY,

RESRBEICDOWTIIFICHBER T LEVD, RIENEOHRRL S BFEOR
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[0129]

[0130]

[0131]

[0132]

RUEBRUTETHIEMNFERLLY,
£, ARAICEYRATRSNSIFRGHEA LR CINE—EK (4) TX
ENB2—TFILFINL—83—FI/FATzUEERET—EKK (3) TRIN
H52—TILFIL—-3—ZbOFA I VEBEREZERTSHLIZLEYB/ON
%o
AERAD2—FILFIN—83—FI/FATUEEROEEREITHNT
FEREINSGETAEE L TEBMKRAIME, RET7VEZTFTHRTILAUE
BEZRAWTGERT 577%. %, Efh, FILSZUL, AXBGEDERIZES
BILE, BIERXX (11) GLEDERBICLKDETE. KRIELRVHRES LY
Vi, KRIETFIVEZDL)FIOLGEDKRILEERARIZEDIETELGE
EEIFHIENTELN., EAKRAME, RICKIETEBLVIREIERX
(I 1) [CKBETTEMNMFEICERIN S,
AERAD2—FILFIN—83—FI/FATUEEROEEREITHNT
(&, BEBEZHERTHIENTEIN, AVSBFEICHICHIBZRTAN
o BIEELTIE, BIZRIE, /00 A2y, H0OFRILLEONQT LT
IWERIVE, RUEY, MLIY, FLLOEOFEERRIEKFER. AF U
ANTRY DO ONFEY UEDRIEKFRE., PIFILI—TIL, DA4UT
OELI—TI, 1, 2—=2XAH2ITHY, ThoERATIY, OFF
HUEODI—TILE, BFBRIFIL, BRI FILEOIRATIVE. N, N—D
AFILRILLTEFE, N, N=DAFILTFEIZE R, N=AF)LEAY K
VEDTEIRE, N, N —=DAFIAZIZIYD /o, TEFZRUIL,
KIGEEZIFHIENTES, ThoDBEREETNETNERTHNTS KL
M, 2BBELULEZREEDOEETHAELETHERT L1 TES,
RGICAVWDAEDEIZDOVTEHICHRER T HELS, BENBRLS
— X (3) TRINB2—TFILFIL—-3—Z+raFF Iz UFERDES
[T LTH5OBELUTET A EMNITFELLY,
RESRBEICDOWTIIFICHBER T LEVD, RIENEOHRRL S BFEOR
RUEBRUTETHIEMNFERLLY,
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[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

KEAD 2 —FILFIN—3 -T2/ FAX Iz UDEERETHELND 2 —
FILFIL—-3—FI/FAT7z0F, EEZRAREXEEFREER, RE=A
BRI ERER, EEERABREXZEFEIK, H5OEEEKEEPHEIE
ELTHRATEHIENTE D, BIZE, HEAFO09—23528 2850 IC
RHOEEZAREFOTMEELE LTERTH S,

BAHE2009—10021 750RREZDEFEFRAMECERAT
%o

AEMEICRBE SN2 TOX, HFHE, &L UEMREE. B4
Ak, HIFHE. BLURMREASRICKVRYRAENS Z ENEEMHH
DERIZEESN-GE ERAREEIC. RPRHREICSRBICEIYRYRAELSD,
SE Tt 451

LT, BEARMICEHAT A-OICEREHEZEF LM, ZERT I - DER
BURE SN B EDTIEAL,

[EmEh 1—1]
[1E41]
/\/kCHO - /\/L(\NOZ

OH

K5OmI, T2/ —)IL50m | FIZ4°CTKELFT FIDLT. Og%
BEIEEOLH, ZFOARZ210. 78, 2—AFILRVAF—IL10. O
gEMz, BERICEL-Z2BMHE® Lz, T4/ —ILEZRETEMREZ. 1m
ol /I EMTERDp HN7HHEICHES LS CHhMLT, BFETFILER
BRIz, BANMBEKZIRTHRELTABBEREBI I ALV LTHRER
flasg, PUATLOAR NI ZT4— (NFH U BFBIFIL=8.1)
THEL, 3—AF/)L—1—=-+O0—2—-A~"FH/—)L13. 3g(XE: 9
4. 2%) &HT1=.

TH—NMR (CDC ;) :8=0. 90—0. 96 (6H, m), 1. 1
8—1. 47 (4H, m) ., 1. 62 (1H, m), 4. 15 (1H, m)
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4. 39 (2H, m)
[0139] [ZEmEH 1—2]
[1£42]

’)\/LC ‘
HO )v%/\l\loz

OH

[0140] /K25mI, T4/ —)L25m | RIZA4°CTKEELFT F)DLE. 0g%iA
BEIE-DLE, ZrOARYT. 78, 2, 4—SHAFIRVEF—ILT. 2
gEMz, BERICEL-% 1 BHE® LI, T4/ —LEZRETEMREZ. 1m
ol /I EMTERDp HN7HHEICHES LS CHhMLT, BFETFILER
BIZMZ., BANMBEKZIRTHRELTABBEREBI I ALV LTHRER
flasg, PUATLOAR NI ZT4— (NFH U BFBIFIL=8.1)
THEL. 8, 5—YAFIL—1—Z=_tE—-2—-A~"FH/—)L9. Og(RE
. 81. 4%) %8/,

[0141] TH—NMR (CDCl,) :6=0. 85—0. 95 (9H, m) , 1. 1
2—1. 28 (2H, m), 1. 64—1. 69 (2H, m), 4. 22—
4. 24 (1H, m) , 4. 44—4. 46 (2H, m)

[0142] [=fEfH 2—1]
[1£43]

/\/J\(\NC}Z —_— e /\-)\/%\Noz

OH

[0143] 2490 AZ2100mIIZ3—AFI—1—ZFrA—2—AFH/—)
15. Qg#&BMBSE, MLTLACTAIILYOZAK11. 7g, FUI
FILT7EI18. 8ghEFNThw - YLFHTLIE, BREERIIRL
T1EMEE® LIz, KTRIEZEFELSE, D/00A2 0 THE Lz, A
BERBEI IR LTHBEREBSE, YUATLIAIRNT ST 14— (
AR BT FIL=101) THEL, 3—AFI/L—1—=FrA~F
H—1—I29. Og(URE: 81. 4%)=ET,
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[0144] "TH—NMR (CDCl,) :8=0. 90—0. 93 (38H, t, 7. 2)
1. 11—1. 13 (83H, d, 6. 8), 1. 26—1. 46 (4H,

m), 2. 41—4. 45 (1H, m), 6. 93—6. 96 (1H, d,
J=18. 2), 7. 16—7. 22(1H, dd, J=13. 8, 5.

6)
[0145] [=7EHl 2—2]
[1b44]
)\/H/\Noz — /L)\%\Nez

OH
[0146] 249 0OAZ2100m 123, 5—UAFI—1—ZFrO—2—AFH
J—IL9. Og%EMEtE, MLNTACTAYILYIOSAK6. 5g, +U
IFILTIV10. 4gEFNTRP Y LEFHTLIE, BREERICE
LT1. SEfEB#HL, KTRIGZFLSE, /00482 THELT:
. ARBERBI ALV LTERERBESE., YUHSLoOT IS D
4— (NFYU/EBIFIL=101) THEL, 3, 5—UAFIL—1
——bAANFH—-1—-—IT 6. 8gUNE: 83. 9% #FI-.
[0147] "TH—NMR (CDCl,) :6=0. 89—0. 95 (6H, m), 1. 1
0O—1. 12 (83H, d, J=6. 8), 1. 25—1. 43 (2H, m)
1.56—1.62 (1H, m), 2. 49—2.53 (1H, m), 6.
95—6. 99 (1H, d, J=18.8), 7. 14—7. 20 (1H
dd, J=13. 8 8. 3)
[0148] [=fE#H 2— 3]
[1£45]

—).
JVHANOQ )\/J‘YN{%

OH OAc

[0149] EYP230mlIT3, 5-UAF)L—1—ZrANFHL-2—F—)L7
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SehiRfEict, BKEEE10m I MATERT2. SEHHEERLI, B
IFILEBRIZMA, 1mol/|DIEEEKIBERS S VEBNBIEKBERTHRELT
. ARBERBI AV VLTEREREL, YURSLoOT RIS D
41— (NFHYU/EBIFIL=101) THHEL, 3, 5—UAFIJL-1—
ZhANFHU-2—AILTET—F8. 4g(87. 3%) EH/T-,
TH—NMR (CDC ;) :8=0. 85—0. 95 (9H, m), 1. 1
2—1. 28 (2H, m), 1. 64—1. 67 (2H, m), 2. 23 (
8H, s), 4. 22—4. 24 (2H, m), 4. 45 (1H, m)

[0150] [=E#Efl 2—4]

[{k.46]

—_— ,
/J\/k‘/\Noz /I‘\/H/\ NG

OH Gl
[0151]  KILI215mIIZ8, 5—UAFIL—1—=hrO—2—-A~"FH/—)L2
Og4.BRSHE, BEFAZILA 1 gBELUN, N=DAFILKRILLT S

FZ2@MAT80CT2. WL, ZRITAMNMLEOLBERELT
CUVUATALOAR NI ST 40— (INTH U ERBETIFIL=81) THEH
L. 2—=900—-3, 5—YAF)L—1—=brOANFH1. 5g (UNE:
72. 4%) &%=,

[0152] '"H—NMR (CDClg) :86=0. 86—1. 36 (9H, m), 1.
14—1. 17 (2H, m), 1. 64—1. 68 (2H, m), 4. 40
—4. 42 (1H, m), 4. 59—4. 61 (2H, m)

[0153] [=EfEH 3—1]
[{k47]

/\)\///\
NO E—

2

HO NO,

S

[0154] TR /—IL6MIIZ3—AFI—1—=FrOAFH—-1—-—I> 0. 30¢g
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[0155]

[0156]

[0157]

[0158]

EFRMSE, ELVTKYIFILTEV0. 832¢g, 1, 4=DFF7—2,
5—UAF—)L0. 16 gZ&MA-#&, BFRE50TIIMEAL T 1 FEHEE\E#HL
fzo ERICRL-%ZR., BFEIFILTHERLT. 1Tmo | /| DIEERKIBHE.
BMBIBKARTENENREL TABBZREBY I VU ATHERER
SE. YUBATNLIOT NI TTa— (NFH U EEETIFIL=81) T
FBEIL, 4—=—hrA—-5— (RVEY—2—AJL) TrZEFAFFTzY
—3—Z#—JL0. 18g(NE: 42 6%) 5.
TH—NMR (CDCl,) :6=0. 87—1. 083 (6H, m), 1. 2
2—1. 832 (4H, m), 1. 64—1. 69 (1H, m), 2.85—2
.91 (1H, m), 3. 08—3.11 (1H, m), 3. 30 (1H,
Brs), 3. 79—8. 85 (1H, m), 4. 70—4. 76 (2H
m)
[EEf 3—2]
[{k48]

NO E—

2

DOORAR40m T3, B—YAFI—1—Z=ZtONFH—-1-I
V6. 8gEHEMIE. MOWTHMIIFILTIVE. T7g. 1, 4—UF7
v—2, 5=UF—)L3. 6gEMAf-%. 1. SHEERLT-, BFEIF
ILTHEIRLT, 1mo | /| DIEFEKEFR. BAMBIBEKBERTENENESE
LTEREEZRET RO LTHRERERESE, YUASLIOT TS
T4— (NFH U/ EBIFIL=8.1) THEL, 5—(4—AFIRUA
v=—2—A4)L)—4—-—Z=FrATrSEFAFFTII—-3—F—J/L10. 9¢g
(IRFE : 9 3. 5%) ®HFT1-.

TH—NMR (CDC ;) :6=0. 87—1. 01 (6H, m), 1. 1
4—1. 28 (BH, m), 1. 64—1. 72 (2H, m), 2.85—3
12 (3H, m), 4. 11—4. 31 (1H, m), 4. 70—4
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83 (2H, m)
[0159] [ZEMEf#H 3—3]

[1£49]
NO,

HO
JRS———,
WNOZ
OAc S

[0160] 8, 5-PAFI—1—ZhrONFHU—2—A)L7ET—F1. 20g%
LTIV 7. Om I ITHEBESE-E, FUIFILFTIVO0. 80gHB LU
4—UFFo—2, 5—=UF—IL0. 60gEMAf-, EEBTI 0nER
Li=Db, NBERZE»BLT-, 2RZEBLE-OL, VYA )ILoAT R
TJ274— (NFHYU /BBIFIL=81) THRHEL, 5—(4—AFILR
VRAU—2—4))—4—Z=brATFIFERABFAT -3 —F—IL1. 2
6g(99. 0%) %87,

[0161] [EMEHl 3 —4]
[4£50]

HO NO2
—_— )
)\/HﬂNoz
8

Cl

[0162] 2—-00—3, 5—PVAF)L—1—ZtOANFH1. 5g&FMLITY
10m | [TREEE%&, 4CTHRIIFILTIV0. 9gB&U 1, 4—
CERAFLUFTUO. 9gEMAT, ERT4. SHEBRLEZOL, E
EMmE»BLT, BREEBLZ, YUATLIOT NI ST 4— (NFH
V/EBRIFIL=81) THREL, 5—(4—AFIRVEZU—2—1))
—4—ZbrATEIFATI—-83—-F—)L0. 7g (RE:39. 3% 7%
B/,

[0163] [EMEHl 4—11]
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[0164]

[0165]

[0166]

[0167]

[1£51]
HO NO, NO,

CHOOAARYAmI[24—=FrO0—-5— (RVUBV—2—A)L) T+
ERFOFATIo—3—A—I/L150mgZBEIE, HLTLACTAUIL
Y034 K86mg., FJIFILTEI138mgeEETNTnH>< Y EFE
TLI-#%., BREREBICELT3. SHEERLE, KTREEELESHE,
DOOOARUTHEL, ARETREBI IRV LTRRERBIE.
DOATNLYIAR T ZIT4— (NFH U BRI FIL=101) THREH
L. 83—=hrA—2—-RUEV—2—q)L)—2, 5—2EFAFATTY
78mg (IE: 57. 3%) FHF1-,

TH—NMR (CDC1l,) :8=0. 84—0. 98 (6H, m), 1. 1
7—1. 40 (4H, m), 2. 10—2. 25 (1H, m), 3.76—3
.80 (2H, m), 4. 60—4.75 (1H, m), 7. 22—7. 24
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Box No. II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L. |:| Claims Nos.:
because they relate to subject matter not required to be searched by this Authority, namely:

2. I:l Claims Nos.:

because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. I:l Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. III Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:
See extra sheet.

L As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. I:l As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

3. I:l As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

4. I:l No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest I:l The additional search fees were accompanied by the applicant’s protest and, where applicable, the

payment of a protest fee.

I:l The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

No protest accompanied the payment of additional search fees.
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Continuation of Box No.III of continuation of first sheet (2)

The present international application includes the following
invention groups 1 to 6.

Invention group 1: The inventions according to claims 1 to 11 relate
to a process for producing a 2-alkyl-3-aminothiophene derivative
represented by general formula (4) through a 2-alkyl-3-nitrothiophene
derivative represented by general formula (3) using a
3-nitrotetrahydrothiophene derivative represented by general formula
(1) in the reaction. The inventions according to claims 21 to 23 relate
to a 3-hydroxy-4-nitrotetrahydrothiophene derivative represented by
general formula (8) itself, which is included in general formula (1)
mentioned above. The inventions according to claims 24 to 26 relate to
the 3-nitrotetrahydrothiophenederivative representedbygeneral formula
(1) itself. Parts of the inventions according to claims 33 to 36 (i.e.,
parts referring to claims 21 to 26) relate to wuse of the
3-nitrotetrahydrothiophene derivative represented by general formula
(1) as an intermediate for the production of a pharmaceutical or
agrichemical agent.

Invention group 2: The inventions according to claims 12 to 14 relate
to a hydroxynitroalkane derivative represented by general formula (9)
itself. Parts of inventions according to claims 33 to 36 (i.e., parts
referring to claims 12 to 14) relate to use of the hydroxynitroalkane
derivative represented by general formula (9) as an intermediate for
the production of a pharmaceutical or agrichemical agent.

Invention group 3: The inventions according to claims 15 to 17 relate
to a nitroalkane derivative represented by general formula (7) itself.
Parts of the inventions according toclaims 33 to 36 (i.e., parts referrint
toclaims 15to017) relate touse of thenitroalkane derivative represented
by general formula (7) as an intermediate for the production of a
pharmaceutical or agrichemical agent.

Invention group 4: The inventions according to claims 18 to 20 relate
to a nitroolefin derivative represented by general formula (11) itself.
Parts of the inventions according to claims 33 to 36 (i.e., parts referring
toclaims 18 to 20) relate touse of thenitroolefinderivative represented
by general formula (11) as an intermediate for the production of a
pharmaceutical or agrichemical agent.

Invention group 5: The inventions according to claims 27 to 29 relate
to a 3-nitro-2,5-dihydrothiophene derivative represented by general
formula (5) itself. Parts of the inventions according to claims 33 to
36 (i.e., parts referring to claim 27 to 29) relate to use of the
3-nitro-2,5-dihydrothiophene derivative represented by general formula
(5) as an intermediate for the production of a pharmaceutical or
agrichemical agent.

Invention group 6: The inventions according to claims 30 to 32 relate
toa2-alkyl-3-nitrothiophene derivative represented by general formula
(3) itself. Parts of the inventions according to claims 33 to 36 (i.e.,
parts referring to claims 30 to 32) relate to wuse of the
2-alkyl-3-nitrothiophene derivative represented by general formula (3)
as an intermediate for the production of a pharmaceutical or agrichemical
agent.

(continued to next sheet)
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The hydroxynitroalkane derivative represented by general formula (9)
in the invention group 2 is a starting compound in the production process
of the invention according to claim 7, the nitroalkane derivative
represented by general formula (7) in the invention group 3 is a starting
compound in the production process of the invention according to claim
6, the nitroolefin derivative represented by general formula (11) in
the invention group 4 is a starting compound in the production process
of the invention according to claim 9, and the
3-nitro-2,5-dihydrothiophene derivative represented by general formula
(5) in the invention group 5 is an intermediate product in the production
process of the inventionaccording toclaim5. However, in the production
process of the invention according to claim 1 included in the invention
group 1, there is found no statement about the use of these compounds.

The 2-alkyl-3-nitrothiophene derivative represented by general
formula (3) in the invention group 6 is an intermediate product in the
production process of the invention according to claim 1 included in
the invention group 1. However, this compound has a different structure
from that of the 3-nitrotetrahydrothiophene derivative represented by
general formula (1) in the inventions according to claims 21 to 26 included
in the invention group 1.

Consequently, it cannot be considered that there is a technical
relationship involving one or more of the same or corresponding “special
technical features” among these six groups of inventions (PCT Rule 13.2),
and these six groups of inventions cannot be regarded as a group of
inventions so linked as to form a single general inventive concept (PCT
Rule 13.1).
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