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UAFIRIVLTIR (2. 8mL) ICAMBIE, BFEF MY oL (241
mg) A, BET—RE®R L, RIGRICKEMZ, FEETFILERL
THIH L, BBBA KRUHEMBEKTHESE L. BKRES M) VLTE
BL., BERMERILER. BETAEZEETSI LT, REBELEW (3
80mg. INE85%) =5,

"H—NMR (CDC13/TMS & (ppm) f&) :2. 07 (s, 3
H). 2. 11 (s, 3H)., 3. 28 (s, 3H) ., 5. 25 (s, 2H
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[0242]

[0243]

[0244]

[0245]

[0246]

). 5. 30 (s, 2H) . 7. 40~7. 43 (m, 3H),

e, RELCLEMEUTOIRIARUVIRIBICL > THRABNABET
HB5

TR3A: 1= AFILRAIKRZNAFY—2, 3—EX (/OAXFI)
Ry YOS

FEERATOIRIICSVWTELONERNY (19) 2/0O0RVEY
(25mL) ICBBIE, 2, 2 —7YER4YTFO=tYJ (0. O
59g) #MllAl. RGEEO OCICHEL. RIGRICIERAR (HEHEIC
LT3, 15%8) #NT )Yy Lk, RIGRERBE TAME. BET
BEEBETDIET. RECEMESCHERM B, COHEERM%
AT FIOROIRICAW,

"H—NMR (CDC 13/TMS & (ppm) f&) :3. 29 (s, 3
H) . 4. 75 (s, 2H) . 4. 84 (s, 2H) . 7. 38—7. 51
(m, 3H),

TITR3B: 1 —AFIANKINFFT—2, 3—ER (FEFILLFY
XFI) RUEY OREMRE
FEREREFTDOIRIAICEVWTHEONIEER Y (63 0mg) Z ML
IV (23mL) ITARESIE, BB MY VL (480mg) &FTNFTF
WFPVEZDLTOIR (75mg) A, 80CT7HIEFEH L, K
INREERE THEKR. KEeMA., BRI FILZRAVWTHELE, ARE%
FAFIBIRKTHR&E L. MAKMERFT MY UL TRRL, BB IER L&,
BETAEABE L, BEE 7Sy v 1EHEREE (biotage
AB#HE | solera™) (L&BYYASINLTISvasaOx IS
41— (BB IFN—~"FHY : 40%TAL) 2AVTHERTSZIET, K
Be® (31 0mg) =2/,

T4 : 3—AFLNRNKZINAFY—1, 2-RUEVIAG ) —ILD
EEESS
LFEERATDOIRIICSEVWTHELONIERNY (179) X5/ —Ib (
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[0247]

[0248]
[0249]

[0250]

[0251]

160mL) . FhSEROTZSY (160mL) ITA@EIH, XKATF. K
(40mL) ., REEAYDL (16, 239g) M. IEEELLE, F
EFAEEEEL, Kemi, BT F I 2BVWTHELE, BHEBAEK
WEF M) D LTREL, BEYERLLE BETNAEEZEETIIE
T, RELE®W (12, 189, NEI8%) %25,

TH—NMR (DMSO—-—d6 /TMS & (ppm) {&) :3. 42 (s
, 3H) . 4. 57 (d, 2H) , 4. 70 (d, 2H) . 4. 98 (t,
1TH) ., 5. 27 (t, 1TH), 7. 25 (d, TH)., 7. 36 (t, 1
H) . 7. 46 (d, TH) ,

Fr. RELAMIUTOIRA AILL > TERENTRETH D,
TRRAA : 3= AFLNRANEZINFFY—1, 2—RUEVIXY /=)
DORERAR
LTEEEREHTOIR2ICBEVWTELNIERY (502mg) 2K (5.
6mL) ZMMA. GRFEMBER L. RIGEZERI THHE. BT F
WERWTHE L, BREBZRENRIBEKTESE L, EBKRES MY DLT
IRL. EEMEIREI LR, BETAEKEEEETSIET. RELEY (
325mg., IXXK100%) #1Ef .

[EEFI2] 3—AFIRLEZNLAFI—-6—=—bO—-1, 2—-RVE
vIAE =L (EEWMT1—14) OFREH

TRE1 : 1 —AFINANNKEZNFFT—2, 3—IUAFIL—4—-—Z_bOR
vEY DIRE

2, 3—IUAF)—4—-—=—kO7xz/—) (25¢g) 7T KOTS
v (500mL) [TB@EIE, PIJIFLTIY (16, 79) ZMAt,
ZFD®E, KAT. XFVANKRZ)LoOY K (18. 939g) #ix. £
Bl1OIR1 OFABREFRICKHIE, BUETSHIET, ZELEY (3
4. 98g. NE95%) =5,

"TH—-NMR (CDC I3/ TMS &6 (ppm) f8) :2. 36 (s, 3
H). 2. 44 (s, 3H). 3. 26 (s, 3H). 7. 30 (d, 1H
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[0252]

[0253]

[0254]

[0255]

[0256]

). 7. 67 (d, TH),

T2 : 1 —AFILRIIRZNVNFFY -2, 3—EX (FTOEXAFIL) —
4 —=—baORVEYORES

FEREEFHZOIRIICEVTEONZERY (2. 92g) 51, 2—
oIy y (140mL) (CARBIE, N—-TOERIY V143K (8
. 43g) &2, 2 —FVYERA4VT7FO=-KMYIL (195mg) &M%
. SEHEMBER L, RIDRZERITHINER., —KB@BEL. fTELEE
FEReI Lk BETRAEREZEETSHET, REBLEY (4. 8g9. X
E100%) #1875,

"H—NMR (CDC 13/TMS & (ppm) f&) :3. 42 (s, 3
H) . 4. 73 (s, 2H) . 4. 84 (s, 2H) . 7. 62 (d, 1H
). 7. 98 (d, TH),

TRE3 1 —XFILNANEKZIIAFL—2, S—ER (FEFILFTHFIA
FI) —4—=—barRvEYOREE

FEERHI2OIR2ICBEVWTRELONIENY (4. 8g) #N, N—
AFIHRILLTIR (50mL) (TRBIE, FFBF MU DL (1. 7564
) ZMA. ERT—KE®RLA, RIBRICKZMA. BT FIL %2RV TH
HU%, BEEZKRUBNEBIEKTHSE L. BKBES MY DL TEEL
. B ARR Lk, BETAEEEELE, BEE TSy Y1 BEER
HE (biotage ABHE Ilsolera™) ([CLBVUAHILT
Svia/nav b IS 74— (BRI FIN—A~FH2 4 0%TELE) =H
WTHET S ET, kBELEY (2. 89, INFE65%) %18,

"TH—NMR (CDC1;/TMS & (ppm) ) :2. 04 (s, 3
H). 2. 08 (s, 3H). 3. 36 (s, 3H). 5. 37 (s, 2H
). 5. 47 (s, 2H), 7. 60 (d, TH). 7. 89 (d, 1H)

T4 : 3—XAFLRANKRINEFY—6—=bO—1, 2-RVYEVY
X8 J—ILDFAE
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[0257]

[0258]

[0259]

[0260]
[0261]

LFEERH2OIRIICSEVTEONIERNY (2. 8g) X5/ —I
(80mL) . Fr3ERATZSY (80mL) ITAMBIE. KAT. K (
20mL) . REEAUDL (1. 99g) ZmMA. 2BEER L, RIGKIC
1RERBEMZ, BETAEELELEL. KEmMx, BT FIL%A BV TH
HU7, BEBEEKTEEST N YATERL., EEMEREI LR, BE
TREEBE L, BBE 7Sy 1EHREREEE (biotage AB
#H&EIsolera™) [Z&BYVATNTSva/OX b IZT74—
(BRI FIL—~FH2 : 50%TAL) 2RVWTHERT S &T. REL
&4 (1. 59g. INEKT74%) &5,

"TH—=NMR (CDCI3/TMS & (ppm) f) :3. 05—-3., 1
2 (m, 2H), 3. 36 (s, 3H) . 4. 91 (dd, 4H) . 7. 4
8 (d, TH). 7. 89 (d, TH),

[EREFI3] 3—70A0—-6 —XFIRILKZILAFS -1, 2-—RY
EoIAy /= (BEW1—3) OFEH

TRE1:1=-73X/)—-2, 3=UAFIL—4 —AFIVAINEKZINFFIN
vEY DIRE
FEERHIZOIRIICEVWTRELONIERY (10g) X5 /- (2
O0mL) (BRI, NSYDL kKR (29, ’RSVIVLEEET1 0%
. #55%KEBEM EMA. KRFEIT. EBRT24EER L, K
BREEZA MERAVWTRERL., BRETAEEZEET S & T, REBELEYW
(8. 43 9. INKI6%) 515/,

TH-—NMR (CDCI1;/TMS &6 (ppm) &) :2. 09 (s, 3
H) . 2. 26 (s, 3H) ., 3. 12 (s, 3H). 3. 64 (br s,
2H) ., 6. 54 (d, 1H). 6. 98 (d, 1H),

Fr, RELAMIUTOIRT AILL > TERENTEETH 5,

TRI1A:1—-73I/-2, 3—=IAFI—4—AFINRIEKZILTFY
Ry €Y OREWEAR

2, 3=YUAFN—4—=baOTxz/—) (25. 3g) aFEETFI (
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[0262]

[0263]

[0264]

[0265]

[0266]

300mL) ICAEIE, NYIFILTIY (16, 8g) #MAxk,. TD
%, KAT. AFVANFRZNIOYR (18, 29g) ZiMA. ERET30
DEER L, RIGRICINS VDL kFE (8g. RSV ILEEE10%
. #55%KEBEM EMA. KRFEIT. EBRT24EER L, K
BREEZA MERAVWTRERL., BRETAEEZEET S & T, REBELEYW

(33g. INE100%) #5871,

T2 : 2, 3—UAFI—4 —AFILNRIVEKRZNFFIRVEIOTY
ZOLTF NS AORS— bDFASR

TEREREFASOIRIICEVWTELONERY (15, 6g) 248%7
SO ARRVEKAER (84mL) . K (120mL) ITAFIH, K
AT, BEBS MDA (5. 19) 2K (1 2mL) ITAFEIHKBER
Z1 0EMNMTTMA, KAT. 1REFER L, RIBRZRERL, 85
NEFEEVIFIVI—FTIITHE LR, RRTDET. RELEY (
19. 5g. RKB86%) %K/,

T3 :1-=7)740-2, 3—IAFI—4—AFINRIEKZILTFY
AV AOF

FEERAIIOIR2ICEVWTHELONIERNY (0. 59) IK1—-TFI
—3—AFNAZIFVY) LT IZTIAORT—K (1. 89g) ZMA.
8O0CT2REIRI® L, RIDERZERFITAME. M IVZRAVWTHE
Lic. BB ZKRUREMRIEKTHREF L. HKREST N DL TEEL.
WY& BRI Lk, BMETBREABET D& T RE LAY (0. 29
g. INE83%) 5Bk,

TH-—NMR (CDCI;/TMS &6 (ppm) &) :2. 21 (d, 3
H). 2. 28 (s, 3H) ., 3. 18 (s, 3H) ., 6. 90 (t, 1H
). 7. 11 (dd, 1H),

Fro. RELAMEIUTOIREIARIGITREIBICE > THRAMUNALT
HB5

TR3IA:1—2J)0xA0—-2, 3—IAFI—4—AFINRAINKZIZTF
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[0267]

[0268]

[0269]

IRYEYORERAR
FEERGISOIRIICEVWTELONIERY (1 9) 1T, KT, 7v
fekFBREY DY (8mL) ZMA. ZD%k, BHEHEFMN) VAL (355mg
) ZVETOMAIONEER L, TDH%, 56 5CTI1REEERLL
RINEEERETHAINE, PIFLI—FILEBEVWTHELE, BEEAH
FREEKZRF b)) D LKBRKROBEMBIREKTHRE L., #EKREF M) D LA
TEBREL, BERYMERR LR BRETBREEZEET ST RELEY
(0. 759, NET74%) %57,

TR3IB:1—27/0x0-2, 3—IAFI—4—AFINRAINKZIZTF
IRYEYORERAR

2, 3=UAFI—4—-7)40O07x/—)L (200mg) #HEEIFI
(5mL) ITAEIE. MJIFILFPIY (174mg) ZMAk, TOHE
CERTAIVZIARZNOY R (180mg) ZMA304@EIE#RLL
o RIVRICIKZMA., BT FILZRHWVWTHE Lz, BREBZKRUHENER
BAKTHEL, KT MN) VATERL, BEMEZRER LR BET
BEEBETDHET. RELEW (290mg. INEI3%) %5875,
TiE4 :1—-7)b40-2, 3—EX (FOEXAFI) —4—AFILRIL
RINLNAFIORVEYDFE
TEEEREFASOIRIICEVWTELONIERY (1. 489) Z/00ON
vEY (15mL) ITBA@EIE. K (8mL) . 2, 2" —FYEZRA4VT
FO=KYIWL (0. 11g) ZMAf, RIGREB8OTCICHEL. BR (1
mL) 208XV EY (1 5mL) [IFEFEIELAREZ 3 0Oo@AGTM
Z. IHIC80CTIIFAEFE®R L, RIBREERE THNE, BT T
WeAWTHE L, BREZKRUCFAWMEET b)) D LKER., BMEE
KTHEEL, BKREBST MY ULTEERL, BEBMERR LR BETS
WEABETDIET, RELEYW (2. 459, IRKI6%) %157,
"H—NMR (CDC13/TMS & (ppm) f&) :3. 33 (s, 3
H) . 4. 65 (d, 2H) . 4. 68 (s, 2H) ., 7. 12 (t, 1H
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[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

). 7. 42 (dd, TH),

TR5:1-7048-2, 3—EX (FEFLFTFIXFI) —4—X
FILRNKZNFFRIRVEY OFES

FEERHIIOIRLICEVTEONIERY (16. 71g) #N, N
—IUAFINHRILTIR (50mL) IABRIHE, BEEES MY UL (7. 6
5g) ZMA, EEH2OIREIOAHEBRICKRIGIE, BRITDHIET
. KELLEY (11, 81 g, NEKB8O0KR) 25K,

"H—NMR (CDC13/TMS & (ppm) f&) :2. 06 (s, 3
H). 2. 07 (s, 3H)., 3. 29 (s, 3H) . 5. 29 (d, 2H
). 6. 31 (s, 2H), 7. 17 (t, 1TH)., 7. 44 (dd, 1H
) o

Fro, RECAMEIUTOIRS ARUTIRS BICL > THRAENTEET
HB5

TR5A:1—7)040-2, 3—EX (/OOXAFIN) —4—XAFILR
WRZIAFORYE Y DS

FEERHIIOIRIICSEVWTRELONLERNY (19) 2/0O0RVEY
(25mL) ITB@EIE,. 2, 2 —F7VYER4Y7FO=-MYI (0. O
8g) AMAl, RibAES8S8TICHEL. RINRICIERAR (HHEMEIC
JLT4. 1HE8) aNTY ULk, RIBREERE THAEER. BRETE
WABKRTZHIET, RECAMESUTHERN 5B, CORERMERE
Bl FITROITRRICH W,

"TH—NMR (CDC I ;/TMS & (ppm) {&) :3. 33 (s, 3
H) . 4. 79 (s, 2H) . 4. 82 (s, 2H) . 7. 14—-7. 19
(m, TH) ., 7. 44—7. 47 (m, 1TH),

IRE5B:1—-7.040-2, 3—ER (FEFILAFIAFI) —4—
AFIRIKRZINF F IRy OREHHE

FERBHISOIRS AICBWTHEONIMEERY (29) ZhLT Y (
20mL) ICAfESHE, BFEBF MUY L (1. 32g) EFRSTFLTY
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[0276]

[0277]

[0278]

[0279]

E-UL7OIRN (225mg) iz, 80CTEREER LA, RER
ZERFITAHINE. BNREBEKZMA. ML IVEZRBWTHE L, BHEE
EEKRET MY OLTEERL, BERMERR LR BRETBREEZEEL
oo BBEI7Sv 1EHREEEE (biotage AB#HE | sol
era™) (LLBVYAFNISyva O NI ST 14— (BFBBTFIL—
ANFFY  35%TEE) ZRAVWTERTSEIET, jEREY (1. 47
g9) =187,

TFE6 :3—7)40-—6—XAFIRIKRZILFTFS—1, 2-RVEY
IXE =L DIFAE

TEEEREFISOIRSICEVWTELONERY (7. 19g) X5/ —
VW (20mL) | ITHB@IE, KT, K (4mL) | EEHY DL (6.
539g) #Mx. 1 59@ERLL, BETAEEZEEL. BT FILZH
WTHIE L, BRBZHMEBIRKTHRE L., KRBT N D LTREL
. ERMERR LR RETREEZBETS & T, }ELEY (6. 3
8g. INE100%) 5£5/~,

"H—NMR (CDC13/TMS & (ppm) f&) :3. 27 (s, 3
H) . 3. 53 (brs, TH) . 3. 65 (brs, TH) ., 4. 80 (
s, 2H) . 4. 84 (s, 2H) . 7. 11 (dd, 1H). 7. 26—
7. 29 (m, 1TH),

Fro. RBLAMIIUTOIREG6A, 6B, 6C, 6DXIF6EICL>T
LRSI TH D,

TE6A:3—7/W4A0-6—AFIANKZNTF—1, 2—-RUE
VIXE =L OREFES
FEERHIIOIRLICEVWTRELONIENY (10g) N, N—I X
FIRIVLTIR (27mL) ITRESHE, BFEEFMUDL (4. 589)
ZMZ. BOCTA4REBTIR LA, RIDNEREZERITRENEX Y/ —IL (2
OmL) . XK (bmL) . xEEAYDL (7. 73 g) ZiA. 2BEER
Lo RISHRICKZMA %, BT FILARAWTHE Lz, BHE% 8
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[0280]

[0281]

[0282]

[0283]

BIEKTHEE L. BT M)V LATREL., EEMEREILER. BE
TREAEET DI ET, RE LAY (6. 43 9. RKIT%) 52187,
T#E6B:3—7/040-6—AFIANKZNTF—1, 2—-RUE
VIXE =L OREFES
TEEEREHSOIR4ICEVNWTELONIERY (0. 384g) IZK (10
mL) ZMA. GREMBERLL, RGEZERI THME. BT FI
ERWCHE L, BB BMBEKTHES L. BAFES N ILTE
BL., BRYMERR LR BETHAEEEETS2&T. RELEY (O
. 23g. NEK92%) %HB,
TE6C :3—7040—-6—AFIRAINKZINAFL—1, 2—-RVE
VIXE =L OREFES
FEERHIIOIRLICEVWTRELONIENY (10g) N, N—I X
FIRIWLTIR (27mL) ITAEIE. K (240mL) #mMx. 10
OCTIMEER L, RIGKEZERE TAHRK. BFEETFILAH VT
L. BRBEZMANBIRKTHEEL. BKREBST N VLTEERL, EB8Y
B L7k, METBREEAELETZET. RELEY (6. 669, IX
E100%) 21875,
T#E6D :3—7/040-6—AFIANKZNTF—1, 2—-RUE
VIXE =L OREFES
LFEERHIIOIRLICEVWTRELONIERY (59) ZN, N—-IXF
WHRILLAT IR (11 mL) ([SBEBIE, MERR (II) AKAY (234 m
g) &K (30mL) A, 11 0CT7REAMBER L. RISREE
BETAINE., KEmMA, BRI FILABVTHE LA, ERBEAHENBIE
KTHEEL, BKREBST MY ULTEERL, BEBMERR LR BETS
WEABETDHIET. RELEW (3. 1g. RKI3%) 25875,
THRGE :3—7/040-6—AFIANKZNTF—1, 2—-RUE
VIXE =L OREFES
TEEEREFISOIRSICEVWTEONERY (4. 469g) X5/ —
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I (20mL) (ITE@ExE, 7EFLo20OY K (208mg) #mMa. ER
T—HiE® L, RIGRICKEZMA, BT FILEZRWTHE L, Gi%E
ERMBEKTHSE L. BAKRES N ILTEEL, BEEYERES LR
RETREEZEETZET, RELEY (2. 89, NEKB84%) %2
720

[0284] [EMEFIA4] 3—200-6—XFILRAIKRIILAFS -1, 2-RVE
vIAZ = (EEWT1—17) DR
TE1:1—=700-2, 3—IUAFIL—4 —AFIVAINKRZINFFIN
VYOS
2, 3=-YAFI—4—-/rOO07z/—) (1. 81g) #Fhr>ErO7
SY (20mL) IR@IE. MIFALTIV (1. 419) 2#MAt,
ZFDE. KAT. XF VAWK OY R (1. 459g) M. EHEH
1OIRTORMEFKICKIGIE, BUETZI&T, ®BLEW (1.
86 g. INE68%) &5,

[0285] "H—NMR (CDC I3/ TMS & (ppm) {E) :2. 31 (s, 3
H) ., 2. 37 (s, 3H), 3. 19 (s, 3H). 7. 10 (dd, 1
H) . 7. 25 (dd, 1H),

[0286] T#22:1—4s0@0—2, 3—FEX (FOEAFIL) —4 —AFIRILK
ZNFFIRVEYDRE
FEERA4LOIRIICSEVWTREONI4ERNY (1. 869g) &1, 2—
vyoOox4dy (560mL) ICABIE. N—-JOERIYVAINR (4,
23g) &2, 2 —=F7YEZRqVYI7FO=-MYIL (130mg) EMA.
SEBEMAER L, RIGKRERBE TAIME., KEMA, 700KILLE
AVWTHH L, BEBEZHENBIREKTIHES L. |BKWMEBF N D LATHEE
L. ERMERER LR BETBREEZEET22&T. RELEY (3.
1T1g. IN¥&100%) =57,

[0287] 'H—NMR (CDC13/TMS & (ppm) f#) :3. 34 (s, 3
H) . 4. 69 (s, 2H) . 4. 76 (s, 2H) ., 7. 39—-7. 45
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(m, 2H),

[0288] TI#23:1—4s00—2, 3—EX (FEFILFTFIAFIL) —4—AF
WZIVRZIAF IRV E Y DOREH
FEERA4LOIR2ICEVWTRELONIERNY (3. 1T1g) &N, N—
UAXFIARIVLTIR (40mL) ITHABIE, BB MY DL (1. 56
g) ZMZ. ERT—RE®R LA, RIBRICKEZMA, BT FILEZAWT
HH Lz, BEBEE KRUBMBIEKTES L. BKMES N Y LTEER
L. ERWEIRER LR RETBREEZEETZ2ET. KELEYEED
HERMER/, COMERYEREETITROIRICAW:,

[0289] "H—NMR (CDC I3/ TMS & (ppm) {E) :2. 06 (s, 3
H) ., 2. 09 (s, 3H)., 3. 30 (s, 3H). 5. 31 (s, 2H
). 5. 36 (s, 2H) . 7. 42 (d, 1H)., 7. 49 (d, 1H)

[0290] T4 :3—/00—6—XFILRIKRZILAFFY—1, 2-RVEVD
X5 ) =L DS
FEERHAIDOIRIICSEVWTHEONIHERNEAY /—IL (20mL
) . ThSEROTSY (20mL) (TARIHE, KAST. K (BmL) |
REEAHY L (2. 2g) ZMA. 3FEREBELLE, RIGRICKZMA., BE
BIFILERAWTHELE, BRELZHNEBIEKTHSE L. BKHEES MY
I LTERL, BEYEZRR LR RETREEZEBE L, BEE TS Y
SoEEEEEE (biotage AB#HE Isolera™) |0k3
SATNTZvrasave b TZ3T74— (BT FIL—~FH2 :80%
TRH) 2AVWTHERTS & T, RELEY (1. 419) 5265k,

[0291] "H—NMR (CDC I,/ TMS & (ppm) {E) :2. 57 (brs
, 2H) . 2. 85 (s, 3H) ., 4. 88 (s, 2H) ., 4. 94 (s,
2H) ., 6. 84 (d, 1H) . 7. 35 (d, 1H),

[0292] /=, RELEWIEIUTOIRL AL > THRAEISTRETH 5,

[0293] T#4A:3—-200-6—XFILALKIILAFY—1, 2-RVEY
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[0294]

[0295]

[0296]

IAH )= ORENRSE
FEEREFAOIR2ICEVWTELONAERY (1. 649g) IZK (42
mL) ZMZ. 7RENRER LA, RISREERETHER, FFBETFIL
HERAWTHHE L, BRBZRBEMRIEKTESR L. BKREB TN U ATE
BL., BERMER LR BETAEZEET S ET. jELEY (1

119, IXXE100%) =5,

[EMEFIS] 3—7OF—6—XFILRAIKRIILAFS -1, 2-RVE
vIXE /=L (IEEWT1—18) DA

TITR1:1-7J0F—2, 3=—IUXFIL—4—AFILRIEKEZILEFIR
vEY DIRE

2, 3-UAF)—-4—-TJOFET7x/—) (6. 579g) #F >k KO
757 (100mL) [TE@EIE, MJIFILFTIV (3. 649) 22X
Foo TDHE. KAT. X VZANEKRZN2OYK (4. 12g) M. =
FEGIT DT OREMERFICRIGIE, BRULEBTZ T RELEWE
BUCHERMER L, COMERYERBETTIOROIRICAV,

"H—NMR (CDC13/TMS & (ppm) f&) :2. 33 (s, 3
H). 2. 41 (s, 3H). 3. 19 (s, 3H) ., 7. 04 (d, 1H
). 7. 44 (d, TH),
TR2:1-70%—-2, 3—EX (FAEAFI) —4 —XFIRILK
ZNFFIRVEYDRE
TEEEREFSOIRIICEVWTEONHEERY (1. 879) =1, 2
—rs0o0xT4dy (13mL) I[TB@BIE, N-TOERIY V43R (2

5g) &2, 2 —FYVERA4VYT7FO=-MYIL (1 10mg) ZMA.
SEHENMBERLL, RIGKEZERE THHE. KRUEMNREKTHEL
 BKERET N ULTERIEL., EEMEIREILCR. BETABEEEEL
oo BBEI7Sv 1EHREEEE (biotage AB#HE | sol
era™) (LLBIYATFNISya O N ST 14— (BRI FIL—
ANFFY 30%TEE) ZRAVWTERTSEIET, RELEY (2. 66
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g9) =187,

[0297] "H—NMR (CDC |1 ;/TMS & (ppm) {8 :3. 34 (s, 3
H) . 4. 71 (s, 2H) . 4. 79 (s, 2H) . 7. 33 (d, 1H
). 7. 62 (d, TH)

[0298] T#3:1—-70F—2, 3—EX (FEFILFTFIAFIL) —4—AF
WZIVRZIAF IRV E Y DOREH
FEERHISOIR2ICBVWTELONEmRY (15. 28g) #N, N
—IXFIFRILLTIR (100mL) ICARIE, Bl M) Y4 (6.
31g) Mz, 90 CTIRAELR L, REREERFTHMNE, K%
mA. BRI FILZRAVWTHE L, BEEZKRUHEMNEBIEREKTESRL.
BOKTREET M) VALTEZEL., BEMERERN LR RETAEEZEET S
ZET, REBCEMEEOCHERMESL, COMRERMEREETIORD
TRICAW,

[0299] "H—NMR (CDC I3/ TMS & (ppm) {E) :2. 06 (s, 3
H). 2. 09 (s, 3H). 3. 30 (s, 3H). 5. 32 (s, 2H
). 5. 37 (s, 2H) ., 7. 35 (d, 1H)., 7. 68 (d, 1H)

[0300] T#4 :3—70OF—6—AFILNRIKZIAFY -1, 2—-RVEVY
X5 ) =L DS
FEERHISOIRIICEVWTHEONIHERNEAY /—IL (7T5mL
) . ThZERFOTSY (25mL) ITHEIH, KAST. K (25mL)
CIRBBAY UL (9. 049) Az, IBEEERLE, RERICKEMZ
ERBIFINERBWTHE L, BREZMENEBERKTESRL,. BKRES
NUDLTERL, BERMERER LR, RETBREEEER L, BEEY
SyVIiEIEREE (biotage AB#M&E Isolera™) |l
LBV ATNT Sy a O N IZT7 40— (BT FIL—~FH 2 : b
0% TAY) #RWVWTHERET I LT, KELEYW (7. 539) %575k,

[0301] "H—NMR (CDC I3/ TMS & (ppm) {E) :2. 10 (s, 2
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[0302]
[0303]

[0304]

[0305]

[0306]

H). 3. 29 (s, 3H) ., 4. 86 (s, 2H) . 5. 01 (s, 2H
). 7. 17 (d, TH). 7. 64 (d, 1H),

Fr. RELAMIUTOIRA AILL > TERENTRETH D,

TE4A:3—TJOF—6—AFIRIKRZILFFS—1, 2-RVUEY
IAH )= ORENRSE

TEEEREFISDOIR2ICEVWTELONIERY (1. 9549) IZK (45
mL) ZA. SHEREMBER L. RIGKEERFTHEIE, BT FIL
ERWCHE L, BB BMBEKTHES L. BAFES N ILTE
B, BRYMEZRR LR RETREEZEET2 LT RELEY (1
. 35g. XK T%) ==,

[EMEFI6] 3—F—KR—6—XFILRAIKRIILAFS -1, 2-RVE
vIAZ = (EEWT1—19) DR

TE1:1-3—KFK=-2, 3=IUAFIL—4 —AFIVAINEKRZINFFIN
vEY DIRE

FEERHIIOIRIICSEVWTEONIERNY (3. 449g) VA FIN
ZNEREFTYR (100mL) ICARIE, Ioibh)vas (13, 3g).,
FREEE S MY oL (4. 419) ZMA. KAT. 4 8%RIKFREE (20
mL) 2227 OMA. IRKEEH L, RIGRICFAWMEBT MY D LKE
WEMAZ. BT FIZRVWTHE L, BBEBEK. SBNRIEKTHESEL
 BKERET N ULTERIEL., EEMEIREILCR. BETABEEEEL
oo BBEI7Sv 1EHREEEE (biotage AB#HE | sol
era™) [LLBYYATINTSyvoarORNTZ5T7 14— (BFEETFIL—
AFHY : B0%THEE) 2AVWTERTZ & T, RELEY (2. 97
g. INELET%) 518,

TH-—NMR (CDC I ;/TMS &6 (ppm) &) :2. 35 (s, 3
H) ., 2. 47 (s, 3H), 3. 18 (s, 3H). 6. 89 (d, 1H
). 7. 72 (d, 1H),

T2 :1—-3—F-2, 3—EX (FREAFI) —4 —XFIRILK
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[0307]

[0308]

[0309]

[0310]

ZNFFIRVEYDRE
FEERHIEDIRIICSEVWTRONIERNY (2. 979g) &1, 2—
vyoOox4dy (560mL) ICABIE. N-JOERIYVA4I R (3,
89g) &2, 2 —F7VERAYVT7FO=MYI (150mg) ZMA.
SEBEMAER L, RIGKRERBE TAIME., KEMA, 700KILLE
AVWTHHE Lz, B8EE K. MR KTHEL., BKREF M) ILT
IRL. EEMEIREI LR, BETAEEEETSET. RELEYWE
EUHERDE R, COMERMEBREETICROIRICA W,
"H—NMR (CDC 13/TMS & (ppm) f&) :3. 34 (s, 3
H) . 4. 74 (s, 2H) . 4. 80 (s, 2H) . 7. 18 (d, 1H
). 7. 89 (d, 1H),
TI#8R3:1—-3F—F-2, 3—ER (FEFILFFEIAFI) —4—XF
WZIVRZIAF IRV E Y DOREH
LFEERHEDIR2ICEVWTHELONIHEERMEN, N—IXFILKIL
LT7IN (B0mL) ITARRSE, Bl )DL (1. 799) ZMX.
ERT—MRE®R L, RIGRICKEMAZ, BT FILEZRVWTHE LK, B
BEAK, REMRIBKTHREL., BKBEBT N) JATREL., EEYEIR
BILAt. BETAEABETHIET. ZKBLEMEECHERD % BT
o COMERIERBEETIROIRICA W,
TH-—NMR (CDC I ;/TMS &6 (ppm) &) :2. 06 (s, 3
H) ., 2. 09 (s, 3H)., 3. 30 (s, 3H). 5. 31 (s, 2H
). 5. 37 (s, 2H) . 7. 42 (d, 1H)., 7. 49 (d, 1H)
T84 :3—-F—RFR—6—AFIRIKZINAFL -1, 2-RVEVY
X5 ) =L DS
FEERHIEDIRIICEVWTREONIHERNEAY /—IL (20mL
). ThIEROTSY (20mL) ITB@IE, KT, K (5mL) |
REEAN )DL (2. 529g) ZMA. EfEFIS5 DIRE4 DORMERKICKIG
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[0311]

[0312]

[0313]

[0314]

I, BETBHIET. RELE®W (652mg) &Fk,
"TH—NMR (CDCI1;/TMS & (ppm) {&) :3. 11-3, 1
6 (m, 2H) . 3. 29 (s, 3H) ., 4. 86 (d, 2H) . 5. 00
(d, 2H) . 7. 01 (d, 1TH) . 7. 92 (d, 1H),
[EREHIT7] 3—UIMAOQXMEFSY =6 —AFI AR FFT —1
, 2=RYBYIXEG =) (AW —21) O
T1:2, 3=UAFL—4-I7)F0% I F—Tz/—ILOFS
2, 3=UAFI—4—-[[ (1, 1 =UAFIIFI) FAFILIIIL
1A% 7xz/—)L (820mg) (European Journal
of Organic Chemistry, (11), 2218—
2225; 201 0x&DIEY Z27r=bJJL (1 3mL) ITAE
I, K (13mL) . KEgfbhY VLA (3. 659g) ZMA. RISGKRE—
20CICAR®., (FOEY7)L0A0XFIV) RRAKRVEBYITFIL (1. 7
49g) ZMA. IHIC—20CTIREIR®E L, TR, ERT2HEF
B L, RIBRICKEZMA, BRI FILZRAVWTHE L, BRELL
MBEKTHEL., BKREST N DL TEEREL, BEYMEER LK. B
ETRAEEBEE L, BEE ISy V1HHREEEE (biotage A
BX#E |solera™) LBV UATFNLISyraysav bI>74
— (BT FIL—~*FH>Y : 50%TAE) 2AVTRERET L& T, RE
& (200mg, INE3 3%) %Gk,
TH-—NMR (CDC I ;/TMS &6 (ppm) &) :2. 18 (s, 3
H). 2. 21 (s, 3H). 5. 01 (s, 1TH), 6. 37 (t, 1H
). 6. 60 (d, TH) . 6. 84 (d, 1H),
TR2:1-I704AaX MY -2, 3—UXFI—4 —XAFIRANK
ZNFFIRVEYDRE
TEEEREHT7TOIRIICBVWTELONERY (200mg) 257 3k
FOZ25Y (20mL) ICHA@EIE. NJIFALTIY (178mg) %N
Zlzo TDH. KAT. XH V2R 2OY K (134mg) A,
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[0315]

[0316]

[0317]

[0318]

ERTIRAER L, RBRERERNL, BETAREEEE L, BEEY
SyVIiEIEREE (biotage AB#M&E Isolera™) |l
LBV ATNT Sy a O N IZT7 40— (BT FIL—~FH 2 : b
O%TAY) #AWVWTHERETZCET. RELEYW (220mg. INK7 8
%) E187,

TH—NMR (CDC I3/ TMS &6 (ppm) f8) :2. 24 (s, 3
H) ., 2. 29 (s, 3H) . 3. 19 (s, 3H). 6. 47 (t, 1H
). 6. 99 (d, 1TH) . 7. 15 (d, 1H),

TR3:1—-Yol4axXbFxy—2, 3—EXR (FJOEAFI) —4—
AFIVZAINKRZIAFIORYEY O

TEEERHT7TOIR2ICBEVWTELONIERY (220mg) =Gk
Z (10mL) ICABIE, N—JOFERIIVYC4IR (353mg) &2
, 2 =TF7YVERAYVTFOZKYIL (13. 6mg) &z, 4BREMER
BR Lz, RIBREERF THONR, RETBREEZEBE L, BEE IS Y
SoEEEREE (biotage AB#HE Isolera™) (243
SATNTZvrasav b TZ3T74— (BT FIL—~"FH2 :50%
THRH) 2AVTHERTS & T, FZELEY (340mg, XK 7 %)
15T

"H—NMR (CDC 13/TMS & (ppm) f&) :3. 34 (s, 3
H) . 4. 68 (s, 2H) . 4. 69 (s, 2H) . 6. 58 (t, 1H
). 7. 20 (d, 1TH) . 7. 45 (d, 1H),

T4 :1-YN40XbFY—2, S—ER (FEFLFFIAFIL
) =4 —AFNLNRIKRZIFFIRYE Y OFREE

FEERATOIRIICSEVWTRELONIERNY (340mg) &N, N—
CAFIEILTIR (10mL) ITHRESIE, BFEEF M)A (158m
g) ZMZ. ERT—RE®R LA, RIBRICKEZMA, BT FILEZAWT
ML, BRBEAK, SHNMRIBEKTESEL. BKMESTN) DL TEEL
. BRYMERR L%, BETAEEZBETSEIE T, FKELLED (306
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mg., IXEL100%) #E/,
[0319] "H—NMR (CDC I,/ TMS & (ppm) {g) :2. 06 (s, 6
H). 3. 30 (s, 3H). 5. 30 (s, 2H). 5. 31 (s, 2H
). 6. 53 (t, TH) . 7. 27 (d, TH)., 7. 48 (d, 1H)
[0320] T#5 :3—-I7)0A0XMEFY -6 - XAFILNANKZNFFI—1, 2
—RYEVIAY ) —ILDFER
TEEEREH T OIRAICEVWTEONERY (306mg) X5/ —
I (8mL) . Fh3EROTSY (8mL) ITABIHE, KATF. K (2
mL) . RBEHYDL (222mg) AMA, 1EEER L, RIGKICK
ZMA. BFEBTFINZRAVWTHE L, BEEZHMBIREKTHRE L., HK
WEEF MY D LTERL, BEDEER LR BETAEEEE LA, &
BEI7Syv 1aHEEEE (biotage AB#M#E IsoleraT
M) IL&BVVATFNTSvyasax TS 4— (BRI FIL— X4 ) —
Wi X5 ) —)L1 5%TRAEY) 2HAVWTHERET S ET, RELEY (13
Omg. IXX55%) #1187k,
[0321] 'H—NMR (CDC13/TMS & (ppm) f#) :3. 27—-3. 3
O (m, 5H) . 4. 82 (s, 2H) . 4. 86 (s, 2H) . 6. 57
(t, THY . 7. 22 (d, 1TH). 7. 31 (d, 1H) ,
[0322] [Ef#EHI8] 3, 6 —EX (AFIRIK=ZNFFY) -1, 2—-~RvE
vIAZ = (EEW1—20) DR
TRE1:1, 4—EX (AFINANWNKEZILTFY) -2, 3—IAFIR
vEY DIRE
2, 3=UXF)eROF/v (1g) 25735 rAT75Y (1 2mL
) ISBABIE. NJIFLTIY (1. 759) Ak, FD%. KATF
AEVANFRZHLZBY R (1. 83 9g) ZMA. £l 1 OIRE1 DA
HEARICRBIE, BUETSHIET, FTELELEY (2. 13 g, INX1
00%) %187,
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[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

TH-—NMR (CDC I ;/TMS &6 (ppm) &) :2. 30 (s, ©
H) . 3. 21 (s, 6H) . 7. 20 (s, 2H) ,

Tf2:1, 4—EX (AFIRLEKEZNLAFY) —2, 3—ER (70O
EXFIV) RYEYORER

EEERFISOIRTICEVWTEONLERY (29) 21, 2—Y/0O
OT4>Y (13mL) ICR@AIE, N—TJOFERIYY13IRK (2. 5349
) &2, 27 —=TFYVERAYT7FOZKMYI (11 2mg) #MA. 365ME
MEBR Le, RISGHEERE THME. KRUBEMEBRKTHEEL. 8K
WEEF MY D LTERREL, BEYEER LR BETAEEEETSEE
T, RELEW (2. 81 g, INEK92%) ==/,

"H—NMR (CDC13/TMS & (ppm) f&) :3. 36 (s, 6
H) . 4. 69 (s, 4H). 7. 50 (s, 2H) ,

T3 :1, 4—ERXR (AFINARINKZINTFY) —2, 3—ER (7E
FIFFIAFI) RyE Y ORE

FEERHISOIR2ICHEVWTRONI4ERNY (2. 68g) &N, N—
IUAXFIHRIVLTIR (40mL) ITHA@BIE, BB NY DL (1. 07
g) ZMA. EEM2OIEZEIOHEMEARKICRIGIE. BRI B &T.
=ElLE® (1. 7849, INX60%) %187,

"TH—NMR (CDC1;/TMS & (ppm) &) :2. 07 (s, 6
H). 3. 31 (s, 6H). 5. 34 (s, 4H). 7. 51 (s, 2H
) o

T4 :3, 6—ERX (AFIRLKEZILAFY) =1, 2-RVYEYY
X5 ) =L DS

TEERBSDIRIICEVWTIHELONLERY (1. 789g) X4/ —
JV (40mL) . Fh3EROZ735Y (40mL) ITBE@BIE. KAT. K
(10mL) . KEEAYDL (1. 1g) ZMA. EEfl2OITRES DR
ERBRICRBIE, BRTZIET, ZEBLED (916mg, INEK64%
) BB,
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[0329]

[0330]
[0331]

[0332]

[0333]

[0334]

"H—NMR (CDC I ;/TMS & (ppm) {&) :3. 30—-3. 3
8 (m, 8H) ., 4. 86 (d, 4H) . 7. 39 (s, 2H),

g, RECAWIUTOIRA AICE > THRAEUNTETH S,
TR4A:3, 6—ER (AFILRILKEZILAFY) -1, 2-RVYEY
IAH )= ORENRSE

TEEEREHSDIR2ICEVWTELNIERY (1 g) IZK (22mL)
ZMA. 7THEMBER L. RIBREZERE THEE. FFEEIFILZAV
THHE L, BREZHEMEBIEKTHESL, EBKRESF M) U LTEEL.
ERMZ R LR BETAEZEETSIET. KELEYW (790m
g. INE100%) %515,

[EEFIO] 4 —AFIRILEKZNLAFI—1, 2-RUEVIAY J/—
IV (k&1 —4) OFRA

TR 1 —AFLANKRZINFFS =3, 4=-IXAFIRVEVDOREL

3, 4=UAFNTz /- (29) Z7 5 FOTZY (25mL)
IR E, NUIZFILTIY (1. 999g) #MAk, TDE. KA
XHZNRZ7BY R (2. 069g) ZMA. E1 OIE1 OFHE
EARICRBIE, BUEBTSHIET. RBLEMESUHEERD =B,
COMERMEBEETIOROIRICAW:,

"TH—-NMR (CDC I3/ TMS &6 (ppm) f8) :2. 26 (s, 3
H)., 2. 28 (s, 3H) . 3. 11 (s, 3H), 7. 01 (dd, 1
H) . 7. 06 (d, 1TH). 7. 15 (d, 1H),

T2 : 1 —AFIRIRZNFFS -3, 4-EX (FOEAFIL) N
vEY DIRE

LREBHODIR1ICSVTESNAHERY EME{RE (60mL
) ITIBERRI A,
N—JOFERISVALAIR (6. 4g) &£2, 2 —FYERAYTFAOZ
MU (134mg) ZMA. EHEH1OITE2DREEEAKICKIES T,
®BUWIEBTZET. RECENESOCHRERD 5B, T OHERY % FEE



WO 2017/138068 69 PCT/JP2016/053650

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]

HFITROIRICAW,

"TH—NMR (CDC I ;/TMS & (ppm) {&) :3. 18 (s, 3
H) . 4. 61 (s, 2H) . 4. 63 (s, 2H) ., 7. 22—-7, 25
(m, TH). 7. 32 (d, 1TH). 7. 42 (d, 1H),

TER3 1= AFIANKEZNFFL =3, 4-—EX (FEFLFFIX
FI) RyEYOREE

LFEERHIODIR2ICEVWTHELONIHEERMEN, N—IXFILKIL
LT7IR (50mL) ICAMEIE. BFBRF NY VL (3. 369g) ZMA.
EREGI2OTRIOFAHEARICKIGIE, BRI L &T. ZBLEW (
3. 26g) =5,

TH—-NMR (CDC I3/ TMS &6 (ppm) f8) :2. 10 (s, 3
H)., 2. 12 (s, 3H). 3. 17 (s, 3H). 5. 18 (s, 2H
). 5. 19 (s, 2H), 7. 28 (d, TH)., 7. 35 (d, 1H)
. 7. 46 (d, TH) ,

T4 : 4 —AFIANKRZINTFI -1, 2—-RVEVIIAY ) —=ILD
Skl

TEERBIIDIEIICEVWTHELNILERY (3. 269g) X4/ —
J (40mL) . FhZEROZ7SY (40mL) ICABIHE. KABT. K
(20mL) . KEEHYDL (2. 69g) ZMA. EREflI2OIRES DR
ERFRICRIGEIE, BRTBHIET, ]EILEY (1. 649, RE69%
) BB,

TH—NMR (CDC I ;/TMS &6 (ppm) &) :2. 63 (brs
, 2H) . 3. 16 (s, 3H) ., 4. 76 (s, 4H) ., 7. 21—-17.
53 (m, 2H), 7. 32 (s, 1H) . 7. 42 (d, 1H),

[=MEFI1 0] 4— [4— (6—XFIRNKZIFFT—1, 5Tk
FO-3H—-2, 4 - RVVYIFXFEEY-3—qJ)) —2—-FF7VYI]
—1—=[[5—AFNL—3— (MNJZLAOXAFI) —TH-EZYV—I—
1T—q)] 7EFI] ERYIY (bEW2—-1) ORAH
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[0341]

[0342]

4— (A—FRWIN—2-FF7Y)I) —1—[2— [6—XFI—3—
(M)Z07OXFIV) —TH-EZY—IL—1—9)] FEFI] ERY
v (200mg) (WO2008 70136225 REHDLAY) &
REFATICBWTELNAEERY (121mg) & p— MLIVRILKR
VE—KFY (20mg) &%, MLIY (20mL) (AL, Dean
—StarkREZAWTIHEMNBERR L. RIGKEZZERF THHE.
BB T FIL CTHRIRL. KRUCBANBIEKTHSE Lic, BEE% BKMmES ~
VO LTERL, BRYEZRR LR, RETREEZEE L, BEET S
v BEERREE (biotage AB#H&E Isolera™) (T&
2YVVATNT Sy asOxX TS 74— (BT FIL—~FH2 140
%—100%TAH) ZAVWTHEETSLIET, xELEYW (298mg,
INEI 6%) =5,

[ZMEFI11] 4— [4— (6—70A0-9 —XFILRIKZILAF>
—1, 5=YbERAO-3H—-2, 4 —RVYIFFEEY-3—-qJ) —2
—FF7YYIN] =1 = [[5—AFI—=3— (k)7)AOXFI) —1H
—ESYV—=I—1—4)] 7EFIL] ERYZY (bEW2—-3) O

4— (A—FRWIN—2-FF7Y)I) —1—[2— [6—XFI—3—
(M)Z07OXFIV) —TH-EZY—IL—1—9)] FEFI] ERY
v (220mg) (WO2008 70136228 REHDLAY) &
. BEAIBICEVWTELONAEERY (150mg) & p— MLIVRIK
VER—IKFH (20mg) &%, MILITY (15mL) ITAEIE, bEY
2-1ORBICHEITIRIGEBRICRIEIE, BHT ST, RELEY
(297mg. IRKB84%) %18/,

[EMEFI1 2] 4— [4— (6—XFIRANKZILFFT—1, 5Tk
FO-3H—-2, 4 - RVVYIFXFEEY-3—qJ)) —2—-FF7VYI]
—1—=[[3, 5—ER (¥Y7L40%XFI) —TH-ESY—=IL—1—4
W1 7EFIL] ERYTY (bEW2-15) OFRA

4— (4—FKNINV—2-FF7YYI) —1—-[2-[3, 5—-EX (¥
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[0343]

[0344]

[0345]

ZIFAOAFIL) —TH=-ESY—=IL—1—4q4)L] PEFIL] EXRYIY (
202mg) (WO2010,70663535RMEEHDILEY) &, EiE
PIICBWTESNAERY (232mg) &0 p— MLIVRILRVEER—
KHH (5mg) &%, LIy (15mL) ICB@IE, t&W2—-10
ARICBITARIBERRICRIGIE, BRTDHIET, RELEW (164
mg. IXE53%) %157,

[=MEFI1 3] 4— [4— (6—70A0-9 —XFILRIKZILAF>
—1, 5=YbERAO-3H—-2, 4 —RVYIFFEEY-3—-qJ) —2
—FF7YYI] —1—=[2—[3, 5—ER (¥7)Lx0XFI) —1H-
ESYV—IL—1—a4L] 7EFIL] ERYTIY (t&¥W2—-23) OF

4— (4—FRLINV—-2-FF7YY))) —1—-[2—-[3, 6—ER (¥
ZIFAOAFIL) —TH=-ESY—=IL—1—4q4)L] PEFIL] EXRYIY (
202mg) (WO2010,70663535RMEEHDILEY) &, EiE
BIICENTESNEERY (250mg) &, p— MLIVRILKVEE—
KHH (5mg) &%, LIy (15mL) ICB@IE, t&W2—-10
ARICBITARBEBRICRIGIE, BRETDHIET, ZELE®W (105
mg. IXK3I 3%) %185,

[EMEFI14] 4— [4— (6—XAFIRANKZIFFL—1, 5Tk
FO-3H—-2, 4 - RVVYIFXFEEY-3—qJ)) —2—-FF7VYI]
—1—-[2—- (2, 5=UXFNT7IZ)) 7EFIL] ERYDY (IbEY
3—1) ORAH

4— (A—FKRWIN—2-FF7YI)I) —1—-[2— (2, 5=IUXAFI
Jxz)) PEFIL] ERYTY (200mg) &, EEHATICBVWTES
NERY (142mg) & p— MVIVRILVKRVEE—KFH (20mg
) &%, MTY (16mL) ITARIE, LEYW2 -1 0RBICEITIR
INERRICRIGI ., BRI BHIET, RELEW (206mg., NFE6 4
%) &8,

[EMEFI156] 4— [4— (6—XAFIRANKZIFFL—1, 5Tk
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[0346]

[0347]

[0348]

FO-3H—-2, 4 - RVVYIFXFEEY-3—qJ)) —2—-FF7VYI]
—1—-[2—- (2, 5=y/7007zx=)L) FEFI] EXRYDY (bEaW
3—2) ORAH

4— (A—FKNWIN—2-FF7YVIL) —1—-[2- (2, 65—/ 00
7)) PEFIL] ERYSY (191mg) &, EEHMITICBVWTEDS
NEERY (232mg) & p—MULIVRIEKEVE—KHMY (5mg)
E%x, MLITY (165mL) IR L. EEM2 -1 0RABICHITEIRIGE
ARICRIGIE, BETDHIET, ZELE®W (26 Tmg. NET7 2%)
15T

LLFOEREGIT 6~18(C, LEEMREGIT~15ICEBVWTHWEEHRH
MEDOEER & RT

[EfEFI16] 2, S—IUXFI—4—-—=—rOT7z/—ILOREK

2, 3=IUAFI—4—-—=—bOVYT7T/—I)L (500mg) H#AH/—)
(10mL) ICRBIE, YVIRTVEBFN)DLZKIY (54mg)
EMZ. RISBEB6 O CICHRE Lz, ZZIC3 0%BE{LKZRKAR (56
3mg) o< Y EMA. 6 0CT8RAEREHELE, RIGREERFEEZTH
ML, BREBS MDA, KENMA, BRI FILZAVWTHE L, BHBE
EEKREBST MY OLTEBRL, BERMERR LR BETBREEZEET
52&T, REBEILEYW (500mg, NEIO0%) #57/,

[EREFI17] 4— (4—FKLIN—-2—-FF7YVYI) —1—[2— (2
, B=UAFIITIZIIN) TEFIL] ERYTDVORESE

TE1 :4— (A—FRILIN—2=-FT7V)I) EXRYIVN)T)LAQO
HERSIE DFASY

4— (4=FKRILIN—2-FF7VIIL) ERYIVANKRVEET, 1-
AFIIFITRAFIL (3. 9g) (WO2008 70136225
HOlLEY) #>rsO0xX% Y (65mL) ITAREIE, MY 7)LA4 OBER
(15. 2mL) ZMx. BRET—RER L, 700Xy &) T
FOHBERETEET ST RELEMERT,
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[0349]

[0350]

[0351]

[0352]

T2 :4— (4—FKILIN—2-FF7VY)I) —1—-[2- (2, 5—
IAFITTZIV) TEFI] EXY TV ORER
EEERAT7TOIRVICBEWTEONLERY (1 9) 29 700X%
Y (50mL) IR, 2, 5—YAFINITZIVEEE (919mg)
E. 1= (3=UAFNTI/7OEL) —3—IFINHILKRIA I RIEEE
/(1. 079) &ZmMA, BRTEEHR L, RIDRICKZMZ, 70
ORI LEBWTHH Lz, BEEEKRUHENEBIEKTHES L, EKRE
FTRYDLTEREL, BEYMEZRER LR RETBREEZEE L, BES
7oy Va1 BHEREE (biotage ABHE Isolera™)
WKEBY ATV TZSvoa /A b5 74— (BT FI—~FH
0%—100%TAY) ZAWVWTHERHTZIET, KELEY (1. 4594
. INE83%) B/,

"TH—-NMR (CDC I3/ TMS &6 (ppm) {8 :1. 61—1. 8
4 (m, 2H) ., 2, 08—2, 22 (m, 2H) ., 2. 24 (s, 3H)
. 2.29 (s, 3H), 2. 82-2. 89 (m, TH), 3. 13-3
33 (m, 2H) . 3. 68 (s, 2H), 3. 87—-3. 90 (m, 1
H) . 4. 74—4. 78 (m, TH), 6. 96—6. 98 (m, 2H)
. 7. 07 (d, TH). 8. 09 (s, TH). 9. 99 (s, TH),

[EHEFI18] 4— (4—FKILIN—2—-FF7VIYI) —1—[2— (2
, 5—ysn07zz)) PEFI] ERYIVORES
EEERAT7TOIRTICEWTEONEERY (1. 19) 22700
A& (30mL) (AR, 2, 5—y/r7O007z=)VERER (1. 79
) &L 1= (3=UXFTI/FOENL) —3—IFILAILKRIAIRIE
Bgig (1. 18g) &%&MA, 1 70ITRER2DAHEBFRICKHBIE
RBETZ LT REREY (1. 7T 9. IRKT 9%) &8,
TH—-NMR (CDCI13;/TMS &6 (ppm) {8 :1. 74—1. 8
5 (m, 2H), 2, 20—-2, 23 (m, 2H), 2. 85—2, 92 (
m, TH), 3. 22-3, 37 (m, 2H) . 3. 81 (s, 2H) . 3
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94—-4. 02 (m, TH)., 4. 69—-4. 73 (m, 1TH) ., 7. 2
O (dd, TH). 7. 31-7. 33 (m, 2H) . 8. 10 (s, 1H
). 10. 00 (s, 1TH),

[0353] RE#HOBEEHICLY. [R1IHLIRINTRINBLEW1 -2, 1-5
~1-13, 1—-15, 1-16, 2—-2, 2-4~2—-14, 2—16~
2—-22, 2-24~2-55, RU3-3~3—-22%AML1%,

[0354] [&1]

x1
2
HO X
HO X3
x4
(]
No. 5! %2 ¥3 5t
1—1 O50,Me H H H
1—-2 0SO,Et H H H
1—3 OS0O:Me H H F
1—4 H 0S0.Me H H
1—5 050 —Pr H H H
1—6 0SO;Me H H Me
1—-7 050.n—Bu H H H
1—-8 0O50n—Pr H H H
1—-9 050,n—CgH, 7 H H H
1—10 050.Me |3 H OMe
1—-11 050, —Pr H H H
1—12 H OSOEt H H
1—13 |OS0,CH,CH,CF; H H H
1—14 OS0:Me H H NO.,
1—15 0S0:Me I H H
1—16 050,Me H Me Me
1—17 OS50,Me H H Cl
1—18 0O50;:Me H H Br
1—19 0OS0.Me H H I
1—20 0OS0O;Me H H O50,Me
1—21 0OS50,Me H H QCHF,

[0355]
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[#2]
R3
== O
R\ \/U\ 1
N~ N N X x2
N O
-
Sﬁ o) X3
4
(5al X
No. R2 R? X! X2 X3 x4
2—1 CF; | Me 0SO:Me H H H
2—2 CF3; | Me 0OSO,EtL H H H
2—3 CF; | Me 0S0:Me H H F
2—4 CF; | Me H 0S0O.Me H H
2—5 CF; | Me 0OSO.c—Pr H H H
2—6 CF; | Me 0S0;Me H H Me
2—7 CF; Me 0S0O.n—Bu H H H
2—8 CF; | Me 0OSOun—Pr H H H
2—9 CF; | Me 0OSO,n—CgHjy4 H H H
2—10 | CF3 | Me 0OS0O;Me H H OMe
2—11 | CF3 | Me 0S0.i—Pr H H H
2—12 | CF; | Me H OSOREt H H
2—13 | CF; | Me |OSO,CH,CH,CF4 H H H
2—14 | CF; | Me 0SOs;Me H H NO,
2—15 | CHF; | CHF, 0S50, Me H H H
2—16 | CHF, | CHF, 0SO:Me H H OMe
2—17 | CF; | CF4 0OS0O;Me H H H
2—18 | CHF: | CHF, 0OS0:Me H H Me
2—19 | CF;3; | Me 0S50.:Me F H H
2—20 | CHF, | CHF, 0OSO.i—Pr H H H
2—21 | CHF, | CHF, 0S0O2:n—Bu H H H
2—22 | CHF, | CHF,| OSO,n—CgH,7 H H H
2—23 | CHF; | CHF, 0S0O.Me H H F
2—24 | CFj Me OSO:;Me H Me Me
2—25 | CF; | Me 0OSO.,Me H H Cl
2—26 | CF3 | Me 0OSO;Me H H Br
2—27 | CF3 | CF; 0SQ0,i—Pr H H H
2—28 | CF; | CF3 0SOs:n—Bu H H H
2—29 | CF; | Me 0OS0O,Me H H I
2—30 | CF; | Me 0OSO.,Me H H 0SO.Me
2—31 | Me Me 0OSO:Me H H H
2—32 | CF; Cl 0OSO,;Me H H OMe
2—33 Cl Cl 0OSO;Me H H OMe
2—34 | Me Me 0OSO,Me H H OMe
2—35 | CHF, | CHF, OSO;Me H H Cl
2—36 | CF; | CF; 0OSO;Me H H OMe
2—37 | CF; | CF; 0OSO;Me H H Cl
2—38 |CHCI,|CHCI, 0OSO,;Me H H H

[0356]
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[0357]

76

PCT/JP2016/053650

[£R3]

No. R? R® X! X2 X2 x*
2—39 | Me Me 0S0,Me H H F
2—40 | CHF, | CHF, 0SO;Me H Me Me
2—41 | CF; | CF3 0SO:Me H Me Me
2—42 | CF3 | CF; 0S0O;Me H H Br
2—43 | CHF; | CHF, 0SO,Me H H NO,
2—44 | CHF, | CHF, 0SO;Me H H Br
2—45] CF3 | CF3 0OSO;Me H H NO,
2—46 | CF3 | CF; 0SO;Me H H 1
2—47 | CHF, | CHF, 0OSO:Me H H 1
2—48 | CF3 | CF; 0OSO;Me F H H
2—49 | CHF, | CHF, 0SO;Me F H H
2—50 | CHF, | CHF, H 0S0:Me H H
2—51 | CF3 | CF;3 H 0S0,Me H H
2—52 | CF3 | Me 0OSOsMe H H OCHF;
2—53 | CHF, | CHF, 0S0O;Me H H 0OS0O;Me
2—54 | CF; | CF, 0OSO,Me H H 0OSO,Me
2—55 | CHFz| Me O0S0;Me H H F
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[#4]
RS
At
x1
N X2
R® O\FN 0
S \/}—‘(o x3
[5b] Xt
No. rR® | Rr® %1 %2 X3 ¥
3—1| Me ] Me | O80:;Me H H H
3—2| Cl Cl 0OSOsMe H H H
3—3| Me| Me | OS0:Me H H F
3—4 | Me | Me [ O50sn—Bu H H H
3—51| Cl Cl 0S0:Me H H F
3—6| Cl | CI 0OS0.Me H H OMe
3—7 | Me| Me | OSO:Me H H OMe
3—8 |CF3i CF3| 030:Me H H H
3—9 | Me | Me 0OS0sMe H Me Me
3— 10| ClI Cl OS50,Me H Me Me
3—11]| Me | Me | OSO:Me H H Br
3—12] Cl1 | Cl 0OS0O,;Me H H NO;
3—13] Cl | CI 050:2Me H H Br
3—14| Me | Me | OSO2Me H H NOo
3—15]| Me | Me | O50:Me H H Cl
3—16] Me | Me | OS0:Me H H I
3—17] C1 | Cl 0S0O:Me H H Cl
3—18| Me | Me 0OS0OsMe F H H
3—19] C1 | Cl 0S0sMe F H H
3—20] C1 | Cl 0OSO:Me H H I
3—21] C1 | Cl H 0OS0O.Me H H
3—22| Me | Me | OSO.;Me H | 050;Me

[0358] _EEREEFTEONIIEESMRUVRAKBAETEELLIFRTIDLFRS]
WKRENZILEWDOD'H-NMRF—4% (CDC I,/ TMS & (ppm)
E) #[&R51H156[x1 11ICTRT,

[0359]
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[0360]

[35]

No. CDCl,./TMS & (ppm)

1-1 |3.11-3.33 (m, 5H), 4.81 (s, 4H), 7.25-7.28 (m, 1H), 7.37-7.40 (m, 2H)

1y |140 (5 37, 3.59 (q, 2H), 4.36 (d, 2H), 4.69 (d, 2H), 496 (, 1), 5.26 (5, 1H), 7.22 (@
1H), 7.37 (¢, 1H), 7.45 (d, 1H)

3 |3:27 (s 3H), 353 (brs, 1H), 3.65 (brs, 1H), 4.80 (5, 2H), 4.84 (5, 2H), 7.1 (ad, 1HD),
7.26-7.29 (m, 1H)

1-4_|2.63 (brs, 2H), 3.16 (s, 3H), 4.76 (s, 4H), 7.21-7.53 (m, 2H), 7.32 (s, 1H), 7.42 (d, LH)

. [1.21-1.26 (m, 2H), 1.34-1.37 (m, 2H), 2.72-2.77 (m, 1H), 3.27 (brs, 1H), 3.51 (brs, 1H),

175 14 78 (s, 2H), 4.95 (s, 2H), 7.29 (d, 1H), 7.35-7.40 (m, 2H)

1-6 |2.46 (s, 3H), 3.40 (s, 3H), 4.62 (dd, 4H), 4.92 (t, LH), 5.00 (t, 1H). 7.20-7.23 (m, 2H)

5 |00 (t, 3H), 1.03-1.61 (m, 2H), 1.98-2.06 (m, 2H), 3.12 (&, 1HD), 3.37-3.41 (m, 3H), 479
(dd, 4H), 7.22 (d, 1H), 7.35-7.40 (m, 2H)

g |17 (&, 8H), 204211 (m, 2H), 3.22 (¢, 1H), 3.35-3.40 (m, 4H), 479 (&, 4H), 724 @
1H), 7.37-7.45 (m, 2H)

g 089 (& 3H), 1.25-1.40 (m, 6H), 1.48-1.56 (m, 2H), 1.59-1.63 (m, 2H), 2.00-2.07 (m,
9H), 3.19 (brs, 1H), 3.31-3.40 (m, 3H), 4.80 (s, 4H), 7.24 (d, 1H), 7.34-7.39 (m, 2H)

1o 3.}:;,9 (s. 3H), 3.81 (s, 3H). 4.63 (dd, 4H), 4.84 (t, 1H). 5.05 (t, 1H), 7.03 (d, 1H), 7.28 (d,
1H)

17 162 G, 31D, 1.64 (5, 3H), 3.18 (&, 1H), 3.34 (& 1H), 5.59-5.66 (m, 1H), 4.79 (d, 4H),
7.23 (d. 1H), 7.35-7.40 (m, 2H)

12 |53 (& 3, 3.28 (g, 2HD), 3.39 (brs, 1H), 3.52 (brs, 1H), 4.65 (5, 4H), 7.18 (4, 1), 7.27
(s, 1H), 7.36 (d, 1H)

1g |2:53 (brs, 2H), 2.83-2.89 (m, 2H), 3.16-3.66 (m, 2H), 4.79 (& 4H), 7.24-7.27 (m, 1H),
7.39.7.41 (m, 2H)

1-14 |3.05-3.12 (m. 2H), 3.36 (s, 3H), 4.91 (ad, 4H), 7.48 (d, 1H), 7.89 (d, 1H)

1-15 |3.14 (brs, 1H). 3.33 (m. 4H). 4.75 (s, 2H), 4.83 (s, 2H), 7.18 (dd. 1H), 7.35-7.39 (m, 1H)

16 |2-33 (5 3H), 2.36 (5, 3H), 3.06 (brs, 1H), 3.17 (brs, 1H), 3.30 (s, 3H), 4.80-4.83 (m, 4H),
7.05 (d, 1H)

1217 |2.57 (brs, 2H). 2.85 (s, 3H). 4.88 (s, 2H). 4.94 (s, 9H), 6.84 (4, 1H), 7.35 (d, 1H)

1-18 |2.10 (s, 2H), 3.29 (. 3H), 4.86 (s, 2H), 5.01 (5, 2H), 7.17 (d, 1H), 7.64 (d, 1H)

1219 |3.11-3.16 (m, 2H), 3.29 (s, 3H), 4.86 (d, 2H), 5.00 (d, 2H), 7.01 (4, 1H), 7.92 (d, 1H)

1220 |3.30-3.38 (m, 8H), 4.86 (d, 4H), 7.39 (s, 2H)

1-21 |3.27-3.30 (m, 5H). 4.82 (s, 2H), 4.86 (s, 2H), 6.57 (t, 1H), 7.22 (d, 1H), 7.31 (d, 1H)
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[0361]

[R6]

No.

CDCl,/TMS & (ppm)

2-1

1.75 (m, 2H), 2.20 (m, 2H), 2.31 (s, 3H), 2.85 (t, 1H), 3.20 (s, 3H), 3.25-3.46 (m, 2H),
4.03 (d, 1H), 4.59 (d, 1H), 4.92-5.08 (m, 5H), 5.26 (d, 1H), 6.03 (s, 1H), 6.33 (s, 1H),
7.12 (m,1H), 7.21 (m, 2H) 7.39 (s, 1H)

2-2

1.56 (t, 2H), 1.75 (m, 2H), 2.26 (m, 2H), 2.31 (s, 3H), 2.84 (t, 1H), 3.24-3.38 (m, 4H),
4.02 (d, 1H), 4.59 (d, 1H), 4.94-5.08 (m, 5H), 5.27 (d, 1H), 6.02 (s, 1H), 6.33 (s, 1H),
7.11 (d, 1H), 7.21 (m, 2H), 7.39 (s, 1H)

2-3

1.75 (m, 2H), 2.21 (m, 2H), 2.31 (s, 3H), 2.85 (t, 1H), 3.20 (s, 3H), 3.23-3.48 (m, 2H),
4.03 (d, 1H), 4.59 (d, 1H), 4.96 (m, 4H), 5.20 (d, 2H), 6.03 (s, 1H), 6.33 (s, 1H), 6.99
(dd, 1H), 7.18 (dd, 1H), 7.40 (s, 1H)

1.74 (m,2H), 2.21 (m,2H), 2.34 (s, 3H), 2.85 (t, 1H), 3.20 (s, 3H), 3.23-3.47 (m, 2H),
4.01 (d, 1H), 4.59 (d, 1H), 5.00 (m, 6H), 6.03 (s, 1H), 6.33 (s, 1H), 7.12 (m, 2H), 7.22
(m, 1H), 7.39 (s, 1H)

1.16 (dd, 1H), 1.32 (dd, 1H), 1.78 (m, 2H), 2.21 (m, 2H), 2.32 (s, 3H), 2.65 (m, 1H),
2.85 (t, 1H), 3.27-8.37 (m, 2H), 4.03 (d, 1H), 4.60 (d, 1H), 5.06 (m, 5H), 5.31 (d, 1H),
6.03 (s, 1H), 6.33 (s, 1H), 7.11 (m, 1H), 7.25 (m, 2H), 7.38 (s, 1H)

2-6

1.75 (m, 2H), 2.21 (m, 2H), 2.26 (s, 3H), 2.31 (s, 3H), 2.85 (t, 1H), 3.18 (s, 3H), 3.22-
3.36 (m, 2H), 4.02 (d, 1H), 4.59 (d, 1H), 4.87-5.12 (m, 4H), 5.11 (d, 1H), 6.03 (s, 1H),
6.33 (s, 1H), 7.09 (s, 2H), 7.39 (s, 1H)

2-1

0.99 (t, 3H), 1.54 (m, 2H), 1.77 (m, 2H), 1.99 (m, 2H), 2.21 (m, 2H), 2.32 (s, 3H), 2.85
(t, 1H), 3.24-3.37 (m, 4H), 4.03 (d, 1H), 4.60 (d, 1H), 4.94-5.08 (m, 5H), 5.26 (d, 1H),
6.03 (s, 1H), 6.33 (s, 1H), 7.11 (d, 1H), 7.20 (d, 1H), 7.24 (m, 1H), 7.39 (s, 1H)

2-8

1.14 (t, 3H), 1.70 (m, 2H), 2.04 (m, 2H), 2.22 (m, 2H), 2.31 (s, 3H), 2.84 (t, 1H), 3.24-
3.37 (m, 4H), 4.02 (d, 1H), 4.60 (d, 1H), 4.99-5.08 (m, 5H), 5.29 (d, 1H), 6.02 (s, 1H),
6.32 (s, 1H), 7.11 (d, 1H), 7.22 (m, 2H), 7.39 (s, 1H)

2-9

0.89 (t, 3H), 1.31 (m, 8H), 1.51 (m, 2H), 1.77 (m, 2H), 2.00 (m, 2H), 2.22 (m, 2H), 2.32
(s, 3H), 2.85 (t, 1H), 3.25-3.39 (m, 4H), 4.04 (d, 1H), 4.60 (d, 1H), 4.94-5.08 (m, 5H),
5.27 (d, 2H), 6.03 (s, 1H), 6.34 (s, 1H), 7.11 (d, 1H), 7.21 (m, 2H), 7.39 (s, 1H)

1.75 (m, 2H), 2.20 (m, 2H), 2.31 (s, 3H), 2.86 (t, 1H), 3.16 (s, 3H), 3.25-3.35 (m, 2H),
3.82 (s, 3H), 4.03 (d, 1H), 4.59 (d, 1H), 4.89-5.03 (m, 4H), 5.18 (m, 2H), 6.02 (s, 1H),
6.33 (s, 1H), 6.78 (d, 1H), 7.16 (d, 1H), 7.39 (m, 2H)

1.56 (m, 6H), 1.77 (m, 2H), 2.26 (m, 2H), 2.31 (s, 3H), 2.85 (t, 1H), 3.27-3.38 (m, 2H),
3.54 (m, 1H), 4.02 (d, 1H), 4.60 (d, 1H), 4.93-5.08 (m, 5H), 5.28 (d, 1H), 6.02 (s, 1H),
6.33 (s, 1H), 7.09 (d, 1H), 7.21 (m, 2H), 7.39 (s, 1H)

1.53 (t, 3H), 1.76 (m, 2H), 2.21 (m, 2H), 2.31 (s, 3H), 2.81 (t, 1H), 3.24-3.35 (m, 4H),
4.02 (d, 1H), 4.60 (d, 1H), 4.99 (m, 6H), 6.03 (s, 1H), 6.33 (s, 1H), 7.10 (m, 2H), 7.20 (d,
1H), 7.38 (s, 1H)

1.76 (m, 2H), 2.26 (m, 2H), 2.32 (s, 3H), 2.85 (m, 3H), 3.24-3.36 (m, 2H), 3.55 (m, 1H),
4.04 (d, 1H), 4.60 (d, 1H), 4.93-5.05 (m, 5H), 5.23 (d, 1H), 6.03 (s, 1H), 6.33 (s, 1H),
7.16 (m, 2H), 7.29 (m, 1H), 7.39 (s, 1H)

2-14

1.77 (m, 2H), 2.28 (m, 2H), 2.33 (s, 3H), 2.87 (t, 1H), 3.31 (s, 3H), 3.32 (m, 2H), 4.06
(d, 1H), 4.60 (d, 1H), 4.98-5.33 (m, 6H), 6.05 (s, 1H), 6.34 (s, 1H), 7.40 (m, 2H), 7.94
(d, 1H)

1.78 (m, 2H), 2.25 (dd, 2H), 2.92 (1, 1H), 3.21 (s, 3H), 3.35 (m, 2H), 3.91 (d, 1H), 4.61
(d, 1H), 4.83 (d, 1H), 4.96-5.15 (m, 3H), 5.15 (d, 1H), 5.26 (d, 1H), 6.03 (s, 1H), 6.53-
7.02 (m, 3H), 7.13 (d, 1H), 7.21 (m, 2H), 7.40 (s, 1H)
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[0362]

[5R7]
No. CDCl;/TMS & (ppm)
1.83 (m, 2H), 2.24 (dd, 2H), 2.90 (t, 1H), 3.23 (s, 3H), 3.35 (m, 2H), 3.82 (s, 3H), 3.91
2-16 |(d, 1H), 4.60 (d, 1H), 4.93 (t, 2H), 5.14-5.23 (m, 4H), 5.26 (d, 1H), 6.02 (s, 1H), 6.53-

7.02 (m, 4H), 7.16 (d, 1H), 7.40 (s, 1H)

1.79-1.88 (m, 2H), 2.21 (d, 2H), 2.30 (d, 2H), 2.90 (t, 1H), 3.21 (s, 3H), 3.29-3.38 (m,
2H), 3.85 (d, 1H), 4.59 (d, 1H), 4.99-5.09 (m, 3H), 5.19 (s, 2H), 5.26 (d, 1H), 6.03 (s,
1H), 6.95 (s, 1H), 7.13 (d, 1H), 7.20-7.27 (m, 1H), 7.40 (s, 1H)

1.76-1.88 (m, 2H), 2.20-2.31 (m, 5H), 2.90 (t, 1H), 3.18 (s, 3H), 3.29-3.39 (m, 2H), 3.92
(d, 1H), 4.60 (d, 1H), 4.90 (d, 1H), 4.98 (d, 1H), 5.09-5.23 (m, 4H), 6.04 (s, 1H), 6.53-
7.00 (m, 3H), 7.11 (s, 2H), 7.40 (s, 1H)

1.74-1.80 (m, 2H), 2.17-2.27 (m, 2H), 2.32 (s, 3H), 2.86 (t, 1H), 3.24-3.36 (m, 5H), 4.03
(d, 1H), 4.59 (d, 1H), 4.90-5.04 (m, 5H), 5.28 (d, 1H), 6.02 (s, 1H), 6.33 (s, 1H), 7.07 (s,
2H), 7.39 (s, 1H)

2-20

1.58 (d, 6H), 1.74-1.90 (m, 2H), 2.24 (dd, 2H), 2.88 (t, 1H), 3.21-3.29 (m, 2H), 3.49-
3.60 (m, 1H), 3.90 (d, 1H), 4.57 (d, 1H), 4.93-5.08 (m, 3H), 5.14 (s, 2H), 5.28 (d, 1H),
6.03 (s, 1H), 6.53-7.11 (m, 3H), 7.19-7.25 (m, 2H), 7.40 (s, 1H)

2-21

0.99 (t, 3H), 1.48-1.56 (m, 2H), 1.82-1.90 (m, 2H), 1.92-2.04 (m, 2H), 2.22 (dd, 2H),
2.88 (t, 1H), 3.24-3.39 (m, 4H), 3.90 (d, 1H), 4.58 (d, 1H), 4.94-5.17 (m, 5H), 5.27 (d,
2H), 6.03 (s, 1H), 6.53-7.10 (m, 3H), 7.11 (d, 1H), 7.19-7.28 (m, 2H), 7.40 (s, 1H)

2-22

0.89 (t, 3H), 1.22-1.39 (m, 8H), 1.43-1.52 (m, 2H), 1.74-1.90 (m, 2H), 1.95-2.04 (m,
2H), 2.24 (dd, 2H), 2.88 (t, 1H), 3.34-3.40 (m, 4H), 3.91 (d, 1H), 4.59 (d, 1H), 4.94-5.18
(m, 5H), 5.27 (d, 1H), 6.03 (s, 1H), 6.53-7.02 (m, 3H), 7.11 (d, 1H), 7.19-7.27 (m, 2H),
7.40 (s, 1H)

2-23

1.78-1.88 (m, 2H), 2.25 (dd, 2H), 2.89 (t, 1H), 3.21 (s, 3H), 3.29-3.38 (m, 2H), 3.92 (d,
1H), 4.60 (d, 1H), 4.96 (dd, 2H), 5.14-5.22 (m, 4H), 6.03 (s, 1H), 6.53-6.98 (m, 3H),
7.01 (d, 1H), 7.18-7.21 (m, 1H), 7.41 (s, 1H)

2-24

1.73-1.85 (m, 2H), 2.14 (s, 3H), 2.17-2.30 (m, 5H), 2.32 (s, 3H), 2.87 (t, 1H), 3.18 (s,
3H), 3.23-3.39 (m, 2H), 4.04 (d, 1H), 4.60 (d, 1H), 4.91-5.05 (m, 4H), 5.17 (dd, 2H),
6.02 (s, 1H), 6.34 (s, 1H), 7.02 (s, 1H), 7.38 (s, 1H)

2-25

1.72-1.84 (m, 2H), 2.17-2.28 (m, 2H), 2.32 (s, 3H), 2.85 (t, 1H), 3.24-3.37 (m, 2H), 3.79
(s, 3H), 4.03 (d, 1H), 4.60 (d, 1H), 4.89-5.04 (m, 4H), 5.14 (dd, 2H), 6.03 (s, 1H), 6.33
(s, 1H), 6.71 (d, 1H), 7.19 (d, 1H), 7.39 (s, 1H)

2-26

1.72-1.86 (m, 2H), 2.17-2.29 (m, 2H), 2.36 (s, 3H), 2.86 (t, 1H), 3.24 (s, 3H), 3.25-3.39
(m, 2H), 4.03 (d, 1H), 4.60 (d, 1H), 4.94-5.05 (m, 4H), 5.20 (dd, 2H), 6.03 (s, 1H), 6.33
(s, 1H), 7.09 (d, 1H), 7.40 (s, 1H), 7.48 (d, 1H)

2-27

1.52-1.69 (m, 6H), 1.72-1.90 (m, 2H), 2.24 (dd, 2H), 2.89 (t, 1H), 3.24-3.40 (m, 2H),
3.53 (m, 1H), 3.84 (d, 1H), 4.59 (d, 1H), 4.93-5.33 (m, 6H), 6.03 (s, 1H), 6.95 (s, 1H),
7.10 (d, 1H), 7.17-7.30 (m, 2H), 7.40 (s, 1H)

2-28

0.99 (t, 3H), 1.51-1.61 (m, 2H), 1.71-1.90 (m, 2H), 1.91-2.02 (m, 2H), 2.25 (dd, 2H),
2.89 (t, 1H), 3.27-3.40 (m, 4H), 3.53 (m, 1H), 3.84 (d, 1H), 4.60 (d, 1H), 4.96-5.31 (m,
6H), 6.03 (s, 1H), 6.95 (s, 1H), 7.11 (d, 1H), 7.20 (d, 1H), 7.22-7.28 (d, 1H), 7.40 (s, 1H)

2-29

1.70-1.87 (m, 2H), 2.23 (m, 2H), 2.36 (s, 3H), 2.85 (t, 1H), 3.21 (s, 3H), 3.24-3.38 (m,
2H), 4.02 (d, 1H), 4.60 (d, 1H), 4.88-5.22 (m, 6H), 6.03 (s, 1H), 6.33 (s, 1H), 6.93 (4,
1H), 7.40 (s, 1H), 7.77 (d, 1H)

2-30

1.73-1.85 (m, 2H), 2.22 (m, 2H), 2.32 (s, 3H), 2.86 (t, 1H), 3.23 (s, 6H), 3.27-3.36 (m,
2H), 4.03 (d, 1H), 4.59 (d, 1H), 4.97-5.01 (m, 4H), 5.22 (d, 2H), 6.02 (s, 1H), 6.33 (s,
1H), 7.27 (s, 2H), 7.39 (s, 1H)

2-31

1.69-1.82 (m, 2H), 2.15-2.27 (m, 8H), 2.81 (t, 1H), 3.20 (s, 3H), 3.21-3.37 (m, 2H), 4.05
(d, 1H), 4.62 (d, 1H), 4.86-5.09 (m, 5H), 5.25 (d, 1H), 5.85 (s, 1H), 6.03 (s, 1H), 7.12 (d,
1H), 7.21-7.29 (m, 2H), 7.38 (s, 1)
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CDCl;/TMS & (ppm)

2-32

1.75-1.94 (m, 2H), 2.25 (dd, 2H), 2.87 (t, 1H), 3.17 (s, 3H), 3.28-3.40 (m, 3H), 3.83 (s,
3H), 3.89 (d, 1H), 4.60 (d, 1H), 4.89-5.23 (m, 6H), 6.03 (s, 1H), 6.55 (s, 1H), 6.78 (d,
1H), 7.16 (d, 1H), 7.40 (s, 1H)

2-33

1.74-1.91 (m, 2H), 2.24 (dd, 2H), 2.87 (t, 1H), 3.17 (s, 3H), 3.21-3.38 (m, 2H), 3.80-3.34
(m, 4H), 4.61 (d, 1H), 4.89-4.97 (m, 4H), 5.15-5.23 (m, 2H), 6.02 (s, 1H), 6.28 (s, 1H),
6.78 (d, 1H), 7.16 (d, 1H), 7.39 (s, 1H)

2-34

1.68-1.83 (m, 2H), 2.15-2.24 (m, 8H), 2.79 (t, 1H), 3.16 (s, 3H), 3.20-3.37 (m, 2H), 3.82
(s, 3H), 4.06 (d, 1H), 4.61 (d, 1H), 4.86-4.97 (m, 4H), 5.14-5.22 (m, 2H), 5.85 (s, 1H),
6.02 (s, 1H), 6.78 (d, 1H), 7.16 (d, 1H), 7.38 (s, 1H)

2-35

1.75-1.91 (m, 2H), 2.25 (dd, 2H), 2.89 (t, 1H), 3.21 (s, 3H), 3.24-3.39 (m, 2H), 3.91 (4,
1H), 4.59 (d, 1H), 4.96-5.03 (m, 2H), 5.11-5.27 (m, 4H), 6.03 (s, 1H), 6.53-7.02 (m, 3H),
7.16 (d, 1H), 7.30 (d, 1H), 7.40 (s, 1H)

2-36

1.75-1.92 (m, 2H), 2.26 (dd, 2H), 2.91 (t, 1H), 3.17 (s, 3H), 3.29-3.39 (m, 2H), 3.82-3.87
(m, 4H), 4.58 (d, 1H), 4.89-4.97 (m, 2H), 5.14-5.23 (m, 4H), 6.03 (s, 1H), 6.78 (d, 1H),
6.95 (s, 1H), 7.17 (d, 1H), 7.40 (s, 1H)

2-37

1.77-1.92 (m, 2H), 2.26 (dd, 2H), 2.91 (t, 1H), 3.21 (s, 3H), 3.30-3.38 (m, 2H), 3.85 (d,
1H), 4.59 (d, 1H), 4.96-5.03 (m, 2H), 5.14-5.30 (m, 4H), 6.04 (s, 1H), 6.96 (s, 1H), 7.16
(d, 1H), 7.31 (d, 1H), 7.42 (s, 1H)

2-38

1.70-1.87 (m, 2H), 2.22 (m, 2H), 2.87 (t, 1H), 3.20 (s, 3H), 3.22-3.38 (m, 2H), 3.99 (d,
1H), 4.59 (d, 1H), 4.98-5.28 (m, 6H), 6.02 (s, 1H), 6.72 (s, 1H), 6.89 (s, 1H), 6.95 (5,
1H), 7.12 (d, 1H), 7.21-7.26 (m, 2H), 7.32-7.40 (m, 2H)

2-39

1.69-1.80 (m, 2H), 2.14-2.26 (m, 8H), 2.81 (t, 1H), 3.20 (s, 3H), 3.22-3.38 (m, 2H), 4.07
(d, 1H), 4.63 (d, 1H), 4.83-4.99 (m, 4H), 5.17-5.21 (m, 2H), 5.85 (s, 1H), 6.03 (s, 1H),
7.00 (dd, 1H), 7.17-7.21 (m, 1H), 7.39 (s, 1H)

2-40

1.75-1.90 (m, 2H), 2.11-2.37 (m, 8H), 2.89 (t, 1H), 3.17 (s, 3H), 3.27-3.39 (m, 2H), 3.91
(d, 1H), 4.59 (d, 1H), 4.91-4.97 (m, 2H), 5.11-5.21 (m, 4H), 6.03 (s, 1H), 6.53-6.88 (m,
3H), 7.02 (s, 1H), 7.39 (s, 1H)

2-41

1.76-1.91 (m, 2H), 2.16-2.35 (m, 8H), 2.90 (t, 1H), 3.18 (s, 3H), 3.32-3.39 (m, 2H), 3.85
(d, 1H), 4.59 (d, 1H), 4.92-4.97 (m, 2H), 5.15-5.24 (m, 4H), 6.03 (s, 1H), 6.95 (s, 1H),
7.02 (s, 1H), 7.40 (s, 1H)

2-42

1.75-1.91 (m, 2H), 2.26 (dd, 2H), 2.88 (t, 1H), 3.22 (s, 3H), 3.28-3.40 (m, 2H), 3.86 (d,
1H), 4.59 (d, 1H), 4.99 (d, 2H), 5.19-5.24 (m, 4H), 6.04 (s, 1H), 6.96 (s, 1H), 7.10 (d,
1H), 7.42 (s, 1H), 7.50 (d, 1H)

2-43

1.70-1.93 (m, 2H), 2.25 (dd, 2H), 2.89 (t, 1H), 3.27-3.40 (m, 5H), 3.91 (d, 1H), 4.59 (d,
1H), 5.00-5.32 (m, 6H), 6.04 (s, 1H), 6.52-6.87 (m, 3H), 7.37-7.43 (m, 2H), 7.92 (m, 1H)

2-44

1.72-1.90 (m, 2H), 2.25 (dd, 2H), 2.89 (t, 1H), 3.21 (s, 3H), 3.25-3.38 (m, 2H), 3.91 (d,
1H), 4.59 (d, 1H), 4.98 (d, 2H), 5.11-5.23 (m, 4H), 6.03 (s, 1H), 6.53-7.02 (m, 3H), 7.09
(d, 1H), 7.41 (s, 1H), 7.48 (d, 1H)

2-45

1.74-1.94 (m, 2H), 2.26 (dd, 2H), 2.92 (t, 1H), 3.30-3.41 (m, 5H), 3.86 (d, 1H), 4.59 (d,
1H), 5.01-5.32 (m, 6H), 6.05 (s, 1H), 6.96 (s, 1H), 7.40 (s, 1H), 7.43 (d, 1H), 7.93 (d,
1H)

2-46

1.76-1.93 (m, 2H), 2.26 (dd, 2H), 2.91 (t, 1H), 3.21 (s, 3H), 3.30-3.40 (m, 2H), 3.86 (4,
1H), 4.59 (d, 1H), 4.90-5.27 (m, 6H), 6.04 (s, 1H), 6.93-6.96 (m, 2H), 7.42 (s, 1H), 7.78
(d, 1H)

2-47

1.74-1.92 (m, 2H), 2.25 (dd, 2H), 2.89 (t, 1H), 3.21 (s, 3H), 3.22-3.39 (m, 2H), 3.91 (4,
1H), 4.59 (d, 1H), 4.89-5.00 (m, 2H), 5.09-5.22 (m, 2H), 6.03 (s, 1H), 6.53-7.02 (m, 4H),
7.41 (s, 1H), 7.78 (d, 1H)
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1.73-1.92 (m, 2H), 2.26 (dd, 2H), 2.90 (t, 1H), 3.25-3.40 (m, 5H), 3.85 (d, 1H), 4.58 (d,

2748 11H). 4.91.5.31 (m, 6H), 6.02 (s, 1H), 6.95 (s, 1H), 7.07 (m, 2H), 7.40 (s, 1H)

ysg |L75-191 (m, 2H), 224 (dd, 2H), 2.89 (t, LH), 3.25-3.38 (m, 5H), 3.91 (d, 1H), 458 (&
1H), 4.91-5.30 (m, 6H), 6.02 (s, 1H). 6.53-7.01 (m, 3H), 7.07 (m, 2H). 7.39 (s, 1H)

550 | 172190 (m, 2H), 2.24 (dd, 2H), 2.87 (&, 1H), 3.14-3.36 (m, 2H), 3.91 (d, 1H), 460 (&
1H), 4.94-5.14 (m, 6H), 6.03 (s, 1H), 6.67-7.02 (m, 3H), 7.11-7.23 (m, 3H). 7.39 (s, 1H)
1.72-1.89 (m, 2H), 2.25 (dd, 2H), 2.88 (t, 1H), 3.32-3.40 (m, 2H), 3.85 (4, 1H), 4.59 (d,

9-51 |1H), 4.95-5.06 (m, 4H), 5.18 (s, 2H), 6.04 (s, 1H), 6.95 (s, 1H), 7.12-7.23 (m, 3H), 7.40

(s, 1H)

2-52

1.75-1.85 (m, 2H), 2.23 (m, 2H), 2.32 (s, 3H), 2.86 (t, 1H), 3.22 (s, 3H), 3.24-3.39 (m,
2H), 4.04 (d, 1H), 4.60 (d, 1H), 4.94-5.04 (m, 4H), 5.20 (d, 2H), 6.02 (s, 1H), 6.32-6.68
(m, 2H), 7.07 (d, 1H), 7.22 (d, 1H), 7.39 (s, 1H)

2-53

1.75-1.90 (m, 2H), 2.25 (dd, 2H), 2.90 (t, 1H), 3.24 (s, 6H), 3.27-3.38 (m, 2H), 3.92 (d,
1H), 4.59 (d, 1H), 5.00 (d, 2H), 5.14-5.21 (m, 4H), 6.02 (s, 1H), 6.53-6.72 (m, 4H), 7.27
(m, 1H), 7.40 (s, 1H)

2-54

1.75-1.92 (m, 2H), 2.25 (dd, 2H), 2.91 (t, 1H), 3.24 (s, 6H), 3.29-3.38 (m, 2H), 3.84 (d,
1H), 4.56 (d, 1H), 5.00 (d, 2H), 5.19-5.25 (m, 4H), 6.02 (s, 1H), 7.27 (m, 2H), 7.41 (s,
1H)

2-55

1.74-1.83 (m, 2H), 2.22 (m, 2H), 2.30 (s, 3H), 2.86 (¢, 1H), 3.20 (s, 3H), 3.22-3.37 (m,
2H), 4.03 (d, 1H), 4.61 (d, 1H), 4.90-5.07 (m, 4H), 5.19 (d, 2H), 6.03 (s, 1H), 6.29 (s,
1H), 6.62 (t, 1H), 6.99 (dd, 1H), 7.17-7.27 (m, 1H), 7.39 (s, 1H)
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No.

CDCl;/TMS & (ppm)

3-1

1.60 (m, 1H), 1.74 (m, 1H), 2.10 (m, 1H), 2.19 (m, 1H), 2.24 (s, 3H), 2.34 (s, 3H), 2.79
(t, 1H), 3.14 (m, 1H), 3.19 (s, 3H), 3.28 (m, 1H), 3.67 (s, 2H), 3.87 (d, 1H), 4.77 (d, 1H),
4.94-5.08 (m, 3H), 5.25 (d, 1H), 6.02 (s, 1H), 6.96 (m, 2H), 7.06 (d, 1H), 7.09 (d, 1H),
7.21 (m, 2H), 7.37 (s, 1H)

3-2

1.66-1.81 (m, 2H), 2.20 (d, 2H), 2.83 (t, 1H), 3.20 (s, 3H), 3.16-3.24 (m, 2H), 3.81 (s,
2H), 3.96 (d, 1H), 4.72 (d, 1H), 4.95-5.28 (m, 3H), 5.26 (d, 1H), 6.03 (s, 1H), 7.12 (d,
1H), 7.14-7.32 (m, 2H), 7.38 (s, 1H)

1.54-1.82 (m, 2H), 2.14 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.15 (t, 1H),
3.20 (s, 3H), 3.24-3.32 (m, 1H), 3.67 (s, 2H), 3.87 (d, 1H), 4.77 (d, 1H), 4.93 (dd, 2H),
5.18 (dd, 2H), 6.02 (s, 1H), 6.96-6.99 (m, 3H), 7.06 (d, 1H), 7.15-7.19 (m, 1H), 7.38 (s,
1H)

3-4

0.99 (t, 1H), 1.50-1.82 (m, 4H), 1.95-2.04 (m, 2H), 2.14 (dd, 2H), 2.24 (s, 3H), 2.29 (s,
3H), 2.79 (t, 1H), 3.14 (t, 1H), 3.23-3.34 (m, 3H), 3.67 (s, 2H), 3.87 (d, 1H), 4.78 (d,
1H), 4.93-5.07 (m, 3H), 5.06 (d, 1H), 6.02 (s, 1H), 6.96-6.98 (m, 2H), 7.05-7.11 (m, 2H),
7.19-7.26 (m, 2H), 7.37 (s, 1H)

1.68-1.83 (m, 2H), 2.19 (d, 2H), 2.83 (t, 1H), 3.20-3.37 (m, 5H), 3.81 (s, 2H), 3.96 (4,
1H), 4.72 (d, 1H), 4.95 (dd, 1H), 5.19 (d, 1H), 6.03 (s, 1H), 7.00 (dd, 1H), 7.17-7.19 (m,
1H), 7.30-7.33 (m, 2H), 7.39 (s, 1H)

3-6

1.65-1.81 (m, 2H), 2.20 (d, 2H), 2.83 (t, 1H), 3.19 (s, 3H), 3.20-3.35 (m, 2H), 3.82 (s,
2+3H), 3.96 (d, 1H), 4.72 (d, 1H), 4.93 (dd, 2H), 5.18 (dd, 2H), 6.02 (s, 1H), 6.68 (d,
1H), 7.15-7.21 (m, 2H), 7.30-7.32 (m, 2H), 7.38 (s, 1H)

3-7

1.56-1.81 (m, 2H), 2.14 (d, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.19 (s, 3H),
3.12-8.37 (m, 2H), 3.67 (s, 2H), 3.81-3.88 (m, 4H), 4.77 (d, 1H), 4.92 (dd, 2H), 5.17 (dd,
2H), 6.01 (s, 1H), 6.77 (d, 1H), 6.96 (m, 2H), 7.06 (d, 1H), 7.16 (d, 1H), 7.37 (s, 1H)

3-8

1.70-1.81 (m, 2H), 2.20 (m, 2H), 2.84 (t, 1H), 3.20-3.37 (m, 5H), 3.90-4.01 (m, 3H),
4.70 (d, 1H), 4.95-5.28 (m, 3H), 5.26 (d, 1H), 6.03 (s, 1H), 7.12 (d, 1H), 7.21-7.28 (m,
2H), 7.39 (s, 1H), 7.65 (m, 2H), 7.80 (d, 1H)

3-9

1.55-1.80 (m, 2H), 2.09-2.37 (m, 14H), 2.80 (t, 1H), 3.10-3.32 (m, 5H), 3.67 (s, 2H),
3.88 (d, 1H), 4.78 (d, 1H), 4.91 (dd, 2H), 5.16 (d, 2H), 6.01 (s, 1H), 6.97 (d, 2H), 7.02 (s,
1H), 7.06 (d, 1H), 7.36 (s, 1H)

1.63-1.84 (m, 2H), 2.09-2.24 (m, 5H), 2.29 (s, 3H), 2.83 (t, 1H), 3.15-3.37 (m, 5H), 3.80
(s, 2H), 3.96 (d, 1H), 4.71 (d, 1H), 4.94 (dd, 2H), 5.17 (d, 2H), 6.02 (s, 1H), 7.02 (s, 1H),
7.19 (d, 1H), 7.30-7.32 (d, 2H), 7.37 (s, 1H)

1.53-1.80 (m, 2H), 2.14 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.14-3.32 (m,
5H), 3.89 (s, 2H), 3.87 (d, 1H), 4.78 (d, 1H), 4.98 (d, 2H), 5.19 (dd, 2H), 6.02 (s, 1H),
6.97 (d, 2H), 7.08 (m, 2H), 7.38 (s, 1H), 7.49 (d, 1H)

1.65-1.83 (m, 2H), 2.21 (d, 2H), 2.84 (t, 1H), 3.20-3.37 (m, 5H), 3.81 (s, 2H), 3.97 (d,
1H), 4.72 (d, 1H), 5.10 (dd, 2H), 5.25 (dd, 2H), 6.05 (s, 1H), 7.19 (d, 1H), 7.31 (m, 2H),
7.40 (s, 2H), 7.93 (d, 1H)

1.67-1.84 (m, 2H), 2.20 (d, 2H), 2.83 (t, 1H), 3.21-3.38 (m, 5H), 3.80 (s, 2H), 3.97 (d,
1H), 4.71 (d, 1H), 4.98 (d, 2H), 5.19 (dd, 2H), 6.03 (s, 1H), 7.09 (d, 1H), 7.18 (d, 1H),
7.31 (m, 2H), 7.40 (s, 1H), 7.49 (d, 1H)

1.58-1.81 (m, 2H), 2.16 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.81 (t, 1H), 3.15 (t, 1H),
3.67 (s, 2H), 3.88 (d, 1H), 4.77 (d, 1H), 5.10 (dd, 2H), 5.25 (dd, 2H), 6.04 (s, 1H), 6.97
(d, 2H), 7.07 (d, 1H), 7.39 (m, 2H), 7.93 (d, 1H)

1.55-1.80 (m, 2H), 2.15 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.11-3.31 (m,
5H), 3.67 (s, 2H), 3.68 (d, 1H), 4.97 (d, 1H), 4.99 (dd, 2H), 5.20 (dd, 2H), 6.02 (s, 1H),
6.97 (d, 2H), 7.07 (d, 1H), 7.15-7.18 (m, 2H), 7.30 (d, 1H), 7.38 (s, 1H)
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[0368]
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[5&11]

No.

CDCl;~TMS § (ppm)

3-16

1.53-1.80 (m, 2H), 2.14 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.14-3.34 (m,
5H), 3.67 (s, 2H), 3.87 (d, 1H), 4.78 (d, 1H), 4.97 (dd, 2H), 5.14 (dd, 2H), 6.02 (s, 1H),
6.93-7.00 (m, 3H), 7.06 (d, 1H), 7.38 (s, 1H), 7.78 (d, 1H)

1.64-1.82 (m, 2H), 2.21 (dd, 2H), 2.83 (t, 1H), 3.17-3.36 (m, 5H), 3.81 (s, 2H), 3.96 (d,
1H), 4.72 (d, 1H), 5.00 (dd, 2H), 5.21 (dd, 2H), 6.03 (s, 1H), 7.16-7.21 (m, 2H), 7.30-
7.33 (m, 3H), 7.39 (s, 1H)

1.54-1.80 (m, 2H), 2.14 (dd, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.13 (t, 1H),
3.24-3.33 (m, 4H), 3.67 (s, 2H), 3.86 (d, 1H), 4.77 (d, 1H), 4.91 (d, 1H), 5.02 (d, 2H),
5.27 (d, 1H), 6.01 (s, 1H), 6.97 (d, 2H), 7.07 (m, 3H), 7.37 (s, 1H)

1.67-1.83 (m, 2H), 2.20 (d, 2H), 2.83 (t, 1H), 3.19-3.35 (m, 5H), 3.80 (s, 2H), 3.96 (d,
1H), 4.71 (d, 1H), 4.92 (d, 1H), 5.02 (d, 2H), 5.27 (d, 1H), 6.02 (s, 1H), 7.07 (d, 2H),
7.18 (d, 1H), 7.30-7.33 (m, 2H), 7.38 (s, 1H)

3-20

1.65-1.83 (m, 2H), 2.20 (d, 2H), 2.83 (t, 1H), 3.20-3.38 (m, 5H), 3.81 (s, 2H), 3.97 (d,
1H), 4.72 (d, 1H), 4.94 (dd, 2H), 5.15 (dd, 2H), 6.03 (s, 1H), 6.94 (d, 1H), 7.20 (4, 1H),
7.30-7.33 (m, 2H), 7.40 (s, 1H), 7.78 (d, 1H)

3-21

1.67-1.80 (m, 2H), 2.19 (d, 2H), 2.82 (t, 1H), 3.14 (s, 3H), 3.19-3.34 (m, 2H), 3.80 (s,
2H), 3.95 (d, 1H), 4.72 (d, 1H), 4.99 (dd, 4H), 6.03 (s, 1H), 7.11-7.18 (m, 2H), 7.20 (d,
2H), 7.32 (d, 2H), 7.38 (s, 1H)

3-22

1.55-1.80 (m, 2H), 2.14 (d, 2H), 2.24 (s, 3H), 2.29 (s, 3H), 2.80 (t, 1H), 3.14 (t, 1H),
3.21-3.32 (m, 7H), 3.67 (s, 2H), 3.87 (d, 1H), 4.76 (d, 1H), 4.98 (d, 2H), 5.21 (d, 2H),
6.01 (s, 1H), 6.97 (d, 2H), 7.06 (s, 1H), 7.27 (m, 2H), 7.38 (s, 1H)

RIS, AEBICEMOERERENZEET 2,

(1) &HFEUDOEREFIE

<EFUF) 1 >KFIFY

AFERILED1 OB%., ZVYILREBF NI VL2, VIV ANKRY
B M) DOLAE, RIAMH—FRV 20KV L—64EEEEL. B
L T1 0O%KME =/

<BFIBI2>70T7 TILE

AFERLEMTOE, RUAFSIFLYTILIZZNI—FTILHILT
T—MAE, RYUAFSIFLYTZILFILI—FTIEE, F7OEELY YY) O
—JLBER. LY IVREBEHFO. 28, FRUDVLEVEYQSFA KO0, 8
8. KB OEEMARE LY M/ I ERVWTERD L THRBRBERES

7‘—
“o

MBI T SERC, FY VI VHL, 2 RVZAAYFFVY) -3 —
FrEENETNO. 28, 0. 18EECXFY IV HLAKRT OFp& K1
//J\\bﬂbf\-'fﬁx /J:bl:l L/—C‘I O%7J<|‘§E,u\/%'lj( ﬁ%ﬂﬁi#@% f\_o




WO 2017/138068 85 PCT/JP2016/053650

[0370]

[0371]

[0372]

[0373]

[0374]

[0375]

<BFBI 3 >ZF

AEBIEEH1 OF, RFUIRVEVRINEVEBALSIL2E, £
VHIMFI LM 5EEFEHERILKFREYT7 STEIREA LAHFIH
THED 1 0% TALHRREZF .

<BFIF 4 >FRRKF0HE

AFEBILEYW1 OB, VIV AWK VEEFTN) L2088, 741>
2R VEBBEEMIOFT M) D L1811 OB, ZIFIARVYEY R KRVEES b
o L3R, Y AVREEFO. SEF. ERLTOSE. MB7VYE=TL
OF, #JILY 10%, 2L —83 1. SEAEMLTHIERA LBELTH
M %S, MEMICHBEICH CBELEOKEMA TCERMBTER L, &
YR ICEFD LT 1 O %KAM %157,

<BFBFE>TTIY 3 VHE

AFERILEW1 OB, FEERILKFREEM1 68, FFIIRVEVR
WRVEBBANY D L28, RYFFOIFLYOELH20E. oLy
JYI—ILABMABE URBEREE, K4 9FITERERERMUEREY
FTAY—ZAVWTREELTHELD 1 O%ABREKEZF .
<BYEIF) 6 >HiFl

AFEBEEW1 088, RY ARV T AV REESHFISE. 47
FIVAIWKRY I R— F MY DL0, 28, TFIAMNYV2E, RV MF
AMFR)TLT1 58, KEBANDDLE9., 8EERMLTH—ESGLE
BELUEOKEMATEEL, N2y NOSHNETHE LY LSk L TR
BICEED LT O%MR =157,

<BEIBIT >4 0= 3 VE

AFEBPEEY 1 OFFEAHERI A FITIRT 28, vorsanxth /1
OF7)—NT7x/—ILIbFIL—PMIEHEREAL, ZIOA—ILILF
SL—HF1OERGKZ A IBARML TIDET THOBERER L. TELKL ]
0 %KBMERAEES T,

(2) HBBBROAMOREFIE



WO 2017/138068 86 PCT/JP2016/053650

BEIBITICREWNER L2 1 0% KFFI%Z 1 /500 ODIREICTRE LT
een20KBAKRTHRL., XN [1] TRINZLEDZ4 o pmDIREIC
AL, F, BEBR4ATIERA [1] TREINZ{EEMET1000ppmd
IREICAR L 7,

[0376] (3) WBYHREICT T 2 REBRIR O MEERSIR

<FHER1 ;v MNEHEICHT 2EERWRER>

SEHOMY S (ME: LYF) ICHRBRBERZ 1 E8HLY20m | 8
L7c, 8D 1B&ICT. OX10%@E/ m | OREICHAELALT71 T LS

AVITTARIY VA (Phytophthora infestans) ®
WETFRBREEZREZEEL, 22CICHMLAREICT 665/ v Fa~r—
hL7, ZD%. ZERTHREZRE L. BHENS 4 HRICEICE ULRRER
KeHEL, UTOXZRWTHRMEZER L,

FEBREDEH : BibrfMiE= {1 —HBREXZ8H L LEORKBERE
BUEORREER} X100

[0377] <EHBR2 Fa0UNEHEIINT DR RER>

2FEBDOF 10 (nfE: BEXE) ICERBEREZ 1854Y20m |
B L, 8D THRKICT. OX104@E m | OBREICREE LU R
ROJARS IRV X (Pseudoperonospora cub
ensis) OEETRBRAREZEZRHREL. 22 CICHALALEEICT 6
R v FaN—hLEk, ZO%. ERATHRREZEL. HEHNLSHRICE
WCELCMHEEEREZFAREL. UTORZAWTHRMAEZEL L.

FEBREDEH : BibrfMiE= {1 —HBREXZ8H L LEORKBERE
BUEORREER} X100

[0378] <EHER3 7T RUNEHIINT ZMBRIRAR>

TRY (BE: xF<7ZXAAy ) REICEBRBBERZ 1 E5H/Y20m |
B L, 8D THRBICT. OX104@E m| OBREICHEAELLZTSXE
NS EFd—> (Plasmopara viticola) OEEFE
MBREZEBEEL., 22CICAMLAREICT 61GEA1 Fa—bLE



WO 2017/138068 87 PCT/JP2016/053650

[0379]

[0380]

[0381]

[0382]

[0383]

o TOHR, ENTHRMBEZIEL. BEENLHRICEILE CLRHEEREH
EL. UFOREAVWTHRMEER L,
FRBRMEDE L : BiFREE= {1 —EHEBREFZ8HH L EORFERE
HAEORBEEER X100
<B4 Pythi umBEICLS M REIABICT T SREMRUREER (
TEET) >
RY NS 2ABFEMTEELALZEY DL V532205 (Pythiu
m graminicola) ODEEICEKEKEMA, SFHY—TE#RL.
TETkIKRLTENS g&RDLIEML. BRLERAML L,
TEILAITX3ITmm2OEIL ML AILERETEZZ20m I FTAL. #
FlLaaxW (RE: O2kHY) ZEILHEY IFBEEL. 5m| DEL
A, ARBBEEZ2. 5m | JEXNIEL, 28 CICRABMLAEEICT 2
M v Fa_X— M LEFUE L, 2O%. 5COKEERNT2 HAHRK
2L, D%, 25CORENTI 4HEE®L &,
TBEEWR L. M. £FMHEIR, EEKEZEAIL. TEORITHRW
. RBREEEE L,
REE= (Z (BENRFEHRBXERER  GAELAEKEX3) ] X1
00
[Fmiss
O : @tk
1 EFHIRE
3 : MRk
T, BHLULARBENOUTOXZAVWTHKRMEEZEL L .
FRBRMEDE L : BiFRME= {1 —EHBREFZ8H L XKORKE EL
EXDOHEFE! X100
(4) EYRE<EER 1 >Hh5<EHRAL >ITHT 2BAMRMROFTMEERD
S
AR Z2RELLRBR. UTICRTIEEMIBIBRM8 O EZRLE -



WO 2017/138068 88 PCT/JP2016/053650

No. 2—1~2-55, 3—1~3-7, 3—-10, 3—-12~3—1
5. 3—17~3-22,
[0384] BBR2%ZEELAKER. UTICFILAEMHIHRMEE Ol LZER Lk :
No. 2—1~2-55, 3—-1~3-20, 3—-22,
[0385] EABR3 ZEfELAKER. UTICFILAMHIHRME8 Ol LERL 1k !
No. 2—1~2-53, 2—-55, 3—-1~3-22,
[0386] WL DHADIEEMICOVWTEHRS EZERLALBER. WThOLEYWEHR
9 O EERL, UTICZEDIEEYNO., 2R :
No. 2—1, 2—-7, 2-8, 2—-14, 2-18, 2—-19, 2-2
3, 2—-33, 2—-34, 2-38, 242, 2-46, 2—-48, 2—

49, 2—-54, 3—-1, 3—2, 3—4, 3—8, 3—9, 3—19, 3
—20,



WO 2017/138068 89 PCT/JP2016/053650

Fm R DEIH
[EEKIA1] X [1]
[{E1]
x1
HO Xt
HO X3
x4

(1]

{xAr, X1, X2, X3RUX4EFNEFNHIL L TKREF. C~
C,7IFIN, C,~C,7IaAFL, Ci~C,nOF7NLAFT, =k
O. NaFVRERFXIEF—0S (0) ,R'"THY.

X1, X2, XSRUX4DHI>BbWFhh—D2Id, —0S (0) R’
THY.

RMUIC ,~Cg7ILFI, Ci~Ca/NOT7ILFIXIEC;~Cs> ¥
O7I)LFI. TH5B}
TRINZIELEMOEIEFEZTH > T,

X [2]
[1k2]

[2]
{ccT, X1, X2, XBRUX4ER [1] ICBWTEELEEEY
THB}
TRINDILEWEBRMESBEEERGTTNKIB T Z2IREZET
N IEGES P pr
[553K1R2] AISSIREM RGN, EBRBEHRICLYVIEHAINSFEKIE ICEKEH



PCT/JP2016/053650

WO 2017/138068 oli)
DEIESE.
[EEKIE3] N [3]
[1£3]
X1
L! Xt
L2 X3
X4

13
{zZzT. X1, X2, X3RUX4E, BBRIBETICRELLBEY TH
Y.

LTRUOL2E, ZRENRILTNAST VRERFTH D}
TRINDILEMESRBERIBHREZRIGTETH [2] TRIND
LEWMEHETHIREILICET. BRE 1 XL 2ICEHOEES
%o

[E53RIR4] N [2]
[1b4]

0 X
2
)\o X
\rro xS
8] x4
[2]

{2, X', X2, XBRUX4LEFEKRIBT1ICEHL-EBEY THD

}

TRINDILEMORESRETH > T,
N [3]



PCT/JP2016/053650

WO 2017/138068 91
[{E5]

X1

L X

2

L X3

x4
i3]

{cz, X1, X2, XBRUX4E, BKREVICEBH LLBY TH
Y.
L'RUOL2IE, ZRENRILTNAST VRFTH D}
TRINDILEMESBERIBHR S ZRIGTIEZTRZ2E, AIGH
&7 %o
[E53RIAS] N [4]
[1£6]

x1

x2

x3
X4
[4]

{czT. X1, X2, X3RUX4E, BXREVICEHLALZBY TH
%}
THRINZEEWENOTEIETHK [3] TRINSLEYESR
ETBIREILICET. BRE1~400WThh 1 RHICEHOHE
FiEo

[E5°KIE6] ® [3]



WO 2017/138068 92 PCT/JP2016/053650

[167]
X1
L X
L2 e
X4
[3]

{zzT, X1 X2, XBRUX4E, BRKETICEHLLBEY TH
Y.

L'RUOL2IE, ZRENRILTNAST VRFTH D}
TRINDIEEMOEESRETH> T,
N [4]
[1&8]

x1
x2
X3
x4
(4]

ZIT, X', X2, X3RUX4E, BXREBEITICKEHLALBY TH
%}
THRINZILEYENOT LI ELTRZSL. ISR ERE

SRIET] FIEADS VERISONADS VIERES, BER. BT YL,
N—2OBORXRIo V43 RBEDERIEAE. HBHWE. BFE. N-
TOFRIVIVAIRRBREDRRIEAFETH S, BFKIELXIF6ICE

B OEETT %o
5 KIR8] A [1] TRINDEEVYOREFETH>T, R [3] TRIN

2ILEMEEBHRRIEHE ZRIGTIESZ2ETH [2] TREINB1E
EMERT. COX [2] TRINGLEMEERTE &L, 1B
EMEGT. MKD@ETZIEICELYN [1] TREINDZILEMER
2IRZ2T. BRE1~30VWThh 1 IHICEHOHESE,



PCT/JP2016/053650

WO 2017/138068 93
m KIHI] XN [1]
[1£9]
X1
2
HO X
HO "
X4

{zzT, X1 X2, XBRUX4E, BRKETICEHLLBEY TH
%}
TRINDEEMOEREHFETH > T,
X [3]
[1E10]

x4
i3]

{czT. X1, X2, X3RUX4E, BXREVICEHLALZBY TH
Y.
L1 RUL2iE, BREIICREBHLLEY THD)
TRINDILEMERE., 14 VBERVCEBMBBEROERE FXIF
FEAET. KA KEERBEDREBREFTRISIE 2 IRES
O, AIEEHIERE,
[EE>KIE10] X1"E—0S (0) ,R'"THVY,
X2, XBRXAFENETNHILL TKREF. = ba, ~nasry
RF. 27204 0XFIXUFE—0S (0) ;MeTH 3,
ERIE1~90VWTFhh 1 BICEHOEESE,
[EE=k1E11] X1E—0S (0) ;Me, —0S (0) ,Et, —0S (0O) ,n



WO 2017/138068 94 PCT/JP2016/053650

—Pr. —O0S (0) ,i—Pr, —O0S (0) ,c—Pr, —0OS
(0) ,n—Bu, —0S (0) ,n—C4H,,. —0S (0) ,CH,
CH,CF,THhY,
X2RUX3IKRRFTHY.
X4EKZRRF. —bO, NOFVEF. D7)404 MFI UL
—0S (0) ;MeTHh3.
FEKIE 1 O ICRBEHDELE S &,
[E5K1E12] X1g—0S (0) ,R'"THY.
X2, X3RUX4FEFNEFNRIILTKFRRF. —hO, ~nasy
RFE. J7040£XMFTXIE—0S (0) ;Me THY.
L'RUCL2EZEFNTIHIL TEBREFXIIRREFTHS.
ERE3I~9DOVWTIhH 1 IBICEHOEES .
[55k1813] X"E—-0S (0) ;Me, —0S (0) ,Et, —0S (0) ;n
—Pr, —0S (O) ,i—Pr, —O0S (0O) ,c—Pr, —0OS
(0) ,n—Bu, —0S (0) n—C4H,;,., —0S (0) ,CH,
CH,CF THhY,
X2RUX3IKRRFTHY.
X4EKFRRF. —bO, NOFVEF. D7)040X MFI I
—0S (0) ;MeTHY,
L' RUL2ERERFTH .
BEKIE 1 2 ICRHEHOEES K,
[E5KI1514] X1, X3RUX4IKERFTHY.
X2lg—0S (0) ,R'THY.
RULC,~C,7ILFILTHS.
ERE1~90WTFNH 1 BICEHOEES %,
[E5KI1515] X1, X3RUX4IKERFTHY.
X2lg—0S (0) ,R'THY.
RYUWEC ~CL,T7IFILTHY.



WO 2017/138068 95 PCT/JP2016/053650

[55KIR16]

[E5KIR17]

[55K1R18]

L' ROL2EZRZIIAY L TERBEFXIEERBETFTH S,
FHREI~90WInH 1 BICEBHOEE %,

R [2]
[1E11]

[2]

{Rp, X1, X2, XBRUX4EENEFNMILL TKRRF. C~
C,7IFI, Ci~C,7IaAFx>, C,~C,nNOT7ILIFI, =k
O. NAOFVEFXIE—0S (0) ,R'THY.

X1, X2, XSRUX4DHI>BbWInH—2ik, —0S (0) R
THY.

RYUIC ,~Cg7ILFI, Ci~Cg/NAOFILFIXIFC;~Cs 7
O7ILFILTHD}

TRINDIELEYMXITEDIE,

X'"E—0S (0) ;Me, —0S (0) ,Et, —0S (0) ;zn
—Pr, —0S (O) ,i—Pr, —O0S (0O) ,c—Pr, —0OS
(O) ,n—Bu, —0S (0) ,n—CzgH,,. —0S (0) ,CHy,
CH,CF;THY.

X2RUX3UIKRRFTHY.

X4FKRRF. —bO. NOFVETF, 70404 MFI XL
—0S (0) ;MeTH3,

FERIE1 6 ICEEHDIEEMXIEE DIE,

% [3]



WO 2017/138068 96 PCT/JP2016/053650

[1B12]
X1
L X
L2 X3
X4

[3]
{Xr, X1, X2, X3RUX4TFNFNHILLTKERF. C,~
C,7)ILFx), C,~C,7)Idx>, C,~C,,nNO7JIaAF>, = b
A, NAFVEFXIEF—0S (0) ,R'"ThHVY.
X1, X2, X3RUX4D5BWTFhh—D2ik, —0S (0) ,RT

THY.
RUKC ~Cg7ILFI, Ci~Ce/NOFIFIXIFC3~Ce ¥
O7ILFILTHY.
LTRUL2E, ZNENRBIZLTNOTVRFTHD)
TRINDILEMXITZE DI,
[F53KIE19] X"'"EF—0S (0) ;Me, —0S (0) Et. —0S (0) ;zn

—Pr, —0S (O) ,i—Pr, —O0S (0O) ,c—Pr, —0OS
(O) ;n—=Bu, —0S (0O) ,n—=CgH,;;., —0S (0) ,CH,
CH,CF,;THY,

X2RUXUIKRRERFTHY.

X4RAKRRF. =bO. NAOTFVEREF. YI7NMFOXMFIRE
—0S (0) MeTHY.

L' RUTL2ERRREFTH S,
FEKIE 1 8ICEHDILEMIEE DR,



INTERNATIONAL SEARCH REPORT International application No.
PCT/JP2016/053650

A. CLASSIFICATION OF SUBJECT MATTER
c07C303/22(2006.01)1i, C07C305/22(2006.01)1

According to International Patent Classification (IPC) or to both national classification and [PC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
c07Cc303/22, C07C305/22

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched
Jitsuyo Shinan Koho 1922-1996 Jitsuyo Shinan Toroku Koho  1996-2016
Kokai Jitsuyo Shinan Koho 1971-2016 Toroku Jitsuyo Shinan Koho  1994-2016

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)
CAplus/REGISTRY/CASREACT (STN)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X US 2001/0051620 Al (American Home Products 1,3,4,8,
Corp.), 10-19
Y 13 December 2001 (13.12.2001), 2,5-7,9

paragraph [0344]; page 24, Flowsheetl™";
examples 110 to 111
(Family: none)

Y John E. Anthony et al., Synthesis, optical, 1-8,10-15,
thermal, and redox properties of 2,3,9,10- 18,19
A tetrasubstituted-6,13-dialkynyl pentacenes, 9,16,17

Proceedings of SPIE-The International Society
for Optical Engineering, 2005, Vol. 5940,
594002/1-594002/12, Scheme2.

Further documents are listed in the continuation of Box C. |:| See patent family annex.
* Special categories of cited documents: “T” later document published after the international filing date or priority
“A”  document defining the general state of the art which is not considered to date and not in conflict with the application but cited to understand
be of particular relevance the principle or theory underlying the invention
“E”  earlier application or patent but published on or after the international filing “X”  document of particular relevance; the claimed invention cannot be
date considered novel or cannot be considered to involve an inventive
“L”  document which may throw doubts on priority claim(s) or which is step when the document is taken alone
cited to establish the publication date of another citation or other “Y”  document of particular relevance; the claimed invention cannot be
special reason (as specified) considered to involve an inventive step when the document is
“Q”  document referring to an oral disclosure, use, exhibition or other means combined with one or more other such documents, such combination
“P”  document published prior to the international filing date but later than the being obvious to a person skilled in the art
priority date claimed “&”  document member of the same patent family
Date of the actual completion of the international search Date of mailing of the international search report
29 February 2016 (29.02.16) 15 March 2016 (15.03.16)
Name and mailing address of the I[SA/ Authorized officer
Japan Patent Office
3-4-3,Kasumigaseki,Chiyoda-ku,
Tokvo 100-8915, Japan Telephone No.

Form PCT/ISA/210 (second sheet) (January 2015)



INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP2016/053650

C (Continuation).

DOCUMENTS CONSIDERED TO BE RELEVANT

dearomatization and unusual intramolecular
Diels-RAlder reaction of cyclohexa-2,4-dienone:
synthesis and photoreaction of oxa-tricyclo
[5.2.2.0lﬁ]undec—lo—ene—8—ones, Tetrahedron
Letters, 2015, 56(15), pp. 1982-1985, Scheme 1.

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y Masanobu Suzuki et al., Synthesis and Absolute 1-8,10-15,
Configuration of Pyriculol, Agricultural and 18,19
A Biological Chemistry, 1987, 51(4), pp. 1121-7, 9,16,17
Scheme T.
Y WO 93/09113 Al (SMITHKLINE BEECHAM PIC), 1-15
A 13 May 1993 (13.05.1993), 16-19
page 7, formula(VIII); page 6, the last line
(Family: none)
Y Theodora W. Greene et al., Protective Groups in 1-15
A Organic Synthesis, Third Edition., 1999, 2. 16-19
PROTECTION FOR THE HYDROXYL GROUP, INCLUDING
1,2- AND 1,3- DIOLS, page 198
Y JP 2011-21013 A (Ube Industries, Ltd.), 9-15
A 03 February 2011 (03.02.2011), 1-8,16-19
claims; paragraphs [0034] to [0037]
(Family: none)
Y WO 2009/131090 A1 (Asahi Kasei Pharma Corp.), 4-7,10-19
A 29 October 2009 (29.10.2009), 1-3,8,9
referential example 102
& US 2009/0298894 Al
Reference Example 102
A JP 2001-302658 A (Showa Denko Kabushiki 1-19
Kaisha),
31 October 2001 (31.10.2001),
paragraphs [0008] to [0012]
(Family: none)
A Vishwakarma Singh et al., Oxidative 1-19

Form PCT/ISA/210 (continuation of second sheet) (January 2015)




ERS A EHEES PCT JP2016./053650

A EUORTL5TOSE (HEEFRE (1 PC) )
Int.CL.  C07C303/22(2006.01)i, CO7C305/22(2006. 01) i

B. #H&EZITo7nW

ARE 21T o 7o/ MIRE R (EERRSRT08 (1 PC) )
Int.CL. C07C303/22, C07C305/22

B/NBE R OB B TR To - BFICEENns 60
HAREEAFEAH 1922—19964F
H AREAREAFEAR 1971—201614F
H AR EE A 285N 1996—201614F
HAREBREEAFEAR 1994—201614F

ERSRE CHEA LB SFT —F =R (T == AOLFR, PHEIH L7z H5E
CAplus/REGISTRY/CASREACT (STN)

C. BET L L8050 53Tk

ElNiE RS ND) BES 5
H7 2 —% SIAXES RO—OEIIMEET 2 & X, FOMEST L EIT0FRR FOREOE B
X US 2001/0051620 Al (American Home Products Corporation) 1,3,4,8,
2001. 12. 13, [0344). % 2 4 H Flowsheetl1”. FEhiff] 110-111 (7 7 | 10-19
IV—72L)

Y 2,5-7,9
W CHIOBE X2 b TRAHIZES N TN B, URNT T U —ICET SRR S,
* SIHXEO BT TV — O HOBATATE S 30k
TA] FRIZBIEO & 5 CEN Gl <, —RMERKELZ 4 [TT) EENER SUIMBLARICARINEIMTH - T

Ho HEEE FET B EOTHRLS . BHOFREIIHER
E)] EREEEAaOBBEE b s, ERREREA DBFREOT=DIZHIHT D 5D

PgILAFRESNTZHO [X ] FRZBHED B 5 SR CTH - T, Y% TR A T3
[L ) BT RICRELIRET 5 O X I tho TR O 4T OFRMESUTES N 2N EEZ LND B D

AE L o Rl b 2553 572015 AT 1Y) KCBEDH B XIRTH - T, Brgstmke tho 1 L4

% 3CHk (BB &R Eo3tERE D, BEEHICL S THHTH A
O] HERIC kL DB, ., BrREICE LT DI Lo TESERRNEEZ LN ED
[P ERHEBEARIC, OB EHEOTIEORM L 25 (&) FA—7r b7 73 U —3CWk
EESRE AT L2 H ] B A i O 2% H

29. 02. 2016 _ 15. 03. 2016
EEFHEME O TR B H TH T HEEE (ERO®HLHBE) 4H | 9356
AAEFRFFT (1 SA]P) -
HEEZ100—-—8915 HE THT
HRATRAXEIE="TH4EF 3= EiEES 03—3581—-1101 H#HE 3443

BAPCT / I1SA 210 (HE2~—) (2015%#1A8)




ER A EptipEss PCT/JP2016/053650

C (%) . BETLHERDOONDL0H

5HSCHkD BES 5

H7 2 —% SIASCHS RO BOEFTABEET 5 & &1k, TOBET L EFOERR FERIEOE S

Y John E. Anthony et al., Synthesis, optical, thermal, and redox | 1-8, 10-15, 18
properties of 2,3,9, 10-tetrasubstituted-6, 13-dialkynyl , 19
pentacenes, Proceedings of SPIE-The International Society for

A Optical Engineering, 2005, Vol. 5940, 594002/1-594002/12, 9, 16, 17
Scheme?.

Y Masanobu Suzuki et al., Synthesis and Absolute Configuration of | 1-8, 10-15, 18
Pyriculol, Agricultural and Biological Chemistry, 1987, 51(4), |, 19
pp. 1121-7, Scheme I.

A 9, 16, 17

Y WO 93/09113 Al (SMITHKLINE BEECHAM PLC) 1993.05.13, 7 Bz | 1-15

A (VITD), #Fe6HE M1 (77U —72L) 16-19

Y Theodora W. Greene et al., Protective Groups in Organic 1-15

A Synthesis, Third Edition., 1999, 2. PROTECTION FOR THE HYDROXYL | 16-19
GROUP, INCLUDING 1,2- AND 1,3- DIOLS, %1 9 8 H

y JP 2011-21013 A (FERBpERRRSH) 2011, 02. 03, HdrabsRo#H, [ 9-15

A [0034] — [0037) (77 U—7L) 1-8, 16-19

Y WO 2009/131090 Al (Abpk” 7 —<#kah) 2009. 10.29, ZEH] | 4-7,10-19

A 102 & US 2009/0298894 Al, Reference Example 102 1-3,8,9

A JP 2001-302658 A (s TRk &%) 2001. 10. 31, [0008] —[0012] | 1-19
(Z77IV—71)

A Vishwakarma Singh et al., Oxidative dearomatization and 1-19

unusual intramolecular Diels—Alder reaction of
cyclohexa—2, 4—dienone: synthesis and photoreaction of
oxa—tricyclo[5. 2. 2. 0°Jundec—10-ene—-8-ones, Tetrahedron
Letters, 2015, 56(15), pp. 1982-1985, Scheme 1.

BXPCT /I1SA 210 (2 X—T0x)

(20154£140)




	Page 1 - front-page
	Page 2 - description
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - description
	Page 27 - description
	Page 28 - description
	Page 29 - description
	Page 30 - description
	Page 31 - description
	Page 32 - description
	Page 33 - description
	Page 34 - description
	Page 35 - description
	Page 36 - description
	Page 37 - description
	Page 38 - description
	Page 39 - description
	Page 40 - description
	Page 41 - description
	Page 42 - description
	Page 43 - description
	Page 44 - description
	Page 45 - description
	Page 46 - description
	Page 47 - description
	Page 48 - description
	Page 49 - description
	Page 50 - description
	Page 51 - description
	Page 52 - description
	Page 53 - description
	Page 54 - description
	Page 55 - description
	Page 56 - description
	Page 57 - description
	Page 58 - description
	Page 59 - description
	Page 60 - description
	Page 61 - description
	Page 62 - description
	Page 63 - description
	Page 64 - description
	Page 65 - description
	Page 66 - description
	Page 67 - description
	Page 68 - description
	Page 69 - description
	Page 70 - description
	Page 71 - description
	Page 72 - description
	Page 73 - description
	Page 74 - description
	Page 75 - description
	Page 76 - description
	Page 77 - description
	Page 78 - description
	Page 79 - description
	Page 80 - description
	Page 81 - description
	Page 82 - description
	Page 83 - description
	Page 84 - description
	Page 85 - description
	Page 86 - description
	Page 87 - description
	Page 88 - description
	Page 89 - description
	Page 90 - claims
	Page 91 - claims
	Page 92 - claims
	Page 93 - claims
	Page 94 - claims
	Page 95 - claims
	Page 96 - claims
	Page 97 - claims
	Page 98 - wo-search-report
	Page 99 - wo-search-report
	Page 100 - wo-search-report
	Page 101 - wo-search-report

