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1 *@0002* DESCRIPTION Di am ne derivative, process
of preparation thereof, and fungicide conprising

di am ne derivative as an active ingredient Technica
Field The present invention relates to a novel diamn ne
derivative, a process of preparation thereof, and a
fungi ci de conprising the diam ne derivative as an
active
pl ayed an inportant role in ghge —cultivation of crops,
and various fungicides have been devel oped and used.
However,

i ngredi ent. Background Art Di sease control has

sai d fungicides are not always satisfactory
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the invention. The invention relates to the

followi ngs: [1]. A diam ne derivative represented by
the formula 3 - (1) O RSRA RS RB R IO0ORL, ANJ~ (1
ANNQ R20 R6 R7T RIO [wherein Rl is an al kyl group
having 1 to 6 carbon atons, a cycloal kyl group having
3 to 6 carbon atoms, an al kenyl group having 2 to 6
carbon atons, a cycloal kenyl group having 3 to 6
carbon atons, an al kynyl group having 2 to 6 carbon

at ons,
group having 1 to 6 carbon atonms on al kyl noieties, or
a heteroarylal kyl group having 1 to 6 carbon atons on
al kyl

remar Kabl e fungf ci dal_activity, and atso—donot—do

useful crops at all, and thus have conpl et ed

an aryl group, a heterocycle, an aryl al kyl

noi eti es;




R2 and R5 are each independently a hydrogen atom an
al kyl group having 1 to 6 carbon atons, a cycl oal kyl
group having 3 to 6 carbon atons, an al kenyl group
having 2 to 6 carbon atons, a cycl oal kenyl group
having 3 to 6 carbon atons, an al kynyl group having 2
to 6 carbon atons, an acyl group, an aryl group, a
het erocycl e, an arylalkyl group having 1 to 6 carbon
atons on al kyl noieties, or a heteroaryl al kyl group
having 1 to 6 carbon atons on al kyl noieties; R3 and
R4 are each independently a hg8509en atom an al kyl
group having 1 to 6 carbon atons, a cycloal kyl group
having 3 to 6 carbon atons, an alkenyl group having 2
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RS R8 RO IO HNJ~ N Q(5) R6 R7 RIO [wherein R5, R,

R7, RS,

R9, R10 and Q have the sane neanings as in

[1]] with a conpound represented by the formula (6) O

R3 R4 R

X(6) ANI X~r R2 O[wherein R1l, R2, R3,

R4 and A have the sane neanings as in [1], and X is a
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reacting the conmpound represented by the formula (5)
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cycl oal kenyl group having 3 to 6 carbon atons

i ncl udes,

for exanple, a cyclopropenyl group, a

cycl obut enyl group, a cycl opentenyl group, a

cycl ohexenyl group and the |ike, each of which may be
substituted. The al kynyl group having 2 to 6 carbon
atons includes, for exanple, an ethynyl group, a

propynyl
hexynyl

group, a butynyl group, a pentynyl group, a
group and the Iike, each of which may be

substituted. The aryl group includes, for exanple, a
phenyl group, a naphthyl group and the |like, each of
whi ch may be substituted.. The heterocycle represets a



heterocycl e having 1 to 15 carbon atons and at | east
one selected froma nitrogen atom an oxygen atom and
a sulfur atom and includes, for exanple, furan,

t hi ophene, oxazole, pyrrole, 1H pyrazole,

3H pyrazol e, imdazole, thiazole, oxazole, isoxazole,
i sot hiazole, [1,2,3]oxadiazole, [1,2,4]oxadiazole,
[1, 3,4] oxadi azole, furazane, [1,2,3]thiadiazole,
[1, 2, 4] t hi adi azol e, [1,2,5] t hi adi azol e,
[1,3,4]thiadiazole, 1H[1,2,3]triazole,
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group such as a nmethyl group, an ethyl group, a
propyl group, a butyl group and the like; a

cycl oal kyl group such as a cycl opropyl group, a

cycl obutyl group, a cyclopentyl group, a cycl ohexyl
group and the |ike; a hal ogen-substituted al kyl group
such as a trifluoromethyl group, a difluoromnethyl
group, a bronodifluoronethyl group, a trifluoroethyl
group and the 1ike; an al koxy group such as a net hoxy



group such as a nethanesul finyl group, an

et hanesul finyl group, a propanesul finyl group, a
but anesul finyl group and the like; a

hal ogen-substituted al kyl sul finyl group such as a
trifluornmethanesul finyl group, a

di fl uor net hanesul finyl group, a
trifluorethanesul finyl group and the |ike; an

al kyl sul fonyl group such as a nethansul fonyl group, an
et hanesul fonyl group, a propanesul fonyl group, a
but anesul fonyl group and the #d%_J a

hal ogen-substituted al kyl sultonyl group such as a
trifluornethanesul fonyl group, a

di fl uor onet hanesul fonyl group, a

—+

rifluor&eternegsuytbony! ppand ohesl ik, &n J=6.3 Hz), 0.85

dl kyl sul fiongag) de-@rorup)suchoas (au, net ftanﬁ%ulafzqne@rmde(m
droup, #R,ethenesulfonean dex, ad, Popanesyl f aneamhdes (1n
hQut anes J}ns oneagp dexnght,he Io|4k§ 08 (hal ggen-subski tgedy,
glday sul fn?negnsﬂ-e?:.%@u(ﬁ.kﬁuﬁlh a3.87-3.91 (1H, m), 4.10-4.12
tiri f1 uor @ﬁthﬁﬂesy|§6ﬂme@@'QQngHPP 5%6 (1H, m), 6.20 (1lH, d,
dlfluorpgeg @”ﬁ?P f-pngam ag QERUPm)? 7. %} 1W< dd J=2.4,7.8
tiri fluorge a@e§y ﬂpeqﬂ;d% grgug g ;o an
aginqggtéxi §}§%é¥§ ?é ngegtg n1n9 group, a

ICIIYI AT I Yl cnrr TUITTC T lyl UI Uu ATTU CITC

i ke @ MRy Féﬁg3sdﬁﬁnas Oan8atdfy| Smi ST - &), §-86

enzoylaﬁﬁﬁo dgr AtE)vhé Ppké3Ha‘ﬁaP%d%@ dzdm QuéR (3H,
s a fludride’addig) &£ -N dbHnedat &8 - bronind -20ok- 28n (14,
odi ne amdm hnellthedd i W, 1, Adnddahlthcy®) .grlo§F-3uéh (1H,

Qo —

i

d6%h acmlyl 2gP5ud, 0k Béhzayl §r olp3- Fhd ltthe M)i k@, 67-3. 69
pr ovi deji (AHatmi he3 el dkhede the. Al k3), ¢gr-Gip (lkaviddg 1

tjo 6 carfbeh.atdn® Hz) subdiOr-dutéd(by, am ardy.llegr@p mor 6.21
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cycl oal kyhige ocpydtaad mgp3 R67608&ar bon atons, the

gl kenyl [ 1graup ahatbegﬂ;t;@nﬁ ®arBon3Al ois, J1d1G Hz), 0.85
cycl oal keRy, ggoup-¢ hAIAY 3.58 @3ﬁaftb°fhﬁﬁ A7)t hg 9g (3,
al kynyl eroypah@w{{bg 2 106 68r ben, 4‘()0”51 dcheaar vk | ,1-51-
gr oup, ”ﬂesbe'iﬁlio%(?' &, en91ar yhal kylos group H%V' RY, 13, 57
tigdy calBopgal om i 't fse@-lsylszﬂ?mt Ym) Ofa 1F€4 12 (1p
Hetefoa'xlébkying Upeﬁ%ﬁ'ﬂgﬂl 59 (8 ¢ agog% B (1H
qhkyl 'ety 6?[ id edd %‘lze%a‘?pé%za” 7'9/'(191 P, 8.00
sluch as arpup

P hyI up, a pro
roup, a ££¥ ngqgﬁi g%% Ep&e a cycloalkyl group

sweh—as—&a uyclup.upy. u.oup yebebuty—gr-oup,

cycl opentyl group or a cycl ohexyl group and the Ilke

a hal ogen-substituted al kyl group such as a
trifluoronmethyl group, a difluoronethyl group,a

br onodi f |l uoronet hyl group, a trifluoroethyl group and
the 1like; an al koxy group such as a nethoxy group, an
et hoxy group, a propoxy group, a butoxy group and the
i ke; a halogen-substituted al koxy group such as a
trifluoronethoxy group, a difluoronethoxy group, a
trifluoroethoxy group and the like; an alkylthio
group such as a nethylthio group, an ethylthio group
a propylthio group, a butylthio group and the like; a
hal ogen-substituted al kylthio group such as a
trifluoronmethylthio group, a difluoronethylthio group,
a - 13 trifluoroethylthio group and the |ike; an

al kyl sul finyl group such as a nethanesul finyl group,
et hanesul finyl group, propanesulfinyl group or

but anesul finyl group and the |ike; a

hal ogen-substituted al kyl sul finyl group such as a
trifluornmethanesul finyl group, a

di fl uor met hanesul finyl group or a
trifluorethanesul finyl group and the |ike; an

al kyl sul fonyl group such as a nethansul fonyl group, an
et hanesul fonyl group, a propanesul fonyl group, a



l'i ke; 'a heterocycte—such as furan, thirophere—oxazol-e;

pyrrole, 1H pyrazole, 3H pyrazole, imdazole,

t hi azol e, isoxazole, isothiazole, tetrahydrofuran,
pyrazolidine, pyridine, pyrane, pyrimdine, pyridine
and the like; an am nonethyl group such as a

nmet hyl am no group, a phenyl am nonethyl group, an

am nonet hyl group and the like; - 14 an am de group
such as an acetyl am no group, a benzoyl am no group
and the like; a halogen atom such as a fluorine atom
a chlorine atom a brom ne atggg an iodi ne atom and
the 1like; an acyl group such as an acetyl group, a
benzoyl group and the like, respectively. X in the
conpounds represented by the fornulae (3), (6) and
(9) i sPropeaandiery off Coppsund &&7) fiar Taxarplke, a hal ogen
atom typically such as a chlorine atom an al koxy
group, typically such as a nethoxy group and an

T e el Y OXy group—typreatty—stech—as—a
weggi group, an acyloxy group, typically such as an
yloxy group and a benzoyloxy group, an
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t hese bases are not particularly limted, and the

bases can be used as a sol vent when said organic

bases had been used. When these bases are used, the
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n schene (1) and a salt thereof can be

prepared by the nethod as shown in the reaction

scheme

R8 RO 0O
NH R2 o
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(2) : Reaction schenme (2) - 18 RS 0 R3 R4 i
ORBRA I RB RO RI, AANNNDRI RL, AAN N
R6 R7 RL0 R2 o R6 R7 "RIO (10) (2) [wherein,
R3, R4, R5, R6, R7, R8, R9, R10 and A have

the sane neanings as in the formula (2), RI is a

t-butyl
substit
deri vat

group or a benzyl group which may be
uted]. In the reaction schene (2), the diam ne
ive represented by the fornula (2) can be

prepared by reacting the diam ne derivative

represe
hydr oge
aci d,

nted by the formula (10) with an acid, or by
nation. As the acid in this case, hydrochloric
hydrobrom ¢ acid, sulfuric acid, nitric acid,

acetic acid, trifluoroacetic acid and the |ike can be

used. T

limted,

Hydr oge
in the

he anmpbunt of these acids is not particularly
and can be also used as a sol vent.

nation can be carried out in a suitable sol vent
presence of a catal yst under hydrogen

at nosphere at normal pressure or el evated pressure.
The catal yst includes, for exanple, a palladi um
catal yst such as pall adi um carbon, a nickel catalyst

such as
a ruthe

Raney-ni ckel and the |like, a cobalt catalyst,
nium catal yst, a rhodium catalyst, a platinum

catal yst and the |ike. The sol vent includes, for

exanpl e,

wat er, al cohols such as met hanol, ethanol and

the - 19 Ilike; an aromati c hydrocarbon such as

benzene

o, o s

tquene and the like; branched or cyclic

s "




tetrahydrofuran and the |ike; ester such as ethyl
acetate and the like. The reaction tenperature and
the reaction tinme of the above-described reaction can
be widely varied. GCenerally, the reaction tenperature
may be appropriately selected within the range of
-20C to a reflux tenperature of the used sol vents,
and the reaction time within the range of from
several mnutes to 96 hours, respectively. The di am ne
derivative represented by the fornmula (10) in the
reaction schene (2) and a sal gpghereof can be
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is reacted with N hydroxysuccini m de,

1- hydroxybenzotriazol and the |ike. The am ne
derivative represented by the formula (11) in the
reaction schenme (3) and a salt thereof are
coommercially available and can be easily prepared by
a Gabriel nethod, a Del phine nethod, a known am ne
synt hesi zi ng met hod such as reduction of a cyano
group, amde, imne, oxinme and the like, and the

nmet hod as described in Tetrahedron Asymretry, Volune -
22 - 11, page 1907 (2000) Th %ignine derivative
compound represented by the P rmula (10) can be
prepared by the nethod as shown in the reaction
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The conpound represented by the forrmula (7) in the
reacti on schene (4) can be prepared by a conventiona
met hod wherein the correspondi ng am no acids are
reacted with chloroform c esters, carbonates such as
O net hyl - 0- (p- nitrophenyl)carbonate and the |ike; and
the |ike. The conmpound represented by the formula (3)
in the reaction schene (1) can be prepared by a
conventional method in which a known carboxylic acid
derivative represented by the fornula (4) is reacted
with thionyl chloride, oxalyl chloride, phosgene,
phosphorus oxychl ori de, phosphorus trichloride,
phosphorus pentachl oride, thionyl brom de, phoshorus
tribrom de, diethylam nosulfur trifluoride, 1,1'-

car bonyl bi s-1H i m dazole and the like. - 24 The
conpound represented by the fornmula (3) in the
reacti on schene (1) can be al so prepared by a
conventional nethod wherein a known carboxylic acid
derivative represented by the fornula (4) is reacted
wi th al cohols such as nethylal cohol, ethylal cohol and
the |i ke or phenols such as phenol or nitrophenol and
the |ike.



The conpound represented by the forrmula (3). in the
reaction schene (1) can be al so prepared by a
conventional nethod wherein a known carboxylic acid
derivative represented by the fornula (4) is reacted
with chloroformc esters such as nethyl

chl orof ormat e, phenyl chloroformate and the like. The
compound represented by the formula (3) in the
reacti on schene (1) can be al so prepared by a
conventional nethod wherein a known carboxylic acid
derivative represented by the fornula (4) is reacted
with N- hydroxysucci ni mi de, ~13h§dr oxybenzotri azol e and
the |ike. The conmpound represented by the formula (1)
according to the invention can be al so prepared by
the nmet hod as. sho inther ctlon schene (5):
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In the reaction schene (6), the diam ne derivative
represented by the fornula (1) can be prepared as by
reacting the am ne derivative represented by the
formula (5) and a salt thereof with the known
conpound represented by the fornmula (6) with or

wi thout a base in the presence of a




nmetal reagent such as trial kylalum numand the |ike
wi thout a solvent or in a solvent. As the base in
this reaction, the sanme bases as used in the reaction
schene (1) can be used. The anmount of these bases is
not particularly limted. They can be used as a

sol vent when said organi c bases had been used. - 27
As the nmetal reagent in this reaction, the sane
reagents as used in the reaction schene (1) can be
used. The amounts of these netal reagents are not
particularly limted. As Lh%lqrganic solvent in this
reaction, the sane solvents as used in the reaction
schenme (1) can be used. The amount of conpound
represented by the formila (6) is 1 to 4 equivalents
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eafi ngsMhs ?nGQTﬁe?Qnﬂ%m'ami )3 ahb-R189 RAH/R8) (R4 - Bhod - 11
A have | {h&, sahe $edmidngd 4dHi Y hed £idr ridiHa pr)}. 6.188(1H,
Iin the [eattiontkchldhebE7), 7t B&-"ti 3 (ldl,devi,vdt #3e7.51 (1H,
nepr esepnied by6ihée Gor(hil, amf 1) can be prepared by

neacti ngwhite anystzlderi vative represented by the

formula (5) and a salt thereof with a known
carboxylic acid derivative represented by the fornul a
(7) without a solvent or in a solvent. As the
condensing agent in this reaction, N/ N -

di cycl ohexyl car bodi i m de,

1,1 -carbonyl bis-1Himdazole, 1-

et hyl - 3- ( 3-di net hyl am nopr opyl ) car bodi i m dehydr ochl ori
de, 2-chloro-I, 3-dinethylimdazoliumchloride and the
li ke can be used. The anmpbunt of the condensing agent
is 1to 3 equivalents, and preferably 1 to 1.5
equi val ents, based on the conpound represented by the
formula (7). As the organic solvent in this reaction,
the same solvents as used in the reaction schene (1)
can be used. The anmount of carboxylic acid derivative
represented by the formula (7) is 1 to 2 equivalents,
and preferably 1 to 1.2 equivalents, based on the

am ne derivative represented by the formula (5). The
reaction tenperature and the reaction tine of the
above-descri bed reaction can be wi dely vari ed.
Generally, the reaction tenperature is -20 to 200C
preferably 0 to 100C, and the reaction tine is 0.01
to 50 hours, preferably 0.1 to 15 hours. 29 The
conpound represented by the fornula (1) according to
the invention can be al so prepared by the nmethod as
shown in the reaction schenme (8): Reaction schene (8)
RBRRA RS RBRROORL ORBRRA RS RBRR 0O HN. NQ+ Rl
ANNNQ



1Z 0 R R7 RI0O AX R 0 Re R7 R10 (8) (9) (1)
[wherein, R2, R3, R4, R5, R6, R7, R38, RO, R10 and Q
have the sanme nmeanings as in the formula (8) and Rl
and A have the sane nmeanings as in the fornula (9)].
In the reaction schene (8), the diam ne derivative
represented by the fornmula (1) can be prepared as by
reacting the am ne derivative represented by the
formula (8) and a salt thereof with the known
conpounds represented by~ Bhé-BéPnula (9) with or

wi t hout a base without a solvent or in a solvent. As
the bases in this reaction, the same bases as used in
the reaction schene (1) can be used. The anDunt of
thesBrOE§§EéePsoﬁoFOBQPPPeuIgppylplﬁ??eﬁ and the
bases can be used as a solvent when said organic
bases had been used. As the organic solvents in this

t&apbi PAropbersape solvents as used in the reaction
gghemel (1) can be used. The anount of the conpound

&gpresented by the formula (9) islto4 equivalents

atd pr etr-abl y J.

T asS
di am nb MR 4 %%xPépeg Bhi e g§ th88 6Pﬁu ) 8} 16-1.28
The reaéfbilon™ enﬁe?%tu?g'aﬁ 'tﬁe Peddti ofl) tI%E LF2¢he (1H,
above- ff8scr Pbéd K%ﬁctﬁonJC5n9b§Z%ﬁdef§ vatieqdd, J=6.4, 7.8
caper a| Hy) , €n85réalli oAt eper at bPe (L8, -0 do/280dz), 6.33
preferaloli, Obrd, 108C;7aRd thE, reactVofi2t i b@. @&, 0J01.5, 7.3
to 50 hBais, 7pbeéférabl y2HQ. h)t 07182hdlHs. t Thé=di aniime, 7.67
derivati(va,repr gsgnsdetdzby the formula (8) in the
reactiJnhSGBe&eyéBhlamdpa sabkt 1fbereof can be

prepar ¢ &odcg?ﬁhown 7ig0 ot '@‘5 %@Ct kn‘?” §C*ﬂ§ t,

(9): ?ga tkf § ?”?ﬁ R§§§4 ﬁ%gS EG 4 80—
0 RL
E?g anL) g)Q%whezébEaﬁggi ﬁgﬁngg Jas i R Ré%?%%ﬁa

(8) A
and R1 ﬂ@ MMR- HutSPC I ompror: & -U8nzyH, grodpbwhi Ei) ray - 86

be subst(iBHut ed] J=lbn 8t He ), edcLi0on 6sichdre JE9) 8 Hhe, 1.22 (6H,
di am nedgedimGati we ) ,r apBesdntiedmbhy tLhé1lf ¢gikul a) (8p.6aR3.69
lc; preparved By ,r sasoi-ng 91t e Hdi am,ne .d6r4vari yes, m), 4.88-
r'épr esent o0 bozmt heyfosmuloa (1k), w)the.agi dsH,08,by=9.3 Hz),

hydr ogenatizon., s&s (e agi,dg i t<l1|Hs gase; .bydroahl ari g=7.8

aci d, qro@r@glql@plg %mjf@rm% acid, nitric aci d,
acetic w%ﬁ%% %&hfkyoroacetlc aci d and the |i ke can be

Hsetd—the— armount—of—these—acids—rsnot
particularly I|n1ted, and the acids can be al so used
as a solvent. As the catalysts in the hydrogenation,
the sane catalysts as used in the process in the
reacti on schene (2) can be used. As the solvents in
the reaction as shown in the reaction schenme (9) the
same solvents as used in the process in the reaction
scheme (1) can be used. The reaction tenperature and
the reaction tine of the above-described reaction can
be widely varied. Generally, the reaction tenperature
may be appropriately selected wthin the range of
-20C to a reflux tenperature of the used solvents,
and the reaction tine within the range of from
several mnutes to 96 hours, respectively. The
conmpound represented by the formula (9) in the
reacti on schene (8) can be prepared by a conventiona
met hod wherein the correspondi ng al cohols were
reacted with phosgenes such as phosgene, triphosgene
and the like, and chloroformc esters such as
phenyl chl oroformate and the Iike; and the like. The
di am ne derivative represented by the fornmula (1)
contai ns asymmetric carbon dependi ng on the kinds of



substituents,
di ast er eoi soner,
any proportions.
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The term "fungi ci de"

and -

and may exi st as an optical isoner, a
a racemate or a mxture thereof in
The invention enbraces such isoners
m xtures thereof in arbitrary proportion.
as used herein refers to an agent

whi ch conbats m croorgani sns (pat hogens) such as

bacteria, fungi, viruses and the like, which are
pat hogens, |nclud|ng for exggyl i ndustria
fungi ci des for the asepsis-t control of fungi,

agri cul

di si nfecting fungicides and the Iike
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The conpound of the invention may be used as it

but it

is,

is preferred that it is used in a conposition

form wherein the conpound is mxed with a carrier
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i nor gan
aid the
treat ed
of the
carrier
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bent oni

ng a solid or liquid diluent. As used herein,
m "carriers" refers to a synthetic or natural,
ic or organic substance which is conbined to
active conponents to reach the site to be
and to ease the storage, tranfer and handling
active conponent conpbund. The suitable solid
i ncl udes, for exanple, an inorganic substance
cl ays, such as nmontnorillonite, kaolinite and
te and the |ike, diatomaceous earth, white
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t he compounds of the invention and at | east one

sel ected from other fungicides and/or pesticides nay
be in the conbined conposition form or both the
conmpounds of the invention and at |east one sel ected
fromother fungicides and/or pesticides are m xed to
use simultaneously upon treatnent of the agricul tural
agents. - 40 - EXAMPLES Herei nbel ow, the invention
will be illustrated with reference to the follow ng
Exanpl es and Test Exanpl es- 3Exanple 1

N-[1, 1-di net hyl - 2-[ (4- et hyl benzoyl )am no] ethyl ][ (1-
nethylethyloxycarbonyl)anino]acetanide [ conpound No.

141 H 2 r/4
ot hyll G ﬁé' u“é(?’@%h | o) adet | Cheidd g%2 §2)1. 29988
ﬁm)y e.wym)g‘(%anfﬂwas QSO]d iy (024 6% 1.2

1, 1' - ¢axr.bemyl .- $14)H- ilvidazolBé (Gstm 210§¢2m%| Y 1gy m),
J-pom tl Sper-at.UirCe, (28hd mhe Mm%t ur- é36wa(§Hst mred-04r5:05 (2Hr
hour. |1 ,t e TeactH, o, sdl=@t.isom2das 7added .3 (4H, m), 7.38-
(2- am|no-42> netshy lm)pr o7py§2)47—.m@t hylthempamide1(-0..38 ¢1H, m),
1.21 My @iy, eom temmeratay g,1mne)t.he m xture was
stirreqﬁg&elgyygggym@&ﬁtqgg fiorc 12 hours. The

sol ut i 0?13 'a %'at Yqueo oln t'e 0138 (SH,
sol ut i|oh el sla 0 eﬁ m)

g4 ed |over3 ah}ﬁ/drms %Ta"gﬁfe?s %?lﬁq‘aﬂe 3rhe5 3no.r ganity ™

sal t G913 eP2d{ L hem ¢ He 3314 1% o Ahs rQ:orncerrﬂtlr atidy d

under | Fefluk ez pr ess3fe] - Fhd(kthe Wesul 143y +&%5i b s 7.50-
purifiled. &y (3H] ich, gel7Tol uih 6Hfonmkog%aﬁhy(lH, m) .
(n'hexaﬂ@r@éh&fy@t@laﬁep— 24513°¢ o0 give 0.29 g of the

I L T T
S s
%e Ilﬂl'

esi T ek b;%rﬁ Sobl% (yiiel d, 699 .8-u4, -0.86
Exanpl g lgNZgEgh Sé 3H d, J=6.8 Hz), 1.00 (3H,
met hyl b

dinethy

S 0 ( o !
¥ Tégwgg?éﬁf%v sz,g]”“ AT,
iﬁet yﬁe ﬁyﬁ %e o]gaE aC|d 5% %§ gLt m
. By 2hycal otyl hap 0 706
10 L Lr gl ‘é 0 1 o

room t ﬁpéﬁat@ﬁe Bhd 7tﬁé ﬁrﬁ?u 8stirred for
hour. Tehiihe reastiénm-Bol 4PPad Gpre added

N-[2-(S)-am no-3-net hyl butyl] 4- nethyl benzam de
hydrochloride (2.00 g, 7.79 nmmol) and triethylam ne
(0.87 g, 8.60 mmpl) at roomtenperature and then the
m xture was stirred at roomtenperature for 12 hours.
The reaction solution was washed sequentially with a
5% aqueous citric acid solution, a saturated saline
sol ution, a saturated aqueous sodi um bi carbonate
solution and a saturated saline solution and then

dri ed over anhydrous magnesium sulfate. The inorganic
salt was filtered and then the filtrate was
concentrated under reduced pressure. The resulting
crude product was washed with diisopropyl ether to
give 2.86g of the desired product as a white solid
(yield 88%. Example 3 N J[2-nethyl-1-(S)-[[(4 - 42 -
nmet hyl benzol y) am noj net hyl ] propyl ]12-(S)-[ (1, 1-

di met hyl et hyl oxycar bonyl ) ami no] -2-phenyl acetam de
(compound No. 60) To a solution of 2-(S)-[(1,1-

di net hyl et hyl oxycar bonyl ) am no] 2- phenyl acet am de
(2.93 g, 11.66 mmol ) in dichloronethane (50 m) was
added 1,1' - carbonhyl bi s-1Him dazole (1.90 g, 11.72
nmol ) at room tenperature and the m xture was stirred
for 1 hour. To the reaction solution were added
N-[2-(S)-am no-3-nethyl butyl] 4-nethyl benzam de
hydrochloride (2.00 g, 7.79 mmol) and triethylam ne
(0.87 g, 8.60 mmol) at roomtenperature and then the
m xture was stirred at roomtenperature for 12



hours. The reaction solution was washed sequentially
wth a 5% aqueous citric acid solution, a saturated
saline solution, a saturated aqueous sodi um

bi carbonate solution and a saturated saline solution

and then dried over anhydrous nmagnesium sulfate. The
inorganic salt was filtered and then the filtrate was
concentrated under reduced pressure. The resulting

crude product was washed with diisopropyl ether to
give 3.06 g of the desired ptblluct as a white solid
(yield 870). Exanple 4 N [2-nmethyl-1-(S)-[[(4-

nmet hyl benzoyl ) am no] net hyl ] propyl] 2-(RS)-[(1,1 - 43 -
d|nethylethyloxycarbonyl)an1nog 2- (tetrah dr of ur an- 3-
yl ) ateRReH dee § COPoRtRP MY 693 To" al adtuts on of
2-(RS)-[(1, 1-

dinethylethyloxycarbonyl)anino] 2- (t et rahydr of uran- 3-

@'ér?n [?Po;?&f@lersl 429, 5.87 mol), N[2-(S)-am no-3-

beutyI 4- et hyl benzam de hydrochloride (1.26 g,
gE I) N—hydroxysu00|n|n1de (O 64 g, 6 36 Mol ),
I f\\lf\l
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m ) and washed sequentially with a 5% aqueous citric
acid solution, a saturated aqueous sodi um bi carbonate
solution and a saturated saline solution and then
dried over anhydrous sodium sulfate. The inorganic
salt was filtered and then the filtrate was
concentrated under reduced pressure. The resultlng
crude product was washed with diisopropyl ether to

gi ve 0.
(yield

55 g of the desired product as a white solid
60% . Exanple 7 N [2-Tethyl-1-(RS)-[[(4-

net hyl benzoyl ) am no] net hyl ] propyl] 3-nethyl-2-(S)-[(1-
nethylethyIoxycarbonyl)an1no]butyran1de (Cbnpound No.
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]1-2-

net hyl propyl] 3-methyl-2-(S)-[(1

met hyl et hyl oxycar bonyl ) am no] butyram de (Conpound No.
196) To a solution of 3-nethyl-2-(S)-[(1-

nmet hyl et hyl oxycar bonyl ) am no] butyric acid (0.30 g,
1.58 mol) in dichloronmethane (10 m) was added N
nmet hyl norpholine (0.17 m,1.58 mmol) at -15C, and to

the m

xture was added

2- met hyl propyl oxycar bonyl chloride (0.22 m, 1.73
mmol ) at the same tenperature. After stirring for 5
m nutes, to the reaction solution were added a
solution of N-[2-(S)-an no-3-nethyl butyl]

2- chl orobenzam de hydrochloride (0.40 g, 1.44 mol)

and tri

ethylamne (0.29 g, - 47 2.88 mmol) in

di chl oronethane (5 nm) at the sane tenperature and
the m xture was stirred for 20 m nutes and then
allowed to a roomtenperature. The reaction solution
was washed wth water, a 5% aqueous citric acid
solution, a saturated aqueous sodi um bi carbonate
solution and a saturated saline solution and then
dried over anhydrous sodium sulfate. The inorganic
salt was filtered and then the filtrate was
concentrated under reduced pressure. The resulting

crude
gi ve 0.
(yield

product was washed with diisopropyl ether to
56 g of the desired product as a white solid
91% . Exanple 9

N-[1-(S)-[[(4-chl orobenzoyl)am no] net hyl | - 2-

nmet hyl propyl] 3-nethyl-2-(S)-[(2-

nmet hyl propyl oxycar bonyl ) am no] but yram de ( Conpound No.
205) To a solution of N[2-(S)-am no-3-nethyl butyl] 4-
chl or obenzam de hydrochloride (0.50 g, 1.80 mmol),
3-methyl- 2- (S) - [ (2-nmethyl propyl oxycar bonyl)

am no]

butyric acid (0.59 g, 2.70 mol),

N-hydroxysu00|n|n1de (O 33 g, 2. 88 nnDI)

~ NN o "~ NN




reduced pressure, and the resulting residue was
purified by - 48 silica gel column chromat ography
(n-hexane: et hyl acetate 1:1). The resulting crude
product was washed with diisopropyl ether to give
0.36 g of the desired product as a white solid (yield
46% . Exanple 10

N-[ 3-nmet hyl -2- (R)-[ (4- net hyl benzoyl ) am no] butyl] 3-
met hyl -2-(S)-[(2- nethylpropyloxycarbonyl)an1no]butyram
i de (Compound No. 274) (aj 3

N-[ 3-net hyl - 2- (R) - [ (4- et hyl benzoyl ) am no] butyl] 2-
(S)-am no- 3 nethylbutyranide A solution of N

[ 3- et hyl - (R (4- neth¥lbenzo zan%no]butyl]

2- (ﬁr?@%éﬁk?ﬁo%c%%ﬁw?ah@ bl in3T#Rt iyt but yr ani de
(Conpound No. 276, 0.93 g, 2.05 mml), 10% pal |l adi um
on carbon (0.14 g, 15% by weight), concentrated

hyArechbpEheérackd (3 ni) in nethanol (50 m) was
4rred under hydrogen atnosphere at 40C for 5 hours.
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di chl or onet hane (100 m) was added
1,1 -carbonyl bis-1Himdazole (3.01 g, 18.54 mmol). at
roomtenperature and the m xture was stirred for 1
hour. To the reaction solution was added 1, 1-
di met hyl et hyl N-[1-(R)-(am nonet hyl ) - 2-

nmet hyl propyl ] carbamate (2.50 g, 12.36 mmol) at
tenperature and the mxture was stirred at room
tenperature for 5 hours. The reaction solution was
mashed sequentlally mnth a 596aqueous C|tr|c aC|d

o .

room

o,



saturated saline solution and then dried over
anhydrous magnesium sul fate. The inorganic salt was
filtered and then the filtrate was concentrated under
reduced pressure. The resulting crude product was
washed with diisopropyl ether to give 2.51 g of the
desired product as a white solid (yield 47% . (b) N
[2- (R) -ami no-3-nethylbutyl] 2- (S) -

[ (benzyl oxycar bonyl ) am no] - 3=net hyl butyram de To a
sol ution of N-[3-nethyl-2-R32A(E 1 - 51 -

di net hyl et hyl oxycar bonyl ) am no] butyl] 2-(S)-
[(benzyloxycarbonyl)an1no] 3- nethylbutyran1de (2.50 g,
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pressur & % fger19838g (6 tHe Y B8’ pr bdtiet (38, g9, J=6.8
yellom1§élvd ¢(yPeld286 H (g), 1-88-1.90° (1H, m), 2. 11£2025
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( ) [ (bénzyl dR¥cambonyl- Pam(ad] - Briret hyPButiyHansde ©-18 (1H,
( Conpoulipd) ,Né.. 82762 HToda Sel’luBi Bm)of 6.94 (1H, br), 7.31-7.34

N-[ 2- ( R2am mo-.3- met hyl butyl] 2-(S)-
[(benZ)M%&X@atQQbenam BQ] 185nethyl but yrani de (1.80 g,

537 Q”Q E%b@iﬂy'%ﬂ%%e 3% 6%,9y-%.91umol b 198 (31, 4,

dlchlor a%% %oggAselaO§olgglog J=6.8
of 4- 1 |q¢@%é I Qlor é O 1 5915681 qgol% N5 15.5 14

dichlor hane _% %ﬁ GoQ Ilgg T (oM 3-8

ﬂﬁmtlc |o roomt E )

2 hour § Jand tHéh W héd 4h% g he 560 % 1 g 6.02

wasogﬁléikbvé%'séidiht & eS|u§ﬂ daftp afj'eg na @hﬁ% 6.97-

inorgarﬁbféblﬂfha§lweﬁb¢%ﬁqb ¥ilfraffon, 52 and the
filtratehide conedml at-ed #dder® Feduced pressure and

the resulting crude product was crystalllzed from

n- hexane to give 1.16 g of the desired product as a
white solid (yield 48% . Exanple 12

N-[ 3-net hyl - 2-(S)-[ (4- et hyl benzoyl ) am no] but yl ]
2-(S)- [(benzyl oxycar bonyl ) am no] - 3- net hyl but yr am de
(Compound No. 281) (a) N-[3-nethyl-2-(S)-[(1, 1-

di met hyl et hyl oxycar bonyl ) am no] butyl ] 2-(S) -

((benzyl oxycar bonyl ) am no] - 3- et hyl but yram de To a
solution of 2-(S)-[(benzyl oxycarbonyl)am no] - 3-

met hyl butyric acid (4.51 g, 17.94 mol) in

di chl oronet hane (100 m) was added

1,1 -carbonyl bis-1Himdazole (2.91 g, 17.94 mmol) at
roomtenperature, and the m xture was stirred for 1
hour. To the reaction solution was added 1, 1-

di met hyl et hyl N-(1-(S)-(am nonet hyl ) - 2-

nmet hyl propyl ] carbamate (2.42. g, 11.96 mmol) at room
tenperature, and the m xture was stirred at room
tenperature for 5 hours. The reaction solution was
washed sequentially wth a 5% aqueous citric acid
solution, a saturated saline solution, a 2 N aqueous
sodi um hydroxi de solution and a saturated saline
solution and then dried over anhydrous magnesi um

sul fate. The inorganic salt was filtered and the 53
filtrate was concentrated under reduced pressure. The
resulting crude product was washed with diisopropyl
ether to give 2.96 g of the desired product as a
white solid (yield 57%. (b) N[ 2- (9




di met hyl et hyl oxycar bonyl ) am no] butyl] 2-(S)-

[ (benzyl oxycar bonyl ) am no] - 3- et hyl butyram de (2.73 g,
6.27 mol) in ethyl acetate (30 m) was added 4 N
hydrochloric acid ethyl acetate (30 m) at room
tenperature, and the mxture was stirred for 5 hours.
The reaction solution was extracted with water and

t he aqueous | ayer was washed with ethyl acetate. The
aqueous | ayer was adjusted to pH12 with sodi um

hydr oxi de, and then extracte®anm-th di chl or onet hane.
The organic | ayer was washed with a 2 N aqueous sodi um
hydr oxi de sol ution and then dried over anhydrous
magnesi um sulfate. The inorganic salt was filtered
and Ruveeititgsatel Goap cmic erity)atied Tarder 2 educed
pressure to give 1.89g of the desired product as a
Iight yeIIOM/soIid (yield 90@@ (c)

oxycar bonyl ) am no] - 3- met hyl but yr am de
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t enper agne flop2123Rouds. J¥Besr Hagt i an280l(BE| od, was6.8 Hz),
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$8Cuti o 50 a3, %@LQY%W841§3|mme s0kyt 308y @3k, NnpQUBORS-4. 90

sodi um )_,(g[roH de, L{éhonbgnd 3. slgtqligt egr§al hNes (1H, 4,
sol uti hg E{Iﬁg anh r6qus( gﬁggesbup 3

sul fate. % r’a ’flltere andthen he
filtratd& We aitfaf=1ax - & Ade ad od T - o
resul ti Mg-BYRde (¢ ROt: Wa@%d@ﬁbd Wit - (§I ﬁ@é r@ pyl (eH, d,
et her { d=@i.\Be Ha)35 0g 96f (Bhe dleS|Ji=éd8p|H@duct1 Oés éH d, J=6.8
white salzid Qyisgld .68%(2HExanpl € .14~ (1H, m), 3.25-3.45
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et hyl pragy! br3-( 9.1 L1k, divet, hyl eshyhexyear benyB) Hz) , 7.29
am no] prapi oA, de] @@ompmnc{j}p m)601) To a solution

S.f 2'£’Xd[tjt—:;]crysta,;mp 199.9°C . -
inEtH)ICLHyIUAybalUUHyI)dHIHUJpIUplU”lL acid (U 40 0,

2.44 mol) in dichloronethane (20 m) was added

1,1 -carbonyl bis- 1Him dazole (0.40 g, 2.44 mol),

and the m xture was stirred at roomtenperature for

30 minutes. To the reaction solution was added

N-[2 (S) am no- 3 et hyI butyl]benzofuran- 2- car boxam de

. R — o g,




- 5
wat
ove
was
und
was
t he

6 a saturated aqueous sodi um bi carbonate sol ution,
er and a saturated saline solution and then dried
r anhydrous nagnesium sul fate. The inorganic salt
filtered and then the filtrate was concentrated
er reduced pressure. The resulting crude product
washed with diisopropyl ether to give 0.59 g of
desired product as a white solid (yield 709%.

Exanpl e 15

N- [
met
am

I -(S)-[[(benzofuran-2-car3esyl-) am no] net hyl ] - 2-
hyl propyl] 2-(S)-[(1 nethyl et hyl oxycar bonyl)
no]proplonanlde (Cbnpound hb 599) (a) N— [ 1- (9

hanzaf 11ran 2 ~arhanyg

rret
N-[
car

T T OT

i m eth " (3H, d,
vy EEROF: 2 (&fan ol B i B 030 ey R
bonyl)&ﬁrho?ﬁﬁﬁhyl]mﬁ n%tﬁ?f%rb&yK}HZ 1B) -§(2343-61 (2H,

ﬁ%get vyt hyl 8gydabbonyH) am noj - pBopi dhanide 1 Conpolidd . 14

was
sol
was

2| (24, 7h) g, 54010 (Hpl brip ethyl (agetar eJ£S. ijz), 7.30
adfedua ArN, hydnochhorike, acidbethy) acerape3 Hz), 8.31
utipnigllqal ) gab . woom 3t gaperat voe(1rNddf he=mi xtuep.

st @Eggeoggpgtgmt ghe235eget|on sol ution was

ext
was
adj
W t
| ay
Thé
con
t he
N[
net

ust e

h di ER) or ﬁ@ﬁﬁéﬂ@laﬁéch@h

er WwagHdr méd Sv8p- anﬁ§dﬁéﬁs Wa nés?ﬁﬁﬁs ﬁfé g, mp74. 87‘
i NnpAgaRi d 18al m)waé - 97kﬁr89ed1Hanm thé-1¢1 { Bt edwad=8.3

cent Hat ed 7under(1Hedbcéed prédsui8,te)gi Ve6ld. 24Hg df J=9.3

desiizh ed 8pBaduyat, asida kit @,s6l.3dHEYi, eBd695%4H, (B) J=2.4

| - ( BH=zD[.(benzof ur an- 2- car bonyl ) am no] net hyl ] - 2-

hyl prepyk] c2v68kil @W.p. 261.5°C

I e e rﬁ?f% o'

et
No.
car
am
di c

hyTet hylT oxycar bonyl ) am no] pr opi onam de ( Conpound
599) To a solution of N[I-(S)-[[(benzofuran-2-
bonyl ) am no] net hyl ] - 2- met hyl propyl 2-(S)-
nopr opi onam de (0.23 g, 0.72 mol) in

hl oronet hane (5 m) was added

1- met hyl et hyl oxycar bonyl chl oride (0.10 g, 0.79 mol).
To the reaction solution was added dropw se a

sol
di c
roo
was
sol
mag
and

ution of triethylamne (0.08 g, 0.79 mmol) in

hl oronet hane (1 m), and the mi xture was stirred at
m tenperature for 2 hours. The reaction solution
washed sequentially with a 5% aqueous citric acid
ution and water and then dried over anhydrous
nesium sul fate. The inorganic salt was filtered
the filtrate was concentrated under reduced

pressure. The resulting crude product was purified by

si |

i ca gel columm chromat ography (n- hexane: et hyl

acetate = 1:1) to give 0.28g of the desired product

as

[
t
2-
t

a white solid (yield 96% . Exanple 16 N- [1- (S) -
benzof ur an- 2- carbonyl) am no jnethyl J -2-

ne h§|propy|]
(

1, 1- di et hyl et hyl oxycar bonyl )am no]-2 - 58 -

nmet hyl propi onam de (Conpound No. 605) To a sol ution of

2-|

(1,1-

di net hyl et hyl oxycar bonyl ) am no] - 2- net hyl propi oni ¢ aci d

(2.
N[
(2.
14,

80 g, 13.78 mmol),

2-(S)-am no- 3- net hyl butyl ] benzof uran-2- car boxamn de
26 g, 9.18 mmol ) and N hydroxysuccinimde (1.69 g,
69 mmol ) in dichloronethane (50 m )was added

di cycl ohexyl carbodiim de (DCC. 3.03 g, 14.69 mmol) and

tri
sti

ethylamne (1.39 g, 13.78 mmol). The m xture was
rred overnight. The resulting crystal of

di cycl ohexylurea was renoved by filtration and then

t he
aqu
sod

filtrate was washed sequentially with a 5%
eous citric acid solution, a saturated aqueous
|un1b|carbonate solutlon and mater and dri ed over

N o -,




(yield
N-[2-(
nethl
d
No.

86% . Example 17

RS) - [ [ (benzof ur an- 2- car bonyl ) am no] - 1-
]ethyl] [3-nethyl -
nmet hyl et hyl oxycar bonyl ) am no] ] but yram de ( Conpound
649) To a solution of 3-nethyl

2-(S)-[N-(1,1-

22-(9)-[(1,1 - 59 -

di net hyl et hyl oxycar bonyl ) am no] butyric acid (0.55 g,

2.55 mol)
1, 1" -carbonyl bi s-
and the m xture was

To the reaction
N[ 2-(RS) - aninopropyl]benzofuran 2-
hydr ochl ori de (0.50 g,
6. 4P TRRANE ISP Tt AU e

tenperature for 5 hours.

hour .

washed

i n dichl oronethane (50 m) was added

1H i m dazole (0.41 g, 2.55 nmol),

stirred%t Toomtenperature for 1

sol uti on was added

car boxam de
m.dazole (0.44 g,

%go%ﬂfW¥@§ room

The reaction sol ution was

sequentially with a 5% aqueous citric acid

1. 96

g |

QroperiSaidir at ed saline sol ution,

a saturated

Aueoys sodi um bi carbonate solution and a saturated

&l ine solution and then dried over anhydrous

megt FI T

and 1o ﬁrWPé &@%é‘e REEE @Wﬁ@t ﬁﬁ:g "8:7%0 o0
pressu 'T o 'cr d du 'h

a mxed Qe @Hand‘n hexane 20 4H

giye (.® g303‘714né3?de@ﬁred“ rosd@@t ad %a Wit & or)f%tlali d,
(yi e|dJ—730/% Hz)Bxahpi® Mg, br) 7.54 (1H, s), 7.60 (1H d
N- [ 3- neE#fy] 3 2HZ)S) -§ (BenZof urdth- 2=Fardbordld eﬁﬁ)no]&)tﬁ@l 1, d,
2-(S) -[[{FE=rzyWDxycar bonyl ) am no] - 3- et hyl but yr am de
(Qnmowmhwbcﬁ%@aﬂmupsd4ﬂHmtof

d?gﬁl"gwxﬁ - Gan ?%X@ic @CZ@' §ﬁ73d,9 P é.0 %)mmé)s? (3, d,
! ; , 2- 1 28 (3H, m),

Carbo”yfb a€§ é&?} ?? 2, 1ﬂ0:§3 WHD' JT0Q {1y,

égﬁseneﬂpeﬁafgff it n ”{i;%.%t £

added é\#no 3- ﬁe@%{?’g}x P00 R 2

2-(S)- ?b%%z?ﬂ%&y&%‘f‘bdﬁy«) o e nyTout yr ami de

(3.41 &ture was _stirred at

room-t
was wa

ehpenﬁtdidCﬂmnaB hOuBQ (3He deadtbod Hebl u@i®n (3H, d,
shed. seguentiabby (6l ht a H96 agjueous Li22i c6Hacid J=6.8

solutipnz)p sagerated sahjne) soubson,1@ 21M agueors50-3. 68
sodi un hydr oxh dezsgbutzan and 3. setyratedisalhpe 3.97-4.05
Solutlanlﬁand t hgnggrisedooyen, aphyds ous MBGNESHUM) , 6.14 (1H,
sulfat,d Tbeg gnggganbcogabtowa§3ﬁlIﬁpred apdithe (2H, m).
flltraighnag gggggnt&abe zgndgﬁcreduced pressure. The
rest-t-fg t oduct stred—wi_tt i xcu
solutiop OWM%lﬁs %I ?ﬁen%ﬁnd n HeéaﬁeH Py87 (3, d,
3.60 g 6F6tﬁeﬁéé$|pe8 Kéduc? as="6 g 3? t, J=6.8
crystalH@ybeﬂd8$4@§92ExaﬁpI@ 192. 04 2 8 H, m ' 3.48-3.53
ROP[ 2- ( $LH| (benzof. 6Rad-~ 20cdiBony) ) énﬁﬁo]381 s), 3.88-3.92
nmet hyl ] hehyl ) 2- @Spofal. oset(hyl emhyl 6xy6ar bBnybyadi nop-16 (1H,
3- et hyl ] busynamizge (Coopound MNaH, 6M2) (ap6-7.38 (2H, m).
N-[?'”PMHXEEZCQ ktbﬁbﬁn90f90@n9zc ;
caroony ( rretn I Bu a
e %‘g&%}? @’[ B’ 8%5) %ﬁgbg ¥3 % 54 1’“;%33}53%) d,
car bony Py n1n5f6uti o 2

S) - [ Ab&Rzy- SRy d |, &moﬁo]z ézmétlﬁw B‘uty?aﬁ?dé R,

oliiid - NG.- 886 3 - :?24(51 Y ?‘@93 Fg 09 H paWIadPuﬁF

on carbon ,(6..32 lelsﬂbeF@eﬁgH?)ra dléoné@mtpat ed’63°- 7 44
hydr ochl(@Hi,cmaci d .€3 rilH,i s)net hanol (50 m) was
sti rredwhinderc dystradgen pat dgplkécCe at 40C for 5 hours.

The reactor
catal yst was renoved by Celite filtration

filtrat

the resulting residue was dissolved in
hydrochl oric acid sol ution,

di chl or
12 mnt

was purged with nitrogen and then the
The
reduced pressure and
a2 N

and washed with

onet hane. An aqueous | ayer was adjusted to pH
h sodlun1hydrOX|de and extracted mnth

— o

e was concentrated under

oy T




sul f at
filtra

gi ve 1.

(yield
N[ 2-
nmet hyl
3- net
of N-[
car bon
(0.80

nmol )

e. The inorganic salt was filtered and the

te was concentrated under reduced pressure to
82 g of the desired product as a white solid
749 . (b)

met hyl
under
tenper
hed

ol uti

sodi un
sol ut i|dt?
sul f at

1%V3r8%

filtra
resul t
et her
grystaly
N-T1-(
met hyl
nmet hyl

Qrmfln

LBA 2SN

(0.30 g
qui nol
di chl o

é§ roc

t enper
and th
sol uti

di n

ayer
i norga
concen
crude

gi ve 0.

(yield
N-[1-(
di met h
(et hyl
To a s
[ (ethy
nmol )

1,1'-c
room-t
hour .

N[ 2-(
car box
stirre
sol uti
citric
2 N aqg
sal i ne
magnes
and th
pressu
dii sop

pr oduct

(S)-[ (benzof uran- 2-carbonyl ) am no] - 3-
]butyl][2-(S)-[(1-nethyl et hyl oxycar bonyl ) am no] -
hyl ] but yram de (Conpound No. 672) To a sol ution
3-nmethyl -2-(S)-[(benzo %$ag-2-
yl )am no] butyl] 2-(S)- no- 3- net hyl but yr am de.
g, 2.32 mmol) and triethylamne (0.26 g, 2.55
in dichloronethane (50 mM) was added 1-
el;hylaxycacbenyl chl @d des 0.81 86 .8 G )l )87 (3H, d,
J'—%e SC ' ng and tdie M xtyue gras stirnedaba a@m, m),
flmowJ)s 2be%0 230t | PIH S% Ut '30%3\/5@5 62 (2H,
(@eq ‘Mh o8 %ﬁ# )aC'4 85-4.93
a sa shafll tﬁ oSn 1emu usJ 8.8
ﬁlﬁ %4
land’ 1 n %ﬂﬂ dver nﬁBHeS|un1 s)-
evh e GGt i Ralg . | f prprl and then the |
t'el-naR GonContsat edl. &mdewr edlucétd pt eészur 0 - rhe(3H, d,
i g6 O3 ude) proet] visls Westhednwi th. &6+ s.0 of@3H, m),
to ogivelD. BBy, aof) t he. siesi red miwoduct, a3. &vhid2 (3H
yieleg-5898 . (Bxampl ¢ 2014 (1H, d, J=7.3 Hz), 6.15
EI&I(&U'M'@%QT car bonyt i 2 Ap) MetIed -2 (O, m)
(Sg nethyloxycarbonylan1no) 3-
#hz{gn%g§§£§?q@ nd @@ 6@5) To a solution of
g, el IU ybd.l qullybédlll ”Ug ﬁe%{ C d(, 3H d
HNME Oy E mﬂo h F?en h%g 4
@628c&?-box n?%le io. T46 =618 702 hmo 2[ J=1.3
Fidmit hanS¢ 10941 J 1hasmhddéd01=2.09 (1A, m), 2.61 (3H,
s hy| anf Aopr 6Py K }H3- @thy?eﬁ?béd7?nfﬁ%' m), 3.91-4.16
hi(oHi de) , (EDC8 01B3 ¢, I=923nitel) &GtlPoohd, d, J=9.3
aHuve,6aad t he, btxtur 6=ha8 Btivred27o7-33holis M),
en . ablowed toHstangd 7o6&rniight d, The7r @adtl on
Dphwes wagbediwnt p.wabergdod then the organic
Was dried over anhydrous sodium sulfate. The
nic salt was separated by filtration and then
trated under reduced pressure, and the resulting
product was washed with diisopropyl ether to
51 g of the desired product as a white solid
700). 63 - Exanple 21
S)-[[ (benzof uran- 2- car bonyl ) am no] net hyl ] - 2, 2-
yl propyl] [3-nethyl-2-(S)-[ N
oxycar bonyl ) am no] ] but yram de (Conpound No. 711)
ol ution of 3-nethyl-2-(S)-
| oxycar bonyl ) am no] butyric acid (0.47 g, 2.50
in dichloronmethane (50 m) was added
arbonyl bis-IH imdazole (0.38 g, 2.50 mml) at
enperature and the mxture was stirred for 1
To the reaction solution was added
S) - am no- 3- 3, 3-di et hyl but yl ] benzof ur an- 2-
amde (0.50 g, 1.92 mmol ) and the m xture was
d at roomtenperature for 5 hours. The reaction
on was washed sequentially with a 5% aqueous
acid solution, a saturated saline solution, a
ueous sodi um hydroxi de solution and a saturated
solution and then dried over anhydrous
iumsulfate. The inorganic salt was filtered
en the filtrate was concentrated under reduced
re. The resulting crude product was washed wth
ropyl ether to give 0.74 g of the desired
as a white crystal (yield 890). Exanple 22

N-[2-methyl -1-(S)-[[(benzofuran-2-

car bonyl ) am no] et hyl ] propyl ] [ 3-nethyl -

(ethyl

2-(9)-[N\-
oxycarbonyl)an1nb]]butyran1de (Cbnpound No. 769)



i mdazole (0.32 g, 1.94 mmol ), and the m xture was
stirred at roomtenperature for 2 hours. To the
reaction solution was added

N-[ 2-(S)-am no- 3- net hyl butyl ] benzof uran-2- car boxam de
(0.40 g, 1.62 nmol ), and the m xture was stirred at
roomtenperature for 5 hours. The reaction sol ution
was washed sequentially with a 5% aqueous citric acid
solution, a saturated saline solution, a 2 N aqueous
sodi um hydroxi de sol ution amb a saturated saline
solution and then dried over anhydrous nmagnesi um
sulfate. The inorganic salt was filtered and then the
filtrate was concentrated under reduced pressure. The
r es b toprr trerleo hrodtreungs washitd Taith i i sopropyl
ether to give 0.33 g of the desired product as a
white crystal (yield 49% . Exanple 23

N [T(benzof uran- 2-
car%onﬁ%%émfn% %et hyl ] propyl ][ 3- met hyl - 2- (S) - [ N- ( 1-

?hylethyloxycarbonyl)an1no]]butyran1de ( Conpound No.

vvv'\l-lf\l
2) Toa-selutien—ef—3-rethyl

)~

et hy 1 ey o dFBEriy] ) aft fo ]kséﬂflyrf‘? %Cézﬁ(%zég es e e
1.92 pivob)3 Hz), O. (31, 4, J= , d, J=5.9
N-[ 2- (S)¥z ami ho23- néﬁhytbuﬂyﬁ]%elrhébf u}aw-zlc%%bb&%mra)e 2.02-
hydr ochpoog de1kp. 50, g2 - 61 773Hmos), 3-43-3.50 (1H, m), 3.64-
B4 bydr pxyspccinj mnde 8590( 01R1 g¢l, 2748- 3mo$ )8 ahg) , 3.98-4.06
di cycl pheny! gag bedssrude1( 0144 v), 2.12 fhidl )dind=7.8 Hz),

di chl of @ﬂ@hhama (&0 okp. paszaddedost (iet hytam ne’ (B73%. 31

g, 3.54 qmol k) at7rggnntqqpegagum¢ andeit lheHm &t ude7wWasHz) .
stirre wggtgog ggg@eﬁaburgoqngclght The resulting

The resdpﬁvn ar i by’ &i é '
col um/| Zc ro Odgriaph y“K e%%aé %é X E 2gt% g; 4}g6 1H
EQ@ r esulétiig 'ér Udél praduct g wpg 23 B
ilsopropyl5eﬂﬁbr1ﬁb dg|@68083§ 'oﬁ f i FedV= z2)
product| Ga97a (it &dryst-A7-(hidd d 1B50M) + Exapl’e 424 (2H, ™),
N-[ 1- ( 9)7.[d1( barzofdyr akr72 8ca‘r2tjony| ) am no] net hyl ] - 2-

met hyl prmydd GyeEtdiylm.2(979.9°C

Bf-eept alIUII d, d
mpzsg%%z' %:gwa et s dadcdy Bt ésding, oy

tvinyla §@F nybb@ nolpuiyr eaw deg ( Conpaimk)No.0 . BM) (3H, d,
(a) N-[Ji5 § 1l 2-Carliony yan nal e o, 29, 5 95-
rrethylpropi4

sol uti o

(nqlbtﬂrtyrezmeie Fmas), 3.48-

EH @@?hyrp% g 2

g@w?ﬂy

_rr‘e y

di met hylfé%hw L e kpsamho%u%y%iansl&*ef g, s 38-7-45 (24,
43. 83 mnbl)7rﬁ et byl %ce 92l e (1B0° m ) was added a 4 N

hydr ochl eonite aEYﬂtéthlpacb@%tl inutunn (117 o) at

oom t ehpeiatuceystahdmt he hBktdre was stirred
PnighAPcihmsrmb£t4$m sol uti on was extracted with

ter—an &S haver gwagan, 66, vasheduw) {ho.90 (3H, d,
et hyl  ag ? qggog IaMerJM@38agk stedoot e3pHl2, J=6.8
v th sod §1 ﬁHE rag tﬁ (1H, m), 2.10-2.15

y

?r ?953 ”99”%51{”% 4.06-

filtratedwagd 88mc@ﬁtr§t dﬁ&er

8' H —7 8 Hz),
i ] duced p e§?ur§ . 7.80-
gi ve 12/631§ dﬂch@r dedi-Péd 'produét a8’ a 8“
yield 83%pa ((BH,

N-[1-(S wkh@benzq%meénnaﬁcaﬁﬂén@l?an1no]nethvl]-z-

gg;g?fg 1¥hemlnoSgg dé g I?géf i é

met hylT propyl] 3-nethyl-2-(S)

[ (vi nyl oxycar bonyl ) am no] but yram de (Conmpound No. 779)
To a solution of N[1-(S)-[[(benzofuran-2-

car bonyl ) am no] net hyl ] - 2- net hyl propy!l [3-nethyl-2-(S)-
am no] butyramde (0.46 g, 1.34 mmol) in

di chl oronmet hane (10 mM) was added triethylanm ne (0.41
g, 4.02 mol). To the reaction solution was added
dropmnse a solutlon of V|nyloxycarbonylchlor|de (0.17

~ A e oy



concentrated under reduced pressure. The resulting
crude product was washed with diisopropyl ether to
give 0.46g of the desired product as a white solid
(yield 83%. - 67 - Exanple 25

N-[1-(S)-[[(benzof uran-2-carbonyl)am no] net hyl ] - 2-

nmet hyl propyl] 3-nethyl-2-(S)-[[(tetrahydrofuran-2-

nmet hyl ) oxycar bonyl ] am no] but yram de ( Conmpound No. 783)
To a solution of NN[1-(S)-[[ benzofuran 2-

car bonyl ) am no] net hyl ] - 2- met Ipropyl 3-nmet hyl -2-(S) -
am nobutyram de (0.46 g, 1.34 mmol) in dichl oronethane
(10 m) was added dropmﬁse a solution of

di chl 0

&ftety Byl | J=6.8 Hz), 0.93 (3H, d,
0-[ 4-ni ]§l %\gi ‘ég'é% gab‘i é3§3m9 1. 61_mmol) éSE , 1.88-
2da

, )
ugdep 1o 690l 189, 7aRd kN8, "y,

m xt urg 0 _% 22 for 55daysg, (1H
ghe reécﬁﬁoﬁ 7§o|&ﬁvoﬂ was - Was en |glg¥ Wi th (1H’
596aqledus5cﬁdr|éHra@Fdrsél&@ dﬁ 'a9sat’ifa &gu%ogg
sodiuﬁbhlcaﬂb@ﬁaﬂe43sdﬁﬁb|@ﬁ rard 8Qat&H afd  dr'i- 84 ~dvéP (2
anhydrneys sodi um sul fate The |norgan|c salt was
filtenqdiard drvestfaill tor.at.e 28ds 3°€oncent r at ed under

eGUCE‘de{\] §sgreCDa'Dq reﬁqum@zcrq@el phHoductosnasH, d,
washeq so r %€ her, teadigve Q.52 gaofl. dhg2H, m),
desire ro | te_;) 54%I dd s(gyighd %g% 3 Byampleg (14,
29 ho{ Cﬁ{ rb%’“{w 399 42, m, 5.10

&m rhﬁ V |
(et hy|tH1 o o a%? Q)R{ \gcgr 1?% bszrfd (SR
To a Sdt utfbﬁrbf [fS'S) q;%
yI)cardeﬂ%ﬁW%W]p? I‘R/I rnm/l1 Q methyl—2(S)

68 |ami-nolrutyranicde) hyelrdshl i de, (~®=@08 gsz, 788 (34, d,
mol ), | ge¢ hyl thj pcarbonysiehl or | He6 (D.HD g,1 RBO(FHhwlY), J=6.8
in dilch)promet haneo{ 1611 )mmwas2 auitet]. B soliit iron, of - 50-3.55
triethy tg@1n§ (03264193. @9 371mah), i h. ot -ehl @ o hame, 4.11-
£57m )| at,5C zﬁmdmt hesnwt ulle, Was St8 18 ez Bl 608N (2H, br),

il

tenper u6§ 51 ougs andralyowed(1@, shand7 .44 (1H, d,
over ni %e 5e§gt|9ﬁ gg;ut7093M@§HadgedJthngz 9.89
acetate e n1xture was washed wth water and

n
dri ed 36e§ ¥drgui sodlu ugtéte The inorganic
PI et

salt \I\wia'r‘Iefg ||L||CI|ILIalC Was

concentrat ed under reduced pressure. The resulting
crude product was washed with diisopropyl ether to
give 0.21 g of the desired product as a white solid
(yield 60% . Exanple 27

N-[2-methyl -1-(S)-[[[(1, 4- benzodi oxane) - 2- (RS) -

car bonyl ] am no] et hyl ] propyl ) [3-methyl-2-(S)-[ N-(1-
nmet hyl et hyl oxycar bonyl ) am no] ] but yram de ( Conpound No.
897) To a solution of 3-nethyl-2-(S)-[(1-

nmet hyl et hyl oxycar bonyl )am no] butyric acid (0.37 g,
1.83 mol), N[2-(S)-am no-3-nethyl butyl ]

1, 3- benzodi oxane- 2- (RS)-carboxam de hydrochl ori de
(0.50 g, 1.66 mmol ), N hydroxysuccinimde (0.20 g,
1.99 mol ) and dicycl ohexyl carbodiimde (0.41 g, 1.99
mmol ) in dichloronethane (50 m) was added
triethylamne (0.33 g, 3.32 nmol) at room
tenperature, and the m xture was stirred - 69 at room
tenperature overnight. The resulting precipitate of

di cycl ohexylurea was filtered, and the filtrate was
concentrated under reduced pressure. The resulting
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inorganic salt was filtered and then the filtrate was
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crude

gi ve

product was washed with diisopropyl ether to
0.20 g of the desired product as a white solid
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met hyl propyl] 3-nethyl-2-(S)-[(2-
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1020) To a solution of 3-nethyl-2- (S) - [ (2-

nmet hyl propyl oxycar bonyl ) am no] butyric acid (0.52 g,
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nmol ) in dichloronmethane (10.mM ) was added N

met hyl nor pholine (0.27 m, 2.42 mmol) at -15C. To the
m xture was added dropw se

2- et hyl propyl oxycar bonyl chloride (0.33 m, 2.58
mmol ) and then the m xture was stirred at - 15C for 5
m nutes. To the reaction solution was added a
solution of N[2-(S)-am no-3-nethyl butyl] thiophene-2-
car boxam de hydrochloride (0.40 g, 1.61 nmol) and
triethylamne (0.33 g, 3.22 nmol) in dichloronethane
(5 mM) at -15C and stirred for 20 m nutes. The
reactlon solutlon was concentrated under reduced
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nmet hyl propyl ] carbamate To a sol ution of
1,1-dinmethylethyl N[1-(S)-

(hydr oxymet hyl ) - 2- net hyl propyl ] car bamat e (25.00 g,

122.98
pht hal i

mol ) in tetrahydrefasan-(250 m) was added
mde (18.10 g, 123.02 mmol) and

tri phenyl phosphi ne (35.50 g, 135.35 nmol) and the

m xture was stirred under ice-cooling. Then, to the
m xt Brepeas iedded Gropwiisd &4580| uti Babde 2di et hyl
azodi car boxyl ate (23.60 g, 135.51 mmol) in
tetrahydrofuran (10 m). The mixture was stirred under

e

PEsult

kb gr Ybsl hour—and—fuourther—stitred—at—rToom
F or 4 hours. The solvent was concentrat ed

educed pressure and then dried. To the
ng white solid of the roculflnﬂ l\Lf? /Q\_r/1 1

di mret h
ide w
nonohy
refl uxe
gayst al

Vet YR oy € Bony | PafbndBHz- fet Hybbat fr) phOhaPi #3H, d,
ng=a&ddedzet hanBl (300 & ) JahdSpirazi he03 (3H, d, J=6.8
lHat @ (113211928 26H, 68) pmrbl BoandobhelHi xthuy e2wWag-2.17
>d1at, ®OQC3far-2.5houtB, mhe Preorpivat edHwhinie 3.90-
40D3phthal eyl hydeazides wasg,rempvedoby (1H, br), 6.25

filtratiion,and the . neaetion. sol yhhonpwas 7abhowedst @14, m),

st and

J%GQQ'QHQ hhespeegi phtatgdss (0n, 4, J=1.5 Hz), 9.11

phthaloyhﬂydr zide'was further renoved by filtration.’
The SOMK?EE @§§S$gn0ﬁnbragga Hnger reduced pressure

AAA

and + K
armtu 1T

I ©31

di chl of olﬁew%%ng %‘?ﬁ)l%)d 0. 8:9n(9 tgijre H‘l%’i‘t uF‘é was OadRrEd d-

mﬁth a

Thé - éﬁggnﬂ§ |(dfler Mhas 3

ﬁééus s@él 'hgdréxﬁdé 880 ut toR8( 3087 (1H, m),
Qrialted it M) a 99@3 (1H, d),

§&@eou<6cﬁﬂr|dHacﬂd §6Wuﬁ|6ﬁ ¢5003@ )Y 1Hankrt he7a88edu8d (1H,
| ayer was m@sﬁéd(@ﬁmhddl§HBoBoﬁe0haﬁe5250@H ntd) . J¥heS Hz),
pH of t9e ldquédys shayer was adjusted to 12 using

sodi um

mmdm@xkd@s¢h0 #0pg) 18extracted with

dlchlorGHEhggns &390, Moom)waghes Wikl @ 2 Naguegys o ge

sodi um wo ool UL O”fo(@%o ) aid sthen doj ed1 g3 G
over ar um, %%I nor ,C»S§ )
flltere%?% |Vtr%$e m§% éggéengra%dgg Eég m),
ced pr ive'2 e I !
r?r %guct 3g§ ei"cgil ! IEI rencé> 1H d,
Exarrple t 2 (1 1 —_ .8 Hz), 7.28-7.31 (1H, m),

dlnethyfkﬂ@%ﬁ %ybaﬂﬁbn91raﬁl Huﬂﬁl (14 cyanobedBafi-4¢ (1H,
To a sqlmit-i on of 1, 1-di nethyl et hyl N—[l-(S)
(am norethiie sbkmﬁhylpropyl]carbanate (2.00 g, 9.89

nmol )

tri ethyl(egrp an(ZJ—%OSQaHz

it @&Mghbor@ﬁ@wart%n(% o4 westi,addedr=6.8 Hz), 0.83
0699 ), Han‘éi“m%maxwfe \06@7 (3H

cool ed |tp ct@%n oI%u

oropui 4 Sﬁd@“zo 5‘83? ﬁgg%z e %ﬂ 200 B9ess 60
% ur d W!ED tupan rgcbrzoo th{] ér é"f‘ m), 5.17
stirred fdt TiHe r &a |0H- thtlo% adiAasHed5 7 - 28

sequent|i @lH- ”\WArt h7 v@é)( el H/a dsby a7q1?e<§1u§ - t3le dei’@ (1H, m),
sol uti 4 - Bhd( & s atdir atdd %2queo ¥ )sodi um bi car bonat e

sol uti dmhigre ciyereldmi.eed QLS. lakhydr ous sodi um

sulfate. The inorganic salt was filtered and then the
filtrate was concentrated under reduced pressure. The

resul ti

ng crude product was recrystallized using

n- hexane and ethyl acetate to give 3.05 g of the
desired product as a white solid (yield 93%.

Ref erence Exanple 3 N-[2-(S)-am no-3-net hyl butyl]

4- cyanobenzanm de hydrochl ori de
N[2-(S)-[(1,]-dinethyl ethyl oxycarbonyl)am noj - 3-
nethylbutyl] 4 cyanobenzan1de (2 85 9, 8.60 nmmol) was

o




m xture was stirred at roomtenperature overnight. The
precipitated salt was washed with ethyl acetate,
collected by filtration and dried to give 2.03 g of
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car bonyl bi s-1H i m dazole (15.8 g, 97.6 nmol) at room
tenperature, and the m xture 3els stirred for 2 hours.
To the reaction solution was added 1, 1-di net hyl et hyl
N[1-(S)- (an1nonethy|) 2 nethylpropyl]carbanate (19.7
stand b

] 0.76 a
sequent iaf'r ySni YR® 8 @Z g E gg 5(%t e ti 8n97 (3H,
wat er , glsgrurétéa aqﬁe% §5d|9n1J5?03r56hat% 83-1. (1H,
sol uti pR) and- Rt ér 04nd1HheR) t hé- 8Pganpé Ié?erm was - 63 3.65
§lifed oveéH.amhydPeBs- §oapuﬁﬂ§ulméte4 fhe (LHorgani ¢.84-4.89
salt WddHseparabelSby1fli| tratFdn3 Had, coOnéeéntitAted, J=8.3
under ré&duced.2présgareélHThe)re3ubli nyHerdde prdddcB.3 Hz),
was recrysSbaliinzenl),usi.ng diHsopHopyksiepherstazglve

26.9 g ththecﬁgské@dm proggot8as a white solid (yield

rﬁ%’;f:fd% \Jts2E %Egﬁqﬁﬁf“ranﬁa%ngﬂ”‘) 5Ieo 95 3H
d!neth) ggg_g g b;aﬁ%s g@y gg gngr % 56% a5 66

m de
aaqet at ¢ @@@ Hh% rogﬁﬁoﬁlé aci dF ePhyiH '
acetateJSélévﬁoﬁ @ZO@ wdéHra@ded5tﬁ8réﬂ81aﬁd thén3 Hz)

the m xtuee vids, st r Jegd - étHﬂéonﬂ 2énpeldt UAH, faow ,67.60 (1H
hours. |Tkde Pgrecidpi/t-&t &d)sal/t- ad lWwashed 7wPt’h (éHhydd,

acet at ¢ Jardd 96 6Sl.Betiized by filtration and then - 79

dri ed tlohgitee c2@s8ag af. pt.ha8desi’Ced product as a white

solid @MLﬁMﬂ §5Ppcie LAPOUNGD repr esenies By e o ss
formul a Gl whi oo MnHztye for.epared i g, t'39~63%”% manriebo (3H,

as in Exa s alt9 3 € (o S |n

foll ows.,’ %%% thh é %o%éo%ﬁH %% e& ralchgnl I mlH 2m05—

%r erglleI n’p?lgrbas ar%y %i a/.bl )
.n !

represe }Hﬁw ede -ﬁaﬁ 9.2 Hz),

pr opy! ﬁ Pr pﬁ@seﬂtgladlﬁgoﬂkopﬁl1&rd& (8

represe Ehé%ﬁﬁ1 -but yl gr oup i Bu represents an

|sobutvIWhmﬁﬁn§r%ﬁ§§l memWeéﬁhks secondary but yl

group, tBu represents a tertiary butyl group, neoPen
represents a 2, 2-di met hyl propyl group, 2-EtHex
represents a 2-ethyl hexyl group, MOE represents a

met hoxy et hyl group, cPr-CH2 represents a

cycl opropyl met hyl group, cHex-CH2 represents a

cycl ohexyl net hyl group, CF3 represents a
trifluoronmethyl group, CF3CH2 represents a
2,2,2-trifluoroethyl group, CILCH2 represents a

chl oromet hyl group, CH3CHCl represents a chl oroethyl
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Compound (3) of Formula (1) in Table 1 Com podu R1 A
R RBR4A RS RER7T RB RO Rl Q nNo. CF3, H_ 31 iBuO
H(racema HHiPr HHHCH3 te) CF3, H_ 32 tBu O H
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HCH3 43|BuOH|BuHHH|Pr HHHCH386 44 tBu O
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J=@78 Hz), 0.82
Conpouné3t4)dof TEbr fniia) (19 9% Teibi 24 JTond rd) RO A28 (3H,

R2 R3 R RE=R68R7zR8 ROBRAL- & N, 47 i BU- @+ tBu HiH m),
HiPr HRHH CH, 4B tBu’7® HBiBusH BHIFS. HHHCH), 3.83-
49 Et 03HB3BU3H, HuH i ProH-H &b CH3H, 50) j 5. D0 H(BlBu & H/=8.8

HiPr Hith H €83 51H) BurD, HesBu HH Hy PreHH HICHr), 8.58
52 tBu @111:1'|SBHHHHIPF HHHCH3 53 Et 0O HsBu HH
H sBu

géllBu

SBu ?I

iPr OH H ¥ P P? i Bu O™ PHIH H

i Pr H HiH €5H§ 8 Hg) 60 tBu(BH %h HLFP%HP? HOHIH s 1-97-
prop _ 2694ar(%§} 0" PR- PP H(RHT PP) H # FP CHBH. 15 )Bn,3H13_‘3 48
62 Et p(Hi(racend- HoHBH PR H2H) HUCHs3 - $@y4 895 Cbtmpouhd S5-02-

R5 R6 R7.R8 ROHRIDE), NB.5Bn(1M, sp3 iPr 0 H (
HiPr H«hllHeCHSystel anp P16.84CiBu O H (racenm
BBp H L&l 5 t@hb E m 65ot§@ 03K (paceny, E‘h‘z F"‘o 85
HHH& ¢ Le) 535 ThFy,) 6oEbo Bu( & racgmp i H | 3H
HHCHB " S ¢'g uz), 1.22 (3H, t, J=6.8 Hz), 1.95-2. 01 (1
m), 2.03-2.11 (1H, m), 2.71 (3H, s), 2.87 (3H, s),
3.46-3.50 (1H, m), 3.52-3.61 (1H, m), 3.89-4.00 (1H
m), 4.09 (2H, g, J=7.3 Hz), 4.12-4.14 (1H, m), 5.15-
5.17 (1H, m), 6.73 (1H, br), 6.92 (1H, d, J=8.3 Hz),
7.54 (1H, br).

white crystal m.p 190.1°C

(5) of | FePAul(aH¢ 1n) i n6Tabl é1H, donypodd ) A RROR3(RA, s),
e
H




te) 3-THF, 67 iPr O HHacema HHiPr HHHCH3 te)
3-THF, 68 iBu O HHacema HHiPr HHHCH3 te)
3-THF, 69 tBu O HHacema HHiPr HHHCH3 te) 70
Et OHall HHHiPr HHHCH3 yl 71 iPr O Hall HH
HiPr HHHCH3 72 iBu O Hall HHHiPr HH H CH3

73 tBu O Hall HHHiIiPr HHHCH3 yl - 90 pro _ 74
Et O Hpar HHHiPr HHHCH3 gyl pro _ 75 iPr O H
par HHHiPr HHHCH3 gyl pro _ 76 iBu O Hpar HH
HiPr HHHCH3 gyl pro - 334tBu O Hpar HHHiPr H
HHCH3 gyl 91 Conpound (6) of Fornula (1) in Table
1 Compodu R1 ARR RSRA RS R RT RB RO R Q No.
cPen(R3 78 Et 0 HR4cycl HHiPr HHHCH3 ization
cPenPR3pe70ieProd EpmppdugckoH Hin PFaple! H CH3

ization cPen(R3 80 iBu 0 H R4cycl HHiPr HH H CH3

i zation cPen(R3 81 tBu O H ~R4cycl HHiPr HH H CH3

n cHex(R3 84 iBu 0 H R4dcycl
r‘l—lev(DQ 85 +tBy-0 H| D/Ir‘\lcl

HHIiPr
H H i Pr

HHH CH
HHH CH3

IE;’II_%WB.I &B,-bgg,
d, J=8.8 Hz).
white crystal m.p 207.0°C

6.91 (1H,

D HBEIMR &0 (GONRsH PPW) | PP- IO H(BHCH3, 93=689 HpY,
HNP H KBH i ® F=6. 8 KzICH30.88 {84, 0dH NP6 HB HiH)
H H CH3d, 89=6B8 BzH, NP. PR H(&Hj Pd, HI+b HB GHB) ,

) j PR, HOH(BHCHS), 92. 8Pr (BHH 2}, HBHh &3 P61 H( HH
P31 Bu-O. Ho 242K, HoH, i Pref-4. 6O CHBH, 93) 1 By, 05 H5 217 (1H

.81

Pr.MH (3H,
90. §6-D. H (2H
Hm),
1H,
1

d, J=8.3 Hz), 7.63 (1lH

'H-NMR & (CDCl;, ppm): 0.80

3H, 4, J=6.8 Hz), 0.85 (3H,
J=6.8 Hz), 1.04 (3H, d,
.8 Hz), 1.83-1.93
3-2.10 (1H, m), 2.71 (3H,
0 (iH, m), 3.52-3.61 (1lH,
3.85-4.01 (1H, m), 4.08-4.10
6.68 (1H, br), 6.92
white crystal m.p 183.8°C

(
d,
J=6
2.0
3.5

(3H, d, J=6.8 Hz),

J=
(1H, m),

(1H, d, J=8.3),

0.82
d, J=6.8 Hz), 0.88 (3H,
6.8 Hz), 1.13 (3H, d,
1.95-2.01 (1H, m),
s), 2.87 (3H, s), 3.45-
m), 3.81-3.83 (1H, m),
(1H, m), 5.26 (1iH, br),
7.63 (1H, br).

'H-NMR & (CDCls, ppm): 0.80 (
(3H, d, J=6.8 Hz), 1.05 (6H,
s), 1.95-2.00 (1H, m),
s), 2.87 (3H, s), 3.45-3.51

m), 3.89-3.96 (1H, m), 4.05-
br), 6.68 (1lH, br), 6.92

br).

white crystal m.p 148.5°C

865

2.03-2.11

(1H,

3H, d, J=6.8 Hz),
d, J=6.8 Hz), 1.
(1H, m), 2.
m), 3.52-3.
(1H, m), 5.
J=8.3 Hz),

0.85
0 (9H,

(1H,
4.08
d,

4
71 ¢
61 |

06 (1H
7.55 (1H,

H-NMR & (CDCls, ppm): 0.87

3H, d, J=6.8 Hz), 1.01 (3H,
J=6.8 Hz), 1.19-1.28 (3H,
4-2.19 (1H, m), 3.48-4.13
4 (1H, d, J=7.7 Hz), 7.57
m), 7.92 (1H, d, J=7.3
8.65 (1H, d, J=2.0 Hz),
white crystal m.p. 223.0°C

(

(
d
2.1
866
6 6.2
(1H,
Hz)

0.91
1.04 (3H,
(1H, m),

3H, d, J=6.8 Hz),
d, J=6.8 Hz),
m), 1.90-1.95
(6H, m), 5.10 (1H, br),
-7.63 (2H, m), 7.77-7.82
Hz), 8.14 (1H, 4, J=8.8
9.34 (1H, d, J=2.4 Hz).




Compound (7) of Formula (1) in Table 1 Comndu RL A
RO RRR4AR5 R6 R RBROROL Q No. 94 Et OHiPr HHH
HHHHCH3 95 iPr OHiPr HHHHHHHCHS 96 iBu
OHiPr HHHHHHHCH 97 tBu O HiPr HHHHHH
HCH3 98 Et O HiPr HrPHHHHHCH3 | --& 99 iPr O
HiPr HrPHHHHHCH3 --& 100, iBu O HiPr HrP HH
HHHCH3 101 tBu O HiPr HrPHHHHHCHS 102 Et
OHiPr HHM HHHHCH3 103 iPr O HiPr HH M HH
HHJCH3 104 iBu O HiPr-H385Me HH H H CH3 105 tBu
OHiPr HHM HHHHCH3 106 Et O HiPr HHH M H
HHCH3 - 94 107 iPr O HiPr HHH M HHHCH 108
-Bu—0—H-iPr UHH’.\#‘%HHHCF% 109—FE+—0—H-+Pr—HH-HH
Me H H &3MR @5 (CBSdpouna™( 8 O?BFBr%%I 818H) mhy Thpfe 1-92
1 Com pHdu RL A2 RP6FB- R4 RG“R? Red RA nMo. 4.82-
2 iFré08H (P, HhH P HP Me(HIH €3 64121 (BU 0dH J¥F- HHz),
H HVE. 36+ CHB (2M2 mBu O- H6+ProH KRHH Hve H H OHH, t,
CF3, HJ=7143HE, O8Hbb Pl Hs)ragebat (HHH 4 CH3 e)
CF3, Hwhilﬂ.é EPysOaH mbb. I-IzH(m‘aa:ermt HHHCH e
CF3, H|P r epn H
s H %Bﬁc%c PE)p}ﬁ' §2gn§t§ gltlbﬁ] , ?5012H3Hm d,
‘H
Cr3, H (é‘cgﬁ m), f H, br),
& Hil et
H ?L9 | H -84 gy 1H, m),
CF3, H7 'io Bqu) ‘#a cema T F 3°t%e§) - 8-65
121 Me ®1Iﬁ-|r|‘lﬂ>r fF & %Hﬁb H3141CH§ 9@ d22- &tH9) H i Pr
HH M| ¥eiteHcHyerBl mpg- | PP402FCiPr HH Me Me HH H
CH3 1P¥-hiMy & (dDAr;, HobmMe BeeH K3H, Cds J=6&.8125%) Bo.8o
0 HiPy b—hH e MeeHgHiklh) CHi . 91976 Copogad. § 9zpf 1.90-2.06
Formul & 64) i, Tabhe-3 sComRaunRl A B8 RIuR4sR5 R67K73. g4
R RO RUL) il NG, oaL26obBus 1 Hol Pr aFohL B, Mo HLH & - o og
e (1H, d), 6.25 (1H, d), 7.60-7.65 (1H, m), 7.74-7.79
(1H, m), 7.88 (14, d, J=7.3 Hz), 8.09 (1H, d, J=8.3
Hz) .
white crystal m.p. 214.7°C




THF- _ Me H _
128 3 O HiPr HH M Me HHHCH3 CH2 129 MeBn 0 H
E

i Pr

H

127 2- O HiPr HH M HHCH3 CH2 THF-

HvM M HHJHCH3 130 Bt OHHTrP HM M HH

HCH3 131 iPr O HHrPH M M HHHCH3 132 iBu O H
0

HrPHM M HHHCHS 133 tBu

HHrPHM M HHH

CH3 134 Et O HiPr HHHEt HHHCH3 135 iPr O H

i Pr

H

HHEt HHHCH3 136 iBu O HiPr HHHE HHH

CH3 137 tBu O HiPr HHHE HHHCH3 138 Et O H

i Pr

H

HHiPr HHH- 98 $333%Pr O HiPr HHHiPr H

HH 140 iBu O HiPr HHHiPr HHH 141 tBu O HiPr
HHHiPr HHH- 99 Conpound (10) of Forrmula (1) in
Table 1 Comnode RI ARZ R3 R4 RS R6 R7 R8 RO ROL Q
No. Rx9pPErtden Phr CAMRCHNEPA o)) Hipy FBele143 iPr 0 H

i Pr

H

HHiPr HHHH3C 144 iBu O HiPr HHHiPr HH

HH3C 145 tBu O HiPr HHHiPr HHHHC 146 Et O H

EBh

s,

r

FpHopBEt e H CH3 147 1Pr O HiPr HHHIPr HH
148 iBu O HiPr HHHiPr HHHCH3 149 tBu O
AHHHiIiPr HHHCH3 H iPr 150 Et O HiPr HH

[N 1c4 D LD 111

_ ~ N~ A
o) Hﬁﬁ-":o
I~ T — o o g =

gI

o0& T

T 58
Q-

o
\vah)

(@ Jen ]

H

LI

% Ll LI o) Ll HIl = TS e fa) 1

'1 T \W I ®) C} LILY I-l_l LIL T T1 U El Il LRI
et HENMR 1 GEPCley oM pQ - 58183k s o IHE} By HR) 1 O 80
emat 3A HAH éR8 - 8e}iz) , 1800 1CoRPound ¥1%) 8ok zFor ufh1-28

Tableml, CofPQ2-PAdUZRL B R23R3VRE-R6 REHR7MR8 3.74-
3N83 WiHiPm), 3183-8B840 (HHi Pn) H #. PPadeidt (BHH m),
8) 1CF3CHH, di, P=8.8184) H2602H i(PH, HAH (r8c@ndg) H 7.60-

CHB7.ep 138,Etm)Q H.i74P7 .FSH(TIR, HuH, H/HBE€H3.8%561H, m),

dgi.B8 H1H,r B, HIHSH3HHEH3 813¢ i(BH, 0dH UPB.Bl HzfP 8.31

0 |
H H@H3 a158=8Bg @zM,i sPuoH (kur PaH b=b. B 3. 159

WRitH ErisiktBn H.H.Hi1€b31°¢

872

'H-NMR & (CDCls;, ppm): 0.69 (3H, d, J=6.8 Hz), 0.79
(34, d, J=6.8 Hz), 1.02 (6H, t, J=6.8 Hz), 1.21 (6H,
d, J=6.3 Hz), 1.89-2.05 (2H, m), 3.52-3.57 (1H, m),
3.72-3.81 (1H, m), 3.87-3.91 (1H, m), 4.05-4.13 (1H,
m), 4.85-4.91 (1H, m), 5.09 (1H, d, J=9.3 Hz), 6.21
(1H, d, J=8.3 Hz), 7.60-7.65 (1H, m), 7.74-7.79 (1H,
m), 7.88 (1H, d, J=6.8 Hz), 8.09 (1H, d, J=8.8 Hz),
8.26 (1H, d, J=8.8 Hz), 8.31 (1H, d, J=8.8 Hz), 8.49
(1H, br).

white crystal m.p. 210.7°C

873

H-NMR & (CDCli;, ppm): 0.69 (3H, d, J=6.8 Hz), 0.79
3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 1.01 (6H,
, J=6.8 Hz), 1.85-2.05 (2H, m), 3.51-3.57 (1H, m),
73-3.92 (4H, m), 4.05-4.10 (1H, m), 5.18 (1H, d,
8.3 Hz), 6.21 (1H, d, J=9.8 Hz), 7.60-7.65 (1H, m),
74-7.79 (1H, m), 7.88 (1H, d, J=7.8 Hz), 8.09 (1H,
, J=8.8 Hz), 8.26 (1H, d, J=8.8 Hz), 8.31 (1H, d,
J=8.3 Hz), 8.49 (1H, br).

white crystal m.p. 195.7°C

(
d
3
J
7
d

874

H-NMR & (CDCl;, ppm): 0.71 (3H, d, J=6.8 Hz), 0.78
(3H, d, J=6.8 Hz), 1.02 (6H, t, J=6.8 Hz), 1.42 (9H,
s), 1.87-2.02 (2H, m), 3.53-3.87 (3H, m), 4.06-4.13
(1H, m), 5.01 (1H, d, J=9.3 Hz), 6.20 (1H, d, J=8.8
Hz), 7.60-7.64 (1H, m), 7.74-7.79 (1H, m), 7.87 (1H,
d, J=7.8 Hz), 8.08 (1H, d, J=7.8 Hz), 8.25-8.32 (2H,
m), 8.49 (1lH, br).

white crystal m.p. 161.9°C




160 Et

HHiPr

CH3 1
iPr H
H CH3
--& p

168 nBu O H i Pr

of For
R7 R8

170 iBu S HiPr
HHiPr

2- 1

OHiPr HHHiIiPr HHH-0-CH 161 Et S HiPr
HHHCH3 162 iiny O HiPr HHHiPr HHH

63 nPr OHiPr HHHiIiPr HHHCH3 164 iPr O H
HHiPr HHHCH3 165 iPr SHiPr HHHiPr HH
101 166 illy O HiPr HHHiPr HHHCH3 -

rop 167 argy O HiPr HHHiPr HHHCH3 1

HHHiPr HHHCH 102 Conpound (12)
in Table 1 Comyou RL AR2Z RBR4A R5 R6
No. 169 iBu 0 khyPt HHHiPr HH H CH3
HHHiPr HHHCH3 171 tBu O HiPr H

HHHCH3 172 sBu O HiPr HHHIiPr HHHCH
73 FtHe QO HiPr HHH{iPr HHHCH3 x Boc- 174

H

mula (1)
RO I Q

2yr 0O
HiPr
HHH
CC13 1
87 2-
i Pr H
HiPr
O HiH

PrH

HH-RMRHSH (EDCPs, Hhpth)H QHII2-0 -8R (@H2 )75 MID-L. 28

HIRH iPr, H BHCHB @B M)eoR .443 .Pr8 HAH Hni)Rr 3.89-

CGHI7 e ,&m)l 77 @23 OH (48, thH Hig¥r-Hd HiGB ),

B M. Oy HalPr H HddPrd K H/@'de RYrea (1H x 2/3

e H iProdl-H i HHnH,H )'}4’%”%'"21825
\

g'x,' %‘é*fg% 4 77303 d Hx 1/3,
r 4 MePh

H'iPr r
HiPr
l—‘f] Aroilnd 120

r\'F
T &1 1T T oA

For nul

}L}‘}eorCILY é"j-Hl.jC%\z 184 Bn O H
AHCIMR § 18BC&31 PRBhi wwm@mwm RHRG Fr- 76

RS RI [RIBHY dNo.J=1858 Nban (O H37r- 48 H M Pr) HIH R -CHPS (2H,
THF- | m1863 250083 H Pt1H khH i Pr74HH &+ CHB nCH2 3THR-4.13
887 _ | AHO M i PB.HHH Rt) Hd&H 6 CHH, @2, 2-. B8 .86 (4H,
BocAOQnd . 4 HH R, b H G, B 189 4By ¥xr)H iPre1H (1H,
HHiBrgH&H £H3z) 190 THEO HiPr HHHiPr HHH CH3
white crystal m.p. 177.6°C
H-NMR & (CDCl;, ppm): 0.65 (3H, d, J=6.8 Hz), 0.76
(3H, 4, J=6.8 Hz), 1.00-1.21 (12H, m), 1.90-2.05 (2H,
m), 3.50-3.56 (1H, m), 3.70-3.78 (1H, m), 3.88-3.92
880 (14, m), 4.05-4.11 (1H, m), 4.81-4.88 (1H, m), 5.10
(1H, 4, J=8.8 Hz), 6.21 (1H, d, J=9.3 Hz), 7.67-7.87
(4H, m), 8.43-8.48 (1H, m), 8.54 (1H, br), 9.61 (1H,
d, J=8.3 Hz).
white crystal m.p. 201.1°C




1919 Bt OHiPr HHHiIiPr HHHF 192 iPr O HiPr HH
HiPr
tBu O HiPr HHHiIPr HHH195 Bt O HiPr HHHiPr H
HHCd 196 iPr O HiPr HHHiPr HHHC 197 iBu O
HiPr

i Pr

cl

208 i1Pr O HiPr

HHHF 193 iBuO HiPr HHHiPr HHHF 194

HHHiPr HHHC 105 198 tBu O HiPr HHH

HHHI h C - 106 Conpound (14) of Formula (1)
in Table 1 Comndu RLAR2Z RBR4A R5 R R7T R8 RO ORL Q
No. 199 Et O HiPr HHHiPr HHHC 200 iPr O HiPr
HHHiPr HHHC --Q201 iBygO HiPr HHHiPr HHH
202 tBu O HiPr HHHIiPr HHC 203 Et O HiPr
HHHiPr HHHCO 204 iPr OHiPr HHHiPr HHHC
206 iBu OHiPr HHHiIiPr HHHC 206 tBu O HiPr H

H H PP&pé‘kﬂé’E%f @Qtﬁixgﬁn@ e Prifd +hphd P HHH CHI

iPr HHH CH 209 iBu 0 HiPr

FHH PP HH W GH 210 (Bu O H1Pr AHHIP HHH

CH3

211 Ft 0O HiPr HHHIiPr HHH/ 4 CH3 - 107 212

¢PRPO

HimerdeH iPr HHH\/ QH- 108 Conpound (15)

wfidForjmula (1) in Table 1 Comndu R AR2 R3 RA R5 R6

3. R8 RO ORL Q No. 213 iBu O HiPr HHHiPr HHHQ

H3 2141ﬁﬁiManH (cBc 1k, Ho ProH6lrl—tl 6 Ihisu2lk) Ft108tt2.05

IPr HH ﬂﬂﬁﬁ hﬂé Jﬁl%dpw0ﬂi3%4HihHmPf39o

HHH 19:3d H gy LpPro 3 A" \r(l CF5 (1H,

T ”a\ 9@ f (4K,
H ?—’g O | H |F>)r2 }—% X—I (15,

\/ CN 1 FPH .%r A B pey s i P5hy PES

OH iP H H\/ g& 223 Et O HiPr HHH

iPr H ]Flllt?) ‘RﬁiSt@%AmrDr B8RP HHHiPr HHH\/

No, 2PHH4MMR B HADRLsH o) i: PO - FIOH (BHY / ANOZ=6. 808z) 228. 80

tBu O H(BPr #I, HiHeiL PrHBE) H H.Bl02 (6EHI t, 22F7E8 BzH i Pr2H (6H

HHiPtdH 5=6.8 ©:CH 3.8912004Coapount, (165008. F6r nia m),

g%% in| Tabke3181ComH, m), 3.89-3.92 (1H, m), 4.03-4.10 (1H,

m), 4.85-4.91 (1H, m), 5.12 (1H, d, J=7.8 Hz), 6.28
(1H, d, J=7.3 Hz), 7.69-7.80 (2H, m), 7.95-8.05 (2H,
m), 8.48 (1H, br), 8.58 (1H, s), 9.14 (1H, s).
white crystal m.p. 202.1°C

l4-NMR 8 (CDClji, ppm): 0.72-0.83 (6H, m), 1.00-1.14
(6H, m), 1.91-2.09 (2H, m), 3.52-3.94 (6H, m), 4.08-
4.14 (1H, m), 5.14-5.18 (1H, m), 6.22 (1H, d, J=8.3

887 Hz), 7.84-7.90 (2H, m), 8.09-8.27 (3H, m), 9.64 (1H,
s) .
white crystal m.p. 185.3°C
lH-NMR & (CDCls, ppm): 0.74 (3H, d, J=6.8 Hz), 0.82
(3H, d, J=6.8 Hz), 1.00-1.10 (6H, m), 1.20-1.28 (3H,
888 m), 1.89-2.10 (2H, m), 3.54-3.92 (3H, m), 4.07-4.15
(3H, m), 5.08-5.13 (1H, m), 6.19 (1H, d, J=8.8 Hz),
7.84-7.90 (2H, m), 8.09-8.28 (3H, m), 9.64 (1H, s).
white crystal m.p. 186.3°C
lH-NMR & (CDCl;, ppm): 0.72-0.88 (6H, m), 1.00-1.28
(12H, m), 1.89-2.08 (2H, m), 3.50-3.78 (2H, m), 3.86-
3.90 (1H, m), 4.09-4.14 (1H, m), 4.82-4.93 (1H, m),
889 5.05 (1H, br), 6.18 (1/2H , d

, J=8.8 Hz), 6.54 (1/2H,
br), 7.82-7.91 (2H, m), 8.06-8.28 (3H, m), 9.64 (1lH,
d, J=6.4 Hz).

white crystal m.p. 190.9°C




pdu RLAR2 R3RI R5 R6 R7T RSB RO RLQ n No. CHs 228
iPr OHiPr HHHiPr HHH-1IQC OCH3 CH3 229 iBu
OHiPr HHHiPr HHH-1Q-0 OCH3 CH3 230 tBu O H
iPr HHHiPr HHH-1Q-OOCH3 HC231 Et O HiPr H

iPr HHHO OCH3 HC' 232 iPr O HiPr HHHIPr

H

HHOCH3 HC2& 233 nPr O HiPr HHHiPr HH H\
) OCH3 HC2, 234 iBu OHiPr HHHiPr HHH\
OCH3 - HC2® 235 tBu O HiPr HHHiPr HHH\ O
OCH3 236 Et O HiPr HHHisHHH\ / - 111
Conmpound (17) of Fornmula (1) in Table 1 Comyou R1L A

R RBRA RS R RT RB RO R Q No. 237 iPr O HiPr HH
H_ i Pr HH 238 1By O HiPr HHHiPr HHH 230 {By

i PY'H4NYEH § RCDG W, HopR40 Bt 86 K3HPrdH =B BPHzH, HO. 93
PBHD &, i Pr6HBHHHE) | Pi. PR H(BH24Q, i Ba608 HHEPr H. 66 (3H,
HiH §=848 HBY, OLHLPP(3H, HAH 0P6. 8 e H 244186k (BH, d,
b6l 8 Py, HLHgE-2/ 1€H(2B45mEs . Mp-BPesoH(BHH m), 3.86-
%thi/<§H, mP4641i Bg-0 .06 i(Pr, HoH Hei &0 kil \br), 5.02
QC/Eg' Efltr' 'le'zHbeH H bl 54 @t';B2H24§rFBU7 04

ofJ'gIIO
@)

& _ T'NT
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N
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Iog
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br?497' Ei— 8.36-

i i ety QLT By -

ieb(e —P—H—H—H-CH 251 + By n/\n

— T

b —-

::3?53
gIrom*
(J'IU

EIIy

Mﬂﬂw Y WD@J@H 0287 -t 93 B2 2Hpr My, HlHOﬁPrl PRH(1H,
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OB, 68256 HEL M0, HAHOPPSHOE i(PH, HoH, H6OB@ (257 bR, 6.87-
'P.BIOH (4Rr, f)H H CH3 258 iBu O HHrP HHiPr H
3whgs_g ggml@omla IPHHIPr HHHCH3 r 260 Et
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Com podu

i Bu O
HiPr
269 i P
H Bz H

RLAR2Z RBR4A RS R RTRBRYO RLQ n No. 266
HiPr HAc HiPr HHHCH 267 tBu O HiPr H Ac
HHHCH 268 Et O HiPr HBz HiPr HH H CH,
r OHiPr HBz HiPr HHHCH 270 iBu O HiPr

iPr HHHCH 271 tBu OHiPr HBz HiPr HHH

CH 272 Et OHiPr HHHHiIPr HHCH 273 iPr O H

iPr H
H CH,

HHHiIPr HHCH3 274 iBUu O HiPr HHHHIiPr H
275 tBu O HiPr HHHHiPr HHCH 276 Bn 0 H

iPr HHHHiPr HHCH 277 OHiPr HHHHHTIPH

CH3 278 iPr O HiPr HHHHRIPHCHS r - 115 279

iBu O HiPr HHHHHTIPH CHB 280 tBu O HiPr HHH

HHrPHGCH 281 BnOHiPr HHHHHTIP HCH3 - 116

Co of - F 1 T m podu R1 A

Rznggy§§e££945 éﬁ g%“%@@n& %fhgblﬁgggb%ﬁ %DH Por H H H

nPr HHHCH, 283 iPr O HiPr HHHnNPr HHH CH,

284 iBu QO HiPr HHHnPr HHHCH 285 tBu 0 HiPr H

EppAPrPEPPEEE TS 286 Et O HHiP HHNnPr HH H CH3

wn@87 jPr O HHrPHHNPr HHHCH3 288 iBu O HH TP

®HNPr HHHCH3 289 tBu O HHiPHHNPr HH H CH3

r 290 E‘H—CNMI]{ 'SPV dt!c'ﬂ 5"' ugbl .t Cri 2294, | P 3 H(ERT ¢,

HH H gu 9 %gf PH?*¢f1%§1ttf%!§y kh%!hk), 3.31-

%ﬁl‘i—l H !—é ( I—IJHEL 22 r’ 0 i%"r T—[bEst u }Lry)g
Hs Hsggiulé—Hﬁrl d'

HHH d()%’%nﬁalim'

Tabl e Hpam 4 R5 R6 R7 R8 RO R

0 No ‘QbatﬁtCWﬂt?brmt—PH ?—?éRiln HHIC 299 iPr 0 H

i Pr H HiHaB H (4041H3C 0360- DBBBO(HHLPm)H H. PIOSBUOH IH6H, m),

H H3C
iPr H

8019tBu28 KB3HPrmH HiHB8BR. (b HHHH3®) , 3021 &E201¢ (1H,
HolH, SBU3bl-Bl. HoQ(1@HSmBP331 Pp-0. i PLHH & H SBeisH3 . 92

CHB (1804mi BuaQobl-uPreH(BHH &By H. bbH(GH3 a305=1B8 Hz),

HH
808/ i P

gHihl KHigBugH bkl €H32), 7.12 (14, s), 7.43-7.50 (1H,
m), 7.61-7.66 (1H, m), 7.83-7.86 (1H, m), 7.97 (1H,
br).

white crystal m.p. 195.0°C

'H-NMR & (CDCls;, ppm): 0.81-0.93 (6H, m), 1.00-1.04
(6H, m), 1.19-1.28 (6H, m), 1.87-2.03 (1H, m), 2.15-
2.20 (1H, m), 3.33-3.43 (1H, m), 3.69-3.74 (1H, m),
3.84-3.91 (1H, m), 4.00-4.04 (1H, m), 4.87-4.90 (1H,

905 m), 5.00 (1H, d, J=6.8 Hz), 6.18 (1H, d, J=8.8 Hz),
7.12 (1H, s), 7.42-7.48 (1H, m), 7.62-7.66 (lH, m),
7.83-7.86 (1H, m), 8.02 (1H, br).
white crystal m.p. 220.8°C
!4-NMR & (CDCl;, ppm): 0.81-0.93 (12H, m), 0.99-1.04
(6H, m), 1.87-1.98 (2H, m), 2.13-2.21 (1H, m), 3.31-
3.46 (1H, m), 3.69-3.91 (4H, m), 3.98-4.05 (1H, m),

906 5.07 (1H, d, J=6.4 Hz), 6.18 (1H, d, J=8.8 Hz), 7.12

(1H, s), 7.43-7.50 (1H, m), 7.61-7.66 (1H, m), 7.83-
7.86 (1H, m), 8.06 (1lH, br).
white crystal m.p. 198.3°C




306 M OHiPr HHHsBUu HHHOCH 307 Et O HiPr HH
HsBu HHHCH3 308 Et SHiPr HHHsBu HH H CH,
309 iPr OHiPr HHHsBu HHHCH3 - 119 prop _ 310
argy O Hipr HHHsBUu HHHCH 1 311 iBu O HiPr H
HHsBu HH H CH 120 Conpound (22) of Forrmula (1) in
Table 1 Compndu RL ARR RSRA RS R6 R7T RB RO RL Q
No. 312 tBu O HiPr HHHsBu HHH-0-CH 313 Ph O H
iPr HHHsBu HHH-&H3 314 4-Ph O HiPr HH H sBu
HHHCH3 315 Bn O HiPr HH4H sBu HH HCH 2 316
tHe O HiPr HHHsBu HHHcH x 317 POCE O HiPr
H sBuHHHcH3 t -& 318 THEO HiPr HHH H
1

sBu

—Pr 3 CH3—320—
i pr ’ﬁmti‘m%séﬁljﬁlw ABpmgCH% ?gziglﬁ*sudo frop? Reh H-87
sBu H HX ¢t I3928thke) o 1 9®r (el H shub #H*%A)c -k (3H
323 Et| o HiPr8 HH d#s%@rh%Bﬁz“@Hm B2 QPr2 olH (FHE, m),
okl H sBwH H 8 (JCHIM):, 1219439606 B4, B PrSoHH HH, d,
sBu H HIBZ. Hiz) 326. TBU(DHH HPr, o HH Bl HiH Bz8 CH3Hz) ,
327 Et| 0. M-TR4H®HBBu H¥BH cHB ¢1H22n) Cohpoundld, d,
(23) ofdFprouia) (19.09-Fab2 e(1H, Gom yoOo R (M RHR3. R4
R5 R6 R?hBBeRQrﬂteQ. rNOp 3280[??(:0 Me i Pr H HHsBu H

H H B H 5 1 Bl

0 Me i ﬁqﬁ%cge H% £ rﬁg& 0 ng
HHHCHS ’EZ u HEP i Z&g BL“

O HHF %gré %%MH u H 3

bOB CHB 'ob’H)f HH HH 3368178 %7H 1H, m)
i Pr H I—PH3%B Y HHd % 33‘37 lB@ BOEP i B R4 I-'PSBEF$+$-IH2%
H 338 tBul® I Zbr(ﬂ*HrH)st o/ H 3301 ® H TP7HHH d,
sBu H H#2 & Haup 8 PHOOS HLRPf 1 HnH sBY- MB H(HiCibr) 123

341 tBuwlitki @ry$t &l HnslBu HHHG 342 iBu O HiPr H

H H sBulHntieH &ci(cod43, Eppfl) H bPr7H(BiH §Busbe s Hyz ),

-- O NQRq: 9@249HOOrHPOUDd082-’(’r%H0ftF0 ogla (), in gablegd (2p,

Com _VO A RE-F30 84 (p, Rﬁ R73R§239 R Qpl

O HiPf HgHsBu?,Hgth-l i ;{('4 gl p T )
3718 |

L AT R

white crystal m. p 232.6 C
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HiPr HHHsBu HHHCH 350 tBu O HiPr H
HH-&I CH 351 Et OHiPr HHHtBu HHH
2iPr OHIiPr HHHtBu HHH\/ CH 353
r
H
|
3

—"/w
o~T 3
C)—%+c>9tn—'
T W
T £ ¢&

— T C
oo

HHHtBu HHH\/ CH 354 tBu O HiPr H
H\/ CH3 - 125 Conpound (25) of Formula

1 Compnodu RL AR RBRR4 RS R6E R7T R8 R9
HiPr HHHHHPh HCH 368 iPr O

/\I
H
S5 @
&
QT WTO
o

e
67 Et 0

HHHHPh HCH 369 iBuOHiPr HHHHHPh
70 tBu O HiPr HHHkpH-Ph HCH 379 Et 0 H
H
0

Iy HCH3 380 iPr O HiPr HHHIilly
i B HiPr HHHilly HHHCH3 38

S

_ o
T~
w
o0 —

l_\—f—l-

0
H H
u Bu
H

IoxT ™
_3C

C

913

914

|
2t
r HHHilly HHHCH3 387 Et O HiPr HHHH
(26) of Fornula (1) |n Table 1 Com pnodu R1 A R2 R3
200 (=] L]
$PmpS | FECPe381°Et 0 HiPr HHHHHH 1P -<~  CHB
CH3 395{—EtMP08—I(iGEC1I3I, HppinH: HOHBT P (8H, d396=bPB BzH, 0.92
H
o eiBrsd thi, Gay, 4099iRr69 hiuPromMe & &hi PﬁH,T s),
.
E 358 3
MeS- Ef H-NMAES (TG, i Bam) : Houﬁﬁ H3H,H 1
1
.15-2.17 (1H, m), 3.41-3.49 (1H, m), 3.62-3.70 (1H,
7.09 (1H, m), 7.13 (1H, br), 7.26-7.31 (3H, m).
3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.02 (3H,
m), 3.89-4.01 (2H, m), 4.04 (3H, s), 4.86-4.88 (1H,
white crystal m.p 240.1°C
(
d, J=6.8 Hz), 1.02 (6H, d, J=6.8 Hz), 1.81-1.97 (1H,
915 m
br), 6.15 (1H, br), 6.87 (1H, s), 7.06~7.13 (2H, m),

P
fopBEr 18880 PLofipbuh®r (6H thHi&bHi P --p r H3C
389 iBu OHiPr HHHHHHIPTr H3c - 126 Conpound
R4 RS I\\J I\l I\U I\J I\_L '\b JIYU C uu 0 H I Pr H H H
3099 ipr O HiPr HHHHHHIPr CH3 393 iBu O HiPr
Y}oHHHHHIPr CH3 394 tBu Q HiPr HHHHHHIP
iPr HH®uH &, H2P. €Hizy, B970i BeHD &, i PreHBHiH) H Hdd (3H,
rg CSL d39§—689 QzH i ProbbH b H(HIH w P, CH, 054@30§I(QH
i Pr
ﬁlcg’3 gd24 &0 Qunﬂ% 22)09f Eﬁr"ykg é; 1 ag$9), 6.15
you s, , ~Bog 4 U 7.27-
Hipp. &Eﬁ |Pﬁ1) H CHé 406fBu H i @? H‘HB
H th;t Vg Mg ﬁ?ﬁ,§§4 7. ProHHH
(34, 4, J=6.8 Hz), 1.00 (3H, d, J 8 ), 1.02 (3H,
d, J=6.8 Hz), 1.12-1.25 (3H, m), 1.90-1.98 (1H, m),
2 )
m), 3.89-3.98 (1H, m), 4.05 (3H, s), 4.12-4.13 (1H,
m), 5.05 (1H, br), 6.15 (1H, br), 6.87 (1H, br), 7.03-
white crystal m.p 222.4°C
'H-NMR & (CDCls, ppm): 0.88 (3H, d, J=6.8 Hz), 0.92
(
d, J=6.8 Hz), 1.19-1.24 (6H, m), 1.90-1.98 (1H, m),
2.05-2.17 (1H, m), 3.45-3.48 (1H, m), 3.60-3.65 (1H,
m), 5.01 (1H, br), 6.12 (1H, br), 6.88 (1H, br), 7.06-
7.07 (1H, m), 7.13 (1H, br), 7.26-7.30 (3H, m).
'H-NMR & (CDCli, ppm): 0.89 (3H, d, J=6.8 Hz), 0.92
3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 1.00 (3H,
), 2.05-2.09 (1H, m), 3.41-3.51 (1H, m), 3.55-3.60
(1H, m), 3.80-4.02 (4H, m), 4.05 (3H, s), 5.09 (1H,
7.27-7.30 (2H, m).
white crystal m.p 210.0°C




MeS- Et 1- Me- 410 tBu O HiPr HHH1- HH HcH,
MeS- Et 0 411 Et OHiPr HHHiPr HHH-CH3 O

o-cH, 412 iPr OHiPr HHHiPr HHHO 413 iBu 0O H
iPr HHHiPr HHHOCH -&<\0414 tBu O HiPr HH
HiPr HHHoO-cH O0- 128 CH3 415 Et O HiPr HHH
iPr HHH\/ CH CH 416 iPr O HiPr HHHiPr HHH
\/ CHz CH 417 iBUu O HiPr HHHiPr HHHCHS

CH 418 tBu OHiPr HHHiIiPr HHH\/ CHa - 129

Compound (28) of Formula (1)3ypn Table 1 Comyou R1L A
RR RBRA RS RERTRBR R Q No. H3g 419 Et 0 HiPr

HHHiPr HHH-CH3 H3C4420 iPr O HiPr HHHiPr HH
H- -CH HNC_ 421 iByu Q. HiPr HHHiPr HHH.- -CH3

HNC, |422NMBu 30 (BDCRs, HopinH | ®Pr8¥H HBHH dE, 3766. 22z Bt ©. 93
HiPr HMHAPrI+6 8 HiaY, OSNHW BH24,i Ri=®. HHEPr, H HH (3H
iWFHﬂH&ﬁQHQA%ABmwﬂéﬂ]H%HJ%’Hwhw,@ﬁ&
NH 426 tBu Qikd idy, BHBHIPP T HHH H342-F70 HH, m)
TP H K Hi Pl HH &M 1428 3 Rig Oy Hhd Pri khH |Prod 3H,
H H\/IQuz 40942@1113%9 y HEPOHHHA R, B R H (‘ﬂ{ hsey, 7.03-
H2 430 § Byg 0, HHHiPrsf B -& 2 - 130
Compound e8] elsfa il L, g TabLe 1 Com podu L 2
i Pr H HHME 0 48PClpr erm) i PP- SRRl PP PF LI H M Brl- 433l - 28
iBu O H3Pr W HHSPrLHPH HiBr mU342tBro- 4pi Bk H3-47-
iPr H l—BHBBr 1A35mEt B- R +Pr7TH HH gBu B HHBr02 4881, m),
PPV O HiiPP-H. HVH(2Bu ) H $ B8-5439 (B, OnH i ©r3H HHH d,
sBu H HI#8BB Hz), 7.37-7.42 (2H, m), 7.66-7.71 (2H, m), 8.89
(1H, s), 8.99 (1H, br).
white crystal m.p. 211.9°C
l4-NMR & (CDCls, ppm): 0.83 (3H, d, J=6.3 Hz), 0.90
(3H, 4, J=6.3 Hz), 0.98 (6H, t, J=7.3 Hz), 1.23 (6H,
d, J=6.3 Hz), 1.85-1.90 (1H, m), 2.04-2.12 (1H, m),
518 3.49-3.55 (1H, m), 3.63-3.70 (1H, m), 3.88-3.93 (1H,
m), 3.99-4.04 (1H, m), 4.86-4.93 (1lH, m), 5.10 (1lH, d,
J=9.3 Hz), 6.29 (1H, d, J=9.3 Hz), 7.37-7.42 (2H, m),
7.65-7.71 (2H, m), 8.89 (1H, s), 8.98 (1H, br).
white crystal m.p. 249.2°C




438 tBu O HiPr HHHsBu HHHBr 439 Et O HiPr HH
HiPr HHHO OH 440 iPr OHiPr HHHiPr HHHO OH
441 iBu O HiPr HHHiPr HHHO OH 442 tBu O HiPr
HHHiPr HHHO OH 131 3- _ 443 Et O HiPr HHH
pent HHHCH yl 3- _ 444 iPr O HiPr HH H pent H
HHCH vyl - 132 Conpound (30) of Fornmula (1) in
Table 1 Comi Q pndu R1L AR RBRA RS RE R7T RB ROR
O No. 3- 445 _ iBuOHiPr HHHpent HHH\/ CH,

yl  3- _ 446 tBu O HiPr H K, pent HHH \/ CH vl
447 M O HiPr HHHiPr HHH-QO cl 448 Et O HiPr

HHH

iPr HHH\/ cl cl 449 iPr OHiPr HHHiPr H

HH\/ cl cIl 450 iBu O HiPr HHHiPr H H H\/ cl

cl 451

HiPr
sBu H
cl cl

pbEFEPeB b FPRPbIhU e B Sh 27 o P O
HH\/ cl cl 454 iPr O HiPr HHHsBu HHH\/
455 iBu O HiPr HHH sBu HHH\/ cl cl 456

t€Buro
whdPr
ot nul

FHPiepertHe$ sBu HH H\/ ¢l ¢l - 133 457 Et 0
HHHiPr HHHF CF3 - 134 Conpound (31) of
A (1) in Table 1 Corn you RL AR2Z R3 RA R5 R6

BR7T9R8 R

o bl B

i“%“h@'ﬁ'%p‘ 1460, fBus g5

(4H, m), 5.21 (1H, d, J=9.3
Hz) 6 33 (1H, br) 7.37-7.42 (2H, m), 7.66-7.71 (2H,
m), 8.89 (1H, s), 8 99 (1H, br).

white crystal m.p. 225.5°C

JﬂMRQS N‘?,‘Dcth ,ngiﬁ BrgQ-H hbr (bl Hyy PritsEL 1 g4

922 'H-NMR & (CDCls;, ppm): 0.89 (3H, d, J=6.8 Hz), 0.91
(3H, d, J=6.8 Hz), 1.01 (6H, t, J=6.8 Hz), 1.22 (6H,
t, J=7.3 Hz), 1.87-1.93 (1H, m), 2.13-2.18 (1H, m),
3.43-3.49 (1H, m), 3.68-3.74 (1H, m), 3.88-3.94 (1H,
m), 4.00-4.07 (14, m), 4.86-4.92 (1H, m), 5.01 (1H, d,
J=7.8 Hz), 6.17 (l1H, d, J=7.8 Hz), 7.13 (1H, s), 7.42-
7.48 (1H, m), 7.60 (1H, .d, J=8.3 Hz), 7.71-7.76 (1H,
m), 7.95 (1H, br), 8.21 (1H, d, J=7.8 Hz).
white crystal m.p. 203.6°C

927 'H-NMR & (CDCls, ppm): 0.84-1.28 (18H, m), 1.89-2.22
(2H, m), 3.28-3.42 (1H, m), 3.68-4.14 (3H, m), 4.83-
4.92 (1H, m), 4.95-5.03 (1H, m), 6.17 (1H x 1/3, br),
6.47 (1H x 2/3, br), 7.23 (1H x 2/3, br), 7.74 (1H x
1/3, br), 7.85-7.93 (2H, m), 8.30 (1H x 2/3, s), 8.37
(1H x 1/3, s).
white crystal m.p. 242.9°C

931 'H-NMR & (CDCls, ppm): 0.83 (3H, d, J=6.8 Hz), 0.89
(3H, d, J=7.3 Hz), 1.00 (3H, d, J=6.8 Hz), 1.02 (3H,
d, J=7.3 Hz), 1.20 (3H, d, J=6.3 Hz), 1.21 (3H, d,
J=6.8 Hz), 1.87-1.92 (1H, m), 2.14-2.16 (1H, m), 3.66-
3.74 (2H, m), 3.84-3.97 (2H, m), 4.84 (1H, q, J=6.3
Hz), 5.06 (lH, d, J=7.3 Hz), 6.29 (1lH, d, J=6.8 Hz),
7.65 (1H, m), 7.71-7.75 (2H, m), 8.73 (2H, m).
white solid

932 'H-NMR & (CDCls, ppm): 0.83 (6H, .d, J=6.8 Hz), 0.88

(6H, d, J=6.8 Hz), 0.99 (3H, d, J=6.3 Hz), 1.00 (3H,
d, J=6.3 Hz), 1.87-1.92 (2H, m), 2.04-2.15 (1H, m),
3.55 (2H, m), 3.81 (1H, m), 3.84 (3H, s), 3.88 (1H,
m), 3.90-3.%1 (2H, m), 5.15 (1H, m), 6.15 (1H, m),
6.89-6.90 (2H, m), 6.92 (1H, m), 7.75-7.77 (2H, m).
white solid




e
Y]
I~ s

Q'HIOTI%IO
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3T

Et O HiPr
iPr HHH\/ F F 471 iBu OHiPr HHHiPr HHH

H

I

oa o
CI—‘I“%III—‘

o

t OHiPr HHHiPr HHH-QF F 462 iPr O
HiPr HHH-QFF 463 iBu O HiPr HHH

F F 464 tBu O HiPr HHHiPr HHH-QF F
Et O HiPr HHHiPr HHHFF FF 466 iPr
HiPr HHHFF FF 467 iBu O HiPr HH
FF FF 468tBu O HiPr HHHiPr HHH
npound (32) of Fornula (1) in Table 1

R2 R3R4 R5 R6 R7 RB RO ORL Q No. F 469

HHiPr HHH.-5@s-E F 470 iPr O HiPr H

E
H
H
H H
H H
35 Co
RL A

H

-0-FF 472 tBu O HiPr HHHiPr HHH-0-F 0-CH 473

Et_ 0

P HHHiPr HHH-0-0-CHOCH3I OQOCH 474 i Pr

D3H i ArHHANMRHS] PEDRLE Hp)k 0-THB GICH 8, O-CHB HA75 0. 92

i Bu O

H3Pr d H+biPrHH HH SD- 061CH 8, =H3 H2)CH3L. 23 (3H,

476 tBWO HéB HH HIP B H-0G06CHB)1, GG8-1 N® (1H

477 Et
i Pr H
For mul
R7 R8

@ HiPs7TH HH (B, HH H - 8@—1\% 48, ikr, @ Bs (1,
HoH i Pradd Bl -s5~ -2 186 2 Goarp dn( 3)308‘2 3 84 (1H,
>(1)3I@5I?bé§ élmc%n

g
Sl e

%n.n..nu.or HHHibr HHHO CH3

e
i Pr

I"*:E

Bu PKTNINR B (QDALE | PP M 1 FO2856 % @, HIF®r8 Hizd H 1.00
H &, 4, J=6.8 Hz), 1.02 (6H, d, J=6.8 Hz), 1.89-1.92

(l1H, m), 2.15-2.17 (1H, m), 3.45 (1H, m), 3.75 (1H
m), 3.86-3.89 (1lH, m), 3.95-3.97 (1H, m), 6.20 (1H,
m), 7.35-7.37 (1H, m), 7.38 (1H, m), 8.13 (1H, d,
J=8.3 Hz), 8.70-8.72 (1H, m), 9.06-9.07 (1lH, m).
white solid




486 iPr O HiPr HHHiIPr HHH\/ NCH 487 iBu O H
iPr HHHiPr HHH/\-CH3 488 tBu O HiPr HHH i Pr
HHH\ C,, C 489 E OHiPr HHHiIiPr HHH\/
490 iPr OHiIPr HHHiPr HHH\/ - 137 Conpound
(34) of Formula (1) in Table 1 Compodu RL AR2 R3 R4
RS R RT RBRO R Q nMNo. ¢l 491 iBu O HiPr HHH
iPr HHHCO 492 tBu O HiPr HHHiPr HHH\/ d
493 Et O HiPr HHHiIiPr HHH\N / F cl 494 iPr O H
iPr HHHiPr HHH\ / F _Cg 95 iBu O HiPr HHH
iPr HHH\ / F Cl 496 tBu iPr HHHiPr HHH\
/I F A 497 Bt O HiPr HHHiPr HHH\ / F cl 498
iPr OHiPr HHHiIiPr HHHF -0-F C 499 iBu O H

i Pr HHiPr_H / 5 iPr HHH
b FFRPRFE CeneEotorptute T PR YR Bb iy 1o
502 iPr OHiPr HHHiPr HHH- 138 Conpound (35)
of Formula (1) in Table 1 Compou R1 AR2 R3 R4 RS R6

GmR8 RPropdrQiedlo. CN 503 iBu O HiPr HHHiPr HH
th@\N pH04 tBu O HiPr HHHiPr HHH--0ci 505 Et O
KoiPr HHHiPr HHHci ci 506 iPr O HiPr HHHIPr

H A H 5&7d8u Hle (ki P HHHCHz?'
e TR G S B R

H\/

936 3.87-3.90 (1H, t, J=6.8 Hz) 3.96-3.98 (1H, m),
(1H, m), 6.18 (1H, m), 7.35-7.38 (1H, m), 7.42

8.07 (1H, m).
white solid

(3H,

3 43 (1H, m), 3.69 (1H, m), 3.83 (2H, d, J=6.3 Hz

5.08
(1H,

m), 8.13 (1H, d, J=7.8 Hz), 8.70-8.72 (1H, m), 9.06-

'H-NMR 8 (CDCl;, ppm): 0.90 (3H, d, J=6.8 Hz), O
3H, 4, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.02

(

d, J

2.19 (1H, m), 3.28 (1H, m), 3.83 (2H,
3

.92
(34,

=6.8 Hz), 1.41 (9H, s), 1.84-1.91 (1H, m), 2.14-

937 t, J=6.3 Hz)
.94-4.01 (1H, m), 4.92 (1H, m), 6.18 (1H, m), 7.34-
7.37 (1H, m), 7.52 (1H, m), 8.15 (1H, d, J=7.8 Hz),
8.69-8.71 (1H, m), 9.08-9.09 (1lH, m).
white solid
'H- NMR & (CbCl;, ppm): 0.71 (3H, d, J=6.8 Hz), 0.81
(3 d, J=6.8 Hz), 0.97 (3H, 4, J=7.3 Hz), 0.99 (3H,
d, J 7.3 Hz), 1.23 (3H, t, J=7.3 Hz), 1.87-1.8% (1H,
m), 2.00-2.01 (1H, m), 3.45-3.49 (1H, m), 3.69 (1H,
938 m), 3.90 (1H, m), 4.01-4.03 (1H, m), 4.10 (2H, q,
J=7.3 Hz), 5.16 (1H, d, J=7.3 Hz), 6.22 (1H, d, J=8.8
|Hz), 7.39-7.43 (1H, m), 7.81-7.86 (1lH, m), 8.14-8.16
(1H, m), 8.27 (1H, m), 8.52-8.53 (1H, m).
white crystal m.p. 168.2°C
l4-NMR & (CDCli, ppm): 0.72 (3H, d, J=6.8 Hz), 0.82
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.21 (6H, d, J=6.3 Hz), 1.87-1.89 (1H,
m), 1.90-2.00 (1H, m), 3.45-3.50 (1H, m), 3.68-3.70
939 (1H, m), 3.88 (1H, dd, J=6.3,8.7 Hz), 4.01-4.03 (1H,
m), 4.89 (1H, g, J=6.3 Hz), 5.08 (1H, m), 6.18 (1lH,
m , 8.14-8.16

y, 7.40-7.43 (1H, m), 7.81-7.86 (1lH, m)
(1H, m), 8.28 (1H, m), 8.52-8.53 (1H, m).
white solid




Ci ci 511 iBu O HiPr HHHiPr HHHCG Ci 512

tBu O HiPr HHHiPr HHH\/ G F 513 Et O HiPr H

HHiPr HHH\/ - 139 Conpound (36) of Fornula (1)

in Table 1 Compodu RL AR2Z R3 R4 R5 R6 R7 R8 RO RRi

Q No. F514iPr OHIPr HHHIiIPr HHH\/ F 515

iBuOHiPr HHHiPr HHHF 516 tBu O HiPr HHH

iPr HHH\/ HICCH3 517 Et O HiPr HHHIiPr HHH

H3C CH3 518 iPr O HiPr HHHiPr HHHH3C CHs 519

iBu OHiPr HHHiIiPr HHHBC CHs 520 tBu O HiPr H

HHiPr HHHOCH 521 Et O HiPr HHHiPr HHH\/

OCH3 OCH 522 iPr OHIPr HHHiIiPr HHH\/ OCH3

oOCH3 523 4+By9O0 H iPr HHHiPr HHH\N OCHI

O CHs | BoAMEBS GCRCPr PP H § FF2 HIBHH §/ T-6HB Hz1400.81

ConpountBY 379, of=¢0% it (A)90 n(Gfbl @&, 1I=Con pmdu RI9A (3H,

R2 R3 Rd, R=R63R7zR8 RORL(P, Nd, H2b. EtHH) H1iB7H HH (2H,

i Pr H|HhH cF,04526H) Rn) 0 HAPr(HiHdd j Ps. 30 H Hi - & CFB.83

920 i Bu(®HH aPra¥b s Hiz Pr H v+ \d1 CEBa, 58, tBwD HH, m)

iPr HIHHOPK HhH 4¢. 70 (HBC HR9 EI4(§%H4?HH{,HIHH, 7.82-

i Pr Flkbkbé/<£k$ mfB& . HBG 589 [ A, GoH ifroH R ifr B 5o

HH\/| &8s HB¢ 4BC 531 iBu O HiPr HHHiPr HHH

/a3 fAC Jol 55 thu 0 Hi W P T

CH3HS 6 P—HHH+Pr—HHHY—cA——534

TR e (PR AP~ CeASE 535 78 B ] pr0- 20

HHHI ﬁ@HkI@Pprﬁ %di% O 98 (3H, d, J=6.8 Hz), 1.00 (3H,
d, .3 Hz), 1. 42" (94, s), 1.97 (1H, m), 1.99 (1H,

941 nm), 3 51-3.53 (1H, m), 3.60 (1H, m), 3.80 (1H, dd,

J=6.8,8.7 Hz), 4.01 (1H, m), 5.00 (1lH, m) 6.20 (1H,

m), 7.39-7.43 (1H, m), 7.81-7.85 (1lH, m), 8.16 (1H,

m), 8.25 (1H, m), 8.52 (1H, m).
white solid

'H-NMR & (CDClj;, ppm): 0.86 (3H, d, J=6.8 Hz), 0.90
(3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.17 (6H, d, J=5.9 Hz), 1.84-1.86 (1H,
m), 2.14-2.15 (1H, m), 3.41-3.47 (1H, m), 3.58-3.69
943 (1H, m), 3.86 (1H, m), 3.90-3.97 (1H, m), 4.76 (1H,
m), 4.96 (1H, d, J=7.3 Hz), 6.25 (1H, d, J=7.3 Hz),
7.09 (1H, m), 7.29 (1H, dd, J=4.9,7.8 Hz), 7.98 (1H,
dd, J=1.9,7.3 Hz), 8.41-8.42 (1H, m).
white crystal m.p. 227.7°C




536 tBu O HiPr HHHiPr HHHCA - 141 Conpound
(38) of Fornmula (1) in Table 1 Comyou RL AR2 R3 R4
R5 R R RB RO R Q No. 537 Et O HiPr HHHiPr HH
Hr 538 iPr OHiPr HHHiPr HHH539 iBu O HiPr H
HHiPr HHHr r 540 tBu O HiPr HHHiPr HHHC
541 &t O HiPr HHHiIiPr HHH ~~~ 542 iPr O HiPr HH
HiPr HHH/H3cb H3C 543 iBu O HiPr HHHIiPr HHH
C c¢c 544 tBuOHiPr HHHIiPr HHH&c~) FF 545
Et OHiPr HHHiPr HH H-306F FF FF 546 i Pr O H
HHHiIiPr HHH--OF F FF547 iBu O HiPr H
iPrHHH O-F FF FF548 tBu O HiPr HHHiPr
H--OF F F 142 Conpound (39) of Formula in
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white crystal m.p. 207.0°C

'H-NMR 8 (CDCls, ppm): 0.87 (3H, d, J=6.8 Hz), O.
3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 0.98

(

d
945 2.15 (1H, m), 3.30 (1H, m), 3.78 (2H, m), 3.94 (

m), 4.84 (1H, m), 6.17 (1H, m), 7.12 (lH, m), 7
7.30 (1H, m), 7.97-7.99 (1lH, m), 8.40-8.41 (1H,
white crystal m.p. 192.5°C

91
(3H,

J=6.8 Hz), 1.36 (9H, s), 1.85-1.87 (1H, m), 2.13-
5

1H,

.27-

m) .

Y-NMR & (CDCls;, ppm): 0.85 (3H, d, J=6.8 Hz), O.
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.3 Hz), 0.99
d, J=6.3 Hz), 1.23 (3H, t, J=6.8 Hz), 1.83-1.90
m

)
946 )
1

Q ~ 3
:]:\ ~

d, J=8.3 Hz), 7.18 (1lH, 4, J=8.8 Hz), 7.39
, J=8.3 Hz), 8.04 (1H, m), 8.15 (1lH, dd, J=2.4,
HZ) 8.87 (1H, d, J=1.9 Hz).

white crystal m.p. 238.6°C

90
(3H,
(1H,

2.01-2.09 (1H, m), 2.71 (1H, m), 3.49-3.54 (1H,
3.93 (1H, g, J=6.3 Hz), 4.05-4.08 (2H, m), 5.90

(1H,
8.8

3H, d4, J=6.8 Hz), 0.99 (3H, 4, J=6.8 Hz), 1.01

, J=6.8 Hz), 1.20 (3H, d, J=5.8 Hz), 1.23 (3H,
=6.3 Hz), 1.86-1.91 (1H, m), 2.14-2.19 (1H, m),

1H, m),

247 99 (1H,

z), 20 (1H, d, J=8.3 Hz), 7.39 (1H, d, J=8.3

61 H, m), 8.11 (1H, dd, J=2.4,8.3 Hz), 8.85

J=2.4 Hz).

white crystal m.p. 250.5°C

(
d
J

(
3.
H
7. 1
d,

m
(
6.
(
2.

H-NMR & (CDCl;, ppm): 0.89 (3H, d, J=6.8 Hz), 0.

93

(3Hr

dl
3.31

3.75-3.79 (1H, m), 3.85-3.89 (1H, m), 3.92-
m), 4.82-4.88 (1H, m), 5.01 (1H, d, J=

6.8
Hz),
(1H,
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HHHsBu HHH\/ F 566 Et O HiPr HHH
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\/ a 570 8t OHiPr HHHiPr HHHCH3 0 571
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HHHiPr HHHH”o0 PC- CH,£ 0 573 tBu
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09196 580 tBu O HiPr H

H H i P}

LR &P-(COCH,;, Ppm) 140. 9CorPbund, (425.8fHz), 0.94

Formul p(ga) &n Fable 4z) Com podu3Rl & R2=R38 R4zR5 R601 (3H,
R7 R8 R9, Ri=R. 8nHE~|§J 5901 Ef 0@, HsH Hir@3HL B él Hi, GaNz~2. 13-
g%% i Pfo0oH ki rRyH Bl hH(Hs, m), 3.80-3.83 (2H, m), 3.93-
4.00 (1H, m), 4.92 (1H, m) 6.14 (1H, d, J=7.3 Hz),
7.37 (1H, d, J=8.3 Hz), 7.64 (1H, m), 8.13 (1H, 4d,
J=1.9,8.3 Hz), 8.87 (1H, d, J=2.4 Hz).
white crystal m.p. 213.5°C
l4-NMR & (CDCls, ppm): 0.75 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
4, J=6.8 Hz), 1.23 (3H, t, J=6.8 Hz), 1.86-1.88 (1H,
m), 2.00-2.05 (1H, m), 3.46-3.52 (1H, m), 3.62-3.68
950 (1H, m), 3.88-3.91 (1H, m), 4.00-4.06 (1H, m), 4.11
(2H, q, J=6.8 Hz), 5.18 (1H, d, J=8.8 Hz), 6.20 (1H,
d, J=8.3 Hz), 7.45 (1H, d, J=7.8 Hz), 7.81 (1H, t,
J=7.8 Hz), 8.04 (1H, m), 8.08 (1H, d, J=7.3 Hz).
white crystal m.p. 170.1°C




0 592 iBUuOHHHIPHHHHHIL 0593 tBuOHHH
rPHHHHHO 594 Bt OHHHHHIPr HHHB595 iPr 0

HHHHHiIiPr HHHOL 596 iBu OHHHHHIPr HHH
O 597 tBUOHHHHHIPr HHH1 O598 Et 0O H M H
HHiPr HHHO1 599 iPr OHM HHHIPr HHHO
600 iBuOHM HHHiIiPr HHHO 601 tBu O HM HHH
iPr HHHO - 148 Conpound (43) of Formula (1) in
Table 1 Compndu RL AR R3 R4 R5 R6 R7T RB RO 01 No.
602 Et 0O HM M HHiPr HHd QD 603 iPr O HM M
HHiPr HHHOlI 4604 iBu O HM MHHIPr HHH
605 tBu OHM M HHiIiPr HHHO 606 Et O HEt HHH
iPr HHH 607 iPr O HEt HHHiPr HHHOO 608 iBu O

H Etp ﬂ(—)é]ﬁﬂé:’g g H &Urﬁpg dBu i HEE1HHHIPr HHH

607 Et nPr HHHiTPr HHH 608 iPr O HnPr HHH
iPr HHHO 609 iBu O HnPr HHHiPr HHH 610 tBu O
HpoPr HHHiPr HHHO (S) 611 Ft 0 H HHHiPr H
Gempo JEFePem4g e<Tonpound (44) of Formula (1) in Table
UndComp nduRL AR R3 R4 R5 R6 R7 R8 RO 0l No.
N&® 612 iPr OHHHHiIPr HHHL sBu (S) 613 iBu 0
H H H {Hy RiurHsH UD@BQ, prﬁ)S) ®lAc t BBHO df -J+6 M Hid )Pr (H83
HHI H R dd Hag i R, B B Q26160 idy (
0 H Ph ﬁﬂs'fr H Hi"fé Bkt idBU o PhyH HHbPr 3LF|1Hd
H J=6.3 Hz), 1.86-1.89 (1H, m), 2.00-2.06 (1H, m), 3.48-
951 3.53 (1H, m), 3.61-3.68 (l1H, m), 3.85-3.89 (1H, dd,
J=6.3,8.8 Hz), 4.01-4.06 (1H, m), 4.87-4.90 (1H, m),
5.09 (1H, d, J=7.8 Hz), 6.15 (1H, d, J=8.3 Hz), 7.42-
7.49 (1H, m), 7.79-7.83 (1H, m), 8.04 (1H, m), 8.06-
8.08 (1lH, m).
white crystal m.p. 204.9°C
l1H-NMR & (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.83
(3 d, J=6.8 Hz), 0.90 (6H, d, J=6.3 Hz), 0.97 (3H,
d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.86-1.91 (2H,
m), 2.01-2.04 (1H, m), 3.48-3.51 (1H, m), 3.61-3.69
952 (1§, m), 3.84 (2H, d, J=6.3 Hz), 3.89 (1lH, dd,
J=6.3,8.8 Hz), 4.03 (1H, dd, J=5.4,9.3 Hz), 5.19 (1H,
d, J=7.8 Hz), 6.16 (l1H, d, J=8.8 Hz), 7.45 (lH, d,
J=7.8 Hz), 7.81 (1lH, t, J=7.3 Hz), 8.04 (1H, m), 8.08
(1H, d, J=7.8 Hz). :
white crystal m.p. 193.2°C
l1H-NMR & (CDCl;, ppm): 0.77 (3H, d, J=6.8 Hz), 0.82
(34, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.3 Hz), 1.43 (9H, s), 1.86-1.87 (1H, m), 2.00-
2.02 (1, m), 3.50-3.55 (1H, m), 3.60-3.61 (1H, m),
953 3.79 (1H, dd, J=6.8,9.2 Hz), 4.01-4.04 (1H, m), 5.01
(1H, 4, J=8.3 Hz), 6.13 (1H, d, J=9.3 Hz), 7.43-7.48
(14, m), 7.78-7.84 (1H, m), 8.03 (1H, m), 8.07-8.11
(1H, m).
white crystal m.p. 174.7°C
IH-NMR & (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.78
(34, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.03 (3H,
d, J=6.8 Hz), 1.18 (3H, d, J=6.8 Hz), 1.22 (3H, d,
958 J=6.8 Hz), 1.96-2.04 (2H, m), 2.60 (3H, d, J=7.8 Hz),
3.47-3.50 (2H, m), 3.83-3.92 (1H, m), 4.00-4.05 (1H,
m), 4.83-4.87 (1H, m), 5.17 (1H, br), 7.31-7 34 (1H,
m), 7.83-7.85 (1H, m), 8.07-8.13 (1H, m).
white crystal: m.p. 173.7°C




618 tBu OHPh HHHiIiPr HHHO 619 Et O HBn HHH

iPr H
0 H Bn
0O -c-

HHO 620 iPr OHBn HHHiPr HHHO 621 iBu
HHHiIPr HHH 622 tBu O HBn HHH iPr HHH
0 623 Et OHHBNn HHiPr HHHO 624 iPr 0 H

HBn HHiPr HHHO- 150 Conpound (45) of Fornul a

(1) in

R1 No.

Table 1 Comppoou RL AR RBR4 R5 R6 R7 R8 R9
625 iBu O HHBn HHiPr HHH 626 tBu O HH

Bh HHiPr HHHO 3-THF, 627 Et 0 H Hracena HH i Pr

HHH
O te)

O te) 3-THF, 628 |Pr§% H Hacema HHiPr HHH
3- THF, 629 iBu 0 H Hracena HHiPr HHHO

te) 3-THF, Nz~ 630 tBu O H Hracema HHiPr HH Hte)

cHex 631 Et 0O H(R3 4c HHiPr HHH vclizat jon)

cHex B82 M O (doeR,i zgpm¢ : HOH76PK 3H, HHH 3=2.8 Hen) 0.81
cHex p §H'BH OJk%(BBHzR401YGtIzaH HiH ir-Pe HikH 01.03 (3H,
Ion) - 51J 6C§'e%z 341t H (B3, 7R4 ¢ wefizatobll os (2m,

i Pr gn BE’r H4b' h i Hni" "50515§657 (1H,
?FE 0 Rgz gn g% bB Qa}h b, H H(lH 4
Com yol J 4 E R tb % 18
ST N %lg 839* §PR§H4R{3—| ?ll\?/?-z Eﬁ‘?—r

640 Et bPFlIHﬁ? I—P’JHW]I\/E HHHO 641 iPr O HiPr HHH

Me H H|lmwhite crystal

966

0.90 (3H, d, J=6.8 Hz), 0.92

6 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.20 (3H, d,

) .13-2.19 (1H, m), 3.26

4-NMR & (CDCls, ppm):
3H, d, J=6.8 Hz), 0.9
J=6.8 Hz), 1.18 (3H,
6.8 Hz), 1.84-1.89 (1H, m
H, m), 3.75 (1H, m), 3.82-3.
H, m), 4.81-4.87 (1H, m), 4
6.15 (1H, m), 7.58-7.59 (1lH, m),
(1H, m), 8.46-8.47 (1H, m).

white crystal m.p. 227.1°C

6 (1H, m), 3.90-3.92
5 (1H, d, J=5.9 Hz),

2
8
9
), 7.66 (1H, m), 7.76




42 i Bu
HH
O H

OHiPr HHH M HHH®G643 tBu O HiPr HH
644 Bn O HiPr HHH M HHH-~00 H M
iPr HH (racemat HHH e) H M 646 Et O
Pr- HH (racemat HHHe) O H M 647 iPr O HiPr H
racemat HHH e) H M 648 iBu O HiPr HH
(racemat HHHe) O- H Me 649 tBu O HiPr HH
(racemat HHH e) 650 Et O HiPr HHHEt HHHO -
153 Conpound (47) of Formula (1) in Table 1 Com podu
RLAR RBRAR R6 R7T RS %ég%?_ 651 iPr O H
iPr HHHEt HHHO 652 H |Pr HHHEt HHHO
653 tBu O HiPr HHHEt HHHO1L Et O HiPr HH H nPr
HHHO 655 iPr OHiPr HHHnNPr HHHO 656 iBu O

H|P 57 ¢Bu 0 HiRr HHHNPr HH
e@ﬁa%%ﬁ*ég"ﬁqﬁ“ I—?gHH HH% 659 ipr 0

H |Pr HHrP HHHH 660 |Bu OHiIPr HHrP HHHH

661 tBu O HiPr HHrP HHHHO H iPr 662 Me O H

ddArpcH | Byorsceiets HH He) 0~-0 H, iPr 663 Et O HiPr H
utd ragemat HH He) O - 154 Conpound (48) of Fornul a

Ndl) in Table 1 Compodu RL AR2 RB R4 R5 R6 R7 R8 R9
Ri

Q [Na- NMR 5P cBe4. ! R s R Hit 1 \g, (acemaiz)H B gg
He) G 4ﬁ ﬁ% E%£L gkiﬁa%awi'iJ'Hﬁbl (6H,
H 'Pri 6686(§at3“ roH Hilrqgemat "i'iol &0 m)
567 3. 34 (1H, m), 3.73-3.76 (1H, m), 3.83 (2H, d, J= 6.3
Hz), 3.86-3.96 (2H, m), 5.09 (1H, d, J=6.3 Hz), 6.24
(1H, m), 7.59-7.60 (1H, m), 7.67 (1H, m), 7.78 (1H,
m), 8.48-8.49 (1H, m).
white crystal m.p. 207.3°C

ly-NMR & (CDCli, ppm): 0.95 (3H, d, J=7.3 Hz), 0.97

H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.01 (3H,
J=6.8 Hz), 1.42 (9H, s), 1.83-1.91 (1H, m), 2.13-
21 (1H, m), 3.17 (1H, m), 3.81-3.84 (2H, m), 3.93-
99 (1H, m), 4.95 (1H, d, J=5.9 Hz), 6.22 (1H, m),

7.62-7.64 (1H, m), 7.73-7.75 (1H, m), 7.80 (1H, m),

8.47-8.48 (1H, m).

white crystal m.p. 174.7°C

(3
d,
2.
968 3

!Y4-NMR & (CDCls;, ppm): 0.74 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.98 (6H, t, J=6.8 Hz), 1.85-1.90
(1H, m), 2.00-2.06 (1H, m), 3.43-3.49 (1H, m), 3.63-
3.72 (4H, m), 3.87-3.93 (1H, m), 3.99-4.04 (1lH, m),
5.19 (1H, d, J=8.3 Hz), 6.20 (1H, d, J=8.3 Hz), 7.81
(1H, dd, J=2.4, 8.3 Hz), 8.10-8.14 (2H, m), 8.47 (1H,
d, J=2.4 Hz).

white crystal m.p. 168.7°C

969

Iy-NMR & (CDCls, ppm): 0.75 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.98 (6H, t, J=6.8 Hz), 1.24 (3H,
t, J=7.3 Hz), 1.85-1.90 (1H, m), 2.00-2.06 (1lH, m),
3.44-3.50 (1H, m), 3.63-3.71 (1H, m), 3.86-3.91 (1H,
m), 3.99-4.14 (3H, m), 5.15 (1H, d, J=8.8 Hz), 6.18
(1H, d, J=8.3 Hz), 7.79-7.83 (1H, m), 8.10-8.14 (2H,
m), 8.47 (1H, d, J=2.0 Hz).

white crystal m.p. 165.2°C

970




667 et O HiPr HHHHIiIPr HH668 iPr O HiPr HHHH

iPr HHO 669 iBu O HiPr HHHHIiIPr HHO 670 tBu

OHiPr HHHHiIiPr HH671 Et OHIiPr HHHHHI1P H

\' r 0N~ 672 iPr OHiIPr HHHHHYIrP HO 673 iBu

OHiPr HHHHHYIPHO 674 tBuOHiPr HHHHHI1P

Hr O 675 Bn O HiPr HHHHH1IPHTr O 676 Et O H

iPr HHHiBu HHHI\ - 155 Conpound (4 9) of

Formula (1) in Table 1 Comndu RL AR2 R3 R4 R5 R6 R7

R8 RO ORL No. 677 iPr O HA Bs3H-HHiBu HHH O 678

iBuOHiPr HHHiIiBu HHHO 679 tBu O HiPr HHH

iBu HHH/ 0~0 680 M O HiPr HHHIi (S)Bu- HH H/

0—681-F O0HiPHHHiIBy+—HHHO 682 iPr 0 H{Px

HH H ($IrN¥RH3H (601, BBB) i BY- 03+01 B3 KoMy H & B) 83~ H 04

HHO [ (6H, 684, tBul®-HZ2Pr ((HH M (S)iBU-2HH HO rQ)S) 3.46-

- N 685.6/% 02H, iPr, BHHIBBHHH® S 4686-£00D HH, m),

iPr H HMHB{SEBYU- (HHH ) </5.3 Gl{S)d, N=%87 HPr, 06 H5 (1H x

bPr H HiBj By, HAHET B ~Hz S, (§)54~NHG882 /By orH i Pr7v+-H 84 (1H,

HiBu HoH H; 98 ONiHS §5) =8 ~®N usB9 ¢ Buo-®B H 4 Prisd HhH 8.47-

iBu H HgHsH {1456m) Compound (50) of Formula (1) in

Tabl e whggéncppggaﬁlmApRZlge,% R4-R5 R6 R7 RB RO i Q

Mo Ne[npePOuYE gy HHHIBU HHHNF 691 Bt O

UL 1T T U i rTtrmTiNoS .U, S) I\IUULIF'IUI_IIF'I

HH H | B (OO, pRp) R-RG-(3H, d, J=6.8 Hz), 0.83
(34, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz), 1.83-1.91 (1H,
m), 2.00-2.05 (1H, m), 3.46-3.50 (1H, m), 3.64-3.72

979 (l1H, m), 3.86-3.90 (1H, m), 3.98-4.04 (1H, m), 4.11
(2H, g, J=6.8 Hz), 5.14 (1lH, d, J=6.8 Hz), 6.20 (1H,
d, J=9.3 Hz), 7.41-7.43 (1H, m), 8.15-8.16 (1H, m),
8.22-8.23 (1H, m), 8.42-8.43 (1H, m).
white crystal m.p. 171.3°C
'H-NMR & (CDCls, ppm): 0.76 (3H, d, J=6.8 Hz), 0.82
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.3 Hz), 1.22 (6H, d, J=5.8 Hz), 1.83-1.96 (1H,
m), 2.01-2.09 (1H, m), 3.47-3.52 (1H, m), 3.62-3.70

980 (1H, m), 3.85-3.88 (1H, m), 3.98-4.04 (1H, m), 4.83-
4.91 (1H, m), 5.07 (1H, d, J=9.8 Hz), 6.19 (1H, d,
J=7.8 Hz), 7.41-7.43 (1lH, m), 8.16-8.18 (1H, m), 8.23
(1H, m), 8.42-8.46 (1H, m).
white crystal m.p. 204.3°C




693 iBu OHiPr HHHiIiBu HHH-(~SF (S - NG©694
tBu O HiPr HHHiIiBUHHH-(~SF 695 M O HiPr H
HHiIiBu HHHN / \ / 696 Et O HiPr HHHiBu HHH
N\ / 697 iPr OHiIiPr HHH(S) HHH-/ \ / 698
iBu O HiPr HHHiIBUu HHH-/ \ / 699 tBu O HiPr H
HH(Su HHHLXP 700 M O HiPr HHHiIiBu HHH-~/

Bu HH HQ - 157 Conpound
(51) of Fornul Table 1 Comyou RL AR2Z RB R4
702-

|
R5 R6 R7 R8 R9 R1 No.

i P64a0-HiPr HHHiIiBu HHH
703 i BbOHiPr HHHIBUu HHH 704 tBu O HiPr HHH
iBu HHHC 705 MM OHiPr HHHiIiBu HHHN\ / d
706 8t O HiPr HHHiIiBu_ HHHN\ / d 707 iPr O H
i Pr Prbbéiri Bas HoH Ebhbbutt (708 iBuT®bH:iIiPr HH H (S
HHHiBu\ / C 709 tBu OHiPr HHH(S) iBu HHH
\' [ Nz~ 710|\/EOHiPrHHHtBuHHH?llEtOHiPr
T1 11 TLLII"I U "TT T FI T T otou 11111l
- g0Re ?gi%e% HiPr HHHtBU HHHO - 158
1C:‘B?irpound (52) of Fornmula (1) in Table 1 Com Pau R1 A
Il‘l‘:@-m 4 RS R6 RY DRDQIM(') No 714 tBu QO HiPr HH
H tBu HHNME & 3CDZL5, Mep®) H PP76H(BHH gent=Fl. 8 Beyl 8.82
716 Et| O3H, iy FH=6. 8 pPent ©. BHLH(6N) d3-J¥473i#z) 0 ¢ 97 (3H,
iPr HHHH peatsHiH) H &1 983¢3H18d) Bo=0. H mPr, HL HBH-pent (2H
HHHYh,32.039(18p @) H 3P17E3HbH pems ) H ¥.65-3.67 (1H,
981 m), 3.84 (2H, 4, J=6.3 Hz), 3.86-3.90 (1H, m), 4.01-
4.03 (1H, m), 5.18 (1H, m), 6.21 (1H, m), 7.27-7.44
(1H, m), 8.15-8.16 (1H, m), 8.22-8.23 (1H, m), 8.42-
8.46 (1H, m).
white crystal m.p. 179.6°C
'H-NMR & (CDCls, ppm): 0.77 (3H, 4, J=6.8 Hz), 0.80
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.42 (9H, s), 1.86-1.87 (1H, m), 2.01-
582 2.02 (1H, m), 3.48-3.54 (1H, m), 3.59-3.67 (1H, m),
3.77-3.81 (1H, m), 3.98-4.04 (1H, m), 4.97 (1H, m),
6.17 (1H, d, J=9.3 Hz), 7.41-7.46 (1H, m), 8.16-8.17
(1H, m), 8.22-8.23 (1lH, m), 8.41-8.43 (1H, m).
white crystal m.p. 171.7°C
!y-NMR 8§ (CDCls, ppm): 0.70 (3H, d, J=6.8 Hz), 0.81
(3H, d, J=6.3 Hz), 0.98 (3H, d, J=6.3 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.23 (3H, t, J=7.3 Hz), 1.87-1.92 (1H,
m), 1.96-2.05 (1H, m), 2.58 (3H, s), 3.42-3.45 (1H,
983 m), 3.71-3.78 (1H, m), 3.91-3.94 (1H, m), 3.98-4.05
(1H, m), 4.10 (2H, q, J=7.3 Hz), 5.20 (1H, d, J=9.3
Hz), 6.37 (1H, m), 7.29-7.31 (1H, m), 7.76-7.78 (1H,
m), 7.98-8.00 (1H, m), 8.44 (1H, m).
white crystal m.p. 194.4°C
'H-NMR & (CDCls, ppm): 0.72 (3H, d, J=6.8 Hz), 0.81
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.21 (3H, d, J=6.3 Hz), 1.22 (3H, d,
J=6.3 Hz), 1.88-1.99 (1H, m), 2.01-2.08 (1H, m), 2.59
984 (3H, s), 3.43-3.47 (1H, m), 3.69-3.77 (1H, m), 3.88-
3.92 (1H, m), 3.98-4.06 (1H, m), 4.80-4.92 (1H, m),
5.13 (1H, d, J=8.8 Hz), 6.34 (1H, m), 7.30-7.31 (1H,
m), 7.71 (1H, m), 7.99-8.01 (1H, m), 8.46 (1H, m).
white crystal m.p. 203.7°C




Y1 O /

11- 733 Et OHiPr HHM M HHHHO 734

| -

iPr OHiPr HHM M HHH735 iBu O HiPr HH M M
HHH/ I O 736 tBu O HiPr HHM M HHH/ I O4
737 Et O H i Pr HHHM M HHCO O738 iPr O HiPr
HHHM M HHO 739 i BuOHiPr HHHM M HHCGCO
0 - 159 Conpound (53) of Forrmula (1) in Table 1 Com
podu R1 AR R R4 R5 R6 R7T RB RO R0O1 Q n No. 740
tBu O HiPr HHHM MM HHO 4 741 Et O HiPr HHH
HM M HO~-0 742 iPr O HLiRgsgH-HH H M Me H O 743
iBu O HiPr HHHHM M HO 744 tBu O HiPr HHHH
M M HCF3, H749 Et O HiPr HH :01- e (racenat HH

HOCE3 HY750 iPr 0O HiPr HH (racemat HH He) O

m), 6.30 (1H, m), 7.27-
m), 7.95-7.97 (1H, m),

(1H, m), 7.70-7.74

3
, 3.82-3.83 (1H, m), 4.
-
8 (1H, m).

9 (
1-4.04 (1H, m), 5.00 (1lH
8 (

0

CF3, H 'R5NMRBG GCHCILPr b (r@ac"é?mﬁfﬂ-l HH Jef. BGFB H .81
752 tBUUdHHaPri+b 18 (Hacenmato™H +H o, U=6160Hz), 0.98 (3H,
Conpoyrd), (549 . ©fHFor nul 20 (WQ3H, i, Tabte. L HLom Pas-RL 9®  (2H,
R2 R3 |Ré) R51 R66-RY.R8 RHORD Q2redNo3u, (4N I6M3-H. 4 HiH,
ey H khH I Prodld B SN G, 5.68?3'&‘1{0&" ';PJGHSHH", 3.90-
iPr HiHy3-({ySny/63idLOdiPryH H$Pj3"kﬁ{"'d INg 3
I S ~N¢,) 764 t8u PHHanJi”'z.HaHﬁ)F{r fb%% ]—Z'Gin) 7.74-
P 0 T HE TP HHES (750 AP 91 Pl
aul whlte crystal m.p. 190.4°C
H-NMR & (CDCli, ppm): 0.72 (3H, d, J=6.8 Hz), 0.79
(3H, d4, J=6.3 Hz), 0.97 (3H, d, J=6.3 Hz), 0.99 (3H,
d, J=6.3 Hz), 1.42 (SH, s) 1.87-1.88 (1H, m), 1.90
986 (1H, m), 2.55 (3H, s), .4 (1H, m), 3.64-3.66
m) 0
.2
.4
c

white crystal m.p. 155.5°




‘"N 767 iPr O HiPr HBz HiPr HHHS - 161 Conpound
(55) of Fornmula (1) in Table 1 Comyou RL AR2 R3 R4
R5 R R7T RB RO RLQ No. 768 M@ O HiPr HHHiPr HH
HO 769 Et O HiPr HHHiPr HHHCF3C ~ 770 H2 O H
iPr HHHiPr HHH 772 nPr OHiPr HHHiPr HHHO
Nz~ 772 iPr O HiPr HHHiPr HHHI 0 773 nBu OH
iPr HHHiPr HHH--e 105~ 0 774 iBu O HiPr HHH
iPr HHHf I O 775 tBu O HiPr HHHiPr HHH-c-c
ONz~ 776 Ph O HiPr HHHBPE HHHI O 777 Bn O H
iPr HHHiIiPr HHHO 778 MOEO HiPr HHHiPr HHH
O - 162 Conpound (56) of Formula (1) in Table 1 Com
0O poou RLAR RRI R R RFT RB RORRL No. 779 iiny
0 H PPopélrHibsi Pf Ebhbslufd0(72Z80inl TgpDeH2i Pr H H H
iPr HHHO prop 781 argy O HiPr HHHiPr HHHI

~ 782 THEOHiPr HHHiPr HHHO -CO0 THF

Ll i Dy o D I | Ol TLIE ZQ A 12 N L
T 1 11 T i LU L = oz rrr - 7TO4 O U

10 Nz

7832 H H
FORPR | PFORFH#PS 2 0~0 785 CH2 O HiPr HHHiPr H
W ol45 786 DEPO HiPr HHHiPr HHH CH2 3- 787
Ypan O|HiPr HHHiPr HHH CH2 788 DICHQO HiPr HH

HiPr HHHNMOJ @DA;, 788mC: H3C70 KH3HPrdH F=H. BPHzMH, HO.83
H HCl| 0317989, Ev=6.8 Py, HOHOH i(Pn, HHH F=7.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.23 (3H, t, J=7.3 Hz), 1.84-1.87 (1H,
m), 2.02-2.03 (1H, m), 3.47-3.51 (1H, m), 3.62-3.70
987 (1H, m), 3.88-3.92 (1H, m), 4.01-4.06 (1H, m), 4.11
(2H, q, J=7.3 Hz), 5.21 (1H, d, J=7.3 Hz), 6.31 (1H,
d, J=8.8 Hz), 7.07-7.09 (1H, m), 7.92 (1H, m), 7.94-
7.98 (1H, m), 8.04-8.07 (1H, m).

white crystal m.p. 162.4°C

1y_NMR & (CDCls, ppm): 0.76 (3H, d, J=6.8 Hz), 0.83

(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.21 (6H, d, J=6.3 Hz), 1.86 (1lH, m),
2.01-2.03 (1H, m), 3.48-3.52 (1H, m), 3.60-3.68 (1H,
988 m), 3.85-3.89 (1H, m), 4.01-4.03 (1H, m), 4.87-4.90
(1H, m), 5.12 (1H, d, J=9.3 Hz), 6.24 (1H, d, J=8.8
Hz), 7.07-7.09 (1H, m), 7.92 (1H, m), 7.94-7.98 (1H,
m), 8.04-8.07 (1lH, m).

white crystal m.p. 180.9°C

'H-NMR & (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.97 (3H,
d, J=7.3 Hz), 0.98 (3H, d, J=7.3 Hz), 1.86-1.91 (2H,
m), 2.02-2.09 (1H, m), 3.47-3.52 (1H, m), 3.63-3.65
989 (1H, m), 3.84 (2H, d, J=6.8 Hz), 3.87-3.91 (1H, m),
4.01-4.03 (1H, m), 5.20 (1H, d, J=9.8 Hz), 6.20 (1H,
d, J=8.3 Hz), 7.07-7.09 (1H, m), 7.92 (1H, m), 7.94-
7.98 (1H, m), 8.05-8.07 (1H, m).

white crystal m.p. 173.7°C

lH-NMR 8 (CDCls, ppm): 0.75 (3H, d, J=6.3 Hz), 0.83
3H, d, J=6.3 Hz), 0.97 (3H, d, J=6.8 Hz), 0.98 (3H,
, J=6.8 Hz), 1.23 (3H, t, J=7.3 Hz), 1.86-1.88 (1H,
), 2.02-2.05 (1H, m), 3.47-3.52 (1H, m), 3.64-3.67
1H, m), 3.89-3.93 (1H, m), 4.02-4.06 (1H, m), 4.11
2H, q, J=7.3 Hz), 5.22 (1H, d, J=8.3 Hz), 6.28 (1H,
d, J=8.8 Hz), 7.59-7.61 (1H, m), 7.69-7.72 (1lH, m),
8.05-8.07 (1H, m), 8.10-8.12 (1H, m).

white crystal m.p. 182.8°C

(

d

m
991 (
(




0- 163 791 iPr SHiPr HHHiPr HHH- 164
Conmpound (57) of Fornmula (1) in Table 1 Com Pau R1 A
ROR3RIRSERERZTRRRORLQ n No. 792 iPr OM iPr H
HHiPr HHHO 4 793 iPr 0O AciPr HHHiPr HHH/
O 794 iPr 0Bz iPr HHHiPr HHH/ OO0 795 Et 0 H
iPr HHHiPr HHHO O 796 iPr O HiPr HHHiPr H
HHO 01 797 iBu OHiPr HHHiPr HHH798 tBu OH
iPr HHHiPr HHHO - - 799 Et O HiPr HHHiPr H
HHOF\ /O - 800 iPr OHiPr HHHiPr HHHOF -
801 iBu O HiPr HHHiPr H¥HD F -0-0 802 tBu O H
iPr HHHiPr HHHA4F -0-0 165 Conpound (58) of

Fornula(l)lnTabIel Comndu RL AR RBRR4 RS R6 RY

R8 RY @ﬁalm% é'o CcHOB H IoF’lf76H HH iPr J*a'6H8HH|¥QZ 0085 -

TR

e PEZSS%SE g Héé N éﬁé i K Fe o zé 5’@% .

o 0|Hi P H AN 0

HH i #o-A%H 1 8‘)I(7:' 7-?150 t1§u |7Pr6%H (W &' hen .20
: (B @M %P (lJIHH IUI é£’29 11

iPr OHifr ™ -H H i Pr OOCI 813 iBu O HiPr H
HHiPwhHte 8tat Buro BART"S HHiPr HHHC 0O
HA  813xEtME Bl I(E’DctgHmbnhP HH HWN O -7468 Hz), 0.84
Conpoundsy 5Y Qf—chyrnJA (oL)od n3 Tablde, b=-emugy BL oA (3H,
R2 R3 @5éﬂ%'ﬁz ROR (@, NO. J=6.3 Hz), 1.86-1.93 (2H,
593 m), 2.03-2.04 (1H, m), 3.74 (2H, d, J=6.3 Hz), 3.83-
3.90 (4H, m), 5.20 (1H, m), 6.20 (1H, m), 7.56-7.63
(1H, m), 7.66-7.73 (1H, m), 8.03-8.12 (1H, m), 8.23
(1H, m).
white crystal m.p. 209.6°C
- NMR & (CDCl;, ppm): 0.73 (3H, d, J=6.8 Hz), 0.81
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=7.3 Hz), 0.99 (3H,
d, J 6.8 Hz), 1.23 (3H, t, J=7.3 Hz), 1.87-1.92 (1H,
m), 1.95-2.04 (1H, m), 3.47-3.53 (1H, m), 3.63-3.74
995 (1H, m), 3.79-3.91 (1H, m), 3.98 (3H, s), 4.01-4.08

(1H, m), 4.10 (2H, g, J=7.3 Hz), 5.18 (1lH, d, J=6.8
Hz), 6.26 (1H, d, J=8.8 Hz), 8.23-8.25 (1H, m), 8.32
(1H, m), 8.43-8.45 (1H, m), 9.11 (1H, m).

white crystal m.p. 189.9°C




HiPr
i Pr H

H3 816 iPr O HiPr HHHiIPr HHHO H3 C817 iBu 0
HHHiPr HHHMN~ O H3 818 tBu O HiPr HHH
HH/ O 819 Et OHiPr HHHiPr HHHp

HHHO racemate

racemate 820 iPr O HiPr HHHIPr
821 iBu O HiPr HHHiPr HHHC

ZIlJ ¢ racemate 822

r
823 Et O HiPr

tBu O HiPr HHHiPr HHHp racemate

HHHiPr HHH/ S 824 iPr OHiPr HHHiIiPr HHHS
825 iBu OHiPr HHHiIiPr HHHS- 826 tBu O HiPr HH
HiPr HHH/ - 167 827 Et 8 giPr HHHiPr HHH
Nz~ N H - 168 Conpound (6 ; of Formula (1) in Table
1 ComP nauRL AR RBRRIR RB RT RB RO of No.
828 iPr OHiPr HHHiIiPr HHHH 829 iBu O HiPr HH
H TBLopbbtthel ocHoBA00LAY 07t i By Hhihkl pPr HH H N H
831 Et i P HHMO H3C Nk 832 iPr O
HiPr H H H |Pr H H H W HBC 834 iBu O HiPr HHHIiPr
HHHHC 835 tBu QHiPr HHH{iPr HHHHICN 836

EpmpoH PPPPREHEFiPr HHH-NI H NB837 iPr O HiPr

W@ HjPr HHHH 838 iBu OHiPr HHHiIiPr HHHN
BB.N:[C 839 tBu O HiPr HHHiIiPr HHH ~NI H

840 Et| QP HAAcH, | Peok) H b, S 13469, 88761 Frng) 11 0.50
| Pr

For nul
R8 RO

996

H bl Py, be%FBSHy) d79g @@HPO&ndJ4élé @£ 0.99 (3H
?ﬁ(l} EngTable 1 ;fomyous Rz AR |3 R4 R& RE Y (3

y Q185N 05 (1n, m), 3.49-3.54 (1R, m), 3.64- 3.66
(1H, m), 3.85-3.89 (1H, m), 3.98 [ sy, 4.03-4.05
(1H, m), 4.86-4.89 (1H, m), 5.11 (1H, d, J=8.8 Hz),
©.23 (1H, d, J=8.3 Hz), 8.23-8.25 (1H, m), 8.33 (1H,
m), 8.43-8.45 (1H, m), 9.11-9.12 (1H, m).
white crystal m.p. 191.8°C

997

'H-NMR & (CDCl;, ppm): 0.74 (3H, d, J=6.8 Hz), 0.81
(3H, 4, J=6.8 Hz), 0.90 (6éH, d, J=6.8 Hz), 0.97 (3H,
d, J=7.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.86-1.91 (2H,
m), 2.01-2.02 (1H, m), 3.49-3.54 (1H, m), 3.66-3.67
(1H, m), 3.83 (1H, d, J=6.3 Hz), 3.87-3.91 (1H, m),
3.98 (3H, s), 4.03-4.05 (1H, m), 5.20 (1H, d, J=8.8
Hz), 6.24 (1H, d, J=8.8 Hz), 8.24-8.26 (1H, m), 8.34
(1H, m), 8.44-8.46 (1lH, m), 9.12 (1lH, m).

white crystal m.p. 180.6°C

998

'H-NMR § (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.79
(34, d, J=6.3 Hz), 0.98 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.3 Hz), 1.42 (9H, s), 1.90 (1H, m), 1.95 (1H,
m), 3.55 (1H, m), 3.63-3.66 (1H, m), 3.78-3.82 (1H,
m), 3.98 (3H, s), 3.99 (1H, m), 5.00 (1H, m), 6.20
(1H, m), 8.24-8.25 (1H, m), 8.30 (1H, m), 8.43-8.46
(1H, m), 9.11-9.12 (1H, m).

white crystal m.p. 150.3°C

999

'H-NMR & (CDCli, ppm): 0.77 (3H, d, J=6.8 Hz), 0.86
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.3 Hz), 1.23 (3H, t, J=6.8 Hz), 1.85-1.86 (1H,
m), 1.98-2.02 (1H, m), 3.54-3.59 (2H, m), 3.96-4.00
(2H, m), 4.07 (2H, g, J=6.8 Hz), 5.97 (1H, d, J=8.8
Hz), 7.46 (1H, d, J=8.8 Hz), 7.58 (1H, s), 8.18-8.20
(1H, m), 8.41-8.44 (1H, m), 8.50 (1H, m), 9.10-9.11
(1H, m).

white crystal m.p. 237.1°C




--6 842 iBu O HiPr

iPr HHHIPr

846 iPr O HiPr

HHHSN N S 844 Me O HiPr
HHH-</ F NB845 Et 0 HiPr
HHHIPr

HHHiPr HHHN S 843 tBu 0 H
HHHIPr
HHHiPr HHH-SF N

HHH-< | SF NB847 iBu O

HiPr HHHiPr HHHSF Na848 tBu O HiPr HHH
iPr HHH~SF CF 849 M OHiPr HHHiPr HHH-~S
Ja_ <NCF3 80 E OHiPr HHHiPr HHHs N 851
iPr OHiPr HHHiPr HHH--QCF3 s N) CFA 852
iBuOHiPrHHHiPrHHH&IfgsCF 853 tBu O HiPr
HHHiPr HHH--("N7 854 Et O HiPr HHH
iPr HHH- 171 Conpound (62) of Formula (1) in Table
1 Compodu R1L ARZ R R4 R5 R6 R7 R8 RO Rol QO n No.
o_r 8p9y-iNRR @ Hdokn  H Bol) k Po. 7 Hbh) 14, 0g=6-8S18p6 0. 86
1Bu O Hsir g Hykgl By Orkhi Pruf) H ¢l og
| ProH HH O I‘{PrdHJTLé"f%Hflz ww ET
H3C 85 m), 3.56-
%)QEBBPr 1—|3 é— /o m)
. H , 1. 50
i Pr }-IS’:F ﬁ!} 8 48
HHH INERC R d 6é fm '
Formul a(¢H) Phr Tablé~2- L&om T)
white crystal m.p. 253.1°C
!4-NMR & (CDCls;, ppm): 0.78 (3H, d, J=6.8 Hz), 0.87
(3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.97 (3H,
d, J=6.8 Hz), 0.99 (3H, d, J=6.3 Hz), 1.85-1.89 (2H,
m), 1.99-2.02 (1H, m), 3.56-3.60 (2H, m), 3.79-3.82
1001 (2H, m), 3.98 (2H, d, J=6.3 Hz), 5.82 (1lH, d, J=9.3
Hz), 7.41 (1H, d, J=8.8 Hz), 7.51 (1H, s), 8.20-8.22
(1H, m), 8.42-8.44 (1H, m), 8.49 (1H, m), 9.11-9.12
(1H, m) .
white crystal m.p. 244.6°C
H-NMR & (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.85
(3H, d4, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.42 (9H, s), 1.97-1.99 (2H, m), 3.45-
1002 3.50 (1H, m), 3.50-3.60 (1H, m), 3.80-4.00 (2H, m),
5.20 (1H, m), 7.45 (1H, m), 7.63 (1H, s), 8.18-8.20
(1H, m), 8.41-8.43 (1H, m), 8.51 (1H, m), 9.10-9.11
(1H, m).
white solid




ROi Q No. Hy 864
N CH3 H3 865 tBu O
N' CH3 866 Et 0 HiPr H
HHHiPr HHH 868 iBu
tBu O HiPr HHHIiPr HH
HHS87LEt OHiPr HHH
HHHiPr HHHL7/Q
H874 tBu O HiPr HH H
H
a

u
875 Et O33R HHH
(

C WT

H

4 |

nd (64) of Fornmnul 1) in

Com podu R1 A R2 RBRA RS R RTRBRR R Q No. N 876
iPr OHiPr HHHiPr HHHO-CH3 N / 8 [

| Pr gtdpdttiR¥s kbiH ddrigoddCH B1) 88 Tl O

iPr HHHOCH 879 Et O HiPr HHHIiPr
iP OHiPr H H HiPr HHH 881 iBu 0 H i

r
| | Q09 + D, H [
O

Ll D 11

|
|11||PULL III]_"I T 11 rrrri T 111 88 |t GIﬁLIPI
QMR || ﬁpﬁﬁﬁjﬁﬁs 884 iPr O HiPr HHHiPr HHH 175
WeE iBu O HiPr HHHiPr HHH 176 Conmpound (65) of
Normilla (1) in Table 1 Comi  pnodu Rl A R2 R3 R4 RS

R6 R7 |[R8-REIRRS0 (CNG1:886pmBu ®. Hi BHH H HF4r8 Hi4H HO.82
887 Mg BHH i®r HHHHEHPr, . HH (B88 &t B=-HI Brz)H H.KHO (3H,
i Pr Hikh HJ88% ithr) 0 HiPr(3Ht iR B HH, 8906-BuD (1H,
HWr%H&wﬁﬁ%Hu%hwwmﬁﬂMHﬁHMWﬁ&H67
NoB92 I Py dbH Hd Pridd BoH \d 04 NI—N 993 4 Ryg O2n,
H 1 Pr —W%' H#ﬁNu@%W%%ﬁéﬂ .ﬁﬁ?ﬁHalo

EltNgl_f]gggaH yifr%WH-~o\ }_IhéH“Ng 71777 1 B9 69 36-

white crystal m.p. 172.1°C

I4-NMR & (CDCli, ppm): 0.74 (3H, d, J=6.8 Hz), 0.76
3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.3 Hz), 0.99 (3H,
J=6.3 Hz), 1.13 (3H, d, J=6.3 Hz), 1.19 (3H, d,

14

4-4.89 (1H, m), 5.09 (1H, m), 6.24 (1H, d, J=8.3
8.11 (1H, m), 8.52-8.55 (1lH, m), 8.73-8.76 (1lH,

m), 9.36-9.38 (1lH, m).

white crystal m.p. 177.1°C

(
d
J=6.

1004 3.67 (1H, m), 3.86-3.89 (1H, m), 4.03-4.05 (1H, m),
4.8
Hz),

lH-NMR & (CDCls, ppm): 0.76 (3H, d, J=6.8 Hz), 0.82
(34, d, J=6.8 Hz), 0.91 (6H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.02 (3H, d, J=6.8 Hz), 1.89-1.99 (2H,
m), 2.04-2.05 (1H, m), 3.51-3.54 (1H, m), 3.66 (1H,
1005 |m), 3.84 (2H, d, J=6.3 Hz), 3.88 (1H, dd, J=6.3,8.7
Hz), 4.03-4.05 (1H, m), 5.18 (1H, m), 6.24 (1H, d,

(1H, m), 9.36-9.38 (1H, m).
white crystal m.p. 166.8°C

14-NMR & (CDCl;, ppm): 0.74 (3H, d, J=6.3 Hz), 0.78
(3H, d, J=6.3 Hz), 0.98 (3H, d, J=6.3 Hz), 1.03 (3H,
d, J=6.3 Hz), 1.43 (9H, s), 1.82 (1H, m), 2.03 (1H,
m), 3.57 (1H, m), 3.61-3.66 (1H, m), 3.80-3.85 (1H,
m), 4.08 (1H, m), 4.99 (1H, m), 6.19 (1H, m), 8.11
(1H, m), 8.52-8.55 (1H, m), 8.73-8.76 (1H, m), 9.37-
9.38 (1H, m).

white crystal m.p. 140.7°C

1006

3 Hz), 2.04-2.06 (2H, m), 3.50-3.54 (1H, m), 3.61-

J=7.8 Hz), 8.11 (1H, m), 8.52-8.55 (1H, m), 8.74-8.77




racemate - 178 Conpound (66) of Fornmula (1) in Table
1 Compnodu RLAR2RBRAR5 R RTRB RO RLQ 0 No.
897 iPr OHiIPr HHHiIPr HHH\ / O racemate \ /
898 iBu O HiPr HHHiIiPr HHH ~ racenate 899 tBu O
HiPr HHHiPr HHH\ / o racemate 900 Et 0 HiPr
HHHiPr HHHC\1L 0901 iPr OHiPr HHHiPr HH
H/\/ O 902 iBu 0 HiPr HHH|Pr HHH/\/ O/ 903
tBu O HiPr HHHIiPr HHHd F 904 Et O HiPr HHH
iPr HHH\/ \ o F 905 iPr %dﬂ iPr HHHiPr HH H\/
\ OF 906 iBu O HiPr HHHIiPr HHH\/ \ o0 179 F
907 tBu O HiPr HHHiPr HHHO O- 180 Conpound
(67) of Formula (1) in Table 1 Compodu RlI A R2 R3 R4
RS R6 RH-RHRD RicDCNa, PPR) Et 007H (P, HHH H-6PB ®HzH H).83
QNH [ (390951 Pr=0. & 1Py, HOHOH (B, i H 8. NHiz Q1001 By (3H,
0 HiPrdH biH 5Py H, l-hl-bE\th 941 tBg. 9 dbj PribBsiH o3 (1m,
i Pr P&Nbb é"@ 2 Ma) 0 # 68r (ki H & 1 Ps_ M HHN (1h,
300'7'3 : l",'?'fsb"—ﬁ'.é‘ﬁ'\'(ié, ), 3. 8b-4. 06
q 914 i 1 _.é-| g\l)F\~4F H3G, 915 ¢ 5
|B_uO}::H ?5 r W ~i F L%]géam%’t’u 5 39
H i Pr F—lHuP Hﬂlgg ?i?%t% e 8
iPr H A 2 :
whlte crystal m.p. .5°C
IH-NMR 8 (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.82
(34, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.22 (6H, d, J=6.3 Hz), 1.86-1.91 (1H,
m), 2.02-2.06 (1H, m), 2.65 (3H, s), 3.46-3.52 (1H,
1008 m), 3.63-3.70 (1H, m), 3.86-3.99 (1H, m), 4.00-4.06
(1H, m), 4.83-4.91 (1H, m), 5.07 (1H, d, J=8.8 Hz),
6.22 (1H, d, J=8.8 Hz), 8.03 (1H, m), 8.37-8.39 (1H,
m), 9.22-9.23 (1H, m).
white crystal m.p. 188.8°C
l14-NMR & (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.82
(34, d, J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.97 (3H,
d, J=6.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.02 (3H, d,
J=6.3 Hz), 1.86-1.91 (2H, m), 2.03-2.05 (1H, m), 2.65
1009 (3H, s), 3.48-3.52 (1H, m), 3.64-3.68 (1lH, m), 3.84
(1H, d, J=6.3 Hz), 3.88-3.92 (l1H, m), 4.02-4.04 (1H,
m), 5.20 (1H, d, J=7.3 Hz), 6.28 (1lH, d, J=8.3 Hz),
8.04 (1H, m), 8.37-8.39 (1H, m), 9.22-9.23 (1lH, m).
white crystal m.p. 159.7°C




-0Q 181 Conpound (68) of Formula (1) in Table 1 Com

ndu RL AR2 RB R4 R5 R R7 RB RO Rol Q No. 918 iPr O
HiPr HHHiPr HHH-,~0Q 919 iBu O HiPr HHHiPr
HHHfOOQ 920 tBu O HiPr HHHiPr HHHO 921 Et
OHiPr HHHiPr HHHOO O 922 iPr OHiPr HHH
iPPr HHHOO 923 iBu O HiPr HHHiPr HHHODO
924 tBu O HiPr HHHiPr HHH4 0 NQ 925 M O H
iPr HHHiPr HHH/ ~N N 926 Et O HiPr HHH
iIPr HHHNQ 927 iPr O Hi®zg2HHHiPr HHH/ ~_N

182 NQ 928 iBu O HiPr HHHiPr HHH/-N 183

Conpou
R2 R3

nd (69) of Formula (1) in Table 1 Com podu R1 A
R4 RERERTRBRROR Q No. NNQ 929 tBu 0 HiPr

H HMofrrtHds BN CAglowrid O('H) Brm Habl iPr H H H 931

iPr O HiPr HHHiPr HHH 932 iBu O HiPr HHHIiPr
HHHO933 tBu O HiPr HH H i Pr H HH) N 934 Et O H
P11 H-+Pr—H+H 935—++r H—++Pr—H+H-H+Pr—HH
Cﬁ’? PIERETEED H i Pr H H H i Pr HHHCQ’ 937 tBu 0
HWYPr HHHiPr HHHON 938 Et O HiPr HHHIiPr H
NP4 939 ipr 0 HiPr HHHIiPr HHHONMN 940 iBy O H
i Pr H |HHHNMBr SH(FDELO Nbpm9410 t By O3 idPr J+H HHPr, H .84
HHN|[18H, Gbnpbuhdaa%mL1ﬁ293ﬁunﬂ31«@w,hm,Tabm@ 11H, q,
Com youw Rl A ) R R RELIR6 R7 RS RO ), No.4B42 & QH, m),
HiPr BHEEIP2HIMHO, 943 i@Au0H,i P .dd-H KMo FritH ),
HH\ N & 044, iBu 014 Pra] HyH iPriHHH Mr)Q 6.23 (1g,
d, J=8.8 Hz), 7.12-7.15 (1H, m), 8.14 (1lH, br).
white solid
'H-NMR & (CDCls;, ppm): 0.78 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.01 (3H,
d, J=6.8 Hz), 1.22-1.27 (3H, m), 1.86-1.91 (1H,m),
1012 |2-01-2.06 (1H, m), 3.46-3.50 (2H, m), 3.53-3.60 (IH,
m), 3.88-4.00 (1H, m), 4.01 (3H, s), 4.05 (3H, s),
4.09-4.12 (2H, m), 5.06 (1H, br), 6.22 (1H, br), 7.13-
'7.15 (1H, m), 7.97 (1/2H, br), 8.07 (1/2H, br).
white crystal m.p. 178.6°C
'H-NMR & (CDCls, ppm): 0.79 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.19-1.27 (6H, m), 1.86-1.92 (1H,m),
1013 |1-99-2.06 (1H, m), 3.46-3.50 (1H, m), 3.52-3.60 (1H,
m), 3.84-3.90 (1H, m), 4.01 (3H, s), 4.05 (3H, s),
4.06-4.08 (1H, m), 4.86-4.91 (1H, m), 5.06 (1H, br),
6.08 (1H, br), 7.13-7.15 (1H, m), 8.11 (1H, br).
white crystal m.p. 186.0°C
'H-NMR & (CDCli, ppm): 0.81 (3H, d, J=6.8 Hz), 0.88
(3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.42 (9/2H, s), 1.45 (9/2H, s), 1.86—.
1015 |1-91 (1H, m), 2.05-2.11 (1H, m), 3.46-3.50 (2H, m),
3.54-3.61 (1H, m), 3.89-4.00 (1H, m), 4.01 (3H, s),
4.05 (3H, s), 4.95 (1H, br), 6.23 (1H, br), 7. 13—7.15
(

1H, m), 7.97 (1H, br).

white solid




945 tBu OHiPr HHHiPr HHH
iPr HHHiPr HHH\ C N 947
HHHO 948 iBu OHiPr HHHI
tBu O HiPr HHHiPr HHH\ d
HHHiPr HHHC 951 iPr O HI
cl 952 iBuOHiIiPr HHHiPr HHH
HHHiPr HHH 185 Cl 954 iPr O HiPr H
Me - 186 Conpound (71) of Formula (1) in
podu RL AR2 R3 R4 R5 R6 RF RERY RR Q
iPr OHiPr HHHiPr HH Ac n-, C 956

HHiPr HHBz O/ SCH 957 Et O HiPr HH H

'ZTQIO

fas)

H

N u |—| i Pr—HHH —S=
959 i BU Z?@Rﬁ ﬁq§l gcggrlgl% é?g 960" T B 0FH |
HHH & 6 H 7P
iPr H HH d= 8 %Zlc% 2@623HPrdo @F@ B b H
H O o, JfﬁB3 @f o Y6847 Bubd HEPrmH HRH OF2- 1P
§@1<7:H3 (064 mBu 8- BPi PEHH ) H 3MIH(HH @d, (J=965, Et

HiPr H3BHOHBPP7THHHH mC -4187 (966 qPrd9cHBi®Pe) H +H
i Pr H HoH, Cb. 188 (1Epnppudds (F2)zpf FooBulad (1)) j n7.0
Tabl e {lddCom=pndpaRE Wz R2 R34 R47 Rbe RE1IRY {8, RY.
C|J9%79iB)O HiPr HHHiPr HHHIN C 968
0
\

No.
t Bu I-thf’{el-lcﬂygltéfr I—bH j3-|196§ @/E 0 H | Pr HHHiPr H
H

AT TR (odL,H bbb BT That B e T,

6H, d, J=6.8 Hz), 0.98 (3H, d, J=7.3 Hz), 1.00

(

d

3.48-3.52 (1H, m), 3.56
1018 H
5

4
z), 3.90 (1H, dd, J=6.8,7.8 Hz), 3.92-3.95 (1H,
11 (1H, m), 6.18 (1H, m), 6.98 (1H, m), 7.05 (

J=3.9 Hz).
white crystal m.p. 204.9°C

J=6.8 Hz), 1.84-1.93 (2H, m), 2.11-2.13 (1H, m),
8 (1H, m), 3.84 (2H, d, J=

.91

(3H,

6.8
m),
1H,

dd, J=3.9,5.4 Hz), 7.44-7.46 (1H, m), 7.51 (1H, d,

'H-NMR & (CDCl;, ppm): 0.88 (3H, d, J=6.8 Hz), 0
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=7.3 Hz), 1.00

1019 (1H, dd, J=6.3,7.3 Hz), 3.91-3.98 (1lH, m), 4.96
m), 6.19 (1H, d, J=7.8 Hz), 7.04 (1H, dd, J=3.9

J=3.4 Hz).
white crystal m.p. 172.7°C

.91

(3H,

d, J=7.3 Hz), 1.42 (9H, s), 1.85-1.90 (1H, m), 2.10-
2.17 (1H, m), 3.35 (1H, m), 3.66-3.69 (1H, m), 3.83

(1H,

/5.4
Hz), 7.12 (1H, m), 7.43-7.45 (1H, m), 7.54 (1H, d,




971 iPr OHiIiPr HHHiPr HHHC 972 iBu OHiPr H
HHiPr HHH\ G 973 tBu O HiPr HHHiPr HHH\

I A 974 M O HiPr HHHiPr HHH\ C 975 Et O H
iPr HHHiIiPr HHHCF3 N976 iPr OHiPr HHHIiPr H
HHCF3 977 iBu O HiPr HHHiPr HHHNCF3 978
tBu O HiPr HHHiPr HHHNCF3 979 Et O HiPr HH
HiPr HHH\ 1 C - 189 Conpound (73) of Fornula (1)
in Table 1 Comi Q pndu RI AR R3RAR R RT RB RO
RO No. 980 iPr O HiPr ?4|Pr HHH\ 1 C 981
iBuOHiPrHHHiPrHHH\ 982 tBu OHiPr HH
HiPr HHHC CH 983 Et O HiPr HHHiPr HHH CH3

984 iPr O HiPr HHHiPr HHHCH3 985 iBu OHiPr

o7 BFCBRTIBE B HCR LB B 4 B o8 B0 H 1 Pr H

HiPr

_AJ F 990 tBu OHiPr HHHiPr HHH- 190 Br 991

HHH_AJ F 989 iBuOHiPr HHHIiPr HHH

H

€ompoH PPppeirHiesSiPr HHHBr 992 iPr O HiPr HHH

nkd H
fabl e

HH _AJ - 191 Conpound (74) of Formula (1) in
pndu R1 AR RS RA RS R6 R7T RB RO R Q

. Br
HiPr

L B5oH

HEH
H o- cH gﬁ’gg
997 i B |

Com
1999k B

EF EP 9850kt ngra r
R

.57 3.92 (1H, dd, J=6.3,8.3

white crystal m.p. 180.6°C

od 1l |—3|Pr B : Hal. B 'I'3h' HdBf J—%% h% 00 89

S RN R R
1H, m)

(3H,

Hz)

8 (1H, m), 4.08 (2H, g, J=6.8 Hz), 5.15 (1lH,
Hz), 6.27 (1H, d, J=8.3 Hz), 6.48 (1lH,
14, d, J=4.9 Hz), 7.25 (lH, d, J=6.8 Hz).

m) ,

1021

'H-NMR 8§ (CDCl;, ppm): 0.81 (3H, d, J=6.8 Hz),

=6.3 Hz), 1.84-1.91 (1H, m), 2

3H, s), 3.51-3.54 (2H, m), 3.88-3.91 (1H, m),
.98 (1H, m), 4.85-4.88 (1H, m), 5.04 (1H, m),
1H
z), 7.25 (1H, d, J=5.4 Hz).

white crystal m.p. 206.9°C

(
d
J

(
3

(
H

5
( (
, d, J=7.8 Hz), 6.49 (1H, m), 6.86 (1lH, d, J=5.4

0.89

3H, 4, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 0.99 (3H,
J=6.8 Hz), 1.20 (3H, d, J=6.3 Hz), 1.22 (3H,

d,

.09-2.12 (1H, m), 2.51

3.93-
6.17

1022

'H-NMR & (CDCl;, ppm): 0.82 (6H, d, J=6.8 Hz),

m), 2.08-2.10 (1H, m), 2.51 (3H, s), 3.47-3.56
Hz), 3.94-3.98 (1H, m), 5.15 (1H, d, J=6.3 Hz)

Hz), 7.25 (1H, d, J=5.9 Hz).
white crystal m.p. 187.9°C

0.89

(34, d, J=6.3 Hz), 0.90 (3H, d, J=6.3 Hz), 0.97 (3H,
d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.84-1.91 (2H,

(2H,

m), 3.82 (2H, d, J=6.3 Hz), 3.91 (1lH, dd, J=6.3,8.8

, 6.20

(1H, d, J=6.3 Hz), 6.48 (1lH, m), 6.86 (1lH, d, J=5.4

1023

'H-NMR & (CDCl;, ppm): 0.83 (3H, d, J=6.8 Hz),
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 0.9
d, J=6.8 Hz), 1.42 (9H, s), 1.85-1.90 (1H, m),
2.12 (1H, m), 2.51 (3H, s), 3.43-3.50 (1H, m),
3.58 (1H, m

(1H, m), 4.
(1H, m), 6.
Hz) .

white crystal m.p. 168.5°C

)
) .
) r
96 (1H, m), 6.19 (1H, d, J=7.8 Hz),
85 (1H, d, J=4.9 Hz), 7.24 (1lH, d,

0.89

9 (3H,
2.07-
3.53-

3.83 (1H, dd, J=6.8,8.3 Hz), 3.92-3.99

6.55
J=4.9




999 Et O HiPr HHHIPr HHHOHd 1000 O iPr OH

iPr HHHiPr HHH\/ OH 1000 1 iBu O HiPr HHH

iPr HHH\/ OH 120 tBu O HiPr HHHiPr HHH\/ O

OH130 &t O HiPr HHHIiIPr HHH--~ N 100 4 iPr O

HiPr HHHiPr HHHN 100 5 iBu OHiPr HHHIiPr H

HHN- 192 Conpound (75) of Fornula (1) in Table 1

Comy nouR AR R RIR R RT RBRIO OL Q No. 100

tBu O HiPr HHHIPr HHH6N 100 N Et OHiPr HH

HiPr HHH=CH N 100 iPr @sHiPr HHHiPr HHH -

=N -CH3 8 N190 iBu O HiPr HHHiPr HHH--CN3 N

1001 tBu O HiPr HHHiIiPr HHHCH3 N 0-CH3 101 1

Me O HiPr HHHiPr HHH\, Q-CH3 0-CH3 121 Ft Q H

i Pr H HiHNME & (d08150Q phin@: CH3830(BH3 d410I=8.BPHzD, HO. 91

i PrH H(ghij Pa, HHHeHS QHEH3 0 Op CHB3H 1081 086.9 k) ProH#H (3H

HiPr HyH bL©-€H82) O €33 (3401c1 Bu=6. 8l uPy, HLHBB-1 P82 (1H,

HHH 5m5\| - @7132 i@l Eti, OmH, 1 Prabl ko, i By, H3Hagl-3-616(2H,

Y 0241987 103 doi REy0 H'd' Pr—kl 5, 1.7 Pa2 H3Ho194 95 (11—1 m)

g"gfz’o‘é 56 2%§ %r[’f“%ag(ﬂ& 'Qn5gﬁl\é$1%lﬁ&fn6p@gu

i Pr H-|J|1—|H| ? R?Hgdfsﬂa i Hbr731

H white crystal m.p. 183.1°C
l4-NMR & (CDCl;, ppm): 0.84 (3H, d, J=6.8 Hz), 0.90
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.989 (3H,
d, J=6.8 Hz), 1.20 (6H, d, J=6.3 Hz), 1.85-1.90 (1H,

1025 m), 2.08-2.13 (1H, m), 2.49 (3H, s), 3.46-3.48 (1H,
m), 3.54 (1H, m), 3.88-3.91 (2H, m), 4.85-4.91 (1H,
m), 5.07 (1H, m), 6.23 (1H, d, J=5.9 Hz), 6.69 (1lH, d,
J=2.9 Hz), 6.86 (1H, m), 7.31 (1H, d, J=3.4 Hz).
white crystal m.p. 188.6°C




102 et O HiPr HHHiPr HHHO91 0 H3C 102 iPr O H
iPr HHHiPr HHH91 1 H3C 102 2 iBu OHiPr HHH
iPr HHH91 H3C 102 -91 3 tBu O HiPr HHHIiPr HH
HHC 4E OHiPr HHHiIiPr HHH102CH3 S 1 - ~\ IT
102 sCH3 iPr OHiIiPr HHHIiIPr HHH 102 ~CH3 6 iBu
OHiPr HHHiIiPr HHH1 1 11-- ( IT 102 TCH3 tBu
OHiIiPr HHHiPr HHH 7 --< T-1 102C1 S8 Et O H
iPr HHHiPr HHH- ~\ IT 102 C 9 iPr OHIiPr HH
HiPr HHH1--11111- 3gg\-1T- 195 C 1003
iBu O HiPr HHHIiPr HHH- 196 Conpound (77) of
Formula (1) in Table 1 Compodu RL AR2Z RB R4 R5 R6
R7 RB ROR Q No. S1 103 tBu OHiPr HHHiPr HHH
d  Brop3tEes ®H CHtpbubiH(TPY thH&b2e G S 103 i Pr
OHiPr HHH iPr HHH\ 3 C S 103 iBu OHiPr H
HHiPr HHH4C S 103 tBu O HiPr HHHiPr HHH
5 g—-s-d 103—FE+—0-H+P—HHH+P—HH-HA—6-XE
%Pmpg FTCRPB 1P OHiPr HHHIiIPr HHH\ C C S
erd 10B iBu OHiPr HHHiPr HHHA 8C C SO
¥03 9 tBu OHiPr HHHiPr HHH\ C _Cd 104 J 0 FEt
0 H i PrimNH & RCDE 1, Hopm) : 0.84 (6H, d, J=6.8 Hz), 0.90
(6H, d, J=6.8 Hz), 0.96 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.85-1.90 (2H, m), 2.08-2.13 (1lH, m),
2.49 (3H, s), 3.50-3.51 (2H, m), 3.83 (2H, d, J=6.3
1026 Hz), 3.90 (1H, dd, J=6.3,8.3 Hz), 3.93-3.95 (1H, m),
5.15 (1H, d, J=7.3 Hz), 6.22 (1lH, d, J=7.3 Hz), 6.69
(1, d, J=2.9 Hz), 6.81 (1H, m), 7.31 (1H, d, J=3.4
Hz) .
white crystal m.p. 176.3°C
'Y4-NMR & (CDCl;, ppm): 0.86 (3H, d, J=6.8 Hz), 0.90
(3H, 4, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.42 (9H, s), 1.82-1.90 (1H, m), 2.11-
1027 2.14 (1H, m), 2.48 (3H, s), 3.37 (1H, m), 3.61-3.67
(1H, m), 3.82-3.85 (1H, m), 3.91-3.93 (1H, m), 4.99
(1H, m), 6.23 (1H, m), 6.69 (1H, d, J=2.9 Hz), 6.95
(14, m), 7.33 (1H, d, J=3.4 Hz).
white crystal m.p. 149.1°C
!4-NMR & (CDCls, ppm): 0.87 (3H, d, J=6.8 Hz), 0.91
(3H, d4, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz), 1.84-1.91 (1H,
m), 2.10-2.17 (1H, m), 3.41-3.44 (1H, m), 3.58-3.61
1028 (1H, m), 3.90 (1H, dd, J=6.3,7.8 Hz), 3.93-3.95 (1H,
m), 4.10 (1H, g, J=6.8 Hz), 5.15 (1H, d, J=7.8 Hz),
6.27 (1H, d, J=7.8 Hz), 6.86 (1lH, d, J=3.9 Hz), 7.15
(1H, m), 7.30 (1H, d, J=3.9 Hz).
white crystal m.p. 193.7°C
H-NMR & (CDCli, ppm): 0.88 (3H, d, J=6.8 Hz), 0.90
(34, d, J=6.8 Hz), 0.97 (3H, d, J=7.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.21 (3H, d, J=6.3 Hz), 1.23 (3H, d,
J=6.3 Hz), 1.84-1.91 (1H, m), 2.11-2.17 (1H, m), 3.36-
1029 3.39 (1H, m), 3.61-3.66 (lH, m), 3.87-3.95 (2H, m),
4.83-4.92 (1H, m), 5.07 (1H, d, J=7.8 Hz), 6.24 (1H,
d, J=7.8 Hz), 6.85 (1H, d, J=4.4 Hz), 7.19 (1lH, m),
7.31 (1H, d, J=3.9 Hz).
white crystal m.p. 205.2°C




197 Conpound (78) of Formula (1)

in Table 1 Com ndu

RLAR RBRRARR RBRTRBRR R Q No. 104 iPr O HiPr
HHHiPr HHH 1 124 iBu O HiPr HHHiPr HH H 104
tBu OHiPr HHHiPr HHH- 3104 4 E OHiPr HH
HiPr HH Hracemate 104 5 iPr O HiPr HHHiPr HH
Hracemate 104 6 iBu O HiPr HHHiIiPr HHHV
racenate 104 7 tBu O HiPr HHHiPr HH H racemate
1084 Et O HiPr HH . HiPr HHH\ 104 iPr OHiPr HH
HiPr HHHO 9\ O 105 iB Q?HiPr HHHiIiPr HHH
-{ 0O\ 0 105 tBu OHIiPr H 6H iPr HHH 105 0 Et O
HiPr HHHiPr HHHI 2 H3C - 198 105 iPr O HiPr
HHHiPr HHH3 H3C 199 Conpound (79) of Formula
1)1 a%’m%é 6‘19”%’%&1 Ay Reg | 1134 <E<5 BﬁeF%?}E@ Ry .92
ORL Q A HGo (en,
105 tBu 1 ;P ' TBQ%{ﬁg A? )
iPrH’P t%fﬂ Pr ne
Mﬁwp% HWH T) % | B H S
H HiFrJﬁHﬂH*Z_Lbﬁ #HE- 08 N in PHH P a8 H2)
106 H3 6i%t Ol i®r & H P HPHH 16 i By %%?#Z)H 7.14
HHiR(HHM H-296(BHtBY O7FBiPrHHHHiIiPr HHH CH
146 3 | i HiPstdl HnHpi PESH H®H 01 CH3 156 iPr 0 H
I PrH HgHNMY 8H (dDd1GH ppmB: Chidoe 200, &€H35-466 By, 00.92
HiPr HthH di,Pth%l'bl'hQ CH3.97 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.43 (9H, s), 1.81-1.88 (lH, m), 2.11-
1031 2.18 (1H, m), 3.22 (1H, m), 3.72 (1H, m), 3.80-3.89
(14, m), 3.91-3.95 (1H, m), 4.94 (1H, m), 6.14 (1H,
m), 6.85 (1H, d, J=3.9 Hz), 7.22 (1H, m), 7.33 (1lH, d,
J=3.9 Hz).
white crystal m.p. 175.0°C
lH-NMR & (CDCl;, ppm): 0.77 (3H, d, J=6.8 Hz), 0.87
(3H, 4, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.23 (3H, t, J=6.8 Hz), 1.85-1.90 (1H,
1032 m), 2.04-2.08 (1H, m), 3.46-3.50 (1H, m), 3.68-3.70
(1H, m), 3.91-4.01 (2H, m), 4.09-4.13 (2H, m), 5.16
(14, d, J=6.8 Hz), 6.27 (1H, d, J=8.8 Hz), 6.95-6.96
(1H, m), 7.22 (1H, m), 7.45-7.46 (1H, m).
white crystal m.p. 173.9°C




Compound (80) of Formula (1) in Table 1 Com you
AR RBRRIRR RERTRBR R Q No. CH3 136 tBu O
H HiPr HHHO CH3 106 Et O HiPr HHHIiPr
Br 8 196 iPr O HiPr HHHiPr HHHA4 0 Br
OHiPr HHHiPr HHHBr 107 1 tBu O H
iPr HHHBr 127 M O HiPr HHHIiPr HHH

1 HiPr HHHiPr HHHO 7 iPr O HiPr HH
i P of \ 10 4 107iBuOHiPrHHHiPrHH

a 107/ 6 tBu O HiPr {F{:lPr HHH- 202 107
H3N 7 Et OHiPr HHHiPr H N 203 Conpound (81)
of Formula (1) in Table 1 Comndu RL AR2 R3 R4 R5 R6
R7 R8 RO R1 Q No. 107 H3qg 8 iPr OHiPr HHHIiPr HH
H NpdpdiBc; dOTok B bt r (FHH B iPapH B H - <\ N0 N
3g 0 tBu O HiPr B HH H NJ H, 108 Et

O HiPr H HHiPr H HHN 1\ CH, 108 iPr O HiPr H
HHiPr HHHH?2\ NCH3 108 3 iBu O HiPr HHHIiPr

Gomp | Boppesties, 108 tBu O HiPr HHHiPr HHHN
NdCH3 108 CF3 5 Et O HiPr HHHiPr HHHN CH3
N®8 CA3 6 iPr O HiPr HHHiPr HHHCH3 108 iBu 0 H

i PrH [HyHNivRr §H (HDER3, pﬂ HoNEHBR04, G=8.8 198 t By g7
()H'FjﬁH#hﬂ6%W 8 N-97 (3H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.3 Hz), 1.22 (6H, d, J=6.3 Hz), 1.85-1.91 (1H,
lo33 |m . 2.04-2.10 (1H, m), 3.46-3.52 (I1H, m), 3.63-3.72

(1H, m), 3.89-3.92 (1H, m), 3.99-4.01 (1H, m), 4.86-
4.91 (1H, m), 5.06 (1H, m), 6.21 (1H, d, J=8.3 Hz),
6.95-6.99 (1H, m), 7.23 (1H, m), 7.44-7.46 (1H, m).
white crystal m.p. 194.2°C

'H-NMR & (CDCls;, ppm): 0.78 (3H, d, J=6.8 Hz), 0.87
(3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.96 (3H,
d

, J=6.8 Hz), 0.88 (3H, d, J=6.3 Hz), 1.85-1.93 (2H,

m), 2.08 (1H, m), 3.45-3.51 (1H, m), 3.61-3.73 (1H,

1034 m), 3.83 (2H, d, J=6.3 Hz), 3.91 (1H, dd, J=6.3,8.7
Hz), 3.69-4.00 (1H, m), 5.15-5.16 (1H, m), 6.20 (1H,

d, J=7.8 Hz), 6.95-6.96 (1H, m), 7.22 (1H, m), 7.45-
7.46 (1lH, m).
white crystal m.p. 178.7°C

'H-NMR & (CDCls, ppm): 0.80 (3H, d, J=6.8 Hz), 0.86

(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H,
d, J=6.3 Hz), 1.42 (9H, s), 1.83-1.91 (1H, m), 2.04-
2.09 (1H, m), 3.49-3.55 (1H, m), 3.60-3.67 (1H, m),
3.83
(

1033 (1H, dd, J=6.3,8.7 Hz), 3.69-3.99 (1H, m), 4.97
1H, m), 6.18 (1H, d, J=8.3 Hz), 6.95-6.96 (1H, m),
7.23 (1H, m), 7.44-7.45 (1H, m). '
white crystal m.p. 175.5°C
ESI-MS M': 501
1037 white solid
'H-NMR & (CDCls, ppm): 0.84 (3H, d, J=6.8 Hz), 0.90
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.23 (3H, t, J=6.8 Hz), 1.86-1.89 (1H,
m), 2.09-2.13 (1H, m), 3.46-3.50 (1H, m), 3.57 (1H,
1040 |m), 3.90 (1H, dd, J=6.3,7.8 Hz), 3.93-3.94 (1H, m),
4.10 (2H, g, J=6.8 Hz), 5.10 (1H, m), 6.21 (1H, 4,

J=7.8 Hz), 6.99 (1H, m), 7.28-7.30 (1H, m), 7.40-7.42
(1H, m), 7.90-7.91 (1H, m).
white crystal m.p. 212.3°C




CH3 CH3 108 Et O HiPr HHHiPr HHHCcH 9 N'CHS
- 205 Conpound (82) of Formula (1) in Table 1 Com
pndu R1 AR R R4 RS R6 R7T RB RO RL Q No. CH3 109
iPr OHiPr HHHiPr HHHCH3 0 CH3 CH3 109 iBu O
HiPr HHHiPr HHHCH 1 .CH3 CH3 109 tBu O HiPr
HHHiPr HHHCH3 21 \ NCH3 109 Et O HiPr HHH
iPr HHHCH3 S-NCH 149 iPr OHiPr HHHiPr HH
H/ 13 SN159 iBu O HiPr HHHiPr HHHI1 CH3
-ler SN 169 tBu O HiPr H¥H4iPr HHHI CH3 SN
H3 109 Et O HiPr HHHiPr HHHH3 SICH3 H3 189
iPr OHiPr HHHiPr HHHH3 S CH3 H3199iBuOH

iDr HHHipr HHHH S > CHR 206 110 t By O H

L O _n._n.v

I H-iPrHH HH3
i Pr H HPH‘WB?- H W%J@ISP@F‘E 1287 86cdrip Rgl8 ofiz), 0.90
Formul a (%) ©n Fabte H2z) cofr pRAUSRL 9& RQ R33R4ZR6 jRSOO (3H,
R7 R8 ?9 RP=0 3Ndz) 110-BP O3H i & 6 B Her HLHRB (3 4,

1 ON |3%6-PPHzD, HLi B7-H- PRH(LBr ) H B 21ERNL611DH Bn) , 3.42
OOKLi Pr (HHH #) i PB. BILH3H64ni(LH, 3mD, N3. 830 (1 Bu OdH UPS.B-I,7.8
HHiPrHE)H B.218N95110HEt mD, Hai Pr—#. BRH(L Py +) H H. €H (1H,
Y 3 N-On)1160.Ce3 (18,1 8 0=8.B8PrzH, HTHOOPI1H, HaH, NP 28-7.30
110 CHB (1%, By, 07Han Py kizH(Hyi Py H 1 bl =9( 92~ (MO 1110

| ~CH3 | §nt By OrllstBi K. Bl.HbBrokcH H -{~

'H-NMR & (CDCls;, ppm): 0.86 (3H, d, J=6.8 Hz), 0.90
3H, d, J=6.8 Hz), 0.98 (3H, d, J=7.3 Hz), 1.00 (3H,
(
(

(

d, J=6.8 Hz), 1.86~1.92 (2H, m), 2.10-2.14 (1H, m),
1042 3.46-3.50 (1H, m), 3.57-3.60 (1H, m), 3.83 (1H, d,

J=6.3 Hz), 3.88-3.97 (2H, m), 5.12 (1H, m), 6.21 (1H,

m), 7.00 (1H, m), 7.28-7.31 (lH, m), 7.41-7.42 (1H,
m), 7.90-7.91 (1H, m).
white crystal m.p. 213.4°C




NO H3C 110 9 EE OHiPr HHHiPr HHHS CH3 H3C
112 iPr OHiPr HHHiPr HHH 0 S CH3 H3C 111 i Bu
OHiPr HHHiPr HHH 1 SCH3 - 208 H3C 121 tBu O
HiPr HHHiPr HHHS CH3 - 209 Conpound (84) of
Formula (1) in Table 1 Compnodu RL AR2Z R3 R4 R5 R6
R7 RB RO RLQ No. 111 3 Et OHiPr HHHiPr HHH
CH3 HICCH3 111/ 4 iPr OHiPr HHHiPr HHHS
CH3 H3C CH3 151 iBu O H iPr HHHiPr HHHS 1 CH3
H3C CH3 161 tBu O HiPr HyiPr HHHS CH3 H3C CH3
H3 111 7 Et O HiPr HH H |5 HHHCH S H3C CH3 3
H3C 111 iPr O HiPr HHHiPr HHH8 SCH3 H3C CH3

H3 111 iBu O HiPr HHHiPr H H Hr 9 SCH3 H3C CH3
112 bBo0cLBcQ bl PonpbihHl 76 ikl #S N &8 HC OB
112 Et OHiIPr HHHI Pr 2 H3 N 112

2iPr OHiIPr HHHIiPr HHH - 211 Cbnpound (85) of
Formula (1) in Table 1 Compndu R1 A R2 R3 R4 R5 R6

RyRS FBr@perine. H3q 112 3 iBu O HiPr HHHiPr H
Bh¢d N, 112 "3N 4 tBu OHiPr HHHiPr HHH-01 cl1
462 Et|0 HiPr HHHiPr HHHF N H3C cl
'H-NMR & (CDCl;, ppm): 0.87 (3H, d, J=6.8 Hz), 0.90
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.42 (9H, s), 1.86-1.88 (1H, m), 2.12-
1043 |2-14 (1H, m),.3.30 (1H, m), 3.70 (1H, m), 3.81-3.85
(1H, m), 3.93 (1H, m), 4.90 (1H, m), 6.20 (1H, m),
7.10 (1H, m), 7.27-7.29 (1H, m), 7.43-7.44 (1H, m),
7.92-7.93 (1H, m).
white crystal m.p. 184.6°C
'H-NMR & (CDCls, ppm): 0.87 (3H, d, J=6.8 Hz), 0.88
( d, J=6.8 Hz), 0.93 (6H, d, J=6.8 Hz), 1.25 (3H,
t, J=6.8 Hz), 1.82-1.93 (3H, m), 2.01-2.03 (1H, m),
1044 |2.15-2.29 (2H, m), 3.33-3.37 (2H, m), 3.84-3.96 (4H,
m), 4.10-4.13 (2H, m), 4.31-4.37 (1H, m), 5.20 (1H,
m), 6.80 (1H, m).
white crystal m.p. 146.5°C
'H-NMR & (CDCls, ppm): 0.87 (3H, d, J=6.8 Hz), 0.88
(3H, d, J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz), 0.96 (3H,
d, J=6.3 Hz), 1.22-1.25 (6H, m), 1.84-1.93 (3H, m),
1045 [2.01-2.02 (1H, m), 2.26-2.29 (2H, m), 3.35-3.36 (2H,
m), 3.84-3.97 (4H, m), 4.33-4.37 (1H, m), 4.88-4.91
(1H, m), 5.10 (1H, m), 6.82 (1H, m).
white crystal m.p. 167.2°C
'H-NMR & (CDCls, ppm): 0.78 (3H, d, J=6.8 Hz), 0.87
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.23 (3H, t, J=7.3 Hz), 1.84-1.89 (1H,
m), 2.03-2.08 (1H, m), 3.42-3.46 (1H, m), 3.60-3.62
1048 (1H, m), 3.90 (1H, dd, J=6.3,8.3 Hz), 3.93-3.98 (1H,
m), 4.11 (2H, g, J=7.3 Hz), 5.14 (1H, d, J=7.3 Hz),
6.18 (1H, d, J=8.8 Hz), 6.47 (1H, dd, J=1.9,3.4 Hz),
6.82 (1H, m), 7.08 (1H, d, J=3.4 Hz), 7.42 (1H, d,
J=0.9 Hz).
white crystal m.p. 213.3°C




112 iPr O HiPr HHHIiPr H HF 6 HV H3C / cl 112
iBu O HiPr HHHiPr HHHF 7N HC / C 112 tBu O
HiPr HHHiPr HHHF 8 ~N H3C H3C 192 Et 0 HiPr
HHHiPr HHHNN 113 HCiPr OHiPr HHHIiPr HH
HW - 212 H3 113 iBu O HiPr HHHiPr HHH1
N--N H3 113 tBu O HiPr HHHiPr HHH/ 2N 213
Compound (86) of Fornul a (1) in Table 1 Comndu R1L A

H
F

R R3R4 RS R6 R7T RB RO O No. CF3 133 Et 0 HiPr
HHHiPr HHHNNK I~ EIE;; 143 iPr O HiPr HHH
iPr HHHNGCF3 153 iBu OCH/{Pr HHHiPr HHHNN

|~ ,~~6 CF3 113 tBu O HiPr HHHiPr HHHNNI&

113 Bt O HiPr HHHCF3 HHH 7 0113 iPr O HiPr H

H H CHI ERHs 8cpds O HiRoHIL HY Prot B H2) 9 Ose
114 tBU E é’ﬁw QE% H u\%p Hl4 sorpeund (BB (3m,
of For 1 ,n_dﬂg;é ﬁj R §3_8E_ Rﬁ_g (1H,
R6 R7 1 4 . JEh Rfdd 3 63

HHHI |@§¢ 94" et

-{/ S E%udpq@&wﬂpr#lwﬂm
1 iBu [O(H,iPr) HHM MLHH KEH =

H Me HwhiHe-Niyst2UI6. N 207.0°

/o ip Ty
%éé@i E %3; 'H :é'ééfgég?gf

C
1H-NMR & (CDCl;, ppm): 0.80 (3H, d, J=6.8 Hz), 0.86
3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.97 (3H,
J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.84-1.92 (2H,
2.04-2.06 (1H, m), 3.43-3.47 (1H, m), 3.57-3.63
3

(
dr
m),
1050 (1H, m), 3.84 (2H, d, J=6.3 Hz), 3.90 (1H, dd,
J=8
Hz)
(

7,2.4 Hz), 3.96-3.98 (1H, m), 5.17 (1H, d, J=7.8
, 3-6017 (1H, 4, J=7.3 Hz), 6.47-6.48 (1lH, m), 6.83
14, m), 7.07 (1H, dd, J=0.9,3.4 Hz), 7.42 (1lH, d,
J=0.9 Hz)

white crystal m.p. 200.1°C

IH-NMR & (CDCls;, ppm): 0.81 (3H, d, J=6.8 Hz), 0.86
3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.99 (3H,

(
d, J=6.3 Hz), 1.42 (9H, s), 1.84-1.89 (1H, m), 2.05-
2.07 (1H, m), 3.50-3.54 (2H, m), 3.81 (1H, dd,

1051 J=6.8,8.7 Hz), 3.94-3.98 (1H, m), 4.98 (1H, m), 6.16
(14, d, J=8.8 Hz), 6.46 (1H, dd, J=1.9,3.4 Hz), 6.89

(14, m), 7.08 (1H, d, J=3.4 Hz), 7.42 (1H, d, J=0.9
Hz) .
white crystal m.p. 155.9°C




3E OHi PrHHHM HHH-</ | asF 115 N4 iPr

OHiPr HHHMe HHH-</ | SF 1155 iBu OHiPr H

HHM HHHSF 115 tBu OHiPr HHH M HHH-~NI

6 S F 215 - Table 2 Properties of Conmpound (1) in

Table 2 Conpo Properties and No. 1H NWR S (CDCL3,

ppm : 1.17-1.20 (9H, nm) , 2.31 (3H, s) , 3.47-3.53

(4H, m, 3.84-3.88 (1H, m), 4.00 (2H, d, 1 J=4.4 Hz),

4.06 (2H, g, J=7.3 Hz), 5.70 (1H, br), 7.15 (2H, d,

J=8.3 Hz), 7.47 (1H, br), 7.832(2H, d, J=8.3 Hz).

,yellowoil "HHNWR S (CDC13, ppm: 1.21-1.27 (12H nm,

2.39 (3H, s), 3.56-3.60 (4H, n), 3.93-3.96 (1H, M),

4.07 (2H, d, 2 J=3.9 Hz), 4.89-4.96 (1H, m), 5.69

(1H, Pheperylios @QH:orapog&c? 88%)m7Temle¢12| br), 7.71

(2H, d, J=7.8 Hz). vyellowoil "HNWR S (CDC13, ppm:

0.87 (6H, d, J=6.8 Hz), 1.20 (6H, d, J=6.8 Hz),

doids 1 }gﬂ)_uoéé_ﬁlé‘@ 2. 32 (3H5), 3-46-3754 (4aH—m);

3,49 (RH, d, J=6.3 Hz), 3.85-3.89 3 (1H m, 4.01 (2H

@O J=4 4 H), 5 73 (1H, br) 7.15 (2H d, J=8.3 Hz),

/L3 (1]! \ 7 QAL /LH, J=8_3 l_l-r\ ye! l ow-oil

1H NVR %‘Y"g 13%;?5%1‘)3'-P2m 6/ 43587 37r8) 8, H) 440- 85

(9H, s) (3B 3)Hz ) 5%%5@%4@ n%638 3. o5 9% (

(1H m<- 4J02- 123 93fﬂ-|zb3 § 1) bry. 84089 <1H

{gth d,mb=7280 % 097 BYH (1M )377%‘3 OH, ¥,39=3.F (1H,

Hz). yln) ows of2- ii—fiNl\/leS (fCDC13, 9bphy94 (R13 1(BH,4 d.0 (2H, g,

J=6. 8 FHz§-§ ©z09 §$3H lHJI=6. 8 +HDQ LWL r{)3H 6d431-6.32 (1H,

J=6.8 Hz), 4.66 (B, m), =518 HH,(IH58x)1.94 (4H m,

2. 39 (S\b-hl‘sé c32y§17a11d-er 61$)4)O @.89-2.92 (1H m,

3.08- 3 G4 s Menc3, 47 1@ m},{ 3d *56.b8( {‘j}

m, 4.0 %& bﬁlé‘ 9. 19% ’97b . (3H

ej, 7 Sl e

(CDC13| Spp rr% %‘375 mz,'% i (

78633 H% % sf“/% 7 % 4blhy 4y . 2.37

(1H m ];% 5 ? );3 ‘1 ’ (1 )_, 3.88-

3.99 (L 2 fs% 4. %98 4H91«r)<1% 4‘2)'(15H1Jor§1H'6 By -6.16

216 (LHHbry, F=433( fiP) b?)31 7{ 8- 710 268 MH, mes

(2H,_  dwhieg qrm*salvmme 56Bi ¥ CH NVR 5 (CDC13r ppm:

1.22 (pH-MMR B=6CDOZ) , ppmB9 0 (B8, (3), @, 40=€38,H45), 0.85

3.64 (RkBHMA, d)=5=4. $izdiz) 3. 6590146f€,2H;1 dy=d=5. 192)HZ)0 96 (3H,

4-235-3 88 gigl,anmz ; @??Jlﬁﬂgra, 53%(1;1? bI)84 1 (2H,

, dymy =8z 3p4iz 5 ) 1393495838 (1,

2y wh I‘h ,S9l k4. ) Nglﬁ rQPClé” H, 0d9 %ié z 3.90-

J=6.3 9

128(h‘§_‘199<ﬁ 2or 71, 26.32

s), 3.5é%5‘§18 %ﬁn;??l é 12416

(15 M ht%fzcrﬁs 5458 3 (1|-| hr\ '6.35 (1H

br), 6|G2NMHS ( l§3rDF137 pEN{ 2H). @6 3B, 3dHzJ=678 6Bz 2H). 84

d, J=8| B3Bz)d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.3 Hz), 1.42 (9H, s), 1.83-1.90 (1H, m), 2.00-

1055 |2-08 (1H, m), 2.37 (3H, s), 3.38-3.44 (1H, m), 3.55-
3.66 (1H, m), 3.81-3.85 (1H, m), 3.94-3.97 (1H, m),
6.20 (1H, m), 6.30-6.31 (1H, m), 6.71 (1H, m), 7.26
(1H, m).
white crystal m.p. 137.8°C




white solid 1HNWR S (CDC13, ppm) : 0.89 (6H, d, J=6.3
Hz) , 0.98 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz),
1.28 (3H, d, J=6.8 Hz), 1.84-1.92 (2H, m, 2.38 (3H,
s), 3.50 19 3.65 (2H, m, 3.81 (2H, d, J=6.8 Hz),
3.91-3.98 (1H, -m), 4.11-4.17 (1H, m), 5.14 (1H, br),
6.35 (1H, d, J=7.8 Hz), 6.88 (1H, br), 7.21 (2H, d,
J=8.3 Hz), 7.68 (2H, d, J=8.3 Hz). white solid 217 -
Properties of Conmpound (2) in Table 2 Conpo
Properties and No. 1H-NI\/R§%CD013, ppm: 0.99 (3H,
d, J=6.8 Hz), 1.00 (3H, d, 2438 Hz), 1.28 (3H, d,
J=6.8 Hz), 1.42 (9H, s), 1.85-1.90 (1H m, 2.38 (3H,
s), 3.47-3.49 (1H, 20 m, 3.60-3.66 (1H, m,

3.92-3. 1$16LN(\41:<H6 Mepcd 07p@dmll €16k p¥w, 4491944 Hs ®£), 0.92
5. 41 (Zr;gﬁbra, 7-00 (AH, By)o7 7321 42— ds 358, 3 95 (3H,
7.70 (2 feds83 He) .oy W(%ﬂie §°'&ﬂi.1é+iﬁ\!\ﬁ S (G1%

ppm) : (0,9 8 S d I8 8 ) o)
8 L %_ ot i
s), 3.4%.a. ﬁ?lgln“*md 3365 'g) ﬁf—% 3.8 P (1H,
(1H, n)m>il_z7733 7849 1HEm™ 5. ?)295 tHl 8- 6. 48 (1R,

d. J=8.#hiEg CW§€a¥1fP+Pbr327722@ (2H,_d. J=8.3 Hz),

—~

7.74 (PH-NR B=8CBCHz) . pph) t e0sBBi d3dH &VRIS6 (€DEAB, 0.91

ppm : [1( 98, (8H J€d6. 96211, Hz)971(38, {BH=6)8 Hz W7 (63 (3H,
s), 2.38, (35.8)nzB, 81:-31 8236 2H1, 266,14 50t L 61(3H, d,
(1H mg-5. §2H£>1H 10537 6524 (IlH mbPl)2. Y029, ;(§H(1@I m), 3.35
ﬂer§71 HEdw, Tofl ﬁlb'l {Q IZ 843 @@30'94 2@ )4.85-4.91
W bgelsg hg(% ”Eé 2% 6 —§3§'%€%g 6.67
m, 1 )H1”} ?H%n% 1% 40( 2]‘§g
?%hysw Egeggrﬁsé (WE% nglggog 971L1Hu,n1 R4Q0i7? 06
6.38 (MLHI-NMR §=EIEhz) pps) 990( 8B, (BH), d7. 716 BHizY; 0.92
J=8.3 HzpH, @, 69=628 Hd), J&893 KBY,.dwhite.8okzH, 0.99 (3H,
1H NVR| 8, ( TBG18, Hppm) 1.8667- 89762H3Hn) m) 2. 0987. (6H( 14, m),
iégas Hz) 4003962 ( 3iHH, dp) J=6.88H2)LH, Om98 638K (12H,)=6, 87=6.3
1 &7y 71. 248(¢2B. o0) (24, 4571 51101H1Hn)m 1.66:4.6YH, m),

39 ’(1H 6Msc 1184- 4y 896(2H, ( 367(3%7$)10 31149 @) 527.95
(2H, méﬁﬁm (2H, "d, J63Hz) 3.91-3.93 (1H,

i %Hcr§kta§ Q7Q(1512b@>C 6. 30 (1H d, J= 8’8

Hz 6. T br— 7 19 (2H o, —3=78Hz),— 766 (2H;
d,” J=7. 8 Hz). - 218 - white solid 1H NVR S (CDCL3,
ppm: 0.79 (3H, t, J=7.3 Hz), 0.99 (3H d, J=6.8 Hz),
1. 00 (3H d, J 6.8 Hz), 1.24-1.31 (2H, m), 1.41 (9H
s), 1.44-1.54 (1H, m, 1.68-1.75 40 (1H, ,
1.86-1.91 (1H, m) , 2.38 (3H, s) , 3.46-3.49 (1H

., 3.60-3.64 (1H, m , 3.92-4.00 (2H, m , 4.90 (1H
br), 6.31 (1H, d, J=8.8 Hz), 7.03 (1H, br), 7.21 (2H
d, J=8.3 Hz), 7.70 (2H, d, J=8.3 Hz). white solid

"H- NMR S (CDC13, ppm): 0.76-0.83 (6H, nmj, 0.95-1.00
(6H, m, 1.12-1.21 (6H, m), 1.32-1.43 (1H, m), 1.48
1.59 (2H, m), 1.80-1.85 (1H, m), 2.36 (3H s), 3.45 42
3.51 (1H, m), 3.57-3.64 (1H m, 3.92-3.98 (1H m,
4.09-4.15 (1H, n), 4.77-4.85 (1H, m, 5.39 (1H br),
6.85 (1H, br), 7.16 (2H, d, J=8.1 Hz), 7.33 (1H, br),
7.70 (2H, d, J=8.1 Hz).




white

2 Conpo Properties and No.

solid 219 - Properties of Conpound (3) in Table

'H- NMR 8 (CDC13, ppm:

0.92 (9H, s), 0.96-0.99 (6H, m, 1.18-1.22 (6H m,
1.86-1.91 (1H, m, 2.37 (3H, s), 46 3.53-3.56 (2H,
m, 3.93-3.99 (2H, m, 4.81-4.87 (1H, m), 5.37 (1H,
d, J=8.8 Hz), 6.61 (1H, br), 7.19 (2H, d, J=8.3 Hz),
7.26 (1H, br), 7.69 (2H, d, J=8.3 Hz). white solid
1H-NVR 5 (CDC13, ppm: 0.89-1.00 (21H, n), 1.85-1.93
(2H, m, 2.37 (3H s), 3.55-3747-(2H, m, 3.76-3.85
47 (2H, m, 3.95-3.99 (2H, m, 5.44 (1H d, J=8.8 Hz),
6.58 (1H, d, J=8.1 Hz), 719(2H d, J=8.1 Hz), 7.24
(1H br), 7,69 (2H_ d, J=8.1 Hz) whi te SO|Id 1H NWR 8

gopﬁﬁﬁies @f

giomRppng, %lé ig Tg8le 9 g6 (3H d,

J 6.8 Hz), 1.02 (9H, s), 1.44 (9H, s), 1.66- 1.73 (1H,

m, 2.38 (3H, s), 3.33-3.39 (1H, n), 3.51 48 3.59 (1H,
Mmp3. [ FrSpdb (dH, ™, 4.88-4.89 (IH_m, 5.25 (IH

brd. 7.19 (2H, d, J=8.3 Hz), 7.57 (1H, br), 7.68 (2H,

g, J=8,3 Hz), 8.30 (1H br ) . V\,hite sol i d 1H NVR 8

( J.O,l PN 0—76= 02 | V| J=0.0

H2), O] Nﬁ%ﬂﬁ Chydg, gp 1+ 53 (81 W 3o B Higy 097
1.01- 1] 19H( 24l 9f6-4. fi? %fie B 811 b B0l m)
{8kh d|, 23143‘% 1—&) 14, 8@14 @12 12HHEm) 2. 682(3HHsm '3.88-
3. 44- 3] 5996 2(RHMM) 3. 8893, OFH( 2™, . n§ ;1 %. BIH.4.187, (61447,0 (1H,
m, 5.00 (164 9br J1HF.MB, (1H37d]. IX7(BiHaY),, 71 .07 (4H, m).
br), 7l 49i¢@HrYstdtTm8pHz)7879867 (2H, d, J=7.8 Hz).

whi te stmRr&Wﬁcﬁa $f oDBY: <@H79d;3dH;6d3 @27 30 30
5'2)89 ((33§|§«H dgHgJ%;s =z B, (é%lﬁ) é&,Hé]{[ge 3H
AR f ok e fgﬁz
P602. BB )31 ( é« 3 56° | Yy

J=6. 3 i, ég ,mb),45 ( ?tqb % 4 5 16
(1H, b} ’2%} ?l :“?21( CH ‘3

(2H, d| 7328, Hz vvhlte solid, 52 H-NI\/R8 (CDClS

ppm - wwmt??ﬂrya aJl—f? B-HF$6-9 ‘?2'; - 220 (3H_d,

J=6. 8 Ha)-NMR 9D (311, ppmb: 8OHBF, (3HP1d( 3F=6. 8, HIEE. 8. 91
Hz), 1|03H]1.d&2 (b, 3mHz) 1. 8197 9K3HS)d, 1744-3 1H#A%, (AHS (3H,
m, 1.84;1598.62Hz)m 1.2038603Hd, sy=63342=z) 3. #48({4H, 88 (1H,
M, 3 b=y 3. 68061k 17) (18, 8) (1bh 5dd(3d77sB, 63 84HZ) 10, m)
3793- 4 @05alrz+mm)m)4 YA 9@rm6 49 § 1k @Lgﬂ zu?p m)
He), 7 o§1W1H r% 62%5(% g%ﬁ 716 ik‘ (1H,
d, J=8/3 Hz tlg 3@21 H-NI\/R S , n’%
ol el e (B oo,o 1e), "0

m 1.‘6H WIR &, : 988 (8H, d, 9=6.8 Mg), 0.91
1.45-1 5§H(1ﬁ|, ﬁ)=6 3. 83 5401984 BHiH, dm) y=0. 38H¢ BH, 098 (3H
3.52-3/87 (28, 3n}z)3. 908731989( 1BH, k) , 4201142032 (1Hi, m

’

MP624. 83-48873H1Hs) M) 3.48. Q3H( 1) , bB) 51625, (dH, Br}4 (2H d,
7.06 (1B=6bB) Hz7,28.68H3.9d, (388.3)Hz}p, 18. TOH( 2hi) , d6. 24 (1H,
J=8.3 whisbe (sal,i e)-, 22%s- EHQD@§§|382917C@ﬁD@@H¢
(4) in|Jgbte %rygggno -PLopenki gscand - No. MR8
et I S : 7 (5H;5dg 05628 Hz)) ' 0.91
1.43-1 ?ﬁ %@%; G£% Hz), 0. (3H,” 4, J 2.8 Hz), 1.00 (3H,
d, J=6.3 Hz), 1.42 (9H, s), 1.84-1.89 (1H, m), 2.08-
1063 |2-41 (1H, m), 2.57 (3H, s), 3.30 (1H, m), 3.61-3.65
(1H, m), 3.82-3.85 (1H, m), 3.91 (1H, m), 5.00 (1H,
m), 6.27 (1H, m), 6.54 (1H, m), 6.80 (1H, m), 7.20
(1H, m).
white crystal m.p. 106.2°C




(3H, s

), 3.52-3.53 (2H, m), 3.79 (2H, d, J=5.9 Hz),

55 3.89 (1H, d, J=6.8 Hz), 3.91 (1H, d, J=6.8 Hz),
3.97 4.04 (1H, m), 5.10 (1H, br), 6.24 (1H br), 7.00

(1H,
Hz) .
J=7.3

br), 7.19 (2H, d, J=8.3 Hz), 7.67 (2H, d, J=8.3
white solid 1H-NWR 6 (CDC13, ppm: 0.78 (3H, t,
Hz), 0.81 (3H, d, J=6.3 Hz), 0.89-0.97 (8H, n),

1.07-1.23 (2H, m), 1.43 (9H s), 1.79-1.93 (2H m,

2.36 (3H, s), 56 3.45-3.50 (1H, m), 3.55-3.60 (1H, n),
3.85 (1H, dd, J=8.3,6.8 Hz) 7% 99-4.01 (1H, n), 5.02

(1H, d, J=7.8 Hz), 6.30 (1H 'Br), 7.17 (1H, br), 7.18
(2H, d, J=8.3 Hz), 7.68 (2H, d, J=8.3 Hz). white

solid 1H NVR 6 (CDC13, ppm: 0.72-0.82 (3H,  n,

0.87- 196NM§381 @Tbm} prpn(GHo B0 J(%?_chHZ)J 51883le 8% .88
(1H, rr)( J(_ 304%"73 243. %@r 92 726 3
(1H, r Hy @68 %Hd3 1% (O]VH nﬁ % 22
121/ Htr% h(l&%f ?%99 (145 na_/le % £2 15 (2H,
7. 48- (%g% L & I—I-HRII\/R mP- 87~
o.71c€919 183184 2H, ), 237(3H m,
3.44- 3 Vﬁnlt(e)ﬂrbfﬁtalq w3 T an 3.80-3 .90 (1H,

m, 5./08-BMRLS( 1EPCH), Md5: 59 ‘qILH 3thr )d, 61-20. § HDH, 0.88
br), 6.e8i,(4d2H=dr9 HH.58.Y5L/H, ki) J=6.85 HA/,2H.97 (3H,
br), 7.d2-F=81 (), m.217. &%, 4,64«28 HY)., whiz® (3H, d,
sol i d |1=NNR 5, (,COCIEs - pp) : (1%, 8Gn)(,3/12M5 dy36)=65)8 HZ)a5-2.12
086 |(8/RHmd, D=6 8(3H) .5 0. % AB/2H4 1 =608 Hz)60-3. 67
?-138 n)( g’gl’m)d'é 3];%33 ."#%5(2]}14%3%1)(,9%.8;5%4.)191 3(13]11116,8%)475 17
(1H, n)‘}OH's.%s- "69 %%4 3 oL (7 g 6. 88
oy B B et 08 1), 522
(1/ 2H, | Bi-NMR 573CDC1A2+pPBE ) , 0 63 BO(3H/ 284, &7§;3 Hz), 0.86
7.16- 7, D3 5H, 6. 87 >, O (B1B0 q2H=m8 Hz)s6 0.95 (3H,
(2/2H | d, J=8.3 B&z), T.%BL (2K, dI=6I=HAB Hz).8whi 1& (2H,
fgégd 'MNIVR%(CD{;lSs pEM03-D. 04 (BH, ), =622 8(H) s),

, 0.80 3(3¢,3042J¢EBHB hiz) ,3 0603 (&, (1, I=6,. &8 H), (2H, d,

0.98 (
(3H, t
br), 3

Bh6. 8, HIFH. 8. 123,91, 8 1.07, (IH5 M1H, 24ALT=6.3 Hz),
L 6J52. 4101 i) . 62643t 2 A4 1H6. 80, (B A ) 1H,
witdHerPEdal M. 88-84937{(@H m, 4.58-4.63 (2H,

M 6-
7.49-7.
mp. 2

1.08-1.

2. 36
3.89 6

6 (1A —br);— 6.5L (1H Dbr), 7.14-7.33 (7H 1,
52 (1H, m, 7.62-7.65 (1H, m. white crystal
05.7C 1HNWR S (CDC13, ppm: 0.78-0.90 (6H, m ,
16 (6H, nm, 1.69-1.81 (1H, m, 2.34 (3/2H, s),
(3/2H, s), 2.97-3.07 (2H, m, 3.47-3.53 (2H, m,
33.90 (1H, m, 4.38-4.44 (1H, m, 4.71-4.82

(1H m, 5.47 (1H br), 6.76 (1H d, J=9.0 Hz),

7.07-7.
7.68-7.

Conpou

10 (2H, m, 7.11-7.19 (5H, m, 7.38 (1H, br),
71 (2H M. white solid - 223 - Properties of
nd (5) in Table 2 Conpo Properties und No.

1H NVR 6 (CDC13, ppm): 0.96 (3H, d, J=6.8 Hz), 0.98

(3H, d,

69 1.8
5.10 (
white
8 Hz)

Hz), 1.

(3H, s

J=6.8 Hz), 1.36 (9H, s), 1.59-1.69 (3H, m,
5-1.86 (1H, m, 2.35 (3H, s), 3.45-4.11 (7H, m,
1H, br), 7.18-7.20 (2H, m), 7.66-7.68 (2H m.
solid "HNMR S (CDC13, ppm) : 0.97 (3H, d, J=6.
0.99 (3H, d, J=6.8 Hz), 1.20 (6H, d, J=6.4
86-1.90 (1H, m), 1.96 (1H, t, J=2.4 Hz), 2.36
), 2.52-




2.59 (1H m, 2.73-2.79 (1H, m, 3.45-3.52 (1H m, 75
3.60-3.66 (1H, m, 3.95-3.99 (1H, m, 4.24-4.30 (1H
m, 4.83-4.90 (1H, m, 5.28-5.34 (1H, m, 6.43 (1H d
J=8.8 Hz), 6.87 (1H, br), 7.19 (2H, d, J=7.8 Hz), 7.66
(2H, d, J=7.8 Hz) . white crystal m p. 185.3C. 'H NWR
6 (CDC13, ppm): 0.87-0.90 (6H, m, 0.97 (3H, d, J=6.8
Hz), 0.99 (3H, d, J=6.8 Hz), 1.85-1.91 (2H, m, 1.96
(1H, s), 2.36 (3H, s), 2.53-2.60 (1H, m, 2.73 76 2.79
(1H m, 3.47-3.62 (2H, m, 3781_(2H, d, J=6.3 Hz),
3.92-3.99 (1H, m, 4.23-4.28 (1H, m, 5.41 (1H, br),

r
6.46 (1H, d, J=8.3 Hz), 6.85 (1H, br), 7.19 (2H d,
J=7.8 Hz), 7.66 (2H, d, J=7.8 Hz). white crystal mp.
215. plopd FE VR 61 (€B633un@pn2; On8Tak 84, 2d, J= 6. 8
Hz) , 0.93 (3H, d, J=6.8 Hz), 1.18 (3H, d, J=6.1

Hz), 1.23 (3H, d, J= 6.1 Hz),

14 (1H septet J
6.-8 Hz) 2 390 (Ql_l o5 c\ 4 (4

M 00-3-94
LIL [l L=

N~

2.
3.47-3.6
€QmPO ) Prapast 486 (1H 'ny, 5.09
BR H d,

|~
(1I\-I br), 6.70 (1H,
07 (1H, br), 7.22 (2H d, J=

8. 1 Hz) , 7.71

YoH d, J=8 .1 Hz) . vmi_t_e_s_o_l_l_d_ljzl-_NI\/RG(CDC13
ppm | tH-A8#0. 05 08,5, Mbpm) 1. 0886331t , d, JFF638HzY), 0.87
2.11- 2| 20u( 14, D¥e.2.B9) ( 3bl 96) (3B, 82; 37873 (4K, M.97 (3H,

7l
d
2

3.90- 3} 88 1b. 3mhz) 4. @14§ 19u(2k) M ,83-80911314, 86), 1.94
n
m
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M, 2.0 2@52 j b7 38 B3 m580402 (3H

M, 4 7%hht§gc

(1/ 2H, | 85 NNR 6% ((CJDQlabermeS 88- @3923(‘11Hd my= 67826z), 0.89
(2H, d (3H8 d3 Pzp .8 Hz)660(¢ 2R, (dH,Je8. J87H2)Hz) whot @8 (3H,
sol i d L NVR6SS( BDCL3] . ppny 3HO. 79- 0=658 (A2H, 7)83-1.88 (1H,
gg-l 8Y, e1B3-2)102(08;2m17 B1H4-A) 472389, (8H 3)55-3.63

-4/ Q2H, (bM, B8)L91448014.88, (&M, m 11528, (4H J€d6.8 Hz),
J=6.8 Hg)22113H6. 8P, (EH34br )} H,6m9P] 61lk1-d) 447,24, (AH, 6.78
, J=7181Hz) m),77683(2Ho4d,(1857m8 . Hz) . APCI - M5 Mt

W=
)
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446, Wit 6o50kid: 1 MVB. 1060618 ppm): 0,92 (3H
=68 - 9 —, J=6" ; , ,
(3H suA?N%g-gzﬁifga(ﬂpr )

.89

(2H, (38,68 19T S§HH2%§, 5955 131k “5.4 82]y)0- 98 (3n,
5.24 (1A, d=0386Hg) 1y 2 M ) J5|5 T 425y éz?—ﬁ 434, d,
J=7.8 | rS ﬁ 5z) (1 18- 81bﬁ)907 (B a 03=2-8 Fﬁ}H m), 3.45-

WRitt% $6l-5@ -(1225m) , PRopérti-&$ dﬂH€oW©ouﬁd8@6¥ BA (1H, m),
Tabl e 23.@8rpPo ORr dpért més dnd6-MeS2 IMHNVR)6 PCDEL3LH, d,
ppm) : 093 .63Hz)d, 6126. 81Hz) d,0.798 .@3Hz)d, 6J46-8.kA) (1H, m),
1.15 (38.7d, Jd6. h)Hz),. 0B-22 0@3H1H,dm)J=6.1 Hz), 1.34

(3H, s whlt%9c&%ﬁta§)m % 027% @?c 123 (1H m, 2.38

SH, )

47028 ?@% ggféb% 405 f JrD66 '?4H(Z%H 0 88
br), 7.2

2% (1A mzﬁe 90|9’9'Z) fﬁmm (lcécil n'% 15554 |
G3H,0 d, mJ 628% Hi(3H d,45=6.18 1“' 3 A; 1H
s), 1.39)(3R- 8§) 221 04i, F=69 3( 1) m)3- 92‘@89(93I-(I2H$) » 5.30
3. 55- 3,64 H,2ld, W8.3. 82)124.¢1H6 .dd, (PE7. 8)6. §. |8|,-z.y6 84 (1H,
4. 47- 4|56 ,( 2ZH03W7,. 08. 18H,1H) . d, J=10.1 Hz), 5.26 (1H,

d, J=17whilz) c 5B *Hp.d 1541978 Hz), 5.81-5.90 (1H,

m, 6.79 (IH, br), 7.21 (2H



d, J=7.8 Hz), 7.78 (2H, d, J=7.8 Hz), 7.82 (1H, br).
white solid 'H NWMR 8 (CDC13, ppn): 0.88 (3H, d, J=6.3
Hz), 0.89 (3H d, J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz),
0.97 (3H, d, J=6.3 Hz), 1.37 (3H, s), 1.41 (3H, s),
1.84-1.93 125 (1H, m, 2.07-2.18 (1H, m, 2.39 (3H,
s), 3.66-3.85 (5H, m, 5.16 (1H, d, J=6.3 Hz), 6.26
(1H, br), 7.23 (2H, d, J=8.3 Hz), 7.55 (1H, br), 7.80
(2H, d, J=8.3 Hz). yellowoil "HHNVR 5 (CDC13, ppm:
0.94 (3H, d, J=6.8 Hz), 0.97378H, d, J=6.8 Hz), 1.34
(3H, s), 1.40 (9H, s), 1.42 (3H, s), 2.08-2.09 (1H,
2.39 (3H, s), 2.84-2.85 126 (1H n), 3.64-3.70

?)914, M. 500 (1H br) 615 (1H _ br) 7 23 (2H d

J=8. 3 HA)-NMR @8 (CD4Lsbr ppm7: 84.BSH(3Hd, dJ=8=8. Bizjz), 0.88
white soBiid dH NVR. & KEDCLE, 9pphyH; @, 93-§ 3H, Hl), 1698 (3H,
Hz), 0/ &7 J£3H Hz)J)=6.83HzIH, 1sB7 (38H-5)921(40, (BH 2.03-
g& 1.69-142714, 5h) (1B, 51) (28, 84y 1. 966434, 69) (1H, m), 3.79-
O07- 2, 1258 LM m) 2. 399634, 98) (13, 65y 3. 6896 2H A Mm) . 6.19
3.75-3, (8 KZIH) %140368343(915 (r@ 950403 408 £26h-7. 05
n, 5.21, r), L27 (1 723&2H, d,” J=8.3
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m, 1. 5€$h£§£| clysd58- 3mH5) 182.96c2.09 (1H m, 2.40
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(2H, d}43=8-8 blzhzmhutgls@ bd (3827 PrOBELY | 65 9H )
compeud 62 Igﬂ@@he b Ci § E
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.3 Hig)lgr? %4%&2 O?léilH bg)_,z 1H, q, J=3.4
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éHzFld,381Hz 7.81 (2H, d, J=8.1 Hz),
thsﬁ) crywfigte dobi-d 1I|5|-r€z||vﬁ S (CDC13 ppn
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99 (3H, m, 1.12 (3H, d, J61Hz) 121(3H,

1 Hz), 1.48-1.55 (1H, n), 1.61-1.67 (1H, m,
-2.14 (1H, m, 2.37 (3H, s), 135 3.46-3.49 (1H,

4-3.61 (1H, m, 3.89-3.92 (1H, n), 4.01-4.05
m, 4.77-4.80 (1H, m, 5.22-5.27 (1H, m, 6.68
br), 7.19 (2H, d, J=8.1 Hz), 7.29 (1H, br), 7.70
, 8.1 Hz). white solid 1H NWR 8 (CDC13, ppm
H d, J =6.8 Hzj), 0.88 (3H d, J =6.8 Hz),
H d, J =6.8 Hz), 1.01 (3H, d, J =6.8 Hz),

-1.25 (3H m, 1.88-1.93 (1H, m, 138 2.08-2.13
1H m, 3.57-3.58 (2H, m, 3.88-3.91 (1H, :
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m, 7.46-7.50 (2H, m, 7.78-7.80 (2H, m white crystal
mp. 209.6C'HNVR S (CDCL3, ppm) : 0.83 (3H, d, J
=6.8 Hz) , 0.88 (3H, d, J =6.8 Hz), 0.99 (3H, d, J
=6.8 Hz), 1.01 (3H d, J =6.8 Hz), 1.19 (6H, d, J
=6.3 Hz), 1.88-1.93 (1H, 139 n), 2.11-2.17 (1H, m),
3.51-3.55 (1H, n), 3.59 (1H, ), 3.87-3.90 (1H ),
3.96 (1H, ), 4.84-4.87 (1H m. 5.02 (1H, br). 6.19
(1H, br), 7.10 (1H, br), 7.39- 7.43 (2H m, 7.46-7.50
(1H m, 7.78-7.81 (2H, m). yhite solid 1HNWR S
(CDC13. ppm) : 0.83 (6H, d. 3 26. 8 Hz) , 0.88 (6H,
d, J =6.8 Hz), 0.99 (3H, d, J =7.3 Hz), 1.01 (3H, 140
d, J =6.8 Hz), 1.88-1.93 (2H, ), 2.10 (1H, n), 3.57
(2H, 3 5.9 H)n1 3. 87-3. 91 (1H,
m, 3 fegtg‘%s(ﬁzcé%%r%w%(% br)a)b 6e.320 (1H, br),

228 7.06 (1H, br), 7.42-7.44 (2H, m, 7.46-7.50 (1H,
m, 7.78-7 81 (2H nm) white solid IHNVR 5 (CDC13,

Wme FwegBHeY, J =7.3 Hz), 0.89 (3H, d, J =6.8
0.99 (3H, d, J =6.8 Hz), 1.01 (3H, d, J =6.8
NHZ) 141 (9H, s), 1.91 (1H, m, 2.10 (1H 141 m,

3. 45 (ﬁm Nmp,ss z@cq;H ) ¢ 30 8dr 3¢ 8, (dH 75,3 890 0.86
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oo
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d, J =pd8 Hez¥,81HOD, (BHI4d(98, =) 3 Hz§6-1. 85- 1183 r{2H,2. 06~
144 m)| 22127 ((&H m) , 324843 (8H, (2), B) 5033852(1HH,qn)J=6.8
lkz)m 4.80%6.02H(1H) ,mB, 88-388 961 2Hyr)m) ,651906.17 (1H,
") ,66202( 1, ba) , 76846 K4H br)s 7id6-d, 2i={2H Hz),
72§217 36 SZH, R, Whi he-sokid(dit NVR 67 (EDC1378 (2H,
0,89 (3H d, J —6 8 Hz) , O. 92 (3H, d, J =6.8

H Hz) 9g 1560 (3H, d, J =6.8
gé %g crgftgl onf % 19? 308

1H n) 2.15 145 2. 17

3
RO ~NT—

L cS). ppmy S d3 §86(ékh Mo.g7
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(3H, d, 6m8 H§ 891480 éP-lH dm) 5 4608 (B, i 14 % q.
d, J _<>J86H§) Hzj, 2§ 23H(1H, B =5692ff1H; Bk (8 4 ¢!
147 =6/%.88) (1K, 7002, Go6€1H1Hmm 2. 10 2.25 (1H, n)
.39 (8Hits) cryst@l3ms@.(2M7-AFC 3.58 (2H, m). 4.75

(1H M- ﬁMﬁ56(@¢bcg;)§p&.45o(bH (Bm),, 6. 65 6( BHHZDI) 0. 86
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g)l.og;_l gH %6 ] Eg(}ig %13 (31% % lg'%)_g 62 (1H,
3.47-3)88 %8 (M 81iéﬁn)d R gén% ﬁ)Hzg 3 sé HETRA
m, 4. 8§ 3&5‘r) S) 1H, " m) 19

p m), 6.94 (1H m) 6.98 (lH m) 7 62 (1H m)
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5.30 (1H, br), 6.82 (1H, br), 7.29-7.33 (2H, m, 7.53-
7.55 (1H, m, 7.61 (1H, M. white solid 1H NWR 8
(CDC13, ppn) : 0.82-1.02 (12H, m , 1.12-1.22 (6H,
n, 1.84-1.92 (1H, m, 2.08-2.20 (1H m, 2.38 151
(3H, s), 3.52-3.65 (2H, m, 3.87-3.98 (2H, m, 4.79
4.89 (1H, m, 5.03 (1H, br), 6.23 (1H, br), 7.00 (1H
br) , 7.21 (2H, d, J= 8.1 Hz), 7.69 (2H, d, J= 8.1 Hz)
white solid - 230 1HNWR 5 (CDC13, ppm: 0.82-1.05
(184, m, 1.81-1.90 (2H, M ,37® 13-2.16 (1H, m, 2.38
(3H, s), 3.51-3.66 152 (3H, n), 3.77-3.97 (3H, m,

5.18 (1H, s), 6.38 (1H, s), 7.03 (1H, s), 7.19-7.22
(25 ) 7. 67-7.70 (2H M white solid 1HNVR 5
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1.82-1] 9IH( 1%}, FF6.2.10) 2. 2090 1HeHM d, 2J38. § 3tz ) , S0, ‘95 (3H,

3.44-31d49 §4H,3miz) 3. 6293. TOH( 14, 0%7.3.81}3.858153.92 (2H,
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3 He) 1576687( 2HH, dn) J=8.86HA}1H, whict e $oFDd (1Hy N8R
CDCL8hippnyrysfaB2m(BH, 164.826.8 Hz), 0.88 (3H, d,
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Hz), 0.99 (3H, d, J=6.8 Hz) , 1.01 (3H, d,
Hz), 1.21-1.28 (3H, m, 1.86-1.93 (1H m, 160
.13 (1H, m, 2.38 (3H, s), 3.54-3.56 (2H, :
.00 (2H, m, 4.09 (2H, q, J=6.8 Hz), 5.11 (1H
.22 (1H, d, J=9.3 Hz), 6.96 (1H, br), 7.21 (2H,
.3 Hz), 7.68 (2H, d, J=8.3 Hz). white solid
HNWVR S (CDC13, ppm: 1.29 (3H d, J=6.8 Hz), 2.79

d, J=5.4 Hz), 3.95 (2H, dd, J=1.5, 4.4 Hz), 4.32-
4.38 (1H m , 5.04 (1H, s) , 6.53 (1H d, J=7.3
Hz) , 6.89 (2H d, J=8.8 Hz), 7.27-7.33 (4H, m, 7.55
(2H, d, J=8.8 Hz) white solid 1HNVR b (CDC13, ppm:
0.79 (3H, d J=6.8 Hz), 0.87 (3H, d, J=6.8 Hz), 0.98
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.86-1.95
(1H, n), 2.02-2.09 (1H m, 162 2.39 (3H, s),
3.45-3.50 (1H, m, 3.62-3.71 (1H m,
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3.96 (2H, dd,
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Hz) 1.22 (3H, d,
2_06-2. 08 (1H m 2.

77 (1H,
30 (1H,
d, J=s.
96 (3H,
8 Hz), 1.
(2H
23 (1H, d, J=7.8
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)
1@ r(13444or

5121‘(41‘r5r5 309r)(1 '61@6!(%

) d,3 BB B ) (2, 6 { 2H 9 dwh% 'eq'

=NV 6{2()CDC51312pph{'}l, ®.. 85—-(33-|H?ﬁ) J6c QB A, J=8.3
Hz\(3H5. €3 (0H6, 8uHz)7. D3 9L 3H) d, J=6.8 Hz),

I

1.01 (3

Hnhitk J=PsSatzp,pl. 427 (0K s), 1.87-1.92 (1H,

;2. 11-
3.63 -

n,
3.97-3.

213 (IR, ™), 2.38 (3H, S), 3.42-3.43 (1IH,
234 3.64 (1H m), 3.81-3.84 (1H m ,
98 (1H, m




o

(1H, br), 6.18 (1H, br), 7.05 (1H, br), 7.21 (2H,
=8.3 Hz), 7.70 (2H, d, J=8.3 Hz). white solid

. 96
J=8.3
H NVR S (CDC13, ppm) : 0.82-0.89 (9H, m), 0.98 (3H,

d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.17 (3H d,

J=6.3 Hz), 1.49-1.58 (2H, n), 1.86-1.93 (1H, m,

2.08-2.13 172 (1H, n), 2.38 (3H, s), 3.47-3.60 (2H,

m, 3.88-4.00 (2H, n), 4.68-4.72 (1H, m), 5.08 (1H,

br), 6.25 (1H, br), 7.00 (1H, br), 7.21 (2H, d, J=8.3

Hz), 7.69 (2H, d, J=8.3 Hz) sgwhite solid IHNVR S

(CDC13, ppm) : 0.80 (6H, d, J=6.8 Hz), .0.85 (6H, d,

J=6.8 Hz), 0.96 (3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8

HZl 1.23-1.30 (RH m 1.50-1_51 (1H m 173

1. 83- 1] G- NMEHS MEPC2;06p@nD7 Q180 (3H, 2d357¢8H K3), 0.95

3.51-3. b5H (2, 6. B.86r 3.0794 4BH,mMd, 5748.4 ) d,0.98 (3H,

3=8.3 Hz),36628 K4H brac 7300 d 1H=9r9 ,ua) 181 (2H, (3, g,

=8, 3 Hde . 7.£5) (2H, s 6l-1 J&B. BLiz)m) Whi tEo 5Pl i c11235n 3.32

ﬁoﬁiii.? %dmﬂp@yné éé%mnﬁ bl3 % Carp %%59%@8,7.3

3 1Py, , d,

?'6J§6£ E—fz % Sg‘(]@ﬁ % 1.8 gf&%%%gﬁj%;l(% s)-

(AH l)”-)t%zCJF}igF 1% /Ié _ \(r) (5H ' '

3.93-4 b@b{%B né)CDCzl-azgppmH %r§9 43%8 daH= 6r§ Hz) 0. 92

(2H, d| (388.@, HFF6.7.89) (164 95 bt JH, 7d82T¥OH8 k) J=B. %6 (3H,

Hz). whilf eJs6l8dizH NMROB (GDCIS, Ppe)8 BzB1 1 3H-H,93 (2H,

:?78 Hz), D.B89-2(38), (UH, J=p, 83HzY, (DH 9 3HE. 60-I=63 8(1H,
, 11@1, (8H2 d2n)=6,87+8)s HzBH-1.92-F1%B dH, m), 3.95

2.10-2| 154( 1Kl , np, 087918, 38, (3+6.3)Hz B, 38. £BH(18) .m), 6.62

3.53-3| 56u( 4k M, 93 91n 3598 (2H, m, 4.19-4.22" (2H,

,@J’)AS"?;pQ&écg sPEP Q. &1826218 (1H, d, J=8.8 Hz),

TIHF (L , . . . )

J=8.3 e A :3otghr 095

(3H, d| (3t é Hig -B.88):0%988( % : go (R » s§;42 (5H,

0.99 (BF) dl-§+elg%f ) 1H, 1mé)o gsill‘l 4:23=618, H‘z?f 3721

1088- 1| ok, (3H] 4mp. 73, Géﬂz md, 1768618 8% (1B, 3 91 (1H,

s), 3. :M §79¢2143Hm) 5) 3. ¥5962HLH, sT) » 368833 (b%,(rzH 6.79

n). 5. L141H1HW) br Y. 98. 22H(18) -br), 6.98 (1H br), 7.21

(2H, d|wBiBe3cHyptal. 69p(2H59d6°CI=8.3 Hz). white

solid IFF NVR 8 (CDC13, ppm): 0.82 (3H, d, J=6.8 Hz),

0.87 (3H d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.00

(3H, d, J=6.8 Hz), 1.86-1.95 (1H, m), 2.05-2.11 (1H,

M, 2.39 (3H s), 3.45-3.50 (1H, m), 3.62-3.70 (1H,

m, 177 3.93-4.01 (2H, m, 4.65 (1H, d, J=12.2 Hz),

4.75 (1H, d, J=12.2 Hz), 5.53 (1H, d, J=8.3 Hz), 6.25

(1H, d, J=8.3 Hz), 6.82 (1H, br), 7.22 (2H, d, J=8.3

Hz), 7.66 (2H, d, J=8.3 Hz) . white solid 1H NVR 8

(CDC13, ppm) : 0.83 (3H, d, J=6. 8 Hz) , 0.86 (3H, d

J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.01 (3H, 178 d,

J=6.8 Hz), 1..87-1.94 (1H, n), 1.87 (3H s), 1.90 (3H,

s), 2.03-2.07 (1H, n), 2.39 (3H s), 3.50-3.65 (2H,

m, 3.84-3.86 (1H, n), 3.97-3.99 (1H, m), 5.30 - 236

(1H, d, J=7 .8 Hz) , 6.15 (1H, d, J=8 .8 Hz) , 6.90

(1H, br) , 7.22 (2H, d, J=7 .8 Hz), 7.67 (2H, d, J=7

.8 Hz) white solid 1HHNWVR S (CDC13, ppm: 0.78 (3H,

d, J=6.8 Hz), 0.84 (3H, d, J=6.8 Hz), 1.05 (3H, d,

J=6.3 Hz), 1.13 (3H, d, J=6.3 Hz), 1.63-1.70 (2H, m),

1.82-1.86 (1H, m,




2. 06- 2.

179 3.40-3.43 (2H, m,
n,

(1H,
(1H d,
d, J=8.
(CDC13,

n,
1.28-1.

(3H m
3.62 (2H, m,

5.04 (1H, br),
7.21 (2H, d

e et
oo (3H, d,

soI i

d, J=6.

0.99 (3H, d,

15 (2H,

m, 2.31 (3H s),

3.29-3.32 (1H, m,
3.54-3.57 (1H, m, 3.95-3.98
4.38-4.39 (1H, m, 4.72-4.75 (1H, m, 5.20
J=8.3 Hz), 7.13 (2H, d, J=8.3 Hz), 7.31 (2H,
3 Hz), 7.74 (1H, br). white solid 1H NWVR 8
ppm: 0.78 (3H, d, J=7.3 Hz), 0.82- 0.95 (16H,
J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz),
34 (1H, m, 1.63-1.66 (2H, m, 1.86 180 1.95
2.07-2.14 (1H m 5 .38 (3H, s) , 3.48-
3.90-3.99 (2H, , 4.51-4.55 (1H, m,
6.22 (1H, d, J=8.3 Hz), 7.02 (1H, br),
J83Hz) 7.70 (2H, d, J=8.3 Hz). white

Pp@ p??%né’f&%ﬁp ngaé 2),in Table 2

73" ang" 3, ppm:
J=6.8 Hz), 0.84 0.95 (16H, n), 0.98 (3H,
J=6.8 Hz),

8 Hz) 1.00 (3H, d, 1.30-1.32 (1H,

®¢mpd
Bo46- 3,

65rdpéﬁk1éhﬂ
e, m,

m, 1.86- 1.91 (2H, m, 1 99- 2. 02
.17 (1H, ), 181 2.38 (3H s)
49 (1H n) 3.60-3.64 (1H, n), 3.88 (1H t,

J=b.0©
(1H, bf
J=8.3

J=6.8

1
§5§9&
3.99-4
J=8
8-7

3

.1
8.
H

e N

o 11

L F%gﬂ
5 (CDC
A7 - 588512féll-ﬁ nvi 6 38 6t B, 639‘(

Hz)itehttessal i dm 1pt NMB 64 {CDC13, ppm):

gﬁ§§5 % %9 (1ﬁbgp7 O4 87 54d (3% Pfjifﬁ 03, 88
%EL%Q 3¥r 2?

rtL 4_%ﬁ 3%50

3865 62 ( fPP 8% b9 H

55 3 58
4.10

(1H,

ORH(2W), , n¥; 86—%99%1HZHd ml],_8430$-lz‘) 16. Q@H(lrM
83Fiz)s) 6. 8507 1HLHbryr) 7. 4110264 12, (UES.18) Hz§, 37
21, (8HD5AF, 99. BRH7.BB. (2H, m), 7.65 (2H d,

0. 85
J=6.8 Hz) 091 (3H d_J=68 H7) 0 99 (3H

X

D838, 18, (I+6. &) iiz) 2. 329¢ 3kbH5)qd, 2738. § 3k ) 5)1.00

é?ﬂ( 14, Bek. 86H9§5 (?;Hao

81-HL’EMR al. (@DC13H, ppd) : J6688 K2), 4, 87=4.82HE1H 0.92
(6H,
§3 §af, 3nhz) 3. 592183838, 68, (I . B)Hz B, 9Y-44073H, d,

J=8. 341t 1H 1d59JF8u3 rEJr6682§z(lFb d4-J=¥88(1H, 2.58
. 39= 81@ Hg), 7.43- éZkt (1H,
55 6264 @in, br),

);
2@1.%5 (1H,

2 97-3.07 (2H,

ol et G
8:
g?zﬁrggfaizo§6

)
i

et

ord3zocaglwlie

~Nwe |~

1§561ﬁ-ﬁwh 51
3A- 14,

-3/ 90H(2Hr) ) 6-37311H5. 34, (IHO1ny 1H5. B2) ( 1H,
J=6. 3 Hahit6. kBl@ﬁ/ZH br),

7§H s)
1 H 0.90
éz9g 2K 2ﬁ 5 gLF%EE 6g}§7 (3H,
95 éH 2@ 8 : %
R @ 78- 186015?9H m) 2 14~
1ﬂ:6m$ HB) 30I38 91.(88 (mH 239982 (14, m),
3.8432.938 4@3Hm $) 4- 305638, 58" (zﬁ 17y (1H, br), P

q,
6.47 (1/2H, br), 6.95

T W0

'7J3§ €1ﬁ2

' bﬁl Mﬁ &8¢

- :%%ﬁ
§561siﬁ§&§

:%H§p?%% 0799 G%H dd J16833H@%) 0.92
9

4d g% % o 98 (3H,

2 igz L o)

14 115 H63 g 9§5 A
s '2q38 §Hg)§ ) 1325 83 @% q
Hz)3. 80-28. 9 H(5|hr m 3 é8oélﬁ 1@r@2H3 §), (§Hz6T,
Fz), 3.89-3.96 (1H, m), 4.10 (3H, s), 4.92 (1H, br
6.08 (1H, br), 6.43 (1H, s), 7.06 (1H, br).
white crystal: m.p. 131.5°C

Jf61 21218 =6.8
=6.8
),




6.24 (1H, br), 6.98 (1H, br), 7.21 (2H d, J=8.3 Hz),
7.69 (2H, d, J=8.3 Hz). white solid 1H NVR 8 ( CDCL3,
ppm: 0.79 (3H, d, J=7.3 Hz), 0.81 (3H, d, J=7.3 Hz),
0.85 (3H, d, J=6.8 Hz), 0.89 (3H, d, J=6.8 Hz), 0.99
(3H, d, J=6.3 Hz), 1.00 (3H, d, J=6.3 Hz), 1.04-1.11
(2H, m), 1.85-1.93 (3H, n), 2.38 187 (3H s),
3.53-3.56 (2H, m), 3.81 (2H

: (2H, d, J=6.3 Hz), 3.91-3.99
(2H, m, 5.11 (1H, br), 6.22 (1H br), 7.00 (1H, br),
7.21 (2H, d, J=8.3 Hz), 7.69 H_ d, J=8.3 Hz). white
solid 239 - Properties of Corfpound (13) in Table 2
Conpo Properties and No. 1HNWR 5 (CDCl3, ppm
0.79 (3H, d, J=6.8 Hz), 0.87 (3H, d, J=6.8 Hz), 0.93

(3H d, HJ-ff@JRB SHzcDQ,96phRH: 0dp0JF6H8 Hz) g=4.89H£PH 0. 94
s), 1.8134, 8§ (3J='l5 @%z? 1(4 98- {l:YH,(lchrl, ﬁ% 2-83) (3Ho1 (3H,

2) 623éoc§;é3J§Hl );‘3 1188t'_§> n} 1;’)'1 85-1.97 lH,
h@935 6‘?1)’(1 zg % L %H % f]ﬁ )1

d, J=6 2

J=7.8 3 y? &OMI% | i HiFERWR é % g%z)’ 7.27-
(3H, d, '3°%6 0. 89 3HgiJ—68Hz)099

(3H_d| Whlt% §r¥§ al1mnﬁ (88B-9qC 3 =7 3 H7) 1 23

(3H, t| 'H-NM® & HEDC1E, 87ph) 920(&BI (3H), d2. 38628 1Bz { 1H). 93
M), 3.W728, 50, (I+6.8)HzB, 60. 8aH(3891d ) J=8. B9H{LH, 1dal) (3H,

=6. 3, d, 87+g) 8 8z95 {1k t3H) §5.4=6PB)L-124, 09.22H(31, d,
1056 8 52y, 5510p, (1Hsbr) 97618, (rJ\H, 2b!LO ff 8liiZ)m), 2.51
i T e, [l 5L
(3H, dl 1oLl P 678 (3H d, _6%6 ,190 99’ (3%?’ 728
o v50 BRL L 91 C Cydngig ), 335 020 (o0
3. 46- 3| 65-N4R © n<)CDC31387PBm98 gzﬁi§ h%i*,' 4,89=8: 8gHg)H, 0- 91
m, 5.02304HL bPFo-8. B3) (1P OBr ¥ 3H, 7d0777628 {2H, ©)98 (3H,

86 €2§I;8n’)‘1.2)V\hilt@03(§BHd dH NivR- 8 (eDC13; OpphgH, d,
BF=6d8 Hz6,81HBP 10988 (2H3HN) d, 2J+8-8.H2) (1B, 89), 2.51
(JH6. 8)Hz P, 30-904p3KLH, dm) J=B.-83H2) 700.(98, (BH, 3.84-
8.biz) (3%, 0m) (3H, 1d, (183 A76J87HR) Hz1, 8%-21941H, d,

m J=8.8182)177( 3B, (a}, 8)48- 3.59 (2H m,
3{ Q8it38Hcrbrad. A0p( lhssnk°c6.24 (1H, m,

(]
1l

Nw—~a~vo
U
oo~

LT (ZH m, 7.8L-7.84 (ZH m. white solid

5 (CDC13, ppm): 0.86 (3H, d, J=6.8 Hz), 0.90
, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.01 (3H,

d, J=6.8 Hz), 1.41 (9H, s), 1.86-1.95 (1H, :

52.15 (1H, m, 3.33-3.74 (2H, m, 3.93-3.99 (2H,
4.93 (1H, br), 6.19 (1H br), 7.06-7.11 (2H m,
3 240 - 7.87 (2H, n). white solid 1HNWR S (CDC13,

: 0.87 (3H, d, J =6.8 Hz), 0.92 (3H, d, J =6.8
0.97 (3H, d, J =6.8 Hz), 1.00 (3H, d, J =6.8
1.19 (3H, d, J =6.3 Hz), 1.20 (3H, d, J 196 =6.3
1.90-1.95 (1H, m, 2.13-2.18 (1H, m, 3.50- 3.58
m, 3.60-3.65 (1H, n), 3.88-3.98 (2H, m, 4.80
, m, 4.98 (1H, br), 6.25 (1H, d, J =7.3 Hz), 6.76
(1H, br), 7.28-7.39 (3H, m), 7.61-7.62 (1H, m. white
crystal mp. 196.8C 1HNWR S (CDC13, ppm: 0.89 (6H,

d, J =6.8 Hz), 0.93 (6H, d, J =6.8 Hz), 0.98 (3H, d,
J =6.8 Hz), 1.00 (3H, d, J =6.8 Hz), 1.85-1.93 (2H,
m, 2.15-2.17 (1H, m,

J:I
Z\
Q%\

PeREES YN
II--T38 gF




197 3.56-3.61 (2H, m, 3.79 (2H, n), 3.89-3.94 (2H,

m, 5.06 (1H, br), 6.25 (1H, br), 6.74 (1H, br),
7.28-7.40 (3H, m, 7.61-7.63 (1H, m. white crystal
m p. 189.8C 241 - Properties of Conpound (14) in Table
2 Conpo Properties and No. 'H NWR 8 (CDC13, ppn:
0.87 (3H, d, J =6.8 Hz), 0.92 (3H, d, J =6.3 Hz), 0.98
(3H, d, J =6.8 Hz), 1.00(3H d, J =6.8 Hz), 1.40
(9H, s), 1.87-1.91 (1H, , 2. 14- 198 2.17 (1H, m,
3.43-3.50 (1H, m, 3663673§%H , 3.83 (1H, dd, J
=6.3,7.8 Hz), 3.95-3.97 (1H 4.88 (1H, br), 6.20
(1H, br), 6.79 (1H, br), 7.27-7.39 (3H, m, 7.59-7.62
(1H, mM. white crystal mp. 169.2C" H—NI\/RS(CDC13,

PP b o Qs PRutd e doolaSind, [88) JyFtanfeMy 9y 175 8

Hz), 1.20 (3H, d J:5.8Hz) 1.21 (3H, d, J =5.8
Hz), 1.87-1.92 (1H, m. 2.12-2.17 (1H_m. 3.44 200

Gordfio ([LPFkomgrt Be$5- 3. 68 (1H, m), 3.86-3.92 (1H, m,
3@3-3. 96 (1H, n), 4.85-4.88 (1H, n), 4.99 (1H, br),
6016 ([LH, d, J—88Hz) 7.21-7.22 (1H, br) 7.33-7.37

(1R —ms 67 %@c(l p?n 79087 712}13 ' g 7H§ﬁ 0.94

iy
L@?% zz é%@ % m? ogy) - 380~
3.47-3| 3184 1(¢ %29§1 -9y (1B 8’?(2‘“9% Hegoy , 6.12-

Hz), 3|86l %H(zlm 08H(18) - br), 6.16 (1H, br),
7.17 (1whlbmcrysg@l7m39 (128-5§C 7.43-7.46 (1H ).

7.66 ([lHi-NMR B SR 1H7) ppik) 8307884 (BAH, dm) J= ghgtez), 0.91
crystal (9, pd, 19469 dkh NWR. @7(@@@}% ppag ; 3 0HBB, (($H_38 (3H,
gl, é éads)bz?ég}{?%gl 63513 fdaHé 565%52% zﬁ)) ?g%—é§ﬂild91 (1H,
=6. 211017 1 286bZ) 31 ; 9S 3H, s)
1087-1 H% { 23 93£§F%6”11H3 §?,( (28,

w

=7.3 H_ 7 o 7 43 7 45
(14 n %§7C’§g’§ a)-ﬂﬁ byl 786 ki

3. 72-3| g"'o 35030 g f2) (16h 180 ¢ 8Hz),
dd, J %g é‘é?3(i§é ér%f7‘§
cryst al fﬂnWR1576 (QRE 1203 PPF) NMVR - §7(¢@é13<\ﬂ pé‘ 80H8$ “0.91
(3H, d] (3Hz648 Fizp.80H8Y, (3R d3HJ 6. 3=6iz3, Hg) 990.99 (3H,
(3H, d|d) S#638HHE),11021(3BH,242 Jd6.3 BZ)3 Hz®3 (3H, d,
1.21-1]256(8HHzm),, 1188511993 ((EH, mir) , 2.2369- 281T1H1Hn), 2.68
mp983. 4138, 5%)( 18, 7m) (38,669 3. 623018, 40my1H3. BY, (3H57-3.61

, J 618, %8 HzB6-3..92%-3288 ik, 40 5-44909 ((BH mfl, 5.02
J =6.8|Hg);, 3, OYJ G1i, H%) 66282 ( (LﬂqH ad, ydg. 38H§ Hzy.81 (1H,
7-_21(5'*3—)8 7437-7 n), LT4-7.767 (2H ).
whi te ‘Wﬁ%g' r}&gtaglﬁngc }LEHNI}{RCS (CDClS ppn) O 87

Eéi—; d| B- N¥R95H§<§DC113IOPP("QH 0 &6 165, 8. HZT);6 3 i‘@ 0.89
(3H, d| (JH=599 NP 31HZ2 ,(8H20d, (3,204 I633HER) . 0.97 (3H,

1.87-1)94 (@244 3n¥z)2. 0392 ISH(1H, dFb-3. 847, 314@7(‘2H90 (2H,
Moo o3 9494, QL 1Q2H,. 1) , (14,8414, 87 6(1K3HM) 5) , 42989( 1BH, s),
N9 6] 20 36LH,. dr )(1H]. 28 ,( BHS54bB). 577.(38, 740 3( 2B, (B}, d,

7.75-7GLe(BHHZY),. IMBist-a .o@ i(@H24%)- Br.opertliesdof J=7.3 Hz),

Conpound (015)(1iyn Fable72 3 Genpo ePrepenti,es)and  No.

1H NVR| QrGCRCLSy AR 1. 0 84 BHc d, J =6. 8 Hz) ,

N Q0.

U. 0OJ



(6H, d, J =6.8 Hz), 0.99 (3H, d, J =7.3 Hz), 1.01 (3H,
d, J =7.3 Hz), 1.87-1.94 (2H, nm), 2.10-2.20 (1H, m,
205 3.46-3.48 (1H m, 3.61 (1H m, 3.86 (2H d, J
=6.8 Hz), 3.95-4.01 (2H, m, 5.05 (1H, br), 6.20 (1H
br), 7.22 (1H, br), 7.38-7.40 (2H, m, 7.74-7.77 (2H,
m. white solid "HNWR S (CDC13, ppnm): 0.88 (3H, d, J
=6.8 Hz), 0.91 (3H, d, J =6.8 Hz), 0.99 (3H, d, J
=6.8 Hz), 1.01 (3H, d, J =6.8 Hz), 1.41 (9H, s),
1.86-1.91 (1H, m, 2.12 206 § %7 (1H, m, 3.32 (1H

m, 3.71-3.75 (1H, m, 3.80- §°83 (1H, m, 3.92-3.98
(1H, m, 4.90 (1H, br), 6.15 (1H, br), 7.29 (1H, br),
7.36-7.39 (2H, m, 7.77-7.79 (2H M. white crysta

P g%_%ﬁRl@ wggc§3, QIR o E(Bcth 4o B

) J )I

T G £ e TR G ks

teos 3o B 5 Eg% R TR F&Pff J 59% 5156

(1H, (18 o7 - (A+6p1)9° 5 (H,_br P%mr%l' 28, a,

7.24 ([Nxodf Hzksg, %.;&?uw, ) ( A42Q (g™ 1 t 0 (1H,
o1

( ,
sol i d [T NVR 3 (56130 %-.%33 BH, W, J= 6 8 Hz),

0.89 |(@H tel, cU¥Bt8l H2)P- H m, 0.99 (3H

.(@O
=

(

(6
d, J=@ﬂiww® SIMﬁﬁﬂestpﬂ 678 Hz), 4,23=638,HE), 0.85
J=7.8 | &), 4, 86=4.84u%2H, or@a 23@,5 2, li-algi Ay, 2. 68 (3H,
(2H, ZOQ,QJ Z ﬁztt)l 31 5p613, 58 (iit MHz B, 8- @683 95 (1H,

(2H, My 3 (R 3”')38531 1H,
bips 6 é, 155 . dq245L % JH 3 5&54 Z %H ,
d, J=8{ 3 ¢ . SO!Id 159@ 5 m)
(3H, d} 235 % . )3 i
d, J=6 7 oi SH“ 5 g, % N % '

t, =7 ﬁhlﬁ$ s@lid (on Q) 1 g7 1.92 (1u )

2. 12- 2| 18-NMRY, S n()CDC21368p(DQtH a 81J43Hg ﬂz)J §.42H3) 430.86

(1H, m (38, 64,3J66.81Hz) ) (.318161244d, 3786.81kz) ) 0-97 (3H,
3.95-3197 (2H,8njiz) 4. 9400 1k3Hbry, 6=478 HiH, br§5-7.0F (2H,
&iH3 b)), 72240( 26H, di) J=8.38H2) 467,78, fi2H, 3d5633858 (1H,

P2 whint e sobiid31EoNVBES £CPCA304ppn);, ) 835(088, (UH, Jm),
=6.8 Hrk, 20-8826( 3, dn)) 5688-bzdo 0189 &BH, 7d29J(1H, m),
=6.3 Hr}, 31.Q0363Hy dp)J =6.8 Hz), 1.20 (6H, d, J

=6. 3 Hf:)dhijce8z3;§§%é).(ﬁq|_lg)a 233 g 2.07-2.12 (1H m,
ot (o

3-56—2H—m—3: 3 85=3795(2H—j, 486
(1H, q, J =6.3 Hz), 5. 06 (1H d, J =7.3 Hz), 6.25
(1H, br), 6.86-6.19 (2H, m, 7.00 (1H, br) ,
7.75-7.77 (2H, m white solid 1HHNVR S (CDC13, ppn):
0.83 (6H d, J =6.8 Hz), 0.88 (6H d, J =6.8 Hz),
0.99 (3H, d, J =6.3 Hz), 1.00 (3H, d, J =6.3 Hz),
1.87-1.92 (2H, nm, 2.04-2.15 (1H, n), 213 3.55 (2H,
m, 3.81 (1H, nm, 3.84 (3H, s), 3.88 (1H m,
3.90-3.91 (2H, m, 5.15 (1H, br), 6.15 (1H, br),
6.89-6.90 (2H, m, 6.92 (1H, br), 7.75-7.77 (2H, m.
white solid - 245 - Properties of Conmpound (16) in
Table 2 Conpo Properties and No. 'H NWR 6 (CDC13,
ppm: 0.85 (3H, d, J =6.8 Hz), 0.89 (3H d, J =6.8
Hz), 0.98 (3H, d, J =6.8 Hz), 1.00 (3H, d, J =6.8
Hz), 1.41 (9H, s), 1.84-1.89 (1H, m, 2.09- 214 2.17
(1H, m, 3.42 (1H, nm, 3.62-3.65 (1H, m, 3.83 (1H,
dd, J =6.3,7.8 Hz), 3.84 (3H, s), 3.92-3.99 (1H, m,
4.94 (1H, br), 6.19 (1H, d, J =8.3 Hz), 6.11-6.91
(2H, m, 7.03 (1H, br), 7.76-7.78 (2H, n).



white solid 'HNWR 6 (CDC13, ppn): 0.88 (3H, d, J =6.8
Hz), 0.91 (3H d, J =6.8 Hz) . 1.00 (3H, d. J =6.8
Hz) , 1.02 (3H d, J =6.8 Hz). 1.19 (3H d. J =5.9
Hz), 1.21 (3H, d, J =6.9 Hz), 1.88-1.92 (1H, ),
2.13-2.18 (1H, ), 3.41 216 (1H, ), 3.70 (1H ),
3.86-3.90 (1H . 3.95-3.97 (1H, n), 4.81-4.87 (1H
M), 4.99 (1H, br). 6.19 (1H  br). 7.44 (1H, br),
7.67-7.69 (2H, n), 7 89-7.95 (2H, m) . white solid
1H NMVR 6 (CDC13, © 0.8944gH. d, J =6.8 Hz), 0.91
(6H d. 3 26.8 Hz). " oo (3H°8, 73 =7.3 Hz), 1.02 (3H,
d, J =6.8 Hz), 1.88-1.91 (2H ), 2.20 (1H n), 3.45
217 (1H. n), 3.65 (1H m), 3.82 (2H, d, J =6.3 Hz),
508223590 (3H. o codp 8513, 977 1t mhans. 20 (1K, 00,
6.35  (1H, Uin 7.67-7.69 (2H, m,

7.93-7.95 (2H nm. white SO|Id 1H NVR 8 (CDC13, ppm:
099 (3H d J =68 H) 093 (3H d J =68 Hz)

Gompe (BRroReryies. 8 Hz), 1.02 (3H, d, J =6.8 Hz),
and1 (OH, s), 1.88-1.90 (1H, n), 2.16 218 2.17 (1H
%p, 3.85 (1H, n), 3.80-3.84 (2H, dd, J =6.8 Hz), 3.98

E)r1;'| f7T) @Hg‘l\lMFB% ééeﬁcmr)p%ﬁ 250(@17' fgﬂ) ;{ 456 . élﬁé*z o 87

solid L R §3 (Z§gpn%: o2 %(gﬁ,gmb‘?’v\gi 3%

b Eay 3%? =,
> $1

go
)5%1
33 7hH3.BY-(1H, ),

( 5 .7
1.24 (R g 50 1
(1H, ) % 3% o7 3 86- 3. 89
(1H, nrwmqt%?so 5d6 397 (1H ny 483 (1H_q_ 1 =6 3
Hz), 4| B7-NMPH,8 biODC1:6. pPm{ 1HD .82 1347, 8, HIF6.7.B5), 0.83
(1H, bfY3H7.d1-J-848(RH), 0)967(98, 7d957¢2E5 my), whi 9@ (3H,

solid [L& NMR6SB(H'IDC13:L.2@M(3HO.90 066, 8diHzyY, =Y. 83Hr) 93 (1H,
glgg eH, 2,03-2608 Kkzk, @)992(3H, (g, Is¥Fp. 8. 42I3.49 (1H,
(%ﬁ;, d.59-3668 kzy, &) 943(&H-30p2 21Q5 @ 173(d4.3. 97
B3(1821m( 1Hy 0b-431%4 (£AH m F}n 531§2é é 17 (1H, d,
-6 8 Zb=7388ﬁ22( Bl 3. 6~]4'_r6 §HHZ g #]f
? 7157, H,

[4

H

620 (14,100 cpo521 (AR bed 4rcTL 7 5 OH” oy

ppy ;DY %ﬁi %ifTDCJl%ePerle% él §38¢6H; 0= 3—82@ 0.88

Hz), 1 GQHS d=638=528, r&g (34, (9gH, I=6)3 HzBe 1.9} (

(1H m d/29%4-8. He) ¢ 11 2Ry (38, 28, (Im5- 828z, 1.23 (3H, d

3. 81- 3| 836( 3HHzi) 1389513997 LR, mi) , 240882( AR, (1Br)m), 2.48
(
¢

|_a

6108 LmaHbr;),7358663Hg9bﬂlﬂ,7m68-Z,Ba—ezaa ) H, m), 3.86-
7.94-7|979¢2H1HM m)wWhiBt ©6s8l. 08 {1847m) , Propertiesd ofH, m),
Conpound.(37) 1un dablieg?23s @emp06PeepeuHLea,aud7.Bsz), 6.39-
1H NWVR| 8. ¢€DC18, RPM 7.039%163Hq)d, J =6.8 Hz), 0.93

(3H, d ;6. érl;'é)call m08. (§b|7 de cJ =6.8 Hz), 1.03 (3H

I

o3 =63 (61‘[ d 1723 I‘l

=5.9 Hp 5 qﬂ%%sal 3(31prﬁ% %3 2"3%‘0 6 ﬁ)ﬂg 6 91

224 (1R, 3Hy d3 FéfH 9§3 Hggd¢ 2@ 7 g0 %95 (31,

(1H, ¢d, J=233H 140 6 é gﬂ J56~8 ﬁzpu)l ﬁ39é 93 (ZHI

Q1U7 :my, Q @Q (1H, ), 312=863 | Y, 7,62 -¢%H3-pP) (1H, m),
700-8 635662H67n) 1Hg. 26 83280¢3H36n)(2Hwhint e SoBBd3.95 (1H,
H-NNR 8) ( CBC23-4ppr) (16, 91) (685, 28, (1H7648 Hzy,.81HO0, 6.24-

(6H, d|6J2866.(8HHz),),1603066H41d,(13,=6.)8 FzpPs 1188-h)93

(2H, M wh2:37c2y2@a(lk. pn) 213.36¢(1H, m), 3.74-3.78

25 (1IH, ™, 3.83 (2A, o, J =6.3 Hz), 3.87-3.90 (1A,
M, 3.97 (1H dd, J =5.9 Hz), 5.03 (1H, br), 6.16
(1H,




br), 7.59 (1H, br), 7.99-8.02 (2H, n), 8.26-8.28 (2H,
m . white solid 1HNWR 8 (CDC13, ppm): 0.91 (3H, d, J
=6.8 Hz), 0.95 (3H, d, J =7.3 Hz), 1.00 (3H, d, J
=6.8 Hz), 1.03 (3H, d, J =6.8 Hz), 1.41 (9H, s),
1.86-1.91 (1H, m, 2.18 226 2.21 (1H, m, 3.20 (1H,
m, 3.82 (2H, t, J =6.3 Hz), 3.97 (1H, m, 4.87 (1H,
br), 6.13 (1H, br), 7.67 (1H,  br), 8.02-8.04 (2H m,
8.25-8.29 (2H, m. white solid 1HNWR S (CDC13, ppm:
0.84 (3H, d, J=6.8 Hz), 0.90 3H, d, J=6.3 Hz), 0.99

(3H, d, J=7.3 Hz), 1.01 (3H, 84,7 J=6.8 Hz), 1.21-1.25
(3H, m), 1.90 (1H, q, J=6.3 227 Hz), 2.10 (1H q,
J=6.8 Hz), 3.92 (3H, s), 3.94 (3H s), 3 88-3.94 (2H,

m, 4.[04-fmi3s ?&‘bcﬂ? ;ﬁmla & GHL J1 J—@}%6H(23>H 0 92
‘(j’lHJZE & 1 ) -%18( 7t78C|%$r ép3% %1'8' H 'd‘ "ﬁ KLY
' & 8 t
(CDCL d;%o ﬁ? _ Bl -

1@ 8 |1 '( 4 §' ;
J=6. 8 H' ‘3d09J 72 ' "% 3 53
Hz) , 1391'361 (élé*r( fﬁi ﬁl) é‘l '
(1H, mM5-B3o%-12 6<01 fm 6 230”56724?- 0LH 2/) / n)6 68 348 br-
3.92 (|3thity cr t9341(3THPs)183@232 (1H br) ., 6. 86

(1H, [du-3mR. 8 Kzpcly, OdprfilH, 0 b8, %34&7&65(81%2)[‘@,0.92
7.44- 71 #p, (dH o 49.8 whiite crost@s, m,p.J=s12 #G) HONWR (3H,
3 (CDA1B, RpMs sz),ﬁ 1(62'1 dn J=6. S &901 (265H 3, d,
1=6.8 \He)g .93 (3 3d, (5.8 Hg. 8111% %HssJi 9b—7 3, m,
o Y aora=pat ity My 2.8072 &4 (1, 022010 (26, n),
%@53- 84 :5@( ot 453-2633 @%43‘3%@(— los (2m,
(1H, d,m)3=8.38§?z 50, 0 T - 00 7y PG (1& -5 (1H,
7.43-7.95 (AH > ) LEnREk sof id 1H NWVR 3 (CDCL3, ppn)
0.87 (|3Hhiee =68l AR 0190 ° (8H, d, J=6.8 Hz),

099 3H—d %—7."1‘42?, 0Ot 63 L IT67 8- d 5dy 3% o1
oH, s) H-Mfg Sy (65CRa1y PRV 20137 2410 Ay %8 )

(3. 68-3)1711H%£2+ ﬁz6 %él?%ﬁ‘élﬁ’“m r g zﬁ?dl' (O98 (3H,
m, 3.9 (3F6-8)Hz B, 92 %%H(G%%#dﬁ 37 - 9(1fHﬁ>rb &, g8l t
3(71H d| J9&88 3Hpk) , 178421 (M, (Bp) mi7, F-12-Bgl HHmm 2.70
1hE_ 7] 48H( 18], n}.OWhdt @9s6RHd m) 249. 397 ofer tits fb)fr 3.53-
Conpound. $d8)1Hn mabl 8. 23-Bofpo(Fopertiesl@ntlHNRr), 6.14-
“H- NVR 8. (€DC18, ppm) 6-66. 85H( 3bk) d, J=6.8 Hz), 0.90

(3H d wH%ﬁe&:i‘%staD:919.(33Hl86|,63@7.3 Hz), 1.01 (3H,

d, J=6/8 Hz), 1.23-1.25 (3H m), 1.87-1 91 (1H_ )
2.12-2.14 (1H, m, 2.52 (1H, t, J=2.4 Hz), 3.58-3.60

231 (1H, m), 3.88-3.89 (1H m), 3.94 (3H s), 4.10

(1H, g, J=6.8 Hz), 4.81 (2H, d, J=2.4 Hz), 5.01 (1H,

br), 6.18 (1H, br), 7.01-7.04 (2H, m), 7.33-7.35 (1H,

m, 7.46- 7.47 (1H, m. white crystal mp. 215.3C

"H-NMR S (CDC13, ppm): 0.86 (3H, d, J=6.8 Hz), 0.90

(3H, d, J=6.8 Hz), 0.99 (3H, d, J=7.3 Hz), 1.01 (3H,

d, J=6.8 Hz), 1.21 (3H, d, J=6.8 Hz), 1.23 (3H d,

J=6.8 Hz), 1.87-1.92 (1H, m, 2.11-2.16 (1 nm, 2.53
232 (1H, t, J=2.4 Hz), 3.48-3.51 (1H, m, 3 58-3. 60
(1H m, 3.89-3.91 (1H m, 3.94 (3H, s), 4.80 (2H,
d, J=2.4 Hz), 4.85-4.90 (1H, m, 5.00 (1H, br), 6.17
(1H, br), 7.02 (1H, d, J=8.3 Hz), 7.10 (1H, br),
7.33-7.36 (1H, m, 7.46-7.47 (1H, m. white crystal
m p. 203.2C




1H NWR

(6H, d,
d, J=6.

S (CDC13, ppm): 0.86 (6H, d, J=6.8 Hz), 0.90
J=6.'8 Hz), 0.99 (3H, d, J=7.3 Hz), 1.01 (3H,
8 Hz), 1.87-1.93 (2H, m), 2.11-2.13 (1H m,

234 2.52 (1H, t, J=2.4 Hz), 3.59-3.70 (1H, m,

3. 82- 3.
Hz), 5.
Hz), 7.

94 (4H, m), 3.94 (3H, s), 4.81 (2H, d, J=2.4
09 (1H, br), 6.19 (1H, br), 7.02 (1H, d, J=7.3
06 (1H, br), 7.33-7.35 (1H m), 7.46-7.47 (1H,

. white crystal mp. 197.8C "'H NWR S (CDC13, ppn):
0.88 (3H, d, J=6.8 Hz), 0.91__(3H d, J=6.8 Hz), 0.99

(3H, d,

J=7.3 Hz), 1.01 (3H,°%8 73=6.8 Hz), 1.42 (9H

s), 1.86-1.91 (1H, m) 2.13- 2.16 (1H, m, 2.52 (1H,

t,J2

4 H), 358 3.60 (1H, 235 n), 3.88-3.90 (1H,

br) Oﬁ%gg F éo‘%‘é‘(é’% 1#?8 l“%%bgz)r%)‘l gzléll(_'lH,

br), 7.

36738(1H m, 746747 (1H, m). white

crystal mp. 162.1C 238 1HHNVR 8 (CDC13, pm : 0.82

¢&tbod,

PdopértBeslz) , 0.84 250 (3H, d J =6.8 Hz),

On88 (BH, d, J =6.8 Hz), 1.00 (3H, d, J =6.8 Hz),
1602 (BH, d, J—68Hz) 181(1H m), 192(1H m,

2. 15 9 1

4. 00- 4 05 36;3%51'& 1 %ﬂé aE % g

(1H, br %‘ ( '1

8. 33- 8| %5; o Z>7(: rﬂ Mf?%
gg?gls 1. 808é5 BH“ 1H 0.8

6. 10&H 391'&638 %Z % 3 (8HL Ial J3 62366
=6.8 Hz lea 8y, (©H805§% 83, 91&1 9 (21H39 .9, {dHp3m), 4.92

2.13 (1L

HLHm) br3, 56. 12H6. i, (BH76n(dHe- h§, (BH8008) 83

(1H, mwh#t80cdy68aliHn.p),19788°C1H, br), 6.24 (1H,

br) 6

77(1H hr\ 7A17'—?R('2H rﬁa 7. 61 (1|—|m

7.63-7
crysta

bm(ba_ms MCDCRL35p0mb; 6,83 +3H8 #iz) J=@hBt Bz), 0.90
(AHlp. d217=6C8- H251 0.V opdhties &F6CBMpolNdO. '98 (3H,

(19) indTabké.2 HEpPPO.PrepeRdi ¢3HanM) , Nb. 38 LKPMIMVRsB, 1.85-

( CDC13
1618 H
=6. 8
=6.8 H
241 3.

=6. 3, 8

1ppW) (18, 88) ( 3B, 08-2J136( BHHzh) , 038899¢3H52d(2H, m),
1)358@-—919@3&121-1(;1,mﬂ,:@~89l—'|1)141(93,(13l'|, 5d12J(1H, br),
5.23. 17u(3br)d, 6J7E6 Bubzdr) 1. 487036, 79, (4, m), 7.32-
7)7 33.99u1. 95 . (1H, , 2.10-2.17 (1H, m, 3.59

ol LHoetkn 4. ggtgw nTh, $39136dH dd, J

FZ), 5
(1H, br)
7.92-7
230. 8C

1133 ¢
(1H,
3.91 (

01 (1H "m, 4.84 (1H q, J =6.3
03-n r!qéHs 13@13 %m(lHo Bk, éH—8d8 Hzk. 87128, 0.90

G e g5
;2 i %ﬁﬁ%g T gi m

(184273, 6% - @JH,(1Fy , b3) 806¢ 34 3mpy) 6.83 (1K,

:LHr dd7-32-2633, 118, H&) - 4. 00- 4. 01 (1H, m, 5. 11

(1H, bipale. y2llevHcryskal?. 2op( 1M48bPYC 7. 51-7. 57

(2H,

7.84-7.89 (3H my 7.01.7 94 (1H n) 8 34

(1H m HmﬁMReiicf@/@@hi, mp;m ':296 83C (BH. NWR 8T=(6GI§CII3,), 0.90

Q386 @3HJ=6,.8)H=6., 8.8F) (3HO. 89 JEBHS dz)J) 9698 (3H,

'.au, (034, sd 2] ,=1..3 3HABH, 1d03JEBHS He) ,J 1=203 (3H, d,

HZ)1’8 1)4L6(9HHZ9),, 11 490-(bu94) ( 1H,. sm)-1 . 321141H2 &7 ,(2Hpg-2.13
ML83. 47 161Hm 3 383, %77fiz(qum n)a 8684 243 (234"' mdd, 4.84-
é;??ﬁé?g } “%8 %)%%?13 (1@ % %1?8é57'm 6.72
(2H ) Frgfly ? Hﬁl/r% 516155285 HéH 8. 36

(AH ) S & aed 14“%—6—6@9@3—&&#)—9—8@—%“
d. J=6.3 Hz), 0. 84 (3H, d, J=6.3 Hz), 0.95 (3H, d,

J=6.3 Hz), 0.96 (3H,




), 1.23 (3H, d, J=6.3 Hz), 1.26 (3H, d, 246
1.70 (1H, br), 1.81-1.95 (1H, mn), 2.21-2.30
.38 (3H, s), 2.81 (3H, s), 3.46-3.53 (2H,
. 02
.6

3o5e

(2H, m), 4.89-4.94 (1H, n), 7.19-7.20
8-7.70 (2H, m. white solid 247 'HNWR S
m: 0.80 (3H d, J=6.3 Hz), 0.85 (3H d,
=6.3 Hz), 0.94 (3H, 252 d,
=6.3 Hz), 1.85-1.98 (2H, m),
3_ 2.84 (3H, s),
(2H, n), 3.84-4.0 ?3)4? n, 6.44-6.46 (1H,
(1H, br), 7.19-7.21 (2H, n), 7.67-7.69 (2H,
e crystal 1HNVR S (CDC13, ppm: 0.76 (3H, d,

[ SR ST

HZH) NMR &1 (C8Hl;, dppd¥F6. 8. 812) (30, 99; 0595, é6fl=rh mo.90

(OHBHS) 4, 24§ 1.q5y 1. @5962t‘!3HIT)d 2738 $3kh) S)o.98 (3H,
(BY, $}6.3.44)3. 6042 M ¢, 3585-8. 95, (2H '85]:)1 90 (2H,
( bé)@ﬂzlﬁ %11" rﬁ) I3843- f'z z% 5 (pH 3d8% 3.91
d
6

T ,Jgg ;
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l A HEES tal; Ibqpo 8p4-91% ) 2 38 (3H )
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ite, soked3-H253 1. Poopenties ofeCdnppundl (20)1i90 (1H,
ng#e Pm) CoppooProper ties mnd 3No1-31LkbNMRi6 (CPCI3g6-3. 91
b 95: (O<§1@ (r%ié-i, 6913923263130% (g'_gfﬂ-%%% Igl%,J-rﬁ 3 EHZdes (1H,
: dg 630 5 -

(3H, o mI=6¢3cht) 1l 2b 30 o 525t 3)Hz§|,Z §-6%

(1H, Sﬁ:h%ggsggg,ﬁggu& @8%2%2(; 2.30 (1H m), 2.38

r\’) (D] m

ANPRPCO~EONRF G wiN
3> iz 3w

1

(3]I-H1 MR 8. (@HC3:53pp@H; Onfd 33B6-d, 02=6281, Hm), 0.90
4

|

\

g

I
b

\LII II,

i NMEY S iCDCEs10PPbe PoRE pH, 78447=9: B1HEBH O 90
.586W 79/ géﬁﬁ M) Hz7, 98. 96963 2H3 ny=6 - dhliiz ke, &I PY (
br) 1. 858D. PBH(2W, L6, B.#RY2. D2 8OLH, e,
3Jé8 82I=Hz)m 0. 9584 3KRHd, dJ=6=8. Biziz) 0. 988¢3H, 90 (2H,
8) Hz}, 92. 13H( 36) , d5. JZ6(1HHzN) , 16 203¢8H)6 d{1H, m),
H6) 251 (82, 1nB/ 616B-6)592(0H; 2nlD 6160 ME, 2nBH 6. 69—
He. 3D, (3H45mB.49 (1H, m), 3.57-3.65 (1H, ),
. 93- AwROté2HryBraldn7g-4180.¢18, m, 5.41 (1H br),
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6.95 (IH, Dbr), 7.1I7 (Z2H d, J=8.1 Hz), 7.36 (1A —Dbr),
7.68 (2H, d, J=8.1 Hz). white solid 1HNWR 6 (CDC13,
ppm : 0.80 (3H, d, J=6.3 Hz) , 0.84 (3H d, J=6.3
Hz), 0.95 (3H, d, J=6.3 Hz), 0.96 (3H, d, J=6.3 Hz),
1.23 (3H, d, J=6.3 Hz), 1.26 (3H, d, 261 J=6.3 Hz),
1.70 (1H, br), 1.81-1.95 (1H, m, 2.21-2.30 (1H, m,
2.38 (3H, s), 2.81 (3H, s), 3.46-3.53 (2H m,
3.96-4.02 (2H, m, 4.89-4.94 (1H, m, 7.19-7.20 (2H,
m, 7.68-7.70 (2H, m. white solid 1H NWR 6 (CDC13,
ppm: 0.80 (3H, d, J=6.3 Hz), 0.84 (3H d, J=6.3 Hz),
0.95 (3H, d, J=6.3 Hz), 0.96 (3H, d, J=6.3 Hz), 1.23
(3H, d, J=6.3 Hz), 1.26 (3H, d, 265 J=6.3 Hz), 1.70
(1H, br), 1.81-1.95 (1H m, 2.21-2.30 (1H, m, 2.38
(3H, s), 2.45 (3H, s), 3.46-3.53 (2H, m, 3.96-4.02
(2H m, 4.89-4.94 (1H, m, 7.19-7.20 (2H, m ,
7.68-7.70 (2H, m white solid 1H NVR 6 (CDCL3r ppn):
0.80 (3H, d, J=6.3 Hz), 0.86




269 (3H, d, J=
(3H, d, J=6.3

3 Hz), 0.95 (3H, d, J=6.3 Hz), 0.96
He

d, J=6.3 Hz), 1.
(1
(2

) 3 (3H, d, J=6.3 Hz), 1.27 (3H,
7 , br), 1.81-1.95 (1H m,

H m, 2.38 (3H s), 3.46-3.53 (2H,
H m
5

=

—~
=
TN

2. 21-2.32 254
M, 3.96-4.02 . m, 4.89-4.94 (1H, M), 7.19-7.20
(2H ), 7.44- 7.51 (3H n), 7.68-7.70 (2H, ),
7.95-7.96 (2H, n). white solid 1H NVR S (CDCL3, ppn):
0.73-0.76 (3H m (3H, d, J=6.8 Hz), O0.90-0.92
(6H, m, 1.00- M, 1,98- 274 1.95 (1H ),
.39 (3H s), bry,>3°59-4.09 (6H, ). 5.05
(1H, br). 6.48-6.50 (1H, m, 6.75 (1H, br) ,
7.21-7.23 (2H m, 7.67-7.68 (24 m white solid

D 43563141 1.89-1. 94
(ZHNLVR pe h‘ﬁs(%ﬂ @53“?08 do18o5e: %2%%1‘923 94-4. 08
576 (2H, n), 5.06-5.09 (2H ), 7.10-7.35 (5H, n,
7.60- 7.70 (2H m. white solid 1HNVR 5 (CDC13, p

S PE

m
7

n
Colpd 7| £8bbedrids6. 8 Hz) , 0.80 (3H, d, J=6.8 Hz),
dn@1 (BH, d, J=6.8 Hz), 1.17-1.22 278 (6H, m,

4690- 2 03 (2H, m), 2.39 (3H, s), 3.25-4.25 (5H, m.

485 (L 6.8, 1Bpkdt: omBs [382- &, 24=6(8HHzM , 0. 90
7.65-7 W ° BL? 9p3;' bd - 3?—15501 E’L@p@fﬁkﬁs of 98 (3H,
Conpoup ]('I n gpo E’roge ngs gnq H m), 2.10-
1§ (o gg g
(3t d) 232 8068, ies@m?i}?e S
J=68- ﬁ&y3 QO ézﬁsHm g) ; § 3é § % 97 . s
279 3. 66-08H,( 1y, M3, 6P-817d 13 Gé 8410 1Hm ’
m, 5.16-62H,(18r) m6. £56P1H1 5“ 7 22 7.24 (2H, m,
7.65- 7whZte2Hrvsicalwm e J6I8- & fH NVR S (CDC13, _ppn):

0.77 (3Es1aMs)™6: 85BE), 0.81 (3H, d, J=6.8 Hz), 1.01
(1é|%6 d)| w368 sida)id 1.93-1.99 (1H m, 2.01-2.04 (1H,

2. 8HL§M'R §)J§36§c§4 S 28 E(51H3HT) d,3.5%.3 56), 0.91

(1H n) 049408<3 1H, brs. 85H30-,5.0108 (3H,
(2H, H?J (31:}:. oy ﬁ% J9) .8 BA7- 4 3% (5H, 4,

. Myie s0 'qH m)
§3é¥93 é%ii H, m)

vm%

n, H;%Z
]1|-1-3N1VR
(3H, d,

1”)96 6-% '= ?8';1%)1
Lo m 4]1 1 L ]4928]1 H, br

(
H 0l
283 3. 98/”(11% %ysmabg 413 (1H m A.81-4_88 /1.u

M),  5.[32-(MA, od,(CDEB1 bl : 60788 (LM, o, JE86 18 HB3), 0.92

7.19 (2Hud,d,)=8=4.¢zz) 7. B¢ 1BHbrd, IJ=q®B (12H,, dl.01 (3H,
1=8. 1 kg) JmmeH@pjlg a3k NMRs S({ICDGLB, Dpig=2 OLB1(1H, m),

(3H, d QH90m 0. 935463* se) (14, 1R) {34 9@:3.96 (1H,
JEB34 H g 42 £5- 21}43 KdH 0025380 (1H,
3H, s)} E ?gg 368§73(P/12}€1Harm 7.42-7.45
4. 09- 4. 1‘22&1

680 1 M op 22 tHpnthm

1=8. 3 H} 6‘“60 gég = '7 20 (2H, d,
=8 1 1§e9@ry lhr\ 7 70 /ou

~

=Y I»d\

\../

Q.

Ahi t e soﬁi MR NME 05 1CDERS) : pfrfl 6383 d: 98- éi% Hiz})y 084
1.19-1. P@3H( 68, OF6.3. 859 1. 51922H3Hm)d,1J6£1 3.02) (104 98 (3R,
), 2.0Bd,294628142(1H1.apP-12238 (6BH, m&) 13821113%8 (1H, m),
1Haem | 2305423088 (G&H, my),, 337873( &8, (@H, 0+6.3,78-3.93 (24,
), 4. 1@,74 gslg(wﬁ Mb) 4. %6961I-d,1m, bd56. 3.BE)7.58041H, m),
1H, br 4137392565 @), 7.41-7.45 (1H, m), 8.20 (1H, br).

whlte solid




(1H, br), 7.11 (1H, br), 7.22 (2H, d, J=7.8 Hz), 7.70
(2H, d, J=7.8 Hz) . white solid 1HNWR S (CDC13, ppn:
0.84-0.96 (18H, m, 1.35-1.50 (2H, m, 1.65-1.75 (1H,
nm, 1.88-1.94 (1/2H, m, 2.05- 2.13 (1/2H, m, 2.38
(3H, s), 3.43-3.53 (2H, m, 3.64 (1H s), 3.82-3.93
(2H, m, 4.16-4.22 (1H, m, 4.77 292 (1H, d, J=8.3
Hz), 5.13 (1H, br), 6.16 (1H, br), 6.96 (1/2H, br),
7.09 (1/2H, br), 7.23 (2H, d, J=7.8 Hz), 7.70 (2H, d,
J=7.8 Hz). APCI-MS Mt: 433_ 3white solid 1HNWR 5
(CDC13, ppm: 0.85-0.96 (12H, m, 1.36-1.47 (1H m,
1.68-1.73 (1H m, 2.07-2.13 (1H m, 2.38 (3H, s),
3.36-3.64 (3H m 3 81 (1H dd, J=6.3, 7.8 293 Hz),

4. 18- 4.'B3 NMEHS rEPCA; 92%e@mP6 ( 18H)-01) 96 6( @4 6u08 1 (T4 1.37
m, 7.18K1Hn) br),05-2101 268 dmI=8 A HD.,547. B, @H 3.93-
d, J=8.38 ¢¥%) (1mhide, solighs. 2b7(n Prnqpemlae&@f% (lH m) ,
ouned ﬂzmn Jap) 66260 Cpﬂ-po ﬁfopefuse& and gy 797

Bl i AT TN L % (o

—d—3=6- 152
y T; uu raymn

I—z0 (O JZ I

294 1. 65* NMF 8 1ADCky, P 20 19074180 nf 6H g . 51 579-1. 36
(2H, ) (913, gn) 3. 9209134 16n (11, opk ,4 IALFH 54 (215, 30, 3.92-
(1H, [b¥)966(18 (MH, Hr38-4.3b (HUH, ™rs)d-8R40-90 40LH, m),
YBH mS5.09. TH7. @)L (AH0 mlHmhite trastal3am plH,208.,40 .56
1H NVR 61K CDC137=Pppsn)Hz 0, 8B. §BH 11, d6.8-Hz), 0.8B8iz), 8.02
(3H, d, (Us6.8d Hz)=4 00 947 (BHizx, J=6.8 Hz), 0.99 (3H,

d, J=6.#h1+&d,cdydOal.®6p (3HsmMsc1.48-1.60 (2H, m,

3

295 1.60-1.63 (1IH, m, 2. 11-2.15 (IH 1y, 3.49-3.60
(2H m, 3.87-3.91 (1H m, 3.99-4.10 (1H m,
4.84-4.87 (1H, m, 5.05 (1H, br), 6.18 (1H, br), 7.11
(1H, br), 7.40-7.48 (3H, m, 7.79-7.81 (2H, m. white
crystal mp. 212.9C 1HNWR 6 (CDC13, ppm: 0.83 (3H,
d, J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.94 (3H, t,
J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.12 (6H, d, J=6.8
Hz), 1.17-1.20 (2H, 296 n), 1.75-1.98 (1H, m,
2.11-2.15 (1H, m, 3.51-3.58 (2H, m, 3.81-3.83 (2H,
m, 3.90-3.92 (1H, m, 4.02- 4.06 (1H, m, 5.10 (1H,
br), 6.18 (1H, br), 7.09 (1H, br), 7.40-7.50 (3H m,
7.79-7.81 (2H, m. white crystal mp. 183.2C 1H NMR 6
(CDC13, ppm: 0.84 (3H, d, J=6.8 Hz), 0.89 (3H, d,
J=6.8 Hz), 0.93 (3H, t, J=6.8 Hz), 0.99 (3H, d, J=6.8
Hz), 1.21-1.27 (2H, m, 1.41 (9H, s), 1.63 297 1.70
(1H, m, 2.11-2.15 (1H, m, 3.40-3.49 (1H, :
3.64-3.70 (1H, m, 3.82-3.85 (1H m, 4.03-4.06 (1H,
m, 4.97 (1H, br), 6.18 (1H, br), 7.26 (1H, br), 7.39-
7.49 (3H m, 7.80-7.83 (1H m. white crystal mp.
166. 6C 1H-NVR 6 (CDC13, ppnm) : 0.78 (3H d, J=6.8 Hz),
0.91- 0.94 (6H, m, 0.96 (3H, d, J=6.8 Hz), 1.14-1.22
(4H, 298 m),1.47-1.57 (1H, n,1.61-1.70 (1H m,
2.10-2.17 (1H, m, 2.43 (3H, s), 3.47-3.59 (2H, m,
3.93 (1H, dd, J=6.3,8.3 Hz), 3.97-4.04 (3H, m, 5.16
(1H, d, J=8.29 258 Hz), 6.48 (1H, d, J=7.8 Hz), 6.55
(1H, br), 7.15-7.23 (2H, m, 7.28-7.30 (1H, m,
7.33-7.35 (1H, m white crystal mp. 189.8C 1HNWR S
(CDC13, ppm : 0.87 (3H, d, J=6. 8 Hz) , 0. 91- 0.94
(6H, m, 0.97 (3H, d, J=6.8 Hz), 1.16-1.23 (7H, m,
1.50-1.56 (1H, m, 1.64-1.66 (1H, m, 2.11-2.16




(1H, m), 2.44 (3H s), 3.45-3.51 (1H, m), 3.59-3.62
299 (1H, n), 3.91 (1H, dd, J=6.3,8.3 Hz), 3.98-4.04
(1H, m, 4.77 (1H n), 5.05 (1H, d, J=8.29 Hz), 6.39
(1H, d, J=7.8 Hz), 6.56 (1H, br), 7.15-7.20 (2H m,
7.28- 7.30 (1H, m, 7.34-7.36 (1H, m. white crystal
m p. 205.0C 1H NMR 8 (CDC13 ppn): 0.87-0.97 (18H m
, 1.17-1.20 (1H, m, 1.50-1.54 (1H, n), 1.65-1.67
(1H, m, 1.80- 1.90 (1H, nﬁ922 05-2.15 (1H, nm), 2.44
(3H, s), 3.49 300 3.56 (2H, m, 3.75 (2H, br), 3.92
(1H, dd, J=6.3,8.3 Hz), 4.00-4.02 (1H, m, 5.15 (1H
d, J 8.3 Hz), 6.44 (1H br), 6.54 (1H br), 7.15-7.20
(2H, m), 7.28-7.30 (1H, m, 7.33-7.35 (1H n). white
Pre@@yéF&anEﬁfamPé:?SS@nd 255t Epagpdesi es of Conpound
(d&ln Table 2_ Conpo Properties and No. 1HNWR S
AST0p ﬁ?r'0988P€§PF18n §x6mBlFE)ané §¥ng1659p6H,

ac1n£ 1%¥)% % Ex%mgieﬁlﬁfHﬁ%ngfqgge% é%c%fglnqﬁto'%he
invEnblof Bhel dtirradels (1 B Sad%HE SRarpi%e o0,
w%%%@%#%%&ﬁ”%%@%%m

7.35-7.37 (1H, m. white crystal mp. 179. 1ClH-NI\/R5
(CDC13, ppm: 0.82 (3H, d, J68Hz) 0.87- 0.94 (6H,

Pre%hraglgﬁ @&aﬁpl@ 131@0@d 1.16-1.23 (4H, m,
1.54 (1H, , 1.64-1. 7 (1H,.m, 2.07-2.08 302

(1f|p@it82@§7céﬁbb§hd Ro5338. 8Rd( 3kl pAYts3092c3aYbwere
(1M M. 4.02-4.10 (3H, M), 5.24 (1H d, J=8.3 rP)
uniffo4B1l@1hixdd 3n8. §ridihd Fo0GbtLHN bbWHer7c%hféﬁﬂin@25

m, 7.54-7.56 (1H M, 7.62 (1H m. white crystal mp.
thel80t5€el HnNWRA5 eh®BCL3, ppm): 0.82 (3H, d, J=6.8 Hz),

0.88 (3H d, J=6.8 Hz), 0.92 (3H, t, J=7.3 Hz), 0.98

(3H d, J=6.8 Hz), 1.14-1.26 (7H, n), 1.50-1.56 (1H

m, 1.63-1.68 (1H, m), 2.06-2.11 (1H n) 3.54-3. 57
Prepppat30s Exageseg 2hA etga@ée(Pde@d .3,8.3 Hz),

4.03 (1H, IT%482489 1Hn)7513 1HdJ83

FE}O %aﬁﬁs ? FFOEPOHQQ §0ru§4 B8PR I S ef)ka¢128471§1

g nLh . é % 7.62 (1H,
pargsy of o ihith .Céé o§ca FjI-RII\/Raﬁt(SCBél alﬁﬁfﬁ“ aéks"}bﬁr@?ne

18H 1.1 1.50-
Sul%oggtin%§r?lﬁnlﬁfrmgYS&ledgénélﬂrond §°O§g§af§ peftable

44, (3 04 3,586 (2
poufls £yt Eprtyge’ sn 528, 33 Rs) BOYR. £0BE 3 Do 0% o
6.44 (1H, br), 6.54 (1H, br),
the a%glgé26n95 él%f%s7 28-7.30 (1H n), 7.33-7.35 (1H
M. white crystal mp. 183.8C 1HNWVR S (CDC13, ppn):
0.84 (3H, d,J=6.8 Hz), 0.89 (3H, 305 d, J=6.8 Hz),
PrePafit(Shl EkaF#IZ 3 hmkttgbﬁg p3Hdedy J=6.8 Hz),
1.17-1.24 (1 1.42 S,145157-26O (1H,
mM20 lpHed. 66 ¢dmbo@ﬁd ﬁoO7122123(§£kt§?®f2c§1c1&§H
s), 3.46-3.50 (1H n), 3.61-3.64 (1H m),
alkgtlbed=z6nd, BuBfbapres. 60pdr@6 6IH n) 5 02 (1H d,
J=7.8 Hz), 6.33 (1H d, J=8.3 Hz), 7.13 (1H br),
polyogyeTh@lef@hbnylpieb§l7ebBeflbindny 27pabds( b, whlite clay
white crystal mp. 161.9C 1HNWR 5 (CDC13, ppm) : 0.78
wer¢ 3pnpiforgte. Bike) an0. 85ound8HrodpbiaBn8wkizkab0e9powdklr in
t, J=7.3 Hz), 0.96 (3H, d, J=6.8 Hz), 1.14-1.24 (2H,

the pform ag. EHSﬂOETH frpe BOBAerogoRteyning, 2AF, of. 8be
(3H, s), 3.49-3.50 (2H, n), 3.55-3.66 (3H, M),
3.89-3.90 (1H, n), 3.99-4.01 (1H



m, 5.14 (1H, br), 6.28 (1H br), 6.92 (1H br), 7.19
(2H, d, J=8.3 Hz), 7.66 (2H, d, J=8.3 Hz). white solid
- 261 - Properties of Compound (24) in Table 2 Conpo
Properties and No. '"HNWR S (CDC13, ppm: 0.79 (3H,
d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.91 (3Ht,
J=7.3 Hz), 0.96 (3H, d, J68Hz) 1.19-1.24 (5H m
1.48-1.51 (1H, m, 2.04- 307.2.07 (1H, m, 2.36 (3H,
s), 3.52-3.56 (1H, nm), 3786°3.90 (1H, m), 4.00-4.11
(4H, nm), 5.10 (1H br), 6.26 (1H br), 6.95 (1H br),
7.19 (2H, d, J=8.3 Hz), 7.66 (2H, d, J=8.3 Hz). white
actdgei dngHeRVRNSS(-CDC13, ppm): 0.80 (3H, d, J=6.8 Hz),
0.85 (3H, d, J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz), 0.98
(3H, d, J=6.8 Hz), 1.17-1.24 (1H, n) 1.27 (3H, t,
J=7.3, Hz), 1. O-.5 H 1.60-1.68 (1H, m,
Pre?.aéé-%éoi}o%%é@pﬁ n()% % ?ﬁWdﬁr 2.86-2.91 (2H
M3, 4 0 0
(12 hiffes: 88 gwﬂuﬁ% NG ﬁéé 7 baths pr ogtufL3ignin
9 re) , b 21 10.48 7.68 (2H,
Sul?:é}lﬁlgg.’8%}-|%)]a!?’tsv\%|ft ghs&%i g(a%:aroﬁl\/ﬁ gi_(éléD(B%?tspr?rﬁb :

: - 1 -1 , w ~L.-48--1.
dlago%%cgggé (eé?égl '\I)er'% nﬁ%??G%%FSE?é‘%n@ écoél‘r?fb%aéﬁsgwle(}f’eé'ble
powmer 3cA8a3n8q( Hs B, he98 MYt 1hdrkllers.

81-4.87 (1H  m, 5.48 (1H, d, J=8.3 Hz), 6. ,
d, J=8.5 Hz), 7.16 (2H, d, J=8.1 Hz), 7.37 (1H, br),
7.68 (2H, d, J=8.1 Hz). white solid "HNVR b (CDC13,
Preppihti@n8@xaaidled,5 JFdoXaldd)k, aQed®) (6H, d, J=6.8 Hz),
0.91 (3H, t, J=7.3 Hz), 0.96 (3H, d, J=6.8 Hz), 1.11
(38, palrt 9=6£ 3Cbimpoutd1iBel. 243( 8, pd8tOsnpf préPyletié
(4H, m, 2.06-2.08 (1H, m, 2.36 (3H s), 3.53 (2H,
glyspl,348pa4tB3 of4ldodium 3.i@8 il Hulfionates. 23 palids krf) ,
6.98 (1H, br), 7.19 (2H, d, J=8-3 Hz), 7.67 (2H, d,
dlog£glguﬂipsu@ﬁpp@tgoﬁpﬁlum.Nwﬂts @@gcﬁg peEys. of water
0.82-0.99 (18H, m, 1.22-1.24 (2H m, 1.59-1.60 (1H,
werﬁ)wei ggoyng5we£p Sﬁpd gripdex ozo@@aGprlﬁwane3@gent

54-3.57 (2H, m,, 3.81 3.82 (2H, m,
conﬁae.@lﬂgoég(f% %tegre(mgr&d)lené% (1H, br), 6.97
(1H, br), 722(2H d, J=8.3 Hz), 7.69 262 - (2H, d,

J=8.3 Hz). white SO|Id IHNVR 5 (CDC13, ppm:

b A R syl LT (0
b L

glyEéH ?rbarzsz%f(%Hd1Qm 1%F§nH§§lfo%ﬁ%g (éHng?f o% 3

:
6
2

white solid 1H NVR 6

dloétglsglﬁékuccgngge @%Hlu% séi@ 8aH€)790§%%t%2%f %ﬁter

werd. RBtlg 53uﬁ@Hw1ﬂh sa21dO ran@ér(%H oBkaid 3@0&%ﬁ&esbgent
3.43-3. 47 (1H, m, 313 3.60-3.64 (1H, m,

conf2ihiny, 16358f( tHe dct1&e813gﬂéhieﬁt§2 (1H bf) 6 85
(1H, br), 7.09 (2H, d, J=7.8 Hz), 7.16-7.18 (3H, m,
7.30-7.34 (2H, m, 7.63 (2H, d, J=7. 8 Hz) white
solid - 263 - Properties of Compound (25) in Table 2

PrepanpbiPnopsempés dndFlowable agent)

25 parts of Compound No. 307, 5 parts of propylene

glycol, 5 parts of polyoxyethylene oleic acid ester, 5 parts



No. 1H- NWR 5 (CDC13, ppm) : 0.82 (3H, d, J=6.8 Hz) ,
0.89 (3H, d, J=7.3 Hz), 0.92 (3H, d, J=7.3 Hz), 0.96
(3H, d, J=6.8 Hz), 1.15-1.24 (2H, n), 1.48-1.54 (1H,
n, 2.05-2.10 (1H, m, 2.30 (3H, s), 2.36 (3H s),
3.44 314 3.48 (1H, m, 3.57-3.63 (1H, m, 3.95-4.01
(2H, m, 5.54 (1H d, J=8.8 Hz), 6.31 (1H, d, J=8.3
(1H, br), 6.96 (2H, d, J=8.3 Hz), 7.11 (2H,
Hz), 7.17 (2H, d, J=7.8 Hz), 7.63 (2H d,
white solid 1H S (CDC13, ppm : 0.78
8 Hz), 0.86 (3H,"d, J=6.8 Hz), 0.90 (3H,
94 (3H, d, J=6.8 Hz), 1.10-1.16 (2H,
, m, 315 2.03-2.10 (1H, m, 2.35

0.
(1H
8nalq ggthyﬂ)ethérsguﬁfgge(zw 2n%ar§soéf
2H, (1H, br) H,
aztlgoé%ﬂng d778- gak@h leQéon@5an§)59786§a££H o, water
J=8 wﬁlte solid 1HNWVR 6 (CDC131 ppm) : 0.80
w@%H,wgt ér@uﬁdFWlthosgﬁd gelnhddr d48608tkzh, f0oRdb(3Hagent
t, J=7.3 Hz), 0.96 (3H, d, J=6.8 Hz), 1.11 (3H, d,
cdrBadnhia)yy, 2551651t R4 68Hiv316nakedledfsl. 64 (4H,|ﬂ,
2.06-2.08 (1H, m, 2.36 (3H, s), 3.53 (2H, s),
3.85-4.03 (4H, m, 5.08 (1H, br), 6.23 (1H br), 6.98
(1H, br), 7.19 (2H, d, J=8.3 Hz), 7.67 (2H, d, J=8.3
PHeparaiibe SakmglEHSNVRoGdAEEDCL3, ppn) : 0.72 (3H, d,
J=6. 8 Hz) , 0.79 (3H d, J=6.8 Hz), 0.83 (3H, t,
J=7.3 p¥ts0087C¢Bphund, Ng=6681 Hahd 38 1dantg9of 6¢law)vere
1.36 (3H, d, J=6.8 Hz), 1.40-1.47 (2H, nm), 1.54-1.57
up}ﬁorwﬂy @1g§d1agg ggpungtonpbtglgop@gﬂersyontalnlng 2% of
3.37-3..41 (1H, , 3.52-3.58 (1H, m, 3.89-3.97 (2H,
ChE, a&*ﬁ&fGﬂ@ﬁ@fHG“ﬁf 4.93- 4.98 (1H, m), 5.51 (1H,
d, J=8.8 Hz), 6.55 (1H, d, J=8.3 Hz), 7.07 (1H, br),
7.11 (2H, d, J=8.3 Hz), 7.60 (2H, d, J=8.3 Hz)

AU 50 PRl IR Gl G, el O 15 034

19928 Gefitormhongoda nBthotath shrc 48 L3tkign

JDK f%é%%é%é}7dﬁk%na@% % %%rt@l i d J=8.3 Hz), 6.92
TH d, J=8.5 Hz) . 7. 8.1 Hz), 7.37 (1H

Vyoxkeft %?Len%n eh )ethe\&hlatr@i s it i WYRWBite cla
p?{ 1§I, y(l : %}%19 (14H, m, 117p%22 (6H m, Y
hﬂel@'dnl&]or(nﬂl& Irl])xedl a2 Zr@hin(dlHo Mbtadn3vett3leSpowder in
3.47-3.50 (1H, m, 3.58-3.65 (1H m, 3.96 324 4.13
trH, fdBm E Birik &, ( FHnangowmed8 dc aithind=8.0% oMiz)he
6.92 (1H, d, J=8.5 Hz), 7.16 (2H, d, J=8.1 Hz), 7.37
ddH vebringredient.sl (3H, m, 7.68 (2H d, J=8.1 Hz),
7.95-7.96 (2H, m. white solid 1H NVR 6 (CDC13, ppm:

0.79 (3H, d, J=6.3 Hz), 0.84 (3H, d, J=6.3 Hz), 0.90
(3H, t, J=7.3 Hz), 0.95 (3H, d, J=6.8 Hz), 1.24 (3H,
d, J=6.8 Hz), 1.26 (3H, d, 328 J=6.8 Hz), 1.45-1.57
(1H m, 1.59-1.61 (1H, m, 2.25- 2.31 (1H nm, 2.38
(3H, s), 2.81 (3H, s), 3.45-3.51 (2H, m, 3.99-4.02
(2H, m, 6.45 (1H, br), 7.14 (1H, br), 7.20 (2H, d,
J=7.8 Hz), 7.69 (2H, d, J=8.3 Hz). pale yellow
semsolid - 265 - Properties of Conpound (26) in Table
2 Conpo Properties and No. '"H NWR S (CDCL13, ppnm :
0.79 (3H, d, J=6. 3 Hz) , 0.84 (3H, d, J=6.3 Hz),
0.87-0.92 (84 m, 0.94 (3H, d, J=6.8 Hz), 0.95 (3H,
d, J=6.8 Hz), 1.57-1.59 (1H m,



329 1.91-1.98 (1H, m), 2.26-2.30 (1H, m), 2.38 (3H
s), 2.84 (3H, s), 3.49-3.53 (2H, m, 3.84-3.91 (2H,
M, 3.93-4.01 (2H, n), 6.43 (1H br), 7.12 (1H br),
7.20 (2H, d, J=7.8 Hz), 7.69 (2H d, J=8.3 Hz). white
semsolid "HNWVR 6 (CDC13, ppm : 0.75 (3H, d, J=6. 8
Hz) , 0.81 (3H d, J=6.8 Hz), 0.87-0.94 (8H, n), 1.44
(9H, s), 1.80-1.88 (1H, n), 2.21-2.30 (1H m, 2.34
(3H, s), 330 2.78 (3H, s), 3.43-3.51 (2H, m),
3.93-4.08 (2H, m), 6.47-6_49q61H, m), 7.14-7.19 (2H,
nm, 7.65-7.67 (2H, M. white senisolid 1H NVR 6
(CDC13, ppn): 0.79 (3H, d, J=6.6 Hz), 0.86- 0.89 (8H,
m, 0.95 (3H, d, J=6.6 Hz), 1.12 (3H d, J=6.1 Hz),
predh fe3Hord Extbrpll H2) , (WhtA9hSDdulidr)n), 2. 04- 2. 10
(1H, n), 2.36 (3H, s), 3.44-3.47 (1H, n), 332
3.5858. pArEEHo fNLepmBo86a4NO7 (2H, 0) pa4rd7o4. 83afdh, 1ignin
n, 5.42 (1H, d, J=8.1 Hz), 7.01 (1H, d, J=8.3 Hz),
SUFPnE2N, 6 pEd.sl a2 )whit S EakBh (Bhd, 49 paktf9 of2H,
d, J=8.1 Hz). white solid 1H-NVR S (CDCL3, ppm): O.85
i3 ompcedmd. @anh WRr89 mi(aH ahd Fr®BicHA) dhtdn( 3idttable
t, J=7.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.20-1.25 (5H,
pgvder, @Pnras}@ 0209 of338he, alco—lzfelar(gmdlm)n,ts.
3.44-3.52 (1H, rr), 3.59-3.62 (1H, m, 3.87-3.91 (1H,
n, 3 99-4. 12 (4H m 5.06 (1H, br), 6.22 (1H, br),
7.07-7.12 (2H, , 81-7.84 (2H, h@. white crystal
Prﬁe@arféﬁ?%%w 512( @aqiﬁmagerﬁ 86 (3H d, J=6.8
4 . J=7.3_Hz),

0. 995( §ﬁrt53%% Fomﬁ’%mé‘ Pi?) 6f620%19%5t€89f Ry opylene’

5 (1 2. 4 (1H, 49 (1H,
%ﬁ)yc%'of tsor%f S%}ﬁ%“( W“lﬁ})sur?fod‘ftfll EA St

?ﬁéfésuﬁér%%ﬂcoc%t(%ﬁo%uﬁh# & 'Gd(?]%gvargmof water
I% ﬁ_lll n%and; %r ﬁ%ﬁ%ﬁfﬁﬁf%ab{e a%ent

C%r;lt]alg'lljr;ij (51%Homthe3 fx izl r(glﬂédl@nts3 59-3.63 (1H,
m, 3.82-3.91 (3H, m), 4.02-4.04 (2H, m, 5.09 (1H,

br), 6. 22 (1H, br), 7.07-7.11 (2H m, 7.81-7.84 (2H,
M. white crystal mp. 188.5C 1H NVR 8 (CDC13, ppm

K fya{3H ord, Exkmfpl 8 Hz) (Eldwfle (Afdntd, J=6.8 Hz),

0.94 (3H, t, J=7.3 Hz), 0.99 (3H, d, J=6.8 Hz),

1. 201D. 2B rf2Ho fnjConpoAmd Nd,. $)72,1.792a338 bfIsribiglene
M, 2.15 (1H, br), 3.48-3.49 (2H, n), 3.80- 3.83 (1H,
qYycdL 962 it 2f s9diuvim 8BLqridy dr)foreatld, I Irtby )Qf
7.08 (2H, t, J=8.7 Hz), 7.83-7.87 (2H, m). white
Trystalsipsussinge Seyium ader tares 6 orfpbund water
(27) in Table 2 Conpo Properties and No. 1HNWR S
WaBCIHEEt pprgund W5 33end, guEEier HY) ol 8 (Bigwaple agent
J=6.8 Hz), 0.93 (3H t ,J=7.3 Hz), 0.98 (3H, d, J=6.8
¢pytainiyyy 10% qaiheachivg neeeqdientsy, 1.60-1. 69
(1H, n), 2.06-2.14 (1H, n), 3.46-3.53 (1H 339 m,
3.57-3.61 (1H, m), 3.91 (1H dd, J=6.3,7.8 Hz),

3.99-4.11 (3H, 5 =7.8 Hz 6. 35 (1H,
%fexai%atslqé)ﬁxw%(% ﬁgfwabzi%eagze@fg ()ZH , " a.
7.76 (2H, t al 15.3C 14N
(CDCE% ﬁrﬂ?ﬁjs \%I 5 %\#TS %Nﬁa%éék B3 8d (O\’;gﬁpropylene

3. (3 t O 98
SUEE 1 Py af( By 5T =t 1 6 (1910 1St ar o pares
of polyoxyethylene diallyl ether sulfate, 0.2 parts of

antifoaming agent based silicone, and 59.8 parts of water



1.67 (1H, m, 2.08-2.13 (1H, nm), 3.45-3.48 (1H m,
340 3.61-3.64 (1H, m), 3.89 (1H, dd, J=6.8,7.8 Hz),
4.02- 4.04 (1H, m, 4.83-4.87 (1H, m, 5.08 (1H d,
J=7.8 Hz), 6.32 (1H, d, J= 8.3 Hz), 7.32 (1H br),
7.37-7.39 (2H, m, 7.74-7.78 (2H, m. white crystal
m p. 232.0C 1H-NVR S (CDC13, ppm): 0.87 (3H, d, J=6.8
Hz), 0.90 (3H, d, J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz),
0.99 (3H, d, J=6.8 Hz), "13%28-1.25 (1H, n), 1.41 (9H,
s), 1.51- 1.57 (1H, m, 1.62-1.65 (1H, n), 2.10-2.15
(1H, m), 341 3.35 (1H, n), 3.68-3.72 (1H m, 3.83 (1H
wergdwel=ggognd WiZhHspndi grinderos o pPHtafn 4oagleHagent
J=7.3 Hz), 6.27 (1H, d, J=7.8 Hz), 7.36-7.39 (3H, m,
conya:temgs@&( @lﬁ tﬁ*)e a\ﬂ’ﬂltvée dnggeslionts.. 195. 9C 1H NMVR S
gn}ﬁ (3H_d J=6.8 Hz), 0.87- 0,94 (12H
mTh% 9? & ostaanedsfiﬁeyl thzesiumgz&léfﬂ Ofmt e

1nv§ft1§nog652 égc( ?ﬁc 2]J§.§8 eé%ﬁ 1§fo5 aargaré:@(zlt% Test
Exalpblssy a&ﬁ@ﬁ% Yol 2 édsef G5 oS Re the
ooyl At DO T 138 e 151

fung‘igié'és’\'gﬁ %P%CBQ%E é&fpémk%@%do% o(sgﬂzlt Gclr%i giz% a5

s ubé <0Q e(:13 Ho egc? e‘}:'lﬁrfgl tHia)Hs’ p]re:b% rJe-d2 G_ o ?t'ﬂ’e @a’merln mémerr s

the3e1%e%1%%n&&m cdﬁbod%d&7 3 91 (1H ”), 4 04-4.13 (3H,
n, 5.03 (1H, br), 6.19 (1H, br), 7.62 (1H br), 8.01

Compidatdwel€BmPouldz) , 8.26-8.29 (2H, n). white crystal
mp. 218.2C 1IH-NMR S (CDC13, ppn): 0.90 (3H, d, J=6.8
Hz), 0.92 (3H, d, J=6.8 Hz), 0.94 (3H, t, J=6.8 Hz),

(3b|, :E;:.s Hz (3H, d, J=6.8 Hz), 1.24
, d, || J=6]8 HzA, 1. 58 (3H, m, 2.15-2.20 (1H,

% ) ~3.74-3.76 (1H, m), 3.88
(1H ¢, .8 Hz),|[4.03-4.06 (1H, m), 4.83-4.87 (1H,
m, 4.91-4' 99 (1H om), 6.17 (1H, br), 7.65 (1H br),
8.01-8.03 (2H, ). 8.27-8.29 (2H n). white crystal
mp. 234.2C 1HNMR S (CDC13, ppn): 0.90 (6H, d, J=6.8
Hz), 0.92 (6H d, J=6.8 Hz), 0.95 (3H, t, J=6.8 Hz),

1.00 (3H, d, J=6.8 Hz), 1.51-1.70 (3H, n), 1.75-1.89
(1H, m, 345 2.16-2.21 (1H, nm), 3.74-3.76 (1H, m,
3.82-3.85 (2H, m, 3.87-3.90 (1H, n), 4.02-4.07 (1H
, 5.05 (1H, br), 6.20 (1H, br), 7.62 (1H, br),
8.00-8.02 (2H, m, 8.27-8.29 (2H, m. white crystal
mp. 220.9C - 269 - Properties of Conmpound (28) in
Table 2 Conpo Properties and No. 1H NWR 6 (CDCL3,
ppm: 0.91 (3H, d, J=6.8 Hz), 0.94 (3H, t, J=6.8 Hz),
0.95 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.42
(9H, s), 1.45-1.62 (2H, n), 2.15- 346 2.21 (1H m,
3.80-3.84 (2H, m,.4.03-4.09 (1H, m, 5.30 (1H, br),
6.15 (1H, br), 7.69 (1H, br), 8.03-8.05 (2H, m,
8.26-8.28 (2H, m. white crystal mp. 200.7C 1H NWR 6
(CDC13, ppn): 0.81 (3H, d, J=6.8 Hz), 0.88 (3H, d,
J=6.8 Hz), 0.94 (3H, t, J=6.8 Hz), 0.98 (3H, d, J=6.8
Hz), 1.17-1.25 (3H, n), 1.52-1.56 (2H, n), 347
1.57-1.67 (1H, m, 3.50-3.56 (1H, m, 3.84 (3H, s),
3.89-3.92 (1H, m, 4.02-4.12 (2H, m, 5.30 (1H, br),
6.25 (1H, br), 6.90-6.92 (2H, m, 7.75-7.77 (2H, m.



white crystal m p. 213.0C 1H-NMR 6 (CDC13, ppm :
0.82 (3H, d, J=6.8 Hz), 0.88 (3H, d, J=6.8 Hz), 0.93
(3H, t, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.13-1.20
(5H, m, 1.59-1.66 (1H, n), 348 2.10 (1H, g, J=6.8
Hz), 3.50-3.55 (2H, m), 3.84 (3H s), 3.90 (1H gq,
J=6.8 Hz), 3.99-4.02 (1H, n), 4.83- 4.89 (1H, n), 5.04
(1H br), 6.24 (1H br), 6.90-6.91 (2H m), 6.99 (1H
br), 7.76-7.78 (2H, m whi 887cFystal mp. 201.7C
H-NI\/R6(CDClS ppn) 083(6H d, J=6.8 Hz), O.88
J=6.8 (3H, d, J=6.8 Hz), 0.93 (3H,
Tes Efa@péeHzl) C@@é@(léﬂn%l effestg against gematyy Jafe
349n) 1.66 (1H, brm, 2.10-2.13 (1H, n), 3.50-3.53
blighf , 382384(2H m, 3.84 (3H s), 3.88-3.92

br . SO@Bbéeoéé 197, Ehjibofhys3n Ssbiane g %ﬁfl&ww th
wat%r y?rtoabgr@}_%p 188%51(? %?’_'NNC?LuGCj gung%%z)§pDLBnge§)( hae "tomato

sesf i Tyl ek Aot ond ook 41 B by &

dlaﬁle%%rso%zl 7(.2He at3 48-‘h.ea(f3|'s|ta§g)e ih ijn Aan%r{tl f @O mL of
(IH br), 1H, br), 6.89-6.91 (2H, ,

the( %Hmpl%ru)nd/ ot - 7A7f9:e(12|dlr—wry1h 7Q:he ﬂ%agyt%aﬂsferred
mp. 148.5C 1H NVR 6 (CDC13, "ppm): 0.81 (3H, d, J=6.8

to HZhoi@t8Zhamddr Gt J80.B H2-hchi0h i@ -&)rk Likhtl.Azxle),
(6H m, 2.38 (3H, s), 3.47 (2H, br), 3.85-3.96 (3H,
andmino4u82t3al 4. SpriHwigh 4.28%<pdi0 d Bdspgnsion of
6.17-6.19 (1H, m, 6.80-7.00 (1H m, 7.21 (2H, d,
Phy}o@hhidzl, iABSHERN,. dn e 8 Hday whiter sbhodulek NMR the
6 (CDC13, ppn) : 0.84 (3H, d, J=6.8 Hz) , 0.86 (3H,
infgctede agelz ratk. (fpl( 91Hle§)V651otf11(e@I-ﬂlest wel 3xkan(idted.
s), 2.85 (2H, br), g)H br), 3.95-3.97 (1H, 354
Evaﬁ']Jat4O@0W@chat¥rl)led409¢— m&f’(elﬁOlﬁv)OWl@gl@I(lﬂ-@rlb?)
7.00 (1H,_ br), 7.20 (2H, d, J=7.8 Hz), 7.70 (2H, d,
J=8h8 ipfeciift area| rate 591 thpr ypereprssdofroyRFotid the
29) |n Table 2 %rrpo Pr ope tles and No. 1H NWMR 6
F3Orp Ry 9. m , 1.02-1.19 (12H, m),
1 97-2.01 (1H, m, 2.21 (3H s) 3.42-3.52 388 (4H,
, 3.63-3.66 (1H, rr) 3. 99 4.01 (1H, m, 4.80 (1H,

A: Irl”hk’ec%e%7a(r%ﬁ_ ﬁ%ﬁ)e of‘ ZC% %;”5' m, 7.72 (1H, br) .

el'I"ow oi | 0.81-0.89 (12H, m
. 3 6.8 Hz
B: frigiietd Elffgl rr‘;f‘)%e © sgz") t6’5 l%%ﬁé%ﬁfﬁ Sr%l 2. 21 %BH
C: $hfedtdd 3red (AHe Dt n%-t6Qe3.‘>s79:h(3:1)’1H50'39 3.97-3.99
(1H, m, 5.25 (IH br), 7.03-7.06 (iH m, 7.13-7.23
(3H m. 7.44 (1H br) yel | ow oi | 1H-NI\/RS(CDClS
ppm: 0.87 (3H, d, J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz),
ran}e (3H, d, J=6.8 Hz), 1.14 (3H 390 d, J=6.8 Hz),
(9H, s), 2.14-2.15 (1H, n), 2.26 (3H,

SR (O et Satnd ;éﬁatﬁ;la%@

I

1H-NI\/R5 (CDC13 ppm: 0.82 (3H d, J=6.

(3H pu| fo T I Y NnNQ _1 214 (1 A

U, J—U.O LIL”4y B J.. UO= 1. ZT \J.LII, LY

N1
302 M), 2.31dRboda W 45-3.47 [(4H, m, 3¢9l
(2H, M4 79483 (tHH—m 51 (tH—d—3=

7.03-| 7. 2ZbnigHhative Gokbduldd br|) . (ZZ




white semsolid 1HNWR 5 (CDC13, ppn):
1.11 (6H, d,

m,
2.02-

m,
br),

2.06 (1H,
7.06-7. 26

Properties of Conpound (30)
Properties and No.

J=6.3 Hz), 1.8

m,
3.92 4.04
7.55 (1
in

(4H m,

2.33 393 (3H, s),
3.73-3.82 (2H m,

"H NMR 8 (CDC13, ppm

0.78-0.88 (12H,
0-1.89 (1H m,
3.46-3.48 (4H,
(2H, m, 5.38 (1H,
H br). yellow oil
Table 2 Conpo
0.87 (3H,

272

d, J=6.8 Hz), 0.94 (3H, d, 33868 Hz), 1.14 (6H, d,

J=6.8 Hz), 1.41 (9H, s), 2.12-2.13 (1H m), 2.36 (3H
s), 352 (4H sy 394 3796=3 97 (2H—m— 504 (tH
br), [7.09 (2H, d, 3=7.3 Hz), 7.23 (1H br), g7.20 (1H,
d, J=7- 1. 25 1 29 (iH M white senrsoid
"H NMR 6 (CDC13, ppn): 0.90 (3H,| d, J=6.8 Hg, O0.97
(3H, O J=6-8 Hz) I 7 (6H o, P9=6.8 FHzJ, L. 24 (3H;
395 t| J=7.3 Hz), B.17-2.18 (1H| m, 2.40 (3H s),
3.54 3755 (4H, nmj, 4.07-4.16 (4H, ny, 5.206 (1H d,
J=8.8 Hz), 7.21-7.27 (4H, m), 7.34 (1H br)B white
sol i ™ NVR 8 (CDCI3, ppm:. 0.89 (3H d, J=6.8 HzZJ,
0.95| (3H, d, J=6.B Hz), 1.16-1.29 (12H, n) A 2.09-2.14
(1H, [396 ), 2.39 (3H, s), 3.53-3.54 (4H, m,
4.04-4.05 (2H, n),3%.87-4.90 (1H, n), 5.26 (&LH, br),
7.21-{7.26 (4H, m, 7.42 (1IH, Dbr]). white semsolid
"H NMR S (CDC13, pi¥): 0.90-0.97] (12H, n) , Bl.12-1.18
(6H, M, 1.91-1.97 (1H, m, 2.15-2.16 (1H, m, 2.40
397 (BH, s), 3.53-4)54 (4H, ), [3.79-3.88 (2H, m),
4.04 [4.05 (2H, n), 5.27 (1H br)|, 7.21-7.26 (4H m,
7.45 | (1H, br). wfi4e solid 1HNWR S (CDC13™ ppm) :
0.88 [(3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 1.16
(6H, |d, J=6.3 Hz),4A.43 (9H, 398 s), 2.14-B 22 (1H,
nm, 2/ 38 (3H, s), 3.53 (4H, s), |3.98-4.03 (2H, m,
5.09 (1H, br), 7.1%87.30 (5H. m|. white soid 1H NMR
S (cOc13, ppm : 0.78 (3H, d, J96. 3 Hz) , 0.82 (3H,
d, J=6.3 Hz), 0.9PX3H d. J=6.8 Hz). 0.94 @3H d,
J=6.8 Hz), 1.21-1.25 (6H, m), 1.[77-1.88 (1H. n), 404
2.18-2.30 (1H n) >2 35 (3H s) |2 78 (3H & 3 42-
3.54 |(2H, n), 3.90-4.00 (2H, m),| 4.86-4.93 (1H, n),
6.42 [(1H_d_J1=8 2%7) 7 07 (1H_br) 7 18%oH
J=8.3 Hz), 7.66 (2§1—§JP d, J=8.3 Hz). - 273 - white
crystial—m p. 121 'H-NVR 5 (QDC13, ppm): 78 (3H,
d, J96.3 Hz), O. 8%6(3H, d, J=6.]3 Hz), 0.90-0.99 (12H,
m J96.8 Hz) 1 75°1.05 (2H | 2 25.2 301H nj
2.36 |(3H, s), 2.82405 (3H, s), [3.43-3.53 (%5" n,
3.82-3.99 (4H ) "B 40 (1H d | J=8 3 Hz) "7 06 (1H,
br), [7.18 (2H d, gk7.8 Hz), 7.166 (2H, d, 377.8 Hz).
whi t e—e+rystal—mp—3FA-7C—H-NNR-S{(CDC13,—ppm)—
0.84 [(3H, d, J=6.8&4¥) , 0.90 (3H, d, J=6.§ Hz), 1.21
(3H, {e—3=6-8Hz)—125(3H—d+ IJ=6-8Hz)—1. 34 (3H
s), 1.41 (3H s), &07-2.18 (44 m, 2.38 @3H s),
3. 43-35+(H—m—3-—92402468—(2H—m—4—104-18
(1H, |m), 4.87-4.9651H n), 5.0 (1H d, J36.8 Hz),
6. 56 [(HH—t—3=68-3Hz)— 7t (tH—br—72+{2H—¢
J=7.9 Hz), 7.70 (2t d, J=7.8 Hz). APClI-NMSpM+: 452
whi t g sotd—274—

99 B

100 A




Properties of Conmpound (31) in Table 2 Conpo
Properties and No. 'HNWR S (CDC13, ppm : 0.85 (3H,

d, J=6.8 Hz), 0.89 (3H, d, J=6.8 Hz), 1.00 (3H, d,
J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.21-1.25 (3H, m),
1.87-1.95 (1H, n), 2.09-2.16 (1H, n), 3.49-3.52 (1H
m, 3.63-3.66 (1H 411 n) 3.87-3.91 (1H, m), 3.94
(3H, s), 3.96-4.00 (1H, 4.07-4.12 (2H, n), 5.06
(1H, br), 6.18-6.21 (1H, ~ §ﬁ9 7.83-7.89 (2H, m,

8.08-8.11 (2H, m. white crystal: mp. 215.2C 1H-NI\/RS

(CDC18ppm — 0. 86 (3H O J=6.8 Hz), 0. 89 (3H
J=6.8 Hz), 1.00 (361 d, J=6.8 Hz), 1.02 (3HB d, J=6.8

=6
Hz), 20 (3H, d, J=6.8 Hz), 1.283 (3H, d, J=6.8 HzJ,
1.86-[1.94 (1H, m 123.00-2.16 (1H m, 3.42 4£2 3.50

(1H, M, 3.66-3.75 (IH, 1, 3.85r3.90 (IH, mj, 3.9%
(3H, B), 3.95-4.01201H, m), 4.11-4.13 (1H B,

4.82-F. 88 (IH, m), 6.21-6.23 (IH, m, 7.35 (IH br),
7.84-[7.89 (2H, m 128.08-8.10 (2H m. whiteZrystal:

m p. P37.9C IFNVR S (CDCI3, ppmj) © 0.86 (6H, d, J=6.8
Hz) ,|0.89 (6H, d26J=6.8 Hz), 0} 99 (3H, d, AJ=6.8 Hz),

1.01 (3H, d, J=6.8 Wz), 1.60-1.b7 (1H, m), 1.88-2.05
(IH, ), 2.06-2.1320IH, 413 n), B.45-3.49 (PH, ),

3.63-3.66 (1H, m), 3.81-3.90 (2H m, 3.91-3.92 (IH
m, 3,94 (3H, s), 18896-4.01 (1H,|m, 5.11 (*LH, br),

6.21 (1H_br), 7.29-7.32 (1M _br), 7.86-7.89 (2H m,
8.05-B.10 (2H, m 12®hite crystal] mp. 225 A 'HNWR S

(CDC1B, ppm): O.88 3H d, J=6.8 Hz), 0.90 (3H d,
J=6.8 Hz). 0.99 (385 d, J=6.8 Hz). 1.02 (3HA d. J=6.8

Hz), [L.41 (9H, s), 1.85-1.94 (1H m), 2.12 414 2.17
(1H . 3.25-3. 3? B1H m. 3.74L3.77 (1H.

3.81-B.84 (1H, 3.93 (3H s),[3.95-4.02 (1H m,
4.93 {(1H, br) 1? (1H, br), 7.41 (1H br)27.86-7.91

(2H, M, 8.07-8.1i6ﬁ$H, m. white crystal: mp. 213.0C

1H NMR_S_(CDC13. 0.80 (3H d_"J=6.8 #¥) 0 87

416 (BH, d, J=6.8 Hi 0.98 (3H,|d, J=6.8 , 1.00
(3H, d,1agl—|ﬂ11on('z|—|d1ﬁgl—m 21 (3H,
d, JE6.8 Hr), 3931 95 (1H, m| 2.04-2.11 (1H m,
3.01 L 275 (34 3.05 (3H_s) QR1QG(?‘(9H m
3 90-5. 06 (1H, WL474 84-4.89 (1H m, 5.11-5.13 (1H
n, 620 6.23 (1R 'm 6. 64-6- 67 (2H m), RR?RQ
(1H M, 7.93-7.3@ (1H m. whife solid 420 APCI - NG
M 435 brewn—sol ig 424 ARGl - N M 473 pal-e brown
solid 'HNVR S (CDC13, ppm) : 0.72 (3H, d, J=6.8 Hz),
0.76 (3H, d, J=6.8 Hz), 0.88 (3H, d, J=6.8 Hz), 0.90

d
(3H, d, J=6.8 Hz), 1.12-1.19 (3H, n), 1.75- 1.80 (1H,
n, 1.87-1.91 (1H, m, 3.76-3.90 (2H, 427 m,
3.93-4.00 (4H, m, 7.00-7.01 (2H, m, 7.26 (1/2H,
br), 7.56-7.59 (1H, m, 7.90-7.92 (2H, nm), 7.93-7.96
(2H, m, 8.07 (1H, br), 8.40 (1/2H, br). white solid
- 276 - Properties of Compound (32) in Table 2 Conpo
Properties and No. 'HNWR 6 (CDC13, ppm : 0.86 (3H,
d, J=6.8 Hz) , 0.88 (3H, d, J=6.8 Hz), 1.17 (6H, d,
J=6.8 Hz), 1.86-1.91 (1H, n), 1.99-2.05 (1H, m,
3.21-3.35 (2H, m, 3.80-
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Properti
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55— of  Compound ¢
ps and 1Na. 1H

\.d) T Tapt e 2
NVR 6 (CDCLS ppm :

83 (3H,

d, J=6.3
J=6.8 Hz

Hz), 0.87 (3H,
0.961(03H, t,

0 =7.3 Hz), 0.92¢

y J
J=6.8 Hz) A 1.20 (3H
HZ)

Hz)

1.2%7
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3.53- 3136 444 (

1. 25- 1. 53 (6H,

aH

m, 3.8 (1H q,

Hz), 4.2
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6.15 (1H, br),

(IH br), 4.86
7.11

(TH g, J=6.3 FzJ,



(1H, br),
Hz) .

Hz)
(1H q,
(1H m,
br),
nm, 7.58-
crystal:

6.22 (1H, br),

7.21 (2H, d, J

0.87 (3H, d,
d, J=6.8
3.
s), 3.
7.29-
m,

3.68 (3H,

7.64 (1H

=8.3 Hz),
white solid 'HNWR ~ (CDC13, ppm:
J=7.3 Hz),
1.01 (3H
J=6.8 447 Hz),

7.9
m p. 203.5C 1H NMR S (CDCL3, ppm:

7.69 (2H, q
0. 83
J=6.8 Hz), 0.91 (3H,
Hz), 1.87-1.96 (1H,
46-3.51 (1H, n), 3.6
88-4.00 (2H, n), 5.
7.31 (1H, ), 7.48-
P17-96 (1H nm). whi
0.

d1
J=6.8 Hz

J=6. 3+

HZ Y092
, 1.01163H, d,

3H;

o, —3=%6:
J68HZ),A122128
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1H, br),
(1H m,
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white crystal: mp. 201.2C 1HNWR S (CDC13, ppm: 0.89
(3H, d, J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 0.94 (3H,
d, J=6.8 Hz), 1.00 (3H, t, J=6.8 Hz), 1.20-1.25 (6H,
m, 1.50-1.67 (1H, ), 1.70-1.85 (2H, m), 2.12-2.17
(1H, ), 3.39-3.45 (1H, 454 n), 3.58-3.65 (1H, ),
3.85-3.89 (1H, m, 4.00 4.03 (1H, m), 4.85-4.88 (1H,
m, 4.99-5.02 (1H ), g (1H, br) 7.39 (1H, br),
7.47-7.51 (1H, m, 7597 82 T1H, m, 7.97 (1H d,

J=1.9 Hz). white crystal: mp. 194. 8C 1H NMR S (CDCL13,
ppm: 0.89 (6H, d, J=6.8 Hz), 0.91 (6H, d, J68Hz),
0. @dn(ﬁdarﬂ,lﬂngJeﬁfecttalgaﬁ)ngs (:81Hatotlaﬂ€6b$l|g‘|h):

1.13-1.25 (1H, m), 1.50-1.56 (1H m, 1.81- 97(2H,

M, 2.13-2.18 (1H, m), 3.40-3.49 (1H 455 ),
3.63-3.7f (1H, m, 3.82-3.90 (3H, m, 4.00-4.04 (1H,
m, 5.10|( Xmpgoynd A2 (|1H, br)Effed6 (1H, Hr),
7.48-7.5[ (1H, m), 7.59-4.65 (1H, m, 7.96 (4H d,
J=1.9 Hz). whit@04rystal: mp. 184A6C 1H NWR|6 (CDC13,
ppm: 0.92 (3H, d, J=6.8|Hz), 0.94 (3H d, J=6.8 Hz),
0.97 (3H, d, J=898 Hz), Q.99 (3H, A, J=6.8 Hz),
1.20-1.25 (1A, m), 1.43 (9H, s), 1.51 456 1.63 (2H,
M, 2.1312.18 (2A6 m, 3./20-3.31 (BH_m, 3./79-3.83
(2H, m,[4.00-4,06 (1H, M), 4.91 (1H, br), €.14 (1H
br). 7.44 (1H_ BP$ 7.49]7.52 (1H Pm. 7.65- |7.68 (1H,
m, 7.99 (1H d, J=1.9 Hz). white crystal: m|p. 168.6C
458 ' H N c%@s ppml: 0.88 (3B "d. J=6.§ Hz),
0.94 (3H, 1268 Hz) 0.97 (3H, d, J=6.8 Hz), 1.01
(3H, 281 1=818 1y 18 (3H._ 8. J=6.8 Hz), 1.21
(3H, d, |J= 6.8 &I 1 92-1.97 (1H, m), 2.16-3.22 (1H,
m, 3.44 2%1\ 87-4. 06 f2H n), 4175 (1H,
br), 4.99 1/22#4br) 5.01 (1/ 2H, br) 6.21-/6. 23 (1H,
m, 6. 64 (1 7.21-7.31 (1H M 37-7(42 (1H,
M. 7.58) 7.61 §i§|’ . Whlte sollg'H-Nl\/RS(CDC13,
ppm): 0.89 (3H “d J=6.8/Hz) 0,91~ (3H d_1=6.8 Hz),
0.99 (3H d, J:ggg Hz), 1.01 (3H, od, J=6.8 Hz), 1.20
(3H, d, P=6-8Hz} 1. 22 (3H d—J=68 Hz)} 1. 95-1.99
(2H, ), |3.27-3581 (1H, 1, 3.64 462 3.71 (1K, m,
3. 86- 3. 9p—{4H—m) 401405 (1H—m—4-84-4.86 (1H,
M, 5.1015.12 (3bkp m, 6|61 (1/2H,%\br), 6.859 (1/2H,
br), 7.2p—F—24{tH—m—F54F57{IH—m—F.67-7.71
(1H, m,|7.80-7293 (1H, M. white golid 'HNYR S
(CDC13, ppm——H6-—873H—+e—3=6-8H—0-93—{(3H d,
J=6.8 Hz), 1.00,66H, d, J=6.8 Hz), 51.22 (3H, | d, J=6.8
Hz), 1.2K(3H—d—3=6-8tHk)—+88(tH—e—466 J=6.8
Hz), 2.0F-2.11 3K, ), 3.38-3.47 f1H, m, 3.[50- 3.52
(1H, m, 3798403 {2H—m+—483-486—(tH—)|,
5.62-5.604 (1H, pd7 7.17-7.21 (1H, @), 7.35-7./47 (1H,
m, 8.06F8 08 (IH T —whirte sotid—=282—"Properties
of Conpound (3528n Table 2 ConpogpPropertieg and No.
1H NMR 8[(CDCI3, ppmy— 080 (3H o, —J3=6-8Hz), 0.83
(3H, d, P=6.8 Hz29 1.01 (3H, d, J=B.8 Hz), 102 (3H,
d, J=6.8 Fz), I 20-1 23 (6H ™M, 1T 9196 (1H m,
470 2.06}2.10 (48h m), 3]43-3.50 (&H, n), 3.55-3.59
(1H, m,[3.89-3.93 (1IH, . 4. 00-4 1z (1H—m,
4.84-4.89 (1H2®), 5.0645.08 (1H,BM, 6.58 (1H br),

6.80 (1H ~ Dbr), 6.98-7.04 (1A, m, 7.9I-7.93|(1H m.
white solid "HMNMR 5 ( 13, ppm) B 0.82 (6H| d, J=6.8
Hz), 1.0T




(6H, d, J=6.8 Hz), 1.13 (6H, d, J=6.8 Hz), 1.81-2.07
(2H, n), 3.31-3.40 (1H, n), 3.71-3.82 (1H n), 3.86
474 (3H, s), 3.88 (3H, s), 3.89 (3H s), 3.85-3.90
(1H, m), 4.00-4.05 (1H m), 4.76-4.81 (1H, m),
4.97-5.03 (1H, n), 6.56 (1/2H, br), 6.21 (1/2H, br),
7.06 (1H, s), 7.10 (1H, s). white solid 'H NVR 8
(CDC13, ppn) : 0.89 (3H, d, J=6.8 Hz), 0.96 (3H, d,
J=6.8 Hz), 1.04 (3H, d, J=698 Fz), 1.05 (3H, d, J=6.8
Hz), 1.19 (6H, d, J=6.8 Hz), 1.96-1.98 (1H ),

b
48

2.05-2. 24 <(1H 3373 (IH—m5—362=3775 478
(1H, m,[3.80-3292 (1H m, 3. 98-4.}302 (1H, m|, 4.69-
4.78 (1H—mM, 508 (iH—d,—3=7-8Hz), 6.24-625 (1H,
m, 6.70{(1H, bpgsg 7.55-7.60 (2H Im), 7.64-7.|171 (1H,

5
m, 8.02{806 (IH 1. '|te sot Td THFNVR 8 (|CDCL3,
ppm: 0.Y¥9 (3H, 2d9 J=6.8|Hz), 0.85B (3H, d, J=6.8 Hz),
I
.9

T3

N

0.99 (3Hd, J=6.8 10z (3H  d, J=6.8 Hz), 1.18
(6H, d, J=6.8 Ha2x} -2.15 (2H, 482 m), 3.90-3.61
(2H, n), 3.86 (3H, , 3./188-3.93 (IH, m, 4.|03-4.07
(1H, m, |4.83-4282 (1H, 1M, 5.10-5B15 (1H, n), 6.57
(1/2H, bf)y, 6.59 (1/2H RQr), 7.0I-7.03 (IH |m,
7.28-7.40 (3H, @¥3 white|solid 48& ESI-M M{: 436.
white solid 490 IF NVR s (CDCI3, ppm : 0.87-1.23
(18H, m |, 1.9124798 (1H, m), 2.182.27 (1H| m,
3.33-4.10 (4H m, 4.77 - 283 5.04 (2H, m, |6.09
(2/3H, d}, 6.24248/3H, d), 6.64 (B 3H, br), |6.72
(1/3H, bf), 7.00-7.36 (3H, m. white solid IHNWR S
(CDC13, ppm: 0284-1.05 (12H_m, R 18-1.22 |(6H, m,
1.86-2.00 (1H, m, 2.10-2.18 (1H, m, 3.48- 3.67 (2H,
n, 3.89-4 14 (261 m), 4.]79-4.87 (BH, m, 494
4.97-5. 06 m, 6.26 (1/3H d), 6.49 (2/3H, d,
J=7.8 Hz), 6 67 (3/ 3H, br). 6.86 (B 3H br). |7.02-7.16
(2H, m,|7.67-7, 76 (1H, M. white solid 1H-NNR S
(CDC13, ppm: 028%-1.02 (12H. ? 18-1.25_|(6H, m,
1.89-2.06 (2H, gys 3. 29 3.41 (1H, 3.62- 3.72 (1H
n, 3.8514.08 (2K 83-4.90 (fH m., 49
5.02-5.08 (1H, gbg 6.20 (1/3H, d), 6.56 (2/3H, br),
6.78 (2/ 8H_d), 18-7 21 (1H_ m 7 32 (1/3H, br),
7.66-7.78 (1H, 5% 7.89-1.98 (1H . white dolid 284
- Properties of psrrnmmd (36) in Tahle 2 Conpo

Properti 35 and 2%3 1HNMR S ( %;3 ppn) : 10.82 (6H,
(6H

~ v~
H\-‘
]

d, J=6.8 ~1=6.8 H} 1123 (6H
m, 1.96 2.04 (2py m, 3.32-3. 36_ , 3./66-3. 71
(1H, m, | 3-83-3%287 502 (1H m Q 4. 88 (AH, ™,
5.05 (1H d, J=8o§ Hz), §.56 (1H %) 7.03 (1H, d),
7.57- 7. 66— AH—Aj 777 1H Hz) €. 03 (1H
d, J=7.8|Hz), 8,45 (1H, |9). Nﬂteﬁold 1H NMVR 6
(CDC13, ppH-—60-86-—1-05(12H m—+-18-1.22 (6H, m,
1.88-1.98 (1H, mhg 2.13-2.22 (1H, ®), 3.47- 3.68 (2H,
m, 3.88M4—13(2H M4 78-—4-85(1H—m-—506 4.98
(1/3H, d), 5.06 (2/3H d, J=8.8 Hz), 6.28 (1/3H d),
6.51 (2/3H, d, J=8.8 Hz), 6.65 (2/3H, s), 6.85 (1/3H
s), 7.23-7.74 (3H, n). white solid 1HNVR 6 (CDC13,
ppm) : 0.87-1.08 (12H, m) , 1.18-1.23 (6H M,
1.94-2.01 (1H, m), 2.20-2.31 (1H, m), 3.009-



510 4.08 (4H, n), 4.76-5.03 (2H, n), 6.01 (2/3H d),
6.27 (1/3H, d), 6.68-6.75 (1H, m), 7.22-7.34 (3H, ).
white solid 1H NVR 8 (CDC13, ppn) : 0.84-1.04 (12H m
, 1.18-1.22 (6H, n), 1.88-2.14 (2H, n), 3.47-3.68
(2H, n), 3.87- 514 4.13 (2H, m), 4.77-4.85 (1H, m,
5.05-5.13 (1H, n), 6.28 (2/3H, d, J=9.3 Hz), 6.35
(1/3H d), 6.71 (1H, br), 6.83-6.96 (2H, n,
7.34-7.39 (1H, n). white s8Pfd~ H- NVR 8 (CDCL3, ppm)
0.87-1.04 (12H, n), 1.14-1.24 (6H n) , 1.88-1.94
(1H, m, 2.12-2.18 (1H, n), 2.27- 2.31 (6H m),

3. d0nBr 681 {24, efifecB. 9Gadnd0 (3kato) 1aba8bdidRe4.(83
(1H, m), 5.03 (1/3H, d), 5.12 (2/3H d, J=8.8 Hz),
5.97 (2/3H, d, J=8.8 Hz), 6.32 (1/3H, d), 6.42 (1/3H,
br), 6.84 (2/3H, br), 7.Q7-7.21 (3H, m). whijte solid
1H NVR 6| ( CROEHuppije. 0./80- 1. 0E£A8¢t ), 1.[18-1.23
522 (6H, (M), 1.89-2.12 (4H, n), 3.45-3.67 (1A,
3.80- 4.08 (9H, 28§, 4.83-4.90 (1H An), 5.02-5.08 (1H,
M, 6.48 (1A, d), 6.05-§.11 (2H, m, 6.91 (IH s),
7.24 - 285 - (1B25s) whitle solid ' ANV S (CDC13, ppm
©0.79-1[03 (12H, m), 1.17-1.23 (6H m, 1.98-2.18
(2H, m, [3.10- 42% (4H, m, 4.82- 826 4.88 (1H m,
4.98-5.06 (1H, 6.21 (1H, d), 6.53 (1/2H, |br), 6.72
(1/2H, bt), 7. 2397 29 (2H, m, 7.8% 7.89 (2H, .

whi t e solld 1H- NVR S (CDG13, ppm): 0.87 (3H, |d, J=6.8
Hz), 0.94 (3H 28.8 J=6.8 [Hz). 0.95B(3H, d. J37.3 Hz),
1.00 (3H d, 8 Hz), |1.18 (3H, d, J=6.3 Hz), 1.21
(3H, d, |J=6.3 ?@9 1.9311.96 (1H P, 2.16-4.22 (1H,

m, 2.26[530 (9'349'98) 3.60 (1H, n),B37O (1H| m,

3.89-3.91_(1H 404406(1H 4.75 (|1H, m,
5.20 (1H m, 39}5(1, : 678%79(1H, m,
6.83-6.84 (1H__ny, 7. 251(1H m hite soliq - 286 -
Properties of Cgﬂaound ('7) in Table 2 Conpd

Properti es—and —Ng— 1H-NMR 6 (r‘nr‘%*'z, ppm- Q.78 (3H,
d, J=6.8|Hz), 03% (3H, d, J=6.8 Hz), 1.00 EH, d,
J=6.8 Hz}—21-01 H—d—1J=6.8 Hz) - 1.16 (3H d, J=6.3
Hz), 1.20 (3H, 304 J=6. 3 Hz), 1.32,(3H, s), 1.33 (3H,
s), 1. 35H3H—sy--534 1 94196 (28 w_3.37 (1H m,
3.56-3.5¥ (1H,w§))5 3.9243.95 (2H, M, 4.81-4.85 (1H,
m, 5.20tH—m+—6-60(1H—)+—6-85—+(1H—+),
7.36-7.49 (2H, Bhg 7.71-|7.74 (2H ). white|solid
1H NVR 6 H€EBEE3—ppi)—019+3H—d—3=6-3—Hz)j, 0.94
(3H d, J§=6.8 Hg)y 1.00 (3H d, J=@.8 Hz), 1./03 (3H,
d, J=6.8Hz)—+19(3H—a—3F=F3Hz)—+26(3H d, 538
J=6.3 Hz), 1.8633897 (1H| m, 2.1742.19 (1H, |m, 3.40-
3. 60 (2H—M5390-400—(2H—m—4-86—(IHH—m), 5.08
(1H, m,|6.20 (3blp M, 6./75 (1H, ny, 7.27-7.30 (1H,
m, 7.33F7 38 (iH 748760 2H —m—whijte solid
1H NWR 6| (CDC1331ppm 0.76 (3H, d, J=6.8 Hza), 0.81
(3H, d, =68 Fzj, 090 (3H —t, 3=6-8Hz),—1:100 (6H,
d, J=6.8|Hz), 1318( H d, J=6.3 Hz), 1.21 (3H, d,
J=6.3 Hz), I-3Z2-1. 35 (4H[ M, 45 (2H—m,—1.77-1. 79
542 (2H,|nm), 1.9221.97 (2H, n), 3.80-3.33 (1H, m,
3.56- 3.p8 (IH, nmy, 3-96[(IH M, 398 (2H 1, J=6.3
Hz), 4.10 (1H 3bp, 4.8244.87 (1H anm), 5.24 (|1H m,
6.64 (1H d, J=8.3 HZJ), [6.88-6.90 (2H, 1, 1.10 (1H,
m, 314 A




7.73-7.77 (2H,
0.87 (3H, d,

m
J=6.8 Hz) , 0.93 (3H d, J=6.8
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz),

d, J=6.3 Hz), 1.22 (3H, d, 546 J=6.3 Hz),
(1H,|ﬁ, 2.09-2.17 (1H,|ﬁ,
3.97-4.01 (2H, ), 4.79-4.85 (1H, m,
J=8.8 rz) 7.44 (1H m, 8 18-8.20 (1H, J
white solid 550 --['H NMR485(CDC13, ppm): O.
J=6.3 Hz), 0.94 (3H, d, J 6.3 Hz), 0.97 (

5.75

d,

r

white solid 1HNWR 6 (CDC13, ppm

Hz), 0.98

1.21 (3H,
1.88-1. 89
3.47- 3.57 (2H, m,

(1H, d,

=8.8 Hz).
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Table 2

pm: 0.75
98 (3H,

(@]

Fz), 1.02 (3H,
1.193p8H, d,
) (1H, ), 3.43
(3H, sP374.82-4.
D (1H, 7.06-1.
(1H, 17-8.
(CDCl 8p 0.
—68 097( ;
3%% (3H, d, J=6.3 FE) 0 (3
1 873%%02 (11| m ., 2.16%2 21 (1H
(2H m,,,3 81 (3H s), 3.§2 (3H s),
(1H M3 9014 01" (1H Pmy, 4 75 (
3#81(1H d, J=8.8 Hz),
(1H 7.27-7 31 (1H
(CDC13 83 (3H,
1=6._8
Hz)
1
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"
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%ﬁ 1. 20 (

34t 8 Hz) 0
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6. 54- 4.

3H, d,

(14, m,
(2H,

5. 04
.80-7.84

3 (CDClS,

66 (3H,

120 (1H, %3

A /In’)/
. Uz (91§

J=6.8 Hz), 6.21 d,
Hz) , ry, 7.99-8.05 (4H, m ite c
m p. 220.6C ' H NVR 5 (CDC13, ppn) : 0.89-1.05
, 1.18-1.23 (6H, m), 1.89-1.94 (1H, m,
(1H, m, 3.07 567 (3H, s),
3.77-4.02 (3H, m, 4.84

r

-
0

~
TR R

2.17-
3.32-3.38 (1H, m,

0 4.16
J=8.3
rystal

(12H, m
2.22



4.88 (1H, m, 4.97 (1H d, J=6.8 Hz), 6.18 (1H, d),
7.58 (1H, br), 7.99-8.05 (4H, n). - 289 - white
crystal mp. 187.0C 1H NWVR 8 (CDC13, ppm: 0.76-0.89
(6H, m, 0.98-1.02 (6H, n), 1.18-1.26 (6H n), 1.52
(9H, s), 1.86-2.11 (2H, m, 3.50-3.64 (2H n,
3.87-3.98 (2H, n), 4.83 571 4.88 (1H, m), 5.04-5.11
(1H, m, 6.22 (2/3H, d, J=7.8 Hz), 6.45 (1/3H, d),
6.62 (1H, s), 6.64 (1/3H- BPP, ~ 7.03 (2/3H, br), 7.42
(2H, t, J=8.8 Hz), 7.72 (1H d, J=8.8 Hz), 7.75 (1H,
d, J=8.8 Hz). white crystal mp. 228.8C 1H NWR 8
(CDeABroppinhg O£F8cO. 90a(hklt BPmaBo98ate081ighl, (),
1.17-1.23 (6H, n), 1.46 (9H, s), 1.87-2.16 (2H, ),
3.28 (3H, s), 3.46-3.66 (2H, n), 3.89-4.10 575 (2H,
m, 4.86{4.92 (IH ™, 5.J03-5.12 (IH, m, 6.23 (1/2H,
d), 6.53|(X@hou)d Nol2 [(1H, br3ffdc®9-7.33 | (2H, n),
7.73-7.78 (ZH, m). white[crystal mp. 1I67.0C|1H NVR 8
(CDC13, ppn): 0388-0.88 (|6H n), 0296-1.04 (|6H, m,
1.16-1.2% (6H,_m, I1.55 (9H, s), 1.88-2.17 (]2H m,
3.42-3.60 (2H, ARS 3.93-4.07 (2H, @), 4.86 579 4.90
(1H, m, [5.26 (1/2H, br),[ 5.38 (1/2H br), 6.133
(1/2H, d), 6.633p9/2H, d)|, 7.03-7.88 (2H, n),| 7.37-
7.47 (2H m, 8.53 (1H ¢9). white crystal mpg. 167.0C
- 290 - PropertBéd of Conpound (39R in Table |2 Conpo
Propertie¢s and No. 1HNWR S (CDC13, ppnm: (.88-1.03
(12H, m |, 1.18388H d, J=6.3 Hz), B1.20 (3H, [d, J=6.3
Hz), 1.85-1.92 %1H n, |2.15-2.21 (1H, n), 2.43 (3H,
s), 3.3813.42 (A2 m ., 583 3.65-3B70 (1H, m|,
3.85-3.96 (2H, m., 4. 75-4 80 (1H, n% 4.93 (1H d),
6.16 (1H_d. 1=828 Hz). @.64 (1H_ Bor). 7.15-|7.22 (2H,
m, 7.33|(1H, d3@é8 3 Hz). white crystal mjp.
235.5C. h87 ES 4 vhiteBsolid 1HNMR 5
(CDC13, ppm) :1.17-1. 20 (9H, n) , 3 47-3.53 (4H ),
3_84-3_82(1Hrri3 4(’)(’)(/ 12454 7Yy 4 (6 590
(2H, q, J=7.3 Hﬁ%as 5.70 (|1H, br), %27-7.30 (I1H, m,
7.39-7.50(3H, y—7.65-74.67 (1H ) vel |l ow oil

1H NVR 5 (CDClBSagpn): 1.[21-1.28 (12H, m), 3./56-3.60

Ay

(4H, 1), |3.93-3 (14, '), 407 {ZH d_1=319 Hz),
591 4.8914. 96 (%?,7 IT) 469 (1H, bry), 7.28-7.132 (1H,
m, 7.38-7450 3H m 7.65 767 (1H—m-—yel |l ow oi |
1IH-NWVR 5 (CDC13,3 @pn) . Q.87 (6H, % J=6.8 HZ) , 1.20
(6H d, §=-6-8Hz—1-81-1-92 (IH—m—3-46-3{54 (4H,
592 m, B.79 (2Wyed, J=6./8 Hz), 3. %4- 3.93 (1H, ,
4.01 (2H—e—3=4A4+Hr—8-FR3(H—b—F274.30 (1H,
m, 7.39-7.51 ¢34, M, 7.65-7.67 GIH, m. ygllow oil
1H NVR 5 H€EBEt3—ppm—t124(6H—d—3=6-8—H=), 1.44
(9H, s)| 3.53-3089 (4H, |m, 3.90-3.93 (1H, m, 4.02
(2H, d, B9 IF=4A4t+)—55+tH—brr—F2++4. 30 (1H,
m, 7.39:17.50 ¢3H mM, 4.65-7.67 @lH m. ysgllow oil
"H NVR S(€BELS,——ppm—06498(3H—d;—3=6-8+&){, 1.01
(3H, d, §=6.8 Hz)p 1.22 (|3H, t, J=@.8 Hz), 1.{86-1.91
594 (1H, M3 47351 (iH—")7—S68377(2H m,
3.86 3.8 (1H, mi3 3.90-3.91 (1H m), 3.96-4.{14 (2H,
m, 5. 3B (IH ™, 648 (tH—d, =88 Hz)—7-14 (1H,
m, 7.28-7.30 ¢14, m, 7.38-7.44 @2H, m), 7.|/48-7.50
(1H, 291f-

1=
=
N
>




3

, 7.64-7.65 (1H, m. white crystal mp. 157.7C
1H-NVR 5 (CDC13, ppm): 0.98 (3H, d, J=6.8 Hz), 1.01
(3H, d, J=6.8 Hz), 1.20 (3H, d, J=6.3 Hz), 1.23 (3H
, J=5.8 ) 1.86-1.89 (1H, m), 3.54-3.55 (1H, m,
595 3.61-3.64 (1H, n), 3.73-3.78 (1H, m, 3.85-3.01
(1H, m, 3 97-4.00 (1H, n), 4.89-4.91 (1H, m), 5.59
(1H, m, 6.78 (1H, d, J=8.3 Hz), 7.26-7.29 (1H m,
7.38- 7.43 (3H, n), 7.49-7483 (1H, n), 7.64-7.66 (1H,
m. white solid 1IHNWR 5 (CDC13, ppm: 0.98 (3H, d,
J=6.8 Hz) 1 0t—(3H o, 9=6.8Hz), 1+ 43 (9H7 s),

1.86-1.91 (1H, wmpp 3.54-3.56 (1H am), 3.68-3.72 (2H,

o

m, 3.79f3 85 (IH—5H97 m, 398401 (iH—m 5. 16
(1H, m, |6.49 (ZLIZIA d, J8.8 Hz), B 20 (1H m,
7.28-7.30 (1A, 7. 38143 (2H, M, 7.50-7.52 (1H,

m, 7.64{7.66 (487 m. white crysta mp. 175.3C 292 -
Properti es of Conpound (40) in Table 2 Conpo
Properties and No. 1HNWR S (CDC13, ppm: 0.98 (3H,
d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.13 (3H, d,
J=6.3 Hz), 1.21 (3H, t, J=7.3 Hz), 1.86-1.91 (1H, m,
3.47-3.53 (1H, nm), 598 3.67-3.74 (1H, m, 3.96-4.00

(1H, m, 4.10 (2H, q, J =7.3 Hz), 4.19 (1H m, 5.22
(1H, m, 6.45 (1H, d, J=8.3 Hz), 7.12 (1H, m,
7.28-7.30 (1H, m, 7.38-7.44 (2H m, 7.48-7.50 (1H,
nm, 7.64-7.66 (1H, m. white crystal mp. 178.3C
"H-NVR 5 (CDC13, ppm : 0.98 (3H, d, J68Hz) , 1.02
(3H, d, J=6.8 Hz), 1.16 (3H, d, J=6.3 Hz), 1.25 (3H,
d, J=7.3 Hz), 1.27 (3H, d, J=6.8 Hz), 1.86-1.91 (1H,
m, 3.51-3.55 (1H, m, 3.63-3.67 (1H m, 3.95-4.01
599 (1H, m, 4.12 (1H, m, 4.86-4.90 (1H, m, 5.09
(1H, m, 6.39 (1H d, J=8.3 Hz), 7.11 (1H, m,
7.27-7.30 (1H m, 7.38-7.44 (2H, m, 7.49-7.51 (1H,
m, 7.64- 7.66 (1H, m. white crystal mp. 146.4C
1IHNWR 5 (CDC13, ppm): 0.98 (3H, d, J=6.3 Hz), 1.00
(3H, d, J=6.3 Hz), 1.12 (3H, d, J=6.3 Hz), 1.42 (9H,
s), 1.85-1.89 (1H m, 3.57-3.60 (2H, m, 3.97-4.01
601 (1H, m, 4.11-4.15 (1H, nm, 5.03 (1H, d, J=5.3
Hz), 6.50 (1H, d, J=7.3 Hz), 7.19 (1H, d, J=5.3 Hz),

7.25- 7.29 (1H, m, 7.37-7.40 (1H, m, 7.41-7.44 (1H,
m, 7.48-7.51 (1H, m, 7.63-7.65 (1H, m. white
crystal mp. 163.1C 1HNWR S (CDC13, ppm : 0.97 (3H,
d, J=6. 8 Hz) , 1.02 (3H, d, J=6.8 Hz), 1.19 (3H, t,
J=6.8 Hz), 1.44 (3H, s), 1.50 (3H, s), 1.84-1.91 (1H,
m, 3.59-3.63 (2H, 602 m, 3.93-3.98 (1H, m, 4.05
(2H, g, J=6.8 Hz), 5.12 (1H, m, 6.55 (1H, d, J=8.8
Hz), 7.20 (1H, m, 7.28- 7.30 (1H, m, 7.38-7.44 (2H,
m, 7.49-7.51 (1H, m, 7.64-7.66 (1H mM. white
crystal mp. 141.8C "HNWR S (CDC13, ppm: 0.98 (3H,
d, J=6.8 Hz), 1.02 603 (3H, d, J=6.8 Hz), 1.17 (3H,
d, J=5.8 Hz), 1.18 (3H, d, J=5.4.Hz), 1.44 (3H, s),
1.49 (3H, s), 1.85-1.92 (1H, m, 3.56-3.66 (2H, m,
3.93-4.00 (1H, m, 4.80 293 4.88 (1H, m, 5.04 (1H,
657(1H d, J=8.8 Hz), 7.27 (1H, m, 7.29 (1H,
7.37-7.44 (2H nm, 7.47- 7.51 (1H, m, 7.46-7.66
(1H, m. white crystal mp. 137.3C 1H NWVR S (CDCL3,
ppm: 0.98 (3H, d, J=6.8 Hz), 1.02 (3H d, J=6.8 Hz),
1.40 (9H, s), 1.42 (3H, s), 1.48 (3H, s), 1.83-1.88
(1H, m, 3.46-3.50 (1H, m, 3.68 605 3.71 (1H, m,
3.95-4.02 (1H, m, 4.94 (1H, m, 6.58
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(1H, d, J=8.8 Hz), 7.25-7.29 (1H, m), 7.36-7.41 (2H,
m, 7.44 (1H, m, 7.49-7.51 (1H, n), 7.63-7.65 (1H,
M. white crystal mp. 140.5C 1H NWVR S (CDC13, ppm:
0.80 (3H, t, J=7.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.00
(3H, d, J=6.8 Hz), 1.22 (3H, t, J=7.3 Hz), 1.56-1.62
(1H, m, 1.77-1.84 (1H n), 1.87-1.92 (1H ),
3.50-3.53 (1H, m), 3.66-3.68 (1H 606 m), 3.98-4.04
(2H, m), 4.10 (2H, q, J=7.3%%Yy, 5.15 (1H m, 6.29
(1H, d, J=8.8 Hz), 7.08 (1H, m), 7.29- 7.30 (1H, m,
7.39-7.44 (2H, n), 7.48-7.51 (1H, m), 7.65-7.67 (1H,

m Comhrdelinystdlfentpagii8s2Ctoma84 1aPeopérghes (6
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(1/ 2HA66), 3. 47
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white crystal mp. 90.5C 1HNWR S (DMSO d6, ppm: 0.86
(3H, d, J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz), 1.21 (3H,
t, J=6.8 Hz), 2.15 (1H, q, J=6.8 Hz), 3.51- 635 3.57
(2H, m, 3.62-3.66 (2H, m, 3.97 (1H g, J=6.8 Hz),
4.07-4.15 (2H, m, 5.22-5.24 (1H, m, 6.76 (1H, br),
7.23-7.29 (1H, m, 7.39-7.51 (3H, m, 7.66-7.68 (1H,
M. white crystal mp. 167.6C 296 - Properties of
Compound (42) in Table 2~ é@ﬁpﬁ Properties and No.
1H-NWVR 6 (DVSO-d6, ppnm): 0.87 (3H, d, J=6.8 Hz), 0.93
(3H, d, J=6-8Hz), 1T 12=323<(6H—m, 213 (iH q,
J=6.8 Hz), 3.5343857 636 (2H, m, B3.60-3.69 |(2H, m,
3.96 (1H[ T, J=6-8 Hz), 4 87 (IH —Dbr), 5. 15|(1H br),
6.68 (1H| br), 4822-7.32| (1H, m, B7.40-7.52 |(3H, m,
7.66-7.69(IH M. wWhite [crystal mp. 162. 3C|1H NMR 6
(DVBO-d6) ppn): 486687 (3H,| d, J=6.88BHz), 0.89 | (3H, d,
J=6.8 Hz), 0. 94 (3H d, J=6.8 Hz), 1.1Z2 (3H | d, J=6.8
86 (1H, ¢90J=6.8 Hz), 2.13-2A 17 (1H, 637 m,
.57 (2A M, 3.62-3.66 (2H, M, 3.75-3.189 (2H,
.96|(1H, q4%3=6.8 Hz), 5.22-5A5 (1H, nm)|, 6.73
r)
6
6

EXAE
m\./
S
O weE

=
L

[ 7.27-7.32Z (I |m, 7-35-7.52 (3H 1y,
8 (1H, ®P8 white crystal mAp. 154.3C| H NWR 6
[ ppm: 0.87 (3H,| d, J=6.8 Hz), 0.93| (3H d,
Hz), 1.42509H, s), |2.11-2.20B1H, n), [638
3.68 (4H m, 3.88-3.91 (1H, m, 4.99 (4H br),
(1H] br), 2147-7.31((1H, m, A 40-7.52 (|3H m,
7.68 (1H, n). whitejcrystal '"HNWR S (COC13,
.81 (3H, >d% J=6.8 |Hz), 0.89B (3H, d, J=6.8 Hz),
H d, J=6.3 Hz), 4.05-2.09 (1H, m), 3.47-3.52
n, |3.60-368 (1H_ m. 3.68 639 (3H, s),
3
4

*0Q
o

o U1 ©

-5

wo-

.95 (1H, m., 4.20-4.24 (1H, ny, 5.22- 5. 25 (1H,
7L(AH bPP? 716 (1H br), £28-7.32 |(1H m),
51 (3H, %) 7.66-7.68 (1H, m. white grystal

p. 189]6C 1H NER 6 (CDAM3_ppny 081 (3H] d, J=6.8
) . 0.89 (3H.d J=6.4 Hz), 1.23 (3H t, J=6.8 Hz),
25 (3H_d_128% ) 1o 05.2 09BiH_m . 3 48-3.53

Ay

m, | 640 3. g%s. 66 (1H, m, 3.92-3. 95 (1H, m,
Q— J=7°3 Hz) 14 .21-4 257(1H ) 5. 21 (1H,

H )
.48 (1H, 7.19 (1H, br), 7.28-7.32 (1H m,
5
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) . ;
(2H 5?')9, 7.66-17.68 (1H Bm white |crystal

2C - 297, LHNVR S (CDC13, ppm) : 0./82 (3H,
= 3 d

6789 (3W d =68 Hz) 1.21 1.24

) 1
) 1
6-1 3H, , 2.05-2.09 (1H,
2‘%3 ! IT?JZ ] (%H, Ws 4-21-4. 26

A
4 A—4
, 4. Hz), 5.12 (1H, br), 6.48
), 7.18 (1H, br), 7.28-7.32 (1H m, 7.40-7.52

7.66-7.68 (1H, m. white crystal mp. 205.5C
(CDC13, ppm : 0.82 (6H, d, J=6. 8 Hz) , 0.89
, J=6.8 Hz), 1.26 (3H, d, J=6.8 Hz), 1.83-2.00
(1H, m, 2.03-2.09 (1H m, 3.47-3.51 (1H m, 3.53
642 3.67 (1H, m, 3.80-3.85 (2H, m, 3.87-3.93 (1H,
m, 5.22 (1H, br), 6.42 (1H, br), 7.05 (1H, br),
7.27-7.30 (1H, m, 7.41-7.51 (3H, m, 7.65-7.68 (1H,
m. white crystal mp. 193.8C 1HNWR S (CDC13, ppnm:
0.82 (3H, d, J=6.8 Hz), 0.89 (3H, d, J=6.8 Hz), 1.27
(3H, d, J=6.8 Hz), 1.43 (9H, s), 2.06-2.10 (1H, m,
3.53-3.57 (2H, m, 3.84-3.88
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643 (1H, m), 4.20-4.27 (1H, m, 5.01 (1H br), 6.32
(1H, br), 7.20 (1H, br), 7.27-7.31 (1H, m, 7.39-7.51
(3H, m, 7.66-7.68 (1H, M. white crystal mp. 163.3C
298 - Properties of Conmpound (43) in Table 2 Conpo
Properties and No. 'H NWR 8 (CDC13, ppm: 0.81 (3H,
d, J=6.8 Hz), 0.89 (3H, d, J=6.8 Hz), 1.24-1.25 (3H,
m, 2.05-2.08 (1H, n), 3.48-3.51 (1H n), 3.54-3.58
(1H, m, 3.95-4.00 644 (1H m, 4.12-4.25 (1H, m,
5.10-5.13 (2H, m, 5.30 5 ng m, 6.45 (1H, br),
7.05 (1H, br), 7.27-7.51 69I4-I Ony, 7.65-7.67 (1H, m.
white crystal mp. 197.5C 'H NWR 8 (CDC13, ppm: 0.81

(3H, d, J=6.8 Hz), 0.89 (3/2H, d, J=6.8 Hz), O0.93
(3/2H, d, J=6.8 Hz), 1.25 (3/2H, d, J=6.8 Hz), 1.26
(3/ 2FpnBrodisng pEfechd. pgaipsrorpmgtojkate Prighd. {3)
(1/2H, q, J=6.8 Hz), 3.46 645 3.50 (1H, nm), 3.61
(3/2H, s), 3.62-3.65 (1H m, 3.67 (3/2H s),

3.91-4.00 (1 4.10-4.15 (1H, 5.22 (1H,| br),
6.52 (1/2H, qgg%o sl N9 oH| br) szfﬁ(?tSl (1, ),
7.40-7.52 (3H n, é 66- 7. 6§ (1H, m. white crystal:
mp. 184. 6C| "k NVR® 9(0001'% ppm) - 0 81 (3/2H,

J=6.8 Hz), 0.82 (% J=6.8 Hz), B0 89 (3/2H, d,
J=6.8 Hz), (.93 PH d _ﬁgHy), 1.18 (3H_|d,
J=7.3 Hz), 1.25 .8 Hz), _1.26 (3/2H, d,
j=6.8 Hzg, 2 04 642/0%1/7H d. 1:6 g)Hﬁ), 2 g? (1/ 2H,
q, J=6.8 Hz), 3. 4663§ 52 (1# nm), 3. 6% 3.66 (1H| m,
3.91-3.97 ( H, . 04-4.14 (2H —4.22-4.24 (1H,
m, 5.19 (1f, br), . %46 (1H, br), 6. 6.52_(1H br),
7.28-7.32 (1H—m °7%0- 7. 82 (34 m " 7 66.7 68 (1H
m. white crystal: 6?7'0' 166 7C'H-NI\/R 28 (CDCl3, ppm :
0.81 (3/2H, l—3=68 Hz} 0183 (3/20% 4 3-6 8lHy),
0.89 (3/2H, |d, J=6.84Hz), 0.]93 (3/2H, d, J=6.8|Hz),
1.21 (3H, d,}3=F-3Fe)—1-243H —d 3=6-8Hz)}+| 1.26
(3H, d, J=6,8 Hz), AP04 (1/2H, q, J=6 8 Hz), 2.[17
(1/2H, q, J+6—8—Hz)—3—46-3-52(+H—647—r)—3-68- 3. 66
(1H, 3.93 (1H, gao J=5.9 |Hz), 4.224 4.25 (1H| m,
4.79-4.91 (HH—m—5-35—(tHbr—6-43—3H—br}, 6. 50
(1H, br), 7.27-7.3%401H m,| 7.40-7.52 (3H m |,
7.66-7.68 (IH—m—white crystat—mp—1813C =299
1H-NVR 5 (CC13, ppp : 0.82-0.95 (12 m) , 1.25-1.27
(3H, M , 1.80=1 93 (iH—m | 204 (1r2H U, J=6. 8
Hz) ,  2.17|(1/2H, en3 J=6.8 |Hz), 3.4623.50 (1H, |m,
3.53-3.60 648 (2R 3. 75-3. 82 (2H T —3.90- 3. 95

5
(1H, m , 5.417 (1H;44br) , 6.38 (1/2HA br) , 6.51
(1/2H, br) 7 27-7. 3T (A M, 7.40-7.52 (3H |m,
7.66-7.68 (1H, m wdae crysjt m p. B48. 7C ' H-{NVR 6

al :

(CDC13, ppm|r 0.82 (3/2H, d,] J=6.8 Hz), 0.84 (3/2H,
d, J=6.8 Hz)|, 0.894472H, d,|J=6.8 Hz)a 0.93 (3/2H,
d, J=6.8 Hz)[, I.25 (3H, d, JE7.-3 Hz), 1.39 (972H, s),
1.43 (9/2H, |s), 2.0491/2H, |g, J=6.8 Hz), 649 2.|15
(1/2H, q, J96.8 Hz), 3.46-3.p6 (Z2H, m, 387 (1/2H,
g, J=5.9 Hz)|, 4.24 449 2H, q,| J=6.8 Hz)A 5.04 (1H,
br), 6.43 (4 2ZH Dbr), 6.50 (L7 2H br), 7.27-7.31 (1H,

m, 7.39-7.52 (3H, 492 7.66-{7.68 (1H, An. white
crystal: m g I49.4C 300 - Properties of Conmpound (44)
in Table 2 |Conpo Rs@pertiesi and No. A1IH NWR S
(CDC13, ppm|: 0.78 (3/2H, d, J=7.3 Hz) , 0.79
664 A
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675 3.56-3.69 (1H, n), 3.81-3.98 (1H, nm), 4.05-4.20
(1H, M, 5.06-5.09 (2H, n), 6.61 (1H, br), 6.71-6.73
(1H, n), 7.28-7.40 (6H, m), 7.42-7.44 (2H, n),
7.49-7.53 (1H, m, 7.63-7.66 (1H, m. white crystal
1H NVR 6 (CDC13, ppm) : 0.77 (3H d, J=6.8 Hz) , 0.87
(3H, d, J=6.8 Hz), 0.92-1.00 (6H, m), 1.16-1.24 (1H,
n, 1.50-1.67 (2H n), 2.04-2.09 (1H, m, 3.43-3.52
680 (1H, m, 3.68-3.78 (4H, m, 3.89-3.94 (1H m,
4.07- 4.10 (1H, m, 5.17 (1H, br), 6.23 (1H d, J=8.3
Hz), 7.07 (1H, br), 7.29-7.8%2(1H, n), 7.39-7.50 (3H,
m, 7.67 (1H, d, J=7.8 Hz). white crystal mp. 202.5C
1H NWVR 8 (CDC13, ppm) : 0.76 (3H, d, J=6. 8Hz) : 085
(3H, d, J=6.8 Hz), 0.90-0.97 (6H, n%Plls

m, domyrqlbyng oeffeyt agazn%tovorca iﬁtesbksg@ 498
681 (1H, m), 3.63-3.69 (1H n), 3.89 (1H, t, J=7.8
Hz), 4.03-4.13 (3H m, 5.11 (1H_ br), 6.20 (1H d,
J=7.8 Hz 7.07 (1H, br 7 27 J=7.8 Hz),
7.37-7.48) (SHEm Fm(un% ) (%f%éthz\ \Azn't)e
crystal myp. 179. §§ H-NI\/RS(CDC13 ppm : 0./77 (3H,
d, J=6. 3 Hz) . R f’%H d, Bz) 002 (3H t,
J=7.3 Hz), |0.97 (34, d, 46. 3 Hz), .18-1.24 (7H, m,
1.48-1.67 (2H, ?0??08(1H y, 3. 48- 7 (2H,

m, 3.85-3. 89(1H,7028 4.03-4.09 (1H, ),
4.84-4.89 (1H_m 47 _(1H_ of 618 (18 d),

7.08 (1H, br), %6;7 30 (1H, m, 7. 35 7.42 (2H, m,

W

7.45-7. 49 1H, r?d 64 (1|—!’ d—J=7. I—|7\ whilt e
crystal mp. 194 %96 303 | 'HNWR S (CDCls ppMm :
0.76-0.97 (18H—m 1.1/' 1420 (1H, rﬁ 1.-46-14. 67
(2H, m, 1'8319%@1 : 2.00- 2.9\6(1, n,
3.46-3.52 (HH— A0 IH—m}—683-3—+83. 90
(3H, m, 4.06-4. 19,0(81H m,| 5.18 (1Hpd, J=8. [3 Hz) ,
6. 25 (1H, (0 I=* IIL/ y 7 10 (1H, d, =7 8 l'IZ),
7.26-7.29 (|1H, m 7,097. 36-7.51 (3H, ma, 7.64 (1H d,
J=7.8 Hz). pwhitte—erystal—mp—169-8€C—1HNWMRS( CDCL3,
ppm: 0.74-0.99 (XK m, 1.17-1.22 A 1H m,
1.49-1.70 (PH—m+2-04=2-09(tH—m—348=—3-56 (1H
nm, 3.64-3.|78 (4H71), 3.90-3.96 (1Ha M, 685
4.10-4.17 ((AH—m)—520(iH—d), 626 (1H d,J=8.8
Hz), 7.48-7.57 (2412m, 7.74 (1H br)a 7.97 (2hH d,
J=7.8 Hz), 18 (2H—d,J=7{ 8 Hz) white crystal| m p.
172.5C 1HNMR S (CDAL3, ppm: 0.76 (3H, d, J=6.8 Hz),
0.87 (3H, [@,J=6-8 Hz), 0.P0-1.0T (6H m, 1. 1I9-1.28

(4H, m, 1L 52-1. 6BL.{2H, m| 2.03-2.® (1H m,
3.48-3.56 686 (IH, m, 3.68f3.76 (IH ny, 3.90-3.96
(1H m, 4.08- 4.1606H, m,|5.15 (1HAd), 6.24 (1H d,
J=8.8 Hz), [[7.47-7757 (ZH, M, /.75 (IH Dbr), 7}{97
(1H, d, J=7.8 Hz)738.05 (1H, d, J=7.B Hz). whife
crystal mp I4TITC™ - 304 { Properties of Conppund
(46) in Table 2 Coépo Properties andA No. 1HNWVR 6
(CDC13, ppnj: 0.74 (3H d, J=6.4 Hz), 0.84 (3H | d,
J=6.4 Hz), 0.89-0.B&%3(6H, m, 1.14-1.26 (6H m,
1.47-1.67 ( my, 2.00-2.08 (IH m, 3.47-3.54] 687
(1H, m, 3.164- 3. 727¢4H, m,|3.86-3.90A(1H, m, 4.06
4.13 (1H, nj, 4.85-4.92 (IH m, 5.06 (1IH br),|6.19
(1H, d, J=8.8 Hz),74¢845-7.55 (2H, m,A7.73 (1H, {br),
7.94 (1H, df J=7.3 Hz), 8.08 (IH d, J=7.3 Hz).| white
crystal p. 189. 191H NWVR| 6 (CDC13,Appm) : 0.¥7 (3H,
d, J=6.3 Hz) , 0.85-

770 A




1.00 (15H, nm, 1.16-1.28 (1H, m, 1.50-1.68 (2H, m,
1.85-1.93 (1H, in), 2.03-2.08 (1H, m, 3.49-3.56 (1H
688 nm), 3.66-3.93 (4H, nm, 4.10-4.16 (1H, m, 5.17
(1H, d), 6.20 (1H, d, J=8.3 Hz), 7.47-7.57 (2H, m,
7.75 (1H, br), 7.97 (1H, d, J=7.8 Hz), 8.06 (1H, d,
J=7.8 Hz). white crystal mp. 153.7C. 1H NMR 6
(CcbC13, ppm : 0.76 (3H, d, J=6. 8 Hz) , 0.86 (3H d
J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz), 0.98 (3H, d, J=6.8
Hz), 1.21-1.27 (2H, m, 1.50-1.56 (1H, m., 2.04-2.07
(1H, m, 3.49-3.53 (1H, m; 888 (3H, s), 690
3.70-3.76 (1H, m, 3.93-3.95 (1H, m, 4.08-4.15 (1H
m, 5.25 (1H,_d, J=7.8 Hz), 6.34 (1H d. J=8.3 Hz),

7.27-7.31 [1IH, ), 7.61-7.64 (1H, m, 7.74 (1H m,
7.98-8.02 (1H. m ' hhite solid 1H NMR S (CDC13| ppm):
0.76 (3H, {, J=6.8 Hz), 0.86 (3H d, J=6.3 Hz}, 0.93
(3H, t, J=7.3 HZ)!79.98 (3H d, J=6"8 Hz). 0.86-1.20
(1H, m, 1/ 23 (3H._t, J=6.8 Hz), 1.50-1.56 (1H, m,
1.64-1.66 {1H m /7. 03-2. 08 691 (1H* m . 3 49]3.55
(1H, m), 3{64-3.74_(1H m )| 3.91- 3.95 (1H m
4.09-4.14 (3H. m/’% 20 (1H d, J=7 W), 6 82 (1H,
d, J=8.3 Hz), 7. 2%-; 30 (1M, m, 7.62 (1H, dd
J=2.4,8.3 Hz), 7.74°(1H, ny, 7.99 (18 dd._ 1=4.9,6.8
Hz). white crystag7glp. 197.7C - 305_ 1H NWR 8| (CDC13,
ppm: 0.781(3H_d/’8=6 3 H3) 085 B3H_d__1=6.3 Hz),
0.94 (3H, {, J=7. §7I¥-Iz), 0.98 (3H, d, J=6.8 Hz), 1.22
(6H, d, J=6.23 Hz)''{ 53.1 87 (15 of' 1 62 (2W m,
2.04-2.09 (1H, m 7% 50-3.86 (1H 692 m, 3.63:3.68
(1H, m), 3/87-3 01"P1H m | 410415 (14 m
4.86-4.93 (1H, m 5.06 (14, m, 6.2Q (1H d, |J=8.8
Hz), 7.28- .31 (1H "m 762 (1H ddI=247-8 Hz),
8.01 (1H, dd, J=459,8.8 Hz)|. white crpystal mp.,| 224.9C
'H NVR 8 ( EDEi3—pp-—0-—78—+3H—e—3=6-8-Hz)—0. 86
(3H, d, J=6.8 Hz) 7g9.90 (3H, d, J=6.8§ Hz), 0.93 (3H,
t, J=7.3 Hp—0-98{6H—t—F=6—8tz)r—126-125 (1H
m, 1.51-1.53 (1H7g9, 1.54 (1H ), gl.86-1.91 |(1H,
693 ), 2.05-2-67(HH—m— 35354 —tH—m);
3.67-3.69 |(1H, ng33.84 (2H, d, J=623 Hz), 3.90 (1H,
dd, J=6. 3,88 HrA4 104ttty 516 (IH, n),
6.21 (1H, |d, J=8.7&4Hz), 7.[28-7.31 (BH, nm). whilte
crystal m 207 0C - NVR 6 (CDC13, ppm~ 0.79 (3H
d,~J=6.8 Hj), 0.8%5853H, d,| J=6.8 Hz)a 0.93 (3H, t,
J=7.3 Hz), 0798 (3H—d =68 Hz), L. 22-1T.26 (1H, m,
1.40 (9H, s), 1.51- 1.54 (1H, n), 1.62 (1H ),
2.04-2.06 (1H, n), 3.57 694 3.64 (2H, m, 3.79-3.83
(1H, m), 4.07-4.12 (1H, n), 4.98 (1H ), 6.17 (1H,
d, J=9.3 Hz), 7.25-7.30 (1H, nj, 7.62 (1H dd,
J=2.4,7.8 Hz), 7.72 (1H, nm), 8.00 (1H dd, J=4.9,9.3
Hz). white crystal mp. 208.8C - 306 - Properties of
Compound (47) in Table 2 Conpo Properties and No.
1H NVR 6 (CDC13, ppm): 0.64-0.80 (6H, n), 0.94-1.01
(6H, m, 1.16-1.25 (1H, n), 1.55-1.76 (2H, n), 1.97-

2.07 (1H m, 3.46-3.57 (1H, m, 3.60 (3H x 1/3, s),
3.66 (3H x 2/3, s), 3.78-3.96 (2H, m, 4.14-4.22 (1H
695 m, 5.21 (1H, br), 6.34 (1H x 2/3, d), 6.73 (1H x
1/3, d), 7.60-7.65 (1H, m, 7.75-7.79 (1H, m,
7.87-7.89 (1H, m, 8.07-8.15 (1H, m, 8.28-8.35 (1H
m, 8.42 (1H x 1/3, d), 8.49 (1H x 2/3, br). white
crystal mp. 174.6C



"H NWVR 8 (CDC13, ppn): 0.66-0.80 (6H n), 0.93-1.01
(6H, m, 1.16-1.26 (4H, m, 1.52-1.81 (2H, m, 1.97-
2.04 (1H, m, 3.47-3.56 (1H, m, 3.80-3.96 (2H, m,
696 4.02-4.20 (3H, nm), 5.20 (1H, d), 6.37 (1H, d),
7.60- 7.64 (1H, m, 7.74-7.79 (1H, n), 7.84-7.88 (1H,
m, 8.07-8.14 (1H, nm), 8.26-8.33 (2H, n), 8.49 (1H,
br). white crystal mp. 170.7C 1H NWVR 6 (CDC13, ppnm
: 0.67 (3H, d, J=6. 8 Hz) , 0.78 (3H, d, J=6.8 Hz),
0.93-1.02 (6H, m, 1.14-1.26 (7H, mn), 1.56-1.81 (2H,
m, 1.98-2.04 (1H, m, 349355 697 (1H, m,
3.76-3.94 (2H, m), 4.13-4.21 (1H, m, 4.84- 4.89 (1H,
m, 5.12 (1H, d) 6.27 (1H, d), 760765 (1H, m,
7.75-7.79 (1H, 7.87-7.90 (1H, 07- 8.12 (1H
n, 8°25f8: é?”@zﬁffﬁft SgBBHEEHto“B? \]z\,ﬁF?ebéWEFal 9)
m p. 208.0C 1H NWR 6 (CDC13, ppm : 0. 66- 1. 01 (18H
m, 1.18-1.25 (1H nj 1 854-2 04 (4H_m 48- 3. 56
2H, , 3. 74 3 94 , 4.11-4 1H 5.20
ng, 33 6.2 i%\l]_l‘?ﬂ 7.60-7 %f;g? é—| m
7.74-7.79 (1H, ,78é 87- 7 90 (1H, , 8. 07 8. 12 (1H,
m, 8.25-8.,33 (2H 8 (1H _ br) \I\hITP criyst al

m p. 180. 8C - 3077 'H-NI\/R $ (CDC13, %p 0.69 |(3H, d,
J=6.8 Hz), 078 (3 d_ 146 8 H7) 93-1 08 (|6H, ),
1.21-1.26 1.38 9H, s), 1.42 9H, s),
1.55-1. 68 '>.u mm7901 582 02 () mé‘ $ohs 3 dg (1H,
n, 3.74-3.92(2H,79i99 m, |4. 3419(1H m, 5.03
(1H, d, J=8-8-Hz) 25— ( H—d—J=8-3 Hz) 7 60-7.65
1H, 7.7477 , 7.87-7.90 (1H, :
g07? 1H. ..,%9‘;3 8\.4 (2H, M%‘ 5,4 21!, br).
white cryst al mp.793673. 2C' H-NI\/R 6 ( 13, ppm|:
0.72-0.80 (6H—M+—"06941+G5—(6H——3120-1-32 (1H,
nm, 1.56-1.|74 (2H79%, 2.03- 2.08 (1K, n), 3.48-3.94
(6H, m, 4.134—24FH—m7F66-5—38—(t—br)—6.29
(1H, d, J=8.3 Hz),798.84-7.90 (2H, n), 8.09-8.20 (2H,
m, 8.27 (IH—d)y964(itH o —3F=5:-9tHz)—whitle
crystal mp. 177. 7GolH NVMR |S (CDC13, pppm: 0.71-0. 83
(6H, m, 0. 84t 06— (6H Mt t7=1t—32(t4H—1);
1.55-1.72 (|2H, m) ,802.02- 701 2.08 (1, m, 3.48-4.24
(6H, m, 5. T2 (IH Dbr), 6.20 (IH d, J=8-8 HzJ,
7.84-7.90 (2H, ) ,808.08-8.22 (2H, nmp 8.26 (1H, br),
9.64 (1H, d, J=5. 4 Hz). Wwhifte crystar mp. 179./5C -

308 - Properties &08Conpound (48) inATable 2 Conpo
Properties and No. IFFNVH S (CDC I3, ppnj: 0.{72-0.82
(6H, m, 0.194-1.280%3H, m|, 1.55-1.& (2H, m,
2.03-2.08 ((TH, m, 3.48- 3.93 (3H, m, 4.16-4.26 (1H,
n, 4.84-4.93 (1H8IW, 702 5.06 (1HA br), 6.23 (1H,
d, J=8.8 Hf), 7.84-7.92 (2H, m, 8.08-8.2L (Z2H,| m,

. 3.89-3.193 (1H81f1), 4.05-4.12 (1H n), 5.22 (1H,
), 6.26 ((IH, br), 7.44-7.49 (1H n), 7.80-7.185 (1H,
, 8.05-8./11 (2H81™ . whifte crystalA mp. 174.7C
1H NMR S (QDCI3, ppm: O.74 (3H d, J=6.8 Hz), .83
(3H, d, J=6.8 Hz),820. 93 (3H, d, J=6.8 Hz), 0.97 (3H,

8.24 (1H, br), 9.64741H, d,] J=5.4 HA. white crystal
mp. 211.4C IFFNVR S (CDCI3, ppm . 0.76 (3H d, J=6.8
Hz), 0.83 |[(3H, d,81B=6.8 Hz), 0.95 (3, t, J=6.{8 Hz),
0.97 (3H, [d, J=6.8 Hz), 1.12-1.2Z2 (IH, m, I1.49-1.55
(1H, m, 1.64-1. BLlY1H m| 2.00-2.@5 (1H m,
3.41-3.51 ((IH, 706 m, 3.64-3.66 (IH m, 3.67 |(3H,

S)

br

m
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crystal:

m p. 153.5C

t, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz), 1.50-1.53 (1H,
n, 1.55-1.67 (2H, n), 1.99-2.05 (1H, m), 3.43-3.49
706 (1H, m), 3.70-3.75 (1H, n), 3.88-3.91 (1H m,
4.05- 4.14 (3H, m, 5.15 (1H br), 6.22-6.24 (1H, m,
7.44- 7.49 (1H, m, 7.81-7.85 (1H, nm), 8.04 (1H, br),
8.08- 8.11 (1H, nm. white crystal: mp. 161.8C 1H NWR
S (CDC13r ppm): 0.74 (3H, d, J=6.8 Hz), 0.82 (3H, d,
J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 0.97 (3H, t, J=6.8
Hz), 1.22 (6H, d, J=6.8 Hz), 1.52-1.58 (2H, ,
1.59-1.65 (1H, m), 1.99-2.064¥3H n), 3.45-3.50 707
(1H, m), 3.55-3.69 (1H, n), 3.85-3.89 (1H, m), 4.05-
4,12 (1H, m. 4.83-4.91 (1H_m. 5.10 (4H br), 6.19-
6.20 (1H, M, 7.44-7.52 (14 n), 7.79-7.85 (1H m,
8.04 (1H pr). 8.8%48 11 (4 © mp.
201. 8C 309 1H-Nl\/g{2g (CDClB, ppn’) 0,75 (3H d| J=6.8
Hz), 0.83 | (3H_ dS23=6.8 HI), 0.92 (AH_d, 1=6] 8 Hz)
, 0.94 (6H 3:5578 Hz), |0.96 (3H, . t, J=6.8 Hz),
1.15-1. 23 - 160171(2H o, 1.86-1.91 (1H,
n, 1.96-2 05 7088£ 3.40-3.48 (1H, m),
3.66-3.71 [1H_ n)92¢ 8’3 3100 (3H_nf* 4 07-4 09 (1H,
m, 5.21 (LH, br),.6.21- 623 (1H, m, 7.44-7.47 (1H,
m, 7.81-7 8‘2(1I—I82 805 (1H bry 8 06-8 10 (1H,
. White ,rystal 3:137p 171. 8C 1H-NI\/§6 (CDC13, ppm:
0.76 (3H, =6. 8 82 (3 1=6. 8 Hz}, 0.92
(3H, d, J=6.8 Hz)839 97 (3H, t, J=6,8 Hz), 1.12-1.27
(1H n), 1143 (gH A% 1.59 (1H ), 1.65-1.67
(2H, m, 1 97 3 og3g1 m), 709 3.4%3.54 (1H, |m),
3.56- 3. 68 8-3-81+ (1H—m)}—4-05-4-12 (1H,
m, 5.02 (LH br)83§ (1K, br), 7,44-7.48 (1H m),
7.79-7. 83 (HH—m) A—{1H—br )} —8-08-8—10—H n).
white crystal: mg37173 OC|1H- NWMR 6 {CDC13, ppm): 0.74
(3H, d, J=6-8Hz)r—6-82—(3H—d—3F=6-8tHz)—1+H07 (9H,
s), 1.96-2/04 (1Hgsg), 3.44-3.49 (1H n), 3.5¢-3.67
(1H, m, 3.UL (SH 38739t (tH—m—4-068-4. 15
(1H m, 5/18-5.2Q4f1H 710 m), 6.52p(1H br),
6.64-6.66 (IH—m, 730 (it —t—3=8-3+Hz)—741-7. 47
(2H, m, 7)/53 (1Hgad, J=8.3 Hz), 7.67 (1H J=8.3
Hz). white : s of
Conpound (49) in 'Babl e 2 Conpo Prop@,rti es and| No.
"H- NVR 5 (CDCL3; — 0. 72 (3, d, J=6. 8 Hz)] , 0.83
(3H, d, J=6.8 Hz) 84%.01 (9/|3H, s), 1207 (9/3Hx2, s),
1.20-1.26 , T 1796-1.98 (I72Hm, 2.03-2.06
(1/2H, m, |3.55-3886 (1H, n), 3.85-3289 (1H, n)|, 4.04
711 4.14 (2H 1, 5.12-514 (IH, m, 6.45 (IH, |br),
6.63- 6.65|(1H, mB477.28-7.32 (1H, mpA 7.40-7.48 (2H,
m, 7.52-7T.54 (IH ny, 7.95-7.68 (IH ny. whitle
crystal: m{p. 173888 'H-NVR 5 (CDC13A ppn): 0.49
(3/2H, d, J=6.8 Hz), 0.73 ((3/2H d, J=6.8 Hz),| 0.77
(3/2H, d, J=6.3 H8BS5 0.82 |(3/2H, d, AJ=6.8 Hz),| 1.01
(9/2H, s), [T.06 (972H s), | I.13 (37 2H d, J=5.]8 Hz),
1.17 (3/2H,| d, J=853 Hz), |1.19 (3/28 d, J=5.94 Hz),
1.22 (3/2H,d, J=6.8 Hz), 712 1.93-1.98 (1I/2H, m,
2.01-2.05 (1/2H, m, 3.59-3.65 (1/2H, n), 3.84-3.88
(1H, m), 4.00-4.05 (1/2H n), 4.07-4.14 (1/2H m),
6.06 (1/2H, br), 6.45 (1/2H, br), 6.63-6.65 (1/2H,
br), 7.00 (1/2H, br), 7.28-7.32 (1H, m, 7.40-7.48
(2H, m, 7.52-7.54 (1H, n), 7.65-7.68 (1H, m. white



'H- NMR 8 (CDC13r ppm): 0.68 (3/2H, d, J=6.8 Hz), 0.72
(3/2H, d, J=6.8 Hz), 0.80 (3/2H, d, J=6.8 Hz), O0.83
(3/2H, d, J=6.8 Hz), 1.01 (9/2H, s), 1.06 (9/2H s),

(

1.42 (9/2H, s), 1.45 (9/2H, s), 1.96-1.98 (1/2H, m,
714 2.03-2.06 (1/2H, n), 3.43-3.61 (2H, n), 3.76-3.80
(1H, n), 4.00-4.11 (1H n), 5.00 (1H br), 6.45
(1/2H, br), 6.63 (1/2H br), 7.29-7.32 (1H, M,
7.40-7.48 (2H, n), 7.52-7.54 (1H n), 7.64-7.68 (1H,
. white crystal: mp. 132.3C - 311 "'H NWR 8 (CDC13,
ppm: 0.75 (3H, d, J=7.3 Hz)416.85 (3H, d, J=6. 8 Hz)
, 0.95 (3H, t, J=6.8 Hz), 1.00 (3H, t, J=6.8 Hz),
1.33-1.49 (5H, n), 2.04-2.07 (1H, n) 715341350
(1H, n), 3.60-3.64 (1H m, 3.67 (3H, 3.
(1H.Cojtral bona, 8Bf¢qH agginst 1gonafp Jo%t)e b%l%t(m
br), 6.60 (1H br), 728739(1H nm, 7.43- 7.51 (3H,
n), 7.65-7.68 (1H. m. whit CDCL13,
ppm: 0.75[(3H d, J=7.3 Hg) 086 f(3Hd =6.8 Hz),
0.96 (3H, t. CREPEANGINO c9 (3H, E4feSf6 8 W
1.19-1.25 (3H m .37-1.48 (4H, mB 1.60-1. 75 (1H,
m, 2.00-2/09 (1H3OH) 3 41-3 50 (1H® 716 my
3.60-3.70 (1H, m,..3.91-3.99 (1H ), 4.01-4.11 (1H,
m, 4.25-4]39 (1|—|86 5 14 (1|—| hr\Aﬁ 18 (1H] br).

6.61 (1H, br), %% 7 39 (1H, %3 7.51 (1H, n,
7.65-7.68 (1H, m \Xh[fp r*r\lcfal - 2.213 -

Properties|of ConE%lénd (50)] in Table,2 Conpo
Propertiesiand 1H- NMR 6 (CDCL3,—ppm-+—0-91-1. 00
(6H m , 1.16-1. %gO(GH m, 1.39 (34, s), 1.43 (3H,
s), 2.04-212 (1H A1 (2H -d—3=5-9 Hz)4 3.81
1H, dd, J6.4, 7 734 Hz), 4.85-4,92 (1H, , 5.18
ElH, d, J=7.8 HZ)?“%‘; m/wa? )7 355 (?, |
7.42 (1H, dt, J:1.85,; 7.3 Hz), 7.51-%.54 (2H m, 7.62
(1H, t, J=6—3—Hz)— 7 67{HH—c—I=F+8tHz}—white
crystal mp. 106. 3631H NVR |8 (CDCL3, pppm: 0.78-0.95
(6H, m, 1H8BH—+—3I=F3FtH)—211=226(H, m,
3.82-4.10 (|5H, nm) g4 80- 749 4.86 (1, m, 5.07 (1H
br), 6.04-GH0—HH—m—710—(tH—br)r—728=790 (4H,
m, 7.66 (1H, d, k5% 8 Hz).| white said 1H NMVR 8
(CDC13, ppm—"O78(3H—d—3=6-8Hz);—0-86 (3H, d,
J=6.8 Hz), [1.00 (&d0d, J=6.8 Hz), 1.2 (6H d, J=6.3
Hz), 1.89 (fAH—m) 191 (1H nj, 3752-3.069 7627|( 2H,
m, 3.89-3.191 (1H,88m, 4.05}4. (1HAmM, 4.88-| 4.90
(1H, m, 5.0 (CiH T, 6.18 (1, d,” J=9.3 HZJ,

7.47-7.56 (2H, m.,88n7 75 (1H m, 7.9& (1H, d, J=7.8
Hz), 8.05 (A —d, J=7.8 Hz)} white solid - 314 |
Properties |[of Conmmaed (51)(in Table Z2 Conpo
Properties @and—No. — IFFNVR©6 (CDCI3, ppny : 0.(7/8 (3H,
d, J=6.8 Hz), 0.8Bg8BH, d, y=6.8 Hz),A0.90 (6H,| d,
J=6.8 Hz), 0799 (6H, d, J=p.8 Hz), I.89-1.91 (RH m,
2.05 (1H, my, 3.118B9¥F63 (2H dd, J=7.8B,4.4 Hz),| 3.50
(1H, m, 3.85 (ZH d, J=6.3|Hz), 4.10 (IH m,.|5.15
(1H, m, 6.20 (1H,89%F, 7.49-7.55 (2Hh m, 7.75| (1H,
m, 7.96 (1H d, J=7.8 Hz)|] 8.06 (IH, d, J=8.9| Hz).
white solid 1H NVR® (CDC13| ppm) : 0A79 (3H, di J=6.8
Hz), 0.85 {[3H d, J=6.8 Hz), 0.99 (3H, d, J=6.8B Hz),
1.01 (3H, 901 A

904 B

905 A




d, J=6.8 Hz), 1.43 (9H, s), 1.87-1.92 (1H, n), 2.06
(1H, n), 3.59 (1H, dd, J=9.8,4.4 Hz), 3.62-3.66 (1H,
764 m), 3.79-3.83 (1H, n), 4.05-4.07 (1H, n), 5.00
(1H, nm), 6.17 (1H d, J=9.3 Hz), 7.47-7.57 (2H, m,
7.76 (1H, nm), 7.96 (1H, d, J=7.8 Hz), 8.05 (1H, d,
J=8.3 Hz). white solid 1H-NVR 6 (CDC13, ppm) : 0.78
(3H, d, J=6. 8 Hz) , 0.87 (3H, d, J=6.8 Hz), 1.00
(6H d, J=6.8 Hz), 1.87-1.92 (1H m, 2.03-2.10 (1H
m), 3.48-3.56 (1H, ), 3.65 768 3.74 (4H, -

3.91-4.06 (2H, m), 5.19 (18, 48,76.18 (1H d, J=9.3
Hz), 7.06 (1H, br), 7.27-7.31 (1H, n), 7.39-8.52 (3H,
m, 7.67 (1H_d, J=7.8 Hz) white crystal mp. 264.4C
1H-NVR 6 (£DCL3, ppm) : 0.19 (3H, d, J=6.8 Hz)|, 0.86
(3H, d, J=6.8 Hz) 6. 96 (3H d, J=6.8 Hz). 1.00 (3H,
d, J=6.8 Hr), 1.21.1. 25 (30, n), 1.87-1.92 (1H| m,
769 2.05-2 10(1H 3.49-3 55 (1H* n) 3 6443. 69
(1H, n), B.90-3. % (1H, n), 4.00-4.14 (3H, m), 5.30
(1H  br), |6.22-6°92 (1H,_ Br) 7 08-% 10 (1H_ W),
7.27-7.32 |(1H, njg O7 39-7./54 (3H, n% 7.65-7. 68 (1H,
n. white ¢rystal d0n. 179l4C - 315 P1H-NMR.S CDC 13,
ppm: 0. 65 (3H d, 1,}68 H4), 0.71 gsH d, J=6. 8 Hz)
. 0.84 (3H_d_ 1=8 8_bz) 0 86 (3K 1=6.8 Hz),
1.73-1.77 1H n’) 1{% 911 99 (1H, m 770 3. 30-3. 37
(1H, n), 3|78-3 871K 3.92:3 9% (2H  m
4.59-4.66 (2H, M, 7. 31-7.34 (1H, M, 7.41-7.51 (2H
n, 7.61-7.64 (1H”"A) 7 68-7 69 (2H n} 7754 7.77
(1H m, 8.42-8.4 1(1H, M.l white crystal mp. |259. 8C
1H- NVR S (CDCL3r ppi)-— 0. 79 (3H d. J=6.8 Hz). 0. 86
(3H, d, J=6.8 Hz)hql.gl (3H, t, J=6.§ Hz), 0.98 (3H
d, J=6.8 Hi)—1.00(3H o 1J3=6-8Hz)—1-59-164 (2H,
m, 1.86-1./93 (1Hgs), 2.03-2.08 (1Ha n), 3.50-3.53
771 (1H, mM—3-—64—3 72 {IHIm+—3-96-3-9H4(FH—) ,
4.01 (2H, |t, J=6.p+z), 4./04-4.07 (3H m), 5.23 (1H,
d, J=7.8 Hey}—6—36—ttH—t+I=8-8Hz—7+3<3H ),
7.28- 7.30 |(1H mg31/.38-7.49 (3H mp 7.64-7.66 (1H,
m. white erystalmp—i96CIHNWRS(CBCL3)| : 0.80
(3H d, J=6.8 Hz) 09587 (3H d, J=6.:8 Hz), 0.99 (3H
d, J=6.8 Hz)y— 101 (3H—d, 9=6.8 FHz), I.2I(6H d,
J=7.3 Hz), 11.89 (M46q, J=6/ 8 Hz), 7& 3.52-3.63 (2H,
m, 3.87-3.19T (1H ™, 401404 (IH, ny, 4.88 (1H,
q, J=7.3 Hz), 5.06171H, br)| 6.14-6. 1 (1H, m)} 7.09
(1H, br), 7727-7728 (IH, m} 7.39-7.50 (3H nj}
7.65-7.67 (1H, m.93hite crystal mp.B199.8C - 316 -
Properties [of Compound (52)[in Table 2 Conpo
Properties land No®391H NVR 6 (CDC13,Appm : 0.{79 (3H,
d, J=6.8 HZ) T~ 0.86 (3H, d,[J=6.8 Hz), 0.90 (3H t,
J=7.3 Hz), [0.98 (3¥0 d, J=F.3 Hz), 1200 (3H, d, J=6.8
Hz) , 1.34-1 37 (2H ™, I.55-1.59 (2H ™, 1.86-1.93
(1H, m, 2.03-2.089473 (1H, |n), 3.49-B.53 (1H, 1),
3.63-3.71 (A ™, 3.89- 3.93 (IH, nj, 3.99-4.0p (3H,
n, 5.20 (1H, d, J=833 Hz)| 6.30 (1HB d, J=8.8|Hz),
7.12 (1H, ny, 7.28-7.30 (IH 1™, 7.38-7.49 (3H m,
7.64-7.66 (1H, m. white crystal mp. 163.6C 1HNWR S
(CDC13, ppm) : 0.80 (3H, d, J=6.8 Hz), 0.86 (3H d,
J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.92 (3H, d, J=6.8
Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz),
1.87-1.92 (2H, m, 2.06-2.08 (1H, m, 3.50 774 3.54
(1H, n), 3.63-3.68 (1H, n), 3.71-3.84 (2H, m),
3.85-3.90 (1H, n), 3.99-4.07 (1H, n), 5.19 (1H, br),



6.20 (1H, br), 7.12 (1H, br), 7.27-7.32 (1H, m, 7.39-
7.54 (3H nm, 7.65-7.67 (1H, m. white crystal mp.
179.1C 1HNVR S (CDC13, ppm): 0.82 (3H, d, J=6.8 Hz),
0.86 (3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.13
(3H, d, J=6.8 Hz), 1.43 (9H, s), 1.87-1.90 (1H, m,
2.03 775 2.10 (1H, n), 3.57-3.66 (2H, m), 3.82 (1H q,
J=6.8 Hz), 3.99-4.14 (1H, m, 5.00 (1H br), 6.18
(1H, br), 7.09 (1H, br), 7.26-7.30 (1H, m, 7.38-7.50
(3H, m, 7.65-7.67 (1H, m. white crystal mp. 148.5C
1H NVR S (CDC13, ppn) : 0.77%t8H d, J=6. 8 Hz) , 0.82
(3H, d, J=6.8 Hz), 0.88 (3H, d, J=6.8 Hz), 0.89 (3H,
d, J=6.8 Hz), 1. 73 1.79 (1H, m, 1.97-2.02 (1H, m,
776 3.36-3, 41 7 (1H, m, 3.94-3.9
(1H, COmyroylpp 7e6§e %rf‘%}“s%.&%ﬂﬁ%%of%‘iﬂsbﬂ?ht t11)
7.30-7.38 (3H, n), 7.43-7.47 (2H, n), 7.61-7.63 (1H,
nm, 7.69- 81 (3H ni 8 Z7 (1H m . white crystal

mp. 172.3C -_ 317 NVR 6 (CD%E m 0 83 (3H,
d, J=6.3 H) C‘H“ i\g ﬁ 8@ 41(3H, d,

J=6. 8 Hz) |, 0969(1%H d, |3= 73Hz),Bl8418‘>(1H,
n, 2.02-2,04 (1H 77713.49-3 50°(2H n),
3.92-3.96 (2H, M4 . 04-5.05 (2H, , 6.71 (1H, d,
1=8.8 Hz), | 7.27-7243 (4n_ fy 7 38 7 42 (24w,
7.52-7.49 (2H, n)94g 51-7. 68 (1H, n),A 7.84 (2H, ),
7.96-7.99 (4K, M. whi-te—crystalmp—234-1C-1h NVR 6
(CDCL3, ppip) : 0.89,(3H, d,'J=6.8 Hz), , 0.76 (3H d,
J=6.8 Hz), 086 (3K my J=6.8 Hz)}—06-88+(3H—4d, J=6.8
Hz), 1.74-1.81 (1sym), 1.83-1.95 (1 m), 7783.23
(3H, S), 3.‘ru u 4u4{1{_||, n‘}, 3 75 3 79 (1H, n‘},
3.89-3.99 (1H, ) gs4.02-4.04 (2H, m) 5 7.11 (1H| d,
J=8.8 Hz), #30-7-34{(tH—H—FA43-—7-49—(2H—m), 7.50-
7.64 (2H, M), 7.7%<A 77 (1H, n), 8.4% (1H n). |white
crystal m p—245-—3CtHNWR{8—(EDEL3—ppm—0—76 (3H,
d, J=6.8 Hg), 0.8Gs5g(3H, d,| J=6.8 Hz)y 0.98 (3H, d,
J=6.8 Hz), H00(3H—d—3=6-3H) 1. 89 (tH T,
2.05-2.06 (1H ) ,06. 43- 3.]48 (1H, ma 3.71-3.79 (1H
m, 3.95-3.199 CiH—m, 779 @ 05 (IH T, 4.43-4. 45
(1H, m, 4.76-4.7%d6lH, n),| 5.48 (1H d, J=8.§ Hz),
6.33 (1H, d73=8"8 HzJ,~7.06 (IH m, 7.13-7.18 (1H,

m, 7.27-7.131 (1H9aw, 7.39 7.49 (3K m, 7.65-7.67
(1H, m. ite crystal mp.| 192, 7C - 318 - Properties
of Conpound (53) i968Table 2 Conpo Prioperties and No.
"HNWMR S (dDCI3, ppm: 0.65 (3H d, J=6.8 Hz), |0.70
(3H, d, J=6§.8 Hz),9€® 75 (3H, d, J=6. & Hz), 0.77 (3H,
d, J=6.8 Hz)7 T.73-1.78 (IH m, 1.91-1.92 (IH | m,
3.86-3.87 (|2H, m),93 89-3.98 (2H, n),A4.44-4. 45 (2H,
780 d, J=4.]9 Hz), 5.13-5. 15/ (IH m, 5.24-5.29 |(1H,
m, 5.85-5.89 (1¥7Im, 7.14-7.16 (1H m), 7.30+7.34
(1H, m, 7.43-7.51 (2H, m| 7.62-7.64 (2H m,
7.75-7.77 |(1H, m97%8.45 (1H, m). whide crystal| mp.
238.4C 1H-NWR' S (CDC13, ppm: 0.69 (3H, d, J=6.B Hz),
0.76 (3H, d, J=6.8BHz), 0.87 (3H, d,AJ=6.3 Hz)|, O0.88

(3H, d, J=p.3 Fz), 1.74-1.8 (1IH, m, 1.89-1.94 (1H,
nm, 781 3.47-3.48 ¥8H, n), B.77-3.81 R1H, n),
3.89-3.97 (2R rr), 4.60-4.61 (20, m), 7.31-7.34 (2H,
n, 7.43-7.144 (1H83), 7.47-7.51 (1HR ), 7.62}7.65
(2H, n), 7.75- 7.77 (IH, _m| 8.46 (1IH m). whitp
crystal mp|, 200.483H NVR 5 (CDC13, Hpnm): 0.76| (3H,

d, J=6.8 Hz), 0.85

984 A




(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.3 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.87-1.92 (1H, m, 1.99-2.05 (1H, m,

782 2.06-2.17 (2H, n), 3.45-3.51 (1H, n), 3.63-3.75
(1H, m, 3.79-3.99 (5H m, 4.00-4.06 (1H,
5.22-5.23 (1H, m), 6.24 (1H d, J=8.8 Hz), 7.05 (1H,
m, 7.27- 7.31 (1H, m, 7.39-7.52 (3H, n), 7.65-7.67
(1H m. white crystal mp. 203.2C 'H NVR S (CDC13,

ppm : 0.78 (3H, d, J=6.8 Hz) 0.88 (3H, d, J=6.8

Hz), 0.98 (3H, d, Hz) , 0 (3H d, J=6.8 Hz),
1.52-1.59 (1H, m, 1.98 , 2.09-2.13 (1H,

0

eah,

t al

J=6.
J=6.8
1. 86-

m, 3.54-3.56 (1H, nm), 3.60-3.68 (1H 783 m,
3.77-3.79 (4H—n),-3.85-3.87 (1H nj 3. 91-3 99 (3H,
m, 4.08-4./10 (1Hg49, 4.15-4.18 (1H,An) 5.30 | (1H,
d, J=5.3 HB—6-26(H —m 711 (1H ), 7.28-1 7.30
(1H, m, 7.38-7.4442H m, 7.48-7. 5(%(1H m,
7.65-7.67 (HH—m-—whitecrystal mp—178.8C - 319
1H-NWVR 6 (CQDC13, ppm : 0.79 (3H, d =6. 8 Hz)|, 0.85
(3H, d, J=4-8Hz)+—0-99 (3H d, J-G.UJ.—E), 1.00 (3H,
d, J=6.3 HZ), 1. 6198(81H, m,| 1. 89- .9%(1H, m, {2.01-
2.09 (2H, MW—254IH—mW+3-5+-3-54(1H m3.56
784 3.57 (1H, m, 9§973 (2H{ d, J=7.8,Hz), 3.83|(2H d,
J=6.8 Hz), B95ZH—++—3F=#8Hzx)—4-D04-409(2H n),
5.25 (1H, m, 6.3Ld1H m,}7.08 (1H,m, 7.27-7.31
(1H, m, 7.839-F52FiH—mF65-767+{(IH—m—Mwhite
crystal mp. 171. (5-1H NVR 8 (CDC13, Hppm: 0.02-0.05
(2H, m , 52054 —2H—m—06-80(3H—e—3=6-8 Hz),
0.87 (3H, d, J=6.8&93iz), 0.98 (3H d,gJ=7.3 Hz)|,
1.04-1.09 (fIH—m 1 66—(SH—d—3=6-8+Hz)5—186-1. 91
(1H, m, 2./04-2.104qslH, 785/ m), 3.49-3.55 (1H, |m,
3.63-3.69 (jAH—m)7—3 8739 (3H—")—3-99-4-05 (1H,
m, 5.21 (4H d, J9:9768 Hz),| 6.25 (1H, d, J=8.8 Hz),
7.09-7.12 (TR~ 7. 27-7-30 (1R —7 38744 (2H
m, 7.47-7.50 (1H9m 7.64F 7.66 (1K m. whitle
crystal mpg— 1I97.5C - 320 -[Properties of Comnmpound
(54) in Tabhle 2 CHKo Properties ande No. 1HNWR 6
(CDC13, ppny: 0.83 (3H d, P=6.8 Hz), 0.92 (3H] d,
J=6.8 Hz), |0.97 (3H03d, J=6|8 Hz), 1.0 (3H, d J=6.8
Hz), 1.33 (6H, t, J=7.3 Hz)| 1.85-1.90 (IH, ,
2.13-2.17 (|1H, n) 108657-3.64 (2H, n),B 3.95-4.03 786
(2H, m, 4.24 (4H, q, J=7.3]|Hz), 5.07-5.08 (2H | m,
5.49 (1H, d, J=7.3087), 5.8[ (1H, s),A6.30 (1H|d,
J=8.8 Hz), [7.05 (1H, , (.R7-7.29 (1IH, m, 7.3[7-7.41
(2H, m), 7.[47-7.49008H, nm),|7.63-7.65~(1H, n). mhite
crystal mp. 188.1C 1HNWR 6 (CDC13, ppm: O0.77 (3H,
d, J=6.8 Hz), 0.860083H, d,|J=6.3 Hz)A 0.97 (3H d,
J=6.8 Hz), [0.99 (3H, d, J=f.3 Hz), 1.85-1.90 (LH, m,
2.03-2.09 (41H, m 1013 48-3.51 (1H, mB 3.63-3.71 (1H,
m, 3.91-3.095 (1H, 787 m), #.01-4.03 (1H, m, 4|97
(2H, s), 5.24 (1H10d2 J=7.8 Hz), 6.8 (1H, d, P=8.8
Hz), 6.42 (1H, m, 7.07 (1H m, 7.28-7.30 (1H m,
7.38-7.49 (j5H, m 10¥364- 7.66 (1H, mB white crlstal
mp. 184.3C 'H NWR 6 (CDC13, ppm: 0.88 (3H, d, J=6.3
Hz), 0.91 (3H, d, J=6.3 Hz), 0.98 (3H, d, J=7.3 Hz),
1.05 (3H, d, J=7.3 Hz), 2.15-2.20 (1H, m 2.50-2. 60
(1H, m, 788 3.40-3.45 (1H, m, 3.85-3.88 (2H, m,
4.02-4.03 (1H, ™), 4.43-4.47 (2H, m), 5.45 (1H m,
7.20 (1H, m, 7.28-7.30 (2H, nm), 7.39-7.49 (3H, m,
7.62-7.64 (1H M. white solid



1H NMR 8. (CDC13): 0.79 (3H, d, J=6.8 Hz), 0.85 (3H, d,
J=6.8 Hz), 0.99 (6H, d, J=6.8 Hz), 1.24-1.29 (3H, m,
1.86-1.92 (1H, m , 2.03-2.07 (1H m), 2.84-2.93 (2H,
790 m), 3.47-3.53 (1H, n), 3.64-3.73 (1H m,
3.99-4.06 (1H, m), 4.11-4.17 (1H, n), 5.87 (1H d,
J=8.3 Hz), 6.14 (1H, d, J=8.3 Hz), 7.05 (1H, br),
7.27-7.31 (1H, m), 7.39-7.50 (3H, m), 7.66 (1H d,
J=7.8 Hz). white crystal mp. 182.1C - 321 1H NWR 6
(CDC13) : 0.79 (3H d, J=6.8 Hz), 0.85 (3H, d, J=6.8
Hz), 1.00 (6H, t, J=6.8 Hz¥, 42031 (3H, d, J=6.8 Hz),
1.32 (3H, d, J=6.8 Hz), 1.85-1.94 (1H, m, 2.02 791
207(1H n) 348371(3H n) 399407(1H m,
4.13-4.18 5.81 (1H, d, J=8.3 21 (1H,
d, Jsgngr }lnq @’éf%qH agp}nsy pymytaily eﬂblﬁghv R
7.50 (3H, m, 7.66 (1H, d, J=7.8 Hz). white crystal
mp. 202.1C 1HNVR 6 (CDC13) : 0.85 (3H d, J=6. 8 Hz)
, 0.90 (3H] d, J=6.8 Hz), |0.98 (3H J=6.8 K),
1. 00 (3|(—|, CrmparngNo )1 20- 1(2 ﬁfsef—F m, 1 821.90
(1H, m), 2{11-2.15 795 (1H| m), 3.48-3.52 (2H, |m,
3.88-3.91 (2H_m9%W o8- 4013 (2H nf, 5 05 (1H, br),

6.02(2H,s>)68(H br),681(HdJ78Hz),
6.94 (1H, hr)y 7 1% 34 (2H nm) white crystal mp.
195.0C1I—|—N|\/R6(%31C%3 : C.86(3H, % J= 68Hz), 0. 90
(3H, d, J:-R 8 1A 8 (3H_d__J= n 8 Hz) 100 (3H,
d, J=6.8 Kz ng124(6, n, %8190(1H, n,
2.12-2.14 "QR /1 3..45-3.50 (lﬁ 3.52-3. 60
(1H, m, 3.87- 313({5_?62H m, 4 86-4.%? (1H, m, 5.02
(1H, br), 602 ¢ 6418 (1H bry 6.81 (1H d,
J=7.8 Hz), 6 97- Ogl? (1H m, 7.33-%35 (2H m.
white crysta 7. 9C 322 Properties—of
Compound (‘)5) |n T@ e 2 (Qonpo Properties and| No.
1H NVMR S ((‘I’Y‘1’)) 086 (3“, d, 3=6—8 HZ), 690 (BH,
d, J=6.8 Hz), 0 9§O§§H, d, |[J=6.8 Hz) g 1.00 (3H, d,
J=6.8 Hz),+8+~1+90(2H—m—2Ft+=2313(IH—"),
3.53-3.57 |797 (Zi-bzm, 3.82-3.94 (4H, m, 5.07 (1H,
br), 6.01 ((2H—s)—6—18(iH—br), 681+ (iH—,—J=7.8
Hz), 6.94 (|1H, b1ps7.31-7.34 (2H, . white drystal
m p. 203. 9CIHNWR S (CBCLY)—0- 87 (3H—d,—3=6. 8 Hz)
, 0.89 (3H, d, J"f@28 Hz) 0.98 (3H, d, J=6.8 Hz),
1.00 (3H, ¢, J=6-8 Hz)y, T @2 (9H ), 188190 (1H,
m, 2.12-2.14 (1H0798 m), 3.40-3.4541H m,
3.60-3.70 ((tH—m, 383 (1, t,  J=7.3 Hz), 3.80-4.00
(1H, m, 4.97 (1Hi0bs), 6.01 (2H s)a 6.18 (1H, br),
6.81 (1H, d, J=7-8 Hz), 7.06 (1A Dbr), 7.34-7..36 (2H,
m. white ¢grystal 1aep. 170.1C 1H NVRZS (CDC13) |1 0.89
(3H, d, J=G"8 Hz), 0.92 (3H d, J=6.8 Hz), 0.99 (3H,

d, J=6.8.Hz), 1.01088H, d, J=6.8 Hz)a 1.22-1.25 (3H,

m, 1.87-1.[92 (IH ™, 2. I4FZ2. 19 799 (1M, 1,
3.38-3.45 (|]1H, m) 103167-3.75 (1H, n),A3.93- 4.01 (2H,
m, 4.08-4.[14 (2H ™, 5.06(IHA, Dbr), 6.18 (IH, br),
7.08-7.12 (|1H, m 103359-7.62 (2H, m.B white crlstal
mp. 195.6CITHNVR S (CDCI3) : 0.90 (3H, d, J=6.8 Hz),
0.92 (3H, d, J=6184Bz), 0.99 (3H, d,BJ=6.8 Hz)| 1.01
(3H, d, J=68 Hz), I.22 (3F d, J=6.8 Hz), I.23 (3H
d, J=6.8 Hz), 80010487-1.92 (1H, m), R.15-2.20 |(1H,

m, 3.27-3.@5 (IH, 1, 3.7/0-3.87 (IH ™M, 3.893.97

- W

: 3

H n), 4./83-4.9004Q1H, m| 4.99 (1K br), 6.18 (1H,
), 7.08 (IR d, J=8.3 Hz), 7.30 (IH br), 7.p1 (2H,
8.3). mhite épgsStal mp. 215.2CA

QU/\




IHNVR S (CDC13) : 0.90 (6H, d, J=6.8 Hz), 0.92 (6H,
d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.01 (3H, d,
J=6.8 Hz), 1.87-1.92 (2H, m , 2.15-2.17 (1H, nm ,
3.25-3.45 801 (1H, m, 3.60-3.70 (1H, m, 3.83-3.97
(4H, m), 5.08 (1H, br), 6.19 (1H br), 7.08 (1H d,
J=7.8 Hz), 7.29 (1H, br), 7.59-7.61 (2H, m. white
crystal mp. 199.9C - 323 1H-NWR S (CDC13) : 0.82
(3H, d, J=6.4 Hz), 0.87 (3H, d, J=6.4 Hz), 0.99 (6H,
t, J=6.8 Hz), 1.21-1.25 (3H, n), 1.84-1.90 (1H m,
2.08-2.14 (1H, m, 3.53-3.6142H- 803 m, 3.86-3.90
(1H, m, 3.98-4.06 (1H m, 4.09-4.14 (2H, m, 5.07
(1H, br), 6.14 (1H, d J=8.3 Hz), 7.30 (1H, br), 7.54
(1H, s), 7.60 (1H J=9.3 Hz), 8.31 (1H, dd,; J=2. 4,
9.3 Hz). 8.60 le‘iofaé J=2. 4 Hz). whitle crystal |mp.
233.3C 1H-NWMR 8 (CDC13) : 0.83 (3H, d, J=6.8 Hz), 0.87
(3H, d, J=6.8 Hz}049.99 (6H. t. J=628 Hz). 1.21 (6H,
t, J=6.3 hz), 1.87:1. 91 (1H n), 2.08-2.14 (1H, m,
3.48-3.67 [(2H, rr% 89 (1H. mB 3.98-4.04 (1H,
m, 4.87 8C44928% 4.97-5.00 (1H, m), 6.12
(1H, d, J= Hz 3057, 34 (1H,_br), 7554 (1H s)| 7.60
(1H, d, J=9. 3 HZJ[OS .31 (1H, dd, J=2.4, 9.3 Hz), 8.60
(1H, d, J=2.4 Hz) ite crystal mnA 261 5C -| 324 -
Properties |of CORE%QO' (56)|in TabIeBZ Corrpo
Properties |and 1H NVR 6 (CDC13) 83 (3H, d,
J=6.8 Hz), |0.87- 0188(9H, n, 099(6AH , J= 3Hz),
1.87-1.92 (4H_m; 909,71?(“4 m, 3 52- 4 (2H,
, 3.82-3./190 (4H 05 : 3 97 1H,
?08-5. 10 (14, (nﬂoﬁ§11J1 4 é*( ? 0 (1H,
r 7.54 (j1H, 1H 2 (1H
3d?’J:2.54,(9.3, .El)vwgéesgn(m’. dr 2 gﬁfl Hz)- Slito
crystal mpg. 240. i6:6 H-NI\/R 6 (CDClS) 0.79 (3|—, d,
J=6.8 l_IZ), 0—8+ (un, u, J=6—S3 IIL/, 099 (EH, L, J=6.8
Hz), 1.22-1.28 (3ggp), 1.B5-1.93 (IH m, 2.03-2.11
(1H, m, 3.F 35386+ mM+—3-63-37F—(H—m,
3.85 (3H, s)), 3.89p4915 (4H m, 515 (1H, d, P=7.8
Hz), 6.19 (FH—d—3=8-—8tHz)—F06=7-067(3H—m|
7.36-7.38 (2H, mjowpite crystal m p.p206.3C 1H NVR 6
(CDC13) : 080 (3H—d—3=6"78tHz)y—— 087 (3+H—
J=6.8 Hz), [1.00 (Gbly1t, J=6|8 Hz), 1.2 (6H, t,|J=6.8
Hz), 1.86- 1791t (iH ;205210 (1H 1), 350 3. 68
808 (2H, my} 3.85103H, s), B.86-3.91 A1H m,
3.97-4.05 ) = )
br-d), 6.214 (1H, 1073J 9.3 Hz), 7.00 p? 07 (3H, M,
7.36-7.38 (RA—T.  white crystat mp. 227 2C IH NWVR 6
(CDC13) : 0. 80 (6Ho7d, J=6.8 Hz), 0.8% (3H, d, |J=6.8
Hz), 0.90 (BH —d, J=6.8 Hz)| 0.99 (6H, 1, J=6.38| Hz),
1.85-1.92 (2H, m 102604-2.08 (1H, m,A3.48-3.53] 809
(1H, m, 3.pZ-3.70 (IH n),[3.85 (3H, sS), 3.88-8B.92
(3H, m, 4.00-4.06008H m,|5.16 (1HAabr-d), 6.6 (1H,
d, J=8.3 Hz|, 7.00-7.07 (3H M, 7.36-7.38 (2H, | M.
white crystil m p.10303.9C 1H NWVR "6 (EDC13) 0| 81
(3H, d, J=6-8Hz), 0.87 (3H d, J=6.8 Hz), 1.00 (6H,
t, J=6.8 Hz), 1.22-1.28 (3H, m, 1.86-1.92 (1H, m,
2.06-2.12 (1H, m, 3.52-3.65 (2H, 811 nm), 3.87-3.92
(1H, m, 3.99-4.20 (3H, m, 5.11 (1H, d), 6.12 (1H,
d, J=8.3 Hz), 7.12 (1H, br), 7.35-7.44 (3H, m, 7.64
(1H, s). white crystal mp. 217.6C - 325 1HNWR S
(CDC13) : 0.82 (3H, d, J=6.8 Hz), 0.87 (3H, d,



1.18-1.24 (6H,

J=6.8 Hz), 1.00 (6H, t, J=6.8 Hz), n,
1.84-1.93 (1H, m, 2.05-2.12 (1H, m, 3.53-3.62 (2H,
812 m), 3.86-3.93 (1H, m, 3.97-4.05 (1H, m,
4.85-4.93 (1H, m, 5.04 (1H, d, J=7.3 Hz), 6.14 (1H,
d, J=8.8 Hz), 7.15 (1H, br), 7.35-7.45 (3H, m, 7.64
(1H, s). white crystal mp. 243.3C 1H NVR S (CDC13)
0.82 (3H, d, J=6. 8 Hz) , 0.87 (3H, d, J=6.8 Hz),
0.89-1.01 (12H, m, 1.86-1.98 (2H, m, 2.05-2.11 (1H,
m, 3.52-3.67 (2H, m, 384392(3H 813 m,
3.98-4.05 (1H, n), 5.14 (1A, 4 ,2;]73Hz) 6.15 (1H,
d, J=7.8 Hz), 7.14 (1H, br), 7.35-7.45 (3H, m, 7.64
(1H, s). white crystal mp. 225. 9C H NVR S (CDC13)
0.74 (3H, d Hz 3H =6. 8 0.
(6H, CPntBOélsngz?%ffcgsaﬁéﬁPS§ tﬁm?té EP&?,b;E%QPlfgg)
(1H, m, 2.01-2.09 (1H, m, 2.61 (3H, 815 s),
3.42-3.48 (1H_ m 3 67-3 75 (1H nm 3 .91-41 (4H,

, 5.18 (1H, .d Hz 6. 19 J=9.3 | Hz),
297 (1H, (m-??m%ﬂ%g&e)? yi 77-7(%Ef?9’?-| )
7.40-7.45 (2H, m 93161 (1H, d, J=7. % Hz) V\,hite
crystal m p—197 L‘ 326 -l Properties—of Conpdund
(57) in Table 2 fﬁg}go Properties an No. 1H- NVR 6
(cbc1l3) - 05 (3H—d—J=63-Hz)—0-85(3H—d—J=6.3
Hz), 0.98 3H d kdgs 9 Hz), 1.00 (3 d, J=5.9 Hz),
1.21 (6H, ts Hz)- 87192 (iH—m+—2-02- 2.08
(1H, m, 2. 61 (3H;\O§§’ 3.43-3. 50 (1Hg M, 3.64 816
3.72 (1H, Mm+—390IH—dd+3I=63—"388Hz)—3-98-4.06
(1H, m, 4. m,l5. 1 J=7 Hz) ,
6.14 (1H, d . . , —F .31
(1H, m, 7.38-7.44,62H m,| 7.61 (1Hgd, J=7.8 Hz)
white crystal—mp—201-—9c—"H 75" (3H,
d, J=6.8 HZ), O 841@496 (9H, m, 0.99 (6H, t, J=6.8
Hz), 1.86-193—(2H—m—2P3=2-07(iH—m)—261 (3H,
s), 3.42-3.|47 (1H110)5 817 B.66-3. 74 1H, m,
3.82-3.94 (BH—m 398406 (1H—m, 5. d,
J=8.8 Hz), |6.15 (1I?c|07d J=7{3 Hz), @&97 (1H, br),
7.27-7.31 ((AH—m 7 39=74n(2H ), —7-61 (1 d,
J=7.8 Hz) .| whiteilgpgstal mp. 179.9@' H NMR 6 [ CDC13)
: 0.77 (3H,d,J=6.8 Hz), 0O[85 (3H d,  J=6.8 Hz),
1.00 (6H, t|, J=6.318B), 1.42 (9H, s),A1.85- 1.92 (1H,
m, 2.01-2.[06 (IH 1nj, 2Z2.61[(3H S), 3.48 818 3} 54
(1H, m, 3.[59-3.6710(0H, m,{3.81-3.8%R(1H, m,
3.98-4.06 ([TH, m, 5.00 (IH br), 6.14 (IH d, }=8.8
Hz), 7.00 ([AH, brQ117.27-7.81 (1H, mMA 7.38-7.4b5 (2H,
m , 7. 60 (IH d, J=7 .8 Hz) . white crystal mp.
188. 7C white crys‘ttlz-ll2 mp. 181.3C 828 APCI- N5 Mt:
434. 1H NMR 6 (CDCI3): 0.841(3H, d, J=6.8 Hz), .90
(3H, d, J=6.8 Hz)},113. 98 (3H, d, J=6.8B Hz), 1.00 (3H,
d, J=6.8 , 1.20-1.27 (3H, m, 1.88-1.91 (1H, m,
2.10-2.15 823 (1H1lm4, 3.4713.66 (2HAn), 3.87-8.97
(2H, m, 4.06- 4.12 (2H, nm)| 5.08 (1H, br), 6.16 (1H,
d, J=7.8 Hz), 7.181B81H, br), 7.34-7.41 (2H, m | 7.77
(1H, s), 7.80- 7.84 (2H, m /| white crystal mp. |204.0C
- 327 F 1H NMR 6 ld€2C13) :|0.87 (3H,Bd, J=6.8 Hz),
0.93 (3H, d J=6.8 Hz), 0.99-1.03 (6H m, 1.19-1.28
(6H m, 1.B8- 1.9423H m, 2.12-2.18 (1H m,
3.47-3.54 (IH, m, 824 3.6543.72 (1H, m, 3.87-4.00
(2H, M, 4.B4-4.92128, nm, 5.04 (1H3 br), 6.18 (1H,
d, J=8.3 Hz), 7.26 (1H, br), 7.36-7.43 (2H, m, 7.80
(1H, s), 7.82-7.86-1(4&H, A




. white crystal mp. 231.3C 1HNWR S (CDC13) :
0.84-0.92 (12H, m , 0.98 (3H, d, J=6.8 Hz), 1.00
(3H, d, J=6.8 Hz), 1.84-1.92 (2H, m, 2.12-2.16 (1H,
m, 3.48-3.56 (1H, nm, 3.62-3.67 (1H, 825 n), 3.82
(2H, d, J=6.3 Hz), 3.87-3.99 (2H, m, 5.10 (1H, br),
6.17 (1H, d), 7.19 (1H, br), 7.34-7.40 (2H, m , 7.77
(1H, s) , 7.80-7.84 (2H, m white crystal mp. 213.0C
IHNVR S (CDC13) : 0.83 (3H, d, J=6.8 Hz), 0.88 (3H,
d, J=6.8 Hz), 1.00 (6H, t, J=6.8 Hz), 1.25 (3H, t,
J=6.8 Hz), 1.85-1.94 (1H,~n§232704-2.14 (1H m,
3.50-3.55 (1H, m, 3.61-3.69 (1H m, 3.92-4.04 (2H,
m, 4.11 827 4.16 (2H, m, 5.53 (1H, d, J=8.8 Hz),
6.98 (2H, 3r) 7.08-7.13 (1H, m), 7.22-7.27 (iH m,
7.44 (1H d, J=8130%z), 7/46 (1H, bP), 7.63 (1H d,
J=7.8 Hz),|9.89 1H, br). [white crystal mp. 239.5C -
328 - Properties 19°%ompound (58) inPTable 2 €onpo
Properties and No. 1HNWR 8 (CDC13) : 0.86 (3H, d,
J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8
Hz), 1.02 (3H, d, J=6.8 Hz), 1.22-1.28 (6H, n),
1.87-1.94 (1H, nm), 2.13-2.19 (1H n), 3.50-3.70 (2H
nm, 3.91-4.00 (2H, n), 4.92 828 4.97 (1H, nm, 5.05
(1H, br), 6.32 (1H d, J=7.8 Hz), 6.94 (1H, br),
7.11-7.16 (2H, m), 7.24-7.29 (1H, m, 7.42 (1H d,
J=8.8 Hz), 7.65 (1H, d, J=7.3 Hz), 9.31 (1H, br).
white crystal mp. 251.6C 1H-NVR 8 (CDC 13): 0.82 (6H,
d, J=6.8 Hz), 0.92 (6H, d), 1.01 (6H, t, J=6.8 Hz),
1.88-1.98 (2H, m, 2.05-2.17 (1H, m, 3.52-3.72 (2H,
m, 3.86-4.04 (4H, nm), 5.22 829 (1H, d, J=8.3 Hz),
6.65 (1H, d, J=8.8 Hz), 6.92 (1H, br), 7.08-7.15 (2H,
m, 7.24-7.30 (1H, m, 7.43 (1H, d, J=8.3 Hz), 7.63
(1H, d, J=8.3 Hz), 9.63 (1H, br). white crystal mnp.
235.1C "H-NWR 6 (CDC13) : 0.86 (3H, d, J=6.8 Hz), 0.92
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.02 (3H,
d, J=6.8 Hz), 1.22-1.28 (3H, m, 1.86-1.95 (1H m,
2.12-2.18 (1H, m, 3.46-3.68 (2H, m, 3.88-4.15 (7H,
m, 5.10 831 (1H, br), 6.18 (1H, d, J=7.8 Hz), 6.92
(1H, s), 7.05 (1H, br), 7.10-7.15 (1H, n), 7.28-7.39
(2H, m, 7.63 (1H, d, J=7.8 Hz) . white crystal mp.
209.4C 1H-NWR 8 (CDC13) : 0.87 (3H, d, J=6. 8 Hz) ,
0.91 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.02
(3H, d, J=6.8 Hz), 1.16-1.28 (6H, n), 1.88-1.93 (1H,
m, 2.12-2.17 832 (1H, m, 3.43-3.50 (1H, m,
3.61-3.68 (1H, m, 3.88- 4.01 (2H, m, 4.06 (3H m,
4.84-4.91 (1H, m), 5.05 (1H, br), 6.20 (1H, d, J=8.8
Hz), 6.93 (1H, s), 7.10- 7.15 (2H, m. white crystal
mp. 229.1C - 329 1HNWR 6 (CDC1l3) : 0.84-1.14 (18H,
m, 1.87-1.94 (2H, m, 2.15-2.19 (1H n), 3.49-3.68
(2H, m, 3.82-4.03 834 (4H, nm, 4.06 (3H, s), 5.15
(1H, br), 6.20 (1H, br), 6.92 (1H, s), 7.06 (1H, br),
7.10-7.15 (1H, m, 7.28- 7.38 (2H, m, 7.63 (1H d,
J=7.8 Hz). white crystal mp. 214.4C 1H NVR 6 (CDC13)
: 0.68 (6H, t, J 6. 3 Hz) , 1.00 (3H, d, J=6.8 Hz),
1.02(3H d, J=6.8 Hz 1.28 (3H, t, J=7.3 836 Hz),
1.89-1.95 (2H m 3. 37 (1H, m, 4.04-4.24 (4H,

7.
7.

)
3
m, 5. 54 (1H, d, J=7.8 Hz), 7.30-7.36 (3H, m, 7.42
(1H, d, J=8.8 Hz), 7.54 (1H, d, J=8.3 Hz), 7.75

- 3.
Hz
4 (



( d, J=7.8 Hz), 8.15 (1H, br), 11.93 (1H, br).
IH-NVR 6 (CDC13) : 0.65 (3H, d, J=6. 8 Hz) , 0.68 (3H,
=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.03 (3H, d,

6 Hz), 1.24 (3H d, J=6.4 Hz), 1.30 (3H, d, J=6.4
Hz), 837 1.86-1.95 (2H, n) 3.32-3.38 (1H, m,

03-4.23 (3H, m), 4.95-5.02 (1H m, 5.50 (1H d,

(DL:

9.8 Hz), 7.28- 735(2H 24 7.50-7.54 (2H, m), 7.74
H d, J=7.8 Hz), 8.15 (%A d, J=6.4 Hz), 12.03 (1H,
1H-N|\/R6(CDClS) : 086(3H d J 6.8 Hz) 0. 91
H, 1.01 (34 d 8 Hz), 1.03 (3H,
Tes nga@pée I2|z Coiltzr@l Slqg £ $CF. §‘-:Jﬁz‘L)nSt1C8’€§:uinb£§35r (dﬂwny

1? 212840218(1Hn)350360(1Hn)
milgels 373 (1H, n), 3.88-4.13 (4H n), 5.07 (1H d),

6. Ig]'%cg%'léb(%l' 85 tgﬁ 'g_%%pﬂzls‘ﬁS Fl Cf—z%gi)le wa%lfzggft:ze with
wat% 1Jco( %l5|0 ‘Pf'?i' tt%ecrs%gg)%llom Jprrg %@é:é?&%{sc%o the

ropertle o npound

cuchnQ@%r ts'e%%ll@ﬂg N‘%eeleS@Mngh(a%%) O]FW(QTSEIJQ dwasduc pot

havHﬁg aldgﬁm(e%@r @f J=6. &m)Hak. lllla%'fl 548 geBHn MWh amount of
9-1.95 (1H, m, 2.12- 2 17 (1H, m, 3.47-3.54 (1H,
10mm) of3£he- Sompolibld/pt,. 3AFR 8441403 (i2ld, Mhe pot was
4.82-4.88 (1H, m, 5.05 (1H, br), 6.25 (1H d, J=8.3
trahz¥er?7ed9toll, maikt Ehber9prioitden) in &hkb grHdnhbuse,
J=8.8 Hz), 8.53 (1H, d, J=1.5 Hz), 9.11 (1H, s).
andwhnbeudpystiabymspraz0@i@€@ bHzNWRPS r(iCDE1L3pensd.B0-dE 91
(12H, m , 1.01 (3H, d, J=6.8 Hz), 1.03 (3H, d, J=6.8
PseHgppero88spog? Cubens)is. 20n3+2e18 Y 4y tSr 50rdc@Bation
(6H_ m, 5.13 (1H, d), 842 6.27 (1H, d, J=7.8 Hz),
the713@e§1|a|d brpa Tagse- fog4t@f|-|leames 8’5@5 expRingd.)=8. 3
8.52 (1H, d, J=1. s). white
EV3&P9§€8P Wﬁﬁ Cfg61§é PHINPR @hécéeiéowﬁﬁﬂbchtﬁ@¥@3H

Eeqo S5 gker e bggrouns ¢
_%h% %&?ec e%oa(%ﬁ aae ag, EHF&$at§d8@r?ug GTchﬁ)
09 m, isosss(le) 3.68 (3H, ),
exa%‘.l%icé.o?s %‘_"EH?On)P 84%°3.91-3.95 (1H, ), 4.05-4.07
(1H, n), 5.25 (1H, d, J=7.3 Hz), 6.32 (1H, d, J=8.8
Hz), 7.28-7.31 (1H, n), 7.61-7.64 (1H n), 7.72-7.73

A: %éDC mfeczegsa§8g2£g%?HofM’lef%'tﬁd§ S%L" d 1H NWR 3

0. 83 (3H d,

B: %h@ §nbf|é):teg %g}e(ag'i"at‘é 0‘% @ StHZ)_Lesg %%a§13|ﬂ0° , J=6.8
, 1.84-1.88 H m,

C: 2h@318f@5t(eaHar@a r%tfé%iz‘ %t( l@ssm)cha% @@93 67 845
(1H, m, 3.88-3.92 (1H, m, 4.03-4.12 (3H, m, 5.17
(1H d, J=7.8 Hz), 6.24 (1H, d, J=8.3 Hz), 7.25-7.28
(1H, m, 7.60 (1H, dd, J=2.4,8.3 Hz), 7.70 (1H, m,

Tab¥e97 ( 1 H, dd, J=4 . 9, 9. 3 Hz) . white crystal
mp. 203.1C - 331 1HNWR 6 (CDC1l3, ppm): 0.76 (3H, d,

J_@Ol?’%fgillIQ%Sg’ffééH afaidsP- 8 al:_'él}lb?P 8§wﬁ§ﬂ'nlg8ev]1 619

aid5P 8y

73 Hz), 1,19
1, 83 1. 89 (1H M, 2. 03 2.04 (1H, m, 3.50-3.54 (1H,
m, (363365846 (iH—m)—386=390(1tH—m—404
(1H M, 4cBAphuB NbIH M, |5.09 (1H hrela?. 3 He),
6. 20 TH—o—J=8—3Hr) 7 28-728—ttH 1) ——66—(1H
dd, | J=Cosp8rat i, Coﬁp%Qn(ﬂ H| m, 7.97 (1¢, dd,
J=47978.8 Hz). white crystat mrp. 220 8C1HNWRS8
(CDC13, ppm: 0.76 (3H, d, J=6.8 Hz), 0.83 (3H, d,
J=6.8 Hz), 0.87 (6H, d. J=6.3 Hz), 0.95 (3H, d, J=7.8
Hz), 0.97 (3H, d, J=6.8 Hz), 1.85-1.88 (2H



m,

dd,

Hz)

2.02-2.04 (1H, n),35
847 (1H, m, 3.82 (2H, d,
J=6.3,8.3 Hz), 4.03 (1H, m, 5,
6.23 (1H,d, J=8.3 Hz), 7.22-7.
J=2.4,7.8 Hz), 7.71 (1H m, 7
9, 9. 3 Hz) . white crystal mp. 1
(CDC13, ppm: 0.80 (3H, d, J=6.8 Hz
J=6.8 Hz),

w

1.43

‘—-O
1
> w
w o1
w

0.99 (3H, d, J=828 Fmz),
(9H 's), 1.86-1.91 (L1H m,

£33

S.

55-

3.83

359 (tH—mm 37 62-363(tH—m 848
\ ¥

3. 7%
6. 1!
7.61-

(J_H
.64

(1H nj 4.04-4.06 ((1H, m, 4.9 (1H, m
o, 3=9-3 Hz), 729 (I —dd,—3=24,9 2 Hz

(1H, rd, 7.71 (1H |m, 8.10 (1Hg dd,

J=4

u, 8.8 Hz). white crystal mp. 204 7C 332 -
Properties of Carpound (60) ijn Table 2 GCanpo

Properti es and NO. 851 IFH NVR 8 (L,Ubld
0.90-1.02 (12H, 49, 1.20-1.28 (6H, m, 1.88-1.93 (1H,

I-

7. 17-2. 23 (IH, ™, 3.20-[3.26 (IH 1, 3.76-3.94

m,

4.89-4.93 (1H, n), |5.01 (1H, brB, 6.16 (1H,

7.06 (IH, s), 7.43-7.46 [(ZH 1 , 8.20 (IH 5)

fe solid 85510H NMR 8 (CDC13, ppm: 0.E8 (3H, d,

8

Hz) ,

1.02

0.84 (3H d, J=6.8 Hz), L1.00 (3H, d, J=6.8
(3H, 28, J=6.8 Hz),| 1.21 (6H, dB J=6.3 Hz),

mv o —-

SFEFseL3

5-1. 93
3.86-3.91 @B8H, n), 4.01-4.08 (1H, mA 4.87-4.93

(IH, M), 2.02-2.14 (IH, m, 3.62-3.66 (2H
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(1H, AP, 7.34-7.42 (2H, m, 7.B4 (1H, d
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© Il -

8

Hz)

8.03 (1H, d, J=7.18 Hz). white crystal mp.

5C 858 1H NK¥R 8 (CDC13, ppm: 0.68 (3B, d, J=6.8

0. 83
(3H,

(3H, d, J=6.8 Hz),| 0.99 (3H, d, J=6.8 Hz),
d. J46.8 Hz), 1.24 (3H t. J=6P8 Hz),

8-1.96 (1H o), 2. 03-2.08 (1H, m, 2.65 (3H, s),
4773¢

9-3 45 (1H| m), 3.80-3.88 (1H ),

O©O~N00O~010 K

) (3H,_ s),
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6.56-6 57 PPH
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white crystal mp 216.3C 862 1H- NVR S (CDC13r ppn:
0.80 (3H, d, J=6.8 Hz), 0.85 (3H, d, J=6.8 Hz), 0.90
(6H d, J=6.8 Hz), 1.04 (3H, d, J=6.8 Hz), 1.22 (3H,
t, J=6.8 Hz), 1.95-2.01 (1H, m, 2.03-2.11 (1H, m,
2.71 (3H, s), 2.87 (3H, s), 3.46-3.50 (1H, m,
3.52-3.61 (1H, n), 3.89-4.00 (1H, m, 4.09 (2H q,
J=7.3 Hz), 4.12-4.14 (1H, , 5.15- 5.17 (1H, m, 6.73
(1H, br), 6.92 (1H, d, J=843°Hz),  7.54 (1H br).
white crystal mp 190.1C - 334 - Properties of

Conpound—(61) T Tabte 2 Conpu Properties and  No.
IHNWRR 6 (CDC 1IR6ppm: 0.79|(3H, d, J=6.8 Hz), 0.81

(3H~d,J=6.8 Hz), 0.98 (6H, [0, J=6.8 FHzJ, 1. 04 (3H,
d, J=6.8 Hz), 1122 (6H, d, J56.8 Hz), 1.98-2.10 (2H,

863[M, 2. 70 (3H, S), 2.87 (3H, S), 3.56-3.61 (IH, 1,

3.91-4.10 (2H, ™1 4.85-4.90|(1H, m), 5.15-5.17 (1H,
m, 6. 73 (IH, br), 6.91 (IH |d, J=8.3 Hz), 7.63 (1IH,
d, J=8.8 Hz). whije crystal mp 207.0C 1HBNWVR 6
(CDCI3, ppm : 0.80 (3H, d, J=6. 8 Hz) , 0.8Z2 (3H d,
J=6/8 Hz), 0.85.38H, d, J=6.8 Hz), 0.88 (BH, d, J=6.8
Hz) [ 1.04 (3H, d, J=6.8 Hz), |1.13 (3H, d, J=6.8 Hz),
1.88-1.93 (1H, W9 1.95-2.01{(1H, m, 864A2 03-2.10
(1H m, 2.71 (3H s), 2.87 (|I3H s), 3.45- 3.50 (1H,
m, |3.52-3.61 (1144) m, 3.81-3.83 (1H, m,A 3.85-4.01
(1H[ m, 4.08-4.10 (1H, m, 9.26 (1H, br), 6.68 (1H,
br)] 6.92 (1H, ¥13=8.3), 7.63 (1H br). Buhite

o
=
S

$§tal mp 183.8C 1H NMR 6 (|CDCL3, ppm): 0.80 (3H, d,
8 Hz), 085143?3H d. J=6.18 Hz). 1.05 B6H. d. J=6.8

o
1
»

5

1.40 (9H, , 1.95-2.04 (1H, m, 2.03-2.11 (1H,
2.71 (3H, s). 2.87 (3H. s). 3.45-B.51 (1H. m.

3

)
ql

b-3.61 (1H, n_z 3.89-3.96 (1H, m), 4.05-4.08 (1H,
5.06 (1H_ Yr), 6.68 (1H| br), 6.92 (3H,_d, J=8.3

T3¢

7.55 (1H ]OJOE% white crlystal mp 148.5C 1H NMVR 6
7 (

13, nnm 3H d, J=6 8 Hz) B 91 (3H_d
8 Hz), %H d, J=6.8 Hz), 1.04 (3H, d, J=6.8
1.10-1 ?R _ 1901 95 (1H, m 866

1-2.19 (1H ];@ 348413(6H m, 5.10 (1H br),
(1H, 1=9% 1 7';7-7 63 (2H m 7 77-7 82

792( 3Hz) 8 14 (1H d. J=8.8
11#_5 —2_ b} 934 (1H dHA194|-|7\

| Mgy 223..0C - 335 1HNWR § (CDCL3r
27 118H rﬁ 1.82-1.02 (1H"m

=

E‘ﬁ’\

= -

- D

1H
a
1 )
21 (1H, m, 3.44- 4.03 (4H, m, 4. 82- 867 4.87
5.01 (1H, d), 6.21 (1H, d, J=7.3 Hz),
63 (2H, m, 7.76-7.93 (2H, n), 8.14 (1H, t,
8 Hz), 8.65 (1H, s), 9.34 (1H, s). white crystal
p 224.0C 1H-NMR 8 (CDC13r ppm): 0.87-0.93 (12H, m,
01 (3H d, J=6.8 Hz), 1.04 (3H, d, J=6.8 Hz),
82-1.95 (2H, m, 2.16-2.22 (1H, m, 3.47-4.05 (6H,
: 5.11 (1H, br), 868 6.22 (1H, d), 7.56-7.63 (2H,

, (.77-7.82 (1H, m, 7.92 (1H d, J=7.3 Hz), 8.15
(1H, d, J=8.3 Hz), 8.65 (1H, d, J=2.0 Hz), 9.34 (1H
d, J=2.4 Hz). white crystal mp. 204.2C 1H NWR 6
(CDC13r ppm: 0.67 (3H, d, J=6.8 Hz), 0.80 (3H, d,
J=6.8 Hz), 1.01 (6H, t, J=6.8 Hz), 1.90-2.06 (2H, m,

49-3.55 (1H, m, 3.66 (3H, s), 3.75-3.84 870 (1H

=B ER
o3
m-

I

m
8
c
0.
- 2.
m,
7.

6

<~

~Na

m
1.
1.
m
m

3.
m
d)
m

5

92-3.96 (1H, n), 4.07-4.12 (1H, n), 5.20 (1H,

.25 (1H, d), 7.60-7.65 (1H, m, 7.74-7.79 (1H,
8

8
3.
6
7.88 (1H, d, J=7.3 Hz), 8.09 (1H, d, J=8.3




Hz). white crystal mp. 214.7C - 336 - Properties of
Conpound (62) in Table 2 Conpo Properties and No.
1H NMR 5 (CDC13, ppn) : 0.68 (3H, d, J=6.8 Hz) , 0.80
(3H, d, J=6.8 Hz), 1.01 (6H, t, J=6.8 Hz), 1.21-1.28
(3H, n), 1.89-2.05 (2H, n), 3.50-3.56 (1H, n), 3.74-
3.83 (1H, n), 3.89-3.94 (1H, n), 4.05-4.13 (3H, m),
871 5.17 (1H, d, J=8.8 Hz), 6.25 (1H, d, J=8.3 Hz),
7.60- 7.65 (1H, n), 7.74-74%9 (1H, n), 7.86-7.89 (1H,
n, 8.08 (1H d, J=8.3 Hz), 8.26 (1H d, J=8.8 Hz),
8.31 (1H, d, J=8.3 Hz), 8.49 (1H, d, J=5.9 Hz). white
crgstatol pngl8@rd€e lhHghVMRs® CGPGhBerpaBIny Ai69eh3H2)
d, J=6.8 Hz), 0.79 (3H, d, J=6.8 Hz), 1.02 (6H, t,
J=6.8 Hz), 1.21 (6H, d, J=6.3 Hz), 1.89-2.05 (2H, m),
3.52-3.57 (IH, M), 3.72Z2(3.8T (IH 1, 3.87-3.91 (1H,
n, 4.05{4.CS3ugdibhd 8%2. )|, 4.85-BfBdc€1H, m),| 5. 09
(1H, d, J=9.3 Hz), 6.2T [(IH d, J=8.3 Hz), 1.60-7.65
(1H, m, |7.74-7139 (1H, |m, 7.88 @H d, J=§.8 Hz),
8.09 (1H] d, J=8.8 Hz), |8.26 (IH d, J=8.8 Hz), 8.31
(1H, d, J=8.8 Hip2 8.49 |((1H, br). Awhite crystal mp.
210.7C 1FNVR S (CDCI3, fgpm) : 0.69 (3H d, J=6.8 Hz)
, 0.79 (3H, d, 1896.8 Hz), 0.90 (6B, d, J=6.8 Hz),
1.01 (6H] d, J=6.8 Hz), |1.85-2.05 (2H, n), 3.51-3.57
(1H, n),| 3.73-3682 (4H |m, 4.05-4 10 (1H, my, 5.18
(1H, d, 873 J=8.3 Hz), 6.121 (1H d, J=9.8 Hz)|,
7.60-7.65 (1H, AP2 7.74-7.79 (1H, Am, 7.88 (|1H, d,
J=7.8 Hz)}, 8.09 (1H, d, (J=8.8 Hz), 8.26 (1H,| d, J=8.8
Hz), 8.31 (4H d&983 J=8.3|Hz). 8.49%(1H. br). white
crystal mp. 195 . 7C 1HNYR 5 (CDC13, ppm: 0.{71 (3H,
d,"J=6.8|Hz). 01?8 (3H |d. J=6.8 Bz). 1.02 (|6H t,
J=6.8 Hz)}, 1.42 %QH, s),l 1.87-2.02 (2H, m, |3.53-3.87
(3H m), 14 06-41%8 874 (1H, m), 5. &1 (1H_d, [J=9.3
Hz), 6.20 (1H, in:s.s Hz), 7.6047.64 (1H, |m,
7.74-7.79 (1H_nP" 7.87 (MH d,_J=7 8 Hz) §. 08 (1H,
d, J=7.8|Hz), 8 %3-8.32 (2H, M, 8. 49 (1H Hr). white
crystal pp. 161 - 337 10 NVR S (cDC 13 lppmy:
0.72-0.88 (6H, ?6 0.99-1.28 (124, ) , 1.§8-2.08
(2H, m 3 54 3°2g (25 ny 3.89:° 3 07 (1H| n),
4.06-4.15 (4H, 1 4.83-4.92 (1H, , 876 5.09-5.17
(1H, d), 1624 (FHx 13 1dy 68 64 {1H x 2/3 | br),
7.55-7.77 (3H, ?/Z 7.98-8.07 (1H, 2_@ 8.21-8.[125 (1H,
nm, 8. 41HIHx2/3d 329 3 Hz} 8 52 (1H x11/3,
br). white crysgqé mp. 202.5C 1H-HNVR S (CDC13, ppm
0. 63 (3H—&—3=6-—8—Hz} 0 76— {3H d—I=6-8 Hr),
0.99-1.28 (9H, gyg 1.92-2.05 (2H, ), 3.50-3.55 (1H,
n, 3.74+3-82 (3 H—m)—3492-4-33-879 {4H—m)~| 5.15
(1H, d),|6.26 (ikg d), 7./67-7.86 (4H m, 8.]44 (1H,
d, J=5. 4855 (H—Hr)r—9—63+{3H—d—3=8.3 Hz).
white crystal mpg 177.6C¢C 1H NVR Sp(CDC13, pgm): 0.65
(3H, d, P=6-8t+—6—7F6—H{3H—c—3I=6-—8—+z—34. 00-1. 21
(12H, m| 1.90-2765 (2H, | M), 3.5043.56 (1H |M,
3.70- 3. 73 (tH—T—3-88-392880—{tH—m)—4195- 4. 11
(1H, m,|4.81-4188 (1H, M), 5.10 @1H d, J=§.8 Hz),
6.21 (1H—d, =93 Hz); - 67-7-87 (4H—™n),—8§. 43-8. 48
(1H, ), |8.54 (183 br), 9.61 (1H ad, J=8.3 Hz). white
crystal mp. 201 IC - 33§ =

184 B




Properties of Conpound (63)
Properties and No. 1HNWR 6 (CDC13, ppm:
(184 m , 1.80-2.05 (3H, m, 3.49-3.56 (1H,
3.71-3.84 (3H, 3.90 (1H, dd, J=6.3, 8.8
4.04-4.12 (1H, 5.19 (1H, 881 d, J=8.3 Hz
(1H, d, J=7.3 7.67-7.87 (4H, m, 8.44 (1
J54Hz)85 Hbr)961(1H d, J=8.3
white crystal 88.1C $KBNWVR 8 (CDC13, pp
(3Hd368Hz .80 368Hz
t, J=7.3 1 6
m, 3.50;
3. 89- 3. 9]
nm, 5.12
7.69-7.80
8.58 (1H

, 9183 (1H
1H NMR 8[(CDCI3, ppmj: O.
(6H, m,

in Table 2 Conpo

m,
m

Hz) ,
5 (1
m p.
2,

Hz

M- 5-

q

3

(st
3.52-3294 (6H, m

0.

64- 1. 09
)
Hz) ,
), 6.22
H d,

Hz) .

m: 0.70
.01 (6H,
.04 (2H,

.91 (1H,
.3 Hz),
1H, br),
202.1C
-00-1. 14
4. 08-

1.91-2169 (2H, 1
887 4. 14|(1IH 1y, 5. 14-5.
J=8.3 Hz 7.8418190 (2H,
(1H, S)| white crystal T
ppm : 0{74 (3H19d, J=6. |8 Hz) , 0A82 (3H, d
Hz), 1.00-1I.10 (6H m, 1.20-1.28 (3H 888 n
1.89-2.10 (2H, @&P3 3.54-3.92 (3H, &, 4.07-4.
m, 5.08{5.13 (IH, m, 6.]19 (1IH d, J=8.8 Hz)
7.84-7.9

8 (IH 1, ©.22 (1F
m, 8.0988.27 (3H,
N p. 185. 3C IH- NVR 8|

, d,

m, 9.64
( CDC13,

, J=6.8
),
15 (3H,

H s).

D (2H, AP4 8.09-8§.28 (3H, &), 9.64 (1
white crystal mp. 186.3C 1H NVR 6 (CDCl3, pp
0.72-0.8

m:
-2.08

B (6H, &P6, 1.00-/1.28 (12B m), 1.89
(2H, m, [3.50-3.78 (2H M, 3.86- 3.90 (1H n
4.09-4.14 (1H, AP/ 4

),
5 (1H,

.82-4.93 (1H_®, 889 5.0
br), 6.18 (1/2H, d, J=8.8 Hz), 6.54 (1/2AH,
7.82-7.9

| (2H, AP8 8.06-8.28 (3H. M. 9.64 (1

br),
H! d!

. white crystal m p. 190.9C 339 1H

pn) : 8986 (3H |d. J=6.8 Bz) . 0.93

, 1%(3H, d, 8 Hz) , 1.06 (

1(3H, d 8 HY . 1.16 (

1. 86- %213 (2H| m), 3.45-3.60 (2H,

nf 024 68-475 (1H, 490 (1)

%036 10 (1/2H, br), 2654 (1/2H

o br¥937 52 (4720 hr) 27 81-7 91
.44 (1H,

(Iln\%l@

’<7H,
2H, br

NVR 6
(3H, d,
3H, d,
3H, d,
nm, 3.86
2H, br),
, br),
(2H m,

9.40 (1H,

7-0.97

. 8.55]8. 59 (1H M, 9.30-
olid nu\u\/p (cBc13) - 0 g
, 1.05- 22 (1H, , 1. 26 6H,
) (34, %@5 3, gq- 907 ?}‘1 (
4434n§%(1H ! 465468(1H n)
(2 5.0 br)—6.87-7.00
Solld NVR O 91-1.01
H + 2§E|-7 én (1I—I m
(

'—'\1

),

(1H

©

~

m
D

T

3181- 3. 87

(4H, m.
(12H, m

.59 (1H,

354-
2

Is
J. 7

(ol

H,
4

o

,J
white

INNTD O

99
. 82- 3 n,
p. . 8 340 -
Table 2 Conpo Properties and No. 1HNWR S
0.92-1.01 (12H, m, 1.23 (6H, t, J=6.3 Hz),
(1H, m, 2.15-2.20 (1H, m, 3.31-

o- I\)CD'

( m,
6.93 (3H,
205. 8C -

[6) (o)

Properties of Conpound (64)

Hz) ,
7.8 Hz),
crystal
in
( CDC13)

1.84-1.89



3.38 (1H, n), 3.56-3.62 (1H, m), 3.86-3.93 (2H m),
901 4.86-4.92 (1H, m), 4.99 (2H s), 6.10 (1H d,
J=7.3 Hz), 6.82-6.92 (3H, n), 7.06 (1H, s), 7.10 (1H
d, J=7.3 Hz), 7.17-7.23 (1H, nm). white crystal mp.
226.4C 1H-NVR S (CDC13) : 0.81-0.93 (6H, m) ,
1.00-1.04 (6H m 1.19-1.28 (3H, n, 1.88-2.02 (1H,
m, 2.14-2.19 (1H  m, 3.30:3.49 (1H m, 3.69-3.74
(1H, n), 3.84-3.92 904 (IH2/)  4.00-4.16 (3H, m,
5.05 (1H, d, J=7.3 Hz), 6.17 (1H d, J=8.8 Hz), 7.12
(1H, s), 7.43-7.50 (1H m, 7.61-7.66 (1H m,

7.83nr8b1 (A4l efFec?. 9Faldblt cbhbehmbvhi Hewaryystiabem P3)

195. 0C 1H NMR S (CDC13, ppm:

0.81-0.93 (6H m,

1.00-1.04 (6H, m), 1.19-1.28 (6H, n), 1.87-2.03 (1H,
m, 2.15{ 2.20 (IH, ™, 3.33-3.43 (IH m, 3./69-3.74
(1H, m), | 90EhEHnd.8d. (1H, n), BfHeed. 04 (1H, nm),
4.87-4.90 (IH, m, 5.00|(IH d, J=6.8 Hz), §.18 (1H
d, J=8.8|Hz), 2102 (1H, |s), 7.42-B. 48 (1H, ny,
7.62-7.66 (1A, T 7.837.86 (IH m, 8.02 (|1H, br).
white crystal nmép3 220.8C 1H NVR SA(CDC13, pam:
0.81-0.98 (12H, m, 0.991.04 (6H, m, 1.87-]1.98 (2H,
nm, 2.13{2.21 (2944 n, 3./31- 3.46 AIH, m), 3./69-3.91
(4H, m), [3.98-4.05 (1H 1), 906 5.07 (1IH, d, [J=6.4
Hz), 6.18 (1H, 8183 8.8 Hz), 7.12 B(1H s), 7.43-7.50
(1H, m,|[7.61-7.66 (1H 1), 7.83- 7.86 (1H n), 8.06
(1H, br)| white?élystal mp. 198.38 - 341 1H NWVR 8
(CDC 13, [ppn) : 0.76 (3H| d, J=6. 8 Hz) , 0.47 (3H,
d, J=6.8|Hz), 1268 (6H, t|, J=6.3 HB), 1.20 (3H, t,
J=6.8 Hz], 1.88-1.96 (1H| m) , 2.03-2.12 (1H]| m, 908
3.52-3.66 (2H, A¥® 3.94-4.06 (4H A . 5.47 (IH, d,
J=7.3 Hz}, 6. 78ﬁ§)_%H, br),| 6.85 (1H. d, J=8.3 |Hz),
7.19-7.24 (2H 7.38-7.44 (1H ﬁ‘i 7.77 (IH, d,
J=2.9 Hz), 8.009: g 12 (1H| ), 9.97_(1H br). |white
crystal mp 24825¢ 11 N Q(CI')(‘J%‘, ppmy - Q.77 (3H,
d, J=6. 8| Hz) 927 (3H d, J=6.8_Hz), 1.00|(6H, t,
J=6.8 Hz}.1.17°F 1=6_4 Hz)B 1780-1 9d (1H ),
2.04-2.09 (1H, %8 909 3|58 (2H, b{rq), 3.92-3./97 (2H,
m, 4.8144.87 (IH” m 4 39 (1H, —J=7. 3 H7) ,

6. 80-6.85 (2H, g}ngzs. 3|Hz) , 7.18-7.23 (24, m,
7.40- 7. ABAH—m—FF—{1H—d; J 2.9 Hz) 8 10-8.13
(1H, m 10. 03,64H, br) [white cryﬁtal mp. 2447.1C

1H NVR SH-CBCi3F—ppr)——O-—F7(3H—d—I=6—8 Hzr) , O.
85- 0.90| (9H, nmp311.00 (6H, t, J:6§8 Hz), 1.85-1.96
(2H, m 264209 {(IHtm—3-52 3 65{2H +),
3.76-3.81L 910 (2K, br) , |3.92-4.005(2H, m , |5.48 (1H,
d) , 6.8p~«(H—br)r—6-89—IH—e—I=8-3Hz)}—7.17-7.23
(2H, m,|7.40- 7344 (1H |m), 7.77 glH d, J=2.9 Hz),
8. 09. - 8. p2—(tH—m)+—16 895 (FH—br)—white—-€ryst al

m p. 232} 6C 342238Properties of Cogpound (65) in Table
2 ConpojPro pcltlcb and—No—1iHNVR-5<€BELX3, ppn
0.87 (3H d, J=$398 Hz) | 0.92 (3Hp d, J=6.8|Hz), 1.00
(3H, d, p=68Hz )t 02 (3H—d—3=6-8+z~—1. 90- 1. 94
(1H, m,|2.05-2208 (1H ), 912 3a48-3.51 (1H ),
3.59-3. 6 (1AM, 3767 (3H—s), 389401 <2H m,
4.05 (3H s), 5205 (1H, br), 6.15 B(1H br), |6.85-6.87
(1H, m,[7.04=-7.09 (2, W, 7.27- 7. 31T (3H—1). white
crystal mp 224278 1HNVR S (CDC13a ppn) 0.85 (3H, d,
J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 1.00 (3H d, J=6.8

Hz) ,

1. 02 (3H,



d, J=6.8 Hz), 1.12-1.25 (3H, m, 1.90-1.98 (1H, m,
913 2.15-2.17 (1H, m, 3.41-3.49 (1H m, 3.62-3.70
(1H, m, 3.89-3.98 (1H m, 4.05 (3H, s), 4.12-4.13
(1H, m, 5.05 (1H, br), 6.15 (1H, br), 6.87 (1H, br),
7.03- 7.09 (1H, m, 7.13 (1H, br), 7.26-7.31 (3H, n).
white crystal mp 222.4C 1H NVR S (CDC13, ppm): 0.88
(3H, d, J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.02 (3H, ~—d#39=6.8 Hz), 1.19-1.24 (6H,
m, 1.90-1.98 (1H, m 914205217(1H nm,

3. 45- 3. 43—{-tH—m—3—66-3—65—HH—A—3-89-4. 01 (2H,
m, 4. 04/(3H spg74.86-4.188 (1H 1w, 501 (1H br),
6.12 (1H—bH+—6-88fttH—thr—706—F07¢HH n), 7.13

(1H, br)] 7.26-%480 (3H |m. vvhlteBcrystaI mip 240. 1C
1H NVR S[CBCL3,—ppm——— 0189 (3H—d, 3=6-8 )|, 0.92
(3H, d, J=6.8 Hzki 0.95 (|I3H, d, J=@ 8 Hz), 1.[00 (3H,.
d, J=6.8 HZ) I 02 (6H—d,—J3=6:-8 Hz), 1811197 (1H,
915 m), 2.05-2.094(1H mj|, 3.41-3.%l (1H m,
3.55-3. 60— (1IH T, 3.80-4. 02 (41, M, 405 (|3H, s),
5.09 (1H| br), 26815 (1H,| br), 6.8% (1H, s), [7.06-7.13
(2H, m, [7-27-7.30 (ZH, [nj. white crystal m|p 210.0C
- 343 1H NWR 82(¢@DC13, ppm: 0.89A(3H, d, JF6.8 Hz),
0.93 (3H d, J=6.8 Hz), |[L.00 (3H, d, J=6.8 Hz), 1.02
(3H, d,|J=6.8 B®BY, 1.43|(9H, s), B.90-1.98 (|1H, m,
2.05 916[2. 17 (1A m, 3.31-3.37 (IH, M, 3.72-3.74
(1H, m,| 3.83 @88, q, J=36.8 Hz), 3 98-4.00 (|1H, m,
4.05 (3H] s), 4.97 (1IH |br), 6.12 (IH br), [6.92 (1H,
br), 7.08- 7.08282H, m), |7.24-7.30B(2H, m). white
crystal mp 213.1C 1H NWR 8 (CDC13, ppm: 0.82-1.06
(12H, m |, 1.2322128 (3H, m, 1.8%1.91 (1H]| m,
2.07-2.26 (1H, m, 3.47- [3.54 (1H, m, 3.64-3.72 (1H,
m, 3.9014.02 (2ﬂ2 m, 917 4.09-4. &7 (2H m,
5.18-5.26 (1H, 6.35 (|1H, d, J=8.3 Hz), 7.37-7.42
(2H, N, |7.66-7: ?? (2H. M. 8.89 @IH s). 8.]99 (1H
br). white crystal mp. 211.9C 1H-NI\/R8 (CDCL3, ppm:

0.83 (3H_d. J=6°4 Hz). 0.90 (3H Bd, J=6.3 Hz), 0.98
(6H, t, =5 M)y L 23 (6H d, J=6.3 Hz), 1.85-1.90
(1H n),|2.04-2295 (1H ), 918 3. £9-3.55 (1H, ),

3.63-3.70 (1H, EEG 3. 88-3.93 (1H .m, 3. 99-4. 04 (1H

m, 4.8614.93 ( 110 (iH "dP "1=0' 3 ), 6.29
(1H d, J=9.3 '_%)3’7 7. 37- .42 (2H ;’:,Q’ 7.65-7.71 (2H,
m, 8.89{(1H, 8.98 ( H1 br) white crystgl mp.

249.2C - (344 - pert|e< of Conpound (66) in Table 2
Compo Pr;.pex_t_a_egég No 919 1H-% S (CDC13, ppm:

0.83-1. 0p (18H ,g), 186104 (2H ,m. 2. 08-2.15 (1H
m), 3.493. 58 (27 m  31s3- 3 72 P1H_ ) 3]84-4.03
(4H, ™, |5 21 (3f, d. 3=9.3 HE) g 33 (1H, Hr),
7.37-7. Ap{2H— Ay 7-66-%. 71 (2H 8 89 (1H s),
8.99 (1H br). ?@gte crystal mp %25 5C 922 |IH-NMR 5
(CDCL3r ppry——D B9 (3H-ld_J=6. 091 (3H d,
J=6.8 Hz), 1.01 (6H, t, J=6.8 Hz), 1.22 (6H, t, J=7.3

t
Hz), 1.87-1.93 (1H m
(1H m, 3.68-3.74 (1H
4.00-4.07 (1H, m, 4.86-4.92 (1H, m, 5.01 (1H, d,
J=7.8 Hz), 6.17 (1H, d, J=7.8 Hz), 7.13 (1H, s), 7.42-
7.48 (1H, m, 7.60 (1H,.d, J=8.3 Hz), 7.71-7.76 (1H,
m, 7.95 (1H, br), 8.21 (1H d, J=7.8 Hz). white
crystal mp. 203.6C 927 1H NVR 5 (CDC 13, ppnm:
0.84-1.28 (18H, m , 1.89-2.22 (2H, m, 3.28-3.42
(1H, nm, 3.68-4.14 (3H nm), 4.83-

. 2.13-2.18 (1H, m), 3.43-3.49
. m), 3.88-3.94 (1H 1),



4.92 (1H, n), 4.95-5.03 (1H, m), 6.17 (1H x 1/3, br),
6.47 (1H x 2/3, br), 7.23 (1H x 2/3, br), 7.74 (1H x
1/3, br), 7.85-7.93 (2H, nm), 8.30 (1H x 2/3, s), 8.37
(1H x 1/3, s). white crystal mp. 242.9C 931 1H NVR S
(CDC13, ppn): 0.83 (3H, d, J=6.8 Hz), 0.89 (3H d,
J=7.3 Hz), 1.00 (3H, d, J=6.8 Hz.), 1.02 (3H, d,
J=7.3 Hz), 1.20 (3H, d, J=6.3 Hz), 1.21 (3H, d, J=6.8
Hz), 1.87-1.92 (1H, m), 2.%412716 (1H, n), 3.66- 3.74
(2H m), 3.84-3.97 (2H, 1), 4.84 (1H q, J=6.3 Hz),
5.06 (1H, d, J=7.3 Hz), 6.29 (1H, d, J=6.8 Hz), 7.65
(ltbnt3olYidd-€£70ct2hgaihst 8cédufBelr apwnyhibiedsal i(d)
932 1H- NVR 6 (CDC13r ppn) : 0.83 (6H, . d, J=6. 8 Hz)
, 0.88 (6H d, J=6.8 Hz), 0.99 (3H, d, J=6.3 Hz),
1.00 (3H d, J=6.3 Hz), [L.8/-1.92 (ZH ™, 2J.04-2.15
(1H ), | TEH@2H Ny, 3.81 (1Hffgct3.84 (3H s),
3.88 (1H . 3.90-3.9I1((2H, m, 5.15 (IH, i), 6.15
(1H, m,| 6.89-8080 (2H, |m), 6.92 @H m, 7.[75-7.77
(2H, m).|[ white solid 345 933 IFFNVR 6 (CDCl3, ppm
0. 91 (BH, d, 388. 8 Hz)| , 0.92 @3H, d, J=§.8 Hz) ,
0.95 (6H[ d, J=6. 3 Hz) ,| 1.23 (3H, d, J=6.94 Hz),
1.25 (3H| d, J=803 Hz) , |1.35-1.44A(1H n), [1.67-1.75
(1H, m,|1.89-1.95 (1H, M), 2.25 (1H, m, 2.|39 (3H,
s), 2.8242.88 (3A> m, 3.[82-3.84 (BH, m, 3./85-3.95
(1H, m,[3.97-4.05 (1H, 1), 4.91-4.92 (1H m, 5.04
(1H, n), |6.00-6308 (1H M. 7.23-726 (2H, ), 7.52
(1H, m,|7.79-7.80 (2H, M. white solid 935 1H NWVR 6
(CDC13, ppm: 0382 (6H d. J=6.8 HA. 1.00 (|6H d,
J=6.8 Hz), 1.02 (6H d, J=6.8 Hz), 1.89-1.92| (1H m),
2.15-2. 17 (1H, &Y% 3.45 (1H m. 3275 (IH. m,
3.86-3.89 (1H, .%9 3.95-3.97 (1H, ), 6.20 (1H m,
7.35-7. 37 (1H, 7 ’%R diH m 8™3 (1H_d] J=8.3
Hz), 8.70-8.72 &iiﬁ 9.06-9.07 (1H m. vhite
solid - 846 - P prflpq of Conpou d (67\ LnliTable 2
Conpo Propperti e§ §n 1H NMVR g (CDC13 gpm : 0. 88
(6H, d, 1=6.8 HZ}! g 01 d6H_d, 8 Hz) 1100 (3H,
d, J=6. 8| Hz), 1 glg (3H, |d, J=6. 8 ), 1.88-1.93 (1H,
M, 2150247 (I8 w343 (14 B3 69 (IH ),
3.83 (2H d, ngﬁ. Hz), 936 3.87-3,90 (1H, t,| J=6.8
Hz), 3.96-3-98-{1H n)}—5.08 (IH " 618 (1H m),
7.35-7.38 (1H, m)y, 7.42 (1H, m, § 13 (1H d, J=7.8
Hz), 8.70-—8—72{IH—m—9-06—9 07 (IH—m—vhite
solid 1HNVR 6 §CBCL3, ppm): 0.90 (3H, d, J=§.8 Hz),
0.92 (3H—th—3=6—8Hz)—10-99+(3H d—I=6-8Hz), 1.02
(3H, d,|J=6.8 Kgk, 1.41|(9H, s), A 84-1.91 (1H, m,
2. 14 937 219—(FH—m—3128{H+—m—3-83+(2H, t,
J=6.3 Hz), 3.9414.01 (1H, n), 4.93 (1H m), |6.18 (1H,
n, 7.34 737 {tt—m—F52tH—m—81534H d,
J=7.8 Hz), 8.6998.71 (1H, m), 9.08-9.09 (1H| M.

whi te sofTd—tHNWR6(EBEES,—ppm)—0—7+(3H—d, J=6.8
Hz), 0.8[L (3H 3dg J=6.8|Hz), 0.97p(3H d, J37.3 Hz),
0.99 (3H—d =73 Hz [t 23 (3H—t—3=73Hz),
1.87-1.8Pp (1H 3Bp, 2.0042.01 (1H, gn), 3.45-3.49 (1H,
n, 3.69(IH 938 390 (tH—m—40t403 (1H n,
4. 10 (2H q, J3323 Hz), |5.16 (1H ad, J=7.3 Hz), 6.22
(1H, d, P=8 8 Hz), 7- 399743 (IH—Tj, 7 81=7.86 (1H,
n) '8.14[8.16 1K n), 8.27 (1H ®), 8.52-8.53 (1H,
m. white crystal mp. 168.2C



1H NMR 8 (CDC13, ppm) : 0.72 (3H, d, J=6. 8 Hz) , 0.82
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H
d, J=6.8 Hz), 1.21 (6H, d, J=6.3 Hz), 1.87-1.89 (1H,
n, 1.90-2.00 (1H, n), 3.45-3.50 (1H n), 3.68-3.70
939 (1H, n), 3.88 (1H, dd, J=6.3,8.7 Hz), 4.01-4.03
(1H m, 4. 89 (1H q, J=6.3 Hz), 5.08 (1H, m,
6.18 (1H, m, 7.40-7.43 (1H_ n), 7.81-7.86 (1H m,
8.14-8.16 (1H, n), 8.28 (4PAZ m, 8.52-8.53 (1H ).
white solid - 347 1HNWR 6 (CDC13r ppn) : 0.72 (3H,
d, J=6.8Hz T 08t —(3HT U —3=6-8Hz);0-967(6H, d,
J=6.8 Hz), 0.97368H, d, [J=7.3 Hz)a 1.00 (3H,]| d, J=7.3
Hz), 1.8t 90 (2R— Ty, (2704 (IH T, 348 ¢{1H n),
3.50 (1H} m), 3383 940 (4H, d, J=6a3 Hz), 3.47-3.91

20T (IR, 9. 19 (IR, 6.20 (I4H, m),
7.40-7. 43 (1H, BB8 7.82- |7.86 (1H an), 8.14-8.16 (1H,
m, 8.27[(IH nj, 8.52- §.53 (IH, M. white solid
1H NVR 6| (CDC1333ppnm): 0.73 (3H, dA J=6.3 Hz)|, 0.80
(3H, d, J=6.8 Hz), 0.98 (]3H, d, J=6.8 Hz), 1.[00 (3H,
d, J=7.3{Hz), 1342 (9H, g), 1.97 (AH, m, 1.99 (1H,

941 m), 83.51-3.53 (IH, M|, 3.60 (IH, M, 3.80 (1H dd,
J=6.8,8.7 Hz), 4401 (1H, |m, 5 00 @lH, n), 6.[20 (1H,
m, 7.39{7.43 (IH, m), 7.81-7.85 (1A, m, 8.16 (1H,
m, 8.25|(1H nP428.52 (IH, m). whit e solid IH NVR S
(CDC13i ppm) : 0.86 (3H, |d, J=6.8 Hz) , 0.90] (3H d,
J=6.8 Hz), 0.953¢3H, d, J=6.8 Hz), A0.98 (3H, | d, J=6.8
Hz), 1.17 (6H d, J=5.9 Hz), 1.84-1.86 (1H, |m,
2.14-2.15 (1H, Af4 3.41-3.47 (1H,_ M, 3.58-3./69 943
(1H, m,[3.86 (1H_ m), 3.[90-3.97 (1H, m, 4. 76 (1H,
m, 4.96|(1H d3439=7.3 Hd). 6.25 (B4 d. J=7.]3 Hz),
7.09 (1H m, 7.29 (1H, dd, J=4.9,7.8 Hz), 7.]98 (1H,
dd, J=1.9.7.3 HPF® 8 41-§.42 (1H . white drystal

mp. 227 7C - Bég Propertles of Conpound (g8) in
Tabl e 2 | Conpo Eoemee and No. B 1H NMVR 6 |( CDC13,
ppm : 089 (6H, d, 8 Hz) , 0. 93 (6H, |d, J=6.8
Hz), 0.98 (3H_ 4 168H7\ 1.00 B3H__d. 136.8 Hz),
1.85-1.92 (2H, .-?49 2.16-7.18 (1H, %) 3.50-3.51 (1H,

n), 3. 66 (1I—| 3 77 (’H rl1 1=6-3 944 H7\
3.87-3.91 (1H, 5;)3 3.95-4.99 (1H, @ 5.08 (1H, d,
J=7.3 Hz - 629 KPI—I r‘l =7.3 I—|7\ ya (1|—|, ,
7.30-7.38 (1H E)j 8.01 (1H, dd, 8 Hi), 8.43-

8. 45 (1H—m)- ’ClH-!\.'. 6

7

J=

e crvstigl mn 2
P A LR =

8

09
.9
..o
)
98
3.

(CDC13, ppm) : 0.87 (3H, d, J=6. 8 Hz) , 0.91 (3H d,
J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8
Hz), 1.36 (9H, s), 1.85-1.87 (1H m), 2.13 945 2.15
(1H, m, 3.30 (1H, m), 3.78 (2H m), 3.94 (1H m,
4.84 (1H, ), 6.17 (1H, n), 7.12 (1H n), 7.27- 7.30
(1H, m), 7.97-7.99 (1H, m), 8.40-8.41 (1H m. white

crystal mp. 192.5C 1H NWR 6 (CDC13,
d, J=6. 8 Hz) , 0.90 (3H, d, J=6.8 Hz)
J=6.3 Hz), 0.99 (3H, d, J=6.3 Hz), 1.23 (3H, t, J=6.8
Hz), 1.83-1.90 (1H, m, 2.01-2.09 (1H m, 2.71 (1H,
m, 3.49-3.54 (1H, 946 nm), 3.93 (1H, g, J=6.3 Hz),
4.05-4.08 (2H, m, 5.90 (1H, d, J=8.3 Hz), 7.18 (1H,
d, J=8.8 Hz), 7.39 (1H, d, J=8.3 Hz), 8.04 (1H, m,
8.15 (1H, dd, J=2.4,8.8 Hz), 8.87 (1H, d, J=1.9 Hz).
white crystal mp. 238.6C 1HNWVR 6 (CDC13, ppm) : 0.89
(3H, d, J=6. 8 Hz) , 0.93 (3H, d, J=6.8 Hz), 0.99
(3H, d, J=6.8 Hz), 1.01 (3H,

ppm : 0.85 (3H,
Hz), 0.98 (3H, d,



d, J=6.8 Hz), 1.20 (3H, d, J=5.8 Hz), 1.23 (3H, d,
=6.3 Hz), 1.86-1. 1 (1H, m), 2.14-2.19 (1H, m), 3
47 (1H, n), 3.75-3.79 (1H, n), 3.85-3.89 (1H, m,
92- 3.99 (1H, n), 4.82-4.88 (1H, n), 5.01 (1H, d
6. ), 6.20 (1H, d, J=8.3 Hz), 7.39 (1H, d, J
), 1 8
)

50.

3 .31
(1

8 =8.3
(1H m), 11 (1H dd, J=2. 4 8.3

7. 8 :
8.85 (1H, J=2. Héé V\,hlte cryst al mp.
C- 349 1H NI\/R S ( r 90 (6H, d,

J
9
3. 9
J= Hz
Hz 6
Hz 8
“ppm .
3 Hz) , 0.93 (6H d, J=6.8 Hz), 099(3H, d,
Hz), 1.01 (3H, d, J=6.8 Hz), 1.86-1.93 (2H, m,
Pradl{dyl, efifect3addifit, copumBe73d3wR§ flMden) ,(5)
(2H, d, J=6.3 948 Hz), 3.86-3.89 (1H, m,
.91-3.99 (1H, m), 5.06 (1H d, J=5.8 Hz), 6.17 (1H,
, J=6.8[Hz), 7.38 (1IH, d, J=8.3 Hz), 7.56 (J1H, m,
8.11 (1H| débmpeamdi W03 hiz), 8.BEf¢AH, d, J52.4 Hz).
white cr‘stal mp. 227.9C 1HNVR S (CDC13, ppm 0
91 (3H, ¢, J=6.388Hz) , Q.94 (3H, Bd, J=6.8 Hz), '0.98
(3H, d, J= 6 8 Hz), 1.01 (|[3H, d, J=6.8 Hz), 1.41 (9H,
s), 1.8311.89 (3B m, 2.]13 949 2. 81 (1H, m,| 3.17
(1H, m,[3.80-3.83 (2H, M), 3.93- 4.00 (1H mn), 4.92
(1H, m, [6.14 (A0 d, J=7.3 Hz). B 37 (1H d, J=8.3
Hz), 7.64 (1H 8.13 (|1H, dd, J=1.9,8.3 Hz), 8.87
(1H d, | 2 whitelcrystal mPp. 213 5C|1H NMR S
( CDC13, Jpn) gs (3H, d, J=6.8 Hz), 0.83 (|3H d,
0 97

2 5
J=6.

J=6.8
2.ddn
3.83
3.91
d

J=6.8 Hz 4H, d, J=6.8 Hz) 99 (3H_| d, J=6.8
Hz), 1.28 (3 It:h%\] =6.8 Hz), 1.86-1.88 (1H, |m,
2.00-2.05 (1H_AY° 3 46-3 52 (1H M), 3 62-3.68 950
(1H, m, |3.88-3 3]7 (1H, M, 4 00-4.06 (1H, m| 4.11
(2H, q, 1=68 WY’ 5 18 (1H 1=% 8 H7) 620 (1H,
d, J=8.3|Hz o d J: 8 7.81 (1H t,
J=7.8 Hz)}, ) nA4ﬁ$I—|( 08 ( Hﬁ), 1=7 Q(I-I7)_

white cr_stal me 170. 1(: - 350 - Rroperties |of
Compound H-69)—-1 f?‘nh' e 2 1 Conpo Proper—t—i—es—and No.
1H NVR 6 (CDC134‘-LEprr): 0./76 (3H, d, J=6.8 Hz)|, 0.83

(3H, d, J=63Hx}+—060-97+(3H—e+—3=6-8Hz)—0199 (3H,
d, J=6.8|Hz), 1418 (3H d, J=6.8 Hz), 1.21 (3H, d,
J=6. 3 Hz}s—4-86-1+89—tH+—m—20606-206(1tH—m, 3.48
951 3.53|(1H, n}y3:3.61-3.68 (1H, n}, 3.85-3.89 (1H,

dd, J=6{3788Hz)—406+406(FH—m+—48+4. 90 (1H,
m, 5.09 (1H d32J=7.8 Hz), 6.15 @1H d, J=§.3 Hz),
7.42- 7. 89 (IH—m—F 77 83(IH——8064(1H n),
8.06- 8.P8 (1H, 4nB. white crystal mp. 204.9C 1H NWVR 6
(CDC13, ppmy— o076 (3H—d—3=6-8"+=z)—6-83—3H, d,
J=6.8 Hz), 0.90466H, d, J=6.3 Hz), n0.97 (3H, | d, J=6.8
Hz), 0.98 (3H—d,—3=6-8 "), 86191 (2H—nM,
2.01-2.04 (1H, rn35 3.48-3.51 (1H, m®w, 3.61-3.[69 952
(1H, m, 384 (2H o, 3I=6-3 Hz);7—3- 89 (1H—dd,
J=6.3,8.8 Hz), 4303 (1H, |dd, J=5.429.3 Hz), §5.19 (1H,
d, J=7.8[Hz), 6. 16 (IH, d;, J=8-8 Hz), 7-45 (1iH, d,
J=7.8 Hz), 7.81444H t, J=7.3 Hz),A8.04 (1H |m, 8.08
(1H, d, J=78 Hz) . whitfe crystal mp. 193.2C 1H NMR
6 (CDC13} ppm) 440.77 (3H, d, J=6.8 Hz) , 0.82 (3H,
d, J=6.8{Hz), 0.97 (3H d, J=6.8 Hz), 0.99 (3H, d,
J=6.3 Hz), 1.434¢8H, s), [1.86-1.87A(1H, m, 2.00- 2.02
(1H, m,[3.50-3.55 (IH, m, 3.60-3.61 (1IH , 953
3.79 (1H dd, J4698,9.2 Hz), 4.01-4.04 (1H, m, 5.01
(1H, d, J=8.3 Hz), 6.13 (1IH d, J=9.3 Hz), 7.43-7.48
(1H, m, 7.78-7.84 (1H, m, 8.03 (1H m, 8.07-8.11
(1H, m.



white crystal mp. 174.7C 1HNWR 6 (CDC13, ppm : 0.76
(3H, d, J=6.8 Hz) , 0.78 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.03 (3H, d, J=6.8 Hz), 1.18 (3H, d,
J=6.8 Hz), 1.22 (3H, d, 958 J=6.8 Hz), 1.96-2.04 (2H,
m, 2.60 (3H, d, J=7.8 Hz), 3.47-3.50 (2H, m,
3.83-3.92 (1H, m), 4.00-4.05 (1H, rr), 4.83-4.87 (1H,
m, 5.17 (1H br), 7.31-7. §§4(1H , 7.83-7.85 (1H,

m, 8.07-8.13 (1H, m. whi crystal p. 173.7C -
351 1H NMR 8 (CDCL3, ppm): 0.76 (3H, d, J=7.3 Hz),
0.81 (3A d, J=6.8 FzJ | L.02 (3H d, J=6.3Hz) ,
1.03 (3H d. 1460 8 Hz) |, 1.25 (6B, d, J=7. |3 Hz)
1.96-2. 06 (2ZH M -, 337 (3H, 5) ., 3.35-342 (1H nm
. 3.51-3[57 (1H45961 m) ,| 3.81-3.88 ( L H, ) , 4

.02-4 . OF C T H, m , 4]. 86 (IA, q, J=6.8|Hz), 5.14
(1H, br)|, 6.474p2H, br) |, 8.12-8.88 (1H m) ,
8.20-8.24 (IH, m , 8.40-8.43 (IH, m APCI-M3: M+ 471
white crystal 1HORVR 8 ((DCLl3r ppn: 0.90 (3H, d,
J=6.8 Hz), 0.92 (3H, d, [J=6.8 Hz), 0.96 (3H,| d, J=6.8
Hz), 1.00 (3H, 482 J=6.8 |Hz), 1.18A(3H, d, J56.8 Hz),
1.20 (3H[ d, J=6.8 Fz), |1.84-1.89 (1A, m, 2.13-2.19
(1H, m, |3.26 966>(1H, mj, 3.75 (1A m, 3.87-3.86
(1H, m),[3.90-3.92 (1H |m), 4.81-4.87 (1H ny, 4.95
(1H, d, J=5.9 H8P® 6.15|(1H. m , 27.58-7.59 |(1H, ) ,
7.66 (1H m , 7.76 (1H| m), 8.46-8.47 (1H |m. white
crystal mp. 22724C - 352 - Properfies of Conpound
(70) in Table 2_ _Conpo Prloperties and No. 1H NMR 6
(CDC13, ppn): 0289 (3H d. J=6.8 HA). 0.94 (3H d,
J=6.8 Hz), 0.99 (6H d, J]=6.8 Hz), 1.01 (6H, | d, J=6.8

Hz), 1.87-1.92 PR n), 2.15-2.20 E1H m. 967 3. 34
(1H, m, 3733;@(1H m, 3.83 (2H, d, J=6.|3 Hz),
3.86-3.96 (2H_ mY> 5 09 (1H d_1=6 3 H7) 6124 (1H,
m, 7.59-7.60 (1H, m), 7.67 (1H, nm), 7.78 (1H ),
8.48-8.49 (1H, m. white crystal mp. 207.3C 1H NVR 6
(CDC13, ppm: 0.95 (3H, d, J=7.3 Hz), 0.97 (3H, d,
J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.01 (3H, d, J=6.8
Hz), 1.42 (9H, s), 1.83-1.91 (1H, m, 2.13 968 2.21
(1H, m, 3.17 (1H, nm, 3.81-3.84 (2H, m, 3.93- 3.99
(1H, m, 4.95 (1H, d, J=5.9 Hz), 6.22 (1H m,
7.62-7.64 (1H, m, 7.73-7.75 (1H, nm, 7.80 (1H m,
8.47-8.48 (1H, m. white crystal mp. 174.7C 1H NVR 6
(CDC13, ppm: 0.74 (3H, d, J=6.8 Hz), 0.83 (3H, d,
J=6.8 Hz), 0.98 (6H, t, J=6.8 Hz), 1.85-1.90 (1H nm,
2.00-2.06 (1H, n), 3.43-3.49 (1H n), 3.63 969 3.72
(4H, m, 3.87-3.93 (1H, mM, 3.99-4.04 (1H . m, 5.19
(1H, d, J=8.3 Hz), 6.20 (1H, d, J=8.3 Hz), 7.81 (1H,
dd, J=2.4, 8.3 Hz), 8.10-8.14 (2H, m, 8.47 (1H d,
J=2.4 Hz). white crystal mp. 168.7C 1H NVR 6 ( CDC13,
ppm: 0.75 (3H, d, J=6.8 Hz), 0.83 (3H, d, J=6.8 Hz),
0.98 (6H, t, J=6.8 Hz), 1.24 (3H, t, J=7.3 Hz),
1.85-1.90 (1H, nm), 2.00-2.06 (1H, m, 970 3.44-3.50
(1H m, 3.63-3.71 (1H, m, 3.86-3.91 (1H m,
3.99-4.14 (3H, m, 5.15 (1H d, J=8.8 Hz), 6.18 (1H,
d, J=8.3 Hz), 7.79-7.83 (1H, m, 8.10-8.14 (2H, m,
8.47 (1H, d, J=2.0 Hz). white crystal mp. 165.2C -
353 1H-NMR S (CDC13, ppn): 0.73-0.83 (6H m,
0.93-1.04 (6H m , 1.18-1.23 (6H, m , 1.84-2.05
(2H, m , 3.46-



3.69 (2H, m, 3.84-3.93 (1H m, 4.00-4.08 (1H m,
4.81-4.91 (1H, m , 5.11 (1H, d, J=8.3 Hz), 6.15 (1H x
971 1/3, d, J=7.8 Hz), 6.54 (1H x 2/3, br), 7.79-7.84
(1H, m, 7.98 (1H, d, J=8 .8 Hz) , 8 .10-8 .14 (1H,
m , 8. 47- 8.51 (1H, m. white crystal mp. 167.7C
APCl - M5: M+: 427 1HNVR S (CDC13, ppm) : 0.75 (3H, d,
J=6. 8 Hz) , 0.83 (3H, d, J 6 8 Hz), 0.97 (3H, d,
J=6.8 Hz), 0.99 (3H, d, J Hz) 1. 24 (3H, t, J=6.8
Hz), 1.83-1.91 (1H m, 5 m, 3.46-3.50

0 05 (1
(1H, m, 3.64-3.72 979 (1 rﬁ3386390(1Hm
3.98-4.04 (1H n), 4.11 (2 q, J=6.8 Hz), 5.14 (1H,
d, J=6.8 Hz), 620(1H d J=93Hz) 7.41-7.43 (1H,
m, 15- 1H 8.22-8.23
(1H, %ﬁi‘t \RHJIEQ% F)];éftegl fgpin f% Cf%‘é T erﬁwﬁ%“@cﬁéﬁé‘ew
ppn) : 0.76 (3H d, J=6.8 Hz) , 0.82 (3H d, J=6.8
Hz), 0.97 (3H_d - J=6.8 Hz) 0 99 (3H ri, =6.3 Hz),
1.22 (6H, d, J=5 ol 83-1. 96 % N 2.01-2.09
(1H, m, 3_47-9{“2_%_!-},“0@, 3 g223155 qgn ( H m,
3.85-3.88 (|1H, n), (_%)98-4.0 (1H, my, 4.83-]4.91 (1H,
M, 5.07 (lH_—d P08 re)y 16 10 (IH d  3-7.8 Hr),
7.41-7.43 (|1H, m),c{, 16-8.18 (1H, rQ, 8.23 | (1H, m,
8.42-8. 46 (AH—m—vhite crystal 204 _3C - 354 -
Properties |of Compgynd (71)|in Tabl 2 npo
Properties fard—Ne—1H-NVR-6(CDBCL3—ppH- 0.76 (3H,
Sj’:af]sﬂg) HZZ\ 970'(?&435': rd ?]SGP.S) nge 93' ?é ,(65': 56, 8
Hz), 1.84-1.91 (2K37m), 2.03 (1H g), 3.4713.51 (1H,
m, 3.65-3.6+—H—981tm—B-84{2H—d—3=6{3 Hz),
3.86-3.90 (|1H, m,g4 01- 4.D03 (1H, , 5.18|(1H, m,
6.21 (1H ny—F2FF44—tH—m—8-15-6-16{(1H m,
8.22-8.23 ({1H, 68 42- 8.46 (1H, M. white crystal
mp. 179. 6GIHNWR 6 (CBCL3Tppm)——0-77(3SH, d, J=6.8
Hz) , 0.80 | (3H, dsaJ=6.8 Hz), 0.97a(3H, d, |J=6.3 Hz),

1.00 (3H, [ J=6-8Hz)j, 1. #2(9H ), 1.8671.87 (1H,
m, 2.01 982 2.02 ¢4H, m, B.48-3.54 (1H m,
3.59-3.67 ( m,  3.77-3.8L (IH nj, 3.9874.04 (1H,
M, 4.97 (1H n), 66317 (1H d, J=983 Hz), T.41-7.46
(1H, m, 8.16-8. 17 (IH mM][ 8.22-8.23 (IH |1m,
8.41-8.43 ([LH, n).c44hite crystal nBp. 171.YC 1H NWR 6
(CDC13, ppm 0. 70 (3H d,]J=6. 8 Hz) , 0.81 (3H, d,
J=6-3 Hz), 0D0.98 (36#5d, J=6/3 Hz), B.99 (3H| d, J=6.8

Hz), 1.23 (BH T, J=7.3 Hz)| L.87-1.92 (IH, | m,
1.96-2.05 (LH, m),62658 (3H s), 3.B2-3.45 (1H, 983
nm, 3.71-3.78 (1IH, m), 3.91{3.94 (IH, m, 3/98-4.05
(1H, m, 4.00 (2H,64] J=7.3|Hz), 5.20 (1H d, J=9.3
Hz), 6.37 (IH, ™, 7.29-7.3L (IH, m, 7.76-7.78 (1H,
m, 7.98-8.p0 (1H,64§, 8.44|(1H, mMA white ¢rystal
mp. 194. 40 IFFNVR 6 (CDC13] ppm) : 0.72 (3K, d, J=6.
8 Hz) , 0.8 (3H 689 J=6.8|Hz), 0.88 (3H, d, J=6.8

il
Hz), 0.99 (BH,

(
. J=6.8 Hz), 1.21 (3H, d, J=6.3 Hz),
1.22 (3H, d| J=

d

6.86%z), 1.88-1.99 f1H, n), |2.01-2.08
(1H, m), 2.59 984 (3H, s) , |3.43-3.47 (1H, M
3.69-3.77 (1LH, m) 663.88- 3/92 (1H An), 3.98-4.06 (1H,
m, 4.80-4.p2 (1H m, 5.18 (1H, d, J=8.8 Hz), 6.34
(1H, nm), 7.B0-7.31664H, )| 7.71 (2H, nm), 7.99-8.01
(1H, m, 8.46 (1H, m. whife crystal mp. 203.7C -

355 1H NVR| S (CDC648, ppm)j] 0.72 (B8H d, J36.8 Hz),

0.81 (3H, d, J=6.8 Hz), 0.90 (6H, d, J=6.3|Hz), 0.98
(3H, 671 A




d, J=6.8 Hz
m, 1.96-2.
985 m,
3.90- 3.93
J=8.3 Hz),
7.74- 7.78
white cryst
(3H, d,
d, J=6.3 Hz
1.87-1.88 (
3.49 (1H
4.01-4.04

J=6.

m,

),

02 (1H, m,

(1H, m,
6.36 (1H,
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a
8 Hz),
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0.7

IH m.

0.99 (3H,
1.90 986 #4841, —-m,

0.99 (3H, d,
2.58 (3H, s),
3.73-3.78 (1H, m,
4.01-4.03 (1H, m,
=7.3 Hz),
7.99-8.00 (1H
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VAZAN
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crystal my
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10-8. 12 (IH ™
1H NMR & ( CDC13,

whi t e
ppm: 0.76

(3H, d, J=
d,
1.97-1.99 (
(1H, m,
7.63 (1
8.51 (1

0. 84

J=6.3 Hz),

8 FZ), 0.8

2H, m,

Hl
H

s),

m,

(3H, d,
dl

0.98 (3H,

5 (3

d,

3.45 992 3.50 (1H, m),
3.80-4.00 (2H, m,
8. 18- 8. 20
9.10-9. 11
207.7C 14 NMR S (CDCL3, ppm:
J=6.8 Hz),
J=6.8 Hz),

0.

H_d, J=6.8 FzJ,
J=6.8 Hz),

5.20 (1H, m,
(1H, M), 8.41-
(1H, m.

0.90 (3H, d,
99 (6H, d,

0.97 (3H,

1.42 (9H, s),
3. 50- 3. 60

7.45 (1H,
8. 43 (1H,

white crystal
0.76 (3H, d,

J=6.8
J=6.8 H),

J=6.3 Hz),



993 m), 2.03-2.04 (1H m, 3.74 (2H, d, J=6.3 Hz),
3.83- 3.90 (4H, m, 5.20 (1H, m, 6.20 (1H m,
7.56-7.63 (1H, m, 7.66-7.73 (1H, m, 8.03-8.12 (1H,
M, 8.23 (1H, m. white crystal mp. 209.6C 1H NWVR S
(CDC13, ppm: 0.73 (3H, d, J=6.8 Hz), 0.81 (3H, d,
J=6.8 Hz), 0.97 (3H, d, J=7.3 Hz), 0.99 (3H, d, J=6.8
Hz), 1.23 (3H, t, J=7.3 Hz), 1.87-1.92 (1H, m,
1.95-2.04 (1H, m, 3.47-3.53 (1H, m, 3.63-3.74 995
(1H, m, 3.79-3.91 (1H m, 3.98 (3H, s), 4.01-4.08
(1H, m, 4.10 (2H, q, J=7.3 K3y, -5.18 (1H, d, J=6.8
Hz), 6.26 (1H, d, J=8.8 Hz), 8.23-8.25 (1H, nm), 8.32
(1H, m , 8.43-8.45 (1H, m , 9.11 (1H, m white
crystal mp. 189.9C - 358 - Properties of Conpound
(73)ContTableng eChapdb Ppopesti escamder Ndownyg HiNMRE® (7)
(CbC13, ppm) : 0.74 (3H, d, J=6. 8 Hz) , 0.80 (3H, d,
J=6.3 Hz), 0.98 (3H, d, J=6.8 Hz), O 99 (3H, d, J=6.8

Hz), 1.20 (6H, d, J=6.3 Hz), 1.87-1.89 (1H, m),
1.95-2. 02 (LHEomRoud AR 3. 54 (1H RfesC64-3. 66 996
(1H, m, 3{85-3.89 (1H m,| 3.98 (3H s), 4.03-4.05
(1H, m, 4/86-4.89%°P1H m .| 5 11 (1HA d. J=8.8 |Hz),
6.23 (1H, d, 383Hz) 8.23825(1H m, 8.33 (1H,
M, 8.43-8[45 (1H/O0H. 9.11-9.12 (IHRP m). white
crystal mp. 191. 8§ 1H NVMR S (CDC13, ppm : 0.74 (3H,
d, J=6. 8 hiz) . £ (3H |d, J=6.8 H7), 0.90 (6H d,
J=6.8 Hz), {0.97 ( d, J97.3 Hz), Q.99 (3H, d, J=6.8
Hz), 1.86-1.91 (2H05 m. 2.101-2.02 (fH_ ). 3 49-3.54
(1H, m, 3.66-3. 6%0%97 (1H m, 3. 83 (1H, " d, J36.3
Hz), 3.87-3 91(1H 98 (3H_ s) 40’%4(5(1H,
m, 5.20 (1H, J7§8 Hz), 624(12{ d, J=8.8 Hz),
8_24-8_26(1H m 4-8 46 (1H m,
9.12 (1H, m. V\,hl t75=p8(:rystal mp 180..6C 1H NWMR |S
(CDC13, pprH 6 (3H dJ=6. 8 Hz}) 0 7 9
(3H, d, J=§. 3 Hz) ,70% 98 (3I—, d, J=6.8 Hz), 0.99 (3H
d, J=6.3 Hz}—3142(9H—-s)+1+90(IH—m—3-954(1H,
998 m), 3.55 (1H My 3.63-3.66 (1H 4, 3.78-3.82
(1H, m, & , —b5- m,
6.20 (1H, |/m, 8. 274118 25 (1H, m, 8.30 (1H m,
8.43-8.46 H{IH—m—9 1191 2(IH—m—white—erystal
m p. 150.3C¢ 1H NVRS (CDC13, ppm: 0.7 (3H, d,| J=6.8
Hz), 0.86 {3H—d—3=6-8+=z)—0-97(3H—di—3=63 Hz),
0.98 (3H, d, J=6.34z), 1.pP3 (3H t,nJ=6.8 Hz),
1.85-1.86 ((HH—m)+—1+982p2(iH—")—354-3-59 (2H
m, 3.96-4.00 999 (2H, n), @#.07 (2H, m, J=6.8 Hz),
5.97 (1H, d—3=8-8—Hz)y 7 46 (tH—do—3=88+zJ| 7.58
(1H, s), 8.{18-8.207141H, m| 8.41-8.44 (1H, m,| 8.50
(1H M, 9.0 11— (Cin—mi—whitecrystat—mp.| 237. 1C

359 1H-NWR 6 (CDXAI3, ppm) : 0.77 (B8H d, J=6. 8 Hz)
, 0.86 (3H—d;7—3=6—"8Hz) 0—— 97 (3H o, J=6, 3 Hz)
, 0.98 (3H,| d, J=h®8 Hz), [1.20 (3H =, J=6.3 Hz),
1.22 (3H, d; =6. N A S T ) T 1.9B-2. 02
(1H, m, 3./56 1000763 60 (2H m, 3.9624.00 (2H,| M,
4.82-4.86 (fH—m, 569 (1 —d,J3=9-3Hz);— 738 (1H,
d, J=9.3 Hz), 7.507641H s)|, 8.19-8.21 (1H nm
8.41-8.44 (fH—m, 848 (1, ™, 9. 11912 (1H m.
white crystial mp.7&53.1C 1H NWR 6 (CbBCL3, ppm|: 0.78
(3H, d, J=6—8 Hz)y —,0.87 3H,d, J=6.8 Hz), 0] 90
(6H d, J=6,8 Hz),76297 (3H d, J=6.8 Hz), 0.99 (3H
d, J=6.3 Hzj, 1 85-1. 69(4!1 m, 1.99-2.02 (1 n,
3.56-3.60 (RH, m,7879-3 A




1001 (2H, m), 3.98 (2H, d, J=6.3 Hz), 5.82 (1H d,
J=9.3 Hz), 7.41 (1H, d, J=8.8 Hz), 7.51 (1H, s),
8.20-8.22 (1H, m), 8.42-8.44 (1H, n), 8.49 (1H m,
9.11-9.12 (1H, m. white crystal mp. 244.6C 1H NWVR 6
(cbC13, ppm) : 0.76 (3H, d, J=6. 8 Hz) , 0.85 (3H, d,
J=6.8 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H, d, J=6.8
Hz), 1.42 (9H, s), 1.97-1.99 (2H, m), 3.45 1002 3.50
1H, n), 3.50-3.60 (1H, m), 3.80-4.00 (2H, n), 5.20
1H, m, 7.45 (1H, m), 7.63 (1H, s), 8.18-8.20 (1H,
8.41-8.43 (1H, n), 8.5% @3B, -m, 9.10-9.11 (1H
white solid - 360 - Properties of Compound (74) in
e 2 Conmpo Properties and No. 1H NWVR 6 (CDC13,
0. 75 (3H, d, J=6.8 HF), 0.82 (3H, d, J 6 3 Hz),
8 (3H, d, J=6.37FZ), 1.00 (3H, dA J=6 , 1.24
.3 Hz), 1.96-1.97 (1 6 (1H
3. 49- 3 52 (1H77r2) 3.63-3.6
9-3.90 (IH, m, 4.06 (1H, m), 4.09 (2H, q, [=7.3
. 1H, rr)77@ 24 (1H, d, J=6.% Hz), 8.10 (1H,
8.52-8[55 (1H, n), 8.74-8.77 (1H, m, 9.36-| 9.38
. ite crf§t4al mp.l 172.1C 1B NVR 6 ( CDOC13,
0.74(3H d, J=6.8 Hz), 0.76 (3H, d, J=6.8 Hz),
3H, d, J=6.3%%), 0.99 (3H dAJ=6.3 Hz)|, 1.13
=6.3 Hz), 1.19 (3H, d, J=6.3 Hz), 2.04-2.06
3.50-3.547"1H._m .| 3.61 1004 3.67 (1H| m),
9 (1H m, 4.03-4.05 (1H m, 4.84-4.89 (1H
1H . 854 (1H|d. J=8 32 Hr) | 811(1H
55 (1H, 8. 73 8.76 (1H, 9.
|te(crv77r9 177 1(c 14 y
3H, d, J=6. 8+t , 0.82 (3H d,
J 1=6 @%\(}% %

.8 Hz),,.1.89-1.
154 (1|—l78j£'% QRR

3.88 dd J=
18 (1&%% 6. 24
52 8. 5 %
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(1H, m, 4.83-4.91 (1H, m, 5.07 (1H, d, J=8.8 Hz),
6.22 (1H, d, J=8.8 Hz), 8.03 (1H, m, 8.37-8.39 (1H

m, 9.22-9.23 (1H, M. white crystal mp. 188.8C
1IHNWR S (CDC13, ppm) : 0.76 (3H, d, J=6.8 Hz) , 0.82
(3H, d, J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.97 (3H,

d, J=6.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.02 (3H, d,
J=6.3 Hz), 1.86-1.91 (2H, m, 2.03-2.05 (1H, m, 2.65
1009 (3H, s), 3.48-3.52 (1H, m, 3.64-3.68 (1H m,
3.84 (1H, d, J=6.3 Hz), 3.88-3.92 (1H, m, 4.02-4.04
(1H, m, 5.20 (1H d, J=7-3#%); 6.28 (1H, d, J=8.3
Hz), 8.04 (1H, m, 8.37-8.39 (1H, m, 9.22-9.23 (1H
m. white crystal mp. 159.7C 362 - Properties of
Conmpound (75) in Table 2 Conpo Properties and No.

1H MR Br ¢ b3, e byt : ar Ir8s { 3Hicybgeglog Ayl ldey g8i8)
(3H, d, J=6.8 Hz), 0.93-1.03 (6H, m, 1.88 (1H, q,
J=6.8 Hz), 2.04 (1H g, J=6.8 Hz), 3.43-3.47 (1H, m,
1011 3.60-B8.72 (2H, m, 3.67 (3H, %? 3.90-4.00 (1H

M, 4.01 (BHCEPOURDAo-3H] s), 5FFAgEH, br). |6. 23

(1H, d, JE8.8 Hz), 7.12-7]15 (1H, m, 8.14 (1H br).
white sol i :I__‘Li:l-_NM)Z?9% (CDC13, ppm): 0278 (3H, d] J=6.8
Hz), 0.83 [(3H_d, J=6.8 Hf), 0.99 (3H d, J=6/8 Hz),
1.01 (3H, |d, J=6'8'Hz), 1]22-1.27 (BH m, 1.86-1.91
(1H m, 1002 2.01-2.06 (1H| n), 3.46:3.50 (2H, |m,
3.53-3.60 (1H__ n{’°3 88-4100 (1H_nf 4 01 (3H s),
4.05 (3H $), 4094 12 (2H ), 5. 96 (1H, br), 6.22
(1H, br), ¥13- 7/18 (1H dy 7 a7 (f/2H_ bhr) 8. 07
(1/2H, br) mhite7§ﬁystaIF§?p. 178.6% 1H NMR 6| ( CDCL13,
ppm): 0.79(3H d, ~J=6.8 ), 0.83 F3H d_J

0.94 (3H, {, J=6.8, 0.99 (3H dj J=6.8
1.19-1.27 | I —1 .
(1H m, 3]46-3.50561H m,| 3.52-3.6Q (1H
3. 84-3. 90 (4H—m) 201

4.06-4.08 (1H m
6.08 (1H, b7 598
white crystal m
(3H, d, J=6-8+&
d, J=6.8 Hr), O.
1. 45 (9/ 2Hsy+—4-8
m, 3.46-3]50 (2Hgon),
(1H, ), 4[0t<(3H—Sr
6.23 (1H, br), 7.8317.15
white sol i ¢——363—1THNWR—$ (CDCL3;
J=6.8 Hz), |0.90 @3B, d, J=6.

Hz), 1.00 (3H—d, J=6-8 Hz)

1.23 (3H, 4, J=6833Hz), 1.8
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white crystal mp. 204.9C 1HNWR 6 (CDC13, ppm) : 0.88
(3H, d, J=6. 8 Hz) , 0.91 (3H, d, J=6.8 Hz), 0.98
(3H, d, J=7.3 Hz), 1.00 (3H, d, J=7.3 Hz), 1.42 (9H,
s), 1.85-1.90 (1H, m, 2.10- 2.17 (1H, m, 3.35 (1H,
m, 3.66-3.69 (1H, n), 3.83 1019 (1H, dd, J=6.3,7.3
Hz), 3.91-3.98 (1H, m, 4.96 (1H m, 6.19 (1H d,
J=7.8 Hz), 7. 04 (1H, dd, J=3 . 9, 5. 4 Hz), 7.12
(1H, m), 7.43-7.45 (1H, ), 7.54 (1H, d, J=3.4 Hz).
white crystal mp. 172.7C - 364 - Properties of
Conpound (76) in Table 2 Corgd® Properties and No.
1IHNWR S (CDC13, ppm: 0.81 (3H, d, J=6.3 Hz), 0.89
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 H7), 1.22 (3H, t, [J=6.8 Hz), 1.86-1.97 (1H
m, 2.06-2.|11 (1H§2%), 2.51 (3H, s), A.46-3.50 |(1H
1020 m), 3./53-3.57 (1H, m,| 3.92 (1H, dd, J=6.3
Hz), 3.95-13.98 (£48 m, 4./08 (2H, gA J=6.8 Hz)
(1H, d, J37.3 Hz), 6.27 (1H, d, J=8.3 Hz), 6
m, 6.86 ((1H, d, 8¥*.9 Hz)| 7. 6
white crystlal mp. 180.6C 1H-NVR S (CDC 13, pp
0
(
1

, 8.3
.15
H,

(3H, d, J=6.8 Hz) 83.89 (3H, d
d, J=6.8 Hz), 0.99 (3H, d,|J=6.
6
1 (3

J=6.3 Hz), [1.22 (3H4d, J=
2.09-2.12 ([1H, m, 2.51 102
n, 3.88-3.91 (1HB83H. 3.93
(1H m, 5[04 (1H m, 6.17 (1H
(1H, m), 6.186 (1HB3Y J1=5 4 Hp)
Hz). white crystallﬂip. 206, 9C

0.82 (6H d,_J1=6 %) 089 (-
(3H_d, J=§.3 H),, 0.97 (3H d, J
d, J=6.8 1. 88% o1 (2 m_
2.51 (3H, s
J=6.3 Hz),
(1H, n), 5.
Hz), 6.48 (
d, J=5.9 Hz
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white crystal mp. 188.6C - 366 - Properties of
Conpound (77) in Table 2 Conpo Properties and No.
1IHNWR S (CDC13, ppm) : 0.84 (6H, d, J=6.8 Hz), 0.90
(6H, d, J=6.8 Hz), 0.96 (3H, d, J=6.8 Hz), 0.98 (3H,

d, J=6.8 Hz), 1.85-1.90 (2H, m, 2.08-2.13 (1H m,
2.49 (3H, s), 3.50-3.51 (2H, m, 3.83 (2H, d, J=6.3
1026 Hz), 3.90 (1H, dd, J=6.3,8.3 Hz), 3.93-3.95 (1H,
m, 5.15 (1H, d, J=7.3 Hz), 6.22 (1H, d, J=7.3 Hz),
6.69 (1H, d, J=2.9 Hz), 6.81 (1H, m, 7.31 (1H, d,
J=3.4 Hz). white crystal mp4l176.3C 1H NVR S (CDC13,
ppm: 0.86 (3H, d, J=6.8 Hz), 0.90 (3H d, J=6.8 Hz),
0.97 (3H d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.42
(9H, s), 1.82-1.90 (1H, m, 2.11 1027 2.14 (1H, m,

2. 48C(>g];|ro§,)11ng gtﬁf@ﬂq aﬁflngt(;gugur@l?er(anmmlldew (9)
3.82-3.85 (1H, m, 3.91-3.93 (1H m, 4.99 (1H m,
6.23 (1H, m. 6.69 (1H, d J=2.9 Hz), 6.95 (1H m,
7.33 (1H, d, J=3.4 Hz). ifte crystgl m p. 149./1C
IHNWR S (¢ %mp%‘b?ﬁl NoO 7(3H 9C-’68Hz) , 0.91
(3H, d, J= E 8 Hz) %97 (3H, d, % 0. 99 (3H,

d, J=6.8 Hz) 28633 t,J68Hz) 18419 (1H,
n, 2.10-2. 17(1H 2? 341344(1H m, 3.58-[3.61
1028 (1H, m._3 98"H, 1=6.3,7 & Hz), 3 93-3.95
(1H, m, 4.10 (1I§7 18 Hz), 5.15 (1H, d, |[J=7.8
Hz) 6.27(1|—| d, 11—7R|—I7)1 6.86 (TH d_ 1=3|9 Hz),
7.15 1H, 0 (1H,| d, J=3. Hz) . whilte
cryst a_|( m 10‘2 'ﬁ.(YZ?I—L $\II\/IQ %’ )

S (CDC13, ‘ppr) - 0.88 (3H,
d, J=6. 8F , 0. 3H, d, J=6.8 , 0.97 (|3H, d,
J=7.8 Hz), Q9 ’53&% ( J=6.8 !—lz\,,j.z?'Zl (3H, (, J=6.3
Hz), 1.23 (3H, d, 87J4—6.3 Hz), 1.84-1.91 (1H, m),
2.11-2.17 (HH—m+—3-36-1029- 339 (1!2?, )-—3-64- 3. 66
(1H, m, 3./87-3.9%(2H m,| 4.83-4.92 (1H m,| 5. 07
(1H, d, J=18Hr)+—624{(ItH—d—3=F3Hz)+—6-85 (1H,
d, J=4.4 HZ), 7.1%dglH m,| 7.31 (14 d, J=3.9 Hz).
whi t e crystiab—mp—2652—1367+—31Hh 3, ppm
: 0.88 (3H d, J=ggy Hz) , 0.92 (3Hpd, J=6.3 |Hz),
0.97 (6H, 07 —3=6-81+Hz)7—"0-99(6H—d—3I=73+z)
1.84-1.91 (2H, m,gg» 10-2.1p (1H, m,n 1030 3. 36- 3. 43
(1H, m, 3.58=3 61 (iH —) 384 (2H—d,—3=6-3 Hz),
3.88-3.95 (|2H, m,sds 15 (1H d, J=7.& Hz), 6.24 (1H,
d, J=7.3 Hz)7— 685 (1H —d,pP=3-9 Hz), 74 (1H m,
7.29 (1H, d, J=3.%d¢Hz). white crystalamp. 187 7C
IHNWVR 6 (ODPCE3,ppmy - 090 (3H, d,J=6.8 Hz) |, 0.92
(3H d, J=6.8 Hz),89797 (3H d, J=6.&Hz), 1.00 (3H
d, J=6.8 Hzj; 1. 43 (9H S),[1.81-1.88 (IH m, .11
1031 2.18 (IH, m,9® 22 (1H m, 3.722(1H m,

3.80-3.89 [(1TH 1N, 3 91-3795 (lH m, 4.94 (I n,
6.14 (1H, |m, 6.8%11H d,|J=3.9 Hz)a 7.22 (1H m,
T r
3

7.33 (1H, dy—3J=379 Hz). whi{te crystal mp. 175 0C
1H-NVR 6 (QODC13, ppt@ : O0.7¢ (3H, d, 8=6. 8 Hz)|, 0.87
(3H, d, J=68 Hz), 0.97 (3H d, J:b 3 Hz), 0.98] (3H,
d, J=6.8 Hz), 1.239¢3H, t, J=6.8 Hz),B1.85-1.90f (1H,
1032 m, 2.04-2.08 (IH nj, | 3.46-3.50 (IH m,
3.68-3.70 {(1H m908.91-4.01 (2H, mMa 4.09-4.1B (2H,
m, 5.16 (IH d, J=6.8 Hz)| 6.27 (1IH d, J=8.8|Hz),
6.95-6.96 |[(1H, mM9%097.22 (IH, m, 7.85-7.46 (1H, nm).
white crystplr mp. I73.9C 368 - Properties of Cpnpound
(78) in Table 2 910 B

912 A




o Properties and No. 1H NWR 6 (CDC13, ppn): 0.78
, J=6.8 Hz), 0.87 (3H, d, J=6.3 Hz), 0.97 (3H,
Hz), 0.98 (3H, d, J:6 3 Hz), 1.22 (6H, d,

, 1.85-1.91 (1H, 033 m), 2.04-2.10 (1H, m,
H m, 363372(1H, m, 3.89-3.92 (1H,

1 (1H m, 4.86- 4.91 (1H, m, 5.06 (1H,

TTwE
T3

w |l

d
6
3

33
Ny
5

o w

T
_:
3

4

(1H, d, J=8.3 Hz), 6.95-6.9
, 7.44-7.46 (1H m. white cr
( ppm): 0.78 SSH d, J
= , 0.90 (6H, .8 , 0.96 (3H,
8 (3H, d, J=6.3 Hz), 1.85-1 93 (2H
3.45-3.5] (1H. m), 3.61-3.73 (1H,
3 (2 98 J6’)Hz), 391(1H dd,
). 3268.4.00 (1H, ., 5715-5.16 (1H m),
J=7 §4Hz), 6_.95-6.96( H m, 7.22 (1H

- 'Z.46 (]EL n:). whlte crystaf* mp. 178|7C

( €DC geg‘p 80 (3H, d, J=6. 8 Hz) , 0.86
J‘8Hz\ 97(3H d, J1=6.3 W) 09 (3H,

, %2 9H, s), 18319%(1 2.04
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1082 J=6.8 Hz),
2.47 (3H, s),
3.82 (3H, s),
5.01 (1H, br),
(1H, s). white
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Hz) ,

s),
s),

3.35-3.42 (1
3.83-3.84 (2
(1H, m, 6.16-6.
S). white crysta
0.89 (3H, d,
(3H, d,

J=6.8 Hz),

0.95 (6H, d,
1.82-1.93 (2H, ),

J=6.
J=6.8 Hz),

6.15.6. 17 (1H, n)
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ppm: 0.87 (
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crystal
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2.09-2.15
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H m,
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3. 55-3.
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3H, d, J
d, J=6.8

=6.8 Hz),
1.82-1.91 (1H, m,
3.29-3.35 (1H, m,
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6.13 (1H, br),
mp. 194.2C 1H NWVR 6 (CDCL3,
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, 0.91

0.987 (6H,

(1H, m,
64 (1H,
91 (2H,

47 (1H

=6.8 Hz),

4. 83-

0.93
Hz), 0.98 (3H,
1.23 (3H, d,
0-2.18 (1H, m,
3.64 (1H, m,
4.89 (1H, m,
H br), 7.71

(3H, d, J=6.8

d, J=6.8 Hz),
1083 2. 46 (3H,
m, 3.82 (3H
m, 5.10-5.11
br), 7.70 (1H

| mp. 231.5C 1H-NWVR 6 (CDC13, ppnm:

8 Hz), 0.93
0.99 (3H,

(3H, d,

J=6.8 Hz), 0.96



d, J=6.8 Hz), 1.42 (9H, s), 1.82-1.87 (1H n), 2.12
1084 2.17 (1H, n), 2.47 (3H s), 3.29-3.35 (1H m,
3.70- 3.80 (1H, m, 3.82 (3H, s), 3.83-3.85 (2H, M,
4.96 (1H, br), 6.12 (1H, br), 6.59 (1H br), 7.75
(1H, s). white crystal mp. 125.3C 1H NWVR 6 (CDC13,
ppm): 0.87 (3H, d, J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz),
0.95 (3H d, J=6.8 Hz), 0.97 (3H d, J=6.8 Hz), 1.24
(3H, t, J=6.8 Hz), 1.80-I.868(IH, 1085 m), 2.04-2.18
(1H nM, 3.44 (1H, n), 3.56-3.59 (1H m, 3.89-3.93
M, 3.95 (3H, s), 4.09 (2H, q, J=6.8 Hz), 5.12
Tes 1ﬁxa@pl§ P8Rt rogldgy ehfegt #9BinstHArans EPWIDH,
, 7.93 (1H, s). white crystal mp. 177.6C - 381
mllfﬁWNwR 6 (CDC13r ppm) : 0.89 (3H, d, J=6. 8 Hz) , 0.95
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1H-NVR 6 (CDC13, ppm) : O . 90 (3H, d, J=6. 3 Hz) , .
0.92 (3H, d, J=7.3 Hz), 0.94 (3H, d, J=6.8 Hz), O0.98
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.3 Hz), 1.44 (9H,
s), 1.46-1.53 (2H, m), 1.56-1.63 (1H, n), 1.85 (1H,

g, 1092 J=6.8 Hz), 2.16 (1H, q, J=6.8 Hz), 2.58 (2H,

q, J=6.8 Hz), 3.20 (1H, br), 3.68 (1H, br), 3.81 (1H,
t, J=6.8 Hz), 3.89-3.96 (1H_n), 4.10 (3H, s), 4.92

(1H, br), 6.08 (1H, br); 6%437(1H, s), 7.06 (1H, br).
white crystal: mp. 131.5C - 383 1H NWR 6 (CDC13,

pp T 0.90 (3H, d, J=6. 8 ), 0.94 (3H d, J=6.38
Hz) | 0COBpa3Htide Totpdurd), |1.01 (3H, @, J=6.8 Hz)
1.2% (3H, T, J=6.8 Hz), 1.85-[T.97 (1IH, 1093 ny,
2.12-2.21 (1H, 10, 2.51 (3H |s), 3.27-3.80 (1H m,
3.6I-3°69 (IH, M, 3.84-3.96 |(2H, m), 4.10-4.15 (2ZH,
m, {5.08 (1H, bBB, 6.17 (1H, |[d, J=8.3 HzB, 7.27- 7.32
(1H, . white crystal mp. 168.9C IH ,
ppm: 0.83 (3H, 4@, J=6.8 Hz),| 0.93 (3H, Ad, J=6.8 Hz),
0.96 (3H, d, J=6.8 Hz), 1.00{(3H, d, J=6.8 Hz), 1.2
(3H| d, J=6.8 HAR, 1.22 (3H, |d, 1094 J=6B8 Hz),
1.8%-1.97 (1H, m, 2.10-2.21|(1H m, 2.51 (3H s),
3.27-3.40 (1H, &P, 3.61-3.69[(1H, m, 3.85- 4.01 (2H,
m, 4.85-4.90 (1H, m, 6.17 (|2H, br), 7.28 (1H, s).
while crystal mPg. 172.1C 1H|NVR 6 (CDC1B, ppm): 0. 83

w
I

d, J=6.8 Hz), 0.91 (3H, d, J=6.8 Hz), 0.94 (3H,
)=6.8 Hz). 0598 (3H  d. J=6.8 Hz). 1B00 (3H, d,
|8 Hz), 1.01 (3H, d, 1095 [J=6.8 Hz), 1.86-1.95 (2H,
2.13-2.18 (PA m. 2.51 |(3H. s). 3@1345 (1H,
363370(1H m, 3.84- |3.94 CH, m, 5. .11 (1H, d,
8 Hz). 6.21°C1H_d, J=8.8 Hz), 7.32%(1H s).
te cryst al m.p. 168.5C - 384 - Properties of
pound (86) i R°Table 2 Co no _Properti s and No
1H NVR 6 (CDC13 ppm : 0.82((3H, d, J=6_8 Hz) , 0.94
(3H_d, 1=6. 8 HY 0 98 (3H_|d_1=6 8 HP 1 00 (3H

oo
1=
(o))

85733

d, J=6.8 , 9H, s), 1.85-1.95 (1 , 2. 15-
1096-2.20 ()1!—', llnf;) (O_Rn (2214, s),—3 1'; g Eﬂ (1H,
3.80 3.84 (2H, f@ 3.92-3.97 |(1H, , 4.92 (1H br)
6. 12-6-14 (1I—I nf% 7-37 (1I—I Q\ \Ahlf
128{5C 1H NMR 13, 0. 86 3H, J=6.8 :
0.9 (3H—¢d \?l%@l—"'\ pgrrz £3H E g Hz) 0. 298
H = 1.2 H, 1.83-1. 9]
ﬁH 13’97%@6,3&@\ 2.1=3(gf—’e, w; % ges(glﬁ, s),8§. 699L
(3H{ s), 3.41- 1’33;17 (1H, m, |3.53-3.66 (iH m,
3. 88396 (2H— M40 2H1+e¢—3=6-8Hz)+—5313(1H
d, J=7.8 Hz), 387 (1H, d, J=8.3 Hz), 6573 (1H m).
whi fe—erysta—mp—186—31CtHNVR-8{(CBC3—ppm)——06-—87
(3H d, J=6. 8 t&9 , 0.91 (3H d, J=6.8gHz), 0.97
(BH—o—3=6-31+Hz)—6-993H—d&—3=6-8+z )12+
d, §=6.3 Hz), 1,8 (3H, d, J=6.8 Hz), 1x83-1.91 (1H,
m, 2703218 (1H ), 2681098 «(3H—s) 27+ (3H;
s),[3.37-3.40 (4% m, 3.57-3.61 (1H, nh, 3.86-3.96
(2Hm, 4775497 ("9 02(iH—d—3=7-81+z);
6.20 (1H, d, J=8 Hz), 6.81|(1H, d, J=8.3 Hz). white
crystal mp. 187.6C THNVR 6 (CDCL3,ppm-— 0-86(6H
d, J=6.8 Hz), O8® (3H, d, J=6.3 Hz), 0a90 (3H, d,
J=6[3 Hz), 0.97 (3H d, J=6.[3 Hz);, 0.99 (3H—d,—3=6]3
Hz)| 1.87-1.90 (H, 1099 m, |2.12-2.14 (AH m), 2.67
(3H,5), 2269 (3H, S), 3.38-3.45 (IH, m, 3. 54-3.57
(1H, m, 3.83 (2H, d,



J=6.8 Hz), 3.88-3.96 (2H, m, 5.13 (1H, d, J=7.3 Hz),
6.23 (1H, d, J=7.3 Hz), 6.75 (1H, n). white crystal
mp. 179.8C - 385 1H NWR 6 (CDC1l3, ppnm): 0.81 (3H, d,
J=6.8 Hz), 0.85 (3H, d, J=6. 8 Hz) , 0.97 (3H, d,
J=6. 8 Hz) , 1.00 (3H, d, J=6.3 Hz), 1.25 (3H, t,
J=7.3 Hz), 1.86-1.96 (1H, 1101 n), 2.10-2.12 (1H, m,
3.41-3.43 (1H, m, 3.55-3.58 (1 m, 3.86-3.99 (1H,
n, 4.07 (1H, nm), 4.12 (2ZHA5§, - J=6.8 Hz), 5.15 (1H,
m, 6.20 (1H, m, 687690(1H m, 7.30 (1H, :
8. 3833 (itH—m—whirte—crystat—mp— 172 5CIHNWRG
(CDC13, ppm : Ded@9 (3H, d, J=6. 8 Hz) , 20.85 (3H, d,
J=6.8Hz); 098 (3H—d—3=6-"8Hz), 100 3 ot —3=673

)| 1.21 (6H, ©s1J=6.3 Hz), |1.86-1.9 (;b,H 1102 m

10— 1AM 338346 (1H

87 (1H, dd, Jr623,8.7 Hz), (4.04- 4. 06 (:AH m

85-4. 92 (IH, 1™, 5.07 (IH [, 6. 15

85-6.90 (1H, M3 7.27 (1H, |m, 831833(1H n)

[

€ solTd ITFFNVR 6 (CDCI3, [ppm . 0.8 (3H d, J=06.
Hz) , 0.86 (B&4 d, J=6.8 Hz), 0.91 (6H, d, J=6.8
T
1

0.97 (3H, d, J=6.8 Hz),| 1.00 (3H, d, J=6.8 FzJ,
5-2.03 (2H, 1463 nm), 2.10 [(1H, n), 3.38-3.46 (1H,
3.56-3.58 (1IN, M, 3.81-3.99 (3H, 1M, 4. 04 (IA
5.08 (1H, mM67 6.22-6.26 [(1H, n), 6.89-6.99 (1H,
(1
0

00~~~
L5

7.29 (1H, m, ©8.31-8.33(|(IH, m. white crystal
| 193.2C 386l68Properties [of Conpound?(87) in Tablle
Conpo Properties and No. | IHNWVR 6 (CDCLl3, ppm:
0 (3H d, J=568 Hz), 0.87 |(3H, d, J=7A3 Hz), 1.00
d, J=7.3 Hz% 1.42 (9H, | s), 1.86-1.95 (1H, m,
( m , BS46(1H 1104 m, 3260 (1H, m,
3.86 (1H, 4.10 (1H |, 5.00 (1H, m, 6.25
m. 6.89-6190 (1H, m. 7.40 (1H nm® 8.30-8.33
m. white solid 1HNWR g (CDC13, ppm : 0.82 (3H
=6._ 8 Hz) 10383 (3HdJ68Hz)A096(3H.d.
3 Hz), OQS_ﬁIH d, J=6.8 Hz), 1.24 (3H, t, J=6.8
1.83.1.03 % 1105m 2.03-2.08 (BH_m . 2 46
s)34434g(1 n, [3.57-3.64 (1H, m),
7-3°92 (1H 95-3 97| (1H ), 4%00-4 15 (2H,
5. 15 (1H n}l 6.17 (1H, d, J=7.8 H , 6.39-6.41
—7.22 ( 17 white [crystal mp™ 182 4C
\II\/R6 (CDClEg fp 0.81 (|3H, d, J=7.3 Hz), 0.88
d_1=6.8 k3% 1 00 (3H_ld_1=6 3 kP 1701 (3H
, J=6.8 Hz), hég(sH d, J95.8 Hz), 1.23 (3H, d,
=613 Hz) 1. 93 (1H m 1 2. 04-2. 09 (1H n) 2 48
106 (3H s), 3.46-3. 49 (1H n), 3.55-3.63 (1H, m,
3.86- 3.92 (1H, m, 3.96-4.06 (1H, m), 4.84-4.93 (1H,
nM, 5.13 (1H d, J=8.3 Hz), 6.23 (1H d, J=7.8 Hz),
6.39- 6.41 (1H, m, 7.23 (1H, m. white crystal mp.
207.5C 1H-NWVR 6 (CDC13, ppm: 0.83 (3H, d, J=6.8 Hz),
0.91 (3H, d, J=6.8 Hz), 0.95 (3H, d, J=7.3 Hz), 0.99
(3H, d, J=7.3 Hz), 1.01 (6H, d, J=6.8 Hz), 1.83-1.93
(2H, 1107 m), 2.07 (1H n), 2.46 (3H, s), 3.45-3.50
(1H, m, 3.56-3.67 (1H, m, 3.80-3.86 (2H, m,
3.88-3.95 (1H, m, 3.97-4.04 (1H, m, 5.25 (1H d,
J=7.8 Hz), 6.24- 6.26 (1H, n), 6.40-6.41 (1H, m, 7.26
(1H, m. white crystal mp. 211.4C - 387 1HNWR 6
(CDC13, ppn): 0.88 (3H, d, J=6.8 Hz), 0.92 (3H, d,
J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
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J=6.8 Hz), 1.24 (3H,
6

2 =6.8 Hz), 1.30 (3H, t,
J=6.8 Hz), 1.86-1. 2
3
1
a

J 8
(1H, m, 2.05-2.17 (1H m),
3 (2H, m, 3.35-3.50 (1H, m,

, 3.89-3.92 (2H, n), 4.08-4.13 (2H,
5.11-5.12 (1H, n) , 6.20-6.22 (1H, m , 6.68 (1H,
white crystal: mp. 183.8C .1H NWR S (CDCL3,
0.87 (3H d, J=6.8 Hz%l 0.92 (3H, d, J=6.8 Hz),
(3H, d, J=6.8 Hz), (3 d, J=6.8 Hz), 1.21
d, J=6.8 Hz), 1.23 (3H, d, J=6.8 Hz), 1.31 (3H,
6.8 Hz), 1.85-1.90 (1H ), 1110 2.12-2.17 (1H,
t7@1(Bhly sffedt0dg3idbt(3Haps) dowBy3mi3ded ((2H,
53-3.56 (1H, n), 3.86-3.94 (2H, n), 4.85-4.90
, m, 5.00 (1H br), 6.13-6.15 (1H m), 6.73 (1H,
). whife crystal: mp. [I63. 3C ITHNW S (CDQ13, ppm:
87 (3H| djorbgursd HE), (.91 (3FEfelctI=6.8 Hz), 0.94
3H, d, J=6.8 Fz), 0.98 (3H d, J=6.8 Fz), 0.99 (6H,
d, J=6.8|Hz), 1186 (3H, t|, J=6.8 Bz), 1.84-1.93 (2H,
n, 2.12{2.17 (1IH,_m), 2.[70 1111 (3H, s), 3.01-3.09
2H, n), [3.39-3186 (1H, M), 3.53- B56 (1H n,
3.83-3.96 (4H, m, 5.10 (|IH, br), 6.14- 6.16 |[(1H ),
6.66 (1H] br). Wei't e crystal : mp. B183.6C - 388 -
Properti es of Conmpound (88) in Table 2 Conpd
Propertiés and 1R§. 1H NMR 6 (CDCE3, ppm : |0.88 (3H,
d, J=6.8/Hz) , 0.92 (3H, |d, J=6.8 Hz), 0.96 (|3H, d,
J=6.8 Hz]. 0.991P3H  d. [J=6.8 H7)2A 1.30 (3H|t, J=6.8
Hz), 1.48 (9H, s)9 1.84-1.90 (1H m, 2.12-2.17 (1H
m, 2.70(3H, s} 31112 3.107 (2H. qB J 6.8 Hz)|,
3.28-3.33 (1H, 3 62-3.66 (1H, n), 3.80-3.83 (1H,
m), 3.8913. 97 (1P 492  (1H @r) 6.12-6. 14 (1H,
m, 6.76|(1H, b%b V\,hlte crystal m p. 197.8C 1H- NMR 6
(CDC13, ppny 8 (34 _|d "1-6 8§ H7) _09d (3H d,
J=6.8 Hz], 0.97 gﬁ_‘H d, J=6.8 Hz), ,0.98 (

Hz), 1.20-1.29 £38 oy 1 38 (oH é\ 1.85- 1.91 (1H,
m, 2.05{2.13 (1K, M 3.[49-3. 52 (%‘H m 1113
2 4 5
8

t,
09 0
70 (3H, s), 3.03-
53

9
. 09
- 3.56 (1H, 89

—*—~O0OT T
w B2
@ ,
T3

(@]

Co2
3.

T-

m
m
1
r

(
b
0
(
(

3H, | d, J=6.8

3.89-3. 9 (2H FP- 4.00-4 14 (21 12 (1H, br),
6.23 (1H| br), §p§4 (1H, |br), 6.77- 6 78 (1H, |m), 7.32-
7. 33 (1H——pate—peachterystal: m p—131.-3C 1H NVR 6
(CDC13, bpm: 0,83 (3H d, J=6.8 Hg), 0.90 (3H d,
J=6.8 Hz}+—6-97+3H—d—J=6-8Hz)—0-98(3H{ d, J=6.8
Hz), 1.19-1.34 ¢gH, m, 1.38 (9H, %) 1.79- 1.92 (1H,
IT) 2. 05+245—FH—m 2140 2 0Q (5L m 1114

y . Lo (LT Yy TN O YU (e, Ty T
3.89-3.96 (2H, mhe 4.87 (1H g, J=6.8 Hz), 5.[08-5.10
(1H, n), 627 IH—br)—8—F7—6-78{1H—m—6-83 (1H,

. . —
br) , 7.B2-7.34,684H m. |pale yell@w crystal: mnp.
148. 0C 1HMNVR6—EBEE3—ppm——6-84(3H—e—J=6. 8 Hz)
, 0.90 (3H d,2336.8 Hz), 0.97 (3Q d, J=6.§ Hz),
0.98 (3H—d—3=6-861+z) +313(3H—d—3=6-8Hz), 1.20
(3H, d, {118 J=§18 Hz), 1.41 (9H,sk, 1.84-1.92 (1H,
m, 2.08fF2 13— (tH—m—348-367(2H—m)—3-{86- 3. 96
(2H, m,| 4. 84- 4289 (1H m, 5.02 41H, n), 6./15-6.17
(1H, m, 672 (M 159 (17 2H—),—822(1/ 2H,
s). whitp crystaps389 1K NMR 3 (CBC13, ppnm) |: 0.83
(3H, d, p=6-8 Hz) , 090 (3H o, J3=6-3Hz),—0. 96 (3H,
d, J=6.3| Hz), 0298 (3H, |(d, J=6.3 Bz), 1.23 (|3H, t,
J=6.8 Hz|), 1I785-1.90 (2H[ 12T M, 2. 09-217((1H m,
3.47-3.48 (2H, 231 3.89-3.91 (2H,BM, 3.92 (|13H, s),
4.10 (2H, q, J=6.8 Hz), 5.17 (IH nj, 6.04-0.06 (1H,
m, 6.28 (1H, m, 6.58-6.59 (1H, m, 6.59 (1H m,
6.69 (1H m.



white crystal mp. 164.9C 1H-NWR 6 (CDC13, ppm : 0.84
(3H, d, J=6.8 Hz) , 0.90 (3H, d, J=6.8 Hz), 0.97 (3H
d, J=6.8 Hz), 0.98 (3H, d, J=6.3 Hz), 1.20 (6H, d,
J=6.3 Hz), 1.84-1.90 (1H, 1122 m), 2.09-2.14 (1H, m,
3.41-3.49 (2H, m, 3.86-3.91 (2H m, 3.92 (3H s),
4.85-4.93 (1H, m), 5.06 (1H n)., 6.04-6.06 (1H, n,
6.22 (1H, n), 6.59-6.60 (1H__ n), 6.68 (1H, n). white
crystal mp. 188.3C 1H NWVR462(CDC13, ppn): 0.84 (6H,

d, J=6.8 Hz), 0.90 (6HdJ63HZ) 096(3Hd
J=6.3 Hz)70-98(38H—d, 9=6-3Hz)—1t85199 (2H nm,
2.09-2.12 (1H, q)4,3 1123 3.48 (2H, m), 3.84 (2H, d,
J=6.8 Hz 3T89-3790 (2HT ™, 3792 (3H ). 17 (1H,
m, 6.036. 06 (A8 M, 6.25 (1H m®, 6.58-6.59 (1H,

: ‘T1Fr“nT——6—69——€T7ﬁ—T1#r—nT——mhrre—t
mp. 179/7C - 3209- Properties of ®mnpound (89) in
Tabl e 2 [Conpo Propertieg and No. IFFNVR 6 |( CDCL3,
ppm : 0/85 (3Hz8d, J=6-§ Hz) , 0.90 (3H, d, |J=6.8
Hz), 0.97 (3H d, J=6.8 Hz), 0.98 (3H, d, J36.3 Hz),
1.43 (9H| s), 1284-1.89 (|1H, n), 2A10- 1124 2.17 (1H
m, 3.35{3.38 (IH, m, 3./55-3.58 (IH, m, 3.81-3.90
(2H, m, [3.92 (382 s), 4.198 (1H, nA 6.04- 6./06 (1H
m, 6.21((IH nm, 6.61-6.[62 (IH m, 6.68- 6./69 (1H
m, 6.69[(1H, nmk393white grystal mp@ 168.9C |1126
ESI-M5 MF: 527 white solild IHNVR 6 (CDC13, ppm
0.85 (3H] d, J=6358 Hz) ,| 0.91 (3A d, J=6.8 Hz),

0.94 (3H] d, J=6.8 Hz), (.98 (3H, d, J=7.3 Hz), 1.20
(3H, d, J=5.8 HZP7 1.22 (|13H, d, 1130 J=5.8 Hz), 1.96
(1H q. J=6.8 Hz), 2.03-2.05 (1A, M, 2.93 (1H s),
2.17-2.35 (1H,_ APY 3.63-3.68 (1H M. 3.80-3. 86 (1H

m, 3.98/4. 02 (16, m, 481 (1H, br), 4.97-4.99 (1H
M, 6.46 (1/2H30R) | 6.95 (1/2H A white drysta
'H NVR 6 (CDCl %p 0./88 (3H, d, J=6.8 Hz)|, 0.92

(e}

(3H, d, —6 8 0.98 (3H,_d. J=£8 Hz). 1.[01 (3H,
d, J=7.3 ga 1. 96 (1H m, 2.05-2.18 (1H, m,
1134 3. 38- ? 43 ¢ 54-3.56 (1H ). 3.]90-3. 96
(1H m | 4.02-4 08 (1H m, 4.87 (1H, br), 9. 00-5.10
(1H m| 6.45-8°48 (1/2H n) 6 5P (1/2H  br)),
7.42-7.45 (2H 4p), 7.4747.52 (3H, .m), 7.96-7.97 (1H
m). white crystal 1F4NMQ6 (cpc12 Popny - 081 (3H, d,
J=6.3 Hz), 0.845,(3H, J=6.3 Hz), 0.92 (3H| d, J=6.3
Hz), 0.98(3H, 9 1&:9 Hz) 1. 20:=1 27 (6H 1m,
1.81-1.98 (1H, gh 1146 2.01-2.08 (1H, m), 3./75-3.98
(3H m, | 4-73-4283 (24 Imy 518 f1H hr) 4. 95 (1H
br), 7.06-7.08 £aH M, |7.24-7.39,(2H n), 1.41-7.45
(1H ), 820 (1 br} dhite sobi8 - 391 1H NMVR 8
(CDCL3, ppm): 0389-0.96 (6H m . 1.18-1.37 |(9H ),
2.05-2. 1P 4H—m—3-473-54 ({25 m3.93- 1150 3.97
(1H m,[4.28-4537 (1H 1), 4.86-4,90 (1H, m)|, 5.11
(1H, br)—-6—60{31H—br) 1748758 (34 m 7.97 (1H
d, J=7.8 Hz), 8.07 (1H, d, J=7.8 Hz). white crystal
mp. 198.4C 1H NVMR 6 (CDCL3, ppm): 0.80-0.90 (6H, m |,
1.19-1.36 (9H, m), 2.09-2.16 (1H, m), 3.49-3.54 (2H,
m, 3.92- 3.96 (1H ), 4.28-4.34 (1H n), 4. 86-4.90
(1H m, 1154 5.09 (1H, d), 6.60 (1H, d), 7.27-7.32
(1H m, 7.56 (1H, d, J=7.8 Hz), 7.64 (1H, dd, J=2.4,
7.8 Hz), 8.02 (1H, dd, J=4.9, 7.8 Hz).
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56 A 58 B 59 B 60B 69 A 75 A 76 A 99 B 100 A
- 399 101 B 123 A 124 A 125 A 126 A 127 A 128 A
129 B 135 A 138 A 139 A 140 A 141 A 143 A 147 A
148 B - 400 Controlling effect against tomato |ate
blight (2) Conpound No. Effect 151 A 152 A 153 A
154 A 157 A 159 A 160 A 161 A 162 A 163 A 164 A
166 A 167 A 168 A 169 A 171 A 172 A 173 A 174 A
175 A 176 A - 401 177 A 178 B 180 B 182 A 183 A
184 A 185 A 186 B 187 A 188 A 191 A 192 A 193 A
194 A 196 A 198 A 200 A- 455 -

Controlling effect against grape downy mildew (4)

Compound No. Effect
599 A
601 B
640 A
641 A
642 A
646 B
647 B
648 B
649 B
662 A
663 A
664 A
666 A
671 | B
675 B
681 A
682 A
683 A
685 A
686 A
688 A




201 A 202 A 203 A 402 Controlling effect against
tomato late blight (3) Conpound No. Effect 204 A 205
A 206 A 208 A 209 B 210 B 213 A 214 A 218 B

220 B 221 B 222 A 224 A 225 A 226 A 227 B 228 B
229 A 230 B 231 B 232 B- 403 237 B 238 B 239 B
241 A 242 B 243 A 247 B 248 B 257 A 261 B 274 A
276 B 278 A 279 A 281 B 283 A 287 A 291 A 292 A
293 A - 404 Controlling effect against tomato | ate
blight (4) Conpound No. Effect 294 A 295 A 296 A
297 A 298 B 299 A 300 B~ 48& B 302 A 303 A 304 A
305 A 306 A 307 A 308 A 309 A 310 A

690 A
691 A
692 A
695 B
696 A
697 A
698 A
699 A
700 A
701 A
102 A
705 A
706 B
107 A
708 A
709 A
710 A
711 A
712 A




311 A 312 B 313 A 314 A 405 315 A 316 B 317 A
328 B 329 B 330 B 332 A 335 A 336 A 337 A 338 A
339 A 340 A 341 A 342 A 343 A 344 A 345 A 346 A
347 A - 406 Controlling effect against tomato | ate
blight (5) Conpound No. Effect 348 A 349 A 350 A
352 A 388 B 389 B 390B 392 B 393 B 395 B 396 B
397 B 398 A 400 A 404 B 408 A 411 A 412 A 413 A
414 A 416 A - 407 420 A 424 B 427 B - 408
Controlling effect against tomato |ate blight (6)
Conpound No. Effect 431 A -4327A- 433 A 435 A 436 A
437 B 444 A 447 A 448 A 449 A 450 A 451 A

Controlling effect against grape downy mildew (5)

Compound No. Effect
714 A
715 A
716 A
734 A
762 A
763 B
764 A
768 A
769 A
770 A
771 A
772 A
773 A
174 A
775 A
777 A
778 B
779 A
780 A
781 A
782 B




452 A 453 A 454 A 455 B 456 A 458 B 462 A 466 B
470 B - 409 478 B 482 B 486 B 490 A 494 A 498 A
506 B 514 A 526 B 538 B 554 A 565 A 566 B 575 B
579 B 583 B 587 A - 410 Controlling effect against
tomato late blight (7) Conpound No. Effect 599 A 601
B 603 B 635 B 636 A 637 A 638 A 639 B 640 A

641 A 642 A 643 A 644 A 646 A 647 A 648 A 649 A
662 A 663 A 664 A 666 A - 411 672 A 675 B 681 A
682 A 683 A 685 A 686 A 687 A 688 A 690 A 691 A
692 A 693 A 694 A 695 A~ 698 A

784 B
785 A
786 B
780 A
791 B
196 A
807 B
808 B
809 B
811 A
812 A
813 B
815 A
816 A
817 B




697 A 698 A 699 A - 412 Controlling effect against
tomato late blight (8) Conpound No. Effect 700 A 701
A 702 A 705 A 706 A 707 A 708 A 709 A 710 A

711 A 712 A 714 A 715 A 716 A 734 A 762 A 763 A
764 A 768 A 769 A 770 A - 413 771 A 772 A 773 A
774 A 775 A 776 B 777 A 778 A 779 A 780 A 781 A
782 B 783 A 784 B 785 A - 414 Controlling effect
.agai nst tomato late blight (9) Conpound No. Effect
786 A 787 A 790 A 791 A %g A 796 A 797 A 798 A
799 A 800 A 807 A 808 A B 811 A 812 A 813 B
815 A 816 A 817 A 820 A 823 A - 415

Controlling effect against grape downy mildew (6)

Compound No. Effect
820 B
823 A
827 A
828 A
829 A
831 A
832 A
834 A
836 A
837 A
841 B
842 B
844 A
845 A
846 A
866 B
867 A
868 A
870 B
871 A
872 A




824 A 825 A 827 A
836 A 837 A 840 B
A 847 A 848 A 855

828 A 829 A 831 A 832 A 834 A
841 A 842 A 844 A 84.5 A 846
A 859 B - 416 Controlling

ef fect against tomato late blight (10) Conpound No.

Effect 860 B 866 A
873 A 874 A 876 A
893 B 897 A 900 A
908 A 909 A 910 A
922 A 927 A 931 A
940 A 941 A 943 B -

867 A 868 A 870 A 871 A 872 A
880 A 884 A 887 A 888 A 889 A
901 A 904 B 905 A - 417 906 A
912 A 913 A 914 A 915 B 919 B
935 B 936 B 937 B 938 B 939 A
418 ~CBAProlling effect agai nst

tomato late blight (11) Conmpound No. Effect

873 A
874 A
884 A
887 A
888 A
889 A
897 B
900 A
901 A
906 B
912 A
913 A
914 A
915 B
922 B
927 B
935 B
939 A
940 B
947 B




946 B 947 A 949 A 950 A 951 A 952 A 953 A 958 A
961 A 966 A 967 A 968 A 969 A 970 A 971 A 979 A
980 A 981 A 982 A 983 A 984 A - 419 985 A 986 A
987 A 988 A 989 A 991 A 992 A 993 B 995 A 996 A
997 A 998 A 1003 B 1006 B 1007 A 1008 A 1009 A
1011 B 1012 B 1013 B - 420 Controlling effect

agai nst tomato late blight (12) Conmpound No. Effect
1015 B 1017 A 1018 B 1019 B 1020 B 1021 B 1022 B
1023 B 1024 A 1025 A 1026 A 1027 A 1028 A 1029 A
1030 A 1031 A 1033 B 102048l 1041 A 1042 A 1043 A
- 421 - 1048 B

Controlling effect against grape downy mildew (7)

Compound No. Effect
949 B
950 A
951 A
952 A
953 a
958 B
969 A
970 A
971 A
979 B
980 A
981 A
982 B
983 B
984 A
985 A
986 B
988 A
991 A
992 B
993 B




1049 A 1050 B 1051 A 1053 A 1055 B 1064 A 1065 A
1066 A 1067 A 1068 A 1069 A 1070 A 1071 A 1072 A
1073 A 1074 A 1076 A 1078 A 1080 B - 422
Controlling effect against tomato |ate blight (13)
Conpound No. Effect 1091 B 1092 B 1095 B 1098 B
1102 B 1103 B 1104 B 1106 B 1107 B 1108 B 1109 A
1110 A 1111 A 1112 A 1113 A 1114 A 1118 A 1122 B
1123 A 1124 B 1146 A - 423 - 1150 A 1154 A - 424
Test Exanple 2: Controlling g% ect agai nst cucumber
downy nildew A solution of thé conpound in acetone
was diluted with water to 250ppm and the sol ution

was sprayeg—+o—the—eucunber—seedHng—{(breed:
Saganihangbak, twggper plastic pot @aV|ng a dilaneter
of 7.5 cm rat—i—teat——stagen—an—amrount—et—3104L of

t he conpound/pot offit er airl-drying, the pot wag

t r ansf er r eg—to—a—+otst—charber—provided—n—the
greenhouse, and 1@p¢ulatec by spraypwith a zogsporic
suspensi on ref—Psetudoperonrgspeta—cubensts—OEa—the 7th
day after inoculaigpp the jinfected @rea rate fior the

| eaves was fexanmnetd—Evalgatton—was—ecart+ed—odt by

t he foll ow|ng crli@gga The |nfectedpgrea rate |for
untr eat ed groups—nthe—examtatton—was—66—+6180% A
the infected arealmﬁge of liess than 5% B: the i{nfected
area rate of—5%totessthan 509%C—the—t+nfected area
rate of not |ess 1@@m 50% |[Table 4 Cgntrolling|effect
agai nst cuc¢umper—downy nitdew (1) —Conpound—No:| Eff ect

Conpar at i ve Conpoungis C B
1029 A
1030 B
1031 i\
1033 B
1034 B
1040 B
1041 B
1042 B
1043 B
1049 B
1050 B

1051 B




425 1B 2B 3B 4B 6B 10A 22B 3838 A 39 8B
40 A 42 A 47 B 50 A 51 A 52 A 54 A 55A 56 A
69 A 75 B 121 B 123 A 124 A 125 A 426 126 A 129
B 131 A 135 B 138 A 139 A 140 A 141 B 143 B

145 B 147 B 148 B 151 B 152 A 153 A 154 A - 427
Controlling effect against cucunber downy m | dew (2)
Conpound No. Effect 157 A 159 A 160 A 161 A 162 A
163 A 164 A 166 A 167 A 168 A 169 A 171 A 172 A
173 A 174 A 175 B 176 A_ %%% A 182 A 183 A 184 B
- 428 185 A

Controlling effect against grape downy mildew (8)

Compound No. Effect
1053 B
1064 B
1065 B
1066 B
1067 B
1068 A
1069 A
1070 A
1071 A
1072 B
1073 B
1074 A
1078 B
1113 B
1114 B

Test Example 4: Controlling effect against rice blast
disease

A solution of the compound in acetone was diluted with
water to 250 ppm, and the test compound was sprayed to the

rice plant (breed: Tsukimimochi, 50 planted per plastic pot



186 A 187 A 188 A 191 B 192 A 193 A 194 A 196 B
197 B 198 B 200 A 201 A 202 A 203 A 204 A 205 A
206 A 208 A 209 B 429 Controlling effect against
cucunmber downy mldew (3) Conpound No. Effect 210 B
213 A 214 A 218 B 221 B 222 B 224 A 225 A 226 A
227 B 228 B 229 B 230 B 231 B 232 B 237 B 238B
239 B 241 A 242 B 243 A - 430 247 B 248 B 261 B
274 B 278 A 279 A 2817B4%483 A 287 B 291 A 292 A
293 A 294 B 295 A 296 B 297 A 298 B 299 A 300 B
B - 431 Controlling effect against cucunber downy

haVﬁcmd@wd(l@)net@dm@éu&dqmd 3t fledieadDFtRge in an amount of

10 mL of the compound/pot. After air-drying, the pot was
transferred to a moist chamber at 25°C (12-hour light-dark
light cycle), and inoculated by spray with conidium
suspension of Pyricularia oryzae. On the 7* to 10" days
after inoculation, the number of blotch in all the pots was
examined. Evaluation was carried out by the following
criteria.

The number of blotch per pot for the untreated groups

in the examination was not less than 60.

A: The number of lesions of less than 5
B: The number of lesions of not less than 6 to less than 50

C: The number of lesions of not less than 50

Table ©

Controlling effect against rice blast disease

Compound No. Effect
Comparative Compound A
47 A
100 A
113 A
114 A




303 A 304 A 305 A 306 A 307 A 308 A 309 A 310 A
311 A 312 B 313 A 314 A 315 A 316 A 317 B 328 B
329 B 330 B 332 A 335 A- 432 336 A 337 A 338 A
339 A 340 A 341 A 342 A 343 A 344 B 345 B 346 B
347 B 348 B 349 B 350 B 352 A - 433 Controlling
ef fect agai nst cucunber downy mldew (5) Conpound No.

Effect 388 B 389 B 390 B 392 B 394 B 396 B 397 B
400 A 408 A 412 A 416 A 431 A 432 A 433 A 435 A
436 A 437 A 444 A 447 A 448 A 449 A - 434 450 A
451 A 452 A 453 A 454 A 485 A

115 A

147 A

148 A

397 A

405 A

749 A

763 A

832 A

879 A

Test Example 5: Inhibiting effect of extension of hyphae
against Pythium aphanidermatum

Potato Dextrose Agar (hereinafter referred to as PDA)
was heated to 40°C, and then a solution of the compound in
acetone was added to 100 ppm. 15 mL of the compound was
injected to a Petri dish having a diameter of 9 cm, and
cooled to solidify. A mycelial fragment of Pythium
aphanidermatum preliminarily grown in the PDA, was
perforated with cork borer having omm of diameter and
transplanted to the agent-containing PDA, while allowing the
hyphae ascus plane to be directed downward. After
incubation of the dark room at 25°C for 24 hours, the
diameter of the extended hyphae was measured and the

evaluation was carried out by the following criteria.



456 A 554 A 565 A 567 B 575 B - 435 Controlling
ef fect agai nst cucunber downy m |l dew (6) Conpound No.

Effect 595 B 599 A 601 A 636 B 637 B 638 B 640 A
641 A 642 A 643 B 644 B 645 B 646 A 647 A 648 A
649 A 662 A 663 A 664 A 666 A 671 A 436 - 672 B

675 A 681 A 682 A 683 A 685 A 686 A 687 B 688 A
690 A 691 A 692 A 693 B 694 B 695 A 696 A 697 A

698 A 699 A - 437 Controlfiéng ef fect agai nst

cucunmber downy mldew (7) Conpound No. Effect 700 A
701 A 702 A 705 A 706 A 707 A 708 A 709 A 710 A
711 A 712 A 714 A 715 A 716 A 734 A 762 A

A: The inhibiting rate compared with the group untreated
with the agent of not less than 95%

B: The inhibiting rate compared with the group untreated
with the agent of not less than 50 to less than 95%

C: The inhibiting rate compared the group untreated with the

agent of less than 50%

Table 7

Inhibiting effect of extension of hyphae against

Pythium aphanidermatum (1)

Compound No. Effect

Comparative Compound C
6 B

55 B

129 B

159 B

160 A

163 A

164 B

167 A

169 B

171 B




763 A 764 A 768 A 769 A 770 A - 438 771 A 772 A
773 A 774 A 775 A 777 A 778 A 779 A 780 A 781 A
782 B 783 A 784 A 785 A 786 A - 439 Controlling
ef fect agai nst cucunber downy m | dew (8) Conmpound No.
Effect 790 A 791 A 795 B 796 A 797 B 798 B 799 B
800 B 807 A 808 A 809 A 811 A 812 A 813 A 815 A
816 A 817 A 820 A 823 A, 824 B 825 B - 440 827 A
828 A 829 A 831 A 8347A%d36 A 837 A 840 B 841 A
842 A 844 A 845 A 846 A 847 B 848 B 851 B 855 B

86 A 867 A - 441 —Controt T ng ef fect—against
cUcunber downy2m | dew (9)] Conpound N@& Effect
176 A
182 A
183 A
186 B
188 B
214 B
279 B
292 A
306 A
307 B
309 B
310 B
311 A
312 A
313 A
314 A
315 A
316 B
317 B
348 B
350 A
408 A
416 A




868 A 870 A 871 A 872 A 873 A 874 A 876 B 880 B
884 A 887 A 888 A 889 A 897 A 900 A 901 A 904 B
905 B 906 A 909 B 910 B 912 A - 442 913 A 914 A
915 A 922 A 927 A 931 B 932 B 935 A 936 B 937 B
938 B 939 A 940 A 941 B 946 B 947 A 949 A 950 A
951 A 952 A 443 Controlling effect against cucunber
downy m |l dew (10) Conpound No. Effect 953 A 958 A
966 B 967 B 968 B 969°A4%§70 A 971 A 979 A 980 A
981 A 982 A 983 A 984 A 985 A 986 A 987 B 988 A
989 B 991 A 992 A 444 1993 A

444 A

452 A

565 B




996 A 997 A 998 B 999 B 1000 B 1002 B 1005 B
1008 B 1009 B 1013 B 1015 B 1017 A 1018 B 1019 B
1021 B 1024 A 1025 A 1026 A 1027 A - 445

Control ling effect against cucunber downy m | dew (11)
Compound No. Effect 1028 A 1029 A 1030 A 1031 A

1033 A 1034 A 1040 A 1041 A 1042 A 1043 A 1048 B
1049 A 1050 A 1051 A 1052 B 1053 A 1054 B 1055 B
1056 B 1059 B 1063 B 446 - 1064 A 1065 A 1066 A
1067 A 1068 A 1069 A 1070 A 1071 A 1072 A 1073 A
1074 A 1076 B 1078 A 10804B° 1092 B 1095 B 1107 B
1108 B 1110 B - 447 Controlling effect against
cucunber downy mldew (12) Conpound No. Effect 1111 B

1112_B
Inhibiting effect of extension of hyphae against

Pythium aphanidermatum (2)

Compound No. Effect
646 B
647 A
648 A
649 A
671 A
672 A
675 A
681 A
682 A
683 A
685 A
686 A
687 A
688 A
690 A
691 A
695 A
696 A
697 | B
698 B




1113 A 1114 A 1122 B 1123 A 1124 B 1146 A 1150 A
1154 A - 448 Test Exanple 3: Controlling effect

agai nst grape downy m | dew The devel oped | eaf of
grape seedling (breed: Cabernet Sauvignon) grown in
1/ 2000a pot was cut and prepared a |eaf disk having a
di aneter of 32 mMmm A solution of the conpound in
acetone was diluted with water to 250 ppm and the

| eaf disk was imrersed for 3 hours. The disk was
taken fromthe agent solutiqn, subjected to
air-drying, and then |noculate8 by spray with a
zoosporangi a suspensi on of Plasnmopara viticola. The

test disk s—heubated—at—18C+Foer—32 hours—IiR a
|'i ght -dark Ilght @y e. Onjthe 10th day after
i nocul at i on—the—+nfected-area—+ate—+tor—theteat disk
was exanined. Evalggation was carrieg out by the
foll owi ng reriterta—TFhe—t+nfected—area—+ate—+For the
untreated dgroups -ign the exjam nationpas 60 to (70% A:
t he i nf ect éd—arearate—of—tess—than—5%B—the—Hnf ect ed
area rate cf 5%to;olzess than 50% C. g he infectled area
rate of notrtess—than—50%—fFable5ControtHing-effect
agai nst grape dowmwgn Idem1(1) Conpagund No. Ef|f ect
449 - Conparative Conpoundc—16-—B—38-B—460—A—42 B
50 A 51 B| 52 B 79 A 55 A 56 A g9 B 123 B 124 B
125 B 126 B— 13t B—138B1T139 B—152A—153A 154 A
157 A 159 |A 450 7160 A 161 A 162 A 163 A 164 A
166 B 167 [A 168 A 169 AT 17T A 172 A 173 A

708 B

709 B

710 A

711 A

112 A

714 A

715 A

716 A




174 B 176 A 177 A 182 A 183 A - 451 Controlling
nst grape downy mldew (2) Conpound No.

ef f ect' agai
Ef fect 185
200 B 201
213 B 214
278 B 279
299 B 302
309 A 310

>>WwW> >

186
202
224
283
303
311

>r>>>w

187 B 188 B 192 A 193 B 194 B
203 A 204 A 205 B 206 A 208 A
225 B 226 B 241 B 452 243 A

291 A 292 A 293 A 295 A 297 A
304 A 305 A 306 A 307 A 308 A

A - 453 Controlling effect against
grape downy m |l dew (3) Conpound No. Effect 313 A 314
A 315 A 316 B 335 A 336 A’1337 A 338 A 339 A
340 A 341 A 342 A 343 B 352 A 400 A

Inhibiting effect of extension of hyphae against

Pythium aphanidermatum (3)

Compound No. Effect
762 A
763 B
764 A
768 A
769 A
772 A
774 A
775 A
778 A
779 A
780 A
781 A
782 A
783 A
784 A
785 A
786 A
787 A
790 A
791 A




408 A 412 B 431 A 432 A 435 A 436 A - 454 437 B
444 A 447 A 448 A 449 A 450 B 451 A 452 A 453 A
454 A 456 A 554 A 565 A - 455 Controlling effect
agai nst grape downy mldew (4) Conpound No. Effect
509 A 601 B 640 A 641 A 642 A 646 B 647 B 648 B
649 B 662 A 663 A 664 A 666 A 671 B 675 B 681 A
682 A 683 A 685 A 686 A 6883 A- 456 690 A 691 A
692 A 695 B 696 A 697 A 698 A 699 A 700 A 701 A
702 A 705 A 706 B 707 A_ 708 A 709 A 710 A 711 A
712 A - 457 Controlling effect” agai nst grape downy

m | dew (5) Conpound No. Effect 714 A

796 B
797 B
811 B
815 B
816 B
823 A
824 A
825 B
827 A
828 A
829 A
831 A
832 A
834 B
844 A
845 A
846 B
847 B
870 B
871 B




715 A 716 A 734 A
770 A 771 A 772 A
779 A 780 A 781 A
790 A 791 B 796 A
813 B 815 A 816 A

762 A 763 B 764 A 768 A 769 A
773 A 774 A 775 A 777 A 778 B
782 B - 458 784 B 785 A 786 B
807 B 808 B 809 B 811 A 812 A
817 B - 459 Controlling effect

agai nst grape downy m | dew (6) Conpound No. Effect

820 B 823 A 827 A
836 A 837 A 841 B
867 A 868 A 870 B
884 A 887 A 888 A

828 A 829 A 831 A 832 A 834 A
842 B 844 A 845 A 846 A 866 B
871 A_ gé% A 460 873 A 874 A
889 A B

Inhibiting effect of extension of hyphae against

Pythium aphanidermatum (4)

Compound No. Effect
872 B
874 A
884 B
887 B
888 B
889 B
900 B
901 B
909 B
910 B
953 B
992 A
993 B
1009 B
1025 B
1027 B
1065 A
1066 A
1067 A
1069 A




900 A 901 A 906 B 912 A 913 A 914 A 915 B 922 B
927 B 935 B 939 A 940 B 947 B - 461 Controlling
ef fect agai nst grape downy nildew (7) Conpound No.
Effect 949 B 950 A 951 A 952 A 953 A 958 B 969 A
970 A 971 A 979 B 980 A 981 A 982 B 983 B 984 A
985 A 986 B 988 A 991 A 992 B 993 B - 462 996 B
997 B 1017 B 1024 B 1025 A 1026 B 1027 B 1028 B
1029 A 1030 B 1031 A 1033 B 1034 B 1040 B 1041 B
1042 B 1043 B 1049 B 10504B4 2051 B - 463
Controlling effect against grape downy m | dew (8)
Conpound No. Effect 1053 B 1064 B 1065 B 1066 B

1067 B 1068 A 1069 A
1070 A
1071 A
1072 A
1073 A
1074 B




1070 A 1071 A 1072 B 1073 B 1074 A 1078 B 1113 B
1114 B Test Exanple 4: Controlling effect against
rice blast disease A solution of the conpound in
acetone was diluted with water to 250 ppm and the
test conmpound was sprayed to the rice plant (breed:
Tsuki m nochi, 50 planted per plastic pot - 464 having
a diameter of 6 cm) at 4-leaf stage in an anount of

10 mL of the conpound/ pof. 4Pt er air-drying, the pot
was transferred to a noist chanber at 25C (12-hour
light-dark [|ight cycle), and inocul ated by spray with
coni di um suspensi on of Py¢k&IMaria oryzae. On the 7th
to 10th days after inoculation, the nunber of blotch
Li-n élllPWé”ﬁo@?RM%?t%%%MﬁQHQfSQBE% &Y dh el TG eld) :

out y g ria. The nunber of blotch
per lF“ ﬁ‘th&%ﬁf&\ igr oups in the exam nati on
er

R1vas L 8ss he nuqaﬁr | esions of |ess
t an 5hB T | eons not less than 6 to
| ess t | 5 er of lesions of not |ess
than 5 abl 6 Cbntr ng ef fect against rice bl ast

wh% %Z%se Conpound No. Effect Conparative Conpound A
7 100 A 113 A 114 A - 465 115 A 147 A 148 A

39¢€1 A s4QR élk}igg%oug6%a$1n§3g Ro %7%aéboﬁe%Eo§§a”%|e

5: Inhibiting efféct of exiension of hyphae agai nst

cyc¥Ehix derTRigm R & @86 es@rddaran alkenyl
Y (here?ﬁg ter@ieferred to as PDA) was ﬁggted to 40

groand htRemqa 2s aldutd @a refort m&mpwr@dlmala@iﬂne;m
added to 100 ppm 15 niL of the compound was i njected
havtiaga 3Pelor i6 dastbdmadtighsy dinmrdEikemnydf ap mndngaplted 6
to solidify. A nycelial fragnment of Pythium
cardpharitdesmtammaprydl igronar,i lay hgrtemodye tehe d?DA rwilasl ky 1
perforated with cork borer having 6nmm of dianeter and
groupahgpliagt éd tico & v rigpentateomst aimiadgyRDACHiles, or a
allowi ng the hyphae ascus plane to be directed
hetga@awaridl kaflt gr oumndayaticord ¢ ttheadddn rdemsatorsd kyl
for 24 hours, the dianeter of the extended hyphae was
m01ﬁ§é§§red and the evaluation was carried out by the

t 466 : Th hi bj t te
%%a?gggaﬂhrgﬁégalﬂoaadsﬁ{epsagéag hi PHOEREC Ry 5ETef a1
h 9 hi bi t t th
alkt‘/ﬁe 5PRh hA e do & teﬁ?'r%?é A of et TR, e
t t 5% t t
haviflg' 3 k859 LABROR Prionst" Bel Vi % L nSTRY Ao 6

carg@glgtzmgnh'bbEbQ%aQ& %@ﬁ %&o%%i%ﬁ%ﬁ%% %ftoQb%%rbon

agai nst
atoms, an alkynyl group having 2 to 6 carbon atoms, an acyl

group, an aryl group, a heterocycle, an arylalkyl group
having 1 to 6 carbon atoms on alkyl moieties, or a
hetercarylalkyl group having 1 to 6 carbon atoms on alkyl
moieties;

R3 and R4 are each independently a hydrogen atom, an

alkyl group having 1 to 6 carbon atoms, a cycloalkyl group



Pyt hi um aphani der mat um (1) Conpound No. Effect
Conparative Conpound C6 B 55 B 129 B 159 B 160 A
163 A 164 B 167 A 169 B 171 B 467 172 B 176 A
182 A 183 A 186 B 1883 B 214 B 279 B 292 A 306 A
307 B 309 B 310 B 311 A 312 A 313 A 314 A 315 A
316 B 317 B 348 B 350 A 408 A 416 A 468 444 A
452 A 565 B - 469 Inhibit'%g ef fect of extension of
hyphae agai nst Pythiun1épﬁ2 i der mat um (2) Conpound
No. Effect 646 B 647 A 648 A 649 A 671 A 672 A
675 A 681 A 682 A 683 A 685 A 686 A 687 A 688 A
havggg A teof Aarbyn Atogge An @dkeByleggmr heryngdy 1 6

carbon atoms, a cycloalkenyl group having 3 to 6 carbon
atoms, an alkynyl group having 2 to 6 carbon atoms, an aryl
group, a heterocycle, an arylalkyl group having 1 to 6
carbon atoms on alkyl moieties, or a heterocarylalkyl group
having 1 to 6 carbon atoms on alkyl moieties, or R3 and R4
may be bonded to each other to form a hydrocarbon ring
having 3 to 6 carbon atoms;

R6, R7, R8 and R9 are each independently a hydrogen
atom, an alkyl group having 1 to 6 carbon atoms, a
cycloalkyl group having 3 to 6 carbon atoms, an alkenyl
group having 2 to 6 carbon atoms, a cycloalkenyl group
having 3 to 6 carbon atoms, or an alkynyl group having 2 to
6 carbon atoms, provided that at least one substituent
represents an alkyl group having 1 to 6 carbon atoms, a
cycloalkyl group having 3 to 6 carbon atoms, an alkenyl
group having 2 to 6 carbon atoms, a cycloalkenyl group
having 3 to 6 carbon atoms, or an alkynyl group having 2 to
6 carbon atoms;

R10 is a hydrogen atom, an alkyl group having 1 to 6
carbon atoms, a cycloalkyl group having 3 to 6 carbon atoms,
an alkenyl group having 2 to 6 carbon atoms, a cycloalkenyl
group having 3 to 6 carbon atoms, an alkynyl group having 2
to 6 carbon atoms, or an acyl group;

A is oxygen atom or sulfur atom; and



700 A 701 A 702 B 705 B 706 B 707 B 708 B 709 B
710 A 711 A 712 A 714 A 715 A 716 A 471
Inhibiting effect of extension of hyphae agai nst

Pyt hi um aphani der mat um (3) Conpound No. Effect 762 A
763 B 764 A 768 A 769 A 772 A 774 A 775 A 778 A
779 A 780 A 781 A 782 A 783 A 784 A 785 A 786 A
787 A 790 A 791 A 472 796 B 797 B 811 B 815 B
816 B 823 A 824 A 825-B47827 A 828 A 829 A 831 A
832 A 834 B 844 A 845 A 846 B 847 B 870 B 871 B
473 Inhibiting effect of extension of hyphae agai nst
Py@ hi Sinf RphaXL deFrapunT(3) hebapoardalmd. Effect 872 B
874 A 884 B 887 B 888 B

2. The diamine derivative according to claim 1, wherein
at least one of R3 and R4 is an alkyl group having 1 to 6
carbon atoms, a cycloalkyl group having 3 to 6 carbon atoms,
an alkenyl group having 2 to 6 carbon atoms, a cycloalkenyl
group having 3 to 6 carbon atoms, an alkynyl group having 2
to 6 carbon atoms, an aryl group, heterocycle, an arylalkyl
group having 1 to 6 carbon atoms on alkyl moieties, or a
heteroarylalkyl group having 1 to 6 carbon atoms on alkyl
moieties, or R3 and R4 may be bonded to each other to form a

hydrocarbon ring having 3 to 6 carbon atoms.

3. The diamine derivative according to claim 2, wherein

R10 is a hydrogen atom.

4. The diamine derivative according to claim 3, wherein

RZ2 and R5 are hydrogen atoms.

5. A fungicide comprising the diamine derivative
according to any one of claims 1 to 4 as an active

ingredient.

6. An agricultural and horticultural fungicides

comprising the diamine derivative according to any one of



889 B 900 B 901 B 909 B 910 B 953 B 992 A 993 B

1009 B 1025 B 1027 B 1065 A 1066 A 1067 A 1069 A

- 474 - 1070 A 1071 A 1072 A 1073 A 1074 B - 475 -

CLAIMS 1. A dianmine derivative represented by the

formula (1): O RBRA RS RBROO R, ANANNQ RO

R6 R7 RLO [wherein Rl is an al kyl group having 1 to 6

carbon atons, a cycl oal kyl group having 3 to 6 carbon

atons, an al kenyl group “hév ng 2 to 6 carbon atons, a

cycl oal kenyl group having 3 to 6 carbon atons, an

al kynyl group having 2 to 6 carbon atons, an aryI
cladpgup, t8 Hetér 68y QICE 1 VEn 1agypesiiiept - group having 1 to

6 carbon atons on al kyl noieties, or a

het er oaryl al kyl group having 1 to 6 carbon atons on

al kyl __noie .R5 are each .independently a

ThyaboBEReEsamE, ognprawmgr 545 Favtig e i Aciribon

. cycl oal k gr.Qup haV| 3 to 6 carbon atons
2B 8T Eor 16 80y RasPRe Bled™s 10aPodi acRELs
rea%¥§h§ Fk%g% ogﬁgugegﬁ%%%%t%dt% t%%r%% uﬂto 8
y gro avin Fbon at ore,
N RYY q;wug; ga heterocycle, an aryl al kyI
C

gro V|ng arbon atons on al kyl noieties,
R19h oup ving 1 to 6 carbon atons
alk I ieti &s nd R4 "are each independently a

hydr ogrR athRGanR7a 40 group having 1 to 6 carbon
atons, a cycloal kyl group - 476 having 3 to 6 carbon
[whatetrs, Ran abkeryl, @uoupShawrieNgR2,t @86 RO IxQAM atr@NB, have
cycl oal kenyl group having 3 to 6 carbon atons, an
theakkypayiegndugshasi ng 21ltdmb l¢awhah at ewmpommdamypresented
group, a heterocycle, an arylal kyl group having 1 to 6
by thebbéarmtdaes (8n al kyl npoieties, or a heteroaryl al kyl
group having 1 to 6 carbon atons on al kyl noieties,
r R3 and R4 nmay be bonded to each other to forma
/ﬁggrocarb ring having 3 to 6 carbon atons; R6, R7,
and R9 Pe each independently a hydrogen atom an
al &1 group having 1 to 6 carbon atoms, a cycloal kyl
group having 3 to 6 carbon atons, an al kenyl group
ng carbon atons, a cycloa kenyl group . .
WhﬁgefﬁgQSh?S ghSaFBQﬁ XE8fENIoPSan aFkGn Lg 88& Kading
bon atons, provided that at Ieast one
leaglégt??ueﬁ represents an al kyl group having 1 to 6
carbon atons, a cycloal kyl group having 3 to 6 carbon
atons, an al kenyl group having 2 to 6 carbon atons, a

8CyCA0§k5§Q¥E QBQUBreBQYHHQ %h%odgaﬁ§ﬁgoae§ﬁgg§1v%ra@n

al kynyl group having 2 to car
described in any one of claims 1 to 4, comprising reacting

the compound represented by the formula (2) with a compound

represented by the formula (4)

O

o @

HO Q

[wherein Q has the same meaning as in claim 1].



R10 is a hydrogen atom an al kyl group having 1 to 6
carbon atons, a cycl oal kyl group having 3 to 6 carbon
atons, an al kenyl group having 2 to 6 carbon atons, a
cycl oal kenyl group having 3 to 6 carbon atons, an

al kynyl group having 2 to 6 carbon atons, or an acyl
group; A is oxygen atomor sulfur atom and - 477 Q
is an aryl group or a heterqcycle]. 2. The diam ne
derivative according to EIéﬂﬁyf, wherein at |east one
of R3 and R4 is an alkyl group having 1 to 6 carbon
atons, a cycloal kyl group having 3 to 6 carbon atons,
an al kenyl group having 2 to 6 carbon atonms, a

cycl oal kenyl 1%%$up having 3 to 6 carbon_atons, an
%al kfnT oG Tl iFFFER T HY 6 hearaidtoe T iatp ta ¥R as

raup,, heterocycl e, an arylalkyl group having 1 to 6
de LB dPoROYol A 1 ot S ds.*brt 7 CHE G 1Y 151G Lng 2
roup, having 1.to carbon ato on .al kyl noieties,
COTEPURS and R errrlﬁzfdoee%yb%ﬁ‘oeegfqrgm éf‘ch(%c)t her to forma
R§¥gF0ﬁ§r n ring having 3 to 6 carbon atons. 3. The
| B rivative according to claim2, wherein R10
HNis N n at@n 4. The diamine derivative
ceordiing t¥ claim3, wherein R2 and R5 are hydrogen
Rat R&. R0 A fungi ci de conprising the diam ne
derivative according to any one of clains 1 to 4 as
[whatedel iR66 ReNgredi &, B, M AHILW HER! @l same
horticul tural fungicides conprising the diam ne
meat@higsataisv € na@AGNai ng twi tanya @enpfund 4Epredraidts by tthe
4 as an active ingredient. 7. A process for preparing
fortud adi (& ne derivative according to in any one of

cl ai 1l to 4, conprising reacting a conpound
reprgs&®3 e®Rdby the fornula (2) 0 RB R4 R5 R8 RO RL N
R1%3) R2 OR6 Rg R10 [wherein R, R2, R3, R4, R5, R,
A~ REN 0 and A‘tave the sanme neanings as in

claimi mit a conmpound represented by the formula

(3) 0 ﬂDC}[mherein Q has the sane neaning as in

cl aim and X is a, |eavin roup]. 8. A process for .
[Whr&dar %ﬂg {fl%e Fiamde 2A6Y Py 36 WS SAES: e NG? &%y in
1590e of cbagns 1 tg 4,.conprisiqg reacting the
claglidouRld EprdsEnt € VY% FE P& mila (2) with a

compound represented by the formula (4) 0 HO Q

[wherein Q has the sanme neaning as in claim1l1]. 479

. Axp far..p ri di am deyi vative as
ssct BLEETR oty DR P dPg el IS HaniUaciE S
Wnga 0 u repr.esent y far

desEEeREty I an T SRR BE (IRNRREN RE B Rfepileti f e TR

theRBomPBéunB8 reBPe sBRER e Qrhav e trhe 15278 ) qﬁﬁﬂf@@%dﬁ%ound

in claiml] with a conpound represented by the

repkessikad( By ©nB3fB4mBlaX (7§) A N R2 O [wherein Ri,
R2, R3, R4 and A have the sane neanings as in claim

1, RX iR4a | eaving group]. 10. A process for
R1\pre ar i ~theog|| am(g? derivative as
AT
R2 O
wherein R1, R2, R3, R4 and A have the same meanings as in

claim 1.



described in any one of clainms 1 to 4, conprising
reacting the conpound represented by the fornmula (5)
with a conmpound represented by the fornula (7) O R3
R4 RL ~AJ~N'" OH(7) | R2 Owherein Rl, R2, R3, R4
and A have the sanme neanings as in claiml. R - 480
11. A process for preparing the diam ne derivative as
described in any one of clains 1 to 4, conprising
reacting a conpound of fortdd (8) R3 R4 R5R8 RO 0O N
(8) HNNQR2 OR6 R7 R10 [wherein R2, R3, R4, R5,
R6, R7, R8, R9, R10 and Q have the sane neani ngs as
inclaiml] with a conmpound represented by the
formyla (99 O R * (%%v%?her in Rl and A have the
Sane fnéd 49T PTARA ™Y R1ne |deRAYRLE1ve as

de§¥g¥ggd in any one of claims 1 to 4, comprising reacting a

compound of formula (8)

R3 R4 R5R8 R9 O

e @

N
HN 7 NT
R2 O R6 R7 R1o0

[wherein R2, R3, R4, R5, R6, R7, R8, R9, R10 and Q have the

same meanings as in claim 1] with a compound represented by

the formula (9)
o)

R1_ J\ (9)

A X
[wherein R1 and A have the same meanings as in claim 1 and X

is a leaving group].



