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UzE, ofdd, ofddl {FAA, ofd¥ ofayzE, 4k~ 39 A4 Ak, T F3HiHE(advanced
glycation endproducts)XA Ak, ZZRIZ|GAC A, y-olv|w=FE 2L F&4 QEIYAE, HERH
A ety 2E, AAF QIAF NF-kB Aafief, A dikst g4 A ef, N-opAl REASELE

oA (N-acetylated- a-linked-acid-dipeptidase) Aa|<f, <A&=H A AF Ax-1, i Fd AF A
(PDGF), EA% e A7 AAHPDGF) FAHAI(elE S PDGF-AA, PDGF-BB, PDGF-AB), 73] 2 IAHEGF),
A7 4R AR, AU G2, $UE, 58 ESA-1-WY SlREel, BB-761, W22 2% (binoclonol), %
ZYA = (sulodexide), Y-128, AAFSF, Alalef, S|=SA WA FELE FAMAIA 3 G4 Ao, FHEolE
A e, Brot=ddd F&A ofalU2E, ofd FAAYIA: FH2HE oM7) dolas A, ZEFF,

W z22 F8A oty AE, FHUzEHE S Ak, ldtobAl Ak, nARFEI YA =EERNLY

o
F UE WM $8A Bk, UIEA fEA, 04 FHE, JEF $9 04 SASEE Aok, Fesd
gol2H= A% Bud A, 48Ok, AU ME Gx ANk, T4 A=A A, AHe
WAL F84 AFF, ARDY W Gk AN}, ARG 584 dHAUAE, olwoh, B¢ AP, dB
S ke, wE A7 Auel, 34 Aol aroh=ddd #gA ohnaE, FEawel, 2 44

2ste] AHgEE ople PAA FFBoIL Aok & AGE Al thal sIsh o] oAAAR, ¥
Wel Uge olgEel #AHE Ae b, FAH SERAAE 1 xeA, 2 0 wE e delstie
2 3ve 92 T

AEd A TAdeRANE, ERZgEE, Ao ZyeE, dditEAZeEE, SI2YEEUER, GI-
262570, ©|AFZEEFE(isaglitazone), LG-100641, NC-2100, T-174, DRF-2189, CLX-0921, CS-011, GW-1929, A

SYEEUEF, NIP-221 59 #HEAE F2oF @435 ¢844 yolny2E, GW-9578, BM-170744
5o HEeANE FA B3 F£8A aoluUAE, GW-409544, KRP-297, NN-622, CLX-0940, LR-90, SB-
219994, DRF-4158, DRF-MDX8 59| HASA|E T2 A3t &4 o/ yolrY~E, ALRT-268, AGN-4204, MX-
6054, AGN-194204, 1LG-100754, #WAlZ€l(bexarotene) 2 #E|xo]EX F84] ofay2E, 2 H=Y2F, ONO-
5816, MBX-102, CRE-1625, FK-614, CLX-0901, CRE-1633, NN-2344, BM-13125, BM-501050, HQL-975, CLX-0900,
MBX-668, MBX-675, S-15261, GW-544, AZ-242, LY-510929, AR-H049020, GW-501516 %°] 2 uteo] <l&dl ZH4A

O

SRS & F A &Y A9 A, SHsle 9, Wde o, duwd S, vuks, 1
Jed 45, 2Ad 45, azdzdHE 45, LE=HAYE 45, AE oA o, otHlEzrd WA
st5-o] A Aol mpgAstar, = iAo Qled A dar]Tre] oS AR, dF SFAR9 24
ool Folgrie FXste] dwte AstArIAR, G, Wde o, uded EFo AAC v nhg

s},

FEg A FozAME, oFIERA, HaEglRa, vEgE, (KD-711, ov]=gHe]E, MDL-25,637, 7H0=g]R

2, WDL-73,945 50 a-ZFIACHA A8k, AN-127 5o a-opuelAl AsleF §ol SGLT1 B4 Adef ole]
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o HPTL B 5 Atk BEF AdAL, SHsIE gay, Ry o, Fuud T, vE, wos
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o FRas) F4E A BE ANFORA, WIE oldel ANl U vk s,
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S=50dl 10-0985502

A7, G, Wde o, aled d5o] AAd v npEA st

Jad v FForMs, FHEME, FREZRGNE, FHAE, oM ESAE, FEIRIZtE,
sl =(EgdEevs), SYEHAE, 1-FE-s-mEyE ol A=, SYEsds, Sy E,
7=, FUFAE, FEREorE, SYFE, FYEAE, SYVPUER, SdvurE, ARE =,
A2 s, SEvg s, YHSdgdE, vEsdysE e ik, EﬂﬁJr:?J]%E e = 7 A, ERO-
28-1675 &o] SFA7IAl 2Astefe £FET. e 0 Fk2, S¥splE du, e o, 7
=W/ ST AR wEAsta, £ HAF BAEe #gste] ded l"ﬁrﬂ g SRR d3us Ast
AlZIER, G, WBe ol A v i st

SGLT2 A AsjeFe A=, T-10952 H]E3sle], AR EJNH 10-2370895 &K, d¥ E7] 2001-288178%
X, W001/16147 FX., W001/27128 FX., WO01/68660 &k, WO01/74834 &1, WO01/74835 &1, W002/28872
B W002/36602 X, W002/44192 F-X., W002/53573 &H 5 7149 3¢tE & & 4 dvl. SGLI2 A A8
EdsAE 9, U9 o, dauAd WIS, vivts, 1dEd 59 AHAd vpEAsta, £ A

gol el e FFAX AFFE AAFeRN 3 AsA7IER, e, Wde o, HIRkE,

, ol of

adEd g3 AAel v e s

dedl B dad HHEAE, A3t dEd, FEade] ded, A = sERFY dad FAHE &
5 oolake] Aol t% uhgA stk

7ML FE&A QPEFALU~ER A, BAY-27-9955, NNC-92-1687 2 & & AL, A& FEA 1A A=
oko @ A= TER-17411, L-783281, KRX-613 5 & 4 9, EIELHE IAIL Aoz A=, UCL-1397
& B 4 A, UHEINE ALY Ao 2=, NVP-DPP728A, TSL-225, P-32/98 & & & 3L, T &
‘?]_E]i’d;ﬁ_/\,q.li}xﬂ 1B Asero 2 PIP-112, 0C-86830. PNU-177496 5& S 2= 97, ZemAx~x=a}
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A ko A=, NWN-4201, (P-368206 5& & F 9lal, FHEX-NAFadelA] Asjobe A=, R-132017

= 5 7 A, IFEAGE EEAUA XﬁH%Mth, AZD-7 545 & & 3L, A A eFerA
. FR-225659 & & # AaL, SF7kE A FEE-1 AR A=, A Ald-4(exendin-4), CJC-1131 %%
FIE A FE S oluUAER M, AN-134, LY-3159028 & 4 9lar, obHd, opdw

SR A
@ ohmiAERAE, SIS FRANS 2 & 5 Sl s o
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A F9 54 Ao rME, JtRAMolamEY | S AElE, o Ze~EE, ADN-138, BAL-ARIS, ZD-
5522, ADN-311, GP-1447, 1DD-598, U =elE, A=u|d, ZId~elE(ponalrestat), AINAEIE
(risarestat), A|Ud~E}lE(zenarestat), "2 d~ElE(minalrestat), WEAZHR|E, AL-1567, o|v|#X~EE
(imirestat), M-16209, TAT, AD-5467, ZXZ#|~E}lE, AS-3201, NZ-314, SG-210, JTT-811, HE#HXAEE
(lindolrestat)& & & Arvh. ¥E2 3 a4 Aok, duud FHT 24dA dHe AEHH 189
deelA el Eule AR Xl 93] AYJor FHHE AEY AEHES 452 Y 54 AT
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ZREIUAC Asete = e, LY-333531, MEAEHY 5 5 4 Ak ZRESUAC Asoke, Fn A
glofAe] A&A e o3 1= ZREI|UAIC ] dHE o A
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y oM = RE 24 84 e IYAERA

g L, EdebiolE 5 § 4 9, BEF AY dEmlsERA
S PRI LR EE

AL, HAF A NF-xB A ko mAl=, Hig|xe
(dexlipotam) % w2 Ak EE]"/}Z}C %% £ ‘F UL, N-oFA
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[0235]

[0236]

[0237]

[0238]

[0239]

AL, BAR f AF 4, AW fU A A fA, Y B4 A4, A3 4 A4, 9,
5-3l=SA-1-09 SWESl, BGB-76l, MEFEF, FRIAT U v-1288, SASAE Gy FIFe) A

slE=FAME S FEE A AAFIA %‘foﬂ aa Aoz, APuAERIVER, Zepulietd UERF, 2rks
Bt (lovastatin), Auh=BHEl, SFuh BlRIGEF, obEvkrBlelZg  8hE, SC-45355, SQ-33600, CP-
83101, BB-476, L-669262, S-2468, DMP-565, U-20685, BAY-x-2678, BAY-10-2987, I EMR}AE}RIZ4, ZvpX
BRIz, FHlEE(colestolone), B¥F~El¥l(dalvastatin), oMAEIHO]E,  wnl~El®l, st sEld
(crilvastatin), BMS-180431, BMY-21950, =®luk~etdl, ZapAvbel, BMY-22089, w=ukEhe (bervastatin)
Aot s=EFAME SRR ZAAUA F 54 Asjere, SHsAE axd dF, aFHUsEHE
: J—_E.E]%ﬂ‘ﬂﬂi g2, A thAF o], obHlEvhy A skgo] A Ao wighA s, B S =S
FEHE aQARA 84 54aE AdFeRA 4T FusHES AsArIER, a4l 945, aFdsHE
, otElErY FuE sl A Ao v npEA s

f
o
frt
)4

e ol pk of
ofN Ml ol

suetol e AFERAE, AN HelE, HAZRe s, WYN e E, AXedneeE, F¥wuu
dole, ZFzaudes, Fzsudes FRuy, Fusvzi desudes, Hwsudes, Avuz
A, ymsingels, sesugels, zususels, Asusels, Hesudels, AL-157 $¢ & F 3l
9. duelelEs S5Ee, SHalE 1Y 4%, w4 9%, 1zdsdE 9%, nEdIdAds @
%, A At ol ofelEebd uAsEe] Axe] wpetdea, ® gelAe] 2 wud sl &
Rt A Asael ola) 9F EdIUAdng Aaaree, 14 9%, nEd2As 4, of

Bol=dgdd 483 olmUAE=ZAE BRL-28410, SR-58611A, ICI-198157, ZD-2079, BMS-194449, BRL-
37344, (P-331679, CP-114271, L-750355, BMS-187413, SR-59062A, BMS-210285, LY-377604, SWR-0342SA, AZ-
40140, SB-226552, D-7114, BRL-35135, FR-149175, BRL-26830A, CL-316243, AJ-9677, GW-427353, N-5984, GW-
2696, YM178 5& & F Adtt. Byot=dgd 784 olaYArEE, EEeAE v, 1ded g5, 1A
A d3, uFZdadHE 835, 1ESYAZE 35, AN dAb o] g AXol| upEAsta, T Al 9lo
Ao Byol=dddl FEAE ATt At *PéH gzlol og] AYAE AHAZIER) H|TE, aded
g3 A=A = npgA s

olal FQFAA: FHY2HE opay] HolEA As|eFo ==, NIE-122, MCC-147, PD-132301-2, DUP-129, U-
73482, U-76807, RP-70676, P-06139, CP-113818, RP-73163, FR-129169, FY-038, EAB-309, KY-455, LS-3115,
FR-145237, T-2591, J-104127, R-755, FCE-28654, YIC-C8-434, o}u}AIW|H (avasimibe), CI-976, RP-64477, F-
1394, AThAmE (eldacimibe), (S-505, CL-283546, YM-17E, #|A1"]¥]d](1Ecimibide), 447C88, YM-750, E-
5324, KW-3033, HL-004, lZ=FA "B (eflucimibe) & & & gr}. opA ioﬂx}ou\' FH=HE o7 Aol

3o

B4 A, EHsAE 3Ad 4%, 1FYHE 85, 1EHSYARE 5, AWE Al o]t A
of upgkAstar, T ofd FQIAUA: FH2EHEOMLY] HolaihE AIAFToZH %? ZHU~HES AR
2, 34" 83, aFHzHE 59 A g ufFA s},

A 32R FEA o AYRERAE, ZLEIUYEER, HHEEFEA UYEEF, KB-2611 58 & F 3, F
H2HE 55 A FosxE, JdAERE, SCH-48461 TS E 4 Jdal, oAl AsetomAE,
ZE|2~ELE, ATL-962, AZM-131, RED-103004 < £ 4 Ui, 7IEYHIEY EWd~d A Aoz,

%
NEEAN 29 5 $ i, ~Fdd FA 3_5_/\ A ko A=, SDZ-268-198, BMS-188494, A-87049, RPR-
101821, 7ZD-9720, RPR-107393, ER-27856 &< £ < di, IR fFEAZAME, Uz=EHAL 14:”%1*&
o=, UzE, YAMHEE, A9 Ex, YIdd 55 5 , WA FAeo R A=, FulzEHEW

) 2~ E| g, ?é*&gaﬂxﬂﬂﬂ%‘, GT-102-279 &< ¥ F i, Y o WA EJATH X%oH"koiH“
264W94, S-8921, SD-5613 & £ 4 3y, FHz=HE & wd AajeFom A=, PNU-107368E,
SC-795, JTT-705, CP-529414 5& & 4= Ut}. o5 A, T2RF vARLEFYAdEEdAs IR A
soF, ZAIAUA Ast 2 A gx x Eds A= 244 €5, aZgzHE &8
=, JEFJ%WME g%, Awd
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Ao s, Rieolnl AEFF A, AzEd AFs A, ARED WEA=%, AlzEd of
E

o} a
53] SHL,-obmUAE), wEolmddd A4S Aok, mEolsddd BEATE, o olmddd

Y
&

op: B 2R 84 AEIYAE, H-S| 2B MEIYAE, -S| 2Ed, HE, HE fAR], R 584
ofAUXE, Wt 2d F8A oY AE(SS] MR oY AE, MCAR ofIYAE), a-BpdAE A=
e, s7RI-ctEgE-dEolHE EdAIYE, warh @, <lERAEE ol AE, FEEAE
W, ZPEAIEY fRARE fE s, A, FEAAETY o IYAE(SS] (K-A olaYAE), AREIER
A WE sE2E IEXNIERZY WE SR SA, IE2IFEZY PE 2R olAUAE, $RI2E A
EXSERE, AvPEXEE fAR, AvtESEE F8A) oluyRE, shAl ofddeElolE AlSEkA 2435
Bl=, wfe A7 A A, Aldde wEZY A, ARJEZEEN ¥E 28, gRA, a6, 2 3
= Y ey 2E, eveols JEHE Etuy2E, 7hehd JdenyxE, dehd-ZHEY Y 28 $
A JdEtU2E, o7 E i i Aok, edil £&A dEFAYAE §& & F vk TAHeRE,
wieolyl AFS Adro v, vhlE §& 5 & i, AREd AFF AdotonA, dudadzTe)
B, AEFEY, QAR EST, et EFEA, QAAERY §5 & F Y3, AZEY ofuYsERA
B, olxER, (HxEdAEFdn $& 5 5 3, m2otmdlddl Ags AdforAs, FImvE
G-320659 & & 4 oML, wEotudld’l WEAS o wAE, Fexy, W-992 55 & F i, Byot=

S 4 AL, By olaYAERA
A QFEFIYAERAE, R

S & & 9o, He-38|=E
Rl QMY AERAME (1-2394 55 5 5 3, A9, fA9 AR e gE F8A oy AERAME, LY-
355101 5< 5 4 Ui, FUAIZEIY o}IYAE(ES] ((K-A ofiU2~E)Z A&, SR-146131, SSR-125180,
BP-3.200, A-71623, FPL-15849, GI-248573, GW-7178, GI-181771, GW-7854, A-71378 5<& 5 4 i, 7=
=y QHEFIUAE R AE | SR-120819-A, PD-160170, NGD-95-1, BIBP-3226, 1229-U-91, CGP-71683, BIB0-3304,
CP-671906-01, J-115814 55 & 4 Urt. A&AA G, EHe A= I, Uds o, Bl IHTF,
HRks, aA 93, aZdsdHE 945, 1EYSYAYE 5, ANE diib o), otelEebd A sks, 1
ot £ANA, FF, 18AET, TFY AX uigAeta, E FF9 A&z dA A W Ri-ofvl

z o

A
A
48 20w AdFdozn A4L

A, ddal BRRIYEES 5

s
=T =
e B T AL, y-olkREEq FEA <

T 5

ojy Aglgd FE=9f % Asta, A3 AUAE FARAZIRZ, B[RS
o] A zlo| ¢<L wulghA s},

X QB W3k a4 Ao E, RExH  dyiltiddxd, ofgtMxd, Jikdigzd, =g, g
A2 Ak ojug 2y | GAawuAZYE | A2YyxZdisstE, Ay, ¥ARIHYER dd=xgd
Hrl, RAEEAAE GA7|UEY ) dakavEird ) At EIEE, EdEgEY, 2E-HLE, AR
NMAIZ (moexipril), @AXo}Zd T8 & = Q). XA WM g4 Aste, SHaAE Ty &4
%, 1dgke] A A upghA it

Z4 AdxIEtA Ao zAE, outgtEHF olE | MDL-100240, FAE=EZ(fasidotril), ASEZHE

= ’
GW-660511X, =AFZ & (mixanpril), SA-7 060, E-4030, SLV-306, °|7l=E5d & 5 & rt. =4 A=t
A A, EEsAE S $HS, 18] AX o vighA sttt

A QEAI] & Ao gM:, Zuideddad, phidetdddd/sER IR RE oA s, 2ATHE,
| A Abol| T2 abel wbabel  eln|abel o] =w|abel EXP-3174, L-158809, EXP-3312, &w|Atel E}Aabel KT-3
671, GA-0113, RU-64276, EMD-90423, BR-9701 T & & Utt. AX LRI 84 Aok, EHAE &
=W 3, 189t AA npgrA it

T
1

=dY W3 g4 Ao R, (GS-31447, (GS-35066, SM-19712 & & 4 a1, A== &) ote}
AY2ERAME [-749805, TBC-3214, BMS-182874, BQ-610, TA-0201, SB-215355, PD-180988, A|EfA=AYHUEF
(sitaxsentan), BMS-193884, tUlFAl&h(darusentan), TBC-3711, XAgr, EHZAE}EF (tezosentan), J-
104132, YM-598, S-0139, SB-234551, RPR-118031A, ATZ-1993, RO-61-1790, ABT-546, <lekAlel, BMS-207940 %
S E F U ALY A=, SHIAE dwd FHE, ¥t MA o) uigrAsta, idEgte] A

g vk e,
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[0245]

[0246]

[0247]

[0248]

[0249]

SS=50dl 10-0985502

oo A=, FREHYE, WEDE, AFEMEAE, EYFEEME AL, JEIZITRIEALE, 3
Ei%?lﬂﬂﬂ HE3| =2 Z 2 2olx =, AEFEAE, WEZZEOAE, =, Egin=, W&
FAE, ofxAW =, et AL EﬂﬂﬂE,ﬂﬂﬂHE Jiwﬂz,ﬁﬂﬂuz,ﬂﬂﬂ%,ﬂﬂi&ﬁ%,
iﬂii%%,Eﬂ“ﬂi,ﬂﬂLﬂa ArAZdHElY, LLU-a, PNU-80873A, o]AAER|= | D-vhJE D-%
2N, FEEA, FYUAY, oHEZYn =, delEeln|=, FR-179544, 0PC-31260, BAIWrek(lixivaptan),
Aasyels 5 4 vk, olxof2, SHAE WA dWE, ¥, 234 AFH, FF9 A 6t
gAsta, & eudFES F7F A oEA ks AATIAY, FES e b, ndEd, 34 AR
A, FEe] AAd tS npEA s

24 APetomAt, oFny, dadEUdu, sty diizgdy, o
ga, Azddd, Yaedd, JEdd, dsde, deeide, sz, @aered
AT, ol xehrH, dl=andd, opavdH, epdH, gaiehda, dudu, ¢

A =
AFAElobAl ) AxbdElabd . S-wjEtad, dAqbvlad, Az, dibiEsd 58 5 4 o, d9 3
A ALFo2ZAE, doyn = ddEEgEzl, fGissged, stegEd, R 5 ' 5 A,
g AA Agefo z e, diabelReEts, FAtH R, dabR iz, dabFEarzal, WAabEArzA, Al
TE¥EESE, olHEE, ﬂiﬂéﬁﬂizii,ﬂfmﬁi , UZgdE, datdgZa2 s vuEE, diE
2%, AEE, GAMEEES, datEE CEilE RS JlEEHeE, TH}E*J] ZT2E BRARASE
UZgt®, SAHRES Ao RES Céﬂ‘l‘ﬂﬂ#a, T=E, $Evd, Jdxgvl 58 5 F Ja, FF
A Aderog e, dAEYE 58 5 F A3, a,ot=ddd 84 O}F’—HiEiH—‘E, ArrgFzud, g
=3}, CHF-1035, oFM|EAFoluul =, Akt atal, YW (moxonidine), ZHAI W (lofexidine), AAFEFE] S
% 55 5 F Utk o859 HAE, SHsAE ndYgY Al uiE] s

& agteko w = AAEZ R Y, UyguE, ARAEE, o|FAMHEA oE, dimnlExadgel e, o
z, Egud, WL AEYUER, o~ 55 5 F v, Fhyore, EHIAE otdHEAMA
35, 84 AT HA el uEA s

Jlm

o

- H
ﬂﬁ%,l?ﬂ%ﬂ ot S ) Sk STz 8 Adek, o

w10
12
o
ofo
__)..l_:“
X
N
N
4
o
[t
E
%,
o "
ag, ©
”
o
Eo
P
_>i
:d
v}
r%
o
ut

2
i
it
Y
2
e
> 1
e
)
©
X
N
:0[:1
I
H
it
M
>,
Cﬁ
|
j]:L
ﬂ
S

2 g o oy
CIRE

v}
=
=
2
e
|
fu
rXE
o f
fu
2y
el
I
o
%ﬁg
__%

A

5
[>
R
[
Hd
[
H
o
2
By
:gl
=12
i)
i
=
22

[BIg]
%
O>~
fol
[
N
_L
5
2L
é
U
u
Ny
i
=
>
s
fu

m

il

A

Al Aot A AN, Dote] ol
= AL HE -1 FAA
Aleroz o] FolA]

|
(m
g
Y

)
ol

o
12
SO
o
N

rr

o
©
k]
> T
[>
(m
o
=)
XE
°
E
o
Jo
>
2
©
iis)
ry
2
kl
A
[>

fe(n
e
&

olN
o

[
-
=
-
o
-
o
[
12
r o
rtfy
i

R g 22
-
0%
o
12
2
1
RO
%
QL
e oo

roa
S
jur)
=)
o
3y
Qﬂ,
k]
o

(AN

w2

[*p}
ool
[\

]
oX,

N

é['

12

o,

e

Y

i

r

o
e

Y

o

>
>
B
)
X
ri

4 ox
oo
—_&4

o‘
3
m

>
[ 4
b
i)
o
X
2

SN U s u - T

e
o
ut
e
luY
o
—_>‘4-‘4
2L
by
12
ul
)
o
ut
e
o
>
=
2L
)
12
(&
fil
uu

o
I
-1&1

2
L
?

‘

>
j]:L

£
>

N

:Og

e
R

o At
ft
>
=
[>
e
>
=
o
2L
2
ol
©
1=y
u
|z
2
o
[
fru
X
£ f

2
U
é{l
12
)
ofl
>,

14
ox
fol
[
N
i
2
o
2
:O{é
12
¥
!
N
N
i
Jo
S~
>,
)
Lo
[
|

‘}—‘
it
N
A
o
o
>~
>
e
r o
n
A
“
>~
>
é
j§
i
N
A
W
|
o
©
k]
i
[
(m
©
g
iy
©
g
iy
%
>~
>
__)&‘
SE,

(m
u
©
it
2
~
|
F-LI [
W
_1
)
rx
12
iﬁ
o

SR

2 H4e [
M He -
o
2
)
i
s
of\
S
0%
=~ 1o
o
o
By

5

2L )y ¥0 Moo R
% (1 O fo ol T
12

o

4, O

ﬂﬂﬂ]ﬂﬂ%,ﬂ?i&]aEiﬂ4ﬂ A8l oF,

7IA-3 Ao, 77k FAF 3

obd@, ofhA FAA, obd# ol
I

= g
7 Adek, ZREIIVGAC Asek, y-otvmFEEA 584

_40_



[0250]

[0251]

[0252]

[0253]

[0254]
[0255]

[0256]

SS=50dl 10-0985502

QeI AE, A Q14 NF-kB A, A4 s fa A, N-opA RS- o-F L =-ojA =-r el A
A, 1R A AR QA1 B2 A PF A4, FRE G AT A4 AL 49 34 94, A
4 4% A%, AU fEAl, $9, 5-5SSA-1-g SRR, KB761, MRIRE, FRAAE, V-
128, QAQRA WE Eh AN, T4 AEWEGA Ak, FALMAI £8A o, ALdA W &
A A, AEDY FEA ABIULE D olxofo o]TojAi TombE HHHE 13 o g9 ofls)
2P Aol wgAsa, GEx B B AN, BN WE A Aok, T4 AEPEITA As) o}
2 Qo RAll 584 AFeton olFolAE FomiE AuHE 15 odel ohsh xsE Aol U uh
gAsth w@, wwze AR oA, A 454 BA, FEF Ader, wFohtelsel, Qgd ¥

; EE Qad A, 2T S8 dEaUsE, Adad £8A 7]

[<)
W] Exok, SCLT2 4 Asok, 49 2 =
WAl e, Eel e AE ALl Aslok, CAEUHEAN Aslek, ZeeEmAEasteA-1B Adlk,
FYRAELELA AN, FFRA6-EastebAl A, FRESM2EAeA] AsoF, ¥Fna S
2o AseF, A Ao, G A A JIUA-3 AN, FFAT 44
EE-l, 2FAE A BE -1 AL, FFAD A4 BES-1 obm AR, ok
b ZE, BrofEddy F8A] ofmULAE U Hgelofor ofFolAt TORNE HEHE 1F o4

ofAlel zeteki= Zlo] wpebAslal, SGLT2 B4 AseF, By-ot=dlddl 84 ol AE B A SoAGoR o
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-l g A 7 2 R d ol e2- e 2 2 9] 24H(1 g) ] N N-TIHEXFor=(10 me) §Hof 1-3|=FA M= E o}
Z(0.63 g), 1-9E-3-(3-gHdojuxzz2ad)tanr]elu= JAe(1.21 g), EFAEo}VI(1.76 me) 2 28%
ArYol FEM(2 m)S 7hetal, AeA ey wksgith. v EES FEol WEi, o EAEHR
FE39t. 77155 0.5 mol/L 94k, &, 1 mol/L FASIGER F89, & 9 x3 Ad52 g2 A4st
i, B BAEFeR Ax F, §ulE S st SF AASY 2-fASAFFER don| -2-v Y X 2 7] 2
ol =(0.26 )& AUTE. o] AE HIEEE(5 m)oll &3AI71aL, 10% FebEehd (30 mg)S 7hekal A 9
Ak, BEES A7 AAS F, Afds At st wFske] 27] $3HE(0.11 9%

(3

o

7] st A 3 AlzF wykst
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[0257]
[0258]
[0259]

[0260]

[0261]
[0262]
[0263]

[0264]

[0265]
[0266]

[0267]

[0268]

[0269]

SS=50ol 10-0985502

'H-NMR (DMSO—dy) 6 ppm:
1.15 (6H, s), 1.9 (2H, brs), 6.83 (1H, brs), 7.26 (1H, brs)

i

e 2

4-[4-B2add)vE]-1,2-t]3 =2-5-0] A2 23 -3[-1 & £-3-&

2SPFEF(60%, 3.85 g)°] HES|=2F (250 me) AEreNo] 4-vd-3-52 w24t E(15.2 g)& 7het
0CelA 10 #3F wakstgieh. whg EgEol] 4-HERud B 2ule]=(20 g)9 EﬂEa}ﬂEi—ﬁr%uoo m) &
7bekar, dolA shEwk mubsiolith. whg EFEC] &8 vhstal, ofMEAER FEII. #715E

PUEFOR Ax 5, SlE 2 st S7 AAsHIH. Aiee EF<0010 me) &l sl =klse
(8.01 g)& 7}8tar, 100CoA 3F&Ed wulsigdn), ve &2 Aertx] Wzts & &u2 7+ 3o
AT el o}xlzﬁoﬂ%(zo n)S 7Fata, Aol 2 AZF wukatglth. AE3 A4S o3
Hskodtk, olHatel A A E B, n-dato R AdR AAsdth. 29 skl 40Tl Az 17
%( 1.5 9)& AU

e -1> to ~

o @ o B 1o K
Hm
P

'H-NMR (DMSO-—dg) 6 ppm:
1.07 (6H, d, J=7.1Hz), 2.75-2.9 (14, m), 3.55 (2H, s), 7.05-7.15 (2H, m),
7.35-7.45 (2H, m)

o

aLef 3
3-(2.3.4.6-H Ee-0-otHE-B-D-FFAI et A §A)-4-[(4-H 2 R d) A D | -5-0] L Z 2 A-1[I-v] e} £

4-[4-p e d)WE]-1, 2-t3|=2-5-0] A Z 2 A -3}1-92}5-3-2(5.0 g)9] F3meEdA (50 ml) AEHd, o}
NEBEZR-q-D-2FFZA(7.0 ¢), 12 Efdm-FA)drgEFade]|=(5.3 g), 5 mol/L FAJIEF F8&9
(8.5 m)& 7hetar, A2olA shERF wwtelelth. f715S 38k, &ulE ek sl SF AAS AT
g Autd A3 azaEad v ($E &l n-@it/ oA EAE = 1/1)E HASY] 37] dFE4,12 9

AT

'H-NMR (CDC1, 6 ppm:
1.1-1.25 (6H, m), 1.86 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s),
2.85-2.95 (1H, m), 3.58 (1H, d, J=16.2Hz), 3.64 (IH, d, J=16.2Hz), 3.8-3.95
(1H, m), 4.15 (1H, dd, J=12.4Hz, 2.2Hz), 4.32 (1H, dd, J=12.4Hz, 3.9Hz),
5.15-5.35 (3H, m), 5.53 (1H, d, J=7.5Hz), 6.95-7.05 (2H, m), 7.3-7.4 (2H,
m)

e 4

3-(2.3.4 . 6-HE&-0-olME-B-D-FF AT =22 )-4-({4-[(UE)-3-Ft2EA T 2 9} -1-N L | d e & )-5-0]
A ed-1H-v2E

3-(2,3,4,6-H E&-0-ot 8- B-D-2FZI A& A )4-[(I-B2 R d)wd |-5-o| X 23 -1H-7] 2}2(3.0
g), 3-HEIZH1.0 @) oPHNEUVEZH(15 mt) &, Eodolnl(2.4 g), oMHEA ZehE(11)(0.11 g) #
Efa2-dEgdld) 2 29(0.29 g)S 7hetar, A stellA shEEE SRSk, &ulE st st SR AAg
F, ARES 2 FJ?P“ A7 ARvEOHI(&F SujiolAEA Y ~ st g/ WeE = 10/ 2 AAsH
27] FE(1.74 g)& At

'H-NMR (CDC1, 6 ppm:

1.1-1.2 (6H, m), 1.84 (3H, s), 2.01 3H, s), 2.02 (3H, s), 2.05 (3H, s),
2.8-2.95 (14, m), 3.2-3.3 (24, w), 3.59 (1H, d, J=16.0Hz), 3.66 (1H, d,
J=16.0Hz), 3.8-3.9 (1H, m), 4.18 (I1H, dd, J=12.3Hz, 1.8Hz), 4.33 (1H, dd,
J=12. 3Hz, 3.8Hz), 5.15-5.35 (3H, m), 5.4-5.5 (1H, m), 6.2-6.3 (1H, m),
6.4-6.5 (1H, m), 7.0-7.1 2, w, 7.2-7.3 (24, m
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[0270]

[0271]

[0272]

[0273]
[0274]

[0275]

[0276]

[0277]
[0278]

[0279]

[0280]

[0281]
[0282]

[0283]

[0284]

SS=50ol 10-0985502

Fatel 5
3-(2.3.4,6-E| Ee}-0-ol A H- B -D-F I v epe A GA)-4-({4-[ (UE)-2-Fr 2 A H] d |l pe &) -5-o] A w5 -
-] 2=

3-REAL Al oFARALS ALESte] Fuel 4st BAF WHOR H]

S}k

H

b

= AU

'H-NMR (CDC1l,y 0 ppm:

1.19 (6H, d, J=7.3Hz), 1.84 (3H, s), 2.01 (3H, s), 2.04 (3H, s), 2.05 (3H,
s), 2.85-3.0 (1H, m), 3.66 (1H, d, J=16.2Hz), 3.73 (iH, d, J=16.2Hz),
3.85-3.95 (14, m), 4.2 (1H, dd, J=12.6Hz, 2.2Hz), 4.34 (1H, dd, J=12.6Hz,
4.1Hz), 5.15-5.35 (3H, m), 5.5 (IH, d, J=7.7Hz), 6.4 (14, d, J=15.7Hz),
7.15-7.2 (24, m), 7.4-7.5 (2H, m), 7.71 (1H, d, J=15.7Hz)

Al 1

1-({4-[3-(FhEnkE A e b ek e o)) 2 2 9 | o] o] ©)-3-( B -D-F -5 ehae M S A])-5-0l T 2 A- 1ji-v] e}

3-(2,3,4,6-H Eg}-0-ot A E- B -D-2F 29| 2} = A S A])-4-({4-[(1E)-3- 72 EA| Z 2 g~ 1-d A |3 D W & ) -5-¢]

AZ23-10-92+(0.34 ¢)9 N N-tde 2ol =(1 nf) fqo] Fejaloln]= A3 (0.12 g), 1-3|==A]4l
ZEgo}&(0.09 g), 1-d€-3-G-tudolr Iz )7l R r]olu]= FAFA(0.15 g) 2 EgoEoe}rl(0.27
g 7hetar, AeoA sEH wRlelltt. E&ES o# AAZ ¥, o] 5 mol/L FASIHEE F&9
(0.5 mO)Z 7}8tar, Aol 1 Azk wnitelde, B85S oy AAZ F, ouas i B3 4y A=vE
Tef 3] (A Mol EALA] CAPCELL PAK UG120 ODS, 5 mm, 120A, 20X50 mm, 5% 30 ml/& A3 Fuj, E/ol+EY
EY = 90/10~10/90)2 AAI3te] 4-({4-[(1E)-3-(FIE2vt R dytE2nt ) T2 u-1-<1d 3 d e )-3-( B -
D-FFZH e A EA)-5-0 A 22 B-1H-9 21&(0.03 g)& AUt o)AE &1 mo)ol A 7L, 10% &
BEEA BZ(0.01 @) 7hetar, 4 E917] bl A2ddA 3 Azt wdtelddt. B85S o3 AASA, o
o] gujE 7t soll 7 AAS A E7] 5= (0.02 g)S AU

'H-NMR (CD,0OD) 6 ppm:

1.1-1.2 (6H, m), 1.85-1.95 (2H, m), 2.25 (2H, t, J=7.6Hz), 2.6 (2H, t,
J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.4 (4H, m), 3.6-3.9 (6H, m), 5.0-5.1
(1§, m), 7.0-7.15 (4H, m

ANl 2

4-{[4-(3-7h 2k .9 5 2 ) o | ] & }-3-( B =D~ 9] e M S A )50 43 2 - 1w eh

ZejAlo| = k] tialel SR EE ARESte] Aol 13 TA o #7] e A

o

'H-NMR (CD,OD) éppm:

1.05-1.2 (6H, m, 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz), 2.58 (M, t,
J=7.5Hz), 2.85-2.95 (1H, m), 3.3-3.45 (4H, m), 3.6-3.8 (3H, m), 3.8-3.9
(18, m), 5.0-5.1 (1, m), 7.0-7.15 (4H, m)

A 3
1-({4-[3-(2-Fh 2ok w Ao b 2 ek w ) 2 2 2 |5 ol &) -3-( B -D- 2 5] e 4] & A )-5-0] 4 T 2 - 1jj-3] e}

=

v

ZejAlot = A4k thAlell 3-opvjmT 2y 2ot ES Abgsle] A 13 $AF WHor %7 ges o

ATt
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SS=50dl 10-0985502

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m, 1.8-1.95 (2H, m), 2.15 (2H, t, J=T.3Hz), 2.4 (2H, t,
J=6.7Hz), 2.56 (2H, t, J=7.5Hz), 2.85-2.95 (IH, m, 3.25-3.45 (6H, m),
3.6-3.9 (4H, m), 5.0-5.1 (1, m), 7.0-7.15 (4H, m)

[0285]
[0286] 2 A 4
[0287] 4-({4-[3--olr = EatEnteeh T 2 A | d4d yu E)-3-( B-D-FFAI ef = A S A )-5-0| A T 2 A -[|-F] &} =
[0288] SPAlo = Ak gialed N-wld A 7F 2R -1, 2-tolu| ol gk QA& Abgste] AAld 19 53 W
o2 37 IFES AU
'H-NMR (CD,OD) 6 ppm:
1.1-1.2 (66, m, 1.85-1.95 (2, m, 2.19 (H, 1, J=7.6Hz), 2.58 (M, t,
J=7.5Hz), 2.8 (2, t, J=6.1Hz), 2.85-2.95 (IH, m), 3.2-3.4 (6H, m), 3.6-3.9
02591 @H, w, 5.05.1 (IH, m, 7.0-7.15 (4 m '
[0290] A A 5
091]  4-({4-[3-(3-olul e nslevkrol) s e Aoy ) o e)-3-(3-D-2-Fmv]ehed §A)-5-0] 23 2 9-1{-] e}
0202]  Zeldolwe glkel tlle] N-MASATE R Y1 S rlol e m e A Asei AAd 13 FAF
Hoz 7] IFES I
'H-NMR (CD,OD) 6 ppm:
1.1-1.2 6H, m, 1.6-1.7 H, m, 1.8-1.95 QH, m, 2.17 (2H, t, J=7.7H2),
2.57 (2H, i, J=7.5Hz), 2.68 (2H, t, J=T.1Hz), 2.85-2.95 (IH, m), 3.22 (2H,
{, 1=6.7Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 5.0-5.1 (IH, ), 7.0-7.15
48,
[0293] “H, o
[0294] AN 6
[0295] 4-({4-[3-(4-olm =8 vtante e~ 23 (o d v e)-3-( B-D-FFF I e A S A )-5-0| A X 2 A -1-T] &} =
[0296]  Feldlobrl= Q4 tAle] N-MASAEZNY-1 d-Tlopul e QAAS AFESe] AAd 13 FAE WY
o7 %7 IFES AU,
'H-NMR (CD,0OD) 6 ppm:
1.1-1.2 (61, m), 1.45-1.65 (4K, m), 1.8-1.95 (2H, m, 2.16 (H, 1, J=T.5M2),
2.57 2, t, J=7.7Hz), 2.83 (2, t, J=7.0Hz), 2.85-3.0 (I, m), 3.17 (2H,
t, I=6.6Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4, m, 5.0-5.1 (IH, w, 7.0-7.15
[0297] ¢ W
[0298] A A 7
[0299] 4-[(4={3-[(S)-1-7}EHRI-2-(4-3| =5A] _dH)oErtEn R |29 d)wE |-3-(B-D-2FIIH IS
AD-5-o)AZ 2 I-1-1 g}
[0300] SPAlol = ik diAle] L-E2Aleh = Aitd S ARgste] Al 17 5ds Hes #7] sES o

ATt
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SS=50dl 10-0985502

'H-NMR (CD,OD) 6 ppm:

1.1-1.2 (6H, m), 1.7-1.8 (20, m), 2.1-2.2 (2H, m), 2.44 (2H, t, J=7.5Hz),
2.76 (14, dd, J=13.9Hz, 9.3Hz), 2.85-2.95 (1H, m), 3.04 (1H, dd, J=13.9Hz,
5.5Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.57 (1H, dd, J=9.3Hz, 5.5Hz),
5.0-5.1 (1H, m), 6.65-6.75 (2H, m), 6.95-7.15 (6H, m

[0301]
[0302] 2 Ao 8
[0303] 4-{[4-(3-MAstEntrdE 2 3) o e }-3-( B-D-FFA 9 e S A])-5-0| 2 X 2 A-1[|-v] ¢} &
[0304] ZExleotn = Aked diale] WA olwl & ARgsto] AAld 13 g WHoR %7 FFES AU,
'H-NMR (CD,0OD) 6 ppm:
1.05-1.2 (6H, m), 1.85-1.95 (2H, m), 2.22 (2H, t, J=7.5Hz), 2.57 (2H, t,
J=7.5Hz), 2.8-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.33 (2H,
. 0-5. 1H, , 1.0-1. , , 1.15-T. H,
[0305] s), 5.0-5.1 ( m) 0-7.15 (4H, m) 5-7.45 (5H, m)
[0306] A Ae] 9
[0307] 3-(B-D-=FFI G HEA)-5-0|AZZHA{[4-B-H UGt 2n R A= 2 ) A d |H g }-1H-T 2=
[0308] ZEilotu = A2ked el HAUE ofvl& AREste] AAld 13 Fdg WHoR 17 SES AU
'H-NMR (CD,0OD) 6 ppm:
1.05-1.15 (6H, m), 1.75-1.9 (2H, m), 2.12 (2H, t, J=7.5Hz), 2.51 (2H, t,
J=7.7Hz), 2.77 (2H, t, J=7.5Hz), 2.8-2.95 (IH, mw), 3.25-3.45 (6H, m),
3.6-3.9 (4H, m), 5.0-5.15 (1H, m), 6.95-7.05 (2H, m), 7.05-7.3 (7H, m)
[0309]
[0310] 2 A 4d 10
[0311] 3-(B-D-=FFI A EA)-5-0| AT 2 A4-({4-[3-(3-FdHErtenm )22 3 |9 d v &) -1H-T &
[0312] sAletn = 4k tidlel 3-91FE ol S ARRete] AAle] 13 s WHow 17] SFES I
'H-NMR (CD,0OD) 6 ppm:
1.1-1.15 (6H, m), 1.85-1.95 (2H, m), 2.22 (2H, t, J=7.6Hz), 2.56 (2H, t,
J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.37 (2H,
sy, 5.0-5.1 (1H, m), 7.0-7.15 (4H, m), 7.35-7.45 (1H, m), 7.7-7.8 (1H, w),
[0313] 8.4-8.45 (1H, m), 8.45-8.5 (1H, m)
[0314] A 11
[0315] 3-(B-D-aFF3I g GA)-5-0| AT A A-[(4-A3-[2-(2-F D) oertEnrd |2 A s Jd) & |-10-3] =}
=
[0316] ZEilotn = Ak tialel 2-(2-olv| el @)F e d S AREste] AAd 13 Fde BReR 17] eS¢
ATH.
'H-NMR (CD,0OD) 6 ppm:
1.1-1.15 (6H, m), 1.75-1.9 (2H, m), 2.11 (2H, t, J=7.5Hz), 2.51 (2H, t,
J=7.6Hz), 2.85-3.0 (3H, m), 3.25-3.45 (4H, m), 3.52 (2H, t, J=6.9Hz),
3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 6.95-7.15 (4H, m), 7.2-7.35 (2H, m),
7.7-1. 1H, , 8.4-8.5 (1H,
[0317] 7-7.8 (1H, m (14, m
[0318] A A 12
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[0319]

[0320]

[0321]
[0322]

[0323]

[0324]

[0325]
[0326]

[0327]

[0328]

[0329]
[0330]

[0331]

[0332]

[0333]
[0334]

[0335]

[0336]

S=50ol 10-0985502

3=(B-D-=F I et SA)-5-0| AT w A-4-[ (4-{3-[2-(H [ olr] o) drt=npr d ] e b d ) v & |-
1H-9] 2=

sAletnl= itk dialell N N-tiH gt ol S Abgato] HAjd 13 FA3 Her %7] IetE
At

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m), 1.8-1.95 H, m), 2.17 (2H, t, J=7.6Hz), 2.25 (6H, s),

2.42 (2H, t, 1=6.9Hz), 2.57 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.4

(6H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

.l
ne

o

'H-NMR (CD;OD) 6 ppm:

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz), 2.4-2.55 (6H,
m), 2.58 (20, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (6H, m), 3.6-3.9
(84, m), 5.0-5.1 (1, m), 7.0-7.15 (4H, m

AAld 14

3=(B-D-=F Ay e SA)-4-{[4-(3-{2-[H] = (2-3| =F A d)opv] e |l Ertent i T e ) o d | v & }-
S-olax e -1H-g]ehE

e Ao = Qakel ojalel N N-Hl (28 =S Aol ))ol FalEioll e ALgste] ANd] 17 BAT WMo ¥
7] EES ¥

'H-NMR (CD,0OD) 6 ppm:

1.1-1.15 (6H, m), 1.8-1.95 (2H, m), 2.18 (2H, t, J=T.5Hz), 2.5-2.7 (8H,

m, 2.85-2.95 (1H, m), 3.25 (2H, t, J=6.4Hz), 3.3-3.4 (4H, m), 3.5-3.9 (8H,

m, 5.0-5.1 (IH, m), 7.0-7.16 (4H, m)

3 (B-D-=FFI e HFA])-5-0| AT 2 A 4-{[4-(3-{3-[H] 2= (2-3| EFA| g E)oln| |2 2F JtEulHY}>xra
) d |8 - 1w eh

oAb = AR iAol N N-1]2(2-8 =B Ao )-1,3-Tlolul e X 2k Abgate] AAld] 13} FAT
o2 #7) S AU,

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m), 1.6-1.75 (2H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.5Hz),
2.5-2.75 (8H, m), 2.8-2.95 (iH, m), 3.21 (2H, t, J=6.7Hz), 3.25-3.45 (4H,
m, 3.5-3.9 (8H, m), 5.0-5.15 (14, m), 7.0-7.2 (4H, m)

3-(B-D-ZFav et FA])-5-0] AT 2 A -4-[(4-{3-[3-(Hu|Eo}r]) 22 Jtevwd|Ted}sd)md]-

of NN-tjuld-1,3-tjopr e 2 -3 ARgate] Al 13 d3 WHew w7 3¢

to
1)
o,
=)
X i
o2
[‘>'
2
4
1)
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[0337]

[0338]
[0339]

[0340]

[0341]

[0342]
[0343]
[0344]

[0345]

[0346]
[0347]

[0348]

[0349]

[0350]
[0351]

[0352]

[0353]

SS=50ol 10-0985502

'H-NMR (CD,0OD) 6 ppm:
1.1-1.15 (6H, m), 1.6-1.75 (2H, m), 1.8-1.95 (24, m), 2.16 (2H, t, J=7.5Hz),

2.22 (6H, s), 2.3-2.35 (2H, m), 2.57 (2H, t, J=7.6Hz), 2.85-2.95 (IH, m),
3.17 (2H, t, J=6.9Hz), 3.25-3.45 (48, m), 3.6-3.9 (4H, m), 5.0-5.1 (IH,
m, 7.0-7.15 (4H, m)

A 17

3-(B-D-=FaI e A SA)-4-[ (4-{3-[2-(e]M|thE-1-) P rtentw d | e g o d)r " | -5-0] &2 2 -
-] 2=

Fealetu = @Ak tialel 1-(2-oplmel|)olvthE & Agste] AAle] 13 gdd WoeR w7 SES
At

'H-NMR (CD,OD) 6 ppm:

1.1-1.15 (6H, m), 1.8-2.0 (4H, m), 2.17 (2H, t, J=T.6Hz), 2.57 (2, t,
J=7.7Hz), 2.85-2.95 (1H, m), 3.14 (2H, t, J=6.8Hz), 3.3-3.45 (4H, m),
3.6-3.9 (4H, m, 4.03 (2H, t, J=T.0Hz), 5.0-5.1 (1H, m, 6.9-7.0 (IH, m),
7.0-7.15 GH, m, 7.6-7.7 (1§, m

AAll 18

3-(B-D-ZFF I T2 A])-4-({4-[3-(2-3| E2A &) F}21 2 x 2 ]3|

l%
=
i
O‘I
3
W
s,
L
0
=
fuby

seldlotr] = Ak thalell 2-obv] ol fha& ARgSte] A 13 Sdd o 7] seEs I

'H-NMR (CD,OD) 6 ppm:

1.05-1.15 (6H, m), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 2.57 (ZH, t,
J=7.5Hz), 2.85-2.95 (1H, m), 3.27 (2H, t, J=5.8Hz), 3.3-3.5 (4H, m), 3.57
(2H, t, J=5.9Hz), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m

AAld 19

3-(B-D-FF I et A G A)-4-[(4A3-[2-3| =FA-1-GlEFA M) [7tented Z23 s d) e ]-5-0]
Ax2-1-geE

e Aol A4l Aol 2ol 3T RTS8 ALgsel AAd 19 BT wHew w7 BB
LA

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.21 (2H, t, J=7.6Hz), 2.58 (ZH, t,

J=1.6Hz), 2.85-2.95 (IH, m, 3.3-3.45 (4H, m), 3.55-3.95 (9H, m), 5.0-5.1

(1H, m), 7.0-7.15 (4H, m

A Ao 20

3-(B-D-EF I3V et A )-4-[ (4-{3-[2-3| == A|-1-3| = A WE-1-(d &) g | 7t =nt 2
zapd)dE]-5-o)AZ 2 g -11-v 2=

ZEAlon= Aty Al 2-obu|-2-WE-1,3-Z 2 AT &S ALgEte] AAld 13 593 WHo=z wy| 3
S A,
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[0354]
[0355]

[0356]

[0357]

[0358]
[0359]

[0360]

[0361]

[0362]
[0363]

[0364]

[0365]

[0366]
[0367]

[0368]

[0369]

S=50ol 10-0985502

'H-NMR (CD,OD) 6 ppm:

1.1-1.15 (6H, m), 1.22 (3H, s), 1.8-1.95 (2H, w, 2.19 (2H, t, J=7.7Hz),
2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1M, m), 3.25-3.45 (4H, m), 3.55-3.9 (8H,
m, 5.0-5.1 (1H, w, 7.0-7.15 (4H, m)

A Al 21

3-(B-D-ZFFF A EA)-4-[(4-{3-[2-3| =EFA-1, 1-H| =Gl esA ) dgrt2nwd | a2 s ) e |-
5-olAZ 2 -1[I-v] =

glop| = Ak tialel Ega(S|=SAwE)obn| . WEhS ARgste] HAle] 13 FAg WHor %7 3t
S A,

ool

'H-NMR (CD,0D) 6 ppm:
1.1-1.2 (6H, m), 1.8-1.95 (26, m), 2.23 (2H, t, J=7.5Hz), 2.59 (2H, t,
J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10H, m), 5.0-5.1
(18, m, 7.0-7.15 (4H, m)

4-[(4=(3-[(S)-1-(hvp el est 2w o] 2 o ) o €] -3-( B -D-FF aueh e A G A])-5-0] a3 2 9
1H-3] e}
Feldlohul s Aty mAld] L-tehdolule Al Abgslel AAld] 13 599 Pow v HES o

ATk

'H-NMR (CD,0OD) 6 ppm:

1.05-1.2 (6H, m), 1.32 (3H, d, J=T7.2Hz), 1.8-1.95 (2H, m), 2.15-2.25 (ZH,
m, 2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9
(44, m), 4.32 (1H, q, J=7.2Hz), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

AAldl 23

A-[(4=A3-[(S)-1-FtEn R d-2-s| = Al DItent o | L 2 9 jof| ) v & | -3-( B -D-=F A3 e te 4 S A])=5-9]
A ed-1H-v2E

SejdlolE Qb glalel LMol s @A e ALgste] AAd] 13 BAT Yo WY FFES A9
o,

'H-NMR (CD,OD) 6 ppm:

1.056-1.2 (6H, m), 1.85-1.95 (2H, m), 2.2-2.3 (2H, m), 2.59 (2H, t, J=T.4Hz),

2.85-2.95 (1H, m), 3.25-3.45 (4H, w), 3.6-3.9 (6H, m), 4.4 (1H, t, J=5.2Hz),

5.0-5.1 (14, m), 7.05-7.15 (4H, m)

AAld 24

4-[ (4=(3-[1-7h 2w Q- 1- (D) o Db = uk i 9 2 )5l ) o D ]-3-(B-D-FF-m3]ehre A S A])-G-o] hx 2 Y

Aol = Qated Tjalel 2-obulw-g-w G Z e s Lolu| B2 Abgate] A6l 13} FA PO 7] 83
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[0370]
[0371]

[0372]

[0373]

[0374]
[0375]

[0376]

[0377]

[0378]

[0379]
[0380]

[0381]

[0382]

[0383]
[0384]

[0385]

SS=50ol 10-0985502

'H-NMR (CD;OD) 6 ppm:

1.05-1.2 (6H, m), 1.44 (6H, s), 1.8-1.95 (2H, m), 2.18 (ZH, t, J=7.5Hz),
2.58 (2H, t, J=7.4Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H,
w, 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

AAldl 25

4-[(4-{(3-[2-(cl A o}v] i) o st mtw o) | 2 ol ) vl & )-8~ ( B-D-FF ol ehre A SA)5-o] am gl
-3 2}

=elAletn = b diAlel N-opAd oldRitjobwl S AREste] Al 13 dd Wer #7] SFES
At

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m), 1.8-1.95 (5H, m), 2.16 (2H, t, J=7.6Hz), 2.57 (2H, t,

J=7.6Hz), 2.85-2.95 (1H, m), 3.2-3.45 (8H, m), 3.6-3.9 (4H, m), 5.0-5.15

(1H, m), 7.0-7.15 (4H, m)

n2

4-({4-[(AE)-3-7t2nrdx g2 u-1-dAd ] dd e E)-3-(B-D-FF AT et = A A -5-0| A T 2 F-1}-v] &=

3-(2,3,4,6-E| Eg}-0-oAE-B-D-= F 33| ehied 5 4])- 4—({4—[(1E)—3—7PEE*14EJ+ 1=l ]sd b eg)-5-0]
AZ2F-11-9 22032 mg) o] N N-HrgEFobm=(1 mt) &l A3t H(8 mg), 1-3|=FAMEEZ]o}E(9
mg), 1-ol&-3-B-"mdojr =z 2d)7tEny 1“]C A (15 mg) . Egfeldopnl (21 mg)& 7hskaL, Aol
A oekEr anbegivh. B8ES o AAR F, oAl 5 mol/LFASHER 428-91(0.5 ml)& 7}6b1 d
SolM 1 ARE abegih. EE=E o3 AAT §, ofiels G £FH A ARvEIH I (AA O] AR
CAPCELL PAK UG120 ODS, 5gm, 120A, 20X50 mm, 4 30 m/3¢ A3 9], E/MHNEYEZ = 90/10~10/90)
2 AAste] 7] shd=(7 mg)s LA,

'H-NMR (CD;0OD) 6 ppm:
1.05-1.2 (6H, m), 2.8-2.95 (1H, m), 3.05-3.15 (2H, m), 3.25-3.45 (4H, m),

3.6-3.9 (4H, m), 5.0-5.15 (1M, m), 6.15-6.35 (1H, m), 6.48 (1H, d, J=15.6Hz),
7.1-7.2 (1, m, 7.2-7.3 (2, w

AAld 27

3-(B-D-=2FFI =2 F A )-4-[ (4-{(1E)-2-[2-3| EFA|-1-3| EZA v F-1-(H )| &7} =} 2 |H] d } 7]
g ]-5-0lAZ 2 F-1i-v| &=

QohePRE thAle] 2-ohv]ie-2-v]E-1 3-E RS, 3-(2,3,4,6-H| Eek-0-obA D= B -D-F T3] hre S A ) -4
({4-[(1B)-3-7h2 ¥ A Z 2 o-1- Y | dp i &) -5-0] 2= 20 -1-9] 2H& thlel 3-(2,3.4,6-H E2-0-0k A€~

a3 b §A)-4-((4-[(1D)-2-7h 2 %A 0 D 19 o €)-6-o] 2 2 -1 2h £ & ALg5te] 2Ale] 26
3 BAF WHoR B/ BFES A9

'H-NMR (CD,OD) ¢ ppm:

1.05-1.2 (6H, m), 1.3 (3H, s), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9
(84, m), 5.05-5.15 (1H, m), 6.64 (1H, d, J=15.9Hz), 7.2-7.3 (24, m), 7.4-7.5
(34, m)

A4 28

3-(B-D-=FFI A A ) -4-[ (4-{(IE)-2-[2-3| EFA]-1,1-H| A~ (B =EA W) o & vtaulw d [u]d 5 d ) o]
E]-5-0olAZ 2 I-11-7 g =
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[0386]

[0387]
[0388]

[0389]

[0390]

[0391]
[0392]

[0393]

[0394]

[0395]

[0396]

SS=50ol 10-0985502

Aty Al =g

(sl == A ) opr|evlgh, 3-(2,3,4,6-H Eet-0-obE-B-D-=F 323 b A 5A4])-4-
({4-[(1E)-3-7}23A] 3 =<l

2 (

ivﬂr 1 ] d bl | -5-0] A Z 2 A-1H-v]ek& tialel 3-(2,3,4,6-H Eg-0-ckE-B
D-SF 2T = S A )-4-( [(1E)—2—7}_a:—3~/\1ala A} e)-5-0] A x 2 A-1H-9] ek5S ARgate] AAle 26
I ZY3 wHo 7 77 g} ES A},

'H-NMR (CD;OD) 6 ppm:

1.05-1.2 (6H, m), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.67 (1H, dd,
J=12. 1Hz, 5.3Hz), 3.7-3.9 (9H, m), 5.05-5.15 (1H, m), 6.69 (1H, d, J=15. THz),
7.24 (2H, d, J=8.3Hz), 7.45 (2H, d, J=8.3Hz), 7.48 (1H, d, J=15.7Hz)

4-[(4-{E)-2-[1-7t=nn d-1-(dE)dDrtentw d | u)d o ) w9 | -3-(B-D-=F A3 epred S A] ) -5-0| 4 &
Z3-10-98%

Qshetmy el 2-oj 2w R X2 Lo, 3-(2,3,4,6-HEe}-0-0L Al E- B -D-2 T3 b & Al )4
(G (0= S A 22 1AL A AR 5o 22U el 3-(2,3,4,6-7=e-0oL AT
D~ 215 b 2 A 4= ({4-[ (1D)-2-7h 2 Al u] |5 o €)-5-0] et 2 - 1H-3] 2} & ALgaho] AA]e] 26

)-2-7
7 Fdst H“ﬁ& x7] 3ES Il

'H-NMR (CD,OD) 6 ppm:

1.05-1.15 (6H, m), 1.52 (6H, s), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.67
(1H, dd, J=11.9Hz, 5.1Hz), 3.7-3.9 (3H, m), 5.0-5.15 (1H, m), 6.6 (IH, d,
J=15.8Hz), 7.24 (2H, d, J=8.4Hz), 7.4-7.5 (3H, m)

AAlel 30

3-(B-D-=FFI A FA)-4-[(4-{3-[1-C-3 =EFA 72 E ) -1-(E) e En R | X 2 I } 7
e ]-5-ol Az 2 -1H-v g =

2-HA A T E R ol e—2-m X 2 9] 24H(0.5 g)o HSEA(5 me) &Holl, 1-od-3-(3-tEdoln| =22
d)7tERelu = d4k49(0.61 g), 13 EFAIMEEZ}E(0.43 g), 2-ot| o &2(1.16 g)S 7Fshar, A&
o A sFEW wRESIGITE. RES e ES Ube &, didddoez FEY. fU15 S X3 RIS AUYER
T, X3} AR AR AT T, 5 HEFoR dxssitt. &uE S skl S/ AlAS
FolFl ™HFES wWEr-E(5 me)ol] &g 10% ZebEera £2(0.10 @)= 7FstaL, F4 w917] spoll, A=
A4 A Wit EEES o AL, oFHe] SmiE T Stell TR AASEL, 2-(2-ofH| m-2-1]
gy dobu]i)oeh2(0.11 g)S AAUL}. 3—(2,3,4,6—13115%—0—%%11%—13—D—%Ei#ﬂi@l%/\]) 4-({4-
[((IE)-3-7t2 5 A Z23-1-<1d]dd W Ed)-5-0] 2 X2 H-11-7 2} (70 mg) 2] N N-CHEEZoln=(0.5 m) &
ol 1-o&-3-(3-tuEotr =T md)7t2Hr]oln| = A (32 mg), 1-3|=FAMZEEo}E(23 mg), 2-(2-of
He-2-mEZ e g dopn| i) ol §h-5-(0.11 g)& 7Fstal, ALolA 3shEwt wwksiitt. B85S o3 AT
5, o3Hel] 5 mol/L FASIHEF FE&H(0.25 ml)& 7h8kaL, Aol 1 AlZF wwksglth. wkg- E3tEe] o}
AEZHO0.09 mb)S 718 &, (1 m)E A58, B85S A7 AAS &, o47HqS 94 £3 49 2=
u}E 22 3] (A Al o] AR CAPCELL PAK UG120 ODS, 5ul, 120A, 2050 mm, < 30 m¢/A3 %LHH, /e
= 90/10~10/90) 2 AAstaL, 3-(B-D-EFZI & EA])-4-(4-{(1E)-3-[1-(2-3| =EFA| | &

dejedrtzntrd 2 s-1-Add o d)me)-5-o] AZ 2 F-10-9 2} (14 mg) & AT o) AS DﬂEJ%(O.S ml)
of &3A71aL, 10% FetEEra (7 mg)S 7lekal, F4 B97] stel, AeA 2 A wgtegitk. E&E

& ol AAsaL, o] s At stell T A ®7] st=(11 mg)S IAH

_'_6
-
_'_6

'H-NMR (CD,OD) éppm:
1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz),
2.58 (2H, t, J=7.6Hz), 2.85-2.95 (IH, m), 3.25-3.45 (6H, m), 3.56 (2H, t,

J=5.8Hz), 3.6-3.9 (4H, m), 5.0-5.1 (IH, m), 7.0-7.15 (4H, m)
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[0397]

[0398]

[0399]

[0400]
[0401]

[0402]

[0403]

[0404]
[0405]

[0406]

[0407]

[0408]
[0409]

[0410]

[0411]

SS=50ol 10-0985502

A Ao 31

4-[(4-{3-[1-FtEntrddastenwd-1-(de)derten e Az A d)m e |-3-(3-D-FFIv =S
AD-5-ol A 2 A-1l-v] g}
o-olm| o Bhe thAle] ZE|aloln|= edale] @ Eg o EloluS Al&ale] AAld 303} TAF WHO R F7] 3}

& o
Fes Aol

'H-NMR (CD,0OD) 6ppm:

1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.22 (2H, t, J=T7.5Hz),
2.58 (2H, t, J=T7.7Hz), 2.85-2.95 (IH, m), 3.25-3.45 (4H, m), 3.6-3.9 (6H,
m, 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

o 6
3-(2,3,4,6-HEZH-0-oMHE-B-D-ZHET A FA ) 4-[(4-B2uHd)wE |-5-0]H 2 2 A-1[]-3] &} &
MEHRR-q-D-FFF2 Tl ofHMERRZE-q-D-AE~S AMgste] Fad 339 §UF WHow T

Q‘ULﬁg C:)\/KT;]—

'H-NMR (CDC1,) é6ppm:

1.17 (6H, d, J=7.3Hz), 1.88 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.17 (3N,
s), 2.8-2.95 (1H, m), 3.59 (14, d, J=16.0Hz), 3.66 (1H, d, J=16.0Hz),
4.05-4.25 (8H, m), 5.1 (1H, dd, J=10.4Hz, 3.5Hz), 5.35-5.45 (2H, m), 5.57
(1H, d, J=8.2Hz), 6.95-7.05 (2H, m), 7.3-7.4 (2H, m)

o

Lo 7

3-(2,3.4,6-HEg}-0-otME-B-D-Ze&EA e} = A S A)-4-({4-[(1E)-3-Ft 2B A Z 2 5}-1-ql Y | o] d ]| &) )-5-9]
AR I-1H-9] 2

3-(2,3,4,6-E| Egt-0-otE-B-D-SF 2 H et A S A -4-[(4-B 2w o d) v ]-5-o] a2 23 -1H-9 2E 2l
342&4&ﬂ5ﬂﬂ4W@b&Dﬁﬂéﬂﬂié%ﬂkku—# mad)Me]-5-0] 222 d-11-7 £ ALE
sto] Fare] 49 FAF WHow 77 SES ASATh

'H-NMR (CDC1ly 0ppm:

1.1-1.2 (6H, m), 1.83 (3H, s), 1.99 (3H, s), 2.00 (3H, s), 2.17 (3H, s),
2.8-2.95 (iH, m), 3.26 (2H, d, J=6.9Hz), 3.6 (1H, d, J=16.2Hz), 3.69 (1H,
d, J=16.2Hz), 4.05-4.3 (3H, m), 5.1 (1H, dd, J=10. 1Hz, 3.5Hz), 5.3-5.5 (3H,
m), 6.2-6.3 (1H, w), 6.45 (1H, d, J=15.9Hz), 7.0-7.1 (2H, m), 7.2-7.3 (ZH,
m, 10.0-12.0 (1H, br)

A Ao 32

3-(B-D-ZetE v et S A)-4-[ (4={3-[2-3| =F A -1-d| =S A v El-]-(H|ED ol vbent i [ 2 A b o d) v |

—b-o| A 2 A -1H-g] 2k

3-(2,3,4,6-H| Eg}-0-olA €- B -D-2F Z 3 &= S A -4-({4-[ (1F)-3-FI2EEA Z 2 9-1-d L 19 < 1| & )-5-9]

2Z2E-1-H2E gialed 3-(2,3,4,6-BH Eg-0-oAE-B-D-ZHE 2 e &) -4-({4-[(1E)-3-7I2EEA| T2
d-1-dd D e)-5-ol A x 2 I-1H-Tet&5S  AFgetn, ZAlotv|= ikl didldl 2-op] x-2-H e -
1,3-Z 23S AFEste] AAld 19 A HRe=R 17| IFFES du.
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[0412]
[0413]

[0414]

[0415]

[0416]
[0417]
[0418]

[0419]

[0420]
[0421]

[0422]

SS=50ol 10-0985502

'H-NMR (CD,OD) 6 ppm:

1.1-1.15 (61, m, 1.22 (3H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.4Hz),
2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1N, m), 3.52 (1H, dd, I=9.8Hz, 3.6Hz),
3.55-3.8 (10H, m), 3.85-3.9 (1H, m, 5.05-5.1 (IH, m), 7.0-7.15 (4H, m

A 33

4-[(4-{3-[1-Ftevted-1-(dE) e d7tent e | 220 o d )W g ] -3-( B-D-Z e E g ehie A S A )-5-0] At e
“1H-9] 2k

3-(2,3,4,6-EH| E&-0-o}A - B-D-2F 2 & = A ) -4-({4-[(1E)-3-Ft EHA| 22 g-1-<1 g |9 d pe ) -5-¢]

L 2I-1H-92E dialed 3-(2,3,4,6-HE-0-otE-B-D-ZAFEI e} A A )-4-({4-[ (1E)-3-7}2HA| L&
s-1-dd ] M E) 5o X 2 F-1H-v 2HE S AFESaL, ZEjalobu| = ke dialel] 2-obn| m-2-w|E X 2 3]
2ol =5 Algste] A 13 T WyoR 17 FgES AU

'H-NMR (CD;OD) é6ppm:

1.1-1.15 (6H, m), 1.44 (6H, s), 1.8-1.95 2H, m), 2.19 (2H, t, J=7.6Hz),
2.57 (2H, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.52 (1H, dd, J=9.7Hz, 3.4Hz),
3.55-3.65 (1H, m), 3.65-3.8 (5H, m), 3.85-3.9 (1H, m), 5.0-5.1 (1H, m),
7.0-7.15 (4H, m

4-({4-[3-2-olr] o g Lar o) T2 A Hd | e)-3-( B-D-=F I e A S A])-5-0]| A Z 2 -1 e} =

JEF(2.0 909 93}E)24(10.4 m) FEHE 70CE 71498k, 1.5

, e &g et sl TH AASAT. dAH AFES F ml)
E s dtell SR/ AAAT. Dozl AFHES oA FF HEZS| =EFE1 mfa)0ﬂ 3l g
sloll ZF AlAG] dUEITIIFEIGO|=(1.26 g)S AT, N-HASA 72 R d-1,2-t]o}n
82 g), EFEolvl(0.63 g) dvEA (5 m) g, dHEFHFEZ0]=(0.25 9) &
, BFERE WHESISITH, WS B8 34 §, fU15S EFHEY. #4715 S 1 mol/L @A,
oL Eﬁ} AR ztEE AR §F, 5 EFeR Axsgdt. §ME 71 skl T/ Al
-l AL A 72 R ol o Bl %ol =(82 mg)E Pt o] AS oMAEUEY(0.25 ml)el
3-(2,3,4,6-EH| E&}-0-olE-B-D-=F 29 e = A A -4-[ (4-H 2R )W ]-5-0| 22X 2 -
H-32+&(70 mg), E"ol(57 mg), oFHEA Z&E(11)(3 mg) ¥ E=C-WEAd)EAA(T7 ng)S 7}

skar, 2k stell, abyk SRSk, &ulE St skl SR AlAT F, AFES WEE0.5 m)ol &AIRA
Holl 5 mol/L FAJUHEF F84(0.25 ml)S 7}shal ggoﬂﬁ 1 AIZF whkslsicth, B82S o3 A
A% F oS oat BFH Ayl A RvlE g3 (X Ao] =AM CAPCELL PAK UGI20 ODS, 5ul, 120A, 20x50
g 30 me/AE T, E/HERE = 90/10~10/90) = FABE] 4-({4-[(1E)-3-(2-HA A FF 2 R o} u]

ol mg
i)
Y
=M
= iy
[
2z

oo . —(01'

é

o
2 @ op
o
n&;ﬁ—(d'r;
3o
QLo oy
HSE&Z

R
BN
i

Y o
Ry
Z

S

i)ﬂ

o M R o M o oo
ol, of

= -

>

< -

&:J

L
_n;

)2 u-1-1d |9 E)-3-( B-D-2F T A A )-5-0] A X 2 A-1[-3] 2 (14 mg) &
. o) AS WEE(0.5 me)oll EHATIL, 10% ZEEEAE B mg)S ek, F4A EY7] e, 229
3 AIZE wRESIITH, EEES A7 AAsta, Ao &mE A st TF AAsSIY ®7] sE(10 m

'H-NMR (CD;0OD) éppm:

1.1-1.2 (6H, m), 2.0-2.1 (24, m), 2.65-2.75 (4H, m), 2.85-2.95 (I1H, m),
2.95-3.05 (4H, m), 3.25-3.45 (4H, w, 3.6-3.9 (4H, m), 5.0-5.1 (I1H, m),
7.05-7.2 (4H, m

A A 35

4=[(4={3-[1-7h=nh R - 1-( g o &b 1] S 2 ) o) o ) ] ) | -3 (3 D~ -1 9] b A S A])=5-0]
1H-3]e} %

b
:

LES
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[0423]

[0424]
[0425]
[0426]

[0427]

[0428]
[0429]
[0430]

[0431]

[0432]

S=50ol 10-0985502

2-otu| (e—-2-w| el = 7 3] LA A of]| 28| 2p-E F A4 EFAFA (Tetrahedron, 1991, Vol 47, No.2, pp.259-270; 3.9
g), Efjodoll(2.7 g)¢ HslWd&A(15 m) HEFN, dHEFXIF 20| =(0.75 )& A20A 7}sta, 3
SHF wNkskoich, wkg e B& Jhsta gde & AR, 7715 1 mol/L Oé*& Ji} ERAb
5

AUEF £89, Zi} 495z Adz AGF ¥, ¥4 HIEFo Azsdnh. 89T 49 sl FF

ooy Mo
rl

AAG, N-[1-12 A 7h 2R d-1-(H ) D] FHEEp| =(0.48 g)5 AU, 3-(2,3,4,6- EﬂEE‘r !
—B—D—ETiAEhE‘%M “4-[(4-H 2R HE ] -5-0 A2 R A-1H-924£(0.40 g), N-[1-WlASA7h2Rd-
I-(rE)ol gl gL EEoln =(0.48 g)9] SHAEUEZ( m) &oo, Egell"do}w(0.32 g), oMEARGEF
(ID(14 mg), E]A2-vEAd) £29(39 mg)& 7Fskar, 33 spell, shxwk skfsivt. Svils ¢ st <
FAAR F, AFES dehd 29 A=vEId9(E&E & n-R/ o ERAY = 1/1~ oA EAtE)
2 A 3-(2,3,4,6-F1 E&-0-ob E- B -D-FF 23] e SA)-4- [ (4-{(1E)-3-[1-0 D S A k2 10 d -1-( 7
Dold & d] JEﬁJr—l—ﬂ%l}ﬁﬂé)ﬂl%]—5—°1+iiﬂ—lH—Aﬂ}+(o 11 g)& Ak olze wWg2(1 m)ol
G A71aL, 10% BehETa (50 mg)S 7hekal, 4 F97] st A2A 2 A wRkeglth. B8-S
ozt AAstaL, oAFtefe] GulE ek stell TF AASL, 3-(2,3,4,6-HE-0-obAE-B-D-SF A b S
AD=4-[(4-{3-[1-7t2 R A -1-( D) el ot d | 22 d ol ) W e |-5-0] 2 Z 2 I-1H-9] 2£(95 mg)S ATt
3-(2,3,4,6-H Ee}-0-otA 2 - B-D-FF 33 b A S A ) -4-[ (4-{3-[1-7I 25 A -1-(ME) ol d e vt | =22 } 9
D" ]-5-0] A 2 A-11-9] 24 (50 mg) o] N N-tIH[EEFoln=(0.5 ml) &fel] 1-o&-3-(3-t]meofw]
zZa)7tanoln = A (19 ng), 1-s|=FAMEEZ}E(13 mg)S 7Fetil, dEUetE of 2 EB3F T3
of. AolA shwt ankedith. BEEES o3 AAL F, off Aol 5mol/L FAIEF 80(0.25 m) S
7bshar, Aol 1 AR wkekgitt HJ% EqEol oFAMEA0.09 m)S 7HE F, B(1 m)= 343t =
SES oJn AAG F, s I BFH Ay Az2viE ey (A A o] =AA] CAPCELL PAK UG120 ODS, 5ulL,
120A, 2050 mm, < 30 m¢/AE T, E/vE-E = 90/10~10/90) = FASte] x7] 3HFE(14 ng)S LU
o

'TH-NMR (CD,0OD) é6ppm:
1.05-1.2 (6H, m), 1.43 (6H, s), 2.0-2.15 (2H, m), 2.7 (2H, t, J=7.4Hz),
2.8-2.95 (1H, m), 2.95-3.1 (2H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m),
5.0-5.15 (1H, m), 7.05-7.2 (4H, m)

?

EFol=(25 m) e WlAHZulo]=(2.9 ml)S

ol 23 folddHER FEAUT. F715S R
£ T AAs £7] e 4.7 95 I

'H-NMR (CDC1,y éppm:

1.22 (6H, s), 2.33 (1M, t, J=6.7Hz), 3.58 (2H, d, J=6.7Hz), 5.15 (2H, s),

7.3-7.4 (5H, m)

4-3| EEAMN 2L B =(2.7 g), S=FA|IEA MA4.7 o) 2 EFdd ¥x2¥
(22 mt) o olzrrt2 752 o g (40%EFd £, 11 m)S 7lska A
EFES S50 wEa EMl'aoﬂﬁﬂ

6.

A
= FEIAG. 7158 B2 AY F, HE B
&S} sl gulE FH A owu} e &

g

'H-NMR (CDC1l, é6ppm:
1.36 (6H, s), 4.07 (2H, s), 5.15 (2H, s), 6.9-7.0 (2H, m), 7.2-7.35 (5H,
m, 7.75-7.85 (2H, w), 9.89 (1H, s)
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[0433]
[0434]

[0435]

[0436]
[0437]
[0438]

[0439]

[0440]
[0441]

[0442]

[0443]

[0444]
[0445]

[0446]

SS=50ol 10-0985502

[4-(2-HASA 7 2R d-2-HE T2 Z A Hd | gh&

4-(2-MASA T2 R D-2-H| el T 2 ZA)) Al =8 =(0.97 g)o] ElES|=2FT(20 m) fo] FisE A
EH(B9 mg)s 7hetar, A2olA 3 Az wnkskgich, wkg £3ES 0.5 mol/L G4 Foll w2, T =1
2 FE9Y. 5S¢ 23 AdeE AJdE A F, FF shvladiger Axsta 74t sl &
& FF AASA. 2 A 7hA Ad ARetEa v (§F & n-Fat/ol A EAE = 6/1~3/2)%
gAISt] 7] 3HF=(0.95 g)= ¥

'H-NMR (CDCly 6ppm:
1.34 (6H, s), 1.51 (I1H, t, J=5.9Hz), 3.99 (2H, s), 4.62 (2H, d, J=5.9Hz),
5.15 (2H, s), 6.8-6.9 (2H, m), 7.25-7.35 (7H, m)

Zard 11

4A[4--MAEsAte R d-o-eZ e LA d D }-1,2-H 3] =2 -5-0] A 2 A-3-9] e} F-3-2

[4--Ad g 7lzrd-2-mE 22 Z A A ¥ eh2(0.95 g)2 HEZI=2FH(8 m) & Wy o Eg
oo}l (0.48 m) ¥ WLz dFEgo|T(0.26 ml)S 7}k 1 AzF wwk & <

A7l A 4-(2-MA AT ER d-2-WE 22 Z A d v ee] HEHS|=EZFEHE NS, FAUEF(60%,
139 mg) % 4-We€-3-24 Y EA o E(0.52 g)¢ HEIDSEZF(15 m) FEA] slatar, 15 Azt 7k

Fehalth. vk el 1 mol/L 94te 7hetal, dHoelddHaz FE83lt. 771 FAskaL, S St

e

4

~ OIN'

Kel
oo Az ¥, §uE 7S sl S/ AASAU. JFEQ oES(10 m) §Hd I=HRligstE
(0.16 m)S 7}akar, Aol 2 UzF wukskh, kg EotES 7het dlo FEstn, IFES AskA AY
AzvtE gy (§E &) ddEd/mEeS = 30/1~20/1D) 2 ZAste] 7] 31eH=E(0.25 9)S LAt

'H-NMR (CDC1l, éppm:
1.15 (6H, d, J=6.9Hz), 1.32 (6H, s), 2.85-2.95 (1H, m), 3.66 (2H, s), 3.94
(9H, s), 5.13 (2H, s), 6.7-6.8 (2H, m), 7.05-7.15 (2H, m), 7.2-7.35 (5H,

m

i

3o 12

3-(2.3.4,6-E| Et-0-oHE-B-D-=F A b A SA)-4-A{ [4-(2-HE S A7 e J-2-rE = 2 £A]) o d | v & } -
5-olax e -1H-v] e

A [4-C- A SA 7 E R D -2-m - 22 A s d e E } -1, 2-T 8] = R -5-o] & L 2 -3H-9] 24E-3-2(0.25 g), ©}
AEHZR-q-D-FF372(0.48 g) B HAEH(-FE) dRESEZe0]=(0.18 g)o At A(5 me) &4
5 mol/L AP ER F84(0.35 ml)& 7Fekar, AeA 3 AZF wwksoivt. vhg EES ofv|ex ey A
g7b Ad ARrEOHT(EF §v: n-SH/ oA EAYE = 1/1~1/3)2 AASY &7 §3E(0.28 9
At

'TH-NMR (CDC1, é6ppm:

1.16 (6H, d, J=7.1Hz), 1.32 (6H, s), 1.86 (3H, s), 2.01 (3H, s), 2.03 (3K,

s), 2.06 (3H, s), 2.85-2.95 (1, m), 3.56 (1H, d, J=16.0Hz), 3.62 (1K, d,

J=16.0Hz), 3.8-3.9 (1H, m), 3.92 (1H, d, J=8.7Hz), 3.94 (I1H, d, J=8.7Hz),

4.15 (1H, dd, J=12.5Hz, 2.4Hz), 4.31 (1H, dd, J=12.5Hz, 4.2Hz), 5.13 (2H,

s), 5.15-5.3 (3H, m), 5.55-5.65 (I1H, m), 6.7-6.75 (2H, m), 6.95-7.05 (2H,

m, 7.25-7.35 (5H, m)

ZFard 13

3-(2.3.4,6-H| Ee}-0-otA & - B-D-SFav ehie S ) -4 [4-(2-F} = /A -o-m D Z 2 ZA] ) 3| d | v & }-5-0] 4
z2Y-1-v8 %
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[0447]

[0448]
[0449]

[0450]

[0451]

[0452]
[0453]

[0454]

[0455]

[0456]
[0457]

[0458]

[0459]

S=50dl 10-0985502

3-(2,3,4,6-EH| Eg}-0-otME-B-D-2F 2 S = A S A -4-{[4-(2-HASA 7t 2R -2-m e Z 2 ZA]) A d ol & }-
5-0l 2X 2 H-1-T2+E(0.28 g)& WE2(6 m)ol LalA7]aL, 10% ZeEed HH(54 mg)S 7Ietal, T4 &
7] ol AollA syt ket EEES o AASa, ozl &ulE e stel THF AATeR
A 7] 3§HE(0.25 g9)& AUt

'H-NMR (CDC1, 6ppm:

1.16 (6H, d, 7=6.7Hz), 1.33 (6H, s), 1.88 (3H, s), 2.01 (3H, s), 2.03 (3H,

s), 2.05 (3H, s), 2.85-3.0 (1H, m), 3.54 (1H, d, J=15.8Hz), 3.6 (iH, 4,

J=15.8Hz), 3.8-3.9 (1H, m), 3.91 (1H, d, J=8.8Hz), 3.93 (1H, d, J=8.8Hz),

4.15 (IH, dd, J=12.5Hz, 2.0Hz), 4.32 (1H, dd, J=12.5H, 4.0Hz), 5.15-5.3

(38, m, 5.4-5.45 (1, m), 6.7-6.8 (2H, m), 6.95-7.05 (2H, m)

Aol 36

3-(2.3.4.6-H| Ee}-0-obAH-B-D-FF A e A EA)A-[(4={2-[(S)-1-(FtEHt R ) o FpEnp e 9 | -2-vl &)
ZeEA ) ]-5-0] A e A-1H-v] 2}

3-(2,3,4,6-H E&-0-otE- B -D-FF 23] e 5] -4-{ [4-(2-7} 25 A 2w LR FA]) o d | v & }-5-0] 2
E2I--9245(0.13 @) NN-tHEEFotr|=(2 ) &ooll L-gehdopr= 41346 mg), Ejeldolnl
(0.08 me), 1-3|=FAMIzEDolE(38 mg) R 1-o€-3-G-trdopr a2 gd)7tenren = 4k (0.11
@& 7hstar, AolA syt wakeint. kg TRES FFol mEa, oMEAER FEeY. #7115

=, E3 A UEF £89, & 3 3 AdeE AR A F, B RbviadlgoR Az,
P st gule SF AT ARES deybd A9 A=vtEady) (8 S st/ mes
20/1~10/1)= Aste] #7] 394E(0.14 g

'H-NMR (CDC1, éppm:

1.1-1.2 (6H, m), 1.29 (3H, s), 1.32 (3H, s), 1.38 (3H, d, J=7.5Hz), 1.89
(3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s), 2.85-2.95 (1H, m), 3.57
(1H, d, J=16.0Hz), 3.62 (1H, d, J=16.0Hz), 3.8-3.9 (2H, m), 3.94 (14, d,
J=9.1Hz), 4.14 (IH, dd, J=12.5Hz, 2.4Hz), 4.3 (1H, dd, J=12.5Hz, 4.1Hz),
4.4-4.55 (1H, m), 5.15-5.4 (4H, m), 5.58 (IH, d, J=8.0Hz), 6.2-6.35 (1H,
br), 6.67 (1H, d, J=7.3Hz), 6.7-6.8 (2H, m), 7.0-7.1 (2H, m)

A 37

3-(2,3,4,6-H Eg}-0-oAE-B-D-FF A g} e A A -4-[ (4-{2-[2-3| == A1, I-U (A ) Erl2n 2 I |-
- e X2 Z A ) w8 |-5-0] A X 2 H -1~ 2}

L-gebdetm = skl diglel] 2-o}m e-2-WE-1-Z 2 3%-&-S ALgste] AAld 367 U WHoR %7 8§
5 AU

'H-NMR (CD,OD) éppm:

1.1-1.2 (6H, m), 1.25 (6H, s), 1.27 (6H, s), 1.89 (3H, s), 1.97 (3H, s),

2.01 (3H, s), 2.02 (3H, s), 2.85-3.0 (1H, m), 3.5 (2H, s), 3.6 (2H, s),

3.89 (2H, s), 3.9-4.0 (I1H, m), 4.11 (14, dd, J=12.3Hz, 2.2Hz), 4.3 (IH,

dd, J=12.3Hz, 4.0Hz), 5.05-5.15 (2H, m), 5.25-5.35 (IH, m), 5.48 (1M, d,

J=7.9Hz), 6.75-6.9 (3H, m), 7.0-7.1 (2H, m

Aol 38

3-(2.3.4.6-H E&-0-otE-B-D-FF A3 b 5 A])-4-[ (4—{2-[1-F}Enp R A -1- (&) | B FFE vp 2 ) | 2]
gz EA ) ]-5-ol AT 2 d-1H-v] &

L-atehdobul = Qae] thale] 2-op)-o-v B2y Sl =g Abgste] Aol 363 FA 3

pd [e]

)

o=

=1

7]
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[0460]
[0461]

[0462]

[0463]

[0464]
[0465]

[0466]

[0467]

[0468]
[0469]

[0470]

[0471]

[0472]

s550] 10-0985502
stgES AT
'H-NMR (CD,0OD) dppm:
1.1-1.2 (6H, m), 1.27 (6H, s), 1.49 (6H, s), 1.89 (3H, s), 1.97 (3H, s),
2.01 (3H, s), 2.02 (3H, s), 2.85-3.0 (1H, m), 3.6 (2H, s), 3.9-4.0 (3H,
mw, 4.11 (1H, dd, J=12. 3Hz, 2.4Hz), 4.3 (1H, dd, J=12. 3Hz, 4.0Hz), 5.05-5.15

(24, m), 5.25-5.35 (1H, m), 5.48 (I1H, d, J=8.4Hz), 6.75-6.85 (2H, m),
7.0-7.1 (24, m

A 39

4-[(4=A{2-[(S)-1-CtEntr ) g rtentm o |-2-m e = 2 £ A] }of| d) v & | -3-( B-D-F-F I hie 5] )-5-0]
AR I-1H-9] 2

3-(2,3,4,6-E| Egt-0-okA & - B-D-=F 23 et d S A])-4-[ (4-{2-[(S)-1-(FtEntR ) ol D 7t = np e A ] -2-w &

TREZA D) HE]-5-0| AZ2H-11-9]2}5(0.14 )9 HEE4 m) Eqo YEF HEA=(28% WS
|9 0.04 mO)E 7Fstar, A-2oA 1 AIZF wwkelgith, ¥ EFES 74 st sFsta, FES DS
FEHAA 2575, &5 vlivee)or AATgo=zN 7] 35 w4mhsz@.

'H-NMR (CD,OD) dppm:

1.05-1.15 (6H, m), 1.29 (3H, s), 1.3 (3H, s), 1.35 (3H, d, J=7.5Hz), 2.8-2.95
(1H, m), 3.25-3.45 (4H, m), 3.6-3.8 (3H, m), 3.8-3.9 (IH, mw, 3.94 (2H,
s), 4.3-4.45 (14, w, 5.0-5.1 (1H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H,

m
A Ao 40
3-(B-D-=FFI et S A )-4-[ (4-{2-[2-3| == A]-1, 1-T|(H &) & 7tE2nt R A |-2-wE Z 2 ZA] 5 d )& |-

5-olAZ 2 -1[I-v] =

3-(2,3,4,6-H Eeh-0-0bA G- B -D- 7225 212 84 )4 (4-(2-[($)-1-(Fh2rh el o G7h 2w el ]-2-w g
=2 %)) e 50 22 AT E Aol 3-(2,3,4,6-8] Eeh-0-ol A - B-D- SRR e 8 A )4
[(4-(2-[2-3 =541, 1-( W D)o E 7t 2w} |-2- o & 2 %A o )y ] -5-0] a2 2 A 1H-S] e} & Abgah
of AAdl 395k FAF PO H] HPFEL Adeh,

'H-NMR (CD,OD) éppm:

1.05-1.15 (6H, m), 1.25 (6H, s), 1.27 (6H, s), 2.8-2.95 (1H, m), 3.25-3.45

(40, m), 3.5 (2H, s), 3.6-3.7 (2H, m), 3.74 (IH, d, J=16.0Hz), 3.8-3.95

(3H, m), 5.0-5.15 (1H, m), 6.75-6.9 (2H, m), 7.05-7.15 (2H, m)

4-[(4=(2-[1-7t 2} -1~ (v &) ol b 2 uhw o1 | -2~ & 3L & EA] ol ) vl € ]-3-( B -D-F -] eh 12 S 4] )=
50l 4 23 -11-9] 2%

3-(2,3,4,6-E| Eg}-0-otME- B -D-2F 2T 2} = A S A -4-[(4-{2-[(S)-1-(FFERLE D) D7t En R g | -2-v e
Ei%ﬂﬁ%@ﬂ%}—l*ziﬁﬂW4ﬂ+tw~1&@3Aﬁ4ME%&ﬂﬂ%ﬂ%m%$ﬂAﬂb‘%M
[(4-{2-[1-7}=2n e d-1-(HE) o7t 2 |-2-wE T 2 2 A} d ) v | ]-5-0] A 2 2 I - -9 e}&-5 }%aﬂ
éﬂﬂ3%+%%%oagijplﬂﬂg§@$

'H-NMR (CD;OD) dppm:

1.05-1.15 (6H, m), 1.27 (6H, s), 1.49 (6H, s), 2.8-2.95 (1H, m), 3.25-3.45

(4H, m), 3.6-3.8 (3H, m), 3.8-3.9 (iH, m), 3.93 (24, s), 5.0-5.1 (IH, m),

6.75-6.85 (2H, m), 7.05-7.15 (2H, m)
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[0473]

[0474]

[0475]

[0476]
[0477]

[0478]

[0479]

[0480]
[0481]
[0482]

[0483]

[0484]
[0485]
[0486]

[0487]

SS=50ol 10-0985502

Aol 42

3-(B-D-FF AV eI HAD) -4-{[4-(3-{1-[2-8| =5 A -1-GBl =S A v d) Pt an e | -1-(v e D7t 2}
Zoixea)sd]vg}-5-ol a2 -li-v]etE

2oprteo vk Tl 2-obulle-1 3-ZR AT & ARgSte] AAe] 30 A WHoR %7 Adws A
o

'H-NMR (CD;OD) éppm:

1.05-1.2 (6H, m), 1.43 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.5Hz),

2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.5-3.95 (9H,

m), 5.0-5.15 (IH, m), 7.0-7.2 (48, m

Aol 43

3-(B-D-FF A9 ehte A A -4-{[4-(3-{1-[2-8| =5 -1, 10| A (El=FA e o Frtant |- 1-(vE) o d
Zhente gl r e ) vd Mg )-5-olar e g -1li-v]ep &

2-oprmol gk tialell Efa(SESA e )obr|erehS ARgate] Al 309 FUd WHoRm #7] IAetE

< AT

'H-NMR (CD,OD) 6ppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz),
9.58 (2H, t, J=7.5Hz), 2.85-3.0 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10H,
m, 5.0-5.15 (1H, m), 7.0-7.2 (4H, m)

4-B 25 -2-wedHlZAH10 g)o HEHS|SZFED(60 ml) fHo WY slo B - gegAalel= 24(7.07
)& 7ttt e Edes A2olM 5wt wikek §, 75TIA 2 Azt wnteiglh. whe EYes A2 o
2 Y¥4e, ¥x3 BE 898 tekal, 1771 —F:EFSWE} Tr71%% B 2 ¥y AdeE 4 &, F

T bl avgoR Axsta

'H-NMR (CDC1ly 6ppm:
1.55-1.65 (1H, m), 2.36 (3H, s), 4.64 (2U, d, J=5.4Hz), 7.2-7.25 (1H, w),
7.3-7.35 (H, m

i

3o 15
-3H-¥] 2} &-3-&

29
4-8 2 R -2-WE il AL (9.0 g)9o AL N0 me) el ASEI2H (3.8 m)S W sholl shshar, whE
FES AL & wHkelth. wS FIES 7eF slo wE=ITozy 4-HazR-o-yEWHAdSZZgos
(9.8 g5 AT FAIFHEF(60%, 2.1 g)o HEHS=2FE(90 mt) ol 4-md-3-54 w24t o

-[(4-B2 e -o-vEdd)wE]-1,2-t3 =& -5-0] 1>

ot

(7.5 @& W skl 7bsbar, Wb EFREE Aol 1 ARE atelgity, 4-HRR-2-vEid S 2ol =

(9 8 @) & Whg EFE Zkstar, 70CeA 3 d3F wuksglty. whe EFES X3 QA EE 78 S uf

, Oel"d e 22 FE30. §715S & 2 23 A9FE AR, b Rbeadges x §

MHE 72 sl =7 AASAY. ZFEY SFA20 m) {do] =k 15:3HE(5.4 ml)S 7Fskar, 90T
FES T st = =

N HZ(10/1) 2 A28t
Z

T, A ool oM ®
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[0488]
[0489]

[0490]

[0491]

[0492]
[0493]

[0494]

[0495]

[0496]
[0497]

[0498]

[0499]

[0500]

[0501]

SS=50ol 10-0985502

'H-NMR (DMSO—dy 6ppm:

1.05 (6H, d, J=6.8Hz), 2.28 (3H, s), 2.65-2.8 (IH, m), 3.45 (2H, s), 6.82
(1H, d, J=8.2Hz), 7.24 (1H, dd, J=8.2Hz, 1.8Hz), 7.33 (1H, d, J=1.8Hz),
8.5-12.0 (2H, br)

i

3o 16

3-(2,3.4,6-HEZ-0-olHE-B-D-=2F I A=A SA)4-[(4-H 2 -2-v el d)rel |-5-o] A X 2 H-1}1-3 2}

=
=

4-[(4-B2mdd)vE]-1,2-t]3 =2 -5-0]| A X 2 L-30-¥&E-3- o] 4-[(4-BRE-2-vEdid)md]-

'H-NMR (CDC1,) 6ppm:

1.1-1.2 (6H, m), 1.81 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.06 (3H, s),
2.28 (3H, s), 2.75-2.9 (1H, m), 3.49 (I1H, d, J=16.7Hz), 3.59 (1H, d,
J=16.7Hz), 3.8-3.9 (1H, m), 4.05-4.2 (14, w, 4.3 (1H, dd, J=12. 4Hz, 4.0Hz),
5.1-5.3 (3H, m), 5.5-5.6 (1H, m), 6.76 (1H, d, J=8.2Hz), 7.1-7.2 (1H, m),
7.25-7.3 (1H, m)

e

3o 17

3-(2.3.4.6-E|E&-0-oF 8- B -D-ZF T3] 2} = A2 A)-4- ({4-[ (1E)-3-F} 2B AL = 2 op-1-al1 &) |-2-w] & 5] } ]
g)-5-0]Ax 2 F-1H-T] 2%

3-(2,3,4,6-H Ed}-0-olAE-B-D-FF 2 G = SA] ) 4-[(4-B 2R d)uE]-5-0]| AX 2 F-1H-v]2}= )4l
3-(2,3,4,6-HE&-0-olMe-B-D-FF 2T =2 A ) 4-[(4-B 2 R-2-vd ¥ d)r e ]-5-0| A X 2 A-1[]-3] &}

=& A8t Fare] 49 ST WHow 17] SgES I

'H-NMR (CDC1, 6ppm:

1.1-1.2 (6H, m), 1.78 (3H, s), 1.99 (3H, ), 2.02 (3H, s), 2.06 (3H, s),
2.29 (3H, s), 2.75-2.9 (1H, m), 3.13 (2H, d, J=7.3Hz), 3.54 (IH, d, J=16.8Hz),
3.64 (14, d, J=16.8Hz), 3.8-3.9 (1H, m), 4.05-4.15 (1H, m), 4.25-4.35 (1H,
m, 5.1-5.3 (3H, m), 5.5-5.6 (IH, m), 6.15-6.25 (1H, m), 6.46 (1H, d,
J=16.1Hz), 6.85 (1H, d, J=7.9Hz), 7.05 (1H, d, J=7.9Hz), 7.15 (I1H, s)

ZFard 18

3-(2.3.4.6-H| Ee}-0-otA & - B-D-SF A ehre A S A )-4-({4-[ (1E)-2-7t= B A H] d | -2-v| & o d b & ) -5-0] &
z2Y-1-v8 %

3-(2,3,4,6-HEZ-0-olNE-B-D-2F I H A SA] ) -4-[ 4- B2 B ) v Ed |-5-0]| 2 X 2 A-1H-T| & t) il
3-(2,3,4,6-HEZ-0-olNE-B-D-2FZI A=A SA]) -4-[ 4-B2E-2-v & d) e |-5-o]| A X 2 H-1H-7 &}
S AFEska, 3-F-elake] didlel ofF ke AEsle] Hare] 49} IS WHoZ w7 FES AU

IH-NMR (CDC1ly 6ppm:

1.1-1.2 (6H, m), 1.73 (3H, s), 1.99 (3H, s), 2.04 (3, s), 2.06 (3H, s),
9.35 (3H, s), 2.8-2.9 (I, m, 3.58 (1H, d, J=17.2Hz), 3.69 (1H, d
1=17.9Hz), 3.85-3.95 (1H, m), 4.21 (IH, dd, J=12.4Hz, 2.2Hz), 4.35 (1K,
dd, J=12.4Hz, 3.9Hz), 5.15-5.3 3H, m), 5.45 (1H, d, J=7.8Hz), 6.4 (14,
d, J=15.8Hz), 6.93 (1H, d, J=7.8Hz), 7.2-7.3 (1N, m), 7.3-7.4 (IH, m), 7.69

(14, d, J=15.8Hz)
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[0502]

[0503]

[0504]

[0505]
[0506]

[0507]

[0508]

[0509]
[0510]

[0511]

[0512]

[0513]
[0514]

[0515]

[0516]

S=501 10-0985502
Ao 44

4-[(4-A3-[1-Ft=nprd-1-(d e e rtenw d |2 29 }-o-wa dd) v & |-3-( B-D-=FF A 3] 2} 1e A S A])-5-0]
22 Y-11-3 g

3-(2,3,4,6-H E&-0-otHE- B -D-2F FZI e FA)-4-({4-[(1E)-3- T2 EA 22 3}-1-<1d |9 d 1| & ) -5-¢]
A~ 2I-1H-92F dialed 3-(2,3,4,6-HE-0-otE-B-D-FF I e} = A A )-4-({4-[ (1E)-3-F}2HA| L&
s-1-dd]-2-wE e d ) -5-0| Az 2 A-10-T #E S AFEetar, FElopu]= Ak fialel] 2-ofw]-2-
dr @y ol =5 ALgste] AAle 13 Tde Wiz wr] IFES AT,

'H-NMR (CD,OD) 6ppm:

1.1-1.2 (6H, m), 1.44 (6H, s), 1.8-1.9 (2H, m, 2.2 (2H, t, J=7.6Hz), 2.3
(3H, S), 2.55 (2H, t, J=T7.6Hz), 2.75-2.9 (1H, m), 3.2-3.4 (4H, w), 3.6-3.9
(4H, m), 4.95-5.1 (1H, w), 6.8-6.9 (2H, m), 6.9-7.0 (1H, m)

AAldl 45

4-[(A-{AE)-2-[1-FtEn e d-1-(HE)dErt=nmd 8] d }-2-v e d )W e |-3-(B-D-FFFI 2} 2 & A] )~
5-olA X 2 H-1-v]2}=

3-(2,3,4,6-F| Eet-0-oh A - p-D-2 7 25 2}
2E2Y-11-7) 8
3-(2,3,4,6-F| Eek-0-oh A - B -D-2 % 2.5 2}
TP -dES g, GetduE o
@ pgow ¥/ SgES A
'H-NMR (CD,OD) 6ppm:

1.05-1.15 (6H, m), 1.52 (6H, s), 2.36 (3H, s), 2.75-2.9 (iH, m), 3.2-3.4
(4H, m), 3.6-3.85 (4H, m), 5.0-5.1 (1H, m), 6.58 (IH, d, I=15.8Hz), 7.0
(1H, d, J=7.9Hz), 7.2-7.3 (i, m, 7.33 (1H, s), 7.43 (1H, d, J=15.8Hz)

58 AD) 4= ({4-[ (IE)-3-7h 2 2 A S 2 5}~ 1- 2 |5}l &) -5

ERE]
18 8 A )~4= ({4-[ (IB)=2-7h 2 34 w] W -2-o & ) J ol &) —5-o]
Aol 2-ov]w-g-v T2 3] Lot =g ALgSle] Ao 267 F

3-(B-D-=FFZI G AL A -4-[(4-{(OE)-2-[2-3| EFA|-1-3| EFZA | E-1-({E) A & Tt 2 v} 5 Y [H] d }-2-1]
gyd)e]-5-0] AT 2 A -10-9] 2} =

AxEI-1H-72E iAol
3-(2,3,4,6-H Eet-0-otAE- B -D-=F 23 eh = S A )-4-({4-[ (1E)-2-7t= 5 A 0 d | -2-w| D o d pe| | ) -5-0] &
A

3-(2,3,4,6-H| Eg}-0-otA - B-D-2F 23 2h = S A )-4-({4-[(1E)-3-7t2 A Z 2 ap-1-<l d | 9 d } v &) -5-9]
alel] 2-opw|-2-md -1, 3-Z BT &5 AbRato] HAld 263} &

LR Y-l-TeE S AHGEa, ABeE
A3k HHow %7 FFES A
'H-NMR (CD,OD) é6ppm:

1.05 -1.15 (6H, m), 1.3 (3H, s), 2.36 (3H, s), 2.75-2.9 (1H, m), 3.25-3.4b
(44, m), 3.6-3.85 (8H, m), 5.04 (1H, d, J=6.1Hz), 6.62 (1H, d, J=15.5Hz),
6.99 (14, d, J=7.6Hz), 7.26 (1H, d, J=7.6Hz), 7.32 (1H, s), 7.42 (1H, d,
J=15. 5Hz)

3-(B-D-2F I ep e M GA)-5-0] £ E 2 AA4-[ (4-{(IE)-2-[2-(EF R A opn| i) o H 7t uprd |H]d }-2-vl &l 7]
D d -1H-T] &

A2 g-11-v]2E o) Al

3-(2,3,4,6-H Ec}-0-otA " - B -D-2F 23 2h = S A ) -4-({4-[ (1) -3- 7t 2 HA T 2 ap-1-<l L | 3 d } | & )-5-9]
3-(2,3,4,6-H Ec}-0-otA " - B -D-2F 23 eh e S A ) -4-({4-[ (1E)-2-7F 2 5 A 0 d | -2-w & 9 d b | ) -5-0] &
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[0517]
[0518]

[0519]

[0520]

[0521]
[0522]

[0523]

[0524]

[0525]

[0526]
[0527]

S=50dl 10-0985502

< A8
How #7] shhEs At

'H-NMR (CD,OD) 6 ppm:

1,05 -1.2 (6H, m, 2.36 GH, s), 2.75-2.9 (1K, ), 3.19 (2, t, I=6.3Hz),
3.95-3.4 (4H, m), 3.47 (2H, 1, J=6.3Hz), 3.6-3.7 (1, m), 3.7-3.9 GH, m,
5.04 (1, d, J=7.3Hz), 6.54 (1H, d, J=15.7Hz), 7.0 (14, d, J=7.9Hz), 7.27
(18, d, J=7.9Hz), 7.33 (1H, s), 7.47 (1H, d, J=I5. THz)

i

3o 19

3-(2,3.4.6-E] Ee}-0-0L M &= B -D-ZHet E T eh 1 A G A =4[ (4={3-[1-7h2 B A -1-(d| &) o b2 rpi o) | =2 9}
Hd) e ]-5-0l AT 2 g-11-9 &} =

3-(2,3,4,6-H| E}-0-oFA € - B-D-ZHET] e SA])-4-({4-[ (1E)-3-7} 2 H A 22 9-1-1 9 | o d b &) -5-9]
2Z2A-11-9]2HE(0.4 g)o] NN-HEEFo=(2 ml) Hel 1-1E-3-(3-t] @OMLJEJA)?PEEE °]
M= A(0.18 g), 1S EFAMRERC}E(0.13 g), 2-obvm-2-vlHZ 2T 24 Mol ~E| 2p-EFdEE
AR (1.16 g) B EFoldolrl(0.64 g)& AolM rFsbar, RN wikslnt. W EgHEo] %% 7ketaL, 4
shiddlon FEe3d. f715& = 2 23 HASR ARE ¥, 5 FAUEFCR dxsgit. S
A sl S5 AAR F, AREs deyHd Ad A=vtEad Y ($E S n—WP/OMlE*J

AEATE) = AAlste] 3-(2,3,4,6-H E&}-0-obA - B -D-ZA = =) e d S A])-4-[ (4-{(1E)-3-
Bd-l-(M)d gtz rd ] e s-1-dd o) e ]-5-o] 2 22 d-1H-9]2H£(0.18 )& ¢
€h2(2 mo)ol S3A7IaL, 10% FehEea 2950 mg)S 7hekar, 4 2917] shell, A2elM 4 ARE ke

o B8 ol AAstaL, o] SulE Fsh stell T AASk] 7] $9E(0.15 g)S A

'H-NMR (CDC1ly 6ppm:

1.05-1.2 (6H, m), 1.57 (3H, s), 1.59 (3H, s), 1.85 (3H, s), 1.85-1.95 (2H,
m, 1.99 (H, s), 2.02 GH, s), 2.1-2.2 (54, m), 2.6 (2H, t, I=7.4Hz),
2.8-2.95 (1H, m), 3.59 (1H, d, J=16.1Hz), 3.68 (1H, d, J=16.1Hz), 4.0-4.1
(1H, m), 4.14 (1H, dd, J=11.0Hz, 8.2Hz), 4.27 (1H, dd, J=11.0Hz, 5.6Hz),
5.08 (1H, dd, J=10.3Hz, 3.5Hz), 5.37 (IH, d, J=8.1Hz), 5.4-5.5 (2H, m),
6.19 (IH, $), 6.95-7.1 (4H, m

ZFard 20

3-(2,3.4,6-H| Ee}-0-okA| &l - B -D-FF a3 ep e A F A )-4-[ (4—A3-[1-7FEF A -1-(E) | Dot enw ol | =2 2}

H) e ]-5-0] AT 2 A -10-9] 2} =

3-(2,3,4,6-F| Eeb-0-0b 4 - B -D- 22 7] b A 8 A 4= ({4-[ (1B)-3-7h2 34| 2 2 511 9 ] 3 ] &) -5-o]
AEZR-TH-5 2 o] 3-(2,3,4,6-6) Eeh-0-0bA B B -D-FF- 53] e 841 -4-({4 [( 1E)-3-7h2 A 2 5
S-1-919 |5 ) ©)-5-0| £ Z 2 B-1H-7] 9} £ AHgate] Fare] 199 BAS WPow X7 FFEL A9

>

'H-NMR (CDC1y O6ppm:
1.05-1.2 (6H, m), 1.57 (3H, s), 1.58 (3H, s), 1.85 (3H, s), 1.85-1.95 (2H,

m, 2.0 (30, s), 2.03 (3H, s), 2.05 3H, s), 2.15 (2H, t, J=7.6Hz), 2.6
(%8, t, J=7.5Hz), 2.8-2.95 (1H, w, 3.58 (1H, d, J=15.7Hz), 3.66 (IH, d,
I1=15.7Hz), 3.8-3.9 (iH, m), 4,17 (1H, dd, J=11.9Hz, 2.2Hz), 4.34 (I1H, dd,
J=11.9Hz, 3.4Hz), 5.15-5.3 (3H, m), 5.35-5.45 (i, m), 6.18 (IH, s),
6.95-7.1 (4H, m

Zrard 21

_60_



[0528]

[0529]

[0530]
[0531]

[0532]

[0533]

[0534]
[0535]

[0536]

[0537]

[0538]
[0539]

[0540]

SS=50ol 10-0985502

3-(2.3.4.6-HE&}-0-olA & -B-D-FF AT e} = A A -4-[ (4-{3-[1-Ft 2 FE A -1-(HE) o Hot2up R J | 2 3 }-
- as e |-5-o] A 2 A-1[-9] 2} F

3-(2,3,4,6-HEg-0-olNE-B-D-ZFET =LA )-4-({4-[(1E)-3-F} 2 EA Z 2 F-1-<l Y ] = d } | &l )-5-0
Axag-1g-192ZF il 3-(2,3,4,6-8H Egf-0-olAg-B-D-FF I g & {

g-1-qld |-2-WEH d g )-5-0] AZ 2 A-1[-9] ZZS AFEste] FHae] 19
A=

>~
T
B~
A
W~
i
=
s>
&
| |
N
3
[
Ji
>~
Kl o,
it

'H-NMR (CDC1ly é6ppm:

1.05-1.15 (6, m), 1.57 (3H, s), 1.58 (BH, s), 1.76 (3H, s), 1.85-1.95 (2H,
m, 1.99 (3H, s), 2.02 (34, s), 2.05 (34, ), 2.1-2.2 (2H, m), 2.25 (3H,
s), 2.5-2.6 (20, m), 2.7-2.85 (I1H, m), 3.51 (1H, d, J=16.8Hz), 3.61 (IH,
d, J=16.8Hz), 3.8-3.9 (IH, m), 4.1-4.2 (14, m), 4.32 (1H, dd, J=12.2Hz,
3.4Hz), 5.15-5.3 3H, m), 5.38 (1M, d, J=8.1Hz), 6.23 (1H, s), 6.77 (1K,
d, J=7.8Hz), 6.85 (1H, d, J=7.8Hz), 6.93 (1H, s)

AAldl 48

3-(B-D-ZHEF e} 2 S A])-4-[ (4-{3-[1-{[4-2-3| EFA o &) F H &} Z-1-H |FFE2 R }-1-(H &) | & 7} 2 n}
pdlzaadyd)e]-5-o] AZ 2 A -1-9 2 =F

3-(2,3,4,6-E| E}-0-o}Al
) o] -5-0] 2=z -1
zag)tentels o)
FVshan, AeoA 5
1 A7 e,
E R

mm, < 30 m/E

B-D-ZHEI TG A FA)-4-[(4-{3-[1-7I2HA-1-(MD) &2 d | =2 T}

¥ 2tE(30 mg)e NN-UmEZEol|=(0.5 m) &Nl 1-oE-3-(3-vreo}n|
(12 mg), 1-3|=FAMEED}E(9 mg) ¥ 1-(2-3| =F Ao &) F] 2} (54 mg) S
sttt RES EHEC] 5 mol/LFASIUEE F89(0.25 m)& 7hskar, A4
o OFMEAN0.1 m)S 7He 3, E(1 m)elA 3|Aegitt. B82S o) A7
] I EntE g3 (A Ao] =AM CAPCELL PAK UG120 ODS, 5uL, 120A, 20X50
/OMAIEYED = 90/10~10/60) = AAsaL, F7) 3124 mg)S AU,

= ol
oo T ol

d

i

(T

2
oz
o oo o

[¢]
1
—

T
i
iy

2
ot
-
M o

LU

‘H-NMR (CD,OD) éppm:

1.05-1.15 (6H, m), 1.42 6H, s), 1.8-1.95 (2H, m, 2.17 (2H, t, J=7.THz),
9.35-2.55 (6H, m), 2.58 (2H, t, J=T.6Hz), 2.8-2.95 (1H, m), 3.52 (1H, dd,
1=9.7Hz, 3.4Hz), 3.55-3.8 (12H, m), 3.87 (IH, d, J=3.4Hz), 5.08 (1§ d,
1=8.0Hz), 7.0-7.15 (4H, m)

Al 49

3-(B -z o ehie G A)-d-{[4-(3~{1-[2-3] = A-1- (S| =S A v ) ol P o) |- 1- (e o & b 2l
59} 2 ) v | )-5-0] & 2 U -1H-v] e}

3-(2,3,4,6-H Ee}-0-ot L - B-D-ZH EI S A SA)4-[ (4-{3-[1-7}2 5 A -1-(v &) dl D7t en 2 | 22 4)
Hd)me]-5-ol Az 2d-1-vg}F% o] 3-(2,3,4,6-FlEg-0-otAd-B-D-FF 3 g =2 A )-4-[ (4-{3-
[I-7F2EA-1-(Me) oot En e d | 22 h) o d)WE ] -5-o] A X 2 E-1H-T &S AF&staL, 1-(2-3|=F Al
et tfalel 2-obr) -1, 3-Z 2 AT &S ARESte] Al 489 FU WHoR %7 SPES AU
'H-NMR (CD,0OD) dppm:

1.05-1.2 (6H, m), 1.43 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.5Hz),

2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.5-3.95 (9H,

m, 5.0-5.15 (1H, m), 7.0-7.2 (44, m)

A A 50

3-(B-D-ZFaepe A ) -4-{[4-(3-{1-[2-3| =FA| -1, 1-H| A (S| =S A ve) o D 7bent e A |-1-(H[ ) o &

Ztevtr e g)dd e )-b-ol a2 g -1i-v] 25
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[0541]

[0542]
[0543]

[0544]

[0545]

[0546]
[0547]

[0548]

[0549]

[0550]
[0551]

[0552]

[0553]

[0554]

SS=50ol 10-0985502

3-(2,3,4,6-E| ET}-0-oRA & - B-D-Z S E 3| 2h e S A ) —4-[ (4-{3-[1-7F2 5 A - 1-(F D) o ot 2nt e | 2 = 2 )
AD)md]-5-0)2Z2A-10-9]2}=  thilo] 3-(2,3,4,6-H Eg-0-oFE- B -D-FF 29| 2} A & A] ) -4-[ (4-{3-
[1-7h2 5 -1-(iE) el 7tz rd] 22 sl d) e ] -5-o| a2 2d-1-9]2h &5 AREetal, 1-(2-3]| =5Ad
Il dizld Efa(sl=SA v E)obr] e ghS ARg-ste] AAlo] 48% FUT WRoR 7] PES
At

'H-NMR (CD,OD) 6 ppm:

1.05-1.2 (6H, m, 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=T.5Hz),

2.58 (2H, t, J=7.5Hz), 2.85-3.0 (I1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10H,

m, 5.0-5.15 (1H, m), 7.0-7.2 (4H, m)

AAld 51

3-(B-D-ZeEd e A)-4-[(4-{3-[1-(2-3| == E ez d)-1-(HE)o el sl 2ul | 2 I } ¥
el ]-5-ol AT 29 -1H-9 &=

1-(2-3|=F Al ) I H 2R tiale] 2-ofn| eSS AFE-3te] A 487 FUS WHo
ot

f
Fd

71 dEe 4

'H-NMR (CD,OD) 6ppm:

1.1-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.19 (2H, t, J=T7.6Hz),
2.57 (2H, t, J=7.6Hz), 2.8-2.95 (1H, m), 3.28 (2H, t, J=5.8Hz), 3.45-3.65
(44, m), 3.65-3.8 (5H, m), 3.86 (I1H, d, J=2.7Hz), 5.08 (IH, d, J=7.9Hz),
7.0-7.15 (44, m)

A Ao 52

3-(B-D-#etE v e S A])-5-0] A 2 A-4-{[4-(3-{1-[2-(HH Do} =) rtant A |-1-(HE) &7t =

AP e ) o d v g -1 e
-3l =Sl ) szt diddel] NN-tededtiobnl s Abgstel dAld] 483 edet Wyom w7] g
FEs A

'H-NMR (CD,0OD) éppm:

1.1-1.15 (6H, m), 1.41 (6H, s), 1.8-1.9 (2H, m), 2.19 (2H, t, J=7.THz),
2.24 (6H, s), 2.42 (2H, t, J=6.8Hz), 2.58 (2H, t, J=T7.6Hz), 2.8-2.95 (1H,
w, 3.28 (2H, t, J=6.8Hz), 3.52 (1H, dd, J=9.7Hz, 3.3Hz), 3.55-3.65 (IH,
m, 3.65-3.8 GGH, m), 3.8-3.9 (14, m), 5.08 (1H, d, J=7.4Hz), 7.0-7.15 (4H,
m)

A A 53

3-(B-D-FFa e A S A])-5-0] A 2HA4-{[4-(3-{1-[2-(HEo}n ) Erlanad]-1-(HE) &L=
vpe e 2 ) d | e )} -11-9] &

3-(2,3,4,6-H Egt-0-otAE- B -D- AR EI e A S A )-4-[ (4-{3-[1-7F 2 FA-1-(H &) ol D7t =nt el | 2 = 7 }
Ad)md]-5-0o|AZ2A-1H-9 = thale 3-(2,3,4,6-H Eg-0-olE- B -D-FF 73| 2} =2 2 A )—4-[ (4-{3-
[1-7} 25 A]-1- (Uﬂ%)oﬂ'aﬂaﬂ}m‘ ZEad)rd]-5-ol AR A-1H-92tE5S AREShal,  1-(2-3]=F Ao
) dfalel NN-tjHded@it]opnl-s Abgato] HAAle] 483 AT WP oR %7] FES AU

'H-NMR (CD,OD) 6ppm:

1.05-1.15 (6H, m), 1.41 (6H, s), 1.8-1.9 (2H, m), 2.18 (2H, t, J=7.5Hz),
2.23 (6H, s), 2.41 (2H, t, J=6.8Hz), 2.57 (2H, t, J=7.6Hz), 2.8-2.95 (1H,
m, 3.2-3.45 (6H, m), 3.6-3.9 (4H, m), 5.0-5.1 (I, m), 7.0-7.15 (4H, m)
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[0555]

[0556]

[0557]

[0558]

[0559]
[0560]

[0561]

[0562]

[0563]
[0564]

[0565]

[0566]

[0567]
[0568]

[0569]

SS=50ol 10-0985502

AAd 54

3-(B-D-2F A9 epe M-S A)-5-0o] A m F-4-{[4-(3-{1-[3-(u[Foe}r] ) A 7tanw d ]-1-(d gD o & 7}
EELRIELEIE EIL C)SIE DL

3-(2,3,4,6-EH E&}-0-otAE- B -D-AHEI S KA ) -4-[ (4-{3-[1-7F2 H5A-1-(H &) o D7t 2np R g | 22 7 }
Ad)me]-5-0o|AZ2A-1H-9gF  thale 3-(2,3,4,6-H Eg-0-olE- B -D-FF 73| 2} =2 2 A )—4-[ (4-{3-
[1-7t25A-1-(Me)ddrtantnd | 22 g v d) W ]-5-0| A X 2 I-1H-T &HES  AFEstal, 1-(2-3| =5 A9
) aetd didlel N N-tiHE-1,3-Z 2] o}l& ARgEte] AAlo] 487 Tds WHoR %] IjtES A9
=

'H-NMR (CD,0OD) 6ppm:

1.1-1.15 (6H, m), 1.41 (6H, s), 1.6-1.7 (2H, m), 1.8-1.9 (2H, m), 2.19 (ZH,
t, J=7.7Hz), 2.22 (6H, s), 2.35 (2H, t, J=7.6Hz), 2.57 (2H, t, J=7.6Hz),
2.85-2.95 (1H, m), 3.18 (2H, t, J=6.6Hz), 3.3-3.45 (4H, m), 3.6-3.8 (34,

m, 3.8-3.9 (I1H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

3-(B-D-2F3 ] e S A)~4-[ (A={3-[1-{ [4-(2-F]| =ZA ) T o 2p - 1= | Fh 2w d 1= (e ) o e 7h 2
2 ; AT 2d-1-T =

3-(2,3,4,6-E E}-0-o} A d- B -D- 2t E S| thie A S A ) —4- [ (4-(3-[1-7F2 B A -1-(i ) el ot 2t d ] L2 )

Ad)md]-5-0o|AZ2A-1H-gF  thale 3-(2,3,4,6-H Eg-0-olE- B -D-FF 73| 2} =2 2 A )—4-[ (4-{3-
[1-7t25A-1-(de)ddrtantnd | 22 g} v d) W ]-5-0] 2 Z 2 F-1H-T &tES A8t AAle] 487 &<
g o R w7 IFHES AU

'H-NMR (CD,0OD) 6 ppm:
1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, mw, 2.16 (2H, t, J=T.5Hz),
2.35-2.55 (6H, m), 2.58 (2H, t, J=7.8Hz), 2.85-3.0 (IH, m), 3.25-3.45 (4K,
m, 3.55-3.9 (10H, m, 5.0-5.15 (I, mw, 7.0-7.15 (4H, m

A Al 56

4-[(4=A3-[1-(2-opn o FoteEntm ) -1-(vE) o e rtentml |22 A o d ) w9 | -3-(B-D-A & EI el &

A)-5-0| Az 2 I-1{-3]g&

1=(2-s| =S Ao ) v A 2kz] tiqlel] oldRiyoelrlS ARg-ate] dAjd 483 U3 Wor x7] tdEs
ot

ne
47

'H-NMR (CD;OD) éppm:

1.1-1.2 (6H, m), 1.41 (6H, s), 1.8-1.9 2H, m), 2.19 (2H, t, J=7.5Hz), 2.58
(2H, t, J=7.6Hz), 2.7 (2H, t, J=5.9Hz), 2.85-2.95 (1H, m), 3.24 C2H, t,
1=5.9Hz), 3.51 (1H, dd, J=9.8Hz, 3.2Hz), 3.55-3.65 (1H, m), 3.65-3.8 (5H,
m, 3.86 (I1H, d, J=3.2Hz), 5.07 (1H, d, J=T.9Hz), 7.0-7.15 (4, m)

A 57

3-(B-D-ZetEvehe S A])-5-0] &2 2 A -4-{[4-B-{1-[ (I HZ-1-D)7t2 B d |-1-(d =) A D 7k =mpw

Az ) d e -1H-v] g
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[0570]

[0571]
[0572]

[0573]

[0574]

[0575]
[0576]

[0577]

[0578]

[0579]
[0580]

[0581]

[0582]

[0583]
[0584]

[0585]

[0586]

S=50ol 10-0985502

1-(2-s| ==l ) 9 A 2zl dhAloll 9 epxl S Abgsto] Aol 483 w7 WHer #7] 8

b

s IAH

'H-NMR (CD;OD) dppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (24, m), 2.1-2.2 (2H, m), 2.58
(2H, t, J=T7.4Hz), 2.65-2.8 (4H, m), 2.85-2.95 (1H, m, 3.45-3.8 (11H, m),
3.8-3.9 (1H, m), 5.08 (1H, d, J=8.0Hz), 7.0-7.15 (4H, m)

A 58

3-(B-D-FF I} A))-5-0] AT ZH4-{[4-3-(1-[(AA AR -1- 7= d]-1-(dED) o &It =2 Hl &
Az d v e -10-v 2=

3-(2,3,4,6-H Ec}-0-otA & - B-D-A 2 Ev eb e S A -4-[ (4-{3-[1-7t2H A -1-(HE) o D7t =2n d | 2 = 2 )
Ad)md]-5-0o|AZ2A-1H-9 = thale 3-(2,3,4,6-H Eg-0-olE- B -D-FF 23| 2} =2 2 A )—4-[ (4-{3-
[1-7h2 5 -1-(iE) el 7tz rd] e sl d) e ] -5-o| a2 2d-1-9) b &S AREetal, 1-(2-3]| =5Ad
et tfalel dHekzl S ARgste] Al 483 FUE WHoR 17 IetES A

'H-NMR (CD,OD) éppm:
1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, w), 2.17 (2H, t, J=7.6Hz),
2.5-2.85 (6H, m), 2.85-3.0 (1, m), 3.25-3.45 (4H, m), 3.5-3.9 (8H, m),
5.0-5.15 (1H, m), 7.0-7.15 (4H, m)

A Al 59

3-(B-D-FFFI e = ZA)-4-[ (4-{3-[1-{[4--3| =EA d E) FAH e} -1-d |7l2 B d }-1-(HE) o &Il =n}
B x2d-o-vEdd)wE[-5-0]| AT 2 A-1H-T )&

5-(2,3,4,6-E E2}-0-0} A &~ B -D- 22 E 5] 2 12 2] )~4-[ (4-(3-[1-7h2 B A - 1-( )y o &l 2w o) | =2 23 )
Q)] 5-0 2T 2 A 198 E Aol 3-(2,3,4,6-8 Eeb-0-of A E- B -D-Z 79 12 4] )-4-[ (4-(3-
(17282 A1~ e gt 2nrd] Z e} o-dedsd)me] 5o 2T 2l -0 ES ALae] 2 48
3 Bde Pgow 17 HPES AU

32

'H-NMR (CD,OD) éppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.1-2.2 (2K, m), 2.3 (3,
§), 2.35-2.6 (SH, m), 2.75-2.9 (IH, m), 3.25-3.4 (4H, m), 3.45-3.75 (9K,
m, 3.8 (1K, d, J=11.1Hz), 4.95-5.05 (1H, m), 6.8-7.0 (3H, m

Aol 60

3-(B-D-ZetE v et E ) -4-{[4[ (3-{1-[2-3| EFA]-1, I-H| A (S| =FA v D) D rtenn d |-1-(H ") &

Ztenpr e ) d ]m g )-5-olAx 2 A-1l-v] e} &

1—(2—5]CE’\] eI HA etz tialel] Eg] (s =S A ) ol e wghS ARESte] Al 489 FUI HH o R
x7] 3FES A

'H-NMR (CD,OD) 6ppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz),

2.58 (2H, t, J=7.6Hz), 2.8~2.95 (1H, m), 3.52 (1H, dd, J=9.7Hz, 3.4Hz),

3.55-3.9 (13H, m), 5.07 (1H, d, J=7.5Hz), 7.0-7.15 (4H, m)

AAld 61

3-(B-D-#etE v A])-5-0] AT & A-4-{[4-(3-{1-[U-m &I} -1-)7t= v d |-1-(d &) o & 7k =np

wol)s e ) | e - 1-v e}

1-(2-5| =S A &) ) Aekl thale] - En et Abgste] AAle] 483 AR PO 7| HPRS o
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[0587]
[0588]

[0589]

[0590]

[0591]
[0592]

[0593]

[0594]

[0595]
[0596]

[0597]

SS=50ol 10-0985502

At

'H-NMR (CD,;OD) é6ppm:

1.1-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.1-2.2 (2H, m), 2.25 (3H,
s), 2.3-2.45 (4H, m), 2.58 (2H, t, J=7.4Hz), 2.85-2.95 (1H, m), 3.52 (I,
dd, J=9.6Hz, 3.2Hz), 3.55-3.8 (104, m), 3.8-3.9 (I1H, m), 5.08 (1H d,
J=7.4Hz), 7.0-7.15 (4H, m

AAld 62

-(B-D-ZHEIF A FA])-5-0| AT 2 A4 {[4-(3-{1-[(4-0]A22F IR -1-d)7l=2xd]|-1-(dJe) =
Ftentrdyz ) d e} -11-v g =

Alele) Il ebd thalell 1-o]axed IS ARgste] AAld 483 TUT UHow

1-(2-3]

==
s AU

=]

7] &gt

'H-NMR (CD,OD) 6ppm:

1.03 (6H, d, J=6.6Hz), 1.05-1.15 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m),
2.1-2.2 (OH, m), 2.35-2.7 (74, m), 2.8-2.95 (1H, m), 3.52 (1H, dd, J=9.8Hz,
3. 4Hz), 3.55-3.8 (108, m), 3.8-3.9 (1H, m), 5.08 (IH, d, J=7.8Hz), 7.0-7.15
(44, m

3=(B-D-FFad et g A])-5-0] AT 2 AH-4-({4-[ (1E)-2-{1-[2-(H | o} =)o D7t anp ol |-1-(H[ D) | &
Zhenpr ol pud o d peg)-1H-9] 2=

3-(2,3,4,6-H E&-0-ot 8- B-D-2F 2 e A S A )-4-({4-[(1IE)-2-7t 25 A v d | g d } e & ) -5-0] Az 2 -
WH-32+E(1.2 @9 NN-tHEX ol =(15 m) % |3 e=a(10 m) &N Egjoeolrl(15 ml)S 71383
o £gEd - E-3-G-yugotn =z 2 d) 72 t]eln = J4tA(0.56 g), 1-3|EFAIAZEZS}E(0.4 g)
9 2-opn| w-2-mWE 23] 22H2.0 g)2 47(15 ml) & NS 718kar, A2olA -t wRkslgity, whg EjHEC
2 mol/L oFHEAF =8NS 7}5le] F38let & ol EER FE30T. F715S B 2 X3 AA4E 2
2 AA F, B4 MY EFoR Az, e A st SF AAS &, IAFES AgsA 49 3
ZrlEaH (&5 & oM EsbE ~AgwE A/ ErS = 7/1~3/1)E AASIe] 3-(2,3,4,6-HEZ-0-0}A]
g-3-D-2FFZI G HA])4- [ (4-{(1E)-2-[1-7}2EA-1-(de) D7t 2utRd ud o d) M e ] -5-0]| A X2
A-1H-984%(0.44 g)S AU, o|AS NN-THEEZEIH=(0.3 m)ell &afA17]aL, 1-o&-3-(3-t]w|e o]
wEx2I)ytERdon = A4td(0.18 g), 1-3=FAMIZEZoFE(0.13 g) 2 N N-td e e ac]o}ql(0.55
)& 7Veta, AoA &Fu wukadn), W] 5 mol/L FAFIER FE&A(1.5 m)E 7eta, A-oA
1 AIZE wRkslgit), dhg EE] ol EANL m)S 7Ie ¥, E(3 m)E AT, BEES o7 AAT
5, AFIAE *J 23 A9 gz2vE g9 (A Ae]=A4 CAPCELL PAK UG120 ODS, 5pL, 120A, 2050 mm,
4 30 me/E Ay e, B/ EVEHY = 90/10~10/60) 2 AAE] #7] FE(71 mg)S AAUTH.

i
m>~

>~ 12 2

}

[¢]

IH-NMR (CD,OD) 6 ppm:

1.05-1.15 (BH, m), 1.49 (6H, s), 2.27 (6H, s), 2.46 (2H, t, J=6.7Hz),
2.8-2.95 (IH, m), 3.25-3.45 (6H, m), 3.6-3.9 (4H m), 5.05-5.15 (IH, m),
6.61 (IH, d, J=15.7Hz), 7.2-7.3 (2H, m), 7.35-7.5 (3H, m

A Ao 64

3-(B-D-FF I et FA])-5-0] AT 2 A-4-({4-[ UE)-2-{1-[ (I A e} -1-eD) 7t i I ]-1-(H &) o D 7} = n}

A [ d b E)-1H-9 25
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[0598]

[0599]
[0600]

[0601]

[0602]

[0603]
[0604]

[0605]

[0606]

[0607]

[0608]
[0609]

[0610]

[0611]

[0612]
[0613]

[0614]

[0615]

S=50dl 10-0985502

—geEeditiopy] tialel vHebIE AFEste] AAlel 633 sUdT PR 7] eSS A

'H-NMR (CD,0OD) éppm:

1.05-1.15 (6H, m, 1.51 (6H, s), 2.65-2.8 (4H, m), 2.85-2.95 (1H, m),
3.25-3.45 (4H, m), 3.5-3.9 (8H, m), 5.05-5.15 (1H, m), 6.55 (IH, d,
J=15.8Hz), 7.2-7.3 (2H, m), 7.4-7.55 (3H, m)

A A 65

3-(B-D-=F AV ep A& A)-4-[ (4-{(IE)-2-[1-{[4-(2-s| =S A &) v A2} F1 -1~ [7F2 W T - 1- (v &) < F 7}
2ope g u)d e vl e | -5-0] A 2 A -1H-v]efE

N N-teioldditiolrl thalell 1-(2-3| =5l d) v # el e ARgsto] dAle] 633} 43 WHle= #7] 3

'H-NMR (CD,;OD) dppm:

1.1-1.2 (68, m), 1.51 (6H, s), 2.35-2.65 (6H, m), 2.85-2.95 (1H, m),
3.25-3.45 (4H, m), 3.55-3.9 (10H, m), 5.05-5.15 (1H, m), 6.55 (1H, d,
J=15.8Hz), 7.2-7.3 (20, m), 7.4-7.5 (3H, m)

3-(B-D-Z T35 ehie A -4-[(4-{3-[($)-2-3| = = A-1-(v] &) o F 7t 2wk Q1] L2 7)ol ) v & |-5-0] o2
29 u-veE

FEAbI = Qabel thAle] (S)-2-obune-1-EERESE AHgSte] MAe] 1} BAF WHOR H7| HFES
A9ie.

tIH-NMR (CD3;OD) dppm:

1.05-1.2 (9H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.7THz), 2.67 (2H, t,
J=7.6Hz), 2.8-2.95 (1H, m), 3.25-3.5 (6H, m), 3.6-3.8 (3H, m), 3.83 (lH,
d, J=11.9Hz), 3.85-4.0 (1H, m), 5.0-5.1 (1H, w, 7.0-7.15 (4H, mw

3-(B-D-detEveb e S )-4-[ (4={3-[(S)-2-3| =F A -1-() | &rtentmd | T e d o d)wd |-5-0] 4=
Z3-10-98%

3-(2,3,4,6- | E2H-0-0bA B B -D-F % 513 b1 %A )-4-({4-[ (1E)-3-7h 2 2 A) 25 1-091 ] i ) -5-o]
AEEU-1-92E Al 3—(2,3,4,6—3153}—0—0%1%—5—D—Q%ﬁqa}w A4 [<1E) RN R
S-1-A9 A G D) -5-0o] AT Z AU B S AHgEha, FeAotns G Thale] (S)-2-obv]w-1-E 2
2% Abgatel AAdl 1% AT PHOR H/ HFES AU,

1IH-NMR (CD3OD) é6ppm:

1.05-1.2 (9H, m), 1.8-1.95 (2H, m, 2.17 (2H, t, J=7.6Hz), 2.57 (2H, t,
J=7.6Hz), 2.85-2.95 (1H, m), 3.35-3.55 (3H, m), 3.55-3.65 (1H, m), 3.65-4.0
(TH, w), 5.0-5.15 (IH, m), 7.0-7.15 (4H, m)

EREN
8-(B-D-Z e ehe 8 A 4= (4=(3-[2-3| =51, 1-t] (e ol b et ol s ) )y 9 ]-5-o] o2
Z3-1H-9] 2=

3-(2,3,4,6- 6 E2h-0-0bH 8- B -D- 37515 220 8 A1) -4-({4-[ (IE)-3-7} 2 B 4| 2 2 5}- 111 | ) o &) -5-o]
AZRD-1-92HE A 3-(2,3,4,6-FEek-0-obA B B -D-Z B ET b S A -4-({4-[(IE)-3-7H2 A 2 2
S-1-919 |99 &) -5-0] £ Z 2 B-1H-7] b £S AHGeka, FelAlopr]= AW TjAle] 2-obr]n-g-v]E-1-x
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[0616]
[0617]

[0618]

[0619]

[0620]
[0621]

[0622]

[0623]

SS=50dl 10-0985502
2SS ARESte] Al 13 L7 WY er #7] dgtEe AT

IH-NMR (CD3OD) 6ppm:

1.05-1.15 (6H, m), 1.25 (6H, s), 1.8-1.9 (Z2H, m), 2.15 (2H, t, J=7.6Hz),
2.56 (2H, t, J=7.5Hz), 2.8-2.95 (1H, m), 3.45-3.65 (4H, m), 3.65-3.8 (5H,
m, 3.8-3.9 (1H, m), 5.0-5.1 (1H, w, 7.0-7.15 (4H, m)

4-[(4=A{3-[(S)=5-otr2e-5-(FhEn e ) A dstentw ol |22 2 o d ) w9 | -3-( B -D-ZZtE v ehie 2 S 4] )-5-9]
Ax2-1H-TeE

3-(2,3,4,6-H Eg}-0-otAE-B-D-&F 29 T = A S5 A))-4-({4-[ (1E)-3-7} =215 1 2o-1-dd ]t E)-5-9]
Az RA-1H-9F diilddl 3-(2,3,4,6-H Egt-0-obE-B-D-ZH B9 ehed SA])-4-({4-[(1E)-3-7t=2 /A =
v-1-Ad ) -5-0| AT 2 H-11-v] 2} £ S AREStaL, FElaloln= g&g —2-HMA S A FFE R
ot e—6-otr] =S i ibotr| = 1Akl AbR Skl AAld] 13 FdE WRoR #7] seteS
IH-NMR (CDsOD) é6ppm:

1.05-1.15 (6H, m), 1.3-1.6 G5H, m), 1.6-1.75 (1, m), 1.8-1.9 20, m), 2.15

(%H, t, J=T.THz), 2.56 (2H, t, J=7.3Hz), 2.8-2.95 (1H, m), 3.15 (2H, t,

J=7.0Hz), 3.28 (1H, t, J=6.4Hz), 3.52 (1H, dd, J=9.8Hz, 3.1Hz), 3.55-3.65

(1H, m), 3.65-3.8 (5H, m), 3.8-3.9 (14, m), 5.08 (14, d, J=7.9Hz), 7.0-7.15

(44, m)

AAll 70

4=[(4=A3=[(S)=2-ofv]2e-1-(HED) "7t En A | Z 2 A b ) v & |-3-(B-D-FF | ep e A FA])-5-0] nx 2
~1H-5

3-(2,3,4,6-H Eg}-0-ot A E- B -D-2F 29 2} = A S A])-4-({4-[(1E)-3- 72 EA| Z 2 g-1-d A | o D W & )-5-¢]
ANZ2d-1H-922(1.6 g)9 #e2(20 m¢) &N 10% ZetFEes B3-S 71sta, $4 297] dfol] ALd A
3 AIZE wgkelglth. B85S o AASa, s Y stel EFH3dhe] 3-(2,3,4,6-HEZ-0-oMAE-B-
D-2F 2] T A AA{[4-B-Ft2EA 22 d) A d e }-5-0] A X 2 I-11-T] #E(1.5 g)S LAt RS
N,N—ﬂuﬂ%i%o}u]c(w ml)oll fIAIF) AL, (S)-2-0}] e-1-ZEFE(0.89 g), 1-F=2AMREFo}E(0.48
- "-3-(3-Hudor| 2 )7t E Hr]olu] = JAFe(0.68 g)= 7bstal, Aol shEHr wuksgitt.
Ll 1?;%% T w2a, dstmdaoez 23 FEZIUT. FEES E F I3 HATE AF &, FF
2 Axsta, &wE 7Y stell S5 AASe] 3-(2,3,4,6-EH| Egt-0-otAE-B-D-SF 2T e S
(S)-2-3|=5A-1-(Me)dgdrtEnrd | Z2 s d) e |-5-o| A Z 2 H-1H-7] #E(1.64 g <
3-(2,3,4,6-EH| Eg}-0-otE- B -D-2F I 2 = A S A )-4-[ (4-{3-[(S)-2-3| =FA-1-(H D) o &
Ay d)wd]-5-0] AZ 2 A-11-92+£(0.19 2)& ?ﬁé‘ﬂﬂlﬁ‘a(z me)oll &a|Al7]a, anﬂ%o}
8 2 WetEEdS2elo]=(0.032 m)E WY sloll 71eta, ALoA 1 Az wEksES]
Zo Wz, dshdAor 23 FEEPL. FEES B 2 iﬁ} AAE2 A F, T WEF
Zata, |uls 724t sl S AASAY. FFES NN-UHEEF = (1 me)ell 34711 |
SPHEHR(0.18 g)& 7hakar, 100TCelA] syt ugkeigleh. ¥k E3taS A27-4 WZhetal, 5 mol/L 44t é}
YEF F&4(1.5 m)E 7Fstar, 1 AIRF adkalgich, §h-§ E3tEo] ofEAN] ml) 2 (2 m)< 7tekat
2528 o1 AAEGTH AFgAe A BH AY ELEU}E:LEHJM A Aol =AA]l CAPCELL PAK UG120 ODS, 5um,
120A, 20x50 mm, % 30 me/2& AEF 8, E/PAEYE™ = 90/10~10/90)% AHAstar, 4-[(4-{3-[(1S)-
2-otA E-1-(HE) et En R g | 22 g o d ) e ]—3—(3—[)— FRI e G A])-5-0) A 2 I -1H-9] 2FE (18
ng)S AAT. oJAS FER(1 m)ol &aA7|aL, 10% ZelEEs E(0.01 9)& 71eta, 4 7] el
Aol A 4 Az wgkEglth. B8ES o3 AAS AL, ofHNe 7t st o AASI ®7] sHEHE(12 mg)
AT,

o
-{3-
01

tlo
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[0624]
[0625]

[0626]

[0627]

[0628]

[0629]
[0630]

[0631]

[0632]

[0633]
[0634]

[0635]

[0636]

[0637]

[0638]
[0639]

[0640]

[0641]

S=50ol 10-0985502

IH-NMR (CD3OD) éppm:

1.05-1.2 (94, m), 1.8-1.95 (2H, m), 2.1-2.25 (2H, m), 2.5-2.65 (4H, m),
2.8-2.95 (1H, m), 3.25-3.45 (4H, w), 3.6-3.9 (5H, m), 5.0-5.1 (IH, m),
7.0-7.15 (4H, m

2 A4 71

4-[ (4={3-[2-0}v] 21, 1-t) (D el Db 2k w ] 2 2 3o ) ol € |-3-( B-D-Z E ] eb A G A])-5-0] 2 =2 Y
_1H_TE Ek%

3-(2,3,4,6-H| Ee}-0-otM - B-D-FF 27 b SA])-4-({4-[(1E)-3-7F2 B A L2 o-1-<l A | A | } v &) -5-0]
SERA-U-IeRE dilel 3-(2,3,4,6-E Eek-0-obAld- B -D-ZetEd] 2hie A S A]) -4-({4-[(1E)-3-7} 2 H A 22
1A A ) -S-ol AT 2 A-1-9 2k E S ARSehaL, FElilobn ke iale] 2-obr]e-1-ild A 7}
2rdotre2-(ME) ZR2 g AHgSte] Al 13 FUF WHOoR 7] Hes AU

IH-NMR (CD3sOD) dppm:
1.05-1.15 (6H, m), 1.27 (6H, s), 1.8-1.9 (2H, m), 2.16 (2H, t, J=7.7Hz),

2.57 (H, t, J=7.6Hz), 2.8-2.95 (31, m), 3.51 (IH, dd, J=9.8Hz, 3.7Hz),
3.55-3.65 (14, m), 3.65-3.8 (5H, m), 3.8-3.9 (14, m), 5.08 (1H, d, J=7.7Hz),
7.0-7.15 (44, m

4-[ (4-{3-[(R)-5-o}n] =-1-(Bl=FA|eh A el vlaEn 2 d | 2 2 3 | d ) v &l |-3-( B-D- A EF e e A S A])-5-
olAXeA-1[-v]e&

3-(2,3,4,6-E| E&-0-o A &~ B -D-FF AT 2} = S A])-4-({4-[(1E)-3- 7t EEA T2 0}~ 1-d d ] #H Iy & )-5-0]

Az ed-11-vg}E il 3-(2,3,4,6-H| Egl-0-otAE-B-D-2 S Ev gl -2 2 A])-4-({4 Hm)sﬂeiﬂzi

g-1-dd ] d il E)-5-0ol AZ 2 H-1H-FgES AMEela, FEiletv= Gk gialdl (R)-2-otv]e-6-HA S
AZtE R obn| - 1-F4hE & ALESto] Al 13 A o R #7] SES AU

1IH-NMR (CD3OD) dppm:

1.05-1.2 (6H, m), 1.2-1.7 (6H, m), 1.8-1.95 (2H, m), 2.2 (H, t, J=7.5Hz),

9.57 (2H, t, J=T.6Hz), 2.65 (2H, t, J=7.3z), 2.8-3.0 (1H, m), 3.4-3.65 (4K,

m, 3.65-3.95 (7TH, w, 5.0-5.15 (IH, m), 7.0-7.15 (4H, m

A 73

3~(B-D-FFF I A A -4-[ (4-{(1E)-3-[(S)-2-3| = FA]-1-(HeD) &I Znl R A | L 2 - 1-A L } 5 ) v
g1]-5-0| AX 2 I-1{-7 2=

Qe Aol ($)-2-otvlie-l-T WSS AHgstel AAo) 263 BAW WHOR Hy) HFEE AU,

1H-NMR (CD3;OD) dppm:
1.05-1.2 (9H, m), 2.8-2.95 (1H, m), 3.09 (2H, d, J=7.4Hz), 3.25-3.55 (6H,
m, 3.6-3.9 (4H, m), 3.9-4.0 (1H, m), 5.05-5.15 (1H, m), 6.2-6.3 (18, m),

6.47 (1H, d, J=15.9Hz), 7.1-7.2 (2H, m, 7.2-7.3 (2H, m)

Ao 74

3-(B-D-FF AT = A ) -A4-{[4-(3-{(S)-1-[2-3| =EEA]-1-GBl| =EA W E) o &7t 2r R A | & L = r} &
ayzga)dd]rE}-5-ol AT 2 g-1[-v 2=

3-(2,3,4,6-H Ec}-0-otA & - B -D-2F 23 2h = S A ) -4-({4-[(1E)-3- 7t 2 HA T 2 ap-1-<l A | 3 d } | & )-5-9]
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[0642]
[0643]

[0644]

[0645]

[0646]
[0647]

[0648]

[0649]

[0650]
[0651]

[0652]

SS=50ol 10-0985502

AT HE-H-T2E(7.13 g)9 N N-UHEEF=(30 m) ol 1-s|=FAMEEZo}E(2.31 g), 1-o¥-
3-(3-Hudopn 2 )2 rjolu= d4kd(3.25 g), (S)-2-ofv|=Z2u]2A4l wlFo| ~H2(8.34 g)& 7}
shar, ARolA eyt awRkellvh. R EFES Tl wEa, ofEAER 23] FEINT. FEE
5 4 23t AR AU AR T, 7 MERFoR Axsta, &viE 7Y st R/ AAEAT. 3
ES AegHd 29 AEvEIYI(EE &l n-d@i/ ol EAE = 1/2) 2 FAstaL, 3-(2,3,4,6-HE2-0-
ol - B-D-FF I F e A A -4-[(4-{(1E)-3- [(S) (g A 72 R d) g7t 2nkE | 22 v-1-d Y o d)
HE]-5-o] A 2 F-11-7]2&(3.25 g)& AATE. o3& HEE(40 m)ol &|A7]aL, 10% Zehaehh &2
(1.0 @)= 7hakaL, 4 #917] ol ALoA st e, E85S A3 A7, oFfdAE 7 o
of FF3t] 3-(2,3,4,6-HEe-0-olE- B-D-FF 2 = A FA])-4-[ (4-{3-[(S)-1-(FFE2FA) N T = nE
T2 E 50 AL 2 H-1H-TFE(2.25 g)& AT, o7 3- (2,3,4,6 H Egl-0-olAE-pB-D-=F =
T G AN -4-[(4-{3-[(S)-1-(Ft2FA) g7t 2z 22 d v d )W e ]-5-0] 2 X 2 I-11-7] 2+&(0.09  g) 9
N N-UHEEZEZoln=(0.5 m) Edo 1-3|=ZAMZE2]o}Z(0.026 g), 1—01%‘ 3-(3-tr ol ez 2 )72
Byolul= d2+4(0.037 g), 2-o v %-1,3-Z2FHU2(0.12 g)S 7lstar, A2oA 1 A|ZF wdksdn), wvhs-
Z3El 5 mol/L FAIYES F89(0.5 m)S 7hetar, A2olA 1 AlZF wdksigint. §hg E3HEC] oA E
2H0.3 me), (1 nO)E 7tetal, B85S A% AAST. dfds A4 +3 A AR EIHI (A A=
AHAl CAPCELL PAK UG120 ODS, 5uL, 120A, 20X50 mm, % 30 m/% A& ], B/ AEUEY = 90/10~
10/90) = AAste] %7 3t9=(0.017 g)& VULt

_4

olt

I
2

IH-NMR (CD3OD) é6ppm:

1.1-1.2 (6H, m), 1.32 (3H, d, J=6.8Hz), 1.8-1.95 (2H, m), 2.15-2.3 (ZH,
m, 2.58 (2H, t, J=7.5Hz), 2.85-2.95 (I1H, m), 3.25-3.45 (4H, m), 3.5-3.95
(9H, m), 4.25-4.35 (1H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m)

AAld 75

3-(B-D-FF A ehe A EA)-4-[(UA3-[(S)-1-2-3| =F A DIt entw o byt ent ol | 29 ol d ) v e |-
S-o|l AT e d-1H-v]ehE

2-oful i1, 32 2@ & ThAle] 2-olu ol Bhe & ALgae] ANe] 74% BAT WOz B/ HFEL ¥
o}

IH-NMR (CD3OD) dppm:

1.1-1.15 (6H, w), 1.31 (3H, d, J=7.0Hz), 1.8-1.95 (2H, m), 2.15-2.25 (2H,

m), 2.58 (2H, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (6H, m), 3.58 (2,

t, J=5.7Hz), 3.6-3.8 (3H,_m), 3.83 (1H, d, J=11.9Hz), 4.25-4.35 (1H, m),

5.0-5.1 (14, m), 7.0-7.15 (44, m)

3-(B-D-FF AT A& A )-5-0| AT ZHA4A[4-(3-{(S)-1-[(4-HEIH &R -1-HFten d | &= 7Y }
) d|d e -11-9 2=

2-obr|x-1,3-Z 230 L ti4lel 1-wEa e AL-83

=

IH-NMR (CD3OD) 6ppm:

1.05-1.2 (6H, m), 1.26 (3H, d, J=7.0Hz), 1.8-1.95 (2H, m), 2.2 (%H, t,

o
o
9
i
>
2
EN|
>
fo
off
i
o
o
oL
(o
il
=]
N
ot
2t
e
o
ne
32

J=T.4Hz), 2.25-2.55 (7H, m), 2.57 (2H, t, J=7.6Hz), 2.8-2.95 (I1H, m),

3.25-3.45 (4H, m), 3.45-3.75 (6H, m), 3.77 (14, d, J=16.0Hz), 3.83 (IH,

d, J=11.7Hz), 4.75-4.9 (1H, w, 5.0-5.1 (1, m), 7.0-7.15 (4H, m)

AN 77

3-(B-D-FFFZ g A2 A -4-[(4-{3-[(9)-1-{[4- (-3 =EA &) H A g -1-d |72 D} g7l 2nt =
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[0653]

[0654]
[0655]
[0656]

[0657]

[0658]
[0659]
[0660]

[0661]

[0662]
[0663]

[0664]

S=50ol 10-0985502

dizzgd i d)wE]-5-0|AX 2 H-1-T 2=F

2-ojuli-1,3- T2 L GAlo] 1-(2-5 = Aol e T e ALgstel AAll 745k AT WHew ¥4 3
= AAT.

ITH-NMR (CD;OD) 6ppm:

1.1-1.15 (6H, m), 1.26 (3H, d, J=6.9Hz), 1.8-1.95 (2H, m), 2.2 (ZH, t,

J=7.4Hz), 2.4-2.65 (8H, m), 2.85-2.95 (1H, m), 3.2-3.45 (4H, m), 3.45-3.75

(8H, m), 3.77 (1H, d, J=16.4Hz), 3.83 (1H, d, J=11.9Hz), 4.75-4.9 (IH, m),

5.0-5.1 (IH, m), 7.0-7.15 (4H, m)

Zhard 22

(4- AL A -2-H el 7 )| EL-&

4-1 27 -3-vd#H=(10 )¢ NN-tHedEEoln=(50 m) fMo] EAZ4H(8.87 g) ¥ #HAHBZnlo]|=(6.36

m)E 7Fsta, AoA sy wRkskit, Wk EFES e wE2a, tdddHar FEIT. fU1F
[e)

S A F, 5 kbvlagigos dzxsta, s A skl SR zﬂﬂ gte] 4-MASA-1-B 2 R -2-w e
A(14.6 g)& BATF. o|HS HEZHS| =2 FH(200 mb)ol &3|A]7]5, -78C O}EJ— 49171 fﬂ n
(2.66 mol/L n-34k

A Sol BH AAshe] 4045 A -2 D=t

TS —’F*ﬂ 5, Fa amtavlger dxsta, &viE 5 2
=5 Aok, o2& Ale2(100 me)oll &aA7]aL, Faste AU ESF(1.99 @& 7hskar, A2 a2
ks itk Wk e wwteS Jhetal Ak sholl wFetka, JFEel x3 StFAUESF F8AS Tt
i, "edEdHER FE. f715S 23 AU ER $8, B 9 23} AR AdE AlY F
o Aol es dxstal, §uiE A kel SR AZEAT. IFed Auybd Ay AzviEag Y
(&= &l n-git/ o EAYE = 6/1~3/1~1/D & AAlste] £7] 349+=(10.5 g)& AU,

IH-NMR (CDCls) 6ppm:

1.37 (1H, t, J=5.8Hz), 2.36 (3H, s), 4.64 (2H, d, J=5.8Hz), 5.06 (2H, s),
6.79 (1H, dd, J=8.4Hz, 2.4Hz), 6.84 (1H, d, J=2.4Hz), 7.23 (1N, d, J=8.4iz),
7.25-7.45 (5H, m) '

ZFard 23

4-[ (- A S A -2-HE A ) e ]-1,2-t] 3| =&-5-0] A X 2 FH-3[-v| g} FH-3-2

(4- A A -2-m D H )W E2(10.5 )¢ HEZS=ZFT(80 m¢) LN sl Edo|ddoldl(7.36 ml) 2
HeexrdIF 2ol =(3.91 mO)E 7tetar, 1 AZF wwk & B85S o3 AA WB} dojzl A AH4-ME &
Al-2-dged)dde] HEHSE2FH A4S, FASVEF(60%, 2.11 g) B 4-#WE-3-a& Ty =4t
(7.99 g)9] HEZHS=2F2(160 ml) HeNo , 15 AIzF &7kt HP% E3Eo] 1 mol/L gA+e 7F
3fat, 1’40119011151]2& FEI9T. fUlsS FAste, 74 -"% nlavlFeR HE i, & HE 7St stell
AAsAT. FFES EFN(30 m)ol £33 Z 3 suk
33Tt L% TES T wEa, ofNEAER FE39 ). %71%5 X Noﬂ*i AR F, F
Jbmladlgoer Axsta, e 7S stel SF AASGT. AFES Ao AHEsta &S 24F
Fate] FHslar, 74SF sl Azxzste] 27] shE(12.3 9)& 8

IH-NMR (DMSO—de dppm:

1.04 (6H, d, J=6.8Hz), 2.24 (3H, s), 2.65-2.8 (1H, m), 3.44 (2H, s), 5.02
(24, s), 6.69 (1H, dd, J=8.7Hz, 2.4Hz), 6.75-6.85 (2H, m), 7.25-7.45 (5H,

2
i,

b

4-[(4-A A A -2-w g5 d)w & ]-5-0] AZZH-3-(2,3,4,6-HE&-0-I A2 Y- 3-D-FF A9 g} =22 A])-1H-
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[0665]

[0666]

[0667]
[0668]

[0669]

[0670]

[0671]
[0672]
[0673]

[0674]

[0675]

[0676]
[0677]

[0678]

[0679]

SS=50dl 10-0985502

4~{[4-(2-N4 % A]?}Ei‘é—Z—ﬂ]%‘Ei%/\])ﬂ]‘é] HEl -1, 2-H s =50l AZ m A -31-9] ghE-3-2  thilel  4-
[(4A-AA A -2-w g d)mE ]-1,2-H 8| =2 -5-o| A X R I -3H-9] 2} 5-3-2& ARSlal, o EHRR-o-D-2
F32~ gl 2,3.4,6-HEF-0-m L2 d-a-D-2F 29 = H Zufo] = (Kunz, H.; Harreus, A. Liebigs
Ann.Chem. 1982, 41-48 Velarde, S.; Urbina, J.; Pena, M. R. J. Org. Chem. 1996, 61, 9541-9545)& A}-&3}
of Fale] 129} g HHoRE ¥U] SFES AU

IH-NMR (CDC1ls) 6ppm:

1.04 (9H, s), 1.05-1.2 (33H, m), 2.27 (3H, s), 2.7-2.85 (iH, m), 3.45-3.6

(?H, m), 3.8-3.9 (1H, m), 4.11 (1H, dd, J=12.6Hz, 4.8Hz), 4.17 (1H, dd,

J=12.6Hz, 1.8Hz), 5.0 (2H, s), 5.15-5.3 (2H, m), 5.37 (1H, t, J=9.5Hz),

5.65 (1H, d, J=7.8Hz), 6.64 (1H, dd, J=8.4Hz, 2.8Hz), 6.77 (1H, d, J=2. 8Hz),
6.83 (1H, d, J=8.4Hz), 7.25-7.45 (5H, m)
ZFard 25

4-[(4-3| =Z A -2-mE o) ]-5-0| 2T 2 H-3-(2,3,4,6-E| E&}-0-H L2 I-B-D-FF AT e = S A])-1H-

hy2 =

4-[(4-A A -2-w g d) m e | -5-0]| AZ 2 E-3-(2,3,4,6-H EZH-0-9 L 2 A- B -D-2F 329 2h 1= S A])-1H-
43}1(5 2)< HEHS| EEZFA(18 m)ell &A7]51, 10% FebEetd (500 mg)S 7Htal, 4 w9971 3t
of A2ellA 3 AR wrRtegltt. &&=s o3 Ak, o] gulEs st st SF AAse] #7] 8%
E(4 45 @)= A
IH-NMR (CDC 13 O0ppm:
1.0-1.2 (42H, m), 2.24 (3H, s), 2.7-2.85 (1H, m), 3.52 (2H, s), 3.8-3.9
(1H, m), 4.09 (18, dd, J=12.4Hz, 4.7Hz), 4.15 (1H, dd, J=12.4Hz, 1.9Hz),

4.6 (1H, s), 5.15-5.25 (24, m), 5.36 (1H, t, J=9.2Hz), 5.65 (1H, d, J=8.0Hz),
6.5 (16, dd, J=8.3Hz, 2.9Hz), 6.61 (1H, d, J=2.9Hz), 6.78 (1H, d, J=8.3Hz)

a1 26

4~ 2R RE 2 Wid A 2

4~BZHEEEEA(] g), WALZ(0.65 g) D EAIEAFA(L.57 9)9 HEZHS|EZFES(12 ml) T30 of
Y7250 " (40% B4 89, 2.88 m)S 7heka AolA 3 AlZE aikEkl), wkg EIES £
w21, toedEHEa &89, FEES & 2 3} Ad5E AR 2, Y5 SAvladgoR Axsla,
SulE 7} Sl Aei7bA A4 F2eteadd(EF €0 n-FA/ ol EAE =

IH—-NMR (CDCl3) 6ppm:

2.15-2.25 (24, m), 2.56 (2H, t, J=7.1Hz), 3.46 (2H, t, J=6.5Hz), 5.13 (20,
s), 7.25-7.4 (5H, m)

- ({4-[3-(MA AT 2N ) = 2 Z A |- g e ) 5-0] 227 -3-(2,3,4,6-H] Ee}-0-F w2 )3 D2
39 e ) 8 A])-11-3] 2}

-[(4-3| == A -2-v e )W e |-5-0] £~ Z 23-3-(2,3,4,6-H Eg}-0- L2 d-B-D-ZF 23] g =2 ) )-1H-

92}E(0.2 g)° NN-tExzEoln=(3 m) &Hol|, 4-HIRFE 24 A ~82(0.1 g), B4HAI(0.18

g) ¥ FuFge] 80 EIUEFS Jetar, AolA sy wweidith. wkbe EFES Sl mEi, ofE

g R FEFAY. FEES B 9 X3 Ad5E AA —?, %# il o s Azxsta, s 7y
2

sl 27 AAGY. AFES A2 A9 AzvEwy L n-b /oA E Akl E = 3/1~2/ D)%

L

N
o
=2
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[0680]
[0681]
[0682]

[0683]

[0684]

[0685]
[0686]
[0687]

[0688]

[0689]
[0690]
[0691]

[0692]

[0693]

[0694]
[0695]

[0696]

[0697]

S=50dl 10-0985502

gAlste] #7] 83H=(0.16 )& AU

IH-NMR (CDC1ls) 6ppm:

1.04 (94, s), 1.05-1.2 (33H, m), 2.05-2.15 (2H, m), 2.25 (3H, s), 2.56 (2H,
t, J=7.3Hz), 2.7-2.85 (1, m), 3.53 (2H, s), 3.8-3.9 (1H, m, 3.94 (2H, t,
J=6.2Hz), 4.1 (I1H, dd, J=12.5Hz, 4.1Hz), 4.16 (1H, dd, J=12.5Hz, 2.0Hz),
5.13 (2H, s), 5.15-5.25 (20, m), 5.36 (1H, t, J=9.6Hz), 5.65 (1H, d, J=8.1Hz),
6.54 (1H, dd, J=8.5Hz, 2.7Hz), 6.64 (1H, d, J=2. 7Hz), 6.81 (1H, d, J=8.5Hz),
7.25-7.4 (OH, m)

i

Lo 28

1.2-H3E2-4-[(4- e e d)mg]-5-0] AT 2R -3li-3] 2} £-3-2

(4-MA %
< dad

Al=2-w ) W ErE tidlell 4-e @ =HAdES ARgSte] Fale 239 $UY Wer F7] sEte

IH—-NMR (CD3sOD) 6ppm:

1.12 (6H, d, J=7.3Hz), 2.8-2.95 (1H, m), 3.63 (2H, s), 6.9-7.0 CH, m),
7.5-7.6 (H, m)

ZFard 29

3-(2,3.4,6-HEZH-0-oMNE-B-D-AHFEAH =M GA])-4-[(4-8 2 =)W & |-5-0]| AT 2 A-1{-T &} &

4~{l4-C-Ed A7t ER d-2-Had 22 ZA)Hd | vd}-1,2-T]s| =2 -5-0| A X 2L -30-T] &}&-3- il 1,
gl E2-4-[(4-e e =vd)vE]-5-0]| A X2 I-30-3] &} ZE-3-2S Al&3lal, oMHAEBZE-a-D-FF32 o
o SIHMEHZR--D-ZFELE A3t Faid 129 ¢ WHoe=z 17 SFgES AU

2_
Al
IH~NMR (CDCls) 6ppm:

1.15-1.2 (6H, m), 1.88 (3H, s), 1.99 (3H, s), 2.03 (3H, s), 2.18 (3H, s),

2.8-2.95 (1H, m), 3.58 (1H, d, J=16.0Hz), 3.65 (1H, d, J=16.0Hz), 4.0-4.1

(14, m), 4.15-4.25 (24, m), 5.09 (IH, dd, J=10.7Hz, 3.5Hz), 5.35-5.45 (2H,
m), 5.56 (1H, d, 1=8.3Hz), 6.85-6.95 (2H, m), 7.5-7.6 (2H, m)

Zrarof 30

{4-[2-(AA ATt ER ) ol ZA] o d | §h-&

3-[4-BI=SAHE) A JZ2 9] 22H0.98 g) 2 &AFEE(0.9 g9 NN-UHEXEZo=(5 m) E3E,
(0.65 me)S 7hskar A2oA shxyk wwkslgltt. Whg 23ES 3ol u
2 9 33 A4 A 3 7 A :
A7t A9 azvEada(EE $v: n-@iH/ oA EAE = 2/1~1/1DE HAAFToR
(e}

=
2= Aot

IH-NMR (CDC1l3) é6ppm:
1.5-1.55 (1H, m), 2.85 (2H, t, J=6.4Hz), 4.28 (2H, t, J=6.4Hz), 4.62 (2H,

d, J=5.9Hz), 5.18 (2H, s), 6.85-6.9 (2H, w), 7.25-7.4 (7H, m)

(14 g) 3 NN-Ho]hzmZogolrl(39.1 ml)o] HFstelEA(150 me) &l Wy stell =
zzddrdo e 2(11.4 m)E 7hetal, A2olA 53 wrtelglt. Wy EFES E3h A/E2L F& Fo
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[0698]

[0699]
[0700]
[0701]

[0702]

[0703]
[0704]
[0705]

[0706]

[0707]

[0708]
[0709]
[0710]

[0711]

o
J
Jm

o1 10-0985502

=

A5z AH =

SECERE

=

K

Hoeldee ez 533

T g E

WAl(16.7 @)= oA

(2.64 mol/L n-3%4k &4, 32.7 S

ot =(16.6 ml)E Zhstar, W skl 1 AZE wwbegivt. vbg &9
1 E 2

o
o
Y
i
o
il m_ln
=
+
2
oty
T
[
it
-
o
:l%
i
g,
=4
ot
1>

s

=
o
g
@
=
i,

e

>
2,
tlo
32
£oof
ol
ol
=2
|
EN|
oo
@
=2
2
5

4z
gg 010

el

b

o2

o 2

g
)
g
He 2=
=

ST
X

[
I
ot
-
o
_[ o
)
e
ot
1>
2
-
fr

=3l
E

|
ot -
|
fr
o
BN
_O\L
K
oo
=2
(nt
o
2
ok,
=2
olN
u
2
N
%
o«
= b
X
N
=
i,
0
off o
o =
r>~ JHT\
= >
()]
5 =
S i
>
N
Q[N
o
o,
=
[0

IH-NMR (CDCly) 6ppm:
2.63 (3H, s), 5.47 (14, s), 6.7 (1H, d, IJ=2.3Hz), 6.79 (1H, dd, J=8.4Hz,

2.3Hz), 7.73 (1H, d, J=8.4Hz), 10.11 (H, s)

4-3| =2 N -2-HEHZAY I =(5 g) L ZHtert-FEA=(4.12 2)¢] HEZHS=2FTH(60 m) E3HEo] B-=
2IQEEM.6 m)S 7hshal, A&oA 4 AlZE wHkelglth, WS EES 1 mol/L Al Foll mEL, ofAE
g R &30, FEES B 2 ¥d A95E AA F, 75 g EFoR Axsta, §WE 7Y 8
of T/ AAUT. FRES FHMEANE(20 m)-n-FAH100 me)ol @E b, ofHste] FHsba, n-FAroR

IH-NMR (CDCly éppm:

2.65 (3H, s), 2.89 (2H, t, J=6.4Hz), 4.32 (2H, t, J=6.4Hz), 6.76 (1H, d,
J=2.5Hz), 6.85 (1H, dd, J=8.7Hz, 2.5Hz), 7.76 (1H, d, J=8.7Hz), 10.12 (1H,
s)

a1 33

4-[2-(NA G A T2 1 D)ol 5 4] |2 ) = o 8] =

4-(2-7t2F Ao FA] ) -2-m Dl = A 8] =(7.2 g) R SAZFE(14.3 @)o] NN-UWE X Fo=(70 me) e
of, d&st WidBzrlo]=(8.2 m)E 7hstar, shEW wwkslgltt, Wb ERES T wEa, HodolH=
2 FEshln. FEES 8 R X3 AdeE A §, b UEFeR Axsta, §viE A skl S
AAGRAT. AFies A2 24 A2n a9 (&F & n-FAH/ oM ELE = 4/1~3/1) & A A5k
#7] 3Heh=(6.47 @)= AU

IH-NMR (CDC 13 O0ppm:
2.64 (3H, s), 2.88 (2H, t, J=6.3Hz), 4.34 (2H, t, J=6.3Hz), 5.19 (2H, s),
6.73 (1H, d, J=2.4Hz), 6.83 (I1H, dd, J=8.5Hz, 2.4Hz), 7.3-7.4 (5H, m), 7.75

(1H, d, J=8.5Hz), 10.12 (1H, s)

ZFard] 34

{4-[2-(ANASA 7L R D)o EA] ]-2-H El H d } v e}

4-C-dsAZtER d-2-d 2 ZADwl =g Es| = thilell 4-[2-( A SA7EE R ) o FA] |-2-v Wl =<t 5
=5 ARgste] Fard 103} B ies w7 shes ddn
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[0712]
[0713]
[0714]

[0715]

[0716]
[0717]
[0718]

[0719]

[0720]

[0721]
[0722]

[0723]

[0724]

[0725]
[0726]

[0727]

[0728]

SS=50dl 10-0985502

TH—NMR (CDCly éppm:

1.38 (1H, t, J=5.7Hz), 2.35 (3H, s), 2.84 (2H, t, J=6.4Hz), 4.26 (24, t,
J=6.4Hz), 4.63 (2H, d, J=5.7Hz), 5.18 (2H, s), 6.7-6.75 (2H, m), 7.22 (1H,
d, J=8.2Hz), 7.3-7.4 (5H, m)

ZFard] 35

4-({4-[2-(d A7t R D) o SA] o d b &)-1,2-t] S| = R -5-0| 4 & 7 -3H- V] e}5-3-2

4-C-HIAZAZI 2R d-2-mE 22 AN A d [ ghE dgilel] {4-[2-(NASAI T2 R ) EA] 9Dl e&S AL
|3l Fad 117 $Y3 oz w7 IFE % At

—

IH-NMR (DMSO—ds) 6ppm:
1.05-1.1 (6H, m), 2.75-2.85 (3H, m), 3.5 (2H, s), 4.16 (2H, t, J=5.9Hz),
5.14 (2H, s), 6.75-6.8 (2H, m), 7.0-7.05 (2H, m), 7.3-7.4 (GH, m)

-({4-[2-(NE A FtE R ) EA] |-2-w E o d p W gl )-5-0] A % & I -3[-T] 2} Z-3-2

[4-(-ESA 7= E%J_—Z—Uﬂ'é 2D e dilel {4-[2-(AESAI7t=2 R ) o 5 A |-2-v = d | &
=

IH—-NMR (CDC1l3) éppm:

1.12 (6H, d, J=6.8Hz), 2.3 (H, s), 2.75-2.9 (3H, m), 3.6 (2H, s), 4.23
(2H, t, J=6.2Hz), 5.17 (2H, s), 6.62 (1H, dd, J=8.5Hz, 2.7Hz), 6.7 (IH,
d, J=2.7Hz), 6.94 (1H, d, J=8.5Hz), 7.25-7.4 (5H, m)

o

a4 37

3-(2.3.4.6-HEZ-0-olAE-B-D-2FFZI g} = A A ) 4-({4-[2-(NASA 7t 2H )| EA] | D} ) -5-9] &

Z2I-1H-9et&

4-{[4-(2-HA LA Ft2 R d-2-WE Z 2 ZA))Fd e }-1 2-T)s| = 2-5-0| AZ 2 F-3}-3| g} Z-3-& t)ile] 4-

({4-[2-(WE S A 72 R ) o FA [ D ") -1,2-T] 3| E2-5-0| AZ Z I -3H-9] &E-3-25 A-§3to] Fae] 12
H

2
S BUR PHow £/ HPEL AU,

i O

IH-NMR (CDClgy 6ppm:

1.1-1.2 (6H, w, 1.87 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s),
2.82 (24, t, J=6.4Hz), 2.85-2.95 (1H, m), 3.57 (1H, d, J=15.9Hz), 3.63 (IH,
d, J=15.9Hz), 3.8-3.9 (1, m), 4.1-4.15 (1H, w), 4.22 (2H, t, J=6.4Hz),
4.31 (1H, dd, J=12.4Hz, 4.0Hz), 5.16 (2H, s), 5.2-5.3 (3H, m), 5.58 (IH,
d, J=7.6Hz), 6.7-6.8 (2H, m), 7.0-7.05 (2H, m), 7.3-7.4 (5H, m)

o

aref 38

3-(2,3,4,6-HE&-0-oME-B-D-ZHET &= A S A ) -4-({4-[2-(HF SN 72 R ) A BA | H [ €)-5-0] &
Z2I-1H-9et&

4-{[4-(2-AAE AN FtER d-2-H e T2 ZANFH W E}-1,2-T] 3| = 2-5-0]| AZ 2 I-30-1] &} F-3-& Jile] 4-
({4-[2-(NA 2N T2 R D) EA A W E)-1,2-T] 5| =2 -5-0]| A X 2 I-3[-T| & Z-3-2& Al&3}3, oA EH
ER-q-D-2F I gl oMAEHRZR-q-D-ZHEXE A&t Fald 129 U WHoz 7] 3=

< AT
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[0729]
[0730]

[0731]

[0732]

[0733]
[0734]

[0735]

[0736]

[0737]
[0738]

[0739]

[0740]

o
J
Jm
Qﬂ

10-0985502

IH—NMR (CDCls) 6ppm:

1.1-1.2 (6H, m), 1.88 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.17 (3H, s),
2.8-2.9 (3H, m), 3.58 (1H, d, J=16.1Hz), 3.65 (I1H, d, J=16.1Hz), 4.0-4.25
(5H, m), 5.09 (14, dd, J=10.4Hz, 3.5Hz), 5.17 (2H, s), 5.4-5.45 (2H, mw),
5.55 (1H, d, J=8.2Hz), 6.7-6.8 (2H, m), 7.0-7.05 (2H, m), 7.25-7.35 (5H,

m)

Zard 39

3-(2.3.4.6-H Ee}-0-otM - -D-FFAd P A GA)A-({4-[2-(NHA S A FhE R ) ol 5 A |-2-v Do d el ) -
5-olaz e d-1i-v]eE

4~{[4-(2-A AL ATtz d-o-HE T2 ZA)HD]HE}-1,2-T) 5| E2-5-0] AZ 2 I-31-7| g} F-3-& rjrle] 4-
({4-[2-(AAS N 7tER ) d EA |-2-H e H d i 8] )-5-0] A Z 2 Z-31-3] 2} FH-3-5 AL&3lo] Fad 129 &
g WhHo g x| IES Iy

1H-NMR (CDC1l3) 6ppm:

1.05-1.15 (6H, m), 1.8 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.06 (3H, s),
2.25 (3H, s), 2.7-2.85 (3H, m), 3.49 (1H, d, J=16.2Hz), 3.59 (1H, d,
J=16.2Hz), 3.8-3.9 (1H, w), 4.12 (1H, dd, J=12.4Hz, 2.3Hz), 4.21 (2H, t,
J=6.6Hz), 4.3 (1H, dd, J=12.4Hz, 4.0Hz), 5.15-5.3 (5H, m), 5.56 (1H, d,
J=8.0Hz), 6.57 (1H, dd, J=8.5Hz, 2.4Hz), 6.67 (1H, d, J=2.4Hz), 6.8 (1H,
d, 1=8.5Hz), 7.25-7.4 (5H, m)

e

o 40

3-(2.3.4,6-H Ee}-0-otd-B-D-=FAdehe A SA) AA[4-2-TtE F A SAD sl [l D }-5-o] ~x 2 A~
1H-g =

3-(2,3,4,6-F Eet-0-oA - B-D-2F 23] b A S AN -4~ [4-(2- A S A 7t 2 R d-2-vd 2 2 S A o d | v & -
s-olAZ R I-H-vgtE thale]l 3-(2,3,4,6-HE-0-olAE-B-D-FF 2 2= A LA -4-({4-[2-(HA A 712
He)o A dd ) -5-0o| 222 I-1H-T]&}&5S AF§ete] ad 137 I WHoeZ 3x7] SES 44
o},

IH-NMR (CD3;OD) dppm:

1.1-1.15 (64, m), 1.89 (3H, s), 1.97 (3H, s), 2.0 (3H, s), 2.02 (3H, s),

2.71 (2H, t, J=6.2Hz), 2.85-2.95 (10, m), 3.6 (2H, s), 3.9-3.95 (IH, m),

4.1-4.15 (10, m), 4.18 (M, t, J=6.2Hz), 4.3 (1H, dd, IJ=12.4Hz, 4.0Hz),

5.05-5.15 (2H, m), 5.25-5.35 (1H, m), 5.48 (1H, d, J=8.0Hz), 6.75-6.8 (2H,

m), 7.0-7.05 (2H, m)

ZFard 41

3-(2.3.4,6-H] Ee}-0-ob M 9= B-D-2etie sl e 8 S A]) -4 { [4-(2-7h2 BA o EAD) i | W &l }-5-o] A 2 -
1H- T‘E T'_:' t}_

3-(2,3,4,6-E E&}-0-oFA & - B -D-FF 23| 2t S A -4 [4-(C- Wl A SA| 7t 2 B d -2-vd Z 2 FA]) o) d v © }-
S-olaz 2 a-1H-v2kE thlel 3-(2,3,4,6-H Et-0-oAE-B-D-2HEd e d 52 ) -4-({4-[2-(NE A7+ 2
Bd)oSA A E)-5-0l Az 2 A-11-v2kES ARSsto] Fard 133} A3 WReR 7] 3geES I
ot

l
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[0741]
[0742]

[0743]

[0744]

[0745]
[0746]

[0747]

[0748]

[0749]
[0750]
[0751]

[0752]

SS=50dl 10-0985502

1H-NMR (CD3sOD) 6ppm:

1.1-1.2 (6H, m, 1.9 (3H, s), 1.95 H, s), 1.99 (3H, s), 2.16 (3H, 9),
2.70 (2H, t, J=6.1Hz), 2.85-2.95 (1H, m), 3.61 (2H, s), 4.05-4.2 (5H, m),
5.19 (1H, dd, J=10.4Hz, 3.5Hz), 5.25-5.35 (1H, m), 5.4-5.45 (I, mw), 5.46
(1H, d, J=8.1Hz), 6.75-6.8 (2H, m), 7.0-7.05 (2H, m)

o

alof 42

3-(2.3.4.6-H Ee}-0-otME-B-D-FF I 2} e A S A -4-{[4-(2-F} 2B A A FAD) -2-w & o J | v & }-5-0] A 32
=23-1H-9 %

3-(2,3,4,6-E| Eg}-0-otME-B-D-2F 2T f = A KA -4-{[4- (- A SA 7t 2R d-2-H g 2 2 Z A 1)1113_]1:%1%}—
S-olAxRIA-1H-9 ek tiilel 3-(2,3,4,6-HEg-0-otE-B-D-=F 23] 2h i S A ) -4-({4-[2-
Hd)oEA]]-2-vead ) -5-0] AZ ZI-1H-T &tE5 AR&ate] Fale] 133 sdg WioeR
S It

IH-NMR (CD3OD) dppm:

1.1-1.15 (6H, m), 1.82 (3H, s), 1.96 (3H, s), 2.0 (3H, s), 2.02 (3H, s),

2.26 (3H, s), 2.7 (2H, t, J=6.2Hz), 2.75-2.9 (1H, m), 3.53 (1H, d, J=16.4Hz),

3.58 (1H, d, J=16.4Hz), 3.85-3.95 (1H, m), 4.08 (1H, dd, J=12.4Hz, 2.4Hz),

4.17 (2H, t, J=6.2Hz), 4.28 (1H, dd, J=12.4Hz, 4.1Hz), 5.0-5.15 CH, m),

5.27 (1H, t, J=0.6Hz), 5.43 (1H, d, J=7.9Hz), 6.61 (1H, dd, J=8.5Hz, 2.5Hz),

6.71 (1H, d, J=2.5Hz), 6.77 (1H, d, J=8.5Hz)

ZFard] 43

AA[4-B-FtEB A Z 2 F A -2-v o d | W © }-5-0] AT 2 A-3-(2,3.4,6-H Ee}-0-9 W= P-B-D-SF 7] e
ASAD-1H-9] 2=

4-[(4-0 A5 A) -2~ D) D) W ” ]-5-0] 22 2 9-3-(2,3,4, 6~ E&}-0-3] 2 2 Q1= B -D- 2% 5] 2 2 S 4] )~ 1H-
gekE didlel 4-({4-[3-(MASA7tER ) 22 ZA | -2-w g i d } g )-5-0] A X 2 1-3-(2,3,4,6-H E&H-0-9]
W2 d-B-D-SF RIS eFES ARE ko] Fare] 259 FAd Wow #7] spetes A
IH-NMR (CDC1l3 éppm:

1.04 (9H, s), 1.05-1.2 (33H, m), 2.05-2.15 (2H, m), 2.25 (3H, s), 2.5-2.6

(2H, m), 2.7-2.8 (1H, m), 3.52 (2H, s), 3.8-3.9 (1H, m), 3.95-4.0 (24, w),

4.05-4.15 (14, m), 4.17 (14, dd, J=12.4Hz, 1.9Hz), 5.15-5.3 (2H, m), 5.36

(1H, t, J=9.4Hz), 5.53 (1H, d, J=8.3Hz), 6.57 (IH, dd, J=8.4Hz, 2.7Hz),

6.67 (1H, d, J=2.7Hz), 6.81 (1H, d, J=8.4Hz)

e

3o 44

2-o}v] - & 5 2.5] 4% Wi o] 2] A

2-(tert-F-EA7LER dolu| ) -2-wEl L2 9] 2 AH(4.06 g)o N N-TWEEEoln|=(40 m) |Nd|, EALZF
(4.15 ) ¢ tﬂﬂgiu}olz(z.&% mfa) 7vekar, AdA 2 AIZE wRkelgitk. whg EES Tl wE I,
oM EANER FE3Y. FEES E B 23 AUFE AA F, 55 MR EFSR Axsta, &E 7
& 3slel FH ﬂlﬂﬁ}c’ﬂt} AFEGA)E n-IAo R Aestal oJFete] Hela, AAHS 7Y st dxFoR
A 2-(tert-F-EA 72K doln] 1 )-2-Hw| &l Z 2 9] &AL Wl Ao ~HZ(4.44 ¢)& AT, oA 2-(tert-F=A]7}
2Rdolu i )-2-w e L2 9] LA iAo A Z(4.44 g)o] G4 mol/L 1,4-5154F &9 15 ml)S 7psfa, A
oA SRR Wittt kg £ERES vddHde2R Asta, 1 Al wielth. EEES AFste F

staL, teldole== A 5, 3 shell Axgre=A 77] 3= (3.4 9)& FAH
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[0753]
[0754]

[0755]

[0756]

[0757]
[0758]

[0759]

[0760]

[0761]
[0762]

[0763]

[0764]

S=50dl 10-0985502

1IH-NMR (DMSO—ds) 6ppm:
1.49 (6H, s), 5.25 (2H, s), 7.3-7.45 (5H, m), 8.54 (3H, brs)

ZFard 45

3-(2.3.4,6-H| Et-0-obA 9= B -D-F T 5] ehre 8 AN -4-[ (4-{2-[1-M A S A FEE R I-1-( D) | Db 2 v

Aol A -2-m e o d)w & |-5-0] A 2 H-1[-3] 2}&

3-(2,3,4,6-E| E&}-0-oFA & - B -D-2F 23| 2} S 4] ) -4—{ [4- (-7 2 H Ao A ) -2-v D o d | W E }-5-0] &= 22

22-1-92k£(0.14 g) o] N N-tWd£Fop]=(3 me) &0l 2-opr|m-2-vd Z 2923k Wi A= 4tk
(57 mg), 1-3|=FAMEELoFE(31 mg), 1-oE-3-G-"udolrmzzd)7ten o= dA(60 mg) =
Eo"olwl(0.087 me)S 7FetaL, Aol 4 ARE wrkegltt. vk E¢aS FFol mEal, o ELdER

FEAAG. FEES B D I 495 A4 T, 5 PWUEFOR dxdtn, §04E 09 ol 37 A
A, AREE AU A9 AmhEan(8E £ QaMEA/ MRS - 40/1~20/D)% AAs] E
7] BAE0.15 o)< AU

IH-NMR (CDC13) dppm:

1.1-1.15 (6H, m), 1.56 (6H, s), 1.81 (3H, s), 1.99 (3H, s), 2.02 (3H, s),
2.05 (3H, s), 2.25 (3H, s), 2.6 (2H, t, J=6.1Hz), 2.75-2.85 (1H, m), 3.5
(1H, d, J=16.7Hz), 3.59 (1H, d, J=16.7Hz), 3.8-3.9 (IH, m), 4.05-4.2 (3H,
m, 4.29 (1H, dd, J=12.5Hz, 4.0Hz), 5.1-5.3 (5H, m), 5.56 (1H, d, J=8.1Hz),
6.53 (1H, brs), 6.57 (1H, dd, J=8.5Hz, 2.5Hz), 6.67 (I1H, d, J=2.5Hz), 6.8
(1H, d, J=8.5Hz), 7.25-7.4 (5H, m)

ZFard 46

3-(2.3.4,6-B| Eg}-0-o} A el - B -D-FFF 3] g = A S X)) —4-[ (4—{2-[(S)-1-(H A A 7t= B d) o &l 7= up ) ] o
Sl -o-vEd ) el [-5-o] A e A -1H-T] eh=

2-obm)ie-2-vR 23] et WA 2HE Akl tilel (S)-2-obrl e est wAd AE 2p-EANA S AL
o]
=

2~
=
g3tol Fael 459 BAT WO W] HYBS Arh

IH-NMR (CD3;OD) é6ppm:

1.05-1.15 (6H, m), 1.38 (3H, d, J=7.3Hz), 1.82 (3H, s), 1.95 (3H, s), 2.0
(3H, s), 2.01 (3H, s), 2.25 (3H, s), 2.6-2.7 H, m), 2.75-2.9 (I1H, m),
3.52 (1H, d, J=16.5Hz), 3.58 (1H, d, J=16.5Hz), 3.85-3.95 (1H, m), 4.07
(1H, dd, J=12.2Hz, 2.5Hz), 4.1-4.2 (2H, w), 4.27 (1H, dd, J=12. 2Hz, 4. 2Hz),
4.4-4.5 (1H, m), 5.0-5.2 (4H, m), 5.28 (IH, t, J=9.5Hz), 5.43 (IH, d,
J=17.9Hz), 6.58 (I1H, dd, J=8.5Hz, 2.2Hz), 6.69 (1H, d, J=2.2Hz), 6.76 (1H,
d, J=8.5Hz), 7.25-7.4 (5H, m)

ZFard 47

4-[4-{3-[1-A A FtE R d-1-(HE)o|&IlEn R A |Z 2 ZA] j-o-v D d )W &l |-5-0] L 2 H-3-
(2.3.4.6-HEZH-O0-HI2d-p-D-FF IS A))-1H-9 &=

3-(2,3,4,6-H E&-0-otA - B -D-2FZI &= FA) -4~ [4-(2-F} 2 F A FA] ) -2-w D3| d | W & }-5-0] &
2I-1-9gE tale] 4H{[4-3-FI2EHAIZZZA)-2-Hd | d | & }-5-0] 2 X 2 H-3-(2,3,4,6-E| E&}-0-3] &
2U-B-D-ZFIZIHF A GA)-1H-T ZEE& AHEste] Faid 459 59 WHoR 17 eSS It
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[0765]
[0766]

[0767]

[0768]

[0769]

[0770]

[0771]

[0772]

[0773]
[0774]

[0775]

[0776]

S=50dl 10-0985502

1IH-NMR (CDC1ls) dppm:
1.0-1.2 (42H, m), 1.52 (6H, s), 1.95-2.1 (Zi-l, m, 2.25 (3H, s), 2.34 (2H,
t, 1=7.3Hz), 2.7-2.85 (1H, m), 3.52 (2H, s), 3.8-3.95 (3H, m), 4.05-4.2
(2H, m), 5.1-5.25 (4H, m), 5.36 (IH, t, J=9.1Hz), 5.65 (1H, d, I=8.3Hz),
6.05 (1H, brs), 6.53 (1H, dd, J=8.2Hz, 2.5Hz), 6.65 (1H, d, J=2.5Hz), 6.81
(1H, d, J=8.2Hz), 7.25-7.4 (5H, m)

ZFard 48

3-(2,3.4,.6-HEZH-0-tME-B-D-FF AT 2} = 2 S A])-4-[ (4-{2-[1-FIEFA-1-(A D) A P 28R A || 5 A] }-
2-m g D) E]-5-0| AT 2 I-1{-J] &

3-(2,3,4,6-H Eg}-0-otAE-B-D-=F 23 e = A5 A -4-[ (4-{2-[1-H1 A SA7 2 R d-1-(W ) o & 7} 2 np i
Al EA p-2-mE A d)wE]-5-o] AZ2H-1H-T & (0.15 g)& WEE(5 m)dd §3A7]L, 10% Zehadi
250 mg)e 7hekaL, a4 E97] st A2l et wakslglvh. E8&ES ofa AlAskaL, odfe] Gl
£ S ool SF AAFe =M %7] 88E(0.13 g0 IAH.

IH-NMR (CD3OD) dppm:

1.05-1.15 (6H, m), 1.47 (6H, s), 1.82 (3H, s), 1.96 (3H, s), 2.0 (3H, s),

2.02 (34, s), 2.26 (3H, s), 2.6 (2H, t, J=6.3Hz), 2.75-2.9 (I1H, m), 3.52

(1H, d, J=16.4Hz), 3.58 (I1H, d, J=16.4Hz), 3.85-3.95 (1H, m), 4.07 (IH,

dd, J=12.4Hz, 2.2Hz), 4.16 (2H, t, J=6.3Hz), 4.27 (1H, dd, J=12. 4Hz, 4.0Hz),

5.0-5.15 (2H, m), 5.28 (1H, t, J=9.5Hz), 5.43 (1H, d, J=8.2Hz), 6.61 (iH,

dd, J=8.5Hz, 2.6Hz), 6.71 (1H, d, J=2.6Hz), 6.77 (1H, d, J=8.5Hz)

e

Lo 49

3-(2.3.4.6-H Ee}-0-otA "l - B -D-2F 3] epre A S A -4-[ (4={2-[(S)-1-(FF=EAD o El T2 np R A Jof 4] }-
2-m gl ) e ]-5-0] A2 2 d-1H-v] <%

3-(2,3,4,6-H E2}-0-0} M El- B -D-ZF 25 2} 1= 21 8 X)) -4-[ (4-{2-[ 10 A S A 7} 2 1 d-1- (v =)ol & 7} 2 m)
Al EA -2-v e H ) Wd |-5-0] AZ 2 G-1H-9] 2} tfale] 3-(2,3,4,6-HEe-0-old-B-D-2F 23| 2hied
SAD-4-[(4-{2-[(S)-1-(A A A7t 2 R d ) D7t 2nt 2 d o S A }-2-vd s ) W & | -5-0] A T 2 A -1H-v| eh&-5
ARgate] Fhare] 487 UG WHOR 7] IFES AU

IH—NMR (CDsOD) 6 ppm:

1.05-1.15 (6H, m), 1.39 (3H, d, J=7.3Hz), 1.82 (3H, s), 1.96 (3H, s), 2.0

(3H, s), 2.02 (3H, s), 2.26 (3H, s), 2.6-2.7 (2H, m), 2.75-2.9 (IH, m),

3.52 (1, d, J=16.6Hz), 3.58 (1H, d, J=16.6Hz), 3.85-3.95 (1H, m), 4.07

(1H, dd, J=12.4Hz, 2.5Hz), 4.1-4.25 (2H, m), 4.27 (1H, dd, J=12.4Hz, 4. 0Hz),

4.4 (1, q, J=7.3Hz), 5.0-5.15 (2H, m), 5.28 (1H, t, J=0.4Hz), 5.43 (1H,

d, J=8.0Hz), 6.62 (1H, dd, J=8.3Hz, 2.7Hz), 6.72 (1H, d, J=2.7Hz), 6.77

(1H, d, J=8.3Hz)

ZFard] 50

4-[(4={(3-[1-7h 2 B A 1= (s ) o D b 01| 5% 2 FA] -g-wi S s oy &l -5-0] 4o 2 2 3 -3-(2,3,4,6-H] E e}
0-3] %2 9)- B-D-2 F 3 5] e S A])-1H-5] e}

3-(2,3,4,6-H Eg}-0-ot A E-B-D-2F 23| g} =2 S A -4-[(4-{2- [ 1-Z SA 72 1 d-1-(F ") d 2 7} 2 v =
Al EA  2-HEHd)wE]-5-0] 2 Z2H-11-T 2} & o] 4-[(4-{3-[1-W12& 1 Pei‘é 1-(dE)edzt=
W |2 EA] 2w e o ) W e ]-5-0] 2 X 2 3-3-(2,3,4,6-H Eg}-0-7 F=U-3 FRI A GA])-

1H- &L A&3te] Hao] 483 EA3F o 7] gES A9},
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[0777]

[0778]
[0779]

[0780]

[0781]

[0782]
[0783]

[0784]

[0785]

o
J
Jm
Qﬂ

10-0985502

IH-NMR (CDsOD) éppm:

1.05-1.2 (42H, m, 1.44 (6H, s), 1.95-2.05 (2H, m), 2.26 (3H, s), 2.35 (2H,
t, J=7.4Hz), 2.75-2.85 (1H, m), 3.5-3.6 (2H, ), 3.9-4.0 (3H, m), 4.09 (1H,
dd, J=12.4Hz, 1.8Hz), 4.17 (1H, dd, J=12.4Hz, 4.2Hz), 5.05-5.2 (2H, m),
5.39 (1H, t, J=9.5Hz), 5.58 (IH, d, J=7.9Hz), 6.58 (1H, dd, J=8.4Hz, 2.6Hz),

6.7 (1H, d, J=2.6Hz), 6.8 (1H, d, J=8.4Hz)

ZFard 51

3-(2,3.,4,6-H E&}-0-otE-B-D-ZHET e S A ~4-[ (4-{4-[1-FI2FA]-1-(H &)l g I} 2 u} 2 A | F e } o
e ]-5-0l Az 2 -1H-v g =

3-(2,3,4,6-E Ee-0-opA e~ B -D-AHET ehe A S A -4-[(4-8. 2. =i ) md ] -5-o] A = A -11-9] 2}5(0.43
g), 4~ (94 mg), HIEZ7|=(ELH éiiL) Z2HE(0)(37 mg), £2=3) A1T-(12 ng) 2 Eo|do}
91(0.45 ml) o] HEZHSEZFH(E ml) Ed=S of=22 E97] st A2eA shxut wyksidltt. vhg Z3HE
< 0.5 mol/L fAtgel wm=al, oA ERt g R FE330. FEES & B 3 A A §, b 44t
YEFow Axsta, §uls At st 7 AASY. IRes Heybd 29 ARviEIHI(EE -
n-8t/ o Eatold = 1/2~olAEAtE) 2 AA|ste] 3-(2,3,4,6-H Eg}- —OHﬂE‘—B—D—QE@AE} A5
4~{[4-(4-7} 2B A el -1-o| ) AT | W& }-5-0] A X 2 FI-1H-3] 2}£(0.37 g)< I}t o|AS N N-tvd =z
" =(6 mfz)oﬂ a|Al7]aL, 2-opv|-2-vE Z 2y 24t wiFo~H 2 1kl (0.15 g), l—olE%M HlzEgol&
(86 mg), 1-d€-3-(3-trdoln =2 )7tz rtjolu]= J21¢3(0.22 g) L EFEo}7(0.32 m)S 7
2 2-of A —a—}%t,'.} WRFEFITE, WS EIES 0.5 mol/L GAkEel w2, ol EAdER FEEt. FEES
B, ¥3} A UEF 78 9 x3t AdeR AR A §, B REFeR Az, SuiE A
el 7 AAS Y. AFES HAerhd 24 A=viEad9(&E Sl dspiEd/veE = 20/ 2 A
Alste] 3-(2,3,4,6-H Eg-0-obAE-B-D-Z B g = A S A -4-[ (4-{4-[1-91Ed A 7t 2 R d -1-(H &) o D 7=
vpR ] FER-1-o)d bl ) W ] -5-0] A 2 F-1H-9] 24E(0.36 g) & AU o] 2E wehE(5 m)ol &3] aL,
10% ZehEekh 2250 mg)S 7Fetal, i 97 Sl Aol 2 AzE anksgith. BEES oy
AAsAL, AN o] Gl 79t St FF AAToEZA 7] $5E(0.31 g)S AU,

_ﬁ
ol
ol
R

IH-NMR (CD3;OD) dppm:

1.1-1.2 (6H, m), 1.44 (6H, s), 1.55-1.65 (4H, m), 1.88 (3H, s), 1.95 (3H,
s), 1.99 (3H, s), 2.1-2.2 (5H, m), 2.5-2.6 (2H, m), 2.85-3.0 (1H, mw,
3.55-3.7 (2H, m), 4.05-4.2 (3H, m), 5.19 (1H, dd, J=10.4Hz, 3.5Hz),
5.25-5.35 (1H, m), 5.4-5.45 (1H, w, 5.46 (1H, d, J=8.1Hz), 7.0-7.1 (4H,

m

4-[U-A{2-[1-FtEnte A-1-( &) o D72 ntw o [l FA] }-2-v D ol ) vi| & | -3-( B -D-=-F 51 39] 2} A S A ) -5-9]
AR I-1H-9] 2

3-(2,3,4,6-Bl E-0-otA & - B -D-2F 23 2} e & A ) -4—{ [4-(2-F1 2B A o HA] ) -2-v| & F d v & }-5-0] &
23-11-922(0.2 g)2 NN-trEdESoln|=(3 ml) &Hol| 2-o}m|=-2-1| e = 2 3] L0} = (47 mg), —LIE
Az EZoFE(50 mg), 1-ol"-3-(3-tiMdetr =z 2 )72 nr)oln = Gl (118 mg) 3 ElelHolwl (0.
me)& 7hekar, A2olA syt WAt wke EFES FFol wEa, olNEAtdE Tgo}"ﬂt} %%
S B Y ¥ AAFRE A §, P SRIGEFoR dxeta, &ulE At st SF AASUT. JFRE

A7t A9 A2vtEadd($E &9 AsiEA/ e = 20/1~10/D)E A8k 3—(2,3,4,6—121123}—
0ot E-B-D-=F 2 T SA ) -4-[ (4-{2-[1-7} 20t L-1-(H ) A & 7t 2R L ol EA| }-2-v e | D) v € |
5ol AT 2 H-11-92E(0.12 g)& AJATF. olAS WErE(3 m)ol &7, YEF WEA=(28% vehe
9, 0.06 m)E 7hekar, ALolA 1 Az wiksgith. Wk £3E] b EANO0.1 m)E 7hebal, 7St st
sEea, FFES DS 2 FEHAA v SHS, £F vl W) E AAFo=M w7 3FE80

mg) = C/\/\T;]—

lo w15
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[0786]
[0787]

[0788]

[0789]

[0790]
[0791]

[0792]

[0793]

[0794]
[0795]
[0796]

[0797]

[0798]
[0799]

[0800]

SS=50ol 10-0985502

IH-NMR (CD3;OD) dppm:

1.05-1.15 (6H, m), 1.47 (6H, s), 2.29 (3H, s), 2.62 (2H, t, J=6.1Hz),
2.75-2.85 (1H, m), 3.25-3.4 (4, m), 3.6-3.75 (3H, m), 3.81 (IH, d,
J=11.9Hz), 4.18 (2H, t, J=6.1Hz), 4.95-5.05 (1H, m), 6.63 (1H, dd, J=8. 4Hz,
2.4Hz), 6.72 (1H, d, J=2.4Hz), 6.86 (I1H, d, J=8.4Hz)

A A 79

4-[(A-{2-[1-7h=uped-1-(A ) o Dot 2t g o 5 A bl ) v 2] -3-( B-D-ZF v ehe d G A)-5-0] A e g
_1H_TE Ek%

3-(2,3,4,6-H Eg-0-otH €~ B -D-2F F I e FA) -4~ [4-(2-FI 2 F A EA)-2-w B o d | W & }-5-0] & 2
2I-1-gF dalel 3-(2,3,4,6-HEZ-0-otHE-B-D-2FFZ 3 e S A])4-{[4-(2-FI2FA] | EA ) A d
We-5-o] AT 2 H-1H-12}5S AFREe] Ao 783 U3 W oR F7) IFES AU}

Ft:

IH-NMR (CD3;OD) dppm:

1.5-1.15 (6H, m), 1.47 (6H, s), 2.63 (2H, t, J=6.2Hz), 2.85-2.95 (I1H, m),
3.3-3.4 (4H, m), 3.6-3.75 (3H, m), 3.8-3.85 (I1H, m), 4.19 (2H, t, J=6.2Hz),
5.05-5.1 (1H, m), 6.8-6.85 (2H, m), 7.1-7.15 (2H, m)

8-(B-D-2 F 3] ehe 88 A 4= (4-(2-[2-8| =51, 1-t] (&) o b b o) o) Al 3y 6 ]-5-o] 42
Zo-10-9 2=

3-(2,3,4, 6~ E2h-0-ob Al &= B -D- 3 % 31 b1 41 S ) -4 [4~(2-7} 2 B A o] 5] )-2- 0 & W | ] ] J-5-o0] s
2H-U-ADE B 3-(2,3,4,6-8 Eeb-0-0bA B- B -D-F T3] thae S A -d—{ [4-(2-7H2 B A | B4 9
960l 2 Z 2 AU ES AgHL, 2-olu 2 rlEE R Lolu = Gale] 2-ohw]-2-v PR @S

& Abgatel AN 783 BAF PHOE H7] RFEL AR

—

IH-NMR (CD3OD) éppm: ‘

1.1-1.15 (6H, w), 1.27 (6H, s), 2.59 (2H, t, J=6.2Hz), 2.85-2.95 (IH, m),
3.3-3.4 (4H, m), 3.57 (2H, s), 3.6-3.85 (4H, m), 4.16 (2H, t, J=6.2Hz),
5.05-5.1 (1H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m

Zra1o 52
1-(2-oln =-2-H el L 2 5] @ U)-4-m]| &l 9] F| 2} 3]

-l AS NIt ER ol h-2-W Y L 292 4H2.37 g)¢ HEZHS=2FTH(20 m) %Qﬂoﬂ 1,1'-7l2Rd H]A-

IH-olH| T (1.78 @)= 7FstaL, A2olA 1 A7k wRksigith. vkg He} (2.0 m)S 718k,

40TCollA 3.5¢7F wwkslgint. wbg & WgSs ik, 7ot st 53 F, AFES dyshA 4™

FntEaYY(LE & Fagda/MerS = 20/1)E A s, 1-(2-HA S A 72 H doln| 1-2-m g L £ )

) -4-wEa A2 (1.99 g)& AUt olAL W& (10 me)ol F3AI7Ia, 10% Fehses 2304 9

7Vekar, G4 BH7] Sl A2elA] 3 AzE wdElth. BEES o3 AASa, e &g et ol
N

T AATe=N 27] seE(1.14 g)= IAH

r}oi«
e
e
2
N
4,
i,
L

1IH-NMR (CD3OD) dppm:
1.39 (6H, s), 2.3 (3H, s), 2.44 (4H, t, J=5.1Hz), 3.77 (4H, brs)

Zarof 53

2-(2-obr] —2-HEd Z & 3] @ Yoln| ) o ek
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[0801]

[0802]
[0803]

[0804]

[0805]

[0806]
[0807]

[0808]

[0809]

[0810]
[0811]

[0812]

[0813]

[0814]
[0815]

[0816]

o2l tjalel] 2-opv| ol §he-& AREato] Rare] 529 wAd o w7] deEs A

tH—NMR (CD3OD) 6ppm:
1.31 (6H, s), 3.25-3.35 (2H, m), 3.6 (2H, t, I=5.8Hz)

3-(B-D-FFaI g2 & A)-5-0| AT 2 H-4-{[4-2-{1-[4-HE g A gR-1-d)7l2r d]-1-(d &) &I} 2n}
At EADA Y W E }-10-T] 2} =

3-(2,3,4,6-H Eg}-0-otAE- B -D-=F I e = A 5 A -4~{[4-(2-7F 2 5 A ol A -2-m D 7 d | ol & }-5-0] A 3
24-1H-9eE tiilel 3-(2,3,4,6-H E-0-obA g~ B -D-2F 329 th e S A -4-{ [4-(2-7F2 5 A o 4] 3 d
W )-5-0] 432 2 A-TH-7| b5 & AFEERIL, 2-0b| 2w el 23 Lolu = ojAle] 1-(2-obu] v € 2 5] o
d)-4-wF 9 A xS AREste] AAle] 783 FU3 W ow 7] SYEES AU

IH—NMR (CD3OD) éppm:

1.05-1.2 (6H, m), 1.45 (6H, s), 2.2 (3H, s), 2.3-2.5 (4H, m), 2.6 (2H, ¢,

J=5.7THz), 2.85-2.95 (1H, m), 3.3-3.4 (4H, m), 3.6-3.9 (8H, m), 4.18 (2H,

t, J=5.7Hz), 5.05-5.1 (1H, m), 6.75-6.85 (2H, m), 7.1-7.15 (2H, m)

AAldl 82

3-(B-D-ZHeh e v b 3 9 A)-6-0] 4 3 2 3 -4~ [4-(2~{1-[ (4=l D 5 A 2 21-1-9)) b= W ) |-1- (v &) ) o] &l b}
wol ol %A A g | v - 1] 2}

3-(2,3,4,6-H| ET}-0-otAE- B -D-2F 3 eh e S A ) -4 [4-(2-7 25 A S -2-v 2 o d | v & }-5-0] & 2
2-U-T2kE Ao 3-(2,3,4,6-H] Ek-0-obA & B -D-Ze E T 2 28 A )—4-{ [4-(2-7F 2B A o] ZA]) 3] W |
e )50 £ X R B2 E S Algeli, 2-ofu gAY E ] SolrlE iAo 1-(2-ont-g-v|YE 2| o
D4 DAL ALgetel DAe] 783 FAR YHow £7] HEEL A

IH—NMR (CD3OD) 6ppm:

1.05-1.2 (6H, m), 1.45 (6H, s), 2.17 (3H, s), 2.35 (4H, brs), 2.6 (2H, t,

J=5.6Hz), 2.85-2.95 (I1H, m), 3.52 (1H, dd, J=9.7Hz, 3.2Hz), 3.55-3.9 (11H,

m, 4.18 (20, t, J=5.6Hz), 5.08 (1H, d, J=7.6Hz), 6.75-6.85 (2H, m),

7.05-7.2 (2H, m)

3-(B-D-=FF I FA)-4-[(4-{2-[1-C-3 EFA 720 E ) -1-(HE) A &I EHL R [ EA] 7]
e ]-5-0| Az 2 -1H-v g =

3-(2,3,4,6-H Eg}-0-otAE- B -D-2F 23 e = A 5 A —4~{[4-(2-7F2 5 A ol A -2-m D 7 d | ol & }-5-0] A 3
23-1-gF diilel 3-(2,3,4,6-8Hl Egt-0-otE- B -D-=F 329 et = S A -4—{[4-(2- 72 5 Al o FA] ) 7 d |
WE)-5-0) £ X R W15 S AEEhT, 2-ohu] w2 = 7] Sopr] = thale] 2-(2-opn -2 EE 2] o
dopr )| gh&-& Ab&ato] AAlo] 783 A3 WHoR £7] SFES AU

IH-NMR (CD3OD) 6ppm:

1.1-1.15 (6H, m), 1.45 (6H, s), 2.63 (2H, t, J=6.2Hz), 2.85-2.95 (1H, m),

3.24 (2H, t, J=5.9Hz), 3.3-3.4 (4H, m), 3.51 (2H, t, J=5.9Hz), 3.6-3.85

(4H, m), 4.19 (2H, t, J=6.2Hz), 5.05-5.1 (1H, m), 6.8-6.85 (2H, m), 7.1-7.15

(2H, m)

AAd 84

S-(B-D-FF It A GA)-4-[(4-A{2-[(S)-2-s| =FA-1-(HE) Al D7t Ent R [ SA] o ) v | | -5-0] =52
=23-1H-9 %
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[0817]

[0818]
[0819]

[0820]

[0821]

[0822]
[0823]

[0824]

[0825]

[0826]
[0827]

[0828]

[0829]

[0830]

SS=50ol 10-0985502

3-(2,3,4,6-Hl Egt-0-otAE- B -D-2F 29 et = A KA ) -4~{ [4-(2-7F 2 F A ol S A] ) -2-w D 7 d | ¥l & }-5-0] &3

23-1-vg=E  thalel 3-(2,3,4,6-EHEe-0-olHE- B -D-FF 23] 2} & A -4-{ [4-(2-FF 2 B A o EA] ) ¥ d ]
He)-5-0] 2 Z 2 G-1H-T &S AREStaL, 2-ofvwe-2-vEZ 2o 2ol = glile] (§)-2-ob| - 1-ZRFES
Abgste]l A 78% FUS WP %7 SFES At

IH-NMR (CD3OD) édppm:

1.1-1.15 (94, m), 2.55-2.65 (2H, m), 2.85-2.95 (1H, m), 3.3-3.4 (4H, m),

3.44 (1H, dd, J=10.9Hz, 5.7Hz), 3.49 (1H, dd, J=10.9Hz, 5.6Hz), 3.6-3.75

(34, m), 3.8-3.85 (1H, m), 3.9-4.0 (14, m), 4.15-4.25 (24, m), 5.0-5.1 (1H,

m, 6.75-6.85 (2H, m), 7.05-7.15 (2H, m)

A Al 85

3-(B-D-ZFadet e FA])-5-0] AT 2 A-4-{[4-(2-{1-[(4-vD e}zl -1-) 7= n d |-1-(H &) A & 7k =0}
ol s A -2-m e d | v d }-1H-9] 2=

3-(2,3,4,6-H| ETt-0-otAE- B -D-2F 3 eh e S A -4 [4-(2-7 25 A FA])) -2-v 2 o d | v & }-5-0] & 2
2 U A 3-(2,3,4,6-H1E 2h-0-0b A El- B D2 215] 8p A8 A -] (4-{2-[ 1712 B A1 ( A 8]
D7kl m el ]o] %Al j-g-r] W D) WD )0l 2 E R F-1- 5 S ALG eI, 2-ofn]te-g-n] € 3] eojn
el 1-w ool ebd S AREste] AAle] 783 FA7 WHo® £7] StEs EU

IH~NMR (CD3sOD) 6ppm:

1.1-1.15 (6H, m), 1.45 (6H, s), 2.18 (3H, s), 2.29 (3H, s), 2.36 (4H, brs),

2.6 (2H, t, J=5.7Hz), 2.75-2.85 (1H, m), 3.25-3.4 (4H, w), 3.55-3.75 (7H,

m, 3.82 (1H, d, J=11.8Hz), 4.17 (2H, t, J=5.THz), 5.0-5.15 (1H, m), 6.63

(1H, dd, J=8.4Hz, 2.5Hz), 6.71 (1H, d, J=2.5Hz), 6.87 (1H, d, J=8.4Hz)

3-(B-D-=FFI et A A)-4-[(4-{2-[2-3| EFA|-1, 1-H| ~ B =EFA W E) A H 7L 2 RLH Y o] S A] }-2-w[ 7]
D e ]-5-0] AT 2 A -1H-v] 2} =

2-otr)ie-2-wE T 2 u] ot = thile] Ega(s|=ZA WY )obn| e wEE & ARE-Ste] AAe] 783 FUF WY
o= %] FES AU

IH—NMR (CD3OD) éppm:

1.05-1.15 (6H, m), 2.29 (3H, s), 2.68 (2H, t, J=6.1Hz), 2.75-2.85 (1H, m),
3.25-3.4 (4H, w), 3.6-3.75 (9H, m), 3.81 (IH, d, J=12.0Hz), 4.18 (2H, f,
J=6.1Hz), 5.0-5.05 (1H, m), 6.65 (1H, dd, J=8.4Hz, 2.3Hz), 6.74 (1H, d,
J=2.3Hz), 6.86 (1H, d, J=8.4Hz)

AAld 87

3-(B-D-FFFI A& A)-4-[ (4-{2-[2-3| == A]-1, 1-T](HE) &I}l 2nt R A [ B A }-2-vel A )i & |-
5-olA X 2 H-1l-v]2}=

ool L ] 2-cfrla2 IR Al A T Bl o
271 eSS AU

IH—NMR (CD3OD) 6ppm:

1.05-1.2 (6H, m, 1.27 (6H, s), 2.29 (3H, s), 2.58 (2H, t, J=6.2Hz),

2.75-2.85 (1H, m), 3.2-3.4 (4H, m), 3.57 (2H, s), 3.6-3.75 (3H, m), 3.82

(1H, d, J=11.9Hz), 4.16 (2H, t, J=6.2Hz), 4.95-5.05 (IH, m), 6.62 (1H, dd,

J=8.4Hz, 2.0Hz), 6.72 (I1H, d, J=2.0Hz), 6.86 (IH, d, J=8.4Hz)
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[0831]

[0832]

[0833]

[0834]
[0835]

[0836]

[0837]

[0838]

[0839]
[0840]

[0841]

[0842]

[0843]
[0844]

[0845]

[0846]

S=50ol 10-0985502

Ao 88

3-(B-D-=Favebe A 4-[(4-{2-[2-3| = FA-1-d| =S A v E-1-(d E) ol D7k 2 up R o o 5 4] }-2-vl & 5]
D e ]-5-0] AT 2 A -1H-v] 2} =

2-obu|ie-2-vEdZ 25| Lolu = gl 2-opu]e-2-vE-1,3- TR AT &S AHGEte] AAe] 787 UG Lo
= 27 stEd Aflh

IH—NMR (CD3OD) dppm:

1.1-1.15 (6H, m, 1.25 (3H, s), 2.29 H, s), 2.63 (2H, t, J=6.2Hz),
2.75-2.85 (14, m), 3.25-3.4 (4H, m), 3.6-3.7 (7H, m), 3.81 (1H, d, J=11.8Hz),
4.17 (28, t, J=6.2Hz), 5.0-5.05 (1H, m), 6.63 (1H, dd, J=8.4Hz, 2.4Hz),
6.73 (18, d, J=2.4Hz), 6.86 (I1H, d, J=8.4Hz)

Aol 89

3-(B-D-FFFIep = Z A -4-[ (4-{2-[1-{[4--3| =EEA d E) I H e} -1-Ld |7l2 B I }-1-(HE) o &Il =n}
B EA 2-wE A )W e [-5-0]| AT 2 A-1H-T g} &

3-(2,3,4,6-H Eg}-0-o A E- B -D-F F 23 2} .= A S A -4-{[4-(2-7F 2 J A o ZA] ) -2-w D o d | m & }-5-0] &
2d-10-92& tialel 3—(2,3,4,6—EﬂEE‘r—O—°HﬂE‘—B—D—%Eiﬁi‘rL%‘_% AD-4-[(4~{2-[1-7F2 5 A]-1-(E)
AN Y7 | 5 A 2o D ) v ] -5-o] A 2 A-1H-9] b S APESHaL, 2-ohv]wp-r] Y Z 2w Lol =
giAlel 1-(2-s| =S Al E) F A& AFEate] AAd 787 Fdg HHoRE 17 SFES U
IH-NMR (CD3sOD) 6ppm:

1.05-1.2 (6H, m), 1.45 (6H, s), 2.3 (3H, s), 2.35-2.55 (6H, m), 2.6 (2H,

t, J=5.7Hz), 2.75-2.9 (1H, m), 3.25-3.4 (4H, m), 3.57 (2H, t, J=5.8Hz),

3.6-3.8 (TH, m), 3.82 (1H, d, J=11.9Hz), 4.17 (2H, t, J=5.7Hz), 5.0-5.05
(14, m, 6.63 (IH, dd, J=8.4Hz, 2.4Hz), 6.71 (1H, d, J=2.4Hz), 6.87 (14,
d, J=8.4Hz)

3-(B-D-=FFZI G A LA 4-[(4-{2-[1-(2-3| =EFA| Q7L 20l R ) -1-(HE) oA D T E 8p R A | | FA] }-2-1]
gy e]-5-0] AT 2 A -10-9] 2} =

3-(2,3,4,6-H EE-0-olHE- B -D-2F 2 gt = 24 ) -4-{[4-(2-7} 2
ZI-10-9gE gale] 3-(2,3,4,6-HEZ-0-o}HE-B-D-2F =1 e}

B X
h
L
o

Al A -2-m g # d e g }-5-0] &2
]

%A~ (4-{2-[1-7h2 2 A -1-( E)
o Y 7h k.01 o 5 4] -2-o © o ) W D ]-5-0] A 2 W-1H-] 25 AR§aL, 2-ohn] g W 23] Lol =
GAlel] 2-obrl ol B ALgle] AAle] 783 ¥UT WHoR ¥7] HFES AYULh

H-NMR (CD3OD) dppm:

1.05-1.15 (6H, m), 1.45 (6H, s), 2.29 (3H, s), 2.63 (2H, t, J=6.2Hz),
2.75-2.85 (1H, m), 3.24 (2H, t, J=5.9Hz), 3.3-3.4 (4H, m), 3.51 (2H, t,
J=5.9Hz), 3.6-3.7 (3H, m), 3.82 (1H, d, J=12.0Hz), 4.18 (2H, t, J=6.2Hz),
5.0-5.05 (1H, m), 6.64 (1H, dd, J=8.4Hz, 2.4Hz), 6.74 (1H, d, J=2.4Hz),
6.86 (1H, d, J=8.4Hz)

A Ao 91

3-(B-D-2F 3| ehe I SA)-4-[(4-{2-[1-3-3| =N T2 shenwel)-1-(g) o Ptevutm el | S A])-

2-as e |-5-0] A 2 A-1[-9] 2} &

3-(2,3,4,6-H Eg-0-olNE- B -D-ZF 2T =LA ) -4-{[4-(2-F} 2 E A | BA] ) -2-w D | d | W &l }-5-0] A=
ZE-H-9ZF dgiale] 3-(2,3,4,6-HEZ-0-olNE-B-D-2FZ I = KA -4-[ (4-{2-[1-Ft2HA-1-(HE)
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[0847]
[0848]

[0849]

[0850]

[0851]
[0852]

[0853]

[0854]

[0855]
[0856]

[0857]

[0858]

[0859]
[0860]

SS=50dl 10-0985502

o 7k 2 ek ol % A )2 ol & ) o e ]-5-0] £ 2 W10 2SS AFEET, 2-obv|t-2-n] W) L oju] =
thalol 3-opn|i-1-Z 2SS AREsto]l AAld 783 A7 WHer #7] dEs AU

IH—NMR (CD3OD) dppm:

1.05~1.15 (6H, m), 1.45 (6H, s), 1.55-1.65 (2H, m), 2.29 (3H, s), 2.62 (2H,

t, J=6.1Hz), 2.75-2.85 (iH, m), 3.2 (2H, t, J=6.6Hz), 3.25-3.4 (4H, m),

3.51 (2H, t, J=6.2Hz), 3.6-3.7 (3H, m), 3.82 (I1H, d, J=12.0Hz), 4.18 (ZH,

t, J=6.1Hz), 5.0-5.156 (1H, m), 6.64 (1H, dd, J=8.4Hz, 2.3Hz), 6.73 (iH,

d, J=2.3Hz), 6.87 (1H, d, J=8.4Hz)

A Ao 92

4-[(4={2-[(S)-1-Ct=npr ) ddt=npe A o SA] }-2-v " o ) v |-3-( B -D-=F A3 ep = A A] ) -5-0] &
Z2I-1H-9et&

2-ojpl g E R Solv = ool L-rehdelve Qe Algele] Axel 787 U wHeR W)
sES ATt

IH-NMR (CD3OD) ppm:

1.1-1.15 (6H, m), 1.36 (3H, d, J=7.2Hz), 2.29 (3H, s), 2.6-2.85 (3H, m),

3.3-3.4 (44, m), 3.6-3.7 (3H, m), 3.81 (IH, d, J=12.1Hz), 4.15-4.25 (2H,

m, 4.36 (14, g, J=7.2Hz), 5.0-5.05 (1H, m), 6.62 (1H, dd, J=8.4Hz, 2.5Hz),

6.72 (1H, d, J=2.5Hz), 6.86 (IH, d, J=8.4Hz)

Aol 93

3~(B-D-FF AT A EA])-4-[4-{2-[(S)-1-(2-3| EFZA| & FtEnm ) EFt2n T A | FA] }-2-wE o d)
W g ]-5-0] AZ 2 I-1H-7] g} =

3-(2,3,4,6-H| E2t-0-0L A1 - B -D-F% 517 b 1= A §A]—4~{ [4-(2-7H 2B Ao SA])-2-w] & 5] d | o € }-5-0] &%
2E-1-92E oale] 3-(2,3,4,6- 8l E2-0-opA B B -D-FF- 3 bl $4)-4-[(4-(2-[($)-1-(FF2 % Aol E
et | S A 2 D )W e )50l A X RA-U-H 2ES AR, 2-obi] e-2-w Y X 2T Lopr] = g
o) 2-otr] o Bhg-& ARESle] AAd 783 wUE Wor 17| SFES EUT.

IH—NMR (CD3OD) éppm: .

1.05-1.15 (6H, m), 1.34 (3H, d, J=7.2Hz), 2.29 (34, s), 2.67 (2H, t, J=6. 1Hz),

2.75-2.85 (1H, m), 3.2-3.4 (BH, m), 3.55 (2H, t, J=5.8Hz), 3.6-3.7 (3H,

mw, 3.82 (1H, d, J=12.0Hz), 4.19 (2H, t, J=6.1Hz), 4.35 (1H, g, J=7.2Hz),

4.95-5.05 (1H, m), 6.63 (1H, dd, J=8.4Hz, 2.3Hz), 6.73 (1H, d, J=2.3Hz),

6.86 (I1H, d, J=8.4Hz)

AAldl 94

4-[(4=A2-[(S)-1-7t=ntw d-2-3| =S A e 7t =t o | ol 5] p-o-wi| ol ) v & |-3-( B -D-S-F A9 = £ A] )
-5-ol A 2 -1H-9| e}

g-obr]e-p-w P T2 v o= Ao L-ARotr] = @RS Abgatel AN T80 FAR PHOR H7] 8

& o
Fes Aol

IH-—NMR (CD3OD) dppm:

1.05-1.2 (6H, m), 2.29 (3H, s), 2.65-2.9 (3H, m), 3.25-3.4 (4H, m), 3.55-3.9
(6H, m), 4.21 (2H, t, J=6.0Hz), 4.4-4.5 (1H, m), 4.95-5.05 (I1H, m), 6.64
(14, dd, J=8.3Hz, 2.2Hz), 6.73 (IH, d, J=2.2Hz), 6.86 (1H, d, J=8.3Hz)

A A 95
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[0861]

[0862]

[0863]
[0864]

[0865]

[0866]

[0867]
[0868]

[0869]

[0870]

[0871]
[0872]

[0873]

[0874]

SS=50ol 10-0985502

3-(B-D-=Fay e A5 A])-4-[ (4-{2-[2-3| =EFA-1-(Fl =FA v D) ol D72 nkw [l FA] -2-v D 3 ) v & |
—5-ol A 2 I -1H-9| e}

2-om|e-o-mE Z 2y Lolu| = gjale] 2-opn| -] 3-E R AT S-S ARESte] e 783 FUT WHoR %7
setes Al

IH-NMR (CDsOD) dppm:

1.05-1.15 (6H, ), 2.29 (3H, ), 2.65 (2H, t, T=6.2Hz), 2.75-2.85 (IH, m),

3.3-3.4 (4H, w, 3.55-3.7 (TH, m), 3.86 (IH, d, J=11.6Hz), 3.9-4.0 (K,

m, 4.19 (2H, t, J=6.2Hz), 4.95-5.05 (1, w), 6.63 (1H, dd, J=8.4Hz, 2.4Hz),

6.72 (1§, d, J=2.4Hz), 6.86 (IH, d, J=8.4Hz)

3-(B-D-=F I et A G A)-4-[(4-{2-[(S)-1-(3-3|=FA =2 Jt2u R )20l Y] FA] }-2-1| & 7]
D e ]-5-0] AT 2 A -1H-v] 2} =

3-(2,3,4,6-6 Eoh-0-0b A G- B -D- - 215 22 8 A )4—{[4-(2-7H 2 B Ao 54 -2-v & o }-5-0] o2
2A-1H-92F dialel] 3-(2,3,4,6-E1 Eg}-0-ot M E-B-D-=2F 21 2f e A A -4-[(4-{2-[(S)-1-(FF2FA] ) ol &
Ennd]o) S }-2-r g D) v 5ol X2 A-11- b E S AHgela, 2-obrlw-g-E L2y Lol o
Aol gl oL 2R g Agste] A6l 783t BAT WMo B HRES AT

IH—NMR (CD3OD) dppm:

1.05-1.15 (6H, m), 1.34 (3H, d, J=7.2Hz), 1.6-1.7 (2H, m), 2.29 (3N, s),
2.66 (2H, t, J=6.2Hz), 2.75-2.85 (1H, m), 3.2-3.4 (6H, m), 3.54 (2H, t,
J=6.2Hz), 3.6-3.7 (3H, m), 3.82 (1H, d, J=11.6Hz), 4.19 (H, t, J=6.2Hz),
4.32 (14, q, J=T7.2Hz), 5.0-5.05 (1H, w), 6.63 (IH, dd, J=8.4Hz, 2.5Hz),
6.72 (1H, d, J=2.5Hz), 6.86 (1H, d, J=8.4Hz)

AAldl 97

3-(B-D-ZetE v et EA])—4-[ (4={4-[1-{[4--3| =FA &) A | e}pxI-1-U |7t = B d }-1-(H &) A & 7k = 8}

AR d)me]-5-0ol a2 A-1-T2F

3-(2,3,4,6-H 5 24-0-0bA| € B -D- % 313 2ha . A=A~ [4-(2-7H 2 B Ao 5 A 2o oA D] W & =5-0] 43
22-1-s2E Bl 3-(2,3,4,6-H = 2h-0-0bA € pD- 2t b A -4-[(4-(4-[1-7h=2 B A-1-( )
et wl 1Rl ) Y]] AT AT ekE e AHESHL, 2-obulv-2-WE T 23 eolu]= oAl
1-(2-S =S A ) A A0S AFEtel AAe 783 BAR PROR ¥/ HTELS AU},

IH-NMR (CD3OD) é6ppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.55-1.65 (4H, m), 2.18 (2H, t, J=6.8Hz),

2.4-2.65 (8H, m), 2.85-2.95 (1H, m), 3.5-3.8 (13H, m), 3.85-3.9 (IH, m),

5.08 (1H, d, J=7.8Hz), 7.04 (2H, d, J=8.0Hz), 7.1 (2H, d, I=8.0Hz)

3-(B-D-ZSE g2 A])-5-0] AZ ZHA-4-{[4-(4-{1-[(4-H D I H &}z -1-) 7t 2R d]-1-(d ) o & 7} 20}

s pre)sd [w g -1H-9] ek

3-(2,3,4,6-H| Eg}-0-otA € - B -D-2FZ 3| &= S A -4—{[4-(2-FI 2 F A | ZA] ) -2-w D | d | W & }-5-0] 2 3=
ZA-M-9=E tialel 3-(2,3,4,6-H Eef-0-obA € - B-D-2 = B ehie d 5] ) -4-[ (4-{4-[1-7F 25 A]-1-(M ")
ogdslzmrd]fdidd)wd]-5-0] A L2 H-11-¥ZES ALEE3, 2-olu-2-wlEZ 2y 2oln| = il
1-HE gl e ARgste] AAld 78% FUd WHos 1] SFEES AT
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[0875]

[0876]
[0877]

[0878]

[0879]

[0880]
[0881]

[0882]

[0883]

[0884]
[0885]

[0886]

SS=50ol 10-0985502

IH-NMR (CD3OD) 6ppm:
1.05-1.15 (6H, m), 1.41 (6H, s), 1.55-1.65 (4H, m), 2.18 (2H, t, J=6.9Hz),
2.24 (3H, s), 2.35 (4H, brs), 2.57 (2H, t, J=6.6Hz), 2.85-2.95 (1H, m),

3.45-3.8 (11H, m), 3.85-3.95 (I1H, m), 5.08 (IH, d, J=7.7Hz), 7.04 (24, d,
J=T.9Hz), 7.1 (2H, d, J=7.9Hz)

3-(B-D-FFZFI A2 A])-5-0] AT 2 A-4-{[4-2-{1-[(FHA 2 -1-) 72 R I ]-1-(d ) o &I} 2 up
Ao EAD-2-v e Hd v e }-10-] 2} =

3-(2,3,4,6-BH| E&}-0-otAE- B -D-2F 2 I &= A KA )—4-[ (4-{2-[1-7F 2 5 A -1-(H &) o D7} 2 0p A o FA] -
-wEsd)E]-5-0] AZ2Z-10-92}Z(40 mg)e] N N-UHEzZolm=(1 m) &go] 1-wldyne}A(12
mg), 1-3=FAMEEZo}E(8 mg), 1-dd-3-(3-tHdelr =22 )72 urjoln= Akl (16 mg) F Ez]o
golwl(0.023 m)E 7hakar, AZelA it kst vk EES Tl mEi, oMEAER &
it FEES E 9 X3 AAFE AF &, FF RUEFoR fxstia, §ulE st ol S/ AlAS
Ak, AFRES A7 dey A2aEOHI(EE S dgddEd/HEE = 30/1~15/DE AAsk 3-
(2,3.4,6-H EZ-0-otAd- B-D-=F ZI = A -4-{[4-2-{1-[(4- {1 Z I 9 2 -1-Y) 7t 219 | -1- (7]

g)odstEntnd o A -2-me s d e }-5-0] A L2 A-11-9 (31 mg)S AUt AL uﬂE}&(s ml) ol

SN 72, EF WEA=(28% WS &4 0.02 m)E 7hetar, Ao 1 Az ks, Wk E3HE
of o}lAEAH0.04 m)S 7Fsta, Y stol sFstn, IHFES DS 1 FEHAAY & %%ﬂ'rfr, L=
|l HErg)o 7 QAo M

4-{[4-C-{1-[4-AZ T A g2 -1-d) 7t 2R d [-1-(H ) D7t 2ut 2 Y bl FAD)-2-w e A d | W " }-3-( B -D-=

TiAB}M‘QM) 5-ol A 2 H-1H-T2+E&(24 mg)S AUt oA L HErE(3 m)dll &A1 7], 10% FehEe
2 (10 mg)s 7hekar, FA #917] sl AeelA] shEH wwksigivt. B8ES o A|AsSta, of e
5 7 sl S/ AATGeEZAN 7] FEE(20 mg) S AU}

op f

IH-NMR (CD;OD) dppm:

1.05-1.15 (6H, m), 1.45 (6H, s), 2.3 (3H, s), 2.5-2.9 (7H, m), 3.25-3.4
(4H, m), 3.45-3.75 (7TH, m), 3.81 (1H, d, J=11.5Hz), 4.17 (2H, t, J=5.THz),
4.95-5. 05 (1H, m), 6.62 (1H, dd, J=8.4Hz, 2.5Hz), 6.71 (1H, d, J=2.5Hz),
6.86 (1H, d, J=8.4Hz)

A Al 100

3-(B-D-ZetE et g A])-5-0| AT 2 A-4-{[4-(4-{1-[ (I -1-)7te v d |-1-(d D) D 7t=np e
e s d w9 -1H-v] ==

3-(2,3,4,6-H| E&-0-ol A E- B -D-2F 2I] g = S A] ) ~4-[ (4-{2-[1-7F2 5 A -1-(H &) o D 7} 2R} A o FA] -
2-ve e d)vd]-5-0] A 2 P-11-7] & ﬂmoﬂ 3-(2,3,4,6-H Eet-0-otAE-B-D-A = EY eh = S A )-4-
[(A-{4'-[1-7t2HA-1-(d )7t Ent R g | R e o d) v e [-5-o]| A 2 I -1H-F] 2} &S AF&ate] AAld 999
U Yo 1] SIFES AT,

IH-NMR (CD3;OD) éppm:

1.05-1.15 (6H, m), 1.41 (6H, s), 1.5-1.65 (4H, m), 2.17 (2H, t, J=7.1Hz),

2.58 (2H, t, J=6.8Hz), 2.72 (4H, brs), 2.85-2.95 (14, m), 3.45-3.8 (11H,

m, 3.8-3.9 (14, m), 5.08 (1H, d, J=7.7Hz), 7.04 (2H, d, J=8.0Hz), 7.1 (2H,

d, J=8.0Hz)

A A4 101

4=[(4={2-[($)=5=0bv] re-1-(FhEnkm o)) R b 2 vk w o) o) S Al -2-r s W) o € ]-3-( B D~ o eh ) S A))
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[0887]

[0888]
[0889]

[0890]

[0891]

[0892]
[0893]

[0894]

[0895]

[0896]
[0897]

[0898]

[0899]

0|ﬂ

=55] 10-0985502

5ol R -ll-v]etE

3-(2,3,4,6-H Eet-0-ot & - B -D-2F 23] b1 A S A ) -4-[ (4-{2-[1-7} 257 A - 1-(H E) o D 7F 2 v [ o] 4] -
2-vgsd)mg ]-5-ol Az md-1H-v g% el 3-(2,3,4,6-HEZ-0-otE-B-
{[4-2-Ft2J A EAD)-2-w e A D [ g }-5-0] A2 2 A-1H-T] 2}&-& AR&atar, 1-wld F#gx] dialel (S
opH| —6-(Wl A S A ZFE H dolu] ) S ARstobu| = A S ARkl Al 999} FUE WEo R 7] SRt
S It

IH—-NMR (CD3OD) 6ppm:

1.1-1.2 (6H, m), 1.3-1.95 (6H, m), 2.3 (3H, s), 2.6-2.9 (5H, m), 3.3-3.4

(4H, m), 3.6-3.7 (3H, m), 3.82 (1K, d, J=11.8Hz), 4.15-4.25 (2H, m), 4.38

(1H, dd, J=9.3Hz, 4.8Hz), 5.0-5.05 (1H, m), 6.62 (1H, dd, J=8.4Hz, 2.5Hz),

6.72 (1H, d, J=2.5Hz), 6.86 (1H, d, J=8.4Hz)

ARl 102

A-[ (4={2-[ (S)=5-opme-5-(Ftentw ) M 7 aul Bl Jol A p-2-vl ol ) vl & | -3-( B -D-FF A v ep e S A])
“5-olaz e d-li-veE

3-(2,3,4, 6-B| E2h-0-ob Al - B -D- 2 %315 b 11 S ) )-d-[ (4=(2- [ 1-7H2 2 A1 1= (] &) S B 7F 2 1k 32 81 o] 4] ) -
2-ug )W e 5] A2 AT ek Tl 3-(2,3,4,6-H Eeh-0-oba] W- B-D-FF 215 ehie 2 4] )—4-
(42BN A FAD-2-v LA D W D} -5-0| 2T 2 B-1-SA S AHgahn, -0 e of

obv] -2 A S AT 2 doul ) Sl bobu = S ALgSte] Al g9st BAT PHow

F
’5 ‘:MD}.

n:E
(o

IH-NMR (CD3OD) 6ppm:

1.05-1.15 (6H, m), 1.3-1.8 (6H, m), 2.29 (3H, s), 2.59 (2H, t, J=6.1Hz),
2.75-2.85 (1H, m), 3.21 (2H, t, J=6.9Hz), 3.3-3.4 (5H, m), 3.6-3.7 (3H,
m, 3.81 (1H, d, J=11.5Hz), 4.18 (24, i, J=6.1Hz), 5.0-5.05 (1H, m), 6.62
(1H, dd, J=8.4Hz, 2.4Hz), 6.71 (1H, d, J=2.4Hz), 6.86 (1H, d, J=8.4Hz)

A Al 103

3-(B-D-FF 7] 2l & A])-5-0] 23X 2 A -4-{[4-(3-{1-[ (I FR-1-) 72w I ]-1-(d &) o D7} 2n} 5
iz g)-o-vdud g -1-v 5

3-(2,3,4,6-E| E2}-0-obAE-B-D-=F 23| b d S A -4-[(4-{2-[ -7} 25 A -1-(H D) o D 7F 2 s J ol S A] -
2-vlgsd)mg ]-5-ol Az md-1-vgtE  tidlel 3-(2,3,4,6-HEZ-0-obAE-B-D-2F A3 S S A])-4-

[UA3-[1-7FeEA-1-(v) g7t e e d] 228 2-vd i d) e ] -5-olaZ2d-1-vehE& AHgstar, 1-
WA el hale] 1-(MdSA7tER D) A H 1S ALkl Ao 999} FUT WHoz HY] JFgES o
ATH.

IH-NMR (CDsOD) 6ppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.16 (2H, t, J=T7.2Hz),

2.3 (3H, s), 2.55 (2H, t, J=7.5Hz), 2.65-2.9 (5H, m), 3.2-3.45 (4H, m),

3.5-3.9 (8H, m), 4.95-5.05 (iH, m), 6.8-6.9 (2H, m), 6.9-7.0 (IH, m)

A Al 104

4-{[4-G-{1-[(S)-5-o}r]=-5-(Ft2RlEehH A el aEn 2 d |- 1-(HE)dEvlan e Ay 2 3w d | el }-3-(B -

D-#ZetEvehe 4 A)-5-ol xR A -1-v] &

3-(2,3,4,6-H| E&}-0-otA €- B -D-FF H 1] &= A S A ) -4-[ (4-{2-[1-7} 2 FA]-1-(H &) o & T 2 n} R A [ o EA] }-

-dgmd)g]-5-0] AZg2I-1H-9gZ halo]  3-(2,3,4,6-HE&-0-olHNE-B-D-AFET] =2 A])-4-

[(4-{3-[1-7t25A-1-(He)dertened | 22 g g d)m g |-5-o] A Z 2 H-11-v| g} £ & AFgsta, -4y
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[0900]
[0901]

[0902]

[0903]

[0904]
[0905]

[0906]

[0907]

SS=50dl 10-0985502

Aekzl Aol ($)-6-okrlx-2-(N A S A TH2 wdopr] ) A Abbolu = AAS Abgdtel el 995t AT
=]
h=]

IH—NMR (CD3OD) édppm: _

1.1-1.2 (6H, w, 1.2-1.6 (114, m), 1.6-1.75 (1H, m), 1.8-1.9 (2H, m), 2.19
(2H, t, J=7.8Hz), 2.58 (2H, t, J=7.7Hz), 2.85-2.95 (1H, m), 3.1-3.25 (2H,
m, 3.25-3.35 (1H, m), 3.52 (1H, dd, J=9.7Hz, 3.4Hz), 3.55-3.65 (1H, m),"
3.65-3.8 .(5H, m), 3.86 (I1H, d, J=3.1Hz), 5.08 (1H, d, J=8.0Hz), 7.0-7.15
(4H, m

A A 105

3-(B-D-FFFZ A2 A])-5-0] AZ 2 H-4-{[4-3-{1-[(FH &2 -1-D) 7t 2R d]-1-(d ) &7} 2nt &
A2 ZAN-2-velud o e} -1H-3] g5

4-[(A-{3-[1-7F 2 5A-1-(H ) ol D7t 2nt R d | 2 2 ZA] }-2-vd o d) v g ] -5-0] A 2 -3-(2,3,4,6-H| E&}-
O~y e 2 d-B-D-FF A9 A A -1H-98+5(0.12 )9 N N-UHEZEolm=(3 ml) &qo] 1-(A&ASA7}
2Ry gbd(43 ng), 1-3|=SFAHMZEFoE(19 mg), 1-o€-3-(3-tvgoln =2z 2 )7l2 Hrjoln|=

2R (50 mg) @ Eo|€oldl(0.027 m)E 7hakar, Aol sk wnkedlth. whe EFES ol wEn
MNEe A4E st FHeta, B2 MAA §, ek sl AxgdoZA 4-[(4-{3-[1-{[4- (ﬂ@%f\]ﬂéi&%
Hegd-1-d7terd-1-(de)dEstZnnd | =2 Z A -2-HE Hd )W ]-5-0] 2 X2 8-3-(2,3,4,6-EH| E&}-
0~y 2d-B-D-FF Y et SAD)-1H-92}2(0.14 @) AT, o) AS &34 m)ol &a|A 71, 10% Z
gHEEA 2(30 mg)S 7hstal, 4 %ﬁﬂ 6} o Aol 1.5 Az wyksigint. B&ES o3 AlAstaL, o
ol gulE et kel ST/ AANUT. FRES %:lalﬂél_ A9 A2vEaH9(8F &0l dsed /A
g = 10/1~5/1)& AA 3] 5- 01*4?&4 “A4-{[4-G-{1-[(F A -1-) 7t 2L ]-1-(H D)ol D7} 2n} 2 }
ZaA)-2-mEsdldmE}-3-(2,3,4,6-H Eg-0- L2 A-B-D-FF A9 g} = A S A -1H-9) 215(89 mg)S o
E

E C/\/\
o o]AE WErE(6 m)ol &A7]aL, YEF WIEAZ(28% WE-S &9, 0.087 m)E 718k, 50TColA 3 A
7 wakekdinh, v ESES 7 sl FEetal, FHES S Y FEHAA S0 SF, &5 &
Hete) oz GAgozn 17 FE(54 mg)S AT},

I H-NMR (CD3sOD) 6ppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.95-2.05 (2H, m), 2.29 (3H, s), 2.39 (2H,
t, J=7.3Hz), 2.55-2.9 (5H, m), 3.25-3.4 (4H, m), 3.5-3.7 (7H, m), 3.75-3.85
(1H, m), 3.95 (2H, t, J=6.0Hz), 5.0-5.05 (1H, m), 6.61 (1H, dd, J=8.4Hz,
2.3Hz), 6.71 (1H, d, J=2.3Hz), 6.84 (IH, d, J=8.4Hz)

3=(B-D-2% T3] eh e G A ~4-[ (4={3-[1-{[4-(2-B| EZ Ao D) A | e} -1- | 7k 2 10 I }-1- (o] &) o & b 2
A2 EA-p-vl e sl ) v ]-5-0] &= 2 A -1H-7] e} =

[

4-[(A-{3-[1-7F 2 5A-1-(H &) ol D7t 2nt R d | 22 A p-2-vd o d) v e ] -5-0] A 21 -3-(2,3,4,6-H| E&}-

0~ A2 U-B-D-2FFZ I A SA)-1H-T] 2E (40 mg)2] N N-THE X Zon=(2 ml) |Ho] 1-(2-3|=F A9
D H (7 mg), 1-F=ESAMEEY}E(7 ng), 1-dE8-3-(3-tvdoln =z 2g)7l2rwt]oln= FAE (13
mg) B EF"eld(0.018 m)S 7hekar, ARolA eFEHr wnksigitt. whg EES FEol WmEI, ofME
g R FE300th. FEES B 9 23 A9TE AF F, B Y EFeR dxsta, §9E 7Y s
o T&F AANT ARES Ayt 44 aEaEIRY(EE & dIHgd/weE = 15/D)E FAlst
o 4-[(4-{3-[1-{[4-2-3=FA &) v gt -1-d 72 R d - 1-(H ) D7t 2nt e d | T2 Z A j-2-w E ¥ d)
e ]-5-0] X 2-3-(2,3,4,6-HEZ-0-HE2Y-B-D-SFZI g ASA)-1H-9 2}& (27 mg) S BJUTE. oA
S WEE(2 m)ol &AL, YEF HEA=(28% WE-E £, 0.015 m)E 7hetar, 50TCelA kRt wgk
sholth. Wk EFES SE sl wFsta, FFES DS %%Hd(ﬂl%i g SH5, &% &9 g
o2 FAFozN 17] 35HE(12 mg) S DU

i
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[0908]
[0909]

[0910]

[0911]

[0912]
[0913]

[0914]

[0915]

[0916]
[0917]
[0918]

[0919]

S=50dl 10-0985502

IH—NMR (CD3;OD) dppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.95-2.05 (2H, m), 2.29 (3H, s), 2.35-2.5
(8H, m), 2.75-2.85 (1H, m), 3.25-3.4 (4H, m), 3.55-3.75 (9H, m), 3.75-3.85
(14, m), 3.94 (2H, t, J=6.1Hz), 5.0-5.05 (1H, m), 6.61 (1H, dd, J=8.4Hz,
2.4Hz), 6.7 (1H, d, J=2.4Hz), 6.85 (1H, d, J=8.4Hz)

AR 4 107

3-(B-D-FFFA A& A)-5-0] AT 2 H4-{[4-(3-{1-[U-wE I #HetH-1-2) 72" d]-1-(HED) o & 7} = n}
Edpr e S A -2-v e v e ) -1H-v]epE

1-(2-3| =2 Ao d)y gk tiale] 1-wEyd2tis Abgsle] AAld 1067 Fd3 WHoz 17| 3EES
dArt.

IH-NMR (CD3OD) 6ppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.95-2.05 (2H, m), 2.22 (3H, s), 2.25-2.45
(91, m), 2.75-2.85 (1H, m), 3.25-3.4 (4H, m), 3.55-3.75 (7H, m), 3.75-3.85
(11, m), 3.95 (2H, t, J=6.0Hz), 5.03 (1H, d, J=7.5Hz), 6.61 (1H, dd, J=8. 3Hz,
2.6Hz), 6.7 (1H, d, J=2.6Hz), 6.85 (IH, d, J=8.3Hz)

A Al 108

3-(B-D-ZFFAF A& A)-4-[(4-{3-[1-(2-3| =FA 72 u R ) -1-(HE) A F It 2up R | &2 FA]}-2-
e ]-5-0] A2 A-10-9] 2} &

1-(2-3|=Z A ') A 2bz] tjdle] 2-ofu] ol ehE-S AREste] Ao 1063 FL3 WEoR %7 HEES
AArt.

1H-NMR (CD3OD) 6ppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.95-2.05 (2H, m), 2.28 (3H, s), 2.39 (2H,

t, J=7.4Hz), 2.75-2.85 (1H, m), 3.2-3.4 (6H, m), 3.56 (2H, t, J=5.9Hz),

3.6-3.7 (3H, m), 3.75-3.85 (IH, m), 3.94 (2H, t, J=6.1Hz), 4.95-5.05 (1H,

m, 6.61 (1H, dd, J=8.4Hz, 2.3Hz), 6.71 (1H, d, J=2.3Hz), 6.85 (1H, d,

1=8. 4Hz)

Fare| 54

1-(3-Hlzd A Z2d)-1 2-t]3| =2 4-[(4-2 o= d)d e ]-5-0] A X2 -39 &} F-3-&

1L2-t3=2-4-[(4-a e d)me]-5-0] AZ 2 I -30-T 2} E-3-2(5 g) 2 o|wthE(1.19 g)¢] N,N-t]H|
FoH=(20 me) &Aol, H2stel Efo]aZmddYdIRAe|=(3.1 )& ek, 3 ARb avkegl
EHPES 5Tl mEa, ofEAdYER FE3}9T). %%%M & 8 ¥st AR AR F, e Sy
o2 Axstan, &WlE Y st TF/ AASY 4-[(4-s2=dd)HE]-5-0] Ax 2 I-3-Egjo| xR
Al-IH-9245(7.27 g)& BoUTh. do%l 4-[(4-8.9. =5 H_) g ]-5-0] A~ 2 g-3-Eg|o] A~ 2 I YL A|-1H-
BE(3 g)9 NN-tHeFESoln=(10 m¢) &N, WY & FASUEF(55%, 0.33 g)S 7}t 20 ¥3F
it WES EFEC F2RodA 1-HRUSA-3- —;L 2Z29(3.0 g)¢ NN-gued Sl =(10 m)

9 53l ZHE(0.25 @)& 7hekar, ARolA SRR wwkslgith. Wb EFES 5T WEa, o EAER

ol S

25
FEet. FEES & 9 23} AdFE AA F, T Y EFeR dxsta, SviE A st SF Al
=
T

i0i=)
11
ok (MRl

12 = E oo ot oo K

o Rl

= = o

Astolnt. ARwe Aeybl AY AZnEINN(EE S n-Fak/obAEAtlE = 20/1~10/1D) 2 AGA|StaL,
D)-4-[(-g o= d)Md]-5-cl LR d-3-Eglo| 2 X 2 A SA -9 215 (2.55 g) &
A=t

ATt oJAE H F(3 m)ol &AL, 4 mol/L GAH(1,4-T18aF & 10 m)S teta, AL
oA Btk wuksigith, Wk TIES oA EAER FAta, F£F wEi, §71%S 23t 57
=S %3 AR AR I B Y EFOR Axsn, WS 7 sl FF AASIY. ZFEA n-
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[0920]
[0921]
[0922]

[0923]

[0924]
[0925]

[0926]

[0927]

[0928]
[0929]

[0930]

St/ oA EATIE (20/1) &3 (10 m0)E 7Fskar, A2elA 1 Ak . 2745

staL, n-FA/opA| EALI™(20/1) 5 &= Al 5, st shell Adxste] %Jl §]r;a]’ (0.85 g)% At
IH-NMR (DMSO—-d¢ 6ppm:

1.06 (6H, d, J=7.3Hz), 2.1-2.2 (2H, w), 2.95-3.1 (IH, w), 3.6 (2H, ), 4.02

(2H, t, J=6.9Hz), 4.27 (H, t, J=6.1Hz), 6.94 (2H, d, J=8.3Hz), 7.5-7.7

(5H, ), 7.9-8.0 (2H, m, 9.51 (1H, s)

e

el 55

gl 24k Wl do| 2~H 2 FAA(1.48 g)& oA EANE(60 ml) E E3 BEMFEAUEF &
Al

hvA
-
T X3} AYgE AY F, o vtadises Az

IH-NMR (CDCls) 6ppm:
1.37 (6H, s), 5.14 (2H, s), 7.3-7.45 (5H, m)

ZFard 56

3-(2.3.4.6-HEZ-0-otE-B-D-A ey et A 5A)-1-(3-HWEDEA Z 27 )-4-[ (4={3-[1-FFEF A]-1-(¥]
Delgrtened | 22 d o) E]-5-o] Ax 2 A-11-v]e}E

FE-HEdSAZEE)-1,2-Hs| E2-4-[(4-g e = d ) d ]-5-0o] 2 2 2 -31-9] 2}£-3-2(0.85 g), oMIEH
RR-a-D-ZHEA(0.91 g) R HAEH(-FL) PR F IR =(0.53 g)o] A (2.55 me) EFE, 5
mol/L FAFSPHER 8-9(0.85 mt)& 7hshar, A2oA 6 ARF aiksiint. whe EgeEs dAsiriddoRn 8
Aata, el mEiu, frlss Zdsdit. #rlse 3 H9sE Ad F, Foe AYERSR
Azxsta, gis et 6?011 < AASAT. %& wo] OMAEYE-(2.5 mt) &, 3-5-84H0.36 ), EF
ololrl(1.71 g), oFAIEAL ZEE(11)(38 mg) R Ef=(2-vEdld)E229(0.1 g)& 7hebaL, 3 ARt s
Atk &S gk sl SF AAR F, %&%%% oA Bt -l &A1), E= AAslE.

15 = % x5} HAR AY F, v SAYEFoR Axstu
o 6}01] = ﬂ]ﬂé Wk RS HEHSE2FG m)ol BA7]aL, 2-opre-2-vE Z 29
2ol£(0.46 g) X 1-ol€-3-(3-vid o] =X 2 )7} 2 K T] o
3 = ool mEal, o EAYER %%6 2
xata, s A sl &7 A7t &
o : n—ﬁ“*P/OHﬂE&Oﬂ%‘ = /D& AgAlstaL, 3-(2,3,4,6-HE E‘r
)-1-G-Hl2d A Z2)-4-[(4-{(1E)-3-[1-7t= 5 A -1-(H D) o D 7k = np i
AZRA--2HE(0.55 g)& k. olAE w=E(G n)dl SA7]a
e 471 skl Aol 3 A wwkeglth. B8ES o3} A7 8t
ar, ofkele] oS At stell S AlAske] E7] 3HEHE(0.48 @)= AT
IH-NMR (CDCls) ppm:
1.1-1.2 (64, », 1.53 (3H, s), 1.54 (3H, s), 1.85-2.2 (16H, m), 2.25-2.35
(2H, m, 2.61 (2K, t, J=7.1Hz), 2.95-3.05 (1H, m), 3.67 (IH, d, J=16.7Hz),
3.71 (1H, d, J=16.THz), 3.95-4.05 (IH, m), 4.05-4.2 (4H, m), 4.36 CH, t,
J=5.7THz), 5.0-5.1 (1H, m), 5.3-5.45 (2H, w), 5.51 (1H, d, J=8.2Hz), 6.19
(1H, s), 6.95-7.05 (4H, m), 7.4-7.5 (2H, w), 7.5-7.6 (1, w), 8.0-8.1 (2,
m)

A Al 109

3-(B-D-ZeE] ehe 4 GA)-1-(3-8| =S A T2 #)-5-0] 2T 2 B-4-{[4-3-(1-[(A e} -1-2) k= B |-1-
CENE RN EIk S e
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[0931]

[0932]
[0933]

[0934]

[0935]

[0936]
[0937]

[0938]

[0939]

[0940]
[0941]
[0942]

[0943]

S=50dl 10-0985502

3-(2,3,4,6-H E}-0-ctE- B -D-2F 23] 2 A S A ~4-[ (4-{2-[1-7F 25 A -1- (A &) A D Fh= R ol 5] )
-dgEd) g ]-5-0] AZ2I-1H-9gZ thalo] 3-(2,3,4,6-H Eg-0-ol -3 -D-ZdHE 9 &} =2 L 1])-1-(3-
Mz EA Z2H)A-[(4-{3-[1-7}2H5A-1-(H D)o ErtEnrd ]| 22 D} d) e ]-5-0]| 2 Z 2 D-11-9 2 &S
ARgetar, - gk gidlel 1-(HASA IR R ) I A eE ARS8k AAld 999 FUg W oR 1Y
SFES I3

IH-NMR (CD3OD) éppm:

1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-2.0 (4H, m), 2.17 (2H, t, J=7.7Hz), 2.58

(2H, t, J=7.4Hz), 2.65-2.8 (4H, m), 3.05-3.2 (1H, m), 3.45-3.9 (14, m),
4.08 (2H, t, J=7.0Hz), 5.11 (1H, d, J=7.8Hz), 7.0-7.15 (4H, m)

AAl 110

3-(2,3.4,6-HEZ-0-oMNE-B-D-AHEA H =M EA] ) -4-[ (4-{3-[1-{[4-(NF A7t =2 R ) F | &} 2 -1-H | 7}
2rdi-1-(Meh)dgstened ]|z a2d i d)mE]-5-0o| A X 2 H-][-3] 2} =

3-(2,3,4,6-H| Eeh-0-0b 8- B -D- 22 3] b 8 A1) -4-[ (4-(3-[1-7F 2B A-1- (&) o A7 2w ol | 2 2
A E]-5-0 AT A-UW-NHEGT e NN-UWEES|=180 el $Aa,
-(AS AR D) AR(28.4 @), 1B EZAMEED}E10.5 ) 2 1-oF-3- (3—14“11%‘0}11] =23)
AEnrelrs GAA(14.8 ©F ek, AeolA FEd wastdn. W EFES

AelgR 23 FEASlT. F2E GrE AP F, B4 FEFOR ﬁié}l, gvlE 2t

}_,

DES Y T, R4
sl 7 AASNAG. AFEL el AY ARHEIYN(§F $01: n-SAH/OPAERAY = 1/2~ ok
Aele) = AAste] 7] 0.5 9 A9t

IH-NMR (CDCls) dppm:

1.1-1.2 (6H, m), 1.56 (6H, s), 1.85-1.95 (5H, m), 1.98 (3H, s), 2.02 (3H,
s), 2.12 (2H, t, J=7.5Hz), 2.16 (3H, s), 2.58 (2H," t, J=7.5Hz), 2.85-2.95
(14, m), 3.4-3.55 (4H, m), 3.55-3.75 (6H, m), 4.0-4.1 (1H, m), 4.1-4.2 (2H,
m), 5.09 (1H, dd, J=10.6Hz, 3.3Hz), 5.14 (2H, s), 5.35-5.45 (2H, m), 5.56
(14, d, J=7.8Hz), 6.39 (iH, s), 6.95-7.1 (4H, m), 7.3-7.4 (5H, m)

Ao 111

4-[ (4= (3-[1-{[4- (N A A Fh 0 ) s A 2} -1-9 | b o1~ e ol el b o) | o o W) vl )-8 B
-D-ghehie sebie A S A])-5-o] 2 2 - 1H-5] e}

3-(2,3,4,6-H EZ-0-o}A "~ “‘%EAE}M‘&M 4=[(A-{3-[1-{[4-(NA S A 7k 2 B D) 9] H 2} -1-d | 7}

Eié}—l—(ﬂla)ﬂ%ﬂmm% 23} d) g ]-5-0] X 2 - 11-9]2kE(39.5 g) o] HehE(160 me) & e,

YEF WEA=(28% WeES &9 8.24 m)=S 7}6}3, Aol shERE Wkttt WhE E3E] oA EAE

(2.7 m0)& 7FstaL, st atell w5k ARES Aeyhd 44 aEvEIRY(E&E & dspdgdl/ e
= 10/DE AAsI x7] 33E(21.3 @& AU,

ltl

I H-NMR (CD3OD) dppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.16 (2H, t, J=7.8Hz),
2.57 (20, t, J=7.6Hz), 2.8-2.95 (IH, m), 3.35-3.8 (15H, m), 3.85-3.9 (1H,
m, 5.07 (14, d, J=7.9Hz), 5.12 (2H, s), 7.04 (2H, d, J=8.2Hz), 7.11 (2H,
d, J=8.2Hz), 7.25-7.4 (5H, m)

i

Xkale] 57

4-RIA S A -2-(HEZ} 3| =2 -4H-9] &@-4-A S A F d | w gH-&

—

B Eg}s| =2 -4H-9] &-4-5(3.62 g) % EE] e otrl(5.6 ml) ] EﬂEi}ﬁlci—XF (35 me) &-fell Wy ol v
Se3xdISRGo|=(2.93 m)E Zhekar, A2 1 ARE wwk & E8ES o3 AASI. of gl N N-T
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[0944]
[0945]
[0946]

[0947]

[0948]
[0949]

[0950]

[0951]

[0952]
[0953]

[0954]

SS=50ol 10-0985502

T % £3 4952 A

SA-2-3| EFA M 2L F] =(5.39 g) E EMHAIE(23 g)& 71ekar, 80TelA] 12
= 7 S E X

AR AP AY azvhE
1=

|
2, §uE 23 sl B A
g 4/1~2/1) 2 AAst], 4-¥4
A& OﬂE}%(?O me)ol L3A7

o Fhstar, R e i
BATAES £8oE Ao, 1’4011%‘011 HEn FEa9t. $E2 2 BASLUER $89, B 2 X
8 AaFE Adz A9 F, T Bodeon Axstn, §uE A9 sl BF AASDG. dRES
A AW AZAEINN(§F §u): n-SAH/OPEAY = 3/1~1/DE AAse] B7] HUT(4.45 9%
A9t

IH-NMR (CDC1ls) 6ppm:

1.75-1.85 (2H, m), 1.95-2.05 (2H, m), 2.11 (1H, t, J=6.3Hz), 3.5-3.65 (2H,
m, 3.9-4.0 H, m), 4.45-4.55 (1H, m), 4.63 (2H, d, J=6.3Hz), 5.05 (2H,
s), 6.5-6.6 QH, m), 7.19 (1H, d, J=7.7Hz), 7.3-7.45 (5H, m

Zarof 58

A-{[4-W A 2- (B Ee} s E 2 Al gh-4- A S A o d W[ }-1,2-1) S| B2 -5-o] A 2 -3~ v] e} £-3-&
[4-A A S A -2- (B EE}3| E2~4H-3] eh-4-A A o D v €h-2-(4.45 g) 2] HIEZS| =2 F (28 ml) & W Y3}
Egolgolwl(2.27 m¢) % Wz dF2do|=(1.21 m)E 7}sta, 1 AzF wyk & B85S o3 AAsHY
. AR 1*‘&[4—@%12/\1—2—(31153};]Ei—4H—ﬂ46}—4—°12/\1)ﬁﬂJ_] Heeo HEHS|E2yd 48 F4
P EF(55%, 710 mg) 2 4-wE-3-2 2 24F Wg(2.25 g)A HEHS =2 FA(56 m) FErlo] 7psta, 8
AzE 7rE S5, wr f&%oﬂ 1 mol/L @AiH& 71etar, folgdHzs FE350t. 47158 FA 8k,

=
o Antadlges Ax F, vlE A sl S AAsH Y. IREe] EFA@ me) &l =kl
T3 (3.43 m0)S hskar, 100CoA 8 AR skl whg E9ES Abd AY A=vtEIY(E&E
S AstugA/vehe = 20/1~10/1D) = BASt] 371 3= (1.69 )= ATt

1IH—NMR (CDC 13 é6ppm:
1.16 (6H, d, J=7.1Hz), 1.75-1.9 (2H, m), 1.95-2.1 (2H, m), 2.9-3.05 (IH,

mw, 3.5-3.6 (2H, m), 3.64 (2H, s), 3.9-4.05 (2H, m), 4.4-4.5 (1H, m), 5.0
(2H, s), 6.45-6.55 (2H, w), 7.0 (1H, d, J=8.4Hz), 7.25-7.45 GGH, m

ZFard] 59

3-(2,3.4,6-E| Ee}-0-otA| &l - B Dt E v ep e A S A] ) —4-[ (4= D -S| -2-w| & o ) v & | -5-0] A3 =2 2 - -]
7=

A-{[4-C2-d & MﬂEié—Z—uﬂ%Ei%mﬂ]é] AE)-1,2-H 3| ER-5-o] A R A-S-v BhE-3- diAle] 4~
[(4-i A A -2-w Do) ]-1,2-t] S| =R -5-0| 2 L 2 A-3[-9] e} £-3-2& AHESIaL, oMEHRZE-q-D-F
F32s giAle] oMHMEHRR-q-D-ZFEXAE AMEEle] Fald 129 U WO 1Y) IAPES AAT

IH—NMR (CDC1ls) 6ppm:

1.05-1.2 (6H, m), 1.78 (3H, s), 1.98 (3H, s), 2.03 (3H, s), 2.16 (3H, s),
2.28 (3H, s), 2.75-2.85 (IH, m), 3.51 (14, d, J=16.4Hz), 3.62 (1H, d,
J=16.4Hz), 4.0-4.1 (1H, m), 4.1-4.2 (24, m), 5.02 (2H, s), 5.07 (1H, dd,
J=10.4Hz, 3.5Hz), 5.35-5.45 (2H, m), 5.51 (iH, d, J=7.9Hz), 6.66 (1H, dd,
J=8.3Hz, 2.8Hz), 6.75-6.85 (2H, m), 7.2-7.45 (5H, m)

Zard 60

A=A [4- A A -2-(F| Edts| =2 -4i-9] gt-4-A A o d || D }-5-0] A 21 -3-(2,3.4,6-H Ee}-0- A= A-B-
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[0955]

[0956]
[0957]

[0958]

[0959]

[0960]

[0961]
[0962]

[0963]

[0964]

[0965]
[0966]

[0967]

[0968]

SS=50ol 10-0985502

D= avehe A S A -1-T] B

4~{[4-C-ANFZA7teR d-2-mEd 22 A A d |Wd }-1,2-T] 8| =2 -5-0| A X 2 F-3[-9| 2}&-3-2  fj4le]  4-
{[4-91A S A -2-(H Egts| E2-41-T] S-4-A S A A W€ }-1,2-T] 8| =2 -5-0| A X 2 F-30-¥] 2} &-3-25 AHE
3tal, OMHMEHZR-o-D-2FF 2 t4ld 2,3,4,6~-HEZ-0-HAZd-a-D-2F I G =HB 2ufo| =5 A}1-8-3}
of Fale 129 g WHoRE ¥7] SFES AU

IH-NMR (CDC 1) éppm:

1.0-1.2 (42H, m), 1.7-1.85 (H, m), 1.95-2.05 (20, m), 2.85-2.95 (1H, m),

3.5-3.65 (4H, m), 3.8-3.9 (1H, m), 3.9-4.0 (2H, m), 4.12 (IH, dd, J=12. 4Hz,

5.1Hz), 4.19 (1H, dd, J=12.4Hz, 1.8Hz), 4.4-4.5 (10, m, 4.99 (2H, s),

5.15-5.3 (2H, m), 5.36 (iH, t, J=9.4Hz), 5.66 (1H, d, J=8.0Hz), 6.42 (1H,

dd, J=8.3Hz, 2.3Hz), 6.47 (1H, d, J=2.3Hz), 6.86 (1H, d, J=8.3Hz), 7.25-7.45

(5H, m)

o

3o 61

3-(2.3,4,6-8] Ee}-0-op 4 9 B -D- el E v ehi A S A )-4-[ (4-5] = % 4| &5l ) ol & |-5-0] A 3 2 - 1f-1]

=
=

e hA6) 3-(2,3,4,6-F|Eh-0-obA - B -D- 2 E T e S A ) -4 (4= D S A -2
2R SES Agstel Fae) 255 FUW PUOE B HTES U

=

IH-NMR (CDC1ls) é6ppm:
1.1-1.2 (64, m), 1.83 (3H, s), 1.98 (3H, s), 2.03 (3H, s), 2.16 (3H, s),
2.25 (84, s), 2.75-2.9 (1H, m), 3.5 (1H, d, J=16.6Hz), 3.6 (1H, d, J=16. 6Hz),

4.0-4.05 (1H, m), 4.1-4.2 (2H, m), 4.78 (1H, brs), 5.06 (1H, dd, J=10.4Hz,
3.5Hz), 5.35-5.45 (2H, m), 5.5 (1H, d, J=8.2Hz), 6.52 (1H, dd, I=8.1Hz,
2.6Hz), 6.62 (1H, d, J=2.6Hz), 6.76 (1H, d, J=8.1Hz)

CE=A-2-(HEHS =2 -A0-9] &-4-U-A) A W&l }-5-0] AT 27 -3-(2,3,4, 6-H Eg}-0-9] L2 d-B -
D-ZF A e A S -10-9] 2} =
%

A-2-e &) M )-5-0] 23 % H-3-(2,3,4,6-H = 2h-0-9] W 2.0~ B-D-F 5 315 222 S 4]~ 1H-
Seb galel 4-{[4-0 2% A2 (B Eehs] S 24l eh-4-2 %A A W D )50l 2R 1-3-(2,3,4, 6-H 22}
0-31 M2 - BD-2FF I e A SAD- U eSS AHgse] Fare] 255k BAT PHoE B/ FPRE U9

IH-NMR (CDC1ls) dppm:

1.0-1.2 (424, w, 1.75-1.9 CQH m), .1.95—2.1 (CH, m), 2.8-2.95 (1H, m),
3.52 (1H, d, J=16.5Hz), 3.55-3.65 (3H, m), 3.8-3.9 (1H, m), 3.9-4.05 (2H,
m, 4.05-4.2 (2H, m), 4.4-4.5 (1H, m), 5.14 (1H, brs), 5.15-5.3 (2H, m),
5.3-5.4 (14, m), 5.65 (1H, d, J=8.1Hz), 6.22 (I1H, dd, J=8.2Hz, 2.3Hz), 6.37
(18, d, J=2.3Hz), 6.78 (1H, d, I=8.2Hz)

o

a4 63

3-(2.3.4,6-H Ee}-0-olMD-p-D-Z e E I b A GA)-4-({4-[3-(ND A 72w ) T2 FA] | -2-v e 7] d } v
g)-5-olAZ 2 H-11-v] g &

4-[(4-3| =2 A -2-E ) e ]-5-0] AT 2 H-3-(2,3 4,6-H Ee}-0-0 2 d-3-D-FF 23 g =22 A))-1H-
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[0969]
[0970]

[0971]

[0972]

[0973]
[0974]

[0975]

[0976]

[0977]
[0978]

[0979]

[0980]

SS=50ol 10-0985502

sebe oAl 3-(2,3,4,6-| Eek-0-ob A 8- B-D- e E ] ghi S A)-4-[ (43| = F A -2 B ) & ]-5-o] 2
TR R-1-9 S AHgse] Fael 273 BAW WHOoR B BFEE 29

IH-NMR (CDCls) dppm:

1.05-1.15 (68, m), 1.81 (3H, s), 1.98 (3H, s), 2.02 (3H, s), 2.05-2.15 (2H,

m, 2.16 (34, s), 2.26 (3H, s), 2.56 (2H, t, J=7.1Hz), 2.7-2.85 (IH, m),

3.5 (18, d, J=16.5Hz), 3.6 (lH, d, J=16.5Hz), 3.9-4.0 (2H, m), 4.0-4.1 (1H,

m, 4.1-4.2 (2H, m), 5.07 (1H, dd, J=10. 6Hz, 3.6Hz), 5.13 (2H, s), 5.35-5.45

(2H, m), 5.52 (1H, d, J=8.2Hz), 6.55 (1H, dd, J=8.6Hz, 2.5Hz), 6.66 (IH,

d, J=2.5Hz), 6.79 (1H, d, J=8.6Hz), 7.25-7.4 (5H, w

o

e 64

4-({4-[3-( A SA T2 R ) X 2 ZA] |-2-(H Eg 3| =2 Al-I] g-4-A A | d j i8] )-5-0] A X 2 H -3~
(2.3.4.6-HEH-0-M =2 A-3-D-FF A0 =S A))-1H-9] 2} =

—[(4—8IE%A1—2—H%1%§11%_)ﬂ1%]—5—°1i£i%—3—(2,3,4,6—E11EE}—0—f4 W2 Y- B-D-2F 29 b A S A -1H-
HgtE gialel 4-{[4-3| =FA2-(H E s = 2-41-3 -4~ S A A d W € }-5-0] A X 2 -3-(2,3,4,6-H E&}-
0-v]akz - B—D—%—?iﬂﬂ‘riﬁ%’\]) -9 258 AMgste] Fard 279 Edd WHoR iV eSS I
=

IH-NMR (CDC1l;) dppm:

1.0-1.2 (42H, m, 1.75-1.85 (2H, m), 1.95-2.15 (4H, m), 2.56 (2H, t,

J=7.3Hz), 2.8-2.95 (1H, m), 3.5-3.650 (4H, m), 3.8-3.9 (1H, m), 3.9-4.05

(44, m), 4.05-4.25 (2H, m), 4.4-4.5 (1H, m), 5.13 (2H, s), 5.15-5.3 (ZH,

m, 5.36 (1H, t, J=9.5Hz), 5.66 (iH, d, J=8.1Hz), 6.3 (1H, dd, I=8.4Hz,

2.5Hz), 6.38 (1H, d, J=2.5Hz), 6.84 (1M, d, J=8.4Hz), 7.25-7.4 (5H, m)

ZFa1o 65

3-(2,3.4,6-H E&-0-otE-B-D-ZHET e A FA) -4 [4-(3-FIEF/A| L2 ZA)-2-HE A d | & }-5-0] 4

I 2 o[-

4-[(4-AA A -2-wE A )W e ]-5-0] AZ 2 T-3-(2,3,4,6-H E}-0-9 D2 - 3-D-ZF I3 =22 A )-1H-
gt dialddl 3-(2,3,4,6-HEZ-0-olE-B-D-AZ ET 2} = SA] ) -4-({4-[3-(HASA| 72 H ) T2 2 A] |-
- divd)-5-0] AZ 2 A-1H-9 2} 55 AME3te] o] 259 FU HoeR 1Y IFES AU

IH—NMR (CDC1lj3) dppm:

1.05-1.15 (6H, m), 1.78 (3H, s), 1.98 (3H, s), 2.02 (3H, s), 2.05-2.15 (2H,
m, 2.16 GH, s), 2,27 (3H, s), 2.45-2.6 (2H, m), 2.75-2.85 (IH, m), 3.49
(1H, d, J=16.8Hz), 3.6 (1H, d, J=16.8Hz), 3.98 (2H, t, I=6.3Hz), 4.0-4.1
(IH, m, 4.1-4.25 24, m), 5.06 (1H, dd, J=10.3Hz, 3.4Hz), 5.3-5.45 (3H,
m, 6.58 (1H, dd, J=8.6Hz, 2.4Hz), 6.68 (1H, d, J=2.4Hz), 6.78 (1H, d,
J=8. 6Hz)

o

a4 66

4~{[4-B-FI2 BN Z 2 ZA])-2-(HE}S| =2 -40-F] eh-4-A S A A | & }-5-0] A2 29 -3-(2,3 .4, 6-HEZ}-
O~z d-p-D-FFFI e A A -11-9] )&

4-[ (- A LA -2-H D D)W e )-5-0] 2T 2H-3-(2,3,4,6-HEZ-0-T A2 d-3-D-ZF 23 & =2 A )-1H-
ggE Aol 4-({4-[3-(HA A 72 1Y) 2 ZA]|-2-(H E2}3]| E2~4H-3] &-4-A A d b | )-5-0] &
28-3-(2,3,4,6-H EZ-0-9 L2 -3 -D-FF 2 e A -1H-H &S AFgste] FHad 259 43 Wy
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[0981]
[0982]

[0983]

[0984]

[0985]
[0986]

[0987]

[0988]

[0989]
[0990]

[0991]

[0992]

SS=50dl 10-0985502

ow #7] gt=

o
ne

At

IH-NMR (CDCly) 6ppm:

1.0-1.2 (42H, m), 1.75-1.9 (H, m), 1.95-2.15 (4H, m), 2.5-2.6 (2H, m),
2.8-2.95 (14, w, 3.45-3.65 (4H, m), 3.8-3.9 (IH, m), 3.9-4.05 (4H, m),
4.1-4.95 (2H, m), 4.4-4.55 (11, m), 5.2-5.3 (2H, m), 5.36 (1M, t, J=9.2Hz),
5.52 (1H, d, J=7.7Hz), 6.33 (1H, dd, J=8. 1Hz, 2.1Hz), 6.41 (I, d, J=2.1Hz),
6.84 (1H, d, 1=8.1Hz)

i

aLef| 67

3-(2,3.4,6-HEZ-0-olE-p-D-AFET = A GA) —4-[ (4-{3-[1-HNAZA|FtE2H I-1-(H &) o &I} =n 2L
A2 ZA ) -2-vEldd)r e ]-5-0] A X 2 H-1[]- 2}

3-(2,3,4,6-Hl Eg}-0-otAE- B -D-2F 29 et = A KA ) -4-{ [4-(2-7F 2 F A ol A )-2-w D # D | | & }-5
234-11-9eF il 3-(2,3,4,6-HEg-0-obd-B-D-ZAFEd b d S A])-4-{[4-(3-7F 2 FA ]z
2-v e d e g }-5-0] A2 R A-1H-9] g5 AREsho] Fare] 459 TUdF o %7 SFES 9*3}
IH-NMR (CDC1l3) 6ppm:

1.05-1.15 (6H, m), 1.53 (6H, s), 1.83 (3H, s), 1.95-2.1 (8H, m), 2.15 (3H,

s), 2.26 (3H, s), 2.34 (2H, t, J=7.2Hz), 2.7-2.85 (1H, m), 3.5 (IH, d,

J=16.6Hz), 3.6 (IH, d, J=16.6Hz), 3.85-3.95 (2H, m), 4.0-4.1 (IH, m),

4.1-4.2 (2H, m), 5.07 (1H, dd, J=10.4Hz, 3.5Hz), 5.15 (2H, s), 5.35-5.45

(2H, W, 5.52 (1H, d, J=8.1Hz), 6.06 (1H, s), 6.55 (1H, dd, J=8.5Hz, 2.6Hz),

6.66 (1H, d, J=2.6Hz), 6.79 (1H, d, J=8.5Hz), 7.25-7.4 GGH, m)

a1 68

A-{[4-{3-[1-ME A 7t e I-1-(d &) A DIt 2R 9 | 2 FA] }-0-(H E e} 8] =2 -4H-9] eh-4-U 5] ) o d | v]
gi-5-0ol222H-3-(2,3.4.6-HE-O0-VTEI-B-D-FFAV| i SA)-11-v] e}=

3—(2,3,4,6—3]53}—0—0}*1]%‘—3—D—%—‘j‘riﬂﬁ‘ri@_%’\]) 4-{[4-(2-7t2H A F5 A -2-w g H d | v g }-5-0] &~
2H-1-7E el 4-{[4-B-Ft2RA ZRZZA)-2-(H E} 3] = 2-41-5 F-4-A S A D Wl & }-5-0] A
%_3_(2,3,4,6_13]Eﬂ_o_ﬂ%i%_B_D_e‘r‘d—Aﬂi/g%}\]) -7 255 AREste] Fare] 459 U WHO
2= 3%7] s I

IH—NMR (CDC1ls) 6ppm:

1.0-1.2 (42H, m), 1.54 (6H, s), 1.75-1.85 (H, m), 2.0-2.1 (4H, m), 2.34

(2H, t, J=7.2Hz), 2.8-2.95 (1H, m), 3.5-3.65 (4H, m), 3.8-4.05 (5H, m),

4.05-4.25 QH, w, 4.4-4.5 (1, m), 5.1-5.3 (4H, m), 5.36 (1H, t, J=9.5Hz),

5.65 (1H, d, 1=7.5Hz), 6.09 (1H, brs), 6.29 (1H, dd, J=8.3Hz, 2.2Hz), 6.4

(H, d, J=2.7H2), 6.83 (H, d, J=8.3H2), 7.25-7.4 GGH, m)

e

el 69

3-(2,3,4,6-HE&-0-otHE-B-D-ZHET e A F A ) ~4-[ (4—A{3-[1-FIEFA-1-(HE) &I Enf R A | Z &
Alp=2-vEl s )W e |-5-0] A 2 A-1[-9] 2} &

3-(2,3,4,6-EH E&}-0-otE- B-D-2F Z3 2} e A S A -4-[ (4-{2-[1-H A S A 7 2 R d-1- (W ) o D 7} 2 np

Al EA -2-wE e )W e [-5-0o] AX2H-1H-T 2}& dilel] 3-(2,3,4,6-HEZ-0-olE-B-D-ZFEF g4

SAD-4-[(4-{3-[1-HASA 721 d-1-(HE) &7 2Rt Y | Z 2 Z A }-2-v o D) e | -5-0] &~ 2 H-1H-T]
£S5 Abgate] Faro] 483 A3 Wow ¥7| 3FgES A

J}t\
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[0993]
[0994]

[0995]

[0996]

[0997]
[0998]

[0999]

[1000]

[1001]

[1002]

[1003]

[1004]

SS=50dl 10-0985502

IH-NMR (CDCls) 6ppm:

1.05-1.15 (6H, m), 1.55 (3H, s), 1.56 (3H, s), 1.79 (3H, s), 1.98 (3H, s),
2.0-2.2 (8H, m), 2.26 (3H, s), 2.4 (2H, t, J=6.9Hz), 2.7-2.85 (1H, m), 3.49
(1H, d, J=16.6Hz), 3.59 (1H, d, J=16.6Hz), 3.98 (2H, t, J=6.1Hz), 4.0-4.2
(2H, m), 4.22 (1M, dd, J=10.9Hz, 5.7Hz), 5.0-5.1 (1H, m), 5.3-5.45 (3H,
m, 6.24 (14, s), 6.59 (1H, dd, J=8.2Hz, 2.7Hz), 6.69 (I1H, d, J=2.7Hz),
6.75 (1H, d, J=8.2Hz)

ZFard 70

A-{[4-(3-[1-7H 2B A= 1= (] ) o Fl7hE 1} &) | 3 & S 4] )= (6] = 28] = 2 ~dff-5] b-4- A S A ) i I | ] & }-5-o]
AR R-3(2,3,4,6-H E2t-0-5] %2 - B-D-F T T3] ehr A li-5] e

3-(2,3,4,6-H Eg}-0-otAE-B-D-=F 23 e = A5 A -4-[ (4-{2-[1-91 A SA7 2 R d-1-(W ) o & 7} 2 np i
Al EA -2-EH ) wd]-5-0] AZ 2 H-1-T2}E Aol 4-{[4-{3-[1-H1A A 72 d-1-(F ) &7}=
WA | Z 2 ZA] }-2-(H E gt E 2 -4H-T] S-4-A S A # 4 | W g }-5-0] 23X 2 E-3-(2,3,4,6-H Eg-0-9 T = -
B-D-2F I et S A -1H-9 etES ARgete] are] 483} FA3 WRow 7] sietes A
IH-NMR (CDClg é6ppm:

1.0-1.2 (424, m), 1.54 (6H, s), 1.7-1.9 (2H, m), 1.95-2.15 (4H, m),

2.35-2.45 (2H, m), 2.8-2.95 (iH, VIII), 3.45-3.65 (4H, m), 3.8-3.9 (1H, m),

3.9-4.05 (4H, m), 4.05-4.25 (QH, m), 4.4-4.55 (14, m), 5.15-5.3 (2H, m),

5.36 (1H, t, J=9.4Hz), 5.56 (1H, d, J=8.4Hz), 6.17 (1H, brs), 6.32 (IH,

d, J=8.1Hz), 6.41 (1H, s), 6.82 (1M, d, J=8.1Hz)

Ao 112

3-(B-D-ZZEA A S A )-5-0] AT ZH4-{[4-3-{1-[(AA AR -1-7r=r d]-1-(dED) | &It = Hl &
A2 ZAN-2-vEldd o e} -1H-3] g5

3-(2,3,4,6-H| Ee}-0-otE- B -D-FF I3 e A S A 4-[ (4-{2-[1-7F 25 A -1- (W &) A D 7H 2R ol 5] )
o-dgsd)vd]-5-0] 2z 2d-1H-9etE  tialel 3-(2,3,4,6-H Eet-0-otD- B -D- LT B £ 4] )-4-
[U-A3-[1-7FesA-1-(ve) g7t enrd |22 ) 2-vde d) v ] -5-o| a2 ad-1-v &S ARS8t
ozl el 1-(AAS A7 2R S A & ARgste] Aol 9991 §dd WHoR #7] 5}];5—%
At

H—NMR (CD3OD) dppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.95-2.05 (2H, m), 2.29 (3H, s), 2.39 (2H,
t, J=7.4Hz), 2.55-2.9 (5H, m), 83.45-3.8 (11H, m), 3.85 (1H, d, J=3.2Hz),
3.95 (24, t, J=6.1Hz), 5.04 (1H, d, J=7.5Hz), 6.61 (1H, dd, J=8.2Hz, 2. 4Hz),
6.71 (1H, d, J=2.4Hz), 6.84 (1H, d, J=8.2Hz)

AAle 113

3-(B-D-ZretEs]ehe 8 9 A)-5-0] A & B -4-[ (4={3-[1-{[4-(2-3| =Z A o &) 9] o e} -1-9 | b= v -1 (o]

Do Ertennd | Z 2 Z ] -o-r e d) W e |-1H-9] e} =

3-(2,3,4,6-E E&}-0-okA & - B -D-FF 23| 2t S 4] ) -4~ [4- (-7 2 H Ao 5] ) -2-v D o d | W E }-5-0] &= 22
2d-1M-v2kE el 3-(2,3,4,6-E Egt-0-obA e - B-D-ZH Ev| ehed S A -4-[ (4-{3-[1-7F2 5 A -1-("E)
odztEntrd | 2 E A po-md | d ) md | -5-o] Az 2 d-1-T 3 ES A}%ﬂl 2-ofr] 2m-2-vi| | 32 2 v] 2o} ]
= tialel 1-(2-3|=FAle &) A H & ARgste] HAle] 783 U3 WHow 7] sgEs I
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[1005]
[1006]

[1007]

[1008]

[1009]
[1010]
[1011]

[1012]

[1013]
[1014]

[1015]

[1016]

[1017]
[1018]

[1019]

[1020]

S=50ol 10-0985502

IH-NMR (CD3;OD) dppm:

1.05-1.15 (6H, m), 1.42 (6H, s), 1.95-2.05 (24, m), 2.28 (3H, s), 2.3-2.55
(8H, m), 2.7-2.85 (1H, m), 3.45-3.8 (13H, m), 3.85 (1H, d, J=2.9Hz), 3.94
(2H, t, J=6.0Hz), 5.04 (1H, d, J=7.6Hz), 6.6 (1H, d, I=8.5Hz), 6.7 (IH,
s), 6.85 (1H, d, J=8.5Hz)

AAle 114

3-(B-D-=FFZI et AL A)-5-0o] A 2 A -4-{[4-(3-{1-[(F A}z -1-) 7t R d |-1-(A ) D7t =nt =

I w EAD-2-(H Ee}s| = 2 -4l-9] eh-4-A A 7 | W& }-1H-9] e} =

L3 1A 2 A1 ) Pk 2w o 2 F 4] j2- W Y3 ) o & |-5-0] 2 2 2 2-3-(2,3,4, 6-F| Ee}-

0-3 2 Q- B -D-FF 3 S A A) -T2k E A 4-([4-(3-[1-F2RA-1-( D)tz g 22
(B = 28] = 23] -4~ S A 3l ] }-5-0] 2 2 B-3-(2,3,4,6-H Eeh-0-3] 2 - B -D-F 7513

ehedl $A)-1H-9] 2 e S Abgle] el 10590 AT WEoR 7] HFRS Atk

IH-NMR (CDsOD) éppm:

1.05-1.2 (6H, m), 1.42 (6H, s), 1.7-1.85 (2H, m), 1.95-2.1 (4H, m), 2.38

(2H, t, J=7.4Hz), 2.6-2.8 (4H, w, 2.8-2.95 (IH, m), 3.25-3.45 (4H, m),

3.5-3.75 (9H, m), 3.83 (IH, d, J=12.1Hz), 3.9-4.0 (4H, m), 4.5-4.65 (1H,

m, 5.07 (IH, d, J=7.1Hz), 6.4 (1M, dd, J=8.3Hz, 2.5Hz), 6.54 (IH, d,

J=2.5Hz), 6.89 (1H, d, J=8.3Hz)

Zad 71

4-[(4-BER-2-Z20 a5 d)ye]-1,2-t]5| =2-5-0] A X ZH-3[-3] g} F-3-

4-BERHAE Zolo]= gigle] 4-HEH-2-FF0 2l Zulo] =5 Algate] il 29} $U WHoR %

IH-NMR (CDC 13 6ppm:
1.17 (6H, d, J=7.1Hz), 2.85-3.05 (1H, m), 3.67 (2H, s), 7.0-7.3 (3H, m)

o

ad 72
3-(2.3.4,6-H Eg}-0-olA€-B-D-ZHET =M EA)4-[(4-B2F-2-ZTZ 0 2y d)rf&]-5-0] L Z 2 H-1}-

) =
=4

4-{[4-(2-AFA A7t 2R d-2-vEe 2 2 ZA) A d € }-1,2-t] 3| = 2-5-0| 2 Z 2 I -3}-¥| & Z-3-2 d)ile] 4-
[(4-rRR-2-ZFoadd)dE]-1,2-ts| = 2-5-0| A2 FJ-3-9 &} ZF-3-&& AlLst, ofHEBRZR-q-
D E—rii ale] SMAERZR-q-D-AHEXAE ARSI #Had 129 TS WHoR Y] IFES

IH-NMR (CDCls) dppm:

1.15-1.25 (6H, m), 1.92 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.18 (3H, s),
2.9-3.0 (14, m, 3.59 (1H, d, J=16.1Hz), 3.67 (1H, d, J=16.1Hz), 4.05-4.25
(3H, m), 5.1 (1H, dd, J=10.4Hz, 3.4Hz), 5.35-5.45 (2H, m), 5.58 (IH, d,
J=8.1Hz), 6.95-7.05 (1H, m), 7.1-7.2 (2H, m)

ZFard 73

3-(2.3.4.6-H Ee}-0-ot &= -D-Zet el e A S A])-4-({4-[ (L) -3-FEHA| T &2 - 1-dl U |-2-FF 0 & 7]
dive)-5-o| AT 2 A -10-9] 2} =

3-(2,3,4,6-HEZ-0-olNE-B-D-2F I H =M SA] ) -4-[ 4-B2 R ) v Ed |-5-o]| 2 X 2 A-1H-T &}F  t) il
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[1021]
[1022]
[1023]

[1024]

[1025]
[1026]

[1027]

[1028]

[1029]
[1030]

[1031]

[1032]

S=50dl 10-0985502

3-(2,3,4,6-E E&}-0-oRA & -B-D-ZH BV 2} d S A )-4-[ (- BRE-2-FF o 2 d) v e |-5-o] 22 2 -11-
detES ARgste] Fatd 49 w4 WHew x7] st

mlo
ne
a7
i

IH-NMR (CDClgy 6ppm:

1.1-1.2 (6H, m), 1.89 (3H, s), 1.99 (3H, s), 2.01 (3H, s), 2.17 (3H, s),
2.85-3.0 (1H, m), 3.27 (2H, d, J=6.9Hz), 3.59 (1H, d, J=16.2Hz), 3.7 (IH,
d, J=16.2Hz), 4.05-4.3 (3H, m), 5.1 (1H, dd, J=10.2Hz, 3.5Hz), 5.3-5.5 (3H,
m, 6.2-6.35 (1H, m), 6.43 (1H, d, J=16.2Hz), 6.9-7.15 (3H, m)

=)

ao 74
1-(2-oln--2-HEel X 23] @ U)-4-(HN A2 A 7tE W d) v H 217

2-(tert-F-EA 7t 2R o) ) -2- W Z 2 1] 24H10 g)o] HEZHS| =2 F2H(20 ) &qd, 1-(HAFA| 712
DI H R (16.3 g), 1-F=FAHMRED0}E(8.02 g) ¥ 1-9E-3-(3-yrdoln =z 2d)7l=2 R t]o]n =
2114 @) 7heka, ARddA sER wakeivt. Bk EFES FFd w2, ofMELER FE3
9 oy AR AR, 5 RIEf§oR dxsta, §ulE e el TR
S n-FAH/ oA EALE(1/1) E3 &m(40 me)ol 60°ColA 7Fhatel RaA]7) L, 2204
o Edd=el Y &30 m)E 7hebar, s o wksigith. AME3 A S ofdste] Hs
g Foll Axste] 4-MALA 2R I-1-[2-(tert-F-EA] 7t 2 W d o}w] 1 )-2-1] €] 5T
2)S AT, dofH 4-MAEASATIER Y -1-[2-(tert-F-FA| 72 ol o) -2-w & >
EG3|=2F(30 m) &, A4 mol/L 1,4-t]=2AF &9 40 ml)S 7}ebaL,
gk F, AEe 2AS oJFete] FHedth. dojxl AR, oA EA Y B x3t ek Ay
|71, fr1Ts T, fUlsS 23 A9FR A F, 5 RV EFS

of S5 AAst] 37] BE(3.65 g)S AUt
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1IH-NMR (CDC1l3) 6ppm:
1.41 (6H, s), 3.45-3.55 (4H, m), 3.7-3.95 (4H, br), 5.15 (2H, s), 7.25-7.4
(5H, m)

A A4 115

Q. 2-4-G-{1-[ (I H-1-)7ten d |-1-(dE) A Ertentwd 2 ) sl d | & }-3-( B -D-2et
SAD-5-o]l A 2 F-1H-v] e} &

4A{[2-FF
Evehedd
3-(2,3,4,6-E| E&}-0-oFA & - B -D-FF 23| 2t A S A ) -4-[ (4-{2-[1-7F 25 A -1-(H D) o D 7F Enp R A ] o 4]
-vgd e ]-5-olaZ2d-1-9 2L il 3-(2,3,4,6-HEZ-0-oE-B-D-A L E H A S A))-
({4-[(1E)-3-7t2HA 22 a-1-<dd |-2-FF e 2l d g )-5-o]| A Z 2 A-1H-9| e} &5 Abgstar, 1-Hd 99
Al 1-(2-ohrm-2-HE 2 23] 0 d)-4-(E SA 72 R ) 9 A2k & AREsto] Ao 999k Fd7 ¥
o2 ®7] =S AUt

N

"La
N—

i)

s
rE

IH—NMR (CD3OD) dppm:

1.1-1.2 (64, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz),
2.6 (2H, t, I=7.6Hz), 2.7-2.85 (4H, m), 2.85-3.0 (1H, m), 3.45-3.85 (11H,
m, 3.856-3.9 (14, m), 5.09 (1H, d, J=7.8Hz), 6.8-6.9 (2H, m), 7.0-7.15 (IH,

m)
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[1033]

[1034]
[1035]

[1036]

[1037]
[1038]

[1039]

[1040]

[1041]
[1042]

[1043]

[1044]

[1045]
[1046]

[1047]

[1048]

SS=50dl 10-0985502

IH-NMR (CDC1l3) dppm:
1.9-2.0 (IH, m), 4.73 (24, d, J=5.5Hz), 7.3-7.45 (2H, m), 7.45-7.55 (IH,

m

ZFard 76

4-[(4-B 2R -2-F2 2 d)wE]-1,2-t]3| =&-5-0] A X 2 H-3[-v| g} FH-3-2

4B RR-o-ndilddEZe] tile] 4-HER-2-S2RlddEs AHgete] ald 159 wdd WHoE #7
etEs At

IH-NMR (DMSO—-—de) 6ppm:
1.07 (6H, d, J=6.9Hz), 2.7-2.85 (1H, m), 3.61 (2H, s), 6.97 (1H, d, J=8.5Hz),
7.46 (1H, dd, J=8.5Hz, 2.0Hz), 7.66 (1H, d, J=2.0Hz)

Zard 77

3-(2.3.4,6-HEZ-0-olNE-B-D-FF I = AN EA)4-[(4- B2 H-2-F2 2 ¥ )W & |-5-0] 4 % 2 H-]1[|-3]
s

4~{[4-C-AAZA 2R d-2-e 2 2 LA Hd W& }-1,2-T] 3| =2-5-0] A X 2 F-3-T| &E-3-  tile] 4~
[(4-BER-2-F2 23 d)WdE]-1,2-t3 E2-5-0]| A X 2 F-31-3] &} FH-3-5 A&3le] Fad 129 Hd3 W
Hoz 7] IFES AU

IH-NMR (CDC1ls) dppm:

1.17 (6H, d, J=7.0Hz), 1.9 (3H,s), 2.01 (3H, s), 2.03 (3H, s), 2.07 (3H,
s), 2.85-3.0 (1M, w), 3.65 (IH, d, J=16.7Hz), 3.74 (1H, d, J=16.THz),
3.8-3.9 (1H, m), 4.05-4.2 (1H, m), 4.31 (1H, dd, J=12.8Hz, 4.3Hz), 5.1-5.35
(3H, m), 5.6 (14, d, J=8.1Hz), 6.93 (1H, d, J=8.2Hz), 7.24 (I1H, dd, J=8. 2Hz,
1.8Hz), 7.49 (1H, d, J=1.8Hz)

i

el 78

3-(2,3.4,6-HEZ-0-olE-B-D-FFIH =AM FA])-4-({4-[(IE)-3-FIE A T2 J-1-QIH |-2-F 2 2 7|
i eE)-5-ol Az 29 -1}-9 &=

3-(2,3,4,6-H Eg-0-otHE-B-D-2F FZI A FA)4-[(4-B 2R d)wE |-5-0o] 22X 2 d-11-3] ZF  tj4lo|
3-(2,3,4,6-HEg-0-olNE-B-D-ZF 2 F A LA ) -4-[(4-B 2R -2-F 2 25| d ) v & |-5-0] A Z Z I -1H-3
HES AFgste] Had 49 FUd Ho R ¥V IFFES AAUT

IH-NMR (CDC1ls) é6ppm:

1.1-1.2 (6H, m), 1.85 (3H, s), 2.0 (3H, s), 2.02 3H, s), 2.05 (3H, s),
2.85-3.0 (1H, m), 3.27 (2H, d, J=6.4Hz), 3.68 (1H, d, J=16.7Hz), 3.78 (IH,
d, J=16.7Hz), 3.8-3.9 (I1H, m), 4.1-4.2 (1H, m), 4.32 (1H, dd, J=12.6Hz,
3.8Hz), 5.15-5.3 (3H, m), 5.43 (1H, d, J=7.8Hz), 6.2-6.35 (1H, m), 6.42
(IH, d, J=16.1Hz), 6.96 (1H, d, J=1.6Hz), 7.13 (1H, dd, J=8.2Hz, 1.6Hz),
7.36 (1H, d, J=1.6Hz)

Al 116

4-{[2-F 2 2-4--{1-[ (I exl-1-d)7ter d |-1-(deD) oD rt=nt e} = ) | d | o] & }-3-( B -D-=F51

Iehe A SA)-b-o] A 2 A-1H-F ehE

3-(2,3,4,6-F) Ee}-0-obA 8- B -D- 2 F 33 b S A -4-[ (4-{2-[1-7H2 A -1- (v &) o D7k 2k 2 Q1 o 54 -
2~ ) M ]-5-o) AR A3 E  oalel  3-(2,3,4,6-FESH-0-ch M- B-D-2 T b % A4
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[1049]
[1050]
[1051]
[1052]

[1053]

[1054]

[1055]

[1056]

[1057]

[1058]

SS=50ol 10-0985502

({4-[(Q1E)-3-7t28A 22 g-1-dd]-2-F 2 2Hd g )-5-o] A Z 2 H-1- &5 AME3ta, 1-w1dI#H 3

EH" of 1-(2-opvi-2-wd 2 23] 0 Jd)-4-(NASAI 7= B ) 9] A b & AFE3te] Al 999} UG o
#7] seteS

IH-NMR (CD3sOD) éppm:

1.1-1.2 (6H, m), 1.43 (6H, s), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.7Hz),

2.59 (2H, t, J=T7.6Hz), 2.65-2.95 (5H, m), 3.25-3.45 (4H, m), 3.5-3.9 (8H,

m, 5.09 (1H, d, I=7.1Hz), 6.95-7.1 (2H, m), 7.2 (1H, d, J=1.3Hz)

Al 1
oIk SGLT1 B4 A& ztg ela g
1) o7k SGLT1Y =Y U wa W Az

oI7F A& o] ZFRNA(Ori gene)ZE, 21 dTE Elo|w &23te] IAALSEIL, PCREZE cDNA olB g &
23Tk, o] DNA ElelB B E FHOR 3ho], Hediger sol 93] Hary <17+ SGLT1(ACCESSION: M24847)
g 2005714 9] ¢37) Hou PCRY Ol ol&] S5Z3laL, pcDNA 3.1(-)(Invitrogen)2] HE] 24 F-9|o
TR TE. SIS DNAS] AVl E By dl @7 d HdskAl LA sgl).

2) ©17F SGLT1 ¢HAwaFe] 48

Q17 SGLTI W& ®WEZE Scalo® A3tetar A4 DNAZ & F CHO-K1 A= HEFAHAY(Effectene
Transfection Reagent: QIAGEN)C. = A ¥ U] o]Y43}tt. 1 mg/mé G418(LIFE TECNOLOGIES) = u]wfo]al WA
AEFE D1, FEats WHoE md-o-D-SFRIGA =9 Axy o) 84& SAT. 7 e
AZY) o) & vEhd F2 AEste] (S1-5-11D% hal, o]F, 200 pg/mLe] G418 A skl A wjdatirt.

3) ME-a-D-SFIZI A= (a-M0) AEY ol A 54

9649 Z#o]Eo] (S1-5-11DF 3x10 7H/AolA BEaha, 2 A7+ vjakst Fofl AFEY o]q] Aol =TT,
AEY o]dg A=A (140 mM FIIYEF, 2 mM FI4F, 1 oM 325, 1 oM FIvtadls, 10 mM 2-[4-(2-
( Al

sesA ) -1-AABAd]ele HELF, 5 ml EzGlEesAd@)etvwvgrs  Edste  4F
pl7.4)ol+=, WAL F21A](Sigma) 2} CﬁﬂﬂﬂmmMm%mmma&MWMA a-MG EFES HE 5571 1
me] HES Zslete] ARt Al stEEe tuEeIAse] &g &, FRTE A4S gAsta 1
m a-MGE EFsE L e Hrtetan, 588 4Fdor sGY. dxa ol APSFES 239
A B AL dFAE, VIE AEY oY 5AHEdE AFUEFSE vHFolA 140 mio] 9IS EFte)
€ 712 MEY oY 548 &F5NS ZAST. vkt CS1-5-11D¢] #i A& AAs A, AAXE 4FH(a-
MGE EFetA] &= 712 AEd o8 S 1 99 180 w 7bstaL, 37CelA 10 w7 AAadth. s
22k thA] S NS & HAAE SFdE AAEaL, 54E 4Fd 2 V2 Axd olfE $FdE 1
%“% 7 AR, 1 A Foll 548 S5NS AASI, 1 799 180 uee] A4

&

= gtz o2 23] AAT. 1 4G 75 4o 0.2
mol/L TJﬁ}L}E Oi NES gajr] 7)o S =g o] E(Packard)oll AT, 150 2] vlo] A ZAlE]
40(Packard) & 7tste] &3lstar, vlo|az g o] FIFEE(Packard) & HAIEA S ASF3sI . iz Al
FUY oo RRE 7% AEW o]YHEFS wl S 100%% o], ANFIEES 7 FRoAY wWE-a-D-FFH
Al 2] M2 olYdFs AEeitt. Al Eol HﬂE‘—a—D—%‘?iJﬁ‘mﬂEﬂ AU o] Y-S 50%A 3
st =G S, =AE 3 &Sl 1 A3 1 19 2

* 1
Ag 33 ICso Bk (nl)
AAd 15 113
A A4 18 181
AAA 21 12
Ao 24 24
AAH 27 237
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[1059]
[1060]
[1061]

[1062]

[1063]

[1064]

[1065]

[1066]
[1067]

[1068]

SS=50dl 10-0985502

A Ao 28 267
A A4 29 431
A A4 30 52
AAle 31 96
A Ald 32 220
Ao 33 174
A Al 34 245
A 35 115
AAd 48 31
A 57 39
AAld 61 18

Algd 2

HEAM e dGgk As A 28 F AlY

D Py 2d e A%

aL g

%@8?%ﬂWSmﬂﬂﬂE@H§%ﬁﬂﬂ)
=

2
—lN
>
—?L‘
¥2
=
_i
2

N
@ —1
o

=]

0Q

Q.

o,

c

o
0?4
tlo
T
o
=
offl

i

2) A AR F AE

Fa Bd gEE Hof 44 5 oE TN FHFU &3 FE(1 mg/kg)S, ExToe SR
S ATFAEHT. R Fo] I, 17.25 kcal/kgd NA AR (L gdEgmB I No. 038 T 9AEH

PN
22 WiEhHE ArRelsgin. Ade ofF %oq A4 4 o% Fo] § AAHoR meEWozRE 3
5 s Agen. e g9ave g
: Fo A0 AIH 2 kg &
oF B}, w3, BFe FAE HAdd £ X A= lJrEP/HE}

x 2
A8 s3tE g T 252 FE(mg/dL)
0 AJzE 0.5 Azt 1 AzE
U FE 117 + 8 326 + 46 297 + 35
AR 21 118 + 9 156 + 15 178 + 19
U FE 121 £ 7 313 + 33 303 + 63
A A1e] 30 121 + 6 163 + 8 187 £ 9
U FE 140 + 11 280 + 22 287 + 23
A Ao 32 125 + 8 223 + 20 278 + 32
A A 33 127 + 11 207 £ 8 251 + 21
Uz 116 + 11 241 £+ 15 237 + 10
A A4 48 112 + 5 139 + 4 132 + 4
o1 e 133 £ 9 236 £ 9 210 + 11
A A4 57 126 £ 6 149 £ 7 158 + 10
Uz 122 + 6 277 £+ 16 272 + 21
AA 4 61 116 + 6 136 + 6 172 + 37
A& o
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