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|i ke, fespectijvely. The compoundBrept

flormul @ (] n
686 ¢@poun® and tHercomMpolyHd |Hep nt ed by

) ag¢cordiing |[to {he Zé nt
b
1) cam beé preépared by|the|net hddY as

687 REPR3 RO OHO R3IPR4|NSRBHRO| B
2 0 R6 RY RI0 RZ 0 R6/R7 R10 | t3Y%

Reacti on $che (1): Reaction ¢ ﬁFE
A. NNH
(

[wherein, [R1l, |R2, R3, R4, R5, R8, | R9, | R1O| andy
H gzm, D -an¢d
a

K_havelthe sane ani ngs _as

R7

A [ v | M v . S_
688 NiByye| Ot hE sawﬁeranlwgs hE IE?%HG fBr mu

h"the

pe

3)].]In S
the react|on SQhen¢ (1), the df ag deriyatiye N
GegléﬁPesaﬁtaﬁ by1fRe| Hor pill al K1) | ¢gp bEHpr eptr efHby -—4;:[:]

eact thelanmine derivativelrepresented byl the

formula (2) and a salt thereof with a known car bonyl
conpound represented by the formula (3) with or

wi t hout a base and a netal reagent such as

trial kyl alum numand the |ike, w thout a solvent or
in a solvent. Exanples of bases used for the reaction
as shown in the reaction schene (1) include alkaline
net al hydroxi des such as sodi um hydroxi de, potassium
hydroxi de and the |ike; alkaline earth netal

hydr oxi des such as magnesi um hydr oxi de, cal ci um
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reaction, include for exanple water, alcohols such as
nmet hanol , et hanol, propanol, butanol and the |ike;

hal ogenat ed hydrocarbons such as di chl or onmet hane,

chl oroform and the Iike; aromatic hydrocarbons such
as benzene, toluene, xylene and the |ike; aliphatic
hydr ocar bons such as hexane, heptane and the |ike;
non- protoni ¢ polaric solvents such as

di met hyl f or mam de( DMF), di-mgtslgyl-acet am de( DVA) ,

di met hyl sul f oxi de( DMSO) ,

1, 3-di net hyl - 2-i m azol i di none(DM ),

1- nebhybaraPY 509! beorshMPh and therhi@ jethers such
as ethylether, isopropylether,

1, 2- di mret hoxyet hane(DMVE), tetrahydrofuran(THF),

dioxane and the |ike:' nitriles such as acetonitrile
Coprppionitrije and the like. [The jmetal yreagents jused in
pouh eactj o epg esent gd e actfi s meRY 1.
ndi nc %de f%rn%éaﬁ%se h%?ogg%atég %fkylgﬁ?no%ﬂggn@sium Q
No(.Bpdr oux| regctipn) obtai hed by a Gignhard |eagent jand

al kyl'am e, | alum num T1Thr um hydri de

. : . 2 . N
690 | met hyl @l upi nupprtriet hyl al gm num andq t hej i i kley The—e:I::L
anpunts pf fhesg netpl rpagents re not S F

691seElt soloentis used |B -|A7 | Hhe ctiipn, {imclluge [ erd
exanpl e hal pgenat ed hydrpcarpons 18%cH as S

3!
pafticulfarTy Tjnmted. Wen thesefggtdl reagentls arg :
F

di chl or ojret hane| chl profprmjand §)1ike; ar o I C N
692ydi Brar ponsHsuchPas| Benggne| Ht o Lghe, | Kyl ene  andl the—e:I::L
like: aliphatikc hydrocarbons such”as |hexane, hiept ane S F

d the Jikie; ethers such as ethyép;her,

tefrahy oxane a e

an N
6335ppBwpy| @t hér, | 1P2- | Bi neihoxyet hane( ONE), |H | H —QD\
dL’_o_L THE)|, di dﬁ?!iie likd: ard tHe S F
|ike. The rleactfion tienperature gngsyhe reagtion tine N
698 | the | dDové- desR¥ i pRd [rRacti o Gap Hel wi el y Marijed< ]©\F
Gelnerall

v thel reaction tenpergture ils prefergbly -7&8

tof 200C,| nore |preferablly -78 tg &QQC, and |t he
63Peitée i onf @ifnk i siPrefierabily |10. L 1o H0i hoyrts, |rbr g 4{"53
prieferably [0.1 Jto 15 hours. [The |equivdl ent [anoynt s |of \_7/

1

t he carbonyl conpound riepregsentjed by [t he Tlor mjla (|3)
69ar|eztprefles Anty [Lige [25 equi vaj erlt &) Trore prigf erlabl yf 1 N=
to 1.2 dquijval gnts, [pased on t HetBihi e derivative \ /

represented by jtheformg-a—<2)—the—=atfirre—geri—vati-ve
0 und trdgpresiented by ithe | forimd)a (|12) in the
Ggﬁqa Eon(%c e {%5 éﬁd dpsalq thﬁﬁpof}?carfbe H
the ne

priepared-by thad s shownlin the reaqtion \_/

schemne (%g : Reaction schenmg (2) )18 R5 {0 R3 R4 i

6983 1 0 | R R4 IPRg 19 | IR, HAAN.q\gN)D.I-RII RL, |AAN N_@
R6 @) (2)| [vherdi

NH R2 o R7F10R20F6R7'Rldu(1 in,\_7
Rl, R2, |R3,] R4,| RS, [R6, |R7, |R8, |R9 O and A Have
699he: mang argani ngispAas| H n [tihe fpprnufls(a)'(Z)H Riflyi g =
t-lbutyl | grloup [or a |benzyl droup ¥ ch nay |be \ 7
substitgreq]. nm th ctTrgnmsghene—(2)—the—gamme
[

re &
grj vatijve egr.esent ed tlhe floramd a (2) |can (be —
7°gré\i)earec Syl t edcti g }?thg{vdizﬁﬁrqgjpr vatiydl |H ~<l',
[ W th

presented by [the flormila (|10) an _agi d, |or by

hydr ogenatijon. |[As the adid ijn this case, hydrbchlprlc
/;:

708q4igt  hydrepr gnime 4ai d,| sul f]_priC.(SdC'i dy nitinjclagiq,
adetic dcid, tirifldorodcetijc agiiduand the |l'| ke carn \

~
T
1

aset—THe—anputit—ot—these—acids—is—not padticdlarlly N
limted, and can be also wused as a sol vent.

Hydr ogenati on can be carried out in a suitable solvent

in the 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 pal |l adi um carbon, a nickel catalyst

such as Raney-nickel and the like, a cobalt catalyst,

a rutheniumcatal yst, a rhodiumcatalyst, a platinum
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Reaction schene (3) 0 RB3 RI RS RB RO 0 0 R3 Rol R3R8
RO 0 R1,AJLNX(X + HN ~: N O R11-~ R .A NXyNNAO' R11
R2 0 R6JIJR7 R1I0 R2 0 R6R7 RIO (6) (11) (10) [wherein,
Rl, R2, R3, R4, A and X have the sane neanings as in
the formula (6), and R5, R6, R7, R3, R9, R10 and RI
have the sane neanings as in the fornmula (10)J. In
the reaction schene (3), the diam ne derivative
represented by the fornula,§30) can be prepared by
reacting the am ne derivative represented by the
formula (11) and a salt thereof with a known am no

acid derivati p nt ed y.fh la (6) with
oy Lo PG SEPEGRRTLE APV ib Doy (D) W
reagent such as trial kylalum numand the - 20 1ike
without a solvent or in a solvent. As the base in this

Com

rleacti gn, ]t he |sanme |basgs ag used in |the react|/i on

gchene (i) carn be used.[ Theg unt off these bages is
Nét! par|th ddiar|I8? 1|t e > aﬁ%ﬁ B bagdS caRk%be qused

O

_g4s a sglvent vwhen gaid |organic |bases |had been|used. As

tiheetfat—reagent T tHirs 1feaction,—tthe—same—reagents

gas, used in thg readtior scheme|((B)-can be{used. The =Q
dridiint § f P{he§eprrngtl'é\l rHEagé'lnts i@e not paIHti ¢dh arl y—{\l_/
llimted. As the ordani d soliventl in this reacti t he N

70306 B15€d.0

on,
same 9gol Mentg as used |i n tthe reacti on schene{(1) |can O
/

The |[anpunty of| g he }por{‘d(ﬁ)ﬁd epr esentled by
tlhe forjnulla () is |l tq 4 equi vaBent 4, and preferélbl Y\

| B 2PN B V- VTR I

\ L nt o cod lan ¢+ o o o ddr a4+ 4
me U L Uq' val|CrTIit o, yvAaoSTuUu UTI qgrrc Aarryric u rryv L9 "4
riepresgntgd byl the [fornulal (11).g)The reagti (o] —
T04¢|efper dtQr|el andiEhe Hegdti gt tijng of |#he |H | H —<L,
gdbove- desdri bdgd redctign can be "wi delly vari ed. N
ener alfly,] the redctign tenperaturefis -20 to 200C, Cl

705an4k pr afcer{abl yf Opr t|y 14QC, |and t{¥d 7 qﬁ@pti (Elp{ tifge ijs N=

d.01 td 50 hours, and |preflerablipw.1 to 15 hours.

/
Lonpuydd rreprgsentgd—by teformota (6)— Tt y Cl
106" tian, ggheney £3)| farn e ewa'(rséld- by, & ¢onventi onal N=
method | Wher ei{n ‘amino gci d |derij\idi ve represented|byq /
the—f orira—( 5—f-edeted—witrth—thi-gnyl—¢hlonide, S
gxal yl [chljori de, phosgene, hosghar ys oxychl oride,
707 dHdsphqrug | ri|di or|ife, | Hohc é'ghc H |H N

DI S, - AL@l

gent achl orji de.i t hi anyl [broni de, phoshorus|tribrom

d
gi et hyllaminosyl fur (trif{l uori de, 1.1'qcarbonyl ﬁrl s- Il H Ci
IiBlazqgle {and [tieer l|ike. HTheHcorrd Und Hepr ¢sen y

708 ed b =
tthe forlnulla (8) in|the| reacti gr™cheme (3) can be \ 7
dI'so prlepgred [by a [conyentijonall nethod wierein afino g

7094GiE,; derd Vaf i e gednesant ed goy |ti¥e = { ar mul ? (Ty is =
rreact ed wijth gl cohql s quch aquE'etBhlyl cohol, \ /
gthytatcolfor—gnd—tiHe—tirke IF*“ efror-sTstchtas—phenot—or

710 "M Ophenaly an gdik q ou represent ed by/

lottﬁgfor?]ul (:II-I (E;hiwn tPLe q{relllgfi o%%glch %[e (3 ca% be

711

repargd gy a nMvertTgrat et TeT e i am o

defd vatiiove 4 eprigsented [hy the fepgul ag(7) | 4 s|yeact

Wi th chlorof orlmi ¢ dsters such as net hyl

3
c

g8

O

712

!

a

2

ghroroffornat e,[ phenyl ghiofoformate and the tike:

gamound nepr eset aq; by it heyf orpwl,a (@) 1 hgt hey
rleacti on gcherfe (3)| can be|prepared by a ¢onventi ¢nalo

713

et hod | Whereiin am[no aci d|derifvati veé representediby
t i@ ofmulla (7)ipd § & edct ed i § kY hyer oxygucEiyni i de/
- hydr oxybenzotri agzol |and|the|like. | The am n¢

g

derivative represented by the tormula (1 in_the
reaction schene (3) and a salt thereof are
commercially available and can be easily prepared by
a Gabriel nethod, a Del phine nethod, a known am ne
synt hesi zi ng nmet hod such as reduction of a cyano
group, amde, imne, oxime and the like, and the

nmet hod as described in Tetrahedron Asymretry, Volune -
22 - 11, page 1907 (2000) The di am ne derivative
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represented by the fornmula (10) can be prepared as by
reacting the am ne derivative represented by the
(11) and a salt thereof with a known am no

f or mul a

acid derivative
w t hout a sol vent or

agent

represented by the fornula (7),

in

in this reaction,

a
N, N

di cycl ohexyl car bodi i m de,
1,1 - carbonyl bi s-1 H i m dazolie,g 1-
et hyl - 3- (3-di net hyl am nopr opyl ) car bodi i m dehydr ochl ori

de,

to 3 equival ents,
equi val ent s,

sol vent .

based on the conpound -

23 -

As the condensing

2-chl oro-1, 3-di net hyl i m dazol i um chl ori de and the

| i k@ofBBunhe (99§do£The AREUNt 19f ;e0RdeNnsi g agent is 1
and preferably 1 to 1.5

represent ed

by the formula (7) s the organic solvents in this
Comepction, the spme pol vents| as jused ijn the| reaction
posich (L r bg,use e of rb [fR1laci d
nddergggtiv% rggregéntegqbyagheﬁggr | a (§§'igﬁ% to 2 0
Noequi val ents|, and preferaply L to 1.2 |equivjalents,
based on[ the anj ne derivati VE represented [y the
7140f orha (@1)H Thepeepgti pn teppergtwr e @and the |H _«(tr:j
repction/tijre of the|] abpve-gdescyibed feactjon can pbe O
w dely varied. [(enerally the riesction tenperafurelis
71520ME0 2090 ypreieraply Pt o] y100Sen@ndyt he| feacqi o __(/\/©
tipe is D.OL toj 50 hpursi prefer@ply (0.1 tpo 15 hoqu. o]
The conmppungTepresentedi by thefornmoha—(7)1+nthe
repcti on| schene can pe prepared by convent i ona
71r§tﬁ£’)d mﬁer in %ﬁ}é C rregponlgi ngp%rﬁ?nol?aci d3 atr% ‘(/OD
rebcted {ait chloroformc qupqulrarhnnatps such as
O pet hyl + O-{ p- nitroahenyl)carboE%Ie and the |ike; @and
Tk heiPrke| OThB cphBouhl rEBr esént epemy [tHe f o nmu| & (3)—%?]::]
infthe reagtiop schenme [1) kan el prepared by ja 0
copventipnal method |[in which a kaown [carboxylilc acjd
71Befimati o [Rpresept pd byn the foﬁsma H4) I8 refﬁcted%j@
with thipny| ch|oride, okaly chypride, phlosgehne, o]
phpsphiorgs pxycptorige, phos hurQ%_ tTchtoride;
o orus pgntp or i,de} t hi pnyl om lde, oshor uls
7%%]E$§n1d§, ietﬁgkanﬁnosﬁlfag tr?i?%dﬁ?de,q?,ln? ‘*<;I:]
ealberyHbi-sriH-t+m-dapgelerandthe Y1 ke, 24 Th%
und| represented| by the formula (3). . in the
73%@2@ i on| Schéme %%f cgn b@ aI@% Sparldd byl B |H _*Q:[::
copventtpha frethotd-wheret-a—a—kpowh ;arboxy!ic acHd
eriyatiy epr nted py t fiar mul 4) lis reactied
7%3 t%yglcoﬁo g sugﬁ§ ag ne%hng cgﬁﬁl, hyI&?cngl aﬁﬂ{Zj::j
thetTkerorTphenots—psuchr—asphepet—otr—ni-tHophenot—and
73sheibiker o The cpupeund regr exgptiad, by (e flormia (81 /™
in the feaction schene ) lcan [pe al sljo prepared by a Y
copventipna rhod| wherer m a KmowT car boxytic—acti
73def inat i M@ | mepf esentgd by trﬁéfcmgmlalf4) i rqgctedﬂfj[:j
with chlproformc esters such gs nethy o)
chi orof of meff e, pheny[ chj orof ormate gnd the tTRe. —The
730opound| © el esenp ed| By tﬂ{lea[;}q)r maa (3)md N jtdpe | g m
reactionf schene| (1) can pe al so |preparjed by a o]
conventilonal nethod whefei n a Known dar boxyTi ¢l aci[d
738eribati M@ |HepreBentied by tlhe flaterul 4 M) |ils rlgact ed_(/D
with N hydroxysuccini mde, |1- hyldroxybenzotri azol e jand o
the |ike. The clonmpound rlepresentled by it he flormila (1)
739ccoBdi N [t thePrnyviént jn |dan | al Saer daar eldd by —(/\/@
___Lne_ﬂELdod as shown [ in the reaction scheng (5); o
Reaction schene (5) RS FS ORI R4A | RB RO OOR3I R4
RBROO R'AXYNNH+--t RL'TANN' NQ T( HOR2
OR6 R7T RIO RR OR6 R7T RI0O (2) (4) (1) - 25

[ wher ei n,
A have

Ri ’

the sane neanings as in the formula (2),

has the same neanings as in the formula (3)].

reacti on schene (5), the diam ne derivative

Y 4 AN

oy

1. . r

an
Int

R2, R3, R4, R5, R6, R7, R8, R9, R10 and

d Q
he




The amount of condensing agents are 1 to 3

equi val ent s,
based on t he conpound

and preferably 1 to 1.5 equival ents,
represented by the fornula (4).

As the organic solvents in this reaction, the sane
solvents as used in the reaction schenme (1) can be
used. The anpunt of the carboxylic acid derivative
represented by the fornula (4) is 1 to 2 equivalents,
and preferably 1 to 1.2-.eqgigval ents, based on the
am ne derivative represented by the formula (2).
reaction tenperature and the reaction time of the
aboyts &r 9@9' 5sa%mmsarallpelw debyevaried.
Cenera he reaction tenperature is -20 to
200C, preferably O to 100C, and the reaction tinme is
01 to 50 hours, preferably 1 to 15 hours. Th

The

Comg

pou
nd
No.

f or to

&

onpound r|eprgsent €d by] t heg mul a (1) aqcordi ng

Hon 70 18 | TB ol |38 B8P g %Zﬁé’??ﬁmas

t t
A teng (6) ©
“R3 [R4 A5 RI NN [N

S
H

740[

Rz

R
(5)

A RO H ~ N |Q+ Fﬂ AIN. X
R/ R10 RZ 0 Ko Rf{ RO

ANN (o)} (b)
Wl ei o Répr R R34 M: and M@ have tlhe qa
t he {f ornul a and R1, R2,

eani ngs 4 R3,| R4,
e sane nganin s in tlhe fd

> B
=
T4

n

741l

3 gs 3

H hg
(1)

N1
—

nd X [hav rmulla (
ret he (reea ni B hetre |(16) , Hli ani|me damMe/gtH ve
t he If ornul a can be

O
< -
o;? o

r

742f

epr esgnt € prepared as
m ne [deri|vati

eacting t epresenteddby tihe
arBmil g @ 5 ndPm |4l t| H he Hai t h |tMee Kdear] H
sented byl th

r ve r
rieof

e fa

)H A
epr e

7435

nce
dHth

clonpound r rmula{(6) withjor

wi t hout| a |base in tlhe prese of a |netal| redggent

uicBu as| @ rlital kiyd Bt urdl nurfl an dllikeMd thdlg | Ha
a soljvent] Ag

O

38

:

744,

slol vent| or|l in t base|in this rleactli
as used

tlhhe sane bases in [the |reactifon sghemg (1)
ERized.O THE anbimt| Bf |thedd! Qdkes i|dfenot| Me |H
ol e

[

749wh

o
Q
o

D
1

articulanly ﬂinrifed lhey lcan lbe usgd asla s
S

D)

750!

]

752

f
512
t
d

en sdid organlc Hases| had &bn Hised. 7
gital rldagéht [[FPE il r|dhct|i oracanat sdbre |Heagdht S

Used in the rdactidn sdheng €)1) can he used. |The

gmount § of| these mgtal |reaqeye3, af e not partidul ar
e ed.o A t Nei @F gani g ol |verdcdnatt NiEs T ¢actijan,

sane dol Vents as used i n tlhe reactlcn schene [(1)

e useq. —[The [amount—ofTor § epueaented'iy t
orquuld {Q),1§.1,19 4 € ivR?Hjt preferably
lequivaéen@s, llanseq:i o th GWg"tde vat il'ﬁe QJ

Hepresdnt-ad—byi—the forqula () The deactilon

: E‘
enper gt urle and t he reactlcr? 34ﬂ§ of |t he
- dé3drt bedt ERegdti drl canl IRcamatel| §t varifed.| H
fenerallly,i the reactidn tdrfperaturelis -20 tg 20QC,

preferably 0 to 100C, and the reaction tine is 0.01

to 50 hours, preferably 0.1 to 15 hours. The conpound

represented by the fornmula (1) according to the

i nvention can be al so prepared by the nethod as shown

in the reaction schene (7): Reaction schene (7) H 15R8

" ROOR1 RB Rat OHRL ~R3 Rd R5 R8 : RO~ NN N NQ+ 'A

N-"ANNQ R6 RT RIO R RZ R RT RLO (5) (7) (1)

[wherein, R5, R6, R7, R8, R9, R10 and Q have the sane

nmeanings as in the fornula (5) and Rl, R2, R3, R4 and

A have the sanme neanings as in the fornula (7)]. - 28

In the reaction schene (7), the diam ne derivative

represented by the fornmula (1) can be prepared by

reacting the ami ne derivative represented by the
formula (5) and a salt thereof with a known
carboxylic acid derivative represented by the fornula

(7) without a solvent or in a solvent. As the

condensi ng agent in this reaction, N N -

di cycl ohexyl car bodi i m de,

1,1 - carbonyl bi s- IFLlﬂ]dazoIe 1-
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the conpound represented by the formula (7). As the
organic solvent in this reaction, the sane solvents
as used in the reaction schenme (1) can be used. The
anmount of carboxylic acid derivative represented by
the formula (7) is 1 to 2 equivalents, and preferably
1to 1.2 equivalents, based on the am ne derivative
represented by the forrmula (5). The reaction
tenperature and the reactionedi ae of the
above-descri bed reaction can be wi dely vari ed.
Cenerally, the reaction tenperature is -20 to 200C,
pr efcpipriing 0(34) dP0kormatat () reactivpetime is 0.01
to 50 hours, preferably 0.1 to 15 hours. 29 The

compound represented by the formula (1) according to
the invention can he al anrppnrpd by the t had_as

po
nd
No

CoBHown iin tlhe rleactijon dchere (8): Redcti o schene (8)

AN W87 4B P a0 5 o B9 {04 ()"

(1) [wheraein, R3, R4, R5, R6, R7, R10 jand

Qlhave tlhe sane neanlncs ag 1 nfthe fornull (8) and Rl

76an&tA hawe |tthe | isang HregrH ndd as iipr t hel formul a | 9) ] —
S

I the rleadtiord schanme (|8), [t he|di ami ne deri vat]i ve

rgpresented by {the flormjla ((1) ¢an be|prepared|as y y

762dadti ng G hél ariikr deti Vat i el r eprbesentied By t hed —<

f rmulal(8) and a dalt [therleof |with tthe known S

gnmpounds rlepregsentgd by the formula{(9) wWth

N
76\?Mtlﬁ’dht ® hdke ViiBhqut 4 Kol|Went idr i|d a qc!dvérlut As~

t He basas iln tHis rdactilon lthe |same baseslas used| inS

76

4 e uded _ds alsolvent iwhen said nrganir S
ts s had. been |used. anic solvents in thils N
(Ko dare X
I

t e reaqgti on sghene {(1) {can |be ysed. The anpount of N

friedy npasedl i 4 st |phrtitoul|dr | y UPtni q&d, amd qie | —<

e
76 t5 on), S éﬁ%s d$&d | tt]aHreaé%i(nf"<;
hcnc Hteantbe—tded— Thd an#u.t 01 thecorpound
gpresented by flor mil.a. ( |slt(4eqivcilents,N
7sgr§%fefeorak})’f) ].lrber %[ec@cvalg%nt §‘,Pr- 38 bafed|&hn /S
ditam e rderttvati-verrepresentred—hy—therfermt-a—{S)-
76:}'re_LPrrea3.id' oy t enper atr g Bazndﬂéhéi@ act Lon tz{ of the N
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meratty, theTeactiot nperature—+s—20—to6'26
preferably 0 to 100C, and the reaction tine. is 0.01
to 50 hours, preferably 0.1 to 15 hours. The di am ne
derivative represented by the fornmula (8) 1in the
reacti on schene (8) and a salt thereof can be

prepared by the nethod as shown in the reaction schene
(9): Reaction schenme (9) ~R3 R4 R5SR8 RO 0 R3 R4 R5 RS
ROORL"ANN_N- HNNAQ R2 0 R6 R7T RIO RZ 0 R6 R7
R1I0O t1) (8) [wherein, R2, R3, R4, R5, R6, R7, R8, R9,
R10 and Q have the sane nmeanings as in the formula
(8), A has the sanme neaning as in the fornula (9),
and R1L is a t-butyl group or a benzyl group which may
be substituted]. In the reaction schenme (9), the

di am ne derivative represented by the fornula (8) can
be prepared by reacting the diam ne derivative
represented by the fornmula (1) with acids, or by
hydrogenation. As the acids in this case, hydrochloric
acid, hydrobromic acid, sulfuric acid, nitric acid,
acetic acid,trifluoroacetic acid and the |Iike can be
used. The - 31 anmount of these acids is not
particularly limted, 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 schene (9) the
same solvents as used in the process in the reaction
schene (1) can be used The reactlon tenperature and




wherein the correspondi ng al cohols were reacted with
phosgenes such as phosgene, triphosgene and the |ike,
and chloroformc esters such as phenyl chl orof or mat e
and the Ilike; and the |ike. The diam ne derivative
represented by the fornula (1) contains asynmmetric
carbon dependi ng on the kinds of substituents, and
may exi st as an optical isoner, a diastereoisoner, a
racemate or a mxture therpgf 4n any proportions. The
I nvention enbraces such isonmers and - 32 - mxtures
thereof in arbitrary proportion. The term "fungici de"
A HPRANET @) Tf SFSrhPL 4N BISH Tad &y combats
m croorgani sns (pat hogens) such as bacteria, fungi,
viruses and the like, which are pathogens, including
_for exanple, industrial fungicides for the asepsis-the

Comg¢ontrol of fumgi, agric¢ultural|{and hprticultufal

pou flungi ci| des i cal, dilsi-nt gct fuhgi,ci fleg aRd {he
nd I#@e. T%e g@a '%e gériégtiggs g? thagpnvagﬁino have 0
No. Yery remankablle coptroli effect{ as agricultural and

mortrcult rr al [Tungifci des. he agricuftural and
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carbon tetrachl oride, chloroform dichloroethane and
the |I|ike; ketones such as acetone, nethyl ethyl ketone
and the |I|ike; ethers such as dioxane,

tetrahydrofuran, - 38 diethyl eneglycol dinethylether
and the like; alcohols such as nethanol, ethanol,
propanol , ethyl eneglycol and the |ike;

di met hyl f or mam de, di net hyl sul f oxi de, and water; and
the like. To further incriegsse the effect of the
conmpound according to the invention, the conpound nmay
e _us alone aor in conbipation wth the auxjliary

791

agent s| as| desgri bd| be| ow, [ dependi ngl on the pur po e, s
coREi defi P t hePFor Hul plli opi of 1¥he [pf epaytht i Phs aﬁdi;l:j
I he |

he surface to he qppl ed and the | e

adj uvants, for the purpose of enul sifying,

di spersing, spreading, wetting, binding, stabilization
and the like, include, for exanple, an anionic
surfactant such as lignin sulfonate,

al kyl benzenesul fonate, al kyl sulfate,

pol yoxyal kyl eneal kyl sul fonate, pol yoxyal kyl ene al kyl
phosphate and the like; a non-ionic surfactant such as
pol yoxyal kyl eneal kyl et her, pol yoxyal kyl eneal kyl aryl

et her, pol yoxyal kyl eneal kyl am ne,

pol yoxyal kyl eneal kyl am de,

pol yoxyal kyl eneal kyl t hi oet her, pol yoxyal kyl ene
aliphatic ester, glycerin fatty acid ester, sorbitan
fatty acid ester, polyoxyal kyl enesorbitan fatty acid
ester, pol yoxypropyl enepol yoxyet hyl ene bl ock pol ymer
and the like; a lubricant such as cal cium stearate,
wax and the like; a stabilizer such as isopropyl

hydr odi ene phosphate and the |ike; nethylcellul ose,
car boxynet hyl cellul ose, casein and - 39 arabic gum
and the |ike. However, the conponents are not |imted

to those as nentioned above. The active conponents of
t he conpounds according to the invention are
generally used in an anmount of 0.5 to 20% by wei ght
as powders, 5 to 50% by wei ght as emul sions, 10 to
90% by wei ght as wettable powders, 0.1 to 20% by

wei ght as granules, and 10 to 90% by wei ght as
flowabl e fornmul ations. The carriers for each

fornmul ation are generally used in an anmount of 60 to
99% by wei ght as powders, 40 to 95% by wei ght as

emul sions, 10 to 90% by wei ght as wettabl e powders,
80 to 99% by wei ght as granules, and 10 to 90% by

wei ght as flowable formul ations. The auxiliary agents
are generally wused in an anmpbunt of 0.1 to 20% by

wei ght as powders, 1 to 20% by wei ght as enul si ons,
0.1 to 20% by weight as wettable powders, 0.1 to 20%
by wei ght as granules, and 0.1 to 20% by weight as
fl owabl e formul ati ons. Wien the conmpounds of the
invention are used wth at |east one selected from
ot her fungicides and/or pesticides, the conpounds of
the invention and at | east one selected from other
fungi ci des and/or pesticides may be in the conbined
conposition form or both the conpounds of the
invention and at | east one sel ected from ot her

fungi cides and/or pesticides are m xed to use

si mul taneously upon treatnent of the agricultura
agents. - 40 - EXAMPLES Herei nbel ow, the invention
will be illustrated with reference to the follow ng
Exanpl es and Test Exanples. Exanple 1

N-[ 1, 1-di et hyl - 2-[ (4- met hyl benzoyl ) am no] et hyl ][ ( 1-
nmet hyl et hyl oxycar bonyl ) am no] acet am de [ conpound No.
14] To a solution of 2-[(1

nmet hyl et hyl oxycar bonyl ) am no] acetic acid (0.24 g, 1.49
mmol) in THE (3 m) was added

o . ' s 1 I o N N o A — A I B % o,




met hyl benzoyl ) am no] et hyl ] propyl ]12-(S)-[ (1, 1-

di net hyl et hyl oxycar bonyl ) am no] val eram de (conpound
No. 40) To a solution of 2-(S)-[(I,!I-

di met hyl et hyl oxycar bonyl ) am no]val eric acid (2.54 g,
11.69 mmol) in dichloromethane (50 mM) was added

1,1 -carbonyl bis- 1Him dazole (1.90 g, 11.72 mmol) at
roomtenperature and the mxture was stirred for 1
hour. To the reaction soLu?'@n_mere added

N-[ 2-(S)-am no- 3-net hyl buty % 4- met hyl benzam de
hydrochloride (2.00 g, 7.79 mmol) and triethylam ne
(0. 6 and then the
oy e TR0k Bo-hged | Emeh S Eert 15 hours,
The reactlon solution was washed sequentially with a
5% aqueous citric acid solution, a saturated saline

Comqgl uti o
posql
nd dr]i
No S§

) a saturat

ed g

quequs

tior
o\
It was

argﬁﬁy

ét
| ter

tu
ouy
ed an

I'Fé':llng

d th

i

en

(N Q)

q
g

t he

sodi um

ol ut
| f af
filtrd

1t e
Iran

bi carlbon
iqQn and t
@. Trég%r

At e waqs

@ g4qni c

C
792"
gl

ncentr

uds- pr
ve 2. 86

fi
atgad U
Qe V]

QﬁL
of t

oiSp Y\l

ed
gt
d pr

eauo
shed

sireg

der r

he deg

y di

eSS

odud

ure.
199D ¢
t as 4

The

esut

pther

6
e sq

H O
l'id

Dy |
L Whi

1Ty

(yrerd

798¥
d

tirpd be
met hyl

m
rzqlan 4
et hyl oX

Xarnpl

e S

et h
onyl

N-T
W11

) ar

il O
ycar b

i No|J

Z-met Nyl =1[=
THOPY

lip3- ( $
- 2- ph

ST
b [ (141

lenyl |acet

(g
794

(4.93 g

onpour
nesthy |

d [No.
€t B 20X
J  11. 64

sol U

yicer Qany | |)rm
mol| ) i|n di

60) To a

t1 o6
noj 2
chl ¢

of 2
-ipren)

romet |

(S)-1(1,:
[H acetgam
hane

50 m)

added 1,
798MHY at

fgr 1

hqur .

1'-| car
g qam
To

bonhyl bi §- 1H

tepwpdriat Urie gnd t

the {readti or

sol

i mdazol e

he i
uti1 on

(1.9

tgur e [was
wer e |addd

g,

N

798)drgc
(Q.87 ¢

[ 2-(S)
hl

-am no-
Qi
| 8.160

il

3- ety qury!

% 79

at r oom

-

ety

) gand

er at ui

oenZarmi

#rlegpyl
e and

nfnr

mrxtore
he
193}

salutio

eag
queg

WA 3

ey

1

%Wa?ﬂﬂ’f

gqued

IICU

i

t ur atle

At
CI ut UI

}.
d ,seque
| & Tsa

aodi um

O

nti al
& at ¢
bi canbonat e

gy VMth
salf ne

sglutio
798
salt wa

itd¥ oy

I

sat U
drBaug
ed ar

d sal i ne sol ut
H padhesi

$BIf a
filtr

i on and f
& Thé i ndrg

te was

concent

799"
gl
Leld

gde piodug
ve 3.06 ¢ of

I
I

13 LN

Exanpl

ed
§ped W 1

der 1

the d

e 4! N

pressure.
dl&
ed produc

2-

as
bt hy| -

The i
gprJHyI e

tin

8‘|ti

esul
hel
e $
(S) [(4-

wh

Mj’fF

\

met hyl bg

g8oali npirhy

yI

(P

I et hwl o)

)acet&n1de ( Conpound INo.

e

anzo&l)anino]

¥&ar benyl jam

69)

met iyl ] pr opy

RO 1

To a so

1] 2-
ng:t el

RS)-| (1,1 -
Pahyjhofjhan

43 -

ik

(A
dlnethy
801/ iBuet
met hyl b

I X =7
Iethylo
1© adid
Jtyl] 41

ycar ponyl

(iPr44 Hg,

met hyl benzamni

) am

noj

B 8THMDPLPr N

de

2-(tef

nydr oc

VA o W Al

uti on of
r ahydr of
H2- (Bh-a
ride (

Ir an
Tﬁno
L. 26

4 69 I
clo

8°%|
g

Por Ref

UDEE
hexyl call

;lﬁnﬂ)

frydro

Hang¢ 1P%0

ysugcin
mde (1
M) |Has

room t

bodi i

at

enpé

III U

30

e~ (U0

J,

iE
6. 35 nol
HddedPrri pHhyl aHin
rature angd the

[a'a s =)
mrro

% 2
- Q@
S5 d®

éi

:H( 0

m x{ure

59

stlrred

resulting crystal
and the filtrate

filtrat

reduced pressure.
col um chr omat ogr aphy (n-
1:1) to give 1.23 g of the desired product
as a white solid (yield 560).

by sili
acet ate

a
i on,

ca gel

room tenperatur

of

The result

N-[2-methyl -1-(S)-[[(4-
met hyl benzoyl ) am no] et hyl ] propyl] 2-(S)-[(2-
nethylpropyloxycarbonyl)an1no]
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a 2 N aqueous sodi um hydroxi de sol ution and water' and
dried over anhydrous nagnesi um sul fate. The inorganic
salt was filtered and then the filtrate was
concentrated under reduced pressure. The resulting
crude product was washed wth diisopropyl ether to
give 0.20 g of the desired product as a white solid
(yield 43% . Exanple 6 N-{2--nethyl-1- (S) - [ [ (2-
nmet hyl benzoyl ) am no] net hylll§& epyl ] 3-nmethyl -2-(S)-[(1-
nmet hyl et hyl oxycar bonyl ) am no] but yram de ( Conpound No.
143) To a solution of 3-nethyl-2-(S)-[(1-
mebhybahly | (@eycafb emmuan na))buty mablacild (0.51 g,
2.49 mol) in tetrahydrofuran (5 m) was added

1, 1" -carbonyl bi s- 1FL|n1dazoIe (0.40 g, 2.49 mmol)
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pressure and the residue was di ssolvled in} ethyl °
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acetatp (RO nl) and washed sefuentipl |y W thia 5P y NO,
hdBeousOc Hri:lBCiHH spHut | Bn, | BPsat Ui at egH aq %ous-*(j::r
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5ol uti pn and then driefd over pnhydrpus spdi um NO,
s4BRat pO THe | #BFgaRi c|Bal tHwasiFFl tEgfed | Bnd ﬂhen'ﬁﬁai:r

Lltrate was concehtrated lundek reduced resksurel The

resul t| ng| crugde_product. was._washed with diisppropyl NO,
tREr |8 gﬁve ?§5 § of Bt hetdestFed ¥ odulch a%ﬁa ’*CJ::T
white 5ol el d 6@%Lr—E%aanQ 7

\

-

yl

L a or ar-bpayH-ar-pel de—{{Corpeund
o 0

Tg%kylé?h 0X

809

d
2-neth S) + [ (8- . Osch,
EE hylbé gg ;E% nofimet Hyl | Br opdF¥ 3-%ethyW-2-%S)-rﬁ;I:T “
T U l’l)”l s.tll Ir nﬁrlﬂ Ay } ] bﬁ't_y-Fa'm de { P yhd ‘IIS\I]C
Ut Lon| of Bznmethyl F2s(S)Ff (1- Och,
ﬁ y%grbaﬁyl %nin%]bu %ic cid %0.5% g,_<:I:T -
. 40 LLLLY} \ i I L = (5
i

lf) s—added
l-g'-caébogylog§-l dazple | (P41 g, 2. 53 I O-ch,
réoﬁwtenperatureran he niﬁture a@s Igstirp?ed or I%EE:T

810

n
_ t

NOUTS. [ To| Thel TeaclionsotutT Wer g addad
th

Ne B2- (RS) Fami hop3- gt hiylbut tlhy! bengzanj ge / O-ch,
nydr ochl oyi de| (0. 64 g, g.4 Hnn%fgﬂgng¥trl2%h3ﬁ§n1ng§;ﬁ:r

811

0.29 g, } 46 Z. 8} mmpl’) Pt rjoom tgnper at ur g, a the

NEXt ureowes stipsefy atHrobm1teﬂp§ratmre fipr |42 h uLétI::r
The re@act) on pol ut)j on"was | wasjhed sequentfial lfy wifth a

812

b% aqueous cifric pcid solutidn, a [saturfated salf ne

soPutijod, | B 1f NeaqueousH sodi u ;n%dronide }solulldn-aﬁq1::r
a saturatled splinel solution and drigd over anhydrijous O

813

fH|ty8Pe Was [cldncleht rlatkd Urier [reduced

magnes|i un sul fate.| The| i nor gani ¢ salft was ‘Tiltered,/ cl
and| the resulting residue was puriflied by ©O ::

814

il el cpl umj chronatijogr gphy (n-hexgne: gt hyl Cl
aERg atleCq H: 1)iko | Bi vigH 0.6 ¢ idAr t Hed des|itt ed Hr odae(j@/
itle solid (yiel 62% .| Exangle 8 0

815

N—[l-(S)%[[(Z-chlorobenzoyl)an1no]nEthyI]-Z- H,C
h

niet hyl o ody! 1| Bprethyl FR- (|- [|({lPr | H H |H /
et hyl jet onxycarbbnyI) anmi no]{but yr gm de |( Conpound

I96) To a solution of 3-nethyl=2=(Sj-{(1-
nmet hyl et hyl oxycar bonyl ) am no] butyric acid (0.30 g,
1.58 mol) in dichloronmethane (10 nl) was added N
nmet hyl nor pholine (0.17 m,1.58 nmol) at -15C, and to
the m xture was added

2- et hyl propyl oxycar bonyl chloride (0.22 m, 1.73
nmol ) at the sanme tenperature. After stirring for 5
m nutes, to the reaction solution were added a
solutlon of N—[2 (S) an1no 3 nethylbutyl]




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- hydr oxysucci ni m de (0.33 g, 2.88 nmol),

di cycl ohexyl carbodiimde (0.60 g, 2.88 mmpl) in
di chl oronet hane (20 m ) was added triethylam ne (0.

27

g, 2.70 mmol) at roonltenpe£€%ule and the m xture was
stirred at roomtenperatur verni ght. The resulting
precipitate of dicycl ohexylurea was filtered, and
concentrated under_reduced pressure, and_the

r e SOMPIRNGSF e HueP B P 1 7 i &d) by -Talglest|jca gel

col uim chr omat ogr aphy (n-hexane: ethyl acetate = 1:1).
The resulting crude product was washed with

Coll[T SOPr ¢pyT etfier T¢ grye 0]36 ¢ of the dejired

polproduct as|a white|solild (yield 46% | Exanple|&q

nq \H 8- et By || R2- (RB- [ (&g Ryl Bénz 8yl ) amRlo] b&Oy | 1,34 Q

N nvthyl-2-(S)-[q2-nethyIprop;lox;carbonyl)a 1 nojJ but yram

°1de CoHrpoureNe—A+H1{ar
NH [ 3-methylf-2- (R) - [ (4- mgt hyl benz:q)él )alt'i noj but yl ]H 21 M

816 $)iPani N6 3Het By YH r aki deBA $81Pdt i o of /
[3-nethyl-2- (R - [I (44 nethyl benzoyl) am no] buit vl o
24(S)-[ (benzyl gxycarfbonyl ) ai no]- 3- mgt hyl but yram deH,G

811 Camound Ne. 22Gr 003 |g 2105 |awel ) | u 109@pal kadi u%
on carbon (0.14 g, 15% by weight), concenfrat ¢d o
'nyu'roc'gi OHIC drid 3 iﬂéﬂﬁ['dnoi 50" PH) WS H,

tli.rye q e Igfele atmogphene at 40C f ¢r 5?lours.

Blérré" rueaqtégr?{was . J‘rggg vmﬁ{rﬁ 'tr&&gni d thé cafal yst<
wds __ red Celilte fliltdatidn The filtrate was ©
cancentnated uJnder [redyced|pressure, [and the

819¢qt ti N® resi JuPmaH dil—lssculﬂvediipr_t a|Z N hwydroghl ¢ri cy
agi d solfutifon and washed wifth dichl ofonet hane.| The
agueousH-ayer—Was—adiusted—{o—pHi2 wi--h—sodi-uin racemate
hydroxi de and tlhen éxtrdcted wi{h di ¢hl or ¢net hane.

820 hd Par gai ﬁ H ayedrPrmadi vvilssmedﬁvvi HpPa 2|N aqueoys 0
sq@di um hyd oxi de sollutidn awd then drijed oyer 4 49 r £
atthydrots—raghestumsuHrater—Fhe—t+-nRor-gan-ersal-—was acemate
fijltered and the filltrate m@s concent fat ed|under _*(iI:]

821 ¢dBoed Qi élssyriPrt g Hyi yél 0|67 ¢iffr t hé&l desHr edH o
product [as|a yel |l ow| oilly substance (yiel d|{87%. (b)racemate
N3 ethyl=—2=(R =1 (d-TnethytrbenzoyH)amnoiut-yi—3-
mgt hyl -2-($) - [ Z-nethylprop)loxjcarbonyl)ahino]butdrju(jI::]

822 & By CoMpglind |NET 2H4) |To aHsol| éfiron | &f H |H 0
NH[ 3- netthylj- 2- (R) - [ (4- WEth)IbeMZoyI)gnino]but%l] racemate
Z9(S)-am no- 3- et nytfbutyramide [(0-277g, 0776 mot

g2andttri gohylmamne A 0.09 (g, 0491 |gwRl ) |ign H H _4f:[:j
diichl or orret hang (30 |m ) |was |addeéd dropw se|2- S
nﬁthylpropiloxycarbcny[(hlorlde (0. IZ279, Of84 I

824nder ijoeq¢oolliirrg, |and |Hhe |m X1 ype wWag Stigredyat _<f:[:j
room tenpedatule for 5|houfs. The reaction so%Z?ion S
was washed|sequentially| wth aj5% aqyieous|{citiic acrid

825 ¢liBui onO aHsat uPat edl salli n¢H soLi@ti ond a 2HN queous{f:[:j
_sodi um hydioxi de solluti gn and a| satufated]saline S
sol ution amd then dri ed|ovef anhydrou$ magnesium

32§w¢B@te.0L$§indﬁganﬂb $&l t |Was |fiPlct ef @8d and t he —4f:I:]

itltrate concentirat éd umder [reduced préssute. The S

resul ting crude product was washed wi th n-hexane
di i sopropyl ether to give 0.08 g of the desired
product as a white solid (yield 25% . Exanple 11

N-[ 3-net hyl - 2- (R) - [ (4- net hyl benzoyl ) am no] butyl ] 2-

50 -
(Conpound No. 276) (a) N [3-nethyl-2- (R [

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

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

AN ™ A I Y

(1,

T T I

. and

()

[ (benzyl oxycar bonyl ) am no] - 3- net hyl but yram de

1-




give 2.51 g of the desired product as a white solid
(yield 47% . (b) N [2- (R -am no-3-nethylbutyl] 2-
(S) - [(benzyl oxycarbonyl)am no] - 3=net hyl but yr am de
To a solution of NN[3-nethyl-2-(R-[(1,1 - 51 -

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

[ (benzyl oxycar bonyl ) am no] - 3- et hyl but yram de (2.50 g,
5.74 mol) in ethyl acetate (30 m) was added a 4 N
hydrochloric acid ethyl ace®ate solution (30 ml) at
roomtenperature and the mxture was stirred for 5
hours. The reaction solutio s extracted with

er, and [aqueous |fayer| wag waghed wijth t hyl Y
823cekat e. | G\n| BiquieDRs ||y erH wesH agjilbst ed Ho gl 12 Hu thh™
sodi um hlydroxi de and| ext|ractled wi th di|chl orfonretlhang. H

The  organi ¢ Tayer was washed with a 2 N aqueous
sodi um hydroxi de solution and dried over anhydrous
magnesi um sul fate. The inorganic salt was filtered
and the filtrate was concentrated under reduced
pressure to give 1.83 g of the desired product as a
yellow solid (yield 86%. (c)

N-[ 3- net hyl - 2- (R) - [ (4- net hyl benzoyl ) am no] butyl ] 2-
(S)-[ (benzyl oxycar bonyl ) am no] - 3- net hyl but yram de
(Conpound No. 276) To a solution of

N-[ 2-(R)-am no- 3-net hyl butyl] 2-(S)-

[ (benzyl oxycar bonyl ) am no] - 3- net hyl butyram de (1.80 g,
5.37 mmol) and triethylamne (0.61 g, 5.91 nmmol) in
di chl oronet hane (50 m) was added dropw se a solution
of 4- methyl benzoyl chloride (0.91 g, 5.91 mmol) in

di chl oronmet hane (10 m ) under ice-cooling. The
reaction solution was stirred at roomtenperature for
2 hours and then washed with water. The organic |ayer
was dried over saturated magnesium sulfate and then
inorganic salt was renoved by filtration, 52 and the
filtrate was concentrated under reduced pressure and
the resulting crude product was crystallized 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-net hyl benzoyl ) am no] but yl ]
2-(S)- [(benzyl oxycarbonyl)am no] - 3- et hyl but yram de
(Conmpound 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- net hyl butyram de To a

sol ution of 2-(S)-[(benzyl oxycarbonyl)am no] - 3-

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

di chl oronmet 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 hydr oxi de solution and a saturated saline
solution and then dried over anhydrous mnagnhesi 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

-am no- 3-net hyl butyl ] 2- (S) -

[ (benzyl oxycar bonyl ) am no] - 3- et hyl butyram de To a
solution of 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- net hyl butyram de (2.73 g,

Y 1 R . I Y T




mol ) in dichloronmethane (50 mM) was added

1,1 -carbonylbis - 54 1Him dazole (1.19 g, 7.33
nol ) at roomtenperature, and the m xture was
stirred for 2 hours. To the reaction solution was
added N-[2-(S)-am no-3-nethyl butyl] 2-(S)-

[ (benzyl oxycar bonyl ) am no] - 3- net hyl but yram de (1.89 g,
5.64 mol), and the reaction solution was stirred at
room tenperature for 5 hoursgg Fhe reaction sol ution
was washed sequentially wth a 5% aqueous citric acid
solution, a saturated saline solution, a 2 N aqueous
sodicubRYALOXieds FOIRE AR AN )2 iSAIIYRILA sal i ne
solution and then dried over anhydrous magnesi um

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

Comesul ting crudelprodiict was Wwashed w th di|sopfopyl

rahi T8 sof fe yzilgﬁ[é 5’4354.‘%3&1%?!% A

Nenmet hyl -F- (S) (4-
mef hyT benzoyTl) af no] et hyT [butyT |~ 3-mef hyT - Z-(S) -
gdd Mephyl oxycar bonyl,) api nolbut yr am; de ({gnpoypd .
306) To & sol ution of N[%‘-(.; -metEyI- 2(s) F[(ﬁ;i
fret-hyt-benzoyamnrotwethyH-butyr—2(S—arm-po—3
t hyl butyram de¢ hydqochlfori de (0.50 g| 1.3b D
821 ¢ABYr ot héne (11% ) wad agifled| 1Pr “|H H L
nmet hyl oxycarbonyl chl oride (0.15/g9, 1.59 mmpl) and

triethylamne (0.36 ¢, 3/56 pmol) at foom
I@ppeuvat yoe| Hand itle | 1 X4 er e| was| sPierr pH at | HOOH-
tenperature|for |12 hours| The repction| sol ufion|was

Ot

8§pi Bii on] qa| ysat ypat ed sali ngysol yplon| La 1 N apyeop
SO /8r ' ' 15 a a’f’ed i he

washed §equentfalTy[wih a p% agueous| citrfc agrd

_
3] S
~2Z27X
IZN |2 (227
| @]

1 um h pxi dg¢ solutipn a satur sal i ne
setut-ertant—then—d-ed—pver—an ghesi Um s
sulfate. | The inprganic salt hvas filtered and then [hey

833 | LPat e| RastconéBnt { Bt efHunpBr | Bduced predsufB. [They

resul ting crude|product fwas Wwashed with dijsopfopy] HC

834h| iBusO| 0d| Ayi phdr6689 . | Exappl €| 48 |y Ho|g

ether to|giye 0{35 g|of the desired product]| as|a _(D
N-[1-(S)t[[[bengofuran-2;carbony|)am no] methyl ]t N

VAN 2\ VA |

e Jp. R "
8%? QQ{-‘\% D{gl( ppam dg ( pynd) No. iP6191) Jo a F?Ol g
di t h

3 P=Y (H ah .l Il Ayl
I Z2F(S)-1T UL t—ch |ct||y|ct||y|u1\y\, 00

hytpr

1, 1-
t hyl

2.
836 1Et car bonyHbi siPtH Hmi d&zo| B

vl oxlycar hpnyl ) ani oquoi oni c_aclid (0. 46| dkC
A4 mmpl )| in di chl pronethane (20 m )| was |added
(

Oi 2O g,H2.44HnnPh)
and the m xturel was | stifred at room tlenperjaturje f

30 m nutles.| To fhe reactyon [ soljution gded

e |So
a1t

[ ] Was N
839 [ 2p£ S) F@nimo- Bs pet hy ! but yl | benz rgqny; 2-|car boxani de¢
2 S) @ mo- 3 Bt Pyl LRy liperizagy i | deC@

(0. 50 g,| 2.102 mmol ) was stir|red |over ni
wWas—corcentrated Lmﬁﬂer reduced—aressur

Lesul ting. riesi due_was, dissollved in ethHyl adetatle (20 N
B3RS e Rt j i1 b i —

wiltth d 3% adukoud i tfrH ¢

i wa selqueht
56 | a slaturjat ed aquedus sddi um H

aclid-sollutijon |-

ijlcarbonat e solfution, water |and la satluratdd sali ne

bi , N
839q| LRy oq @ndi t herPdrfied [dver| lanhyidroug H magnesijum | —< D

sul fate.| THe inorganic salt (was |filterled arjd tHen {thel

filltratg wgds cdncentjrat gd under |reducqgd prgssure. —fhe

. L S
g4aoestl ti N dripde pyodugt S sh t/h, di i|sppriqpy! i
ether tg dive |0.59 g of V)?he\q%eﬁiq‘??e%m pp{oduc?Pasq'g N

al A Z00A l:v:.mn! e 15

WITTC 30T (y{C|u 1To7g-= =Xt
N-[1-(S)-[[(benzofuran-2-carbonyl)anm no] net hyl ] - 2-

met hyl propyl] 2-(S)-[(1 nethyl et hyl oxycar bonyl)

am no] pr opi onam de (Conpound No. 599) (a) N [ 1- (9
- [ [ (benzof uran-2-carbonyl) am no] nethyl] -2-

met hyl propyl 2-(S)-am nopropi onam de To a sol ution of
N[I1-(S)-[[(benzofuran-2- '

- L I 1 1 T T Y B 1 ~ 7 ~\ r /7 A A




met hyl propyl] 2-(S)-[ (!l

nmet hyl et hyl oxycar bonyl ) am no] pr opi onam de ( Conpound
No. 599) To a solution of N-[I-(S)-[[(benzofuran-2-
car bonyl ) am no] net hyl ] - 2- net hyl propyl 2-(S)-

am nopropi onam de (0.23 g, 0.72 mml) in

di chl oronethane (5 m) was added

1- met hyl et hyl oxycar bonyl chl oride (0.10 g, 0.79 mol).
To the reaction sol ution wak6@added dropwi se a

solution of triethylamne (0.08 g, 0.79 mmol) in
dichlor ane (1 r‘d\ and the mxture was stirred at

rgom tenperatw(e f?r 2|houfs. The reactioh solutibn Sw
41lvad Pwashed | Hseqa&mt il &l | yHBwi {H al 3%xaqpBous| Hi t [ Hc acL%£:§,N
s¢lutiof and water |and|thep dr{ed over anhydr pus

magnesi um sul fate. The 1 norganic salt was tiltered
and the filtrate was concentrated under reduced
pressure. The resulting crude product was purified by
silica gel columm chromatography (n- hexane: et hyl
acetate = 1:1) to give 0.28g of the desired product
as a white solid (yield 969%9. Exanple 16 N [1- (S -

[ [ (benzofuran-2-carbonyl) amno jnmethyl J -2-

met hyl propyl ]

2-[(1, 1-di net 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, 1-

di met hyl et hyl oxycar bonyl ) am no] - 2- net hyl pr opi oni c aC|d
(2.80 g, 13.78 mmol),

N-[ 2-(S)-am no- 3- net hyl but yl ] benzof uran-2- carboxam de
(2.26 g, 9.18 mml) and N hydroxysuccinimde (1.69 g,
14.69 mol ) in dichloronethane (50 m)was added

di cycl ohexyl carbodii mde (DCC. 3.03 g, 14.69 mmol) and
triethylamne (1.39 g, 13.78 mmol ). The m xture was
stirred overnight. The resulting crystal of

di cycl ohexylurea was renoved by filtration and then
the filtrate was washed sequentially with a 5%
aqueous citric acid solution, a saturated aqueous
sodi um bi car bonate solution and water and dried over
anhydr ous magnesi um sul fate. The inorganic salt was
filtered and the filtrate was concentrated under
reduced pressure. The resulting crude product was
purified by silica gel columm chromatography
(n-hexane: ethyl acetate = 1:1) to give 3.39 g of the
desired product as a white solid (yield 86% . Exanple
17 N[ 2-(RS)-[[ (benzof uran-2-carbonyl) am no]- 1-
methyl]Jethyl] [3-nmethyl-2-(S)-[ N (1, 1-

di met hyl et hyl oxycar bonyl ) am no] ] but yr am de ( Conpound
No. 649) To a solution of 3-nethyl-2-(S)-[(1,1 - 59 -
di met hyl et hyl oxycar bonyl ) am no] butyric acid (0.55 g,
2.55 mmol) in dichloronethane (50 m) was added

1,1 -carbonyl bis- 1Him dazole (0.41 g, 2.55 mmol),
and the mxture was stirred at roomtenperature for 1
hour. To the reaction solution was added

N-[ 2- (RS) - am nopr opyl ] benzof uran- 2- car boxamn de
hydrochl oride (0.50 g, 1.96 mmol ), im dazole (0.44 g,
6.47 mol ), and the m xture was stirred at room
tenperature for 5 hours. The reaction solution was
washed sequentially with a 5% aqueous citric acid
solution, a saturated saline solution, a saturated
aqueous sodium bicarbonate solution and a saturated
saline solution and then dried over anhydrous
magnesi um sul fate. The inorganic salt was filtered
and the filtrate was concentrated under reduced
pressure. The resulting crude product was washed wth
a m xed solution of diisopropyl ether and n-hexane to
give 0.60 g of the desired product as a white crystal
(yleld 73% . Exanple 18
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concentrated under reduced pressure. The resulting
crude product was washed with a m xed sol uti on of

di i sopropyl ether and n-hexane to give 3.60 g of the
desired product as a light yellow crystal (yield
74% . Exanple 19 N-[[2-(S)-[(benzofuran-2-carbonyl)
am noj - 3-

met hyl ] butyl ] [2-(S)-[ (] -nethyl et hyl oxycarbonyl)ani no] -
3- nethyl ] butyramni de (Conpodr® No. 672) (a)

N-[ 3-net hyl -2-(S) -[ (benzof uran- 2-

carbonyl)am no] butyl] 2-(S)-am no-3-net hyl butyram de
A sobmpbandof( 6/H [ fmdtdryiulz ((3))- [irbaddfairian- 2-

car bonyl ) am no] but yl ]

2 (S) [(benzyl oxycar bonyl )am no] 3 net hyI butyr am de

Corpotr—No—86,—3—#07 O9—mot 0% pattadium
C car bop (3. 51 15% by we ght) and fonceptra ﬁ? 51
PHydrochl pai grac pl3(3 R4) | RB [REhARDI (FR8M ) R9aS Q

ndtjrred |unger hydrogen ht nogphefe at f#0C for 5 Rout s.
Nohe reactor! was purged Withinitfogen and then

catal yst {was refroved| by|Celite filtration.|The S\”
842 | tpat e| pasHcondemt &t edHungdr | i@duceH preBsuf 8 awd_G
the resulting residue was di $solved iny a 2|N

ny frochtori¢ acijd solfuti on hnd Wwashed|{w th S

r oigt hane| Bueo’s iﬂye'-p@s agj ustgd tg pH 1
8% Iil'\ll/'.‘inglt hrgojlﬁum ﬁegr oﬁ%i deHa i ext rlact eE with
di-¢hl-oretret-haner—The—organ-¢t—ayer—was—washed—wthta N
N aqueous | sodilu dr ¢xi de SO ion}and i efl,over /:©\
8%?1!194 Gr ous te ﬁgnew ?ﬁ] T ul fat e| Thq bﬁorggni c PIgal 1 vaaqs %s F
fiH+-eredtanrt—the—frate—wnas bUIIbCIIl tratedronder N
ed pressure .tQ give|l. 82,9 of ;. the,desired /:©\
eégd ct as d%uV\hlteP%SHHI d|(yi eIHg '?Z]T‘%r g) O H —<s F
N2=(S)=f(benzofuran—29cartyonyt)ammyi=3 _ N
Bt ] bUty Il 2469y [ 1- met hyket hyloxyEar bonyl ) aug no] = /j@\
g? net hyl|] butyrar%i e |( Conpound No. 672) To soﬂauti j)n S F
of N 3=Tret iyt =2-( Sy (bgnzofuran-2- _ N
STW“r Q‘Enu)/' ) M| o] butpdd 1l ©2- (9 - qm nO+13rmed Ry blE*HW o de. —¢ D\
(0./80 g, | 2|32 ol ) jand|tri¢thylam ne|(0.26 g, |{2.5% S F
nnLI) N[ dijchigroneghang (5@ m ) was added] I- N
Bt et Ny oxycarranylhchlieri deg (013% 9] H2. 55Dl —<’]©\
under ige-¢oolilng and the m{xtute was|stirfed @t rooms$ F

tenperatyre| foff Z haurs. The reaction|sol ufion|was N CF
g¥edhed se@uésmti Qlilgy_- Wthr 3% agqueeus|gi trig aj:'Hd _</D/ 3
solfuti on, sat yrated saliine| sollution| a 2|N afueols S

sodi um hy dr(m de¢ solytion and a 62 safurated saling CF,
8S0l|wt on {@ang H heripdr ijéd QWer | @nhydiPaus | Hragn@si e —(/D/
sullfate. |The i norganifc salt \Jvas filtered ang thén tfhe S

filitrate|wag concentrated under feducegd pregsure¢. The CF,
8p&qulPd ngOctf bde |prPadyét Wds WilshedPwi t WHAi i $&pr oy —(’D/
ether to| gilve 0.58glof fhe desifed product jas a whilte S

crystal (yield 58% Exanpl ¢ 20 CF,
8RR[| 1Bus) { [ ( §ui ndiBitne Ha- ﬁé*r boHyl | 18& noHrret hll ] 4 2- ( S)-—(’N:lij

netlthyl butyl ] 2-4S)- (et hyl oxycarlonyl a no) 4 3-

nethyl butyr am de I(?Corrpound No. 695) Toja soluti¢n of N CF,
833ty 1 12 | Y nétl Xy catbond )i o] bﬁt yri & a¢iHd —<’S:©/
(0130 g1 ¥1 ol ), Nl 2-($)-am no-34net hyl pent hyll]

qui{nol i ng- 2{car hoxam|de [(0.46 g/ 1.70/mmol) in N
881 ¢imror OF hane | GF¢ M) \a&s addedibr |y H |H Ab
y

(3-di net hyl am nj)propyl ) - 3- et hyl car bodi | mi de
EDC:

hydrochl oride 0.33 g 11 72 muol at _toom

tenperature, and the mxture was stirred for 5 hours
and then allowed to stand overnight. The reaction
solution was washed with water and then the organic

| ayer was dried over anhydrous sodium sulfate. The
inorganic salt was separated by filtration and then
concentrated under reduced pressure, and the resulting
crude pr oduct was mashed mnth dllsopropyl ether to

o ~ r—a o " N N 1 N T I N 1



filtered and then the filtrate was concentrated under
reduced pressure. The resulting crude product was
washed wth diisopropyl ether to give 0.74 g of the
desired product as a white crystal (yield 890).
Exanple 22 N[2-nethyl-I1-(S)-[[(benzofuran-2-
carbonyl ) am no] net hyl ] propyl] [3-nethyl-2-(S)-[ N

(et hyl oxycar bonyl ) am nb] ] but yram de (Conmpound No. 769)
- 64 To a solution of 3-nethyl-2-(S)-

[ (et hyl oxycar bonyl ) am nol-buattrc acid (0.40 g, 2.11
mmol ) in dichloronethane (50 nml) was added

1,1 -carbonyl bis-IH imdazole (0.32 g, 1.94 mmuol),
andCohpoundt (62 weS Kirmuled (1t inobablenperature for 2
hours. To the reaction solution was added

N-[2-(S) - an1no 3- nethylbutyl]benzofuran 2- carboxam de

L.\ VWaY AN [l - | SR

Cdﬂ\u 4V U, 162 I1IUI all I.l]E Xt oreTwas tTTT e al

Jopmte perature for 5 hourjs. The reactiop solugifon
ﬁd\QIaSleasﬂeo P@eJlRénti auk| yR [tR6 g R9% ajB8OUSR2i L4719 aci dQ
0 \iturafed palijne golution, a2 agyeous

ution a

1
oadium hvdr
T “ATTt T AT

No.

e chlutlaon landla cat hir ot o S |n

&
solution and then dfied|over 4dnhydrpus nmpgnesi um ST‘
85u| fate.  Ohdl | ndaPgantHc BRIl t| HWvag iPfri | { Br ed; BAnd H hgn t
fiftratg wds cgncentratped underf reduced pressure. T

reputti My grudg profuct Twas| waghed—yr th i spoprapyt oo
etper tq gijve .33 ¢ of |thel degired produgt jas g — N
85fh| iBucrjydt|dl yLuPefl HHAQPA . [BkarpiPe 28H H |H
N-:2-nethy|-|- S)-[ | (bepzofjuran- 2-

rbonyl)an1n01netn‘|1p 0p41j[q-nEth =2 (S - [ N ([T- o-

oY gSon p  hop orpsoGL

net hyl etlhylloxygar bonyl ) am no] byt yri cj{aci dj (0.{39 q,

1.p2 mpl ), ~N

N-[ 2- ( S)|- ami no{3- net hyl put yl ] benzof uf an- 2-carboxcﬁré;$ CH

858/HEochi|e i|de (0P30|H, [H77 Hmylipr |H H NJ :
N- hydr oxysudcci ni m de 65 ((.21|g, 2.[2 ) |and

dicvcl ohex\l carnboditmde (d.44iqg, 2 ngﬁn in

di chl or gnetlhan¢ (50{m )[ wayg added trlethylanine
g, 3.54|nm1) t ropmtenpdratire and the milxtud
85% j ifed |& |HoomiPenpHBr atlir § ovediRrghtH The rlésu
preci pi tjatijon of di cycljoheXyl unrea was filitrat|ed,
filtlratle was cowcenErated under feducled gresgur BC

Thie resyltiing ftesidpe was gurifiied by silfica jgel =N
col um [chnomaf ography |(n-hexame: et hyl acet atie = 47&;
86Phiel By eq @ 4 iing | éPGdeH priddudt! wad Pwashiéd Wik h [H NJ :
dii sopragpyll ether tp give 0.38 g of| the |desi|red

white trysital |(yield 50%. [Exanple 24"

prjoduct la \ﬁ }
N—[1-(S)-[[(bewzofuran-z-c%r onyl ) anj no] net hyl ] -2-_ /~n
8 qeth | piopyl ] B-nethyl-i2-(9) - _“g:N CH,
SLVFER | 0y ¢ Hr bohEF) b nd] bl r aiPle (Forgdlind HNo| 77Q)
(a) N-[Il[-(B)-[](bengof Uran-{2-carbony| )amino] et hyl ] - -
relt hy! pAopy Tr .- \¢- 2- ( ‘;) -am nr‘)!_h%ut VA m de Tola H,C
sglution of N-[1-(9 -[[|(benzof uran-2- H,

8624rHonyl YapHno hEthym] X nethy| prepy| g H |H _{Nw A
3-met hyll- 21 (S) [ (1, o

P {-1d 2L~ 3
Y I

difmet nyfrethytoRycarpony)am ot but-yram—eae—(19- & m
86§EH§§ % ih,ethyl dcetate (100 ni) was added|a %\ 3
6chEI;§f WP/ [ hyIH a8t at €P5ol |t i on H 117 )—ati\

omtempefature, Jand|thejm xfure was stjirred N” CH,

overnight. The reaction solution was extracted with
wat er and the aqueous |ayer was - 66 washed with

et hyl acetate. The aqueous |ayer was adjusted to pH12
wi t h sodi um hydroxi de, and extracted wth

di chl or onet hane, and dried over anhydrous nmagnesi um
sulfate. The inorganic salt was filtered and the
filtrate was concentrated under reduced pressure to
glve 12.63 g of the desired product as a white solid

1 1 S A A 7 1.\




product was—washed—w-th—di i sopr opyt—etirer—to—gtve
0.46g of the desired product as a white solid (yield
83% . - 67 - Exanple 25

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

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

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

car bonyl ) am no] net hyl ] - 2- net hyl propyl 3-net hyl -2-(S)-
am nobutyram de (0.46 g, 1-3®2amol) in dichloronethane
(10 m) was added dropw se a sol ution of

O [tetrahydrofuran-2- nethyl]

0- [ 4-ComprapdernigB) caf bBomtwel { 0043 ig, TdbG& dnol) in

di chl oronmet hane (10 m ) under ice-cooling, and the
m'xture was stirred at roomtenperature for 5 days.

reactiony Sof utign 5 Step sequent T gy Tw t{T =
o/gclqueom citric adid golutionf a saturatfed yepus

i| & bi cAr pBhatR3 gdldut iRon| BAd| Rat er| Rihd | RO % oyer Q
ﬁnh)dr ous| sofdi um sul flate., The iporganic salt S

aroad H thal £ 1 +0L- ot AR clhnecnntly nt A 111

®

redyced pressurel The regulting prude | product |was H
Radneduni { R pHi sppPopyl etthet Ht o §Pwe |1 52 |d of H t 1e—</
9

desijred product ps a whitle solid| (yielld 829 EExam)IeN N CH,

s

26 .| NNT1{(S)-][benzof urlan-2Z-cal bonyT])

k1] thyl | 2- hyl prigpyll 1, [ t hyl - 2-(.S) - N\\
?g]tjr;&l]B{Eﬁi )%:Sa gony a%ri nAo)] gﬁt_]r'larr %Jge(cbén'pm%g NS, N
To g solutioh of ]l NNT1-(S)-[(bhenzpxazol}- 2-

w

yl ) gar bonyl am nojret hy|l ] - 2- met hyl propyl|] 3- et hyl -
8668 Etanm hEbLHyr pihPxe hydHochHor | ter (J.580 gH O. ﬂ9
nol]), ethy]|thipcarbonylichl pride (0.10 g, {0.80 nmp

-
=
z\l
ra
(o]
s

i n [di chl propet hane (|15 nl1). Wwas jpdded [a solfufi ¢n ©
BB etilpyl aponen( 0L 2dr g,H 2.|37 (mol )ipH digechl gongyhape /~
(5 m) at|5C and thg m xture was stirl[red at room \

Tenper at uf € Jor |5 hgurs [andaowed—tio—stand

r
B¥8 qught OTD?theiLgxef‘}{i on S&Jasthgp :\:Ji advg,t@d ﬁth
T

acetlate, and ur e |was h wat ef “anpd —\

X p
dried C;vle- anhydrous Isodilum sul flate _The ilnarganip N
sal t filtered anqg then the fjiltratje was

ﬁ?ic,éﬁt-lr at @d| Binde¥Pr aduced prBssjurR: Tie resul { Hng =
crude prpduct s wdshed wifh diisopropyl {ether tp

give 0.21] g of |[the desifed product ag a white|sold
870 ¢Md GOPQ.| Exgqniy#e |7 |H |H |iPr |H H 1H -
N-[2-nethyl -il -(9)-[[]|(1, 4- benzodi oxaneg) - 2- (RS) t \_ 7

car bonyl Jfam jno] met hyl[T pr opyT) [ 3J- met hyT - 2-({S)= [ N (]L=
821 hgtet hyd oxycaritrany ) apno| g butygam @e ([:gnpohmd NON=
897) To a sglutijon off 3-pethyl-2-(S)-[( \ 7

met hyl et hyT oxycdrbonyT ) am noJ but[yric qcid {0
47883 pAm0| 9 . | I\ [|AHS) yam o- By matihyl buyl ]

1, 31 benzodi dxang- 2- RS) carjpoxam de mydro:H
(0.0 g, [I-g6 mmot), [ nydroxygucciriri-ter<

. i P r
%a)lgliqrgl )o 3 diggy ¢ hoh x| rtqu.J e (gﬁ g

=

dijchl ar orret hange (5 m|) dde
tTT et ITIYi e \C 33 UF D~ e / at ¥
gRIPEEQt Ure, | (and .them xt re tirred -|169 | at |rooQ
terr;JelrLZturdee geer r%'ltchhtH]Thg é{al sb fg pfeci ofit at & af b

t.he

L [P RO RO || i i
direyetohexyturea—wasHtered—and o filtratie w

B

N

concentrated under reduced pressure. The resulting
residue was purified by silica gel colum

chromat ography (n- hexane:ethyl acetate = 4:1). The
resulting crude product was washed with diisopropyl
ether to give 0.71g of the desired product as white
sem -solid (yield 959 . Exanple 28

N-[1-(S)-[ (benzoxadi azol - 4-yl ) carbonyl am nonet hyl | - 2-
nmet hyl propyl] 3-nethyl-2-(S)-[(1-

nmet hyl et hyl ) oxycar bonyl am no] but yram de ( Conpound No.
927) (a)




pht hal i m dehydrochl ori de
N-[2-(S)-

(2,2

To a suspension of

di met hyl et hyl oxycar bonyl ) am no- 3- et hyl ] but yl

pht hal i m

de” (23.05 g,

69. 34 Mol )

i n ethyl

(50 M) was added a 4 N hydrochloric acid/ethyl

acetate

acetate solution (150 m, 600 mmol as hydrochloric
acid) at roomtenperature, and the m xture was
stirred at roomtenperature for 5 hours. The

precipitated white crystal yps collected by
filtration, and the obtained crystal

was washed with

ethyl acetate (100 m). The resulting crystal was
driled un%er red cedgpressure to| givg 16.74 glof the

ed progyct ifte erystal. (lc -
SRS[Ertmat h§)| F‘ dﬁ?r%‘iid de-i?’ﬁu)rFLt hyH pi 8py| — N4
[3-nEthyI [ (1 met hy] et hylloxycar bonyl) O-CH,
amno“DUIy amoe To a sofrutiom of

3- et hyl -

2-(9)-[(1-

nmet hyl et hyl oxycar bonyl ) am no] butyric acid (17.06 g,

83. 95 mml)
1,1' - carbonyl bis-1H i m dazole (11.62 g,

at room

room t enperature
solution were added N-[2-(S)-
pht hal i m dehydrochl ori de (15.00 g,

t enper at ur

I m dazol e (14.42 g,
tenperature and the m xture was stirred at

t enper at ure

sol uti on,

sul fate.

ether to give 18.67 g of the desired product as a
nel ti ng point
- 2-met hyl propyl] 3-nethyl -

white crystal
N-[1-(S)-am nonet hyl

wat er and a
solution and then dried over

e,

213.11 mmol ) at

i n dichloronethane (350 m) was added
83.95 mmuol)

and the m xture was stirred at
To the reaction

for 7 hours.

for 2 hours.

The inorganic salt was
filtrate was concentrated under
resulting white crystal

(yield 69%

am no- 3- net hyl
64.58 mmol ) and
room 71

room

but yl

The reaction sol ution was
washed sequentially wth a 5% aqueous citric acid
sat urat ed aqueous bi carbonate
anhydr ous nagnesi um

filtered and then the
The
was washed w th diisopropyl

(d)

To a

reduced pressure.

240. 9C) .

(S)-[(1-nnmet hyl et hyl ) oxycar bonyl am no] but yr am de
solution of N-[2-nethyl-1-(S)-[(phthalimde-

yl ) et hyl

pressure,

di chl oronet hane and washed with a 2 N aqueous sodi um

] propyl [ 3-nethyl
nmet hyl et hyl oxycar bonyl ) am no] ] but yram de (10.00 g,
23.95 nmmol)
nonohydr at e
and the mxture

for 5 hours. The
room t enper at ure,

i n et hanol
(2.52 g, 50.30 mmol ) at

and the

2-(S)- [N (1-

(250 M) was added hydrazi ne
room t enperature,

reduced

was
The

and the resulting residue was dissolved in

hydr oxi de sol uti on.

was renoved by Celite filtration
with a 5% 72 aqueous citric acid solution and the

The insol uble white precipitate

extract was washed with dichl oronet hane.
t he aqueous | ayer was adj usted
2 N aqueous sodi um hydr oxi de sol ution
i ce-cooling and then the aqueous | ayer was extracted
wi t h di chl or onet hane.
wth a 2 N agueous sodi um hydroxi de sol ution and
dri ed over anhydrous

salt was

product as a white crystal

106.3 O).

N-[I-(S)-[(benzoxadi azol -
2- nethylpropyI]S nethyl 2 (S) [(1-

filtrated

(e)

T T T T Y "

magnesi um sul f at e.

and
under reduced pressure to give

to 12 or

It was extracted

The pH of

under

The organic | ayer was washed

was stirred under heating and refl ux

reaction solution was returned to
precipitated crystal
renmoved by filtration and washed w th ethanol.
washed filtrate was concentrated under

hi gher with a

The i norganic

the filtrate was concentrat ed
5.88 g of the desired

(yield 85%

-4-yl ) carbonyl am nonet hyl ] -

nmel ting point




He

To a!sol-tt--er—ef—3—met-hy-2—(S)—f¢
nmet hyl et hyl oxycar bonyl ) am no] butyric acid (0.20 g,
0.99 mol) in dichloronethane (5 M) was added

1,1 -carbonyl bis- 1Himdazole (0.16 g, 0.99 mmuol),
and the m xture was stirred at roomtenperature for
30 mnutes. To the reaction solution was added

N-[ 2-(S)-am no-3-net hyl butyl] 6-

chl oropyri di ne- 2- car boxam de (0.20 g, 0.83 mmol), and
the mxture was stirred o_vq_r7qi ght. The sol vent was
concentrated under reduced pressure, and the
resulting residue was dissolved in ethyl acetate (20
M) cORB8ata SEALPTLL Bd il N1) 85 p% aghigops oIt C
acid solution, a saturated aqueous sodi um bicarbonate

solution, water and a saturated saline solution and
then drie ver anhyrlr ous sodiumsulfate  The

GIrganic| salt vas filltefed fand [then fhe filtrate
RBncgnt r at gd pndeds regucedspresgue. The regyl t Rhg
ngufle” prioduct vas washed with di 1 sopiopyl | ef hg? t
Ngwve 0.20 of [the desifred product as a itel soljd

C B

a
(yield 560).| 74 |- Exanple 30
- (S)-[ [ (jt.hi gphene-2- ¢car bpnyl|).am nol et hyl ] 2-
%{ 1§7Fﬁr op(gl ]IPS- rf\i:}trh) 2l {s) -1[1(2-lapr¥ th Hira \_7
nmet hyl pr opyl [oxydgar bonyl ) am np) bdt yramjde (Conmppund No. 0-CH,

1020) To @ Sl utfion of 3methyl=2= (S —={1(2-
met hyl pr opyljoxydar bonyl ) am np] butyricfacid] (0.p2 g
IUPiBomo| § fith qiidhd gHomeHhane (|1 ) Hwas| Hdded N- —\ /
nmet hyl norphaling (0.27 m, 2,42 |mol) [at -15C. | To it he

mxt ure addgd drgpwi$e 0-Ch,
2- et hyl propyl oXycar onyl chlpride (033 n{, 2| 58 _
#7@| Lsand s han tlhemixturg was dtigyedqat 115G for \ /

m nutes. {To |the |reactli on|soluti gn was|added a
sol ution pof |[N-[2-(S)4anm po-3f netihyl buiyl] fhi ophene-2- O0-CH,

car pboxam de |hydrjochl ¢ori de (O 40 |g, 1. (;1 nmpl ) andd =
| et.hyl @m ne, (0..33 @,, 3|22 [1). 1 n dichl pronet hgne\
{'{é T?E l.6-1 C al%(f S r'éd gg? 26 i nhtes Ayp

reafti on [soljuti gn m;s concent rdt ed under I edulced

pregsure,| and the res;quM ngd regi due Wwas d| Ssof VEQ 1 NN=
yl _acet atle, (2Q hshed. dequentially with

%a@ef?ra 5(?/0 uedds ¢htr ’2 act d |$6futiBn, [B& sl urlate

aqueous sjodi{um ki car bonat e sjol ut{i on, and a| sat ur at e

sal} ne sqgl ut{i onfand {hen| drijed over apnydrpus | sogium
?#1' fa%e. Thg 1 norganic splt mas|(filtered and then

2t e Mad foondédt it 8t epPfunder |féducel pregdsurie. |The
resul ti ng criude |product Wwas |washed w th dij sopropy

ether to| gilve §.54 g of [the de\tl red product—as—a
e\r/ﬁ}i t e sollid %i ﬁl_d 82991 79 Herei nbel ow, | t he
ephtati|[dh |Aet ndds off thR  jitht ﬁrlr?édi htles giie [H

illustratjed|(with reference tlo the followi jhg Referle

=
X

Exanpl es.| Reéference Exanpl e [T I [I-dimethyt ettt
g3 (Ief S) -{(@myno y mgthyll propy| J.car
of |1 Wrg?e?re PPr\LFlf?(si!* ™

sol uti on
:I1(\grhanwte (')R ng1

\l/l_\

1
] Pav="=
I e

e

\Il)l“'FU)\‘;h ct%y
2,98 moll) in tetra m (250{ M) mas |adde
eéﬁth]a}%m@e}!( g1fy gH 2 méPY apd H |H

trilphenyliphasphine (85,50 ol 185.35 mol )| and th

o

=
)
S
5} CS%
I I

- =

m xture was stirred under ice-cooling. Then, to the

m xture was added dropwi se a solution of diethyl
azodi car boxyl ate (23.60 g, 135.51 mmol) in
tetrahydrofuran (10 m). The m xture was stirred under
ice- cooling for 1 hour, and further stirred at room
tenperature for 4 hours. The solvent was concentrated
under reduced pressure and then dried. To the
resulting white solid of the resulting NN[2-(S)-[(1,1
di met hyl et hyl oxycar bonyl ) am no] - 3- net hyl but yl ] pht hal i m
i de was added ethanol (500 m) and pyrazine
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was concentrated under reduced pressure to give 21.95
g of the desired product as a white solid (yield
88% . Reference Exanple 2 N-[3-nethyl-2-(S)-[(1, 1-

di met hyl et hyl oxycar bonyl ) am no] butyl ] 4-cyanobenzam de
To a solution of 1,1-dinethylethyl N-[1-(S)

(am nonet hyl ) - 2- net hyl propyl ] carbamate (2.00 g, 9.89
nmol ) in dichloronethane (20 m) was added
triethylamne (2.00 g, 2.76 m), and the m xture was
cooled to OC. To the reactizgn-solution was added
dropwi se a solution of 4- cyanobenzoyl chloride (2.59
Q. 14.84 mol) in dichloronethane (20 mi). The

m kture wag retjurned tojroomtgnperajure and | 77 =
888 | tBed [f@r| 2 hdwrs| HTheHr eact ijdrprsol gt i opHwasH wals he

sequentifal lly wifth water| a [5% dqueous$ citfic jacid

solution and a saturat ed aqueous sodi um picarponate
solution, and then dried over anhydrous sodi um
sulfate. The inorganic salt was filtered and then the
filtrate was concentrated under reduced pressure. The
resulting 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- cyanobenzan de hydrochl ori de
N[2-(S)-[(1,]-dinethyl ethyl oxycarbonyl)am noj - 3-

nmet hyl butyl] 4-cyanobenzam de (2.85 g, 8.60 nmol) was
di ssolved in ethyl acetate (10 n), and a 4 N

hydrochl oric acid/ethyl acetate solution (13 m) was
added thereto. The mxture was stirred at room
tenperature overnight. The precipitated salt was
washed with ethyl acetate, collected by filtration .
and dried to give 2.03 g of the desired product as a
white solid (yield 88% . Reference Exanple 4
N-[3-rnethyl-2- (S) -[(1,1 To a solution of

benzof uran- 2-carboxylic acid (15.0 g, - 78 92.5 mmol)
i n dichloronethane (300 m) was added 1,1'-

car bonyl bi s-1H i m dazole (15.8 g, 97.6 nmol) at room
tenperature, and the m xture was stirred for 2 hours.
To the reaction solution was added 1, 1-di net hyl et hyl
N-[1-(S)- (am nonethyl)-2-nethyl propyl]carbamate (19.7
g, 92.5 mol) was stirred for 5 hours and allowed to
stand overnight. The reaction solution was washed
sequentially with a 5% aqueous citric acid solution,
wat er, a saturated aqueous sodi um bicarbonate
solution and water and then the organic |layer was
dried over anhydrous sodium sulfate. The inorganic
salt was separated by filtration, and concentrated
under reduced pressure. The resulting crude product
was recrystallized wusing diisopropyl ether to give
26.9 g of the desired product as a white solid (yield
84% . Reference Exanple 5

N-[ 3- et hyl - 2- (S) - am nobut yl ] benzof ur ancar boxam de
hydrochl oride N-[3-nethyl-2-(S)-[(1, 1-

di met hyl et hyl oxycar bonyl ) am no] but yl ] benzof ur ancar boxa
mde (28.2 g, 77.5 mol) was di ssolved in ethyl
acetate (50 m), a 4 N hydrochloric acid/ethyl
acetate solution (200 mM) was added thereto and then
the m xture was stirred at room tenperature for 6
hours. The precipitated salt was washed wth ethyl
acetate and collected by filtration and then - 79
dried to give 20.8 g of the desired product as a white
solid (yield 95% . The conpounds represented by the
formula (1) which can be prepared in the sane nanner
as in Exanples 1 to 30 are listed in Table 1 as

foll ows. Anbng these conpounds, several chem ca
properties on certain conpounds are listed in Table

D o I A e I e 1 o —




di met/hyl et.hyl _group, . 2- BocAE r epr.esent-s—am—
2-(N-tertiary butyl oxycarbonyl)am noet hyl group,
POCEt represents a 1- (isopropoxycarbonyl)ethyl group,
1-Me-1-MeS-Et represents a 1-nethyl-I1-nmethylthioethyl
group, Ph represents a phenyl group, 4-MePh
represents a 4-nethyl phenyl group, Bn - 80 represents
a benzyl group, a-Me-Bn represents a a- nethyl benzyl
group, 1-NP represents a 1-naphthyl group, 2-NP
represents a 2-napht hyl gr9u$7 cPen represents a

cycl opent hyl group, cHex rep é%ents a cycl ohexyl

group, Ac represents an acetyl group, Bz represents a
benz oyl A1LAUP. 65y BY! pheREESCNS an Jatheny! oroup,
allyl"represents a 2- propenyl™ ‘group, “propar gyl
represents a 2-propinyl group, 2- THF represents a
tetrahydrofuran-2-yl group - represents

€emrlahydr of ur an- B- yl grOLb, THF-R-CH2 | reprlesents a
Petrighydr ohul gp- ZR%I UNEeL ggp g7 HF- B ro R1

néprlesent $ altety|ahydrof yran{3-y| nmet hyl grqup, |2-
Vet gpr esent sja thi ophen-24-yl {group, 4-Py rgpregents a

a (N-tertijary bputyl oxycgrbonyl pyrrolidin)-2-ylimeth

pyrildi n-41yl | gropp, Ryr-23-CH2 represents a N=
BBEIalBuWdi No2t vyl pebhAy|H grieup, HBoE: Py - 23 CHI Hepmeseﬁlr%
y

grogp, (= Vet Epresernt

et Hyl cycllohexant 1-vyl! grgup, furanyli- CH2 Ir epy sent s

S d
4158 “TLpZLhsoplep SR chehehaen ! i Pl )
3

N

a (|furand3- ﬁl ) net hyl| grqup, |4, 5t DEP- 2- CH2 represents
8884 13- dil 6t '
derijvative represented by the fofnula |(1) |confain$

OxypyP¥ dith- 2-H/| ) Het hyPrgricup. [Fhe @ian1u€f§:>

asymetri ¢ carbon dependijng ¢n the ki nds of

=]

s8bgtiiftruenbs Hanplimay exi|st ag apipptilgpl i(gomes, a__{\“j@

di agt ereoj sofrer, | a racengte ¢r a  m xture there¢f ip N
arpiftrary{proportions— 81— Tapte 116 RS R4—R—RE—RO

AN N (1)..A ( 7 R10 Cgnpound (1) of =
85:&1%5‘(1;5'& qr*m Tabi % :th cﬁﬁ? \ Eu REL‘Q’A RZ' R3 | R4 RL‘ Rb ﬂg:Q
RE RO RL O No 1 Et IOHHHipHHHHHQ 2 ipr N
HHHIipHHHHHCH3 3 iBy O ﬁ HHjip HH H{H H CH3
BO1 BB H| O HHi p| +PH [H H|H CHH3 | BPEL mHHHHiaHiE{fQ
H HHCH3| 6/iPri0 HIHH|]ip HiPr HHHCH3 7|iBu]O0 N/
HHiip H{PriHHHCH3 tBu OHHH[ip Hi Pr{HHH
CH3| 9 E(O HHHHHIipt HHHCH 210 iPy O HHH
BPZPEtH H & (Al [i®2 M1 |HBU|® H +PH HHH i PH H H H
12 tBu O HHHHHIiIRr HHHCH3 13 Bt O HH HH M \N/,N
Ve H e P+ HHHHMe—MMe - H-HCHB 88
Compound (2)| of [Formyla (1) {n Table 1 Comndu Rl A
®I3RAPR4 R5 R6 R7IB (RO R Q HNo.i@5 i|Bu O|H H H H Me
M HHHCHY 14 tBu|0 HHHHH M Me HH H H[CH3| 17 NN
O HIMe HHHiPl HHIHCH 18 ilPr 0 H M HHHIP H—N
HHCH3 {19 jiBul0 HW¥M HHHIPrlHHHKCH3| 20{tBuj 0

H: H.H r H 21 Ef .0 H Ve HH iPr HH
T B T M B PG AT O |9 “éuog§zN
M M HHiBr HHH ¢H3 {24 tBu 0 HM Me HH {Pr HH\N”
H-0-CH3 | 25 Et 0 HWMe M H Ne H H[H CHZ 2b 1|
{#ﬂaI\/EHI\/EI\/EHHHCI-B 2 iBu O HIM Mg H M M

ERR -| @4 Hod iU |6 H| Ne M@ Hir MeHH H{H CHI  [CF3
H |29 Et|{ 0 H (rlacema HHiPr HHHCH te) CF3, HT\ MN
30T Pr— O H(racema—+H H-+Pr—HH+—EH;




te) - 85 Compound (3) of Forrmula (1) in Table 1 Com
podu R1 AR RS R4 RS R6 R7T RB RO Rol Q n No. CF3, H
31 iBu0OH(racema HHiPr HHHCH3 te) CF3, H _
32 tBu O H(racema HHiPr HHHCH3 te) 33 Et 0 H Et
HHHiPr HHHCH 34 iPr OHEt HHHiPr HHH CH3
35i BUOHEt HHHiPr HHHCH3 36 tBu OHEt HHH
iPr HHHCH3 37 Et O HnPr HHHIiPr HHHCH3 38
iPr O HnPr HHHiPr HHH-0-CH3 39 iBu O HnPr HH
HiPr HHHCH3 40 tBu O-HLWPr-H HH iPr HH H CH3
41 t OHIiBUu HHHiIPr HHHCH3 42 iPr O HiBu HH
Q

HPr—H - H-CH3—43 By 0=+ BuH-H H R H - H H-CH3

44 |tBu O[H{Bu HHHiPl HiHHECH 45 Et |0 H|tBu Hld@
8ol %rtHToHﬁFB ié? LT (G HigBup FeH Hd Profig Hiid Ch,
0 a

87 | Conpound (4 Formula{(1)|in Table Com ndu 0
AR R3IRI R RE R7 IR8 Q_No. 147 j OlH t Byapemate
HHiPr HHHCH3 48 tBu O HtBu HHHiPr HH H CH3
49 Bt O HsBUu HHHiPr HHHCH3 50 iPr O HsBu HH
HiPr HHHCH3 51 iBu O HsBu HHHiPr HH H CH3

52 tBu O HsBu HHHiIiPr HHHCH3 53 Et 0O HsBu HH

HsBu HHHCH3 54 iPr 0O HsBu HHHsBu HH H CH3

55 iBu O HsBu HHHsBu HHHCH3 56 tBu O HsBu HH
HsBu HHHCH3 57 Et OHPh HHHiIiPr HHHCH3 58
iPr OHPh HHHiIiPr HHHCH3 59 iBu O HPh HHH

iPr HHHCH3 - 88 60 tBu O HPh HHHiPr HHH CHs
prop _ 61 argy O HPh HHHiPr HHHCHs 1 Bn, H _
62 Et O H(racema HHiPr HHHCHs te) 89 Conpound
(5) of Forrmula (1) in Table 1 Compodu RL A R2 R3 R4
R5 R R RB RORLQ No. Bh, H_63 iPr O H(racema H
HiPr HHHCH3 te) Bn, H_ 64 iBu O H (racema HH

iPr HHHCH3 te) Bn, H_ 65 tBu O H (racema HH iPr
HHH& CH3 te) 3-THF, 66 Et OH ( Hracema HHiPr H
HHCH3 te) 3-THF, 67 iPr O HHacema HHiPr HHH
CH3 te) 3-THF, 68 iBu O HHacema HHiPr HH H CH3
te) 3-THF, 69 tBu O HHacema HHiPr HHHCH3 te)
70 Et OHall HHHiPr HHH CH3




.yl 710 Pr

_L’ﬁ
=

0 H-allHHH i Pr_H H-1H-CH3

Hll o TSN AN N |

HHHiPr HHHCH3 73 tBu O Hall HHHI
CH3 yl - 90 pro _ 74 Et 0 H par
gyl pro _ 75 iPr O Hpar HHHIiPr

76 iBu O Hpar HHHiPr HHHCH3 gyl
tBu O Hpar HHHiPr HHHCH gyl
of Formula (1)

R6 R7 R RO R Q No.

HHHIPr
HHHCH gyl

ol
oo rari

Pr HHH

HHH

pro

CH3
pro

77
91 Compound (6)
in Table 1 Compodu RL AR2Z RB R4 RS

cPen(R3 78 Et 0 H R4cycl HH

iPr HHHCH3 ization cPen(Rg 79 iPr O HI R4cycl H
HiPr HHHCH3 ization cPen(R3 80 iBu O H Rdcycl H
HiPr HHHCH3 ization cPen(R3 81 tBu 0 H ~R4cycl H
H i P'E:oles'uk'dC'r'ée i gqt t&fh&l"éeég@ in82aB1e01H Rdcycl HH
iPr HHHCH3 |zat|on cHex 83 iPr O HI Rdcycl H
HiPr HHHCH3 ization chx(RB 84 iBu 0 H Rd4cycl H
HiPr HHHCH3 ization cHex{R3 85 tBu 0 H IRIcycl H
¢PRpr HHHICH3 |izatlion|s6 Ft ol HNP[HH M iPf HHH
FMB (92 8Fai Pro Qg NP R4 HrH [ RE HeH H|Q@gCHBrg8BRLBU O 0
MNP HHHiPr HHH|CH3| 89|/tBuy O HNP HHHi{Pr HH
YoCOH3 90| Et|0 H2- HHM Pt HHHCHS 9Ol iPt O H 2-
HH{HiPr{HHHCH 92iBu3H2-HHHiPrHHHCI—|%@
t 0 2t H Py H H H,CH3. 5..93, Conpound (}
g7 380 ;5(1'5’ ek 1H oo e 1 o BB R R
R7 RB RO ROL| QO No. 94 Ef OHiPr HH{HH H H H CHBracemate
o5 ilPr O HiPr HHH[HH[HHCH3 96 i[Bu O/[HiPr HHH
EIP;HHC;B 97 tBu d HilPr HHH H H|H H ¢ 98;{@
PrBH r POH Y H WP 1 |EHs |H - 1B 9oty |d H ifBr HrP{ H Mg
H H|H CH3|--& 100, iBu O{HiPr HrP H{HH H H €8 | 19demate
TBUO H1Pr rA A A HH HH CH3 (102 &t O =i PrHHiive
HH/HHCH3 [103 iPr |0 HliPr|HHM HHHHNJI CH3 10@@
BRY (GBM i PP HHH MEPH M H{H CH8  [LOB t BW O Wi PYHH H Ve g
HHIHHCH | 106 Et 4 HiPr HHH M HHHICHBl- 94,
G 2 = O3} = 1 1 1 A L b i 1.1 7~ 1N 1.0 M 0N |:n ?Femate
IU7 T PT Ul A T i IveTrT o rm 4 10 1 v} ™11
H H.H . 109 .Et Hi j. Pr H H HH.CH -
526_' rrpotk]d l%8) lorF-ormhga !i) iJI’J;Il’rTalcll'lje_llHCO;&‘l /0
901 |iPr |O |H |iPr {H |H |H |iprr |H HH,(Q
(0]
902 {iBu |0 (H |iPr |H |H |H |ipPr |H HH{Q
0
903 (tBu |0 |H |iPr |H |H |8 |ipr |H HH{Q
0
o F
904 | Et O|H |iPr |H |H |H |{iPr |H H |H _%i7§:§
\0
F
905 (iPr {O |H iPr |H H H iPr H H H ‘j}j§:§
\0
F
906 |iBu |0 |H |ipr |H |u | |ipr |& HH_OZEQ
\O




pdau L A R R3 R4 R5-RE-R/AR8 RO Rol Q n No. 110

iPr OHiPr HHHH M HHCH3 111 iBu O HiPr HHH
HM HHCH 112 tBu O HiPr HHHH M HHCH3 CF3,
H_ 113 Et O HiPr HH (racemat HHHCH3 e) CF3, H
_ 114 iPr OHiPr HH (racemat HHHCH3 e) CF3, H _
115 iBu O HiPr HH (racemat HHHCH3 e) CF3, H _
116 tBu O HiPr HH (racemat HHHCH3 e) CF3, H _
117 Et O HiPr HHHH (racema HCH3 te) CF3, H 118
iPr O HiPr HHHH (racemm;tb-- _CH3 te) CF3, H _
119 iBu O HiPr HHHH (racema HCH3 te) CF3, H
|

1Y)

H

-G CH 120 tBu r HH HH (race H3te) 121 Me
H
0

O HiPr HH M pe HHH|CH3|96 [122 Bt O HiPj HH F
obb |Red H 6By 1P8pt Ary O\ 1 Pg H fepe |V Hilg HiGHS) 1
illly O HiPf HH M [Me HHIHCH --&| 125 |i Bu|0 H|i-P{
H

[
HH M HHCH 9 npolind (9) of IFormulal (1)

=

—_

H

7

in Table 1 ComPau RL AR2Z RB R4 R5 R R7 R8B RO ROL Q
n No. 126 tBu O HiPr HH M M HHHCH3 THF _ 127
2- OHiPr HHM M@ HHHCH3 CH2 THF _ 128 3- O H
iPr HH M M HHHCH3 CH2 129 MeBn O HiPr HH M
M HHJHCH3 130 Bt O HHrP HMe M HHHCH3 131
iPr OHHrPHM M HHHCH 132 iBu O HHrP H M
M HHHCH 133 tBu O HHrPH M M HHHCH3 134
EE OHiPr HHHEt HHHCH3 135 iPr O HiPr HHH
Et HHHCH3 136 iBu O HiPr HHHE HHHCH 137
tBu O HiPr HHHE HHHCH3 138 Et O HiPr HHH
iPr HHH- 98 139 iPr O HiPr HHHiPr HHH 140
iBu O HiPr HHHiPr HHH 141 tBu O HiPr HHHIiPr
HHH- 99 Conpound (10) of Formula (1) in Table 1
Comnode R1 ARR R R4 RS R6 R7 RB RO ROL Q No. 142
Et OHiPr HHHiPr HHHH3C 143 iPr O HiPr HHH
iPr HHHH3C 144 iBu O HiPr HHHiPr HH H H3C
145 tBu O HiPr HHHiPr HHHH3IC 146 Et O HiPr H
HHiPr HHHCH3 147 iPr O HiPr HHHiPr HHH CH3




148 iBu O HiPr
HHHCH3 H,
(racemat HH H CH3
(racemat HH H CH3
(racemat HH H CH3

HHiPr

(1)

e)
e)
e)

HHHIPr

i Pr
H
H

HHHOCH3 149 tBu O HiPr

_ 150 Et O HiPr

i Pr
i Pr

H H

_ 151 iPr O HiPr
_ 152 iBu O HiPr
100 Conpound (11) of Formul a
in Table 1 ComQ pndu RL AR RBR4 R5 R6 R7 R8

H

H H
H H

ROi O No. H iPr _ 153 tBu O HiPr HH (racemat HH
HCH3 e) CF3CH, iPr _ 154 H2 O H i Pr H (racemat H
HHCH3 e) 155 Et 0 Hi Pr Kghl TP HH HH CH3 156
iPr O HiPr HHrPHHHHCH3 157 iBu O HiPr HH TP
HHHHCH3 158 tBu O Hi Pr HHrP HHHHCH3 159
Ve O it H ) Bie ointhCrg) 160 Flpfl H I Pr H H H
i Pr Et SH HiPr HH H CH3
162 iiny O HiPr HHHlP HHHCH3 163 nPr O HiPr
HHHiPr HH H CH3 64 iPr 0 HiPr HHHjiPr HH
€3 | 165 i|Pr SHlP_r H HHiRAr HHHH CH3 - 101 | 1646
iPOMy| ) H iR {HoH| H3i Pl Hré |G | k7 - - fraPrPRo | 61 0
&dgy| 0 Hi|lPr [HH(HiPr HHHI|CH 1163nBuOI—QPrH
Mo i Pr HIH W CH| 102| Coppound ((12) of Forpulal (1) in
Table 1 CJom|you|RlL AIR2Z R3 R4 R R6 Rf R8 RO || Q |No.
g By O |k ijr HidH uPrif HH ¢, 1VQ 1 BugS Hyi Br H
HHIPr HHHCH3 170 tBU O Hikr HHH P HJHH|CH [
172 5Bu-—O{H-HP— - H HLi Pl I H H CH3 20 173 it He 0 H
iPr HHH{Pl HHHCH3 Xk Bdc- 174 2yt O HiPrf HH H
99 HiH H|CH3 H - |iP& |EH2|A79 MOEi®rH {Br H# HiPr{ H
HHCH3 176 |NegP O HiPr HHH{iPr HH HCH3 | en |- &\ _NH
77 g Pr1HH TP eHS— eSS 78 ve)—©
Hir HHHiPr HHHCH| 2 Pyrq _ 1y9 2-{0 HiPr] H
B9 j BuH 19 nHCH3 1PeHPH18DH) Meh O IATi PPHH HH i [fF H H
HCH3 t -{ 103 181 (¥)MD HfiPr[HHHiPr HHH CH3 \NH
_182 h O H1RBPr HHHIPr HIH CH3 - HTPr HHH
Lﬁ.'r!' U[_'(la(;ELHlsgiPAf \/EPh HlSéhBri%rH ﬁ’r Hl!l—H-dPr H
N\_NH
HG
912 /[Me |0 |H |iPr |H |H |H |iPr |H HH__QD\
F
H,G
913 |Et |0 |H |iPr |H |H |H |iPr |H Hﬂ_m
F
H,G
914 |ipr |o |H |iPr |H |H |H l|ipr |m HH_{‘:@\
F
H,G
915 |iBu |0 |H |iPr |H |H |H |ipr |H Hﬁm
F
H,G
916 |[tBu (O |H |iPr |H |H |H l|ipr |H Hﬂm
F
917 |Et O|H |iPr [H |H |H |iPr |H HH‘{/?@
0
0




Conmpaound (13) of Fornmula (1) in Table 1 Comyou R1L A
R2 RBR4 R5 R6 R7 RB RO RL Q No. 185 Mean O HiPr HH
HiPr HHHCH3 THF- _ 186 2- O HiPr HHHiPr HH
H& CH3 CH2 THF 187 _ 3- OHiPr HHHIiPr HHH CH3
CH2 2- 188 _ BocAOHiPr HHHiPr HHHCH3 E 189
4-Py OHiPr HHHiIiPr HHHCH3 190 THEO HiPr HH
HiPr HHHCH3 191 Et O HiPr HHHiPr HHHF 192
iPr OHiPr HHHiIPr HHHF 193 iBu O HiPr HHH
iPr HHHF 194 tBu O H L 58fIH HiPr HHH195 Et O
HiPr HHHiPr HHHCQ 196 iPr O HiPr HHHiPr H
HHC 197 iBu O HiPr HHHiPr HHHC 105 198
t Bu HoigP h ;. Cl 0 Compound
(14)&#@ Fordm'J1 ) Yo Fobdld 11" i rapit A R3 R4
R5 R6 R7 R8B RO ORL Q No. 199 Et O HiPr HHHiPr HH
H Cl 200iPr 0 HiPr HHHIiPr I—ll—ll—(‘l-Q?(HiP.llﬂ
Cemilpr HH H{iPr{HHH Q] 202 tBu 0 HiPr HIHiPr H
PPUH 2@3| &b Dril i|REg Hgd HRiPl i H kel | P4 RIPT 0 H
ndpri HH HiPr HH H|{Cl {205{1Bul0 HilPr H|HH|iOPr |H H
Nel. @l 206 tBu OJ]HiBr HHHliPrlHHHC [207{Et O H
iPrl HH HI HH[{CH| 208 iPr O HiPr [HH|HIiPr H
H . CHI | ~2( B i B, H H H H Il 2] 4
o8 W i & TR HEPE Rt i bl Bl 1850 O | HFH §i0~
iPiHH M/ H3 - 11071 212 iPf O HiiPr HH ﬁ iPt _HPH
H\l/ QH{ 108 onpound [(15) of | Fornmul a (1

&

c
1 ) in Table 1
ogeMndu Ry AR2| R3, R4, RA 7 R8p Dy NG, 2134
i By Higr Hggfpr HﬁEH?%ﬁﬁu & HlPer [H o
: i i Br H|H H|\/O
i CH3 217 {Bu O
4P| HoH |\ /| 4OF) 5 21805 BY 0 H|iPr [H H K/
cFl T 219" Et OH'PrgﬂEHﬁpiPrHﬁHﬁH /
i 2

iBu O Hi%r

N
=
()]
= —
—TUlr
o
T
Y
T
=
T
Y
T
T
T

u iAfr HH HiPr HHHQ
b Pr H. 0- NQ2 |224]i Py
, gggiéﬁoﬁiprhﬁ%
Bul 0 HilPr H/H H{iPr]|HH

iPrl HH
2 d

922 | iPr O |H iPr |H H H iPr H

o o]

H

924 | tBu O |H iPr |H H H iPr H H H

0]
/
(0]

o]

923 [iBu |0 |H |iPr |H |H |H |iPr |H HH%

(o]

: o]
/
(0]

925 {Me |0 |H |ipr |H |H [H |ipr |H HH_G,S
N~
926 (Et |0 |H |iPr |H |H |H |ipr |m HH_G,,?
N-

927 {iPr (O |H |iPr |{H |H |H |iPr |H H |H ,_<::$,3




227 Bt 0 Hi-P—-H-H-H+Pr HHH 0 O-EH3—%310-

Conmpound (16) of Fornmula (1) in Table 1 CompduRlA

R2 R3 R4 RS RER7TRBRORLQ n No. CHs 228 iPr O H

Pr HHHiPr HHH-1IQC OCH3 CH3 229 iBu O HiPr

HHHiPr HHH-1Q-0 OCH3 CH3 230 tBu O HiPr HH

HiPr HHH-1Q-OOCH3 HC 231 Et O HiPr HHHIPr

HHHO OCH3 HC' 232 iPr OHiPr HHHIiPr HHH

OCH3 HC2& 233 nPr O HiPr HHHiPr HHH\ 0)

O CH3 HC2, 234|Bu0H|PrH§—§ Pr HHH\ O CH3
/

- HC2° 235 tBu O HiPr HH Pr H HH\ 0 OCH3 236
Et O HiPr HHHiPr HHH\ - 111 Conpound (17) of

Forrula (1) (n Teble 1 domyou R1 AR2 R3|[R4 RS Rb R7 Q
B28RABR Qo Na. RBFriPt QuH iRr Hikk H fitPr HH HA 2‘38

iBulfO HiPr HHHiPr{ HH H |239{tBu O H iRr HHHlPr
HHH 240 Bt O IPr H H1Pr HHZ24T 1Pr O H1Pr
HHHiPr HHH242 iBu O HiPr HHHIiPr HH H 243
tBu O HiPr HHHiPr HHH244 M O M iPr HHHIiPr
HHH\/ CH 245 Et O M iPr HHHIiPr HHH\/ CH,

246 iPr O M iPr HHHiPr HHH\/ CH 247 iBu 0 Me

iPr HHHiPr HHH\/ CH3 248 tB

HHH\/ CH3 249 iPr O Ac iPr HHHI
- 112 Conpound (18) of Forrmula (1) i
podu R1 AR R R4 R5 R6 R7 R8 RO i
Ac iPr HHHiIiPr HHHCH 251 tBu 0 A
HHHCH 252 Et 0Bz iPr HHHIPr
iPr 0Bz iPr HHHiPr HHHCH 254 iBu O Bz iPr HH
HiPr HHHCH 255 tBu 0 Bz iPr HHHiPr HH H CH,
256 Et O HHrPHHiIiPr HHHCH3 257 iPr O HHTIrP H
HiPr HHHCH3 258 iBu O HHrP HHIiPr HH H CH3

259 tBUu O HH1IPHHiIPr HHHCH3 r 260 Et O HiPr H
M HiPr HHHCH 261 iPr OHiPr HM HiPr HHH
CH 262 iBu O HiPr HM HiPr HHHCH 113 263 tBu
OHiPr HM HiPr HHHCH 264 Et O HiPr HAc H

iPr HHHCH3 265 iPr OHiPr HAc HiPr HHH CH3 -
114 Conpound (19) of Formula (1) in Table 1 Com podu
RLAR2RI R4 R RERTRBRORLQ n No. 266 iBu O H
iPr HAc HiPr HHHCH 267 tBu O HiPr HAc HiPr H
HHCH 268 Et O HiPr HBz HiPr HHHCH 269 iPr
OHiPr HBz HiPr HHHCH 270 iBu O HiPr HBz H
iPr HH H CH,

Q No. 250 iBu O
iPr HHHIiPr
HHHCH 253




271.tBuO HiPr HBz HiPr HHHCH 272 Et O HiPr H
HHHiPr HHCH 273 iPr OHiPr HHHHIiPr HHGB
274 iBu O HiPr HHHHiPr HHCH 275 tBu O HiPr H
HHHiPr HHCH 276 Bn O HiPr HHHHiPr HHCH
277 Et O HiPr HHHHHTIPHCH3 278 iPr 0 HiPr HH
HHHiPHGCHB r - 115 279 iBu O HiPr HHHHHTP

HCH3 280 tBu O HiPr HHHHHTIrPHCH 281 Bn O H
iPr HHHHHTIrP HCH3 - 116 Conpound (20) of Formula
(1) in Table 1 Com podu Rl R2 R3 RA R5 R R7T R8 RO
Q No. 282 Et O HiPr H nPr HHHCH 283 iPr
iPr HHHnNPr HHHCH 284 iBu O HiPr HH H nPr
und2§%9t) BBfOFBHnE a"'(ﬁ HihRaphleHiH CH, - 286 Et
P HHnPr HH 287 iPr O HHrP HH nPr
CH3 288|BuOHHrPHHnPrHHHCH3 289 tBu

0 H
CH 291 |Pr QHiPr HHHIiBuHHH 2
Rr | RoH k81 Burd | HsH| REL | R293 [t
L H{H H|D 117
HilPr HHH

H
H
HiP HHnpr HHHCHS r 200 Et .!PrH!—L—LlBﬂ
H
H

CH3 P94 Bt OHifPr HH H 9B

CH,
;@ilﬁrl 1 H Hg

[
b u
Pr O HiPriHHHsBu HHH 2961iB
H 297 {Bu HijPr HH H sBu
P21 ofiFor|ll g H 1) Hi n| TRbI €
RLIAR2 R3 R4 R6 R6 |R7 B8 K

D
HHH3C 299 ijPr 0
H| HPr | +PH [Hl sBH H|H H HBC
HHsBu HHHHIC 302 Bt O/HiPr HH H s HiH H Q

Os 3{1 H W |dls | B3osHt B BE H litPr  HiHH HsB

_CHs,303iPr OHiPr HH|HsBu HHHH3 304 iBu )H@
U 4

A4 vL,U T r TI{ri T oDuU-rr~Ti—rjir—<orh OO =C A -

_|
H_{"LIQ 3) H I yr BIEL B cPyat LI CHL 207 F+l1 0 H
_l

Lo o H HosBy H HH 08,Et| S,H i|Py H|H H|sBu| H b=
ORE B 508 H’r ERE R A (S BT H U o 1% | prop

310 a gy O H T PrjHH i—Fa#u' HHGH-

98B tBuH HosBy H b |GH 120 |gonppwnd [(22) |g

3
f N
(1) in TbIE 1 | Com|pndd RL|{A R2 R3 R4 R5|R6 R7 RB RN

RL|Q Nof 312 tBu OH i1 ®Pr HHH sBu HHH-O-H—I, 313, —

9P (&tH i PO FHHH H.BBU #H KHAHH 4&CH311>1814 w- PhHO Hyi P H

Hg$Bu HHHCH3 319 Bn{0 H/iPrl] HH H sBu|H H H CH, N
316 EtHel|0O HiPFr HH H$Bu HHHCH, | x —

935 |iPpr |O |H |iPr |H |H |H |iPr |H HH—O

N

936 |iBu |O |H |iPr |H |H |H |iPr |H H |H \_/
N

937 {tBu |O |H |iPr |H |H |H |ipr |H H |H \_—/
N

938 | Et O |{H iPr |H H H iPr H H H \_/
N

939 | iPr O |H iPr |H H H iPr H H H \-—/
N

940 | iBu O (H iPr [H H H iPr H H H \—/
N

941 | tBu O |H iPr |H H H iPr H H H

z/




317 P OCE 0 H-iPr-H-H-H sBu H H H-eH3—+—&-318 THE O
HiPr HHHsBu HHHCH 319 Et O HiPr HH H JsBu H
HA CH3 320 iPr O HiPr HH HsBu HH Ac -&CH3 321
iBu O HiPr HHHsBu HH Ac CH, 322 tBu O HiPr HH
HsBu HH Ac -&CH3 323 Et O HiPr HH JH sBu H H Bz
CH 324 iPr OHiPr HHHsBu HH Bz -&H3 - 121 325
iBu O HiPr HHHsBu HHBz cH 326 tBu O HiPr HH
HsBu HHBz CH3 327 Et O M iPr HH H sBu HH H cH3
- 122 Conpound (23) of ForgéI‘]a (1) |n Table 1 Com
you R AR R3 R4 RS R6 RY No. 328 iPr O
I\/EiPr HHHsBu HH H CH, 329|BuOI\/E|Pr HHH sBu
Et

AT B AT R st

sBuHHHCH 333 iBuOHHrPHHSsSBu HHHCH3 334

tBu O H rP HHsBu H H(‘_ 335 Et. 0 HiPrH H_.
@Bu|H HH 336 iRr O W iPr HHH|sBu H/HH{&F | 337 iBu
RPWH| pPr H A I sBuH Held B88 [@y (G i PreH el 5B H H o
389 Et PHiPl HHHSBUHHHG 340 iPr oj®iPr H
¥ HsBu HHH G| - 123 841 tBu |0 Hifr HHHBBu HH
Heci 342/iBuO/HiPl HHHEBu[HHH|ci B43 Ft O H /~
942 |BtH H sBw H |H it {+O NG 1124 prCofpoundln( 2¢) of — )
Forpula (L) jin Table|l ¢Com you RL AR R3|R4A R5 R6
Hti*(&dH.LLI . o444 PO H H H H{SBU H H - UF NU =
B i Bun O i|Pr ' H,sBuU GyNO ¢, 346 tB P
4
ig—l?;llélr-lH?Isgu Pg_'H/f\lloZH34}7_{ﬂét(HHi3PH H:éj'}
H—FH-H—eF—-3418—-Hr - HHH-sBy—HHH-EH--349 i By
?(_)F{:iPr HHHsuHHH | 1350 tBu O HibPr HHH )
HBugolOaqH!  |3FE B of B i Pf HIPH q8u HI B HE/ |cH )
3520iPr Ol HiPr HHHMtBY HHHN\/ CH| 358 iBu 0 HGC
iPrlHHHtBu HHH\/ CH B54tBu O|HiPf HH H[tBu/~
$AH| EBU/ |CM3 H 12%Pr @ainpodnd| 25)irf Farnul B ([ |n‘§\j~>
Table 1 Compnddu RI AR2 RB R4 R5 R§ R7 R8 RO Rl @
No. [367 Bt O H i[Pr H[H HH PR H CH, | 3681 Pr{ 0 H I Pr—=
96| BitH H ®h H QHPr 369 | Bu DHH |ifRr HH H HaH P H )—Cl
370/tBu Ol HliPr [HHMHHPHh HGQH 379 Et{0 HiPr| HFN
Hilly HHHCHY 380 iPf O HiRBr HH{Hil[y HHH
%N iBa of Y jiter [HBY HE 11§ HH HiGwR |882 tBu OH H | \ 2 Ci
HHHi e HHH o] 387 Bt o HiPpr HHHHHHIPYr N
388 iPrl O HiPr[HHHHHH.IP -1p T 389 i B~
%%f'%lfll— }—liPHIEH!liEr' E:Scl'll_l ZBPrCoﬁ’pounB(Z%) of‘{b}_c'
—For ot a (1) —fabteTt ::unlpnut,ﬁ Rt A R235—R4+R5R6
§¥o RepR9 RY |@ Na.p,39@ tBy O Rrp H HyH H Plr /™
H3C| 391 |[Et {0 H|iPr HH4H>—YHH . R \hjc'
Cl
950 | Et O |H iPr |H H H iPr H H H -
\_7
Cl
951 |ipr |O |H |iPr |H |H |H |iPr |H H |H N=
\_7
Cl
952 [iBu |O |H [iPr [H |H |H |iPr |H H |H N=
\_7
Cl
953 | tBu O |H iPr {H H H iPr H H H -
\ 7




<~ CH3 392 iPr OHiPt HHHHHHI1IP r CH3 393

iBuOHiPr HHHHHHIP r CH3 394 tBu O HiPr HH
HHHHI1P CH3 395 Et O HiPr HHHHHHIP CH 396
iPr OHiPr HHHHHHIP CH r 397 iBu O HiPr HH
HHHHrPCH 398 tBu O HiPr HHHHHHTIP CH,

403 Et O HiPr MM HHiPr HHHCH 404 iPr O HiPr
M HHiPr HHHCH - 127 Conpound (27) of Fornula
(1) in Table 1 Comyou RL AR2Z RBRA RS R66 R7T R8 RO
R Q No. 405 iBu O HiPr_ HiPr HHHCH3 406
tBu O HiPr M HHiPr HH ,  Me- _ 407 Et O HiPr
H1- HHHCH3 MeS E 1- Me- _ 408 iPr O HiPr

H 1- H , MeS| Et| 1-[{Me- 40971 Buf0O HTPr a

<]
[

H  MeS O 411 Et 0 HijPr H HHI /

1 1h Ll O

H
ibl- H HuH CHBr (NeS- HE: nl-| Mer | 1410 [t:Bu |@eH|i PIN=
L]

[

o-cH——41 2P0+ TPr—tHH —Pr—H H-6
r HHHiPr HHHOCH3 -&<\0 414 tBu
Pr HHHo-cH O0- 128 CH3 415 Et O
HHH\/ CH CH 416 iPr O HiPr HHH
z CH 417 iBu O HiPr HHHIiPr HH

[N
1T
v

1Y)

\/ CH
S | 418 tBu OHiPr HHHiPr HHH\/ CHa -
Compound (28) of Formula (1) in Table 1 Com you
R4 R5 R RT RB RO R Q No. H3g 419 Et 0 H
HiPr HHH-CH3 H3C4420 iPr O HiPr HHH i Pr
- -CH HNC, 421 iBu O HiPr HHHIiPr HHH -
HNC, 422 tBu O HiPr HHHiPr HHHdc 30

OHiPr HHHiPr HHH\/ OSNH 0 424 iPr O H
HHiPr HHHo H2 O

PTTTORMITTITO T|T

STAS
Iq
ImgII>
=8
&3

-~
w
—

N
—




425 yBu 0 Hi-Rr-HHHiPr HHH /-e-Nd—426-+Bu 0 H

iPr HHHiPr HHHoOH 427 Bt O HiPr HHHiPr HH
HO NH2 428 iPr O HiPr HHHiPr HHH\/ONHz O 429
iBu O HiPr HHHiIiPr HHH-0--/<. H2 430 tBu 0 H i Pr
HHHiPr HHH-& 2 - 130 Conpound (29) of Formula
(1) in Table 1 Compodu RL AR RBR4A RS R6 R7T R8 RO
R Q No. 431 t O HiPr HHHIiPr HH H& Br 432 iPr

OHiPr HHHiIiPr HHHBr 433 iBuOHiPr HHHIPr

HHH Br 434tBuOH|PrJ—|IgH|PrHHHBr 435 Et O
HiPr HHHsBu HHHBr 436 iPr O HiPr HHH sBu H
HHBr 437 iBu O HiPr HHHsBu HHHBr 438 tBu O
H i P&ox‘ﬁb%ﬁhsgﬁlﬁ& "i‘(ﬁrmul%i?’algt i ¥apPe HHHiPr HH
HO CH 440 i O HiPr iPr HHHO OH 441 iBu
OHiPr HHHiIiPr HHHO CH 442 tBu O HiPr HHH
r a)

ibr HHHOQ o131 3. 443 0 Hibr HHHpent H
Gemi cH, I | 3-| 444 iPt O HiFr HH|Hpent HHH CH
BAY 1 p132 Lorwoins (3 phsFPEgUIe (1) Rgn Tabl pRY | Com g
d Q  pndul RY 03-| 445
No. {Bu O Hilpr HH H \/ CH| yl |3- 446

Y n H
tBul|O HiPr HH|H pegt H{HH\/ [CH vyl 447 Mef0 H i Pr
| | nag| &t mHiFPmHmHmH%
H\{ cl [l | 449 iPr iPrlHHHiIP] HHH\! clI|cl\7
—H

i
B
A B2 RA RS R6 RT R8 R R Of No
pe
t
955| HPr Pr| &1 |Hi H |-1@10 | He
0

T
Q

H
45011 Bu O HPPr [HH H 1TPf H \ 7 cCI cl #5T {Bu
(o

688 | HoH H o HIH i Vi ol ol 4528 1@ HTRr Fobl H -
sBu H\/| cl C| 453 ;tOHIPrHHHSBuHHH\\/
1 45"ir|" H—+—FPr—HHH—sBa—HH-H—+ a 55 S=CcH,
' i P H BmH-IHécI.cI 56 1 D H | Pr =
%atsu@ HHPS ol 183 %’5%@?‘ -IEPrHHHﬁ-O
i-Pr HELCH3 134 | Conpound (31) cormul a (1)
in Table 1 |Corn S-CH,
958 |ipr |O |H |iPr |H |H |H |iPr |H H |H \—/
S—CH,
959 | iBu O |H iPr |H H H iPr H H H -
N\ /
S-CH

960 | tBu O |H iPr |H H H iPr H H H

\ /7
Q

961 |Et O |H |ipr |H |H |H |iPr |H H |H _S%CH°
\ 7/
Q

962 |ipr |O |H |iPr |H |H |H |iPr |H H |H _S%CH’
\_/
Q

963 [iBu |O |H |iPr |H |H |H |iPr |H H [H _S‘TgH’
\_/
0,

964 [tBu |O |H |iPr |H |H |H |iPr !H H |H _s%:H’
\ 7/

cl

965 | Et O |H iPr |H H H iPr H H H -




you RL AR RBRA RS R RT RB ROR Q No. t-N 458

iPr OHiPr HHHiPr HHHF CF3 459 iBu O HiPr H
HHiPr HHHCFA 460 tBu O HiPr HHHiPr HHHX ~
F C3461 Et OHiPr HHHiPr HHH-QF F 462 iPr
OHiPr HHHiIiPr HHH-QFF 463 iBu O HiPr HHH
iPr HHHF F 464 tBu O HiPr HHHiPr HHH-QF F
FF 4656 &t OHiPr HHHiIiPr HHHFF FF 466 iPr
OHiPr HHHiPr HHHFF FF 467 iBu O HiPr HH
HiPfr HHHFF FF 468ty QO HiPr HHHiPr HHH
F F - 135 Conmpound (32) of Fornmula (1) in Table 1

Comndu R1 A R R3 R4 R6E R7 R8 RO OR1 E__469

, r :

iPr/HHHiIPr HHH-0-F [0-CH

R
Et 0 HiPr HHHIiP|HHMH{-OLF F|470 iPr 0 H|{Pr H S
oB6HiiioRr [OH B \[iFr B 4B {Bu DiPti Pm H HEH | Br 4_@
F t 4737
H

H
I Pr H IPFr HHH-0-0-CHOGCHE O 474 1Pr
OHiPr HHHiPr HHH -0-0- 3 O0CH3 OCH3 475
iBu OHiPr HHHiPr HHH-0-0-CH3 OCH3 O CH3
476 tBu O HiPr HHHiPr HHH-0-0-CH3 1 OCH3 N2
477 Et O HiPr HHHiPr HHH--0 NOS 478 iPr O H
iPr HHHiPr HHH-<~ - 136 Conpound (33) of
Formula (1) in Table 1 Corn pnodu RL AR2 R3 R4 R5 R6
R RB ROR Q O No. @ 479 iBuOHIiPr HHHiPr H
HHN® 480 tBu O HiPr HHHiPr HHHOCH3 481 Et
OHiPr HHHiPr HHHOCH3 482 iPr OHiPr HHH
iPr HHHOCH3 483 iBu O HiPr HHHiPr HH H 0-CH3
484 tBu O HiPr HHHiIiPr HHH485 Et O HiPr HHH
iPr HHH 486 iPr O HiPr HHHIiPr HHH\/ NCH, 487
iBu O HiPr HHHiPr HHH/\-CH3 488 tBu O HiPr H
HHiPr HHH\ C-,, C 489 Et O HiPr HHHiPr HH
H\/




C 490 iR O HIiPr HHHIP H-

(34) of Forrmula (1) in Table 1 Compodu RL A R2 R3 R4
R5 R RT RBRR R Q nNo. ¢/l 491 iBuOHiPr HHH

iPr HHHC 492 tBu O HiPr HHHiPr HHH\/ d

493 Et O HiPr HHHiPr HHH\ / F cl 494 iPr O H
iPr HHHiPr HHH\ / F C 495 iBu OHiPr HHH

iPr HHH\ / F C 49 tBu O HiPr HHHiPr HHH\
/| F A 497 Et O HiPr HHHiPr HHH\ / F cl 498

iPr O HiPr HHHIiPr HHH{gg -0-F C 499 iBu O H
iPr HHHiPr HHH\ / F 500 tBu O HiPr HHH
iPr HHHF CN501 Et OHiPr HHHiPr HHH\ / CN

502 icBhpBukbii P2 bk Hrdituid Hil 1n188p1£0fpound (35)

of Formula (1) in Table 1 Compou RL AR2 R3 R4 R5 R6

R7 R8 RO ORL Q No. CN 503 iBu O HiPr HHHiPr HH
HCON 504 tBy O H iR HHHiP HHH..0ci 505 Et 0
&P"Pr HHHfPr HHHci| ci|508 iPr @ HiPr HHHIiPr
PPH| A ci|aciry 3035 | ByaO |Rsi PeHaH H i Bg H| RoH| B i
mdg(tBu OHjiPr HHHMiP{ HHH|ci ¢ 509 Et|0 HiPr
¥oHHiPr|HHHIC i %10 |PrloHifPr HHH{Pr HH

H\| ci i |51 iBu|0 H{iPrfHHHIiPl HHHC ¢ Cl
S42 |tiBu O] &f jIPr [He+ Hil PIEH HiH \ip:G | 583 Fu Of H /=
iPrfHHHIiR HHH)\/ -}1139 Odnpounc (36) of | Forpul 4
(I)1in Taplef I [Com podu[RT A HHJH R5 Ry R8[ R9 Cl
55 No| o 514 iR H|i,Pr HiPl HHH\, F —
T | BB O & 1By A A Py ] R T TR Y %
969 | Me O |H iPr |H H H iPr H H H —@»Cl
970 | Et O |H iPr |H H H iPr H H H —DCI

971 | iPx O |H iPr |H H H iPr H H H \ ,/Cl
972 |iBu |O [H |iPr [H [H |H |iPr |H |H |H \ )¢
973 [tBu |0 |H |iPr [H |H |H |iPr |H |H |H \ )¢l
974 |Me |0 |H |iPr [H |H |H |ipr |H |H |= \ )
975 |Et |0 |H |iPr |H |H |H |iPr |H |H |H \ )-CF,

. . N_
976 (iPr O |H (iPr |H |H |H |iPr |H H |H ‘QC&
977 | i ' i =
iBu |O (H |[iPr |H |H |H |{ipPr |H H |H ~§\:/>—CF3
] N—
978 | tBu |O |H iPr {H |H |H |iPr |H H |H \ /CF;
979 | Et O |H |iPr |H |H |H |iPr |H H |H \_7




E 516 tB1 QO HiPr HHHiPr HHH\/ H3C CH3 517 Et
OHiPr HHHiIiPr HHHHICCH3 518 iPr O HiPr HHH
iPr HHHH3IC CHs 519 iBu OHiPr HHHiPr HH H H3C
CHs 520 tBu O HiPr HHHiPr HHHOGCHs 521 Et 0 H
iPr HHHiPr HHH\/ OCH3 OCH 522 iPr O HiPr H
HHiPr HHH\/ OGOCH3 OCH3 523 iBu O HiPr HHH
iP’r HHH\/ OCH3 OCHs 524 tBu OHiPr HHHIiPr H
HH\/ OCH3 - 140 Conpound (37) of Fornmula (1) in
Table 1 Compndu RL A F\>2_R’138 4 R5 R6 R7 R8 RO RL Q
No. 525 Et O HiPr HHH i Pr H H cF, 526 iPr O H
iPr HHHiPr HHH-& CF3 527 iBu O HiPr HHHIPr
HH 8 t.B i P iRr. H HH 4c F,
H3C oéi%g ﬁ%.% ProtfHLﬂ‘I?IQﬁH}é’r Engﬂé/ba&é H3C H3C
530 iPr O HiPr HHHiPr HHH\/ CH3 H3C H3C 531
iBu O HiPr HHHiP HHH\/ CBR IBC C_532 tBy 0
Camijpr HMH H|iPr{HHH\/| CH3 H3IC 533EtOHiFF’§rJ|-|HH
poRPr| H H M\ 4 w6Al 52 5B iRz Qo | By H iRy HIRY B \/
ndCA,rd, 55£i§8 )R|3-|igl§4l-$l-?l'1p\lléPIRIZHtF¢_|/ ?{&EO, 536Q
NoBu O HilPr |HH|/HiPr HIH HICA, |- 141} Conpound (38)
of |Formulla (1) in Taple |1 Comyou Rl A R R3|R4 R5
980 RPRRO|R |®@ Napr5BH HtH O Hi”ﬁ.PHHlHiFrHHI‘HHr‘@
538 i Pr OHiPrHHHiFrHHH539iBuOHiFFrHHH cl
II-’rOFI H'Ir:;lr}Lllr—|-|b'4U bul_UHII—’r,HH_pIgr“H_:;IHCHi@
L (O, I Fr . L Br T~ b I Pr r
988, P 0 D80 PEd Bl H e T e, T I-Il-llPrdI:I'}rlH 9
—e— {544+ B——H4-P—HHH+Pr—H1H1H& F—H—F—1545+E—p
9:ail:’rHHHiF’rHHH--OF F F. F HD546 (i Pr [0 Hi _/
28B4 piOHIB HI P AE (B F|SBF il o W ipH H|H
iprlHHM-0F|lEE FF'—';AFJI‘R#LJ‘J:I Pr HHhipi HHC
H-lOoF CH,§
983 | Et o|H |ipr |H |H |H |ipr |H H |H =
CH,
984 |ipr |O |H |iPr |{H |H |H |iPr |H H |H N=
N\ /
CH,
985 (iBu (O |H [iPr |H |H |H |[iPr |H H |H {“-/
CH,
986 [tBu |0 |H |ipr |H |H |u |ipr |H |H |H =
\ /
F
987 | Et ol |ipr |H [H |H |ipr |u |H |H =
\ 7/
F
988 |ipr (O |H |iPr (B |8 |H |ipr |H H |H =
' \_/
F
989 {iBu |0 |H |iPr |H |u |u |ipr |H H |H =
\ /
F
990 [tBu |0 |H |iPr |{H |H |H |iPr |H H |H =
\ /




- F F 142 . -Corpouna—{30)—of—Formt-a—{tjmdimtaii-c—1—Com

you IRF ARR RBRA R5 R RT RB RO RL Q No. 549 Et O H
iPr HHHiPr HHH 550 iPr OHiPr HHHiPr HHH
551 iBu O HiPr HHHiPr HHH 552 tBu O HiPr HHH
iPr HHH553 Bt OHiPr HHHiPr HHH-0-1 554 iPr
OHiPr HHHiIiPr HHH-0-1 555 iBu O HiPr HHH
iPr HHH-0-1 556 tBu O HiPr HHHIiIiPr HHH-0-1
H3CG-0 557 &t O HiPr HHHIiPr HHHH3CO 558 iPr O
HiPr HHHiPr HHH\ / _H3690-559 iBu O HiPr HHH
iPr HHHH3IC-0 560 tBu O HiPr HHiPr HH H H3CO
H 0

H
561 Ft 0 HiPr HHH{iPr H H C-0 143 onpound
(40)| of Fagrmyla (1) ip Taple |1 (Fo Paj R1 A RZ R3 (R4  pBr
d-l- i
0

RPIRER7 R® R R i®r hHNo| HH, Pr O/ i|P H N

B2
HiPFr HH|H H3c-90 H cto /63 HiPr HHHiPrH\/
H\/| Hc-lo |Hsc{o 564 tBu O HiPr HHHIiPB H[H H{\/ Br
0

(0]

Bu
i

49 (0i P56 OV K0 HiipRr | ki H il SBu Hiil-H (4 F | 566 iEt
i

iPr HHH{iPf HHHS567 iPr Q HilPr HHHiPr HH K \/\_7/
0 568 1TBU U HITPr HHAHHTPT H HH 569 TBU HTPr HH
HiPr HHH\/ a 57OEtOH Pr- HHHiPr HHH CH3
0572 iPr OHIiPr HHHiPr HHH\/ HHCH OCH O
572 iBu O HiPr HHHiPr HHHH"0 PC- CH 0 573
tBu O HiPr HHHiPr HHHo ,"" O - 144 574 Et O H
iPr HHHiPr HHH-0-i%p C', O575i Pr OHi Pr
HHHi Pr HHH-"~ 0" 0 - 145 Conpound (41) of
Formula (1) in Table 1 CompoduRlAR2R3R4 R5 R6

R7 RB RO ROL Q n No. 4~o cH, 576 iBu O HiPr HHH

iPr HHHHcH 0 GHQ 'CH5577 tBu O HiPr HH HiPr

HHHCH 0578 Et O HiPfr HHHiPr HHHGCH H

O+C 579 iPr O HiPf HHHiPr HHHOH c¢i HO
580 iBu O HiPr HHHiPr HHHc CH a 581 tBu O H
iPr HHHiPr HHHG




H3C 582 Et O H i Pr
HHHIPr
3585 tBu O HiPr

O HiPr

i Pr

HHHIPr

CI—L

HHH ci
586 Et O H i Pr

H H H NCH,
0 146 589 tBu O HiPr
147 Conpound (42) of Formula (1)

HHH

HHHIPr

HHHIPr

ci

HHH\ ci
584 iBu 0 HiPr

H H

HHH~CH,

588 iBu O HiPr
HHHIPr

HiPr

0 587 iPr

H H

HHHci
OH
HiPr

HHHP-\ CH
in Table 1 Com

H3C 583 iPr
HHH

i Pr

HHH

0

podu RLAR  RRRARSE RE RTRBROR Q n No. 590 Et 0

HHHrPHHHHHO Nz~ - 504 i-Pr

OHHHIPHHHHH

0O 592 i BUOHHHIrPHHHHH1I 0593 tBu O HHH

rPHHHHHO 594 Bt 0O HHHHHIPr

HHHD595 iPr

0

H HddnigoldndPr( 7ll) Hotl £3rm®O6 (18U i@ Mabhdl H HiPr H H H

0 597 tBu O HHHHHIPr

HHH1 O598 Et 0 HM H

HHiPf HHHO1 599 iPr OHM HHHiPr HHHO
660—Bu——HMe—HH-H—+Pr—H+H 664—+BuT 00—+ ve—HHH
Co®i HH HoOl- 148 Qorpgund| (43) of Ror mulla (1),ip
PUhira 1 | Bofrpndra Rl R RRSRBRE4| 6 R4 RE7 #k&gRsaoél No. Q
1'l%OZEtOHVE ¢t HHiPp HHHOD 603iPr(PHVbI\/E
Nee ipr HHHOL 4l604liBulo H M HHlipr i HlH
603 tBu O HMe e HIHifr HHHO 606 Et |0 HIEt HHHEF
99®y| iBuH HOBDH i kPO | B HH HHH j 5Rr HH H 0d (F@S o)
HEt HHHI[IPr HHHO |609({tBu O HHE HIHHIPr H
60f Et OfHhPr HHHIiPlf HHH 608iPrOHnIErHHH Br
9581 tBuH HoO| HE0LiPBU B0 MENPEHH H Bt i B H MEH 680 ag@
HoPr HHHiPr|HH|HO| (S] 611 Bt Q H-|HH/{HiPr
HH sBuj- [49 | Congound (44) of Forrula (1) ifn Tgabl 0
995 (®m p|on| Hu RIPA [0 RE REHRS| Rér R{HRS RE Ol H Nb.@—g_c“
(S 612liPFf O HHHHIiPr HHHL dBuU 3
= 0
996 |iPr |(O |H |{iPr {(H |H |H |iPr |H H |H W
= 0
997 |iBu |O |H |iPr |H |H |H |iPr |H H |H W
3
= 0
998 | tBu O |H iPr |H H H iPr H H H \ / o-cH
= 0
999 |Et o|H |ipPr |H |H |H liprr |H H |H
N\ / oH
= 0
130 ipr |0 |H |iPr |H |H |H |iPr |H H |H \ /
OH
10 = 0
10 iBu |O |H |iPr |H |H |H l|ipr |H H |H Was
1 = 0
go tBu |O |H |iPr |H |H |H |ipr |H H |H —@—(
OH
100 =
3 |Et O|H |iPr |H (H |[H [ipr |H H |H —<\:?
100 | . : =
¢ |iPr [O[H |iPr |H |H |H |iPr [H H |H —C'?
100 | . _ =
5 iBu O |H iPr |H H H iPr H H H _<:hl>




(S) 1613 i BuO-HHHHIiPr HHH sB+—6—(S—614 -t Bu—-0
H- HHHiPr HHHI sBuO 615 Et O HPh HHHiPr
HHHO 616 iPr O HPA HHHiPr HHHO 617 iBu 0 H

Ph HHHiPr HHHG618 tBu OHPh HHHIiPr HHHO
619 Bt OHBh HHHiPr HHHO 620 iPr O HBn HHH
iPr HHHO 621 iBu O HBh HHHiPr HHH 622 tBu O
HBh HHHiPr HHHO -c-0 623 Et O HHBn HHiPr
HHHO 624 iPr O HHBn HHiPr HHH O - 150
Conpound (45) of Fornula (1);4,n_Table 1 Com ppoou Rl
AR RBRI R R RTRBR RL™ No. 625 iBu 0O HHBn HH
iPr HHH 626 tBu O HHBn HHiPr HHHO 3-THF,

627 I j H K H; 3; THF, 628

i Pr gbﬂgﬁ%?e?}EEWi l{:’!?]}n\:)l—ll[ll-al Alb l?eggg%emll:, 629 iBu O
HHacema HHiPr HHH O te) 3-THF, Nz~ 630 tBu O H
Hracenma HiPr HHHte cHex 631 Et QO (DQ d4c H H

¢ |[HHH yclizat ign) |cHek 632 iPl 0 HyR {zat{c H

PP PeiH H & [rg |IR3 Oka $HEX| REI%RT Bu|ReH (RS, | Rc Q
y¢lijzat HHfjPr HHHO {ion) - |151 - |cHex|634|fBu/ 0 H

YR3| R4 clyclizat HHiPt HHHIlion) 635 FEt OlHiPr H
WollHHHHP 636 iRPr OJHiPr HHH K HH{H O} 63F =>

i BulGBH i PP HIH |HBF HEH HHO (H152PCondoung (468 o \_y/

| Formul a (1) in Tahle 11 Com you R_A KR RIIRA RS RZ
FBORY R | Nol 638 t Bl OMHiP HHHHHHH 689 M ON=

Hri PESH HRA M H 3P| a0 e | H3B Wi H|Be HIH H‘oﬁ\_Nf CH,
644 POt H--P—H-H-H-MH-H-H-O—642 1 Bu—0—H-P—H-H

”ngilﬁrH% H |ipr | [H |u |ipr | |u |H —{l:/ CH,
N

100 iBu O |H iPr |H H H iPr H H H /—CH
\ 3
9 N
101 , —
0 tBu O |H iPr |H H H iPr H H H "{ / CH3

101 . , =
1 Me O |H iPr | H H H iPr H H H \ 4

0-CH,
-CH,

101 ) . =

2 |Et O|H |iPr |H |H |H |iPr |H H |H N AN
0-CH,
0O-CH

101 | ., ) , =

3 iPr O 1H iPr |H H H iPr H H H N\ 4
0-CH,
O-CH,

101 |, . =
415u0H19rHHHiPrHHH‘<\L,(V

101
5 tBu O |H iPr |H H H iPr H H H

=
N N
(0]
101 . S
6Et O|H |iPr |H |H |H |iPr |H HH—@




... 643 tBu O HiPr HHH M HHH 644BnOH|Pr HHH
M HHH~00 H M 645 M O HiPr HH (racemat HH H
e) H M 646 Et OHiPr HH(racemat HHHe) 0 H,
Me 647 iPr O HiPr H(racemat HHH e) H M 648
iBu O HiPr HH(racematHHHe) 0O- H M 649 tBu O H

iPr HH (racemat HHH e) 650 Et O HiPr HHHE H

HHO- 153 Conpound (47) of Formula (1) in Table 1
Compodu RL AR RBRA RS R RT RB RO ROL n No. 651
iPr O HiPr HHHEtHHH 652 iBu O HiPr HH H Et
HHHO 653 tBu O HiPr HEt HHHOLEt OHIPr
HHHnNPr HHHO 655iPrOH|Pr HHHnNPr HHHO
1 I Bu Hi1Pr{fHH[HNPr HH O o637 tBy O HIP
E?RrPrH H B~0] N\Nex | 658 HEt |@ HiPr HH r PHH HHHH
5

9 ipPr HiPriHHIP H H H660inI-iPrH-|rP\

HHHH 661 tBu O HiPr HHrPHHHHO H iPr 662
M OHiPr HH (racemat HHHe) 0~0 H iPr 663 Et O
HiPr HH (racemat HH He) O- 154 Conpound (48) of
Formula (1) in Table 1 Compodu RL AR2Z RB R4 R5 R6
R7 RB ROR Q No. H iPr 664 iPr O HiPr HH I\
(racemat HHHe) O H iPr 665 iBu O HiPr HH
(racemat HHHe) O H iPr Ilz~ 666 tBu O HiPr HH
(racemat HHH1e) O 667 Et O HiPr HHHHIiIPr HH
668 iPr OHiPr HHHHIiIiPr HHO 669 iBu O HiPr HH
HHiPr HHO 670 tBu O HiPr HHHHIiPr HH 671 Et
OHiPr HHHHHI1IPH\ r O N2~ 672 iPr O HiPr HH
HHHrPHO 673 iBuOHiPr HHHHHYIrPHO 674
tBu O HiPr HHHHHI1IPHYIr 0O 675 Bn O HiPr HHHH
H 1P H



r 0 1676 Et -O-H-ikPr- 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 HiPr HHHiBu HH

HO 678 iBu O HiPr HHHiBu HHHO 679 tBu O H

iPr HHHiBu HHH/ 0~0 680 M O HiPr HH H i
(S)Bu- HHH/ 0 681 Et O HiPr HHHiBu HHHOQ
682 iPr O HiPr HHH(SUHHHO/ | 683 iBu O HiPr
HHH(SiBju- HHHO/ ~ 684 tBu O HiPr HHH
(S)iBu- HHHO (S) - N _5@; Me O HiPr HHHiBu HH
H~S 686 Et OHiPr HHH(SBu- HHH</' ~ S
(S)- N 687 iPr O HiPr HHHiBu HHH~ S (S)- ~N
688 |.B i P i How | S) - ~N 689
Cby EPheBphal (hs ]l SETR4fAIE 1) i%%%’péund (50) of
Formula (1) in Table 1 Corn ppou RL AR2 R3 R4 R5 R6
R7 RS RO j QO Nz~ 690 M O iPr HHHiBu H H
Ger| 691 Ft 0D HfiPr HHHiBYW HHHN|S:0|F g&- N
B9P2 | ,Pr 0 H 4Bl /S F | oeS) | woN| RE~
593 ?Eu oﬂ ng E{:ﬂ Hﬁ‘iBuRH :H: 1?7-? s r—B(8 ( };9_ N 694 °
NBul0 HiPr HHHiBJ HHH}(~|S F 495 OHiP H
tbH[iBu HHH N[/ \[7 696 Et Q HiP] HH/HiBu HHHs
iBu 6P j¥r (OLBF i{BFr HHH HH(S)iBL H|H -/ [H / |HE98 —4 |
iBulo Hipr HHHiR|l HHHL/ )\ / 699 O HiPr H
toH|(Su HHHLXP _7d0 M O HiRr. HH|HiBl HHH}~ /8
N 7Q¥BRt DOH Hpr| W |H i gl H W HIET - 157 [BonpBund —\ |
5 —ef—Fprapta - H—Hr—Tabler —Comyqu—RHAR2 R34
F2R6 R7 R8 RO R _Nd. 702 iPr O HiP| HHHiBu H H<§]
7€3|EBu O ¥t j¥Br HEBF HiH BYHH HiH | ¥ tBu o|H i P H H
iBulHHH Q| 705 Melo HliPrlHHHIBIL HHMHN\ /| K
S
122 iPr O |H iPr |H H H iPr H H H ‘Q
H,C
102

2 iBu O |H iPr |H H H iPr H H H

I

[*]
O

Y

S
102
3 |tBu |O |H [iPr (A |H |H |iPr [H [H |H -S\J
H,C
102 CH
o |Et |0 |H |ipr|# |H [H |ipr |H |H |H _<°j/ ?
\
102 | , S~ -CH,
¢ |iPr |O |H [|iPr |H |H |H |iPr |H |H |H _g
102 | . . CH
6 |iBu |ofH [iPr |H |H |H [|ipr |0 |H |H ‘{j ’
102 CH
2 |tBu |o |H |iPr |[H |H |H |iPr |H |H |H —§J/ :
102 , s_Ci
g |Et |o|H |iPr {8 |H |u |ier |0 |u |m _J
\
102 |, , S<C
o |iPr |0 |H |iPr |H |H |H |iPr |H |# |H _g




Cl 706 Et OHiPr HHHiIBu_ HHHN\ / C 707 iPr
OHiPr HHHiIiBUuHHHN\ C 708 iBu O HiPr HHH
(S) HHHiIBu\ / C 709 tBu O HiPr HHH(S) iBuH
HH\ / Nz~ 710 M O HiPr HHHtBu HHH 711 Et O H
iPr HHHtBu HHH/ 0 712 iPr O HiPr HHHtBu H
HH-c-c 0713 iBu O HiPr HHHtBu HHHO - 158

Compound (52) of Formula (1) in Table 1 Com Pau R1 A
R2 R3 R4 R5 R R7 RB RO RL Q No. 714 tBu O HiPr HH
HtBu HHH/ 3- 715 Me Q kPt HH Hpent HHHyl 3
716 Et O HiPr HHHpent HHH YI 3- 717 iPr O H

iPr HHHpent HHH Y 3- 718 iBu O HiPr HH H pent

gz H Yl | 31 719 tBu| O H i Pr HHpent HHH|YL @ / g
lg 111Bw33 Oy HO HiPPr|{ ¥ HHwe HiRrH HHO [#84 |iHPr |0 \
B

Ct

H
0 e
iPrlHHNe Me HIHH 735 i Buio HiiP H M M HHIH/
I O 736 tBu O HiPr HH M M H/ I 0O4 737 Et
OHiPr HHHM M HHGCGO O7Y7 Pr OHiPr HHH
M MMHHO 739 i BuOHiPr HHHM M HHGCGO O -
159 Conpound (53) of Fornmula (1) in Table 1 Com podu
RLAR RBRR4A R5 R RT RB RO ROL Q n No. 740 tBu O H
iPr HHH M M HHO 4 741 Et HiPr HHHHM M
HO~0 742 iPr OHiPr HHHHM M HO 743 iBu O H
iPr HHHHM M HO 744 tBu O HHHHM M H
CF3, H749 Et O HiPr HH :01- e
H750 iPr O HiPr HH (racemat H

t HH H O CF3,
O CF3, H

3




751 iBu OHiPr HH (racemat HHH e) CF3, H 752 tBu
OHiPr HH (racemat HH He) O- 160 Conpound (54)

of Formula (1) in Table 1 ComPau RL AR2 R3 R4 R5 R6
R7 RB RO ORL Q n No. --(/N 761 Et O HiPr HHHPr
HHHS N:C, 762 iPr OHiPr HHHiIiPr HHH--(/ S
763 iBu OHiPr HHHiPr HHH-{/NI S ~Nc 764 tBu
OHiPr HHHiIiPr HHHS~" 765 iPr O HiPr HM H

iPr HHHS 766 iPr O HiPr HAc HiPr HHH'N 767
iPr O HiPr HBz HiPr HHHg - 161 Conpound (55) of
Formula (1) in Table 1 ComyouRlAR2R3R4 R5 R6 R7

RERORLQ No. 768 M6 O HiPr HHHiPr HHHO 769
Et O i OHiPr HH
H i Pr Hﬂb ﬁi@lﬂ of O%H%dl;ira I—Fi(): A %Zghgan O Nz~ 772

|PrOHiPrHHH|PrHHHI O773nBuOHiPrHHH
iPr HHH--¢ 105~ 774 iBu 0 HiPr HHHiPr H

¢on| O 7p5 tBu |0 HilPr HHH iR HH|H-cic 0 Nzf-
FP6 | Rh O HhiRgo Had HIigRr |RsH kg1 | 3 71&gBn|RgH RbriH H
Mipr HHHIO 778 MDE O|HiPr HH Hi{Pr HHHH© - 162
Wonpound {56) of] Forula(1)]in {Table|l Como| pop

©

HsA R2 RB R4 RS R6 R7 R RO|RL | No. 7179 iiny 0 H
H H| EBPr | ® HIH O-Rx |H8O|HI | yHO HRPr {H H IHHi PrHH

I

Q_prop 781 argv O HiPr i HH HiPr HH H I} 1 Nz-)-K/\r
782|THEOfHjiPr HHHiP{f HHHO -C|O THF 783 2
19 |hgeH HpPrypH H | 1CH2 gTHR 78flplsdg—|ipq{Hh||—1i‘P§J
HH/H-CH 0~0 785 ¢H2 @ H{Pr HHHI|iPr HHH o
S
1g3iPr o|H |iPr |H |H |H [iPr |H HH_Q
cl
S
123iBuOH ipr {H |H |8 |ipr |H HHAS\J
Ci
S
lg3tBuOH ipr |H |H |H |iPr |H HH—$\J
cl
Cl
103 : : S|
¢ |Et |O|H jiPr |H |H |H |iPr |H |H |H \c
I
Ci
cl
103 | . . : SI
2 |iPr |O |H [iPr [H |H |H |iPr |H H |H \
c
cl !
Ci
103

8 iBu O |H iPr |H H H iPr H H H

Q

103 ,
9 tBu O |H iPr |H H H iPr H H H

Q

Q

104 .
0 Et C [H iPr |H H H iPr H |H H




Q 4.5 786 DEP O HiPr HHHIiPr HHH CH2 3- 787
yian O HiPr HHHiPr HHH CH2 788 DICHO HiPr HH
HiPr HHHOI 0O O 789 CH3CO HiPr HHHiPr HH
H HC1 0 790 t SHiPr HHHiPr HHHI 0 - 163
791 iPr SHiPr HHHiPr HHH- 164 Conpound (57)
of Formula (1) in Table 1 ComPau RL AR2 R3 R4 R5 R6
R7 RB RORLQ n No. 792 iPr OM iPr HHHiPr HHH
O 4 793 iPr O AciPr HHHiPr HHH/ O 794 iPr O
BziPrHHHiPrHHH/_Olg 795 Bt O HiPr HHH
iPr HHHO O 796 iPr OH'PPr HHHiPr HHHO 01
797 iBu OHiPr HHHiPr HHH 798 tBu OHiPr HHH

iPr HHH - 799 Ft O-HiPr HHH.iPr HHHO F\
) "o Crdhd 7y Q8 sprmirk T 1 e Tl % Bl o
HiPr HHHiIPr HHHOF -0-0802tBuOHiIiPr HHH
iPr HHHA4F -0-0 165 Conpound (58) of Formula (1)
Con Table |1l |Comndu R1 ARRIRS R4 R5 R6 R4 R8|R9 OR1 Q
pho. [ 803 Ht, ( [ H H 4P H NO 0 4R1Pn O H
nidPr| T H A PrRIjH Esng"z 0&{@'@ 352”8?% kﬁ?%rOHHH 0
NoPr|l HHH Of 806 tBulO HiPf HHHiPr HH H 17z~[N02
Q1 E O|HiPr FHHIPHWH ¢ C 0 80§ TP O WIFY
H iP5 Prl OH|H H| 1PEHBH O HO09 H BUibrH j¥r HH HH Pr H—@
|!|OO'C" 810 tBu 0 iBr Hi{H HliPr HHIli "¢ 0 0
104 811 Etl O|HiPr HH HiPr [H H HC 812 |i Pr |0 Hli Pr
W HIBY p| 4| H H| &Prol by |HB13H BUiBTH jr HHH HH P
Gdgiq tge o nie dodipl nbnal ok dis g g
ua4i Pro H H H|[i,PriHH H, N .. 0]+ 166, Copnpound, (5 of _ g
Bor |niti & f{liHn Tabfe ¢bml¥ou hﬁrAggqu"M%)SFRG =
RE-IRE—RHTO— 5
124Et o|H |iPr |H |H |H |iPr |H HH_O
. racemate
O
lg4iPr o|H |ipr |H |H |H |ipr |H H |H
racemate
O
124iBuOH ipr |H |H |H |ipr |H HH_O
racemate
(o]
104
7tBuOHiPrHHHiPrHHHﬂ
racemate
o)
124 Et ol |iprlu | lu lipr |H H |H —@
104 | . o)
glprOHierHHierHH—@
105 | . .
olBuOHlPrHHHiPrHHH—G
105
1 |tBu |O |H |iPr |H |H |H |iPr |H |H |m S|
105 o
2EtOHiPrHHHiPrHHHﬂ
H,C




No. H3 816 iPr O HiPr HHHiPr HHHO H 3 C 817
iBu O HiPr HHHiPr HHHMNz~ O H3 818 tBu 0 H i Pr
HHHiPr HHH/ O 819 Et OHiPr HHHiIiPr HHHPp
racenate 820 iPr O HiPr HHHiPr HHHO racemate
821 iBu O HiPr HHHIiPr HHHCcZIIJ c racenate 822
HiPr HHHp racemate 823 Et O HiPr

tBu O HiPr HH
HHHiPr HHH/ S 824 iPr OHiPr HHHiIiPr HHHS
825 iBu OHiPr HHHiIiPr HHHS- 826 tBu O HiPr HH
HiPr HHH/ - 167 827Et_gé—l_iPr HHHiPr HHH
Nz~ N H - 168 Corrpound(G% of Formula (1) in Table
1 ComP nauRlL AR R3RAR R6E RT RB RO of No.
i‘%giPrOHiPr HHiPl HHHH 829 iBu|0 H|iPr HHIJ|
. "i|RredH KHoH| &/ H9830HtEu-10HiDEPHI-}h-IiF’rHH}ﬂHN_ﬁ\,J
Yo

831 |Et OMHiPr HHHJjPr |[HHHMO H3C Nk | 832 iPr

HTPr A HTP A A HwWwHC 832 TBu 0 H 1P H HHTPr
HHHHC 835 tBu O HiPr HHHiPr HHHH3C N 836
Et OHiPr HHHiPr HHH-NI H N&837 iPr O HiPr
HHHiPr HHHH 838 iBu O HiPr HHHiPr HHHN
H N::C 839 tBu O HiPr HHHiPr HHH ~N1 H
840 Et O HiPr HHHiIPr HHHSN - 169 841 iPr O H
iPr HHHiPr HHHS N- 170 Conpound (61) of
Formula (1) in Table 1 Comyou RL AR2Z RBR4 RS R6 RY
RB RORLQ nd No. --6 842 iBu O HiPr HHHiPr HH
HN S843tBuOHiPr HHHiPr HHHSN N S 844 Me
OHiPr HHHiIiPr HHH-</ F N845 Et O HiPr HHH
iPr HHH-SF N~




846 iPr O HiPr HHHiP. HHH-< | SF NB847 i
HiPr HHHiPr HHHSF N a848 tBu O HiPr HH
iPr HHH~SF CF 849 M OHiPr HHHIiPr HH
Ja__<NCF3 80E OHiPr HHHiPr HHHs N
iPr OHiPr HHHiPr HHH--QCF3 s N) CFA 8
iBu O HiPr HHHiPr HHH-< s CF 853 tBu O H
HHHiPr HHH--("N7 s OI, 84 E OHiPr H
iPr HHH- 171 nmpound (62) of Fornmula (1) in

Co
1 Compodu RL A R2
or 855 iPr OHIiPr
iBu O HiPr HHHIiPr

R7 R8 RO Rol Q n No.
HiPr HHH\1 0 - - S 856

H
i HHH- 857 tBu O HiPr HHH
I Pr climboind @'T'@}_I SPSr&EmPL A f1fr iH HaphePf HHH N1
H3C 859 IPr OHiPr HHHiPr HHHN"r CH3 H3C
| BU I Pr I Pr t Bu
) CH3 860 iBu O HiPr HHHiPr HHHNHC 861 tB
Q LPr HiPr HHHMNM NJ1C HWCH3 362 Et
Comy HHHiPr HHHINNNNCH| H [8 63|lipr]oH
PR Rl i PfaH kb H g NRY-NrEHBRA 71237 Comp@undzg6BR1o
ngofnul a {1)]in Tab|q 1 |Con{nodu R1 A R2 R3 RIORS
NQR7IR8 ROJROl i @ No. Hy| 864 iBu O Hl[iPr HHHIiP
165N N N-N g3 I—l3ﬁ65tBu3HiPrHHHiPr—|H
I WBuCHBo BI66 [BEPpO | 1 PH HKH Hid¥r HeH H{867| HPr
Pl HHHiPr HHH| 868 iBlU O HiPr|{HHHIP H
16%09 TBU[ O H A H R AP A HE 870 Ve O HPr
f H H\8[71 Bt H4 Pl oH HH | HIH H Ny /|87
Q)Htlﬁr::FH iF}r&—IIﬂIHEW%IS ruBleomHPrﬁH
—Pi——=—H—-84 -+ Bu—0-+H—Rr—H-H-H-+-P—H-H Hi4bl 1 173 /
105 HiP H{HJ4.PrlH HH B CH3 174 | Compgund (6 )__@
6-0I %JCI a Q)Hi]n ;{aﬂbllpeﬂl P:orrqml)odul AfR2 ?g RAR5| R \=
168 [ ROTRTQ
; |iPr |0 [H |iPr H |iPr [H H —</;?
125 iBu |0 |H |iPr H |iPr |H H —</;?
125 tBu |O |H |iPr H |ipr |H H —</;?
106 .G
o |Et O |H |iPr H |iPr |H H _@
106 |, . ) Hy
1 iPr O |H iPr H 1Pr H H /
106 | . :
2 iBu O |H iPr H iPr H H a/
106 B . . Hy
3 u O |H iPr H iPr H H /
106 _ L
4 |Et o|H |ipr H |iPr |H H |
0™ cH,
106 | , _ s
5 iPr O |H iPr H iPr H H |
O™ ch,




H 17

N 876 i Pr—0—H-iPr H H H i Pr-—Ht—0—Ga—N-—~

iBuOHiPr HHHiPr HHH\/ OCH3 878 tBu 0 H
HHHiPFr HHHOCH3 879 Et O HiPr HHHiPr H
80 iPr O HiPr HHHiPr HHH 881 iBu O HiPr H
Pr HHH 882 tBu O HiPfr HHHiPr HHH 883 Et
PP HHHiPr HHH 884 iPr O HiPr HHHiPr HH

8
[
[
5 885 iBu OHiPr HHHiPr HHH 176 Conpound

(65) of Formula (1) in Table 1 Comi pnodu RlL A R2

i Pr
i Pr

R3 R4 RS R6 R7 R8 RO RO Na 886 tBu O HiPr HHH
H4

HHH 887 Me O HiPr'l HiPr HHH 888 Et 0 H
HHHiPr HHH 889 iPr OHiPr HHHiPr HHH

890
104
893

O Hi Pr
H N | 1897 ;B
g H

I
. I

N 894 iBul0O HiPr| HR

L Ll Ll Ll P L

-

A1Pr HH H] 891 tBu O(Hi1Pr HH CH,
OyH 1 Br HyH[HEPr [H H Hy\/j»g\ N |
H i H H 0

CH,

'racemate - 178 Co
1 Com pnodu R1 A

897
898

H H

H/\/ O 902 iB

t Bu
i Pr

\ OF

907

H
H
HiPr HHHiPr H
a
u

i Pr|H H
895

Q0. n D D
1 TNIN OJ DU 1 Lt BN O I O O B ] 1 IN =

HHiPr HHH-~0\ /

(66) of Fornmula (1) in Table
R4 RS R RT RB RORLQ 0 No.
HHH\ / O racemate \ /
HHH~ racenate 899 tBu O
o racenmate 900 Et 0 Hi Pr
iPr OHiPr HHHiPr HH
HHiPr HHH/\/ O/ 903
d 904 Et O HiPr HHH
Pr HHHiPr HHH\/
HHH\/ \ o179 F

iPr O HiPr
iBu O HiPr

HiPr HHH

0
H

iPr HHH
H\/ \ o F 90
0

H
H

9
tBu O Pr HHHiPr




180 Conpound (67) of Formula (1)
podu R1 AR R3 R4 RS R6 R7T R8B RO Ri
iPr HHHiPr HHHCQGNH / 909 iPr
HHH\ NH 910 iBu O HiPr HHH i Pr
tBu O HiPr HHHIPr
HHHiPr HHHN \

No. 908 Et
OHiPr HH
HHH P\ NH

H3q 923 Et O HiPr HH H i
HHNI\ (\ F H3q 924 iPr OHiIiPr HHHIiPr H
IN \\~i F H3C 915 iBu O HiPr HHHIiPr HHHI
\\~i F H3q916tBu0H_L'§’1HHHiPrHHHN\\
917 Et O HiPr HHH I Pr H -0Q 181 Conpound
of Formula (1) in Table 1 Comndu RL AR2 R3 R4
N7 ! 9 M AL (D) Hd Tl P
-, =~ IPr HH IPr HHH

919 iBu 0 H

in Table 1 Com

O H
HiPr
911

HHHPNH (H3q 912 Me O H i Pr

Pr
HH
N
| F
(68)
R5 R6

H

HHH
00 Q 920 tBu

OHiPr HHHiPr HHHO 921 Et O HiPr HHHiPr H
HH 00 022 | Pr iPr HHHiPc HH Q.0 23
Comgy 0 HliP{f HHHiPr HHH OO 924 tBu 0 HliPr|HHH
POUArRH HIH 4RO K'RQ Orb ¥ 0 Rl Ry H ke i[Reo IRt / 0
nd~IN" N | 926 Et O HiPrf HHHH{Pr HHHN.Q [$27]iPr 0
NoW iPr HIHH iPf HHH /| ~ N 182 NQ 928 iBJ O HiPr
lolalHHiPr HHH/-N 183 Conpound (6Q) of| Forlmul & (1)_CH,
J°n| dmbl ¢ ol | HOofmi poduH R1l tA 2 RBiRE R R6 7 RBL RY
No, N.Q| 929 tBu 0 HifAr HIHHiPr HHHIN 930 it 0°HCH,
TAr HH[A P 0 H A3 TP O i Pr H R TP H §H
10§32 Bu (@ Myi PfibeH il iRy HyH HiP33 tBu q H il K+
& A HH/H)Y N|934 Bt d HilPr HHH|[Pr HHHCGCQ 995%
10e O AP HHHTPr HH O 936 1BYy O W iP{ H
o i fr Hid 1eOQ 1p930T t But O [l i Pip Kl i A H H or@
938 Et O HliPr{HHH iAr H{HH 939 ilPr O|HiPr H/HH e
LB HHHON
107'] . . . %
0 iBu O |H iPr |H H H iPr H H H _(O]\Br
127tBu o|H |ipr |H |u |H l|ipr |H |u |u 4
o)
Br
7]
127 Me o|H |iPr (H |H |H |iPr |H H |H 0
%
107 I
3 Et O |H iPr |H H H iPr H H H ‘(OIO
107 | _ 7]
4 iPr O |H iPr |H H H iPr H H H o
107 | , 7]
5 iBu O |H iPr |H H |H iPr H H H 0o
107 _ . /|
6 tBu O |H iPr |H H [(H iPr H H H o




940 iBu OHiPr HHHiPr HHHON 941 tBu O HiPr
HHHiPr HHHN 184 Conpound (70) of Forrmula (1) in
Table 1 Comyou RL AR2Z RBR4A R5 R RT RB RO R No.
942 Et O HiPr HHHiIiPr HHHC 943 iPr O HiPr HH
HiPr HHH\ N C 944 iBu O HiPr HHHiPr HHHN
Cl 945 tBu OHiPr HHHiPr HHH\ N CI 946 Et O H
iPr HHHiPr HHH\ C N 947 iPr O HiPr HHHIPr
HHHO 948 iBu OHiPr HHHiPr HHH\ d N 949
tBu O HiPr HHHiIiPr HHHoL_- NC 950 Et 0 HiPr
HHHiPr HHHCO 951 iPr OHiPr HHHiPr HHHN
Cl 952 iBRu iPr HHHiPr HHHN 953 tBu HiPr

glHipr b Hpss o osafipr|o Hilpr H[H H]i PrHig
{E186 | Gofrpouhdpf 71 dfn Formu| ep£1)|Hn T
R6

ST

I8

HTPr—H | HHAC - €I 6T Pr
r HHBz 0O/ SSCH 957 Et O HiPr
SCH 958 iPr OHiIiPr HHHIiPr H
iPr HHHiPr HHHSCH3 96 B
HH AJ O S,-CH3 961 Et 0O HiPr
O S,-CH3 962 iPr OHiPr HHHIPr
, -CH3 S '0 963 iBu O HiPr HHHiPr HHH

OHiPr HHHiPr HHHO C 965
HHH C- 187 966 iPr O HiPr H
Compound (72) of Formula (1) in
RLAR RBRRA RS R RT RB RO ROL Q
HiPr HHHiPr HHHIN

9

HNn Tabl enl CQQN
dy RlL A|R2 R4 R5 R7 R8 RO RR Q Nq. Cl 955 '\
I 20 U

H H
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c 98 tBu O HiPr HHHiPr HHH99 M O HiPr HH
HiPr HHH\ ~IC 970 Et O HiPr HHHiIiPr HHH

~~cl 971 iPr OHiPr HHHiPr HHHC 972 iBu OH
iPr HHHiPr HHH\ C 973 tBu O HiPr HHHIiPr H
HH\ 1 d 974 M OHiPr HHHiPr HHH\ C 975

Et OHiPr HHHiPr HHHCF3 N976 iPr O HiPr HH
HiPr HHHCF3 977 iBu O HiPr HHHiPr HHHN CF3
978 tBu O HiPr HHHiPr HHHNCF3 979 Et 0 HiPr
HHHiPr HHH\ 1 C - 18%3 Conmpound (73) of Fornul a
(1) in Table 1 Comi Q pndu RR AR RBR4 RS R6 RY

RBRORO No. 980 iPr OHiPr HHHiPr HHH\ 1 C
981 gdagpohinld (81 )Holfl Foikmildd H)H i\ Tab1e982 tBu O H i Pr
HHHiPr HHHCO CH 983 E OHiPr HHHiPr HHH
CH3 984|Pr0H|PrHHHiPrHHHCH3 985 iBu OH

I.'\-—: N 9{‘4- FIN o TS I N A o T2 N |

C?f“iF 987 FEt OH| r HIHHliPr{HHHF 988 ilbr D H
PPPr R H Hai PrR2H RBH | B4 J RSF| RGBPRT Bu (ReH i R iy BHiPrg
ndi i H A) F 990 tHu O|HiPr HH HilPr H|H H| 2 100 Br
Negl £t olH Pr.H!—iDrHHi.—l 2 ipPd 0 M iPr HH
16hilPr H H H - 191 Qonpound| (74) |of Fqrnulla (L)”aﬁp
gahlidr1 @oprnduPRl B\ RH RBHR4| RBr R HR7 Ré R9HR| Q< ]
No.| Br  993|iBul0 HJiPr [HH/HiPr HHHBij 994 tBu O
1pLilPr HHHiPriHHHO| 99% Et[0 HilPr H[H H[i Pr|Hg
Q-igd, [0 PA6 | PprO M i{Br HyH HipPr (Wi H Hpo-¢H, |0 N]
7iBu 0 HiPrl]HHMHiRr HHHO-CH3 0 998 {Bu D Hy

1|p|gr HH HTPT HH 3 O 99p &t H T Hwﬁﬂldﬁsb
HHOH 510 Of ;9. iRy Q. H iR HE.H[iPr HHH\/ N
o0d 1| Pelo K TE T e 1B BRBE DM ol 128 t g4

H-HHP—H-H-HH-P-HHHAA-0

H!

108Et O |H ipr |H |H |H |[|iPr |H H |H =N
1 \N,
3

HJ

128 ipr |(O |H [iPr |H |H [H [iPr |H H |H G
N'CH
3

108 "
3 [iBu [O |H [|iPr |H [H |H |iPr |H H |H e
N‘CH

108 s
4 |tBu [O |H [iPr |H [H |H |iPr |H H |H N
N*CH
3

108 s
5 |Et O|H |ipr |H |H |H |ipr |H HH—CE
'CH,

108 CFs
¢ |iPr |O |H |iPr |H |H |H |iPr |H HH-CE
"CH,

108 CFs
2 (iBu [O |H |iPr [H |H |H |iPr |H HH—C.
N,
CH,
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HHHN 100 5 iBu OHiPr

HiPr

H H
i Pr
H
H

O CH3

HH=-CH3 N 100 iPr O HiPr
90 iBu 0 HiPr
HHHCH3 N 0-CH3 101 1
-CH3 0-CH3 121 Et O H
OCH3 101 3iPr OH

HH
HiPr
HHH

\
Q /N 0-3

HiPr

192 Conpound (75) of Formula (1) i
AR RBRIRS RBRTRBRO Ol Q No. 100
HHHG6 N 100 N Et O HiPr
HHHIPr

-Pr HH H———N—2380-4 i Pr 0

HHHIiPr
n Table 1

H

H H
HHH -

HHH--CN3 N

O CH3 1001 iBu 0 HiPr
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H H
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HHHO91

H3C 102 -91 3 tBu O HiPr
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Bu O
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- 195 d 1003 iBu OHiPr HHHiPr HHH- 196
Conmpound (77) of Formula (1) in Table 1 Com podu R1 A
R2 RBRARS R RTRBROR Q No. S1 103 tBu OHiPr
HHHiPr HHHO S 103 Et OHiPr HHHiPr HHH
2C S 103 iPr OHiPr HHH iPr HHH\ 3 Cd S

103 iBu OHiPr HHHiIPr HHH4 C S 103 tBu 0 H
iP’r HHHiIiPr HHH\ 5 C S d 103 Bt OHiPr HHH
iPr HHH\ 6 XCI G Sd 103 iPr OHiPr HHHIPr
HHH\ C C Sd 103 iBygg@ HiPr HHHiPr HHH\
8 Cl Cl S d 103 9 tBu OHiIiPr HHHiIiPr HHH\ Cd
Cl 104 OEt OHiPr HHHIiPr HHH 197 Conpound
(78) cOhp&hdul eoy( D iFd i@l Ee(iE fomaphie RL A R2 R3 R4
R5 R6 R7 RS O No. 104 iPr 0 HiPr HHHIiPr HH
H 1124 iBu O HiPr HHHiPr HHH 104 tBu O HiPr H
HHipr HHH 3—0 4 Et 0 H-iPr HHH P HHH
Goftbrate | 104 51iPr O HiPr [HH|HiPr|HHH racendt e
PEV4| f1 i BU 0 |Wd PR3H Hrid | @ [keH|H7v  fagenpre | 194 7
nByl 0 HilPr [HH[HiPf HHHiracemate |1084| Et |PH|i Pr
Ng. HiBr HHH\ 104 iPr Hilbr HHHiPr HHHO
9\/0 105 iBu OQHibPr HHHiIP{ HHH-{ p\ |0 105 ~°
W) Qo iR |1 HIHeirPl bl HiH 1305 [0 EL 1@ H IR HiHIH A o
i®Pri{HHHI 2 H3C -1198; 1G5 i Br O Hli1Pr HHMH I Rr L
HH3 HJA (;“':
129 iBu iPr iPr H |H \,.,c'“
\N.
CH,
CH,
129 tBu iPr iPr H [H <y O
\':LCH
3
CH
s-N
CH
190 | ipx iPr iPr nofn | =T
S-
109 | . , CH
59 iBu iPr iPr H H —(/\|N(
-
109 CH
¢ | tBu iPr iPr B oln | <0
-
H
109 . . ’
7 Et iPr iPr H H //Pk
S cH
H
109 | . . ’
g |iPr iPr iPr H |H //,“L
S7 cH,
H
109 | , _ 3
9 iBu iPr iPr H H /[‘l
S*CH




199 Conpound (79) of Fornmula (1) in Table 1 Com pndu
RLAR R3RAR5 R RTRB RO ORLQ No. 105 iBu O H
iPr HHHiPr HHH91 4 H3C 105 tBu O HiPr HHH
iPr HHHO91 5 H3c 1005 Et O HiPr HHHiPr HHH
105 iPr OHiIPr HHHiPr HHH 105 ~p iBu O HiPr H
HHiPr HHH 1005 tBu O HiPr HHHiPr HHH 106 H3C
OE OHiIiPr HHHiIiPr HHH 106 H3 iPr O HiPr HHH
iPr HHH 106 iBu O HiPr HHHiPr HHHH3 106 3
r H
HiPr HHHOI CH3 156 iPr O HiPr HH
~3 - CH3 166 1 Bu HiPr HH

%

tBu O HiP HHiPr HHH&Wk 146 3 Et O HiPr
I
I
a

N
o
=
bl

0

mpound (80) of| Forlnula (1) |n

Ja R Ko Ry RELBE AR AT REuRO| b, Q | 0.
H

BEl

[
OHiPr HHHIiPr|HHHQG CH3™ 106
Br H

+~1 8 96 liPr 10 HliPr

0 r HHHiPr HHH
r HBr 127 Me O H
HiPr HHHiPr HHHO P

0 10 4 107 iBu O HiPr HHHIiPr
OHiPr HHHiPr HHH- 202
HHHiPr HHHN 203 Conpound
(81) of Formul in Table 1 Comndu RL AR2 R3 R4
R5 R R7 RB RO RL Q No. 107 H3g 8 iPr O HiPr HHH
iPr HHHN N H3q 107 iBu O HiPr HHHiPr HHH
--<\NO N 3 0tBu O HiPr HHHiPr HHH<\ N N
H 108 ¢t OHiPr HHHiPr HHHN 1\ CH 108 iPr
OHiPr HHHiPr HHHH

=
o
N

u
i

B
H
H
H
H
7

RPTTITTIOCOIT ™




2 \_NCH3— 108 3 i Bu O—H-P—H-H HiPr
H 108 tBu O H i Pr
HHHIPr
HHHCH3 108 iBu O HiPr

5 Et
i Pr

0 HiPr
HHHIPr

HHHIPr

HHH-~GH3- -zn

HHHN N CH3 108 CF3

HHHNCOCH3 108 CF3 6 iPr

H H

CF3 N 7H NCH3 204 CF3 108 tBu O HiPr
HHH8N CH3 CH3 108 Et O HiPr

cH,

9 N'CHS -

HHHIPr

0 H
HiPr HH
HHHIPr
HHH

205 Conpound (82) of Fornula (1)

in

Tabl e 1 CompnduRlAR2R3R4R5R6R7R8R9R1Q

No. CH3 109 iPr O Hi Pr IdIPrHHHCH3 0 CH3
CH3 109 iBu O H i Pr HHHIIg HHHCH 1 .CH3 CH3
109 tBu OHiPr HHHiIiPr HHHCH3 2 1 \NCH3109
Et O HCH 49 | Pr
i Pr W%JSWH{{%%M Hgl’s'g%éﬁiohupr HHH
iPr HHHI -ler SN 169 tBu O HiPr HHHIiPr
HHHIL C mm 109 Et 0 HiPr HHHiPr HHH
OSPCH3 H3 149 iRfr O HiPf HHH|iPr HHHH3 § CH H3
PPY9| g Bu O A Iy |H3H Hriy Prréd 'ﬂzd"'ﬁ%s 7REH3| R9 2 H3 g
nt10| t Bu HiPr HHHIPf HHH OSC|-|3207 Cerpcund
No83) of Hornmulal(1) iin Tebld 1 [Comphdu R1L AIR2Z B3 R4
A R6 R7 R8|RO B Q [No. 110EtOH|3rHHH|PrHH/
H/|B 1 |[@NH113BPHO Hii A H|HWP® i PA H HIH |2 O|N ,'N
{1olipp anlipr lHHBHIiPF HIHHL-nil |3 i 110 tlBu @
HoaPr HHHJliPriHHH 4 ON 11(,EtOHiPrHHHiPr/
2 H HFEH [P 4 i ot PRagpiapt (B |1Pr (B i _(c;"N
lgoiBuOHiPrHHHiPrH HH—(é:'N
I:OtBuOH iPr |H |H |H |iPr |H HH——(/\"N
o
CH
1;°Et O|H |ipr (H |H |H |ipr |H H |H o7 0
\-O
] CH
léoiPrOHiPrHHHiPrH H |H Y0
\-O
0 CH
l}liBuOHiPrHHHier HH—(Ts
\-
110 CH
g |tBu |O|H |iPr |H |H [H |iPr |H B b | =Y
\-
H,C
110
o |Et O|H |iPr |H |H |H |iPr |H H |H }/{t
ST ¢H
H,C
111 | . .
o |iPr (O [H [|iPr |H |H |(H [iPr [H H |H ‘\2/\/]]‘1\
ST ¢H
H,C
111 | . _
1 |[iBu |O |H [|iPr ([H |H |H |iPr |H H |H _\é/\jl\
$7 cH,




6 iPr OHIiPr HHHiPr HHHNO 110 CH3 7 iBu O H
iPr HHHiPr HHH--(~~NO 110 i~CH3 8 tBu O H
iPr HHHiIiPr HHH-{~ NO H3C 110 9 Et O HiPr HH
HiPr HHHS CH3 H3C 111 iPr O HiPr HHHiPr HHH
O SCH3 H3C 111 iBu O HiPr HHHiPr HHH 1 S CH3

- 208 H3C 121 tBu O HiPr HHHiPr HHHS CH3 -

209 Conpound (84) of Fornmula (1) in Table 1 Com

pnodu R1 ARR RB3 R4 RS R R7T RB RO RL Q No. 111 3 Et
OHiPr HHHIiPr HHH CH3 CCH3 111/ 4 iPr OH
iPr HHHiPr HHHS CH3 CH3 151 iBu O HiPr HH
HiPr HHHSI| CH3 H3C CH3 161 tBu O HiPr HHH

IPr HHHIIS QH3 CCOi3 H3 1f11 |7 Et HipPr H H.C
ifyHHHCH| S [HBC gH3 8 HBC 111 iP| 0 H|i Pr HHI—f}
i B HEPMH 8O SAH3 JFBCJ@I—B HHa[H11 §8u QHH i PR H B H /J'\
iPr HH H|9iS H3C CHB 112 H3 O tBu O HiPr HHH S CH,
HP—HHH-S-N-CHI—H3 CCH—3 1 2—HR—N-1-LEt H— H
HiPr HHH- 210 H3 N 112 2 iPr O Hi Pr HHH|PrH
HH- 211 Conpound (85) of Fornmula (1) in Table 1
Compndu RL AR RBRRA R RE RT RBROR Q No. H3q

112 3 iBu O HiPr HHHiIiPr HHHN, 112 "3N 4 tBu OH
iPr HHHiPr HHH-01 c¢c1 152 Et O HiPr HHHIiPr
HHHF NH3Ccl 112 iPr OHiPr HHHiPr HHHF 6
HV HC / cl 112 iBu O HiPr HHHiPr HHHF 7 N



HC / A 112 tBu O HiPr HHHiPr HHHF 8 ~N H3C
H3C 192 Et O HiPr HHHiPr HHHNsSN 113 HCiPr O
HiPr HHHiPr HHHW - 212 H3 113 iBu O HiPr H
HHiPr HHH1 N--N H3 113 tBu O HiPr HHHiPr H
HH/ 2N 213 Conpound (86) of Fornmula (1) in Table 1
Comndu RLAR2 RBRA RS R RTRB RO A Q No. CF3

133 Et O HiPr HHHiPr HHHNNK I~ CF3 143 iPr
OHiPr HHHiPr HHHNOCF3 153 iBu O HiPr HHH
iPr HHHNNI~ ,~~ 6 CE320313 tBu O HiPr HHHIiPr

HHHNNI& 113 Et OHiPr HHHCF3 HHH 7 0 113

!Pr OHiIiPr HHHCF3 HHH _8113iBu_OHiPr HHH
| Pr tofbshind 9(62) 1d# #BwuQaH (iLPr ikl thiéPr HH H O
214 Conmpound (87) of Formula (1) in Table 1 Com pndu
RLAR RBRRA R RBRTRB ROR Q No. 154 Et O HiPr
[ e T il 11 [ AP | 1 LA D a YN N B D Ll LL D
T—Tmmirrrrr TTJrnrunri TIUI 1M OLs I | m J1 U 1171 | g rmnprirril | g
W HH-F-(o 124 iBu O[H ilpr HHHIPr HHH <o
PRI pBu O A il |IH3H HRUPFRS! [HReéd |[R7 ~0| r894| B0 [RH i Pr
r]SFHHI\/EHHH-{/ S| 116i Pr|O Hi [P HHI—PI\/EHH
I\{.Q'-|"l\l11'—_\ I_ LBul0 H i Pr HHH MIHH -~ S 125
iBuOHiPrHHHI\/EHHHﬂN\ S 115 N B Et| 0 H L g7
1 beH Mo HH Hips/ |b als Au1d5py 4[4Pr PyH i@r [H Hs—\_cH,
I-?MEHHH-</ | SF{ 115 5[ Bu{O H i IPr HHHI\/EI*IHI-Hl:,CCH
S E 115 t BU O H iPr HHL]EHHH~\IIRQIZ91 - 3
Ta]g e 2 Rrogertijes of Coppound ((1) in|Table 2 | Conp a
Bropeptidoand |Ner |&H NYR |51 (GRGE3, | mpm) |4 1L A7-|1. 28— cH,
(OH m [ 231 (3H $) ,|3.47-3.[53 (4H m| 3.]84-3 88 HC
(19 w14 do (24 4 3
111 a4
5 iBu |O [H iPr |H |H |H |iPr |H H H S CH,
HC on,
%
1:1 tBu O |H iPr |H H H iPr H H H Sl CH
H3
111 . Vi
Et 0 i
7 H |ipr | | |u |ipr |=m H |H sPCH,
H,C” CH,
H,C
111 | .
s |iPr |0 |H [iPr |H |H |H |iPr |H HH—{\FCH
3
H,C” CH,
o5
111
iBu [0 |H |ipr |H |H i 4
5 iPr H |iPr |[H |H |H 4 o,
H,C” CH,
Ha :
112 _
o |tBu |0 |H |ipr |[H (H |u |ipr |H |H |m &
S™\CH,
H,C” CH,
112 | oy o|H |ipr |H |H [m [ip HSC‘N
1 iPr iPr H H H
—J




(2H, q, J=7.3 Hz), 5.70 (1H, br),
.3 Hz), 7 47 (1H, br), 7.63 (2H, d,
ow oi |
2

39 (3H, ), 3.56-3.60 (4H, ),
3.93-3.096 (1H, m), 4.07 (2H, d, 2 1=3.9 Hz),
4.89-4.96 (1H, m), 5.69 (1H, br), 7.23 (2H, d, J=7.8
Hz), 7.54 (1H, br), 7.71 (2H, d, J=7.8 Hz). yellow
oil 'HNWVR S (CDC13, ppnm): 0.87 (6H, d, J=6.8 Hz),
1.20 (6H, d, J=6.8 Hz), 1.821%.90 (1H, m), 2.32 (3H,
s), 3.46-3.54 (4H, n), 3.79 (2H, d, J=6.3 Hz),

3 85-3 &Q?\ﬂ—l rri 0] (7|— r‘ly 1=4 AJ—IL\ '-_37'% (1H
sz 7.15( (2H, d, J=8.3 Hz),| 7.83 (1H| br)| 7./65 (|2H:C

- “)kge8  |k)|H yeIlIPaw g | |EH|MVR|S P(rCDlvﬂI3, bom) | 5 1.%
(64,1 d. J36.4 Hz) , 1]44 |(9H s), 2.37 (3H s)} \
—53-3. 59 (4H W, 3.90-3.93 4 (IH 7702 (ZH o,
J=3.9 Hz), 5.51 (1H, br), 7.22 (2H, d, J=7.8 Hz), 7.44
(1H, br), 7.68 (2H, d, J=7.8 Hz). yellowoil 1HNWR S
(CDC13, ppm) : 0.93 (3H, d, J=6. 8 Hz) , 0.99 (3H d,
J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.05 (3H, d, J=6.8

Hz), 1.58-1.94 (4H m),
br), 2.89-2.92 (1H m),
(1H, m), 3.57-3.67 (1H,
br), 7.23 (2H d, J=7.

6.
2.39 (3H, s), 2.57 (1H, 6
3.08-3.14 (1H, m, 3.47-3.49
m, 4.01 (1H, br), 6.98 (1H
Hz), 7.68 (2H, d, J=8.3 Hz).
white solid "HNWR S (CDC13, ppm: 0.95-1.00 (6H, m,
1.21 (6H, d, 10 J=6.3 Hz), 1.83-1.89 (1H m, 2.37
(3H, s), 3.46-3.49 (1H, m, 3.58-3.73 (2H, m,
3.82-3.88 (1H, m, 3.92- 3.99 (1H, n), 4.86-4.89 (1H
m, 5.42 (1H, br), 6.68 - 216 (1H, br), 7.13 (1H,

br), 7.18-7.19 (2H, n), 7.66 (2H, d, J=8.1 Hz). white
solid "HNVR 5 (CDC13r ppn): 1.22 (6H, d, J=6.3 Hz),
1.39 (6H, s), 2.40 (3H, s), 3.64 (2H d, J=5.1 Hz),

'3.75 14 (2H, d, J=5.9 Hz), 4.85-4.88 (1H, m), 5.27
(1H br), 6.53 (1H br), 7.24 (2H d, J=8.3 Hz), 7.65
li

(1H, br), 7.78 (1H, d, J=8.3 Hz) white solid ' HNWR 8
(CDC13, ppm): 0.99 (3H, d, J=6.3 Hz), 1.00 (3H, d,

J=6.3 Hz), 1.19-1.23 (6H, n), 1.28 (3H, d, J=6.8 Hz),
1.84-1.91 (1H, n), 2.38 (3H s), 3.55-3.58 18 (2H, m),
3.91-3.98 (1H, m), 4.12-4.16 (1H n), 4.83- 4.90 (1H,
m, 5.02 (1H, br), 6.35 (1H, br), 6.92 (1H br), 7.22
(2H, d, J=8.3 Hz), 7.68 (2H, d, J=8.3 Hz). white

solid 1HNVMR 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 n), 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, 5.14 (1H, br),

n,
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. 1HNWR S (CDC13, ppm: 0.99 (3H,
d, J=6.8 Hz), 1.00 (3H, d, J=6.8 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,
3.92-3.96 (1H, m, 4.07-4.11 (1H, ), 4.91 (1H br),
6.41 (1H, br), 7.00 (1H, br), 7.21 (2H d, J=8.3 Hz),
7.70 (2H, d, J=8.3 Hz). white solid 1HNVR S (CDCL13,
ppm: 0.97 (3H, d, J=6.8 Hz), 1.02 (3H, d, J=6.8 Hz),
1.15 (3H, d, J=6.3 Hz), 1.18 (3H, d, J=6.3 Hz), 1.44
(3H, s), 1.48 (3H, s), 1.84-1.89 22 (1H, m, 2.38 (3H,
s), 3.41-3.47 (1H, m, 3.69-3.70 (1H, m, 3.88-3.96
(1H, m, 4.73-4.78 (1H, m), 5.02 (1H s), 6.48 (1H,
d, J=8.8 Hz), 7.13 (1H, br), 7.20 (2H d, J=8.3 Hz),
7.74 (2H, d, J=8.3 Hz). white solid 1HNWR S (CDC13,
ppm: 1.06 (6H, d, J=6.1 Hz), 1.33 (6H, s), 1.47 (6H,
s), 2.38 (3H, s), 3.81-3.82 (2H, 26 m, 4.60-4.61
(1H, m, 5.32 (1H, br), 6.24 (1H, br),




7.20 (2H, d, J=8.1 Hz), 7.61 (1H, br), 7.84 (2H, d,
J=8.1 Hz). white solid 1HNWR S (CDC13, ppm:
0.69-0.79 (3H m , 0.97-1.01 (6H m, 1.18-1.28 (6H,
nm, 1.46-1.51 (1H, m, 1.65- 1.73 (3H, m, 1.86-1.91
(1H, m, 2.38 (3H, s), 3.54 38 3.56 (2H, m, 3.93-3.97
(1H, m, 4.04-4.06 (1H, m, 4.84-4.87 (1H, m, 5.05
(1H, d, J=6.8 Hz), 6.38 (1H, d, J=8.8 Hz), 6.99 (1H,
br), 7.21 (2H, d, J=8.3 Hz), 7.69 (2H, d, J=8.3 Hz) .
white solid 1HNWR S (CDCE321ppR): 0.67-0.76 (3H, m,
0.87 (6H d, J=6.3 Hz), 0.96 (3H, d, J=6.8 Hz), 0.98
(3H, d, J=6.8 Hz), 1.17-1.24 (2H, nm), 1.45-1.51 (1H,
m, Gotfolnd7 (8D (dHFoBnuld. 843 1i89r{ 1), 2.36 (3H,
s), 3.49-3.52 (2H, m, 3.78 (2H, d, J=6.3 Hz),
3.91-3.93 (1H, m, 4.02-4.03 (1H, m, 5.07 (1H, br),
LI 9]

tHT o T3=8-18 69—y —7 -
8 Hz)|, 1.66|(2H, | d,| J=17. iz). -1218 t Whlaﬁﬁlz
B11H |MVRER (GBCLBRIppRY :| K& 1®7(3H Re, PRT. T Hd), o
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J=7.8 Hz), 7.01 (1M, br), /.19 J
7.67 (2H, d, J=7.8 Hz). white solid 'H NMR
ppm: 0.79 (3H, d, J=7.3 Hz), 0.81 (3H, d,
0.85 (3H, d, J=6.8 Hz), 0.89 (3H, d, J=6.8
(3H, d, J=6.3 Hz), 1.00 (3H, d, J=6.3 Hz),
(2H, m, 1.85-1.93 (3H, ), 2.38 51 (3H, s),
(2H, m, 3.81 (2H, d, J=6.3 Hz), 3.91-3.99 (
5.11 (1H, br), 6.22 (1H, br), 7.00 (1H, br),
(2H, d, J=8.3 Hz), 7.69 (2H, d, J=8.3 Hz). wh
solid 52 'HNVR 8 (CDCL3, ppn): 0.81 (3H, d, J
Hz), 0.85 - 220 (3H, d, J=6.8 Hz), 0.99 (3H d,
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d, J=6.8 Hz), 1.04-1.12 (1H, m, 1.41 (9H, s), 1.41-
1.44 (1H, n), 1.84-1.92 (2H, n), 2.38 (3H, s), 3.42-
3.44 (1H, m, 3.65-3.68 (1H, m, 3.86 (1H, dd,
J=7.8,6.8 Hz), 3.93-4.00 (1H, m, 4.94 (1H, br), 6.19
(1H, d, J=7.3 Hz), 7.10 (1H, br), 7.21 (2H d, J=8.3
Hz), 7.71 (2H, d, J=8.3 Hz). white solid "HNWR S
(CDC13, ppn): 0.80 (3H, t, J=7.3 Hz), 0.84 (3H, d,
J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz), 0.99 (3H, d, J=6.8
Hz), 1.01-1.16 (4H, m, 1.202403H- d, J=6.3 Hz), 1.23
(3H, d, J=6.3 Hz), 1.45-1.51 (1H, m, 1.83 54 1.84
(1H_m 2. 38 (3H ) 3 52-3 57 (2H n) 3 90-_3 94
( m, 4. 01-4.03 (1H, , 4.834.87 (1H, ), |5.03 M
(1H | bBY, {8225 (AHPrbl R, EHOG Hi1HiBwr) | H7. 21H(2Hi (d
J=8.8 Hz),{ 7.70 (12H, d, J¥8. 3 Hz)|. whife solid | 221 -
Properti es| off Corfpound (4) 1 n Tahle 2 |Conpo H,
%%egghes &ndg Na.pr 1H NMR 8 4CIﬂQ§; pRMm : Q.7550.92_2\$
(1BH m ,|0.98-1.22 (4H 1M, -1.51 (2H m
82183 (tH—m—2-36—(3H; ‘, 3523532+
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 (1
br), 6.24 (1H, br), 7.00 (1H, br), 7.19 (2H, d, J=8.3
Hz), 7.67 (2H, d, J=8.3 Hz). white solid 1H NVR 6
(CDC13, ppnm): 0.78 (3H, t, J=7.3 Hz), 0.81 (3H, d,
J=6.3 Hz), 0.89-0.97 (84, m, 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), 3.99-4.01 (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 1HNWR 6 (CDC13, ppm:
0.72-0.82 (3H, m, 0.87-0.96 (3H, m, 1.15 (6H, d,

J=5.9 Hz), 1.83-1.84 (1H, n), 2.37 (3H, s), 3.43-3.61
(2H, m), 3.86-3.92 (1H, m), 58 4.77-4.82 (1H m,
5.03-5.15 (1H, m), 5.70 (1H, br), 6.20 (1/2H, br),
6.28 (1/2H, br), 6.62 (1/2H br), 6.87 (1/2H br),
7.12-7.29 (7H, 'm), 7.48-7.64 (2H, m). white solid

1H NMR 8 (CDC13, ppm): 0.71-0.91 (12H, n), 1.83-1.84
(2H, m), 2.37 (3H, n), 3.44-3.64 (2H, m), 3.74-3.77
(2H, m), 3.89-3.90 (1H, m), 5.03-5.11 (1H, m), 5.85 59
(1H, br), 6.20 (1/2H br), 6.28 (1/2H br), 6.58
(1/2H, br), 6.85 (1/2H, br), 7.12-7.31 (7H, m), 7.49-

7.64 (2H, m. white solid 1HNVR 5 (CDC13, ppm: O.80
(3/2H, d, J=6.8 Hz), 0.86 (3/2H d, J=6.8 Hz), 0.94
(3/2H, d, J:6 8 Hz), 0.98 (3/2H, d, J=6.8 Hz), 1.39
(9H, s), 1.78-1.89 (1H, n), 60 2.38 (3/2H, s), 2.40
(3/ 2H, s) 3.36-3.47 (1H, n), 3.58-3.69 (1H m,

3.89-3.96 (1H, m, 5.07-5.10 (1H, m, 5.58 (1/2H, d,
J=5.9 Hz), 5.62 (1/2H, d, J=5.9 Hz), 6.10 (1/2H, d,
J 8 Hz), 6.33 (1/2H, br), 6.73 (1/2H, br), 6.89

( H br), 7.16-7.22 (5H m, 7.27 - 222 7.30 (2H,
7.56 (2/2H, d, J=8.3 Hz), 7.61 (2/2H, d, J=8.3
white solid "HNWR S (CDC13, ppm : 0.74 (3H, d,
8 Hz) , 0.80 (3H, d, J=6.8 Hz), 0.93 (3H, d,

=8.
1/ 2

), 0.98 (3H, d, J=6.8 Hz) , 1.87-1.97 (1H m
1 (3H t, J=2.4 61 Hz), 2.43-2.44 (1H, m, 3.47

, br), 3.53 (1H, br), 3.88-3.93 (2H, m, 4.58-4.63

6.06 (1H, br), 6.51 (1H, br), 7.14-7.33 (7H

-7.52 (1H, m), 7.62-7.65 (1H, m). white

al mp. 205.7C 1HNWMR S (CDC13, ppm: 0.78-0.90

, m , 1.08-1.16 (6H, n), 1.69-1.81 (1H, m, 2.34

s), 2.36 (3/2H, s), 2.97-3.07 (2H, m,

-3.53 (2H, m, 3.89 63 3.90 (1H, m, 4.38-4.44

1H m, 4.71-4.82 (1H, m, 5.47 (1H, br), 6.76 (1H

, J=9.0 Hz), 7.07-7.10 (2H, m, 7.11-7.19 (5H, m,

.38 (1H, br), 7.68-7.71 (2H, M. white solid - 223 -

opertles of Conpound (5) in Table 2 Conpo



und No. 1HNWR 6 (CDC13, ppm: 0.96 (3H, d---J=6.8
Hz), 0.98 (3H, d, J=6.8 Hz), 1.36 (9H, s), 1.59-1.69
(3H, m, 69 1.85-1.86 (1H, m, 2.35 (3H, s),
3.45-4.11 (7H, m, 5.10 (1H, br), 7.18-7.20 (2H, m,
7.66-7.68 (2H, m. white solid '"HNWVR S (CDC13, ppm
: 0.97 (3H, d, J=6. 8 Hz) , 0.99 (3H, d, J=6.8 Hz),
1.20 (6H, d, J=6.4 Hz), 1.86-1.90 (1H, m, 1.96 (1H,
t, J=2.4 Hz), 2.36 (3H, s), 2.52- 2.59 (1H, m,
2.73-2.79 (1H, m, 3.45-3.5% (31I;|, m, 75 3.60-3.66
(1H, rr), 3.95-3.99 (1H, rr), 41'.24-4.30 (1H m,
4.83-4.90 (1H, m, 5.28-5.34 (1H, m, 6.43 (1H, d,
J=8. ( ( 7.8 Hz), 7.66
(2H, §8£B%un§ WG l&vﬁl)méllér;(g FH Téjble] 5 3C ' H NVR
6 (CDC13, pprr): 087090(6H n, 097(3H, d, J=6.8

Hz) Q.09 (3H d 6.8 Hz) 1.85.1 Q1 (2H m 196
©H s), [2.36 (3H, s), 2|53-P2.6d (1H |m, p.73] 76 [2. 79
R e, % 45163 (P Mhs @12 | do I3 BHA L g
8 9p-3. 99 (M ), 4]23-4.28 (1H m, |5.41) (1HO br),
¥ .46 (1H| d.| J=8.3 Hr). b.85 (1H br)] 7.10 (2H.  |d,
J=7{8 Hz)|, 4.66|(2H, |d, P=7.[8 H). white crystpl mp
s 1C 1 g 3, [ ppnd..: 10.87 (3H (. JE.6. \
Hy) ,&to.g I\P(IY'EH l((f,r]ﬁ gHz”}, t8s (8H o JHe.l1 N\O
Hz)| 1.23 (dH, |d, J% 6.1 Hz), 2.14 (iH skptet, J=
6. 8[FZ), |2 39 (3H 9% )| 3 @473 65 (#F T, 5.90-5
{4 m. |4.43-4[86 (1M |m .| 5.49 (1H br)| 6.]70 (1
by) 1Br 07 Q1M Bripr |4 2PH( M diP¥= BH 1 M) |H7.|71 N’N
(2H d, J= .11Hz) whiteg solfid 1HNVR B (CDCl\., \©
PP ——6- (781098 6H—F——2—18-1(3H + 373 1)
.%1-2 2d (IH, ), 2139 (3H]s), 3.82{3.87 (1H
%:&@Agsdm Miprd] B1- g 1 [.(ZHlpm 4. 80| 113 }4.5 N—N
(tH m, |5.07 (1/2H, |br)} 5.15 (1/2H. | br),| 6. d4- O
(1H_ m |6 84 ({/2H | br .93 (1/2H br)|. 7.]20- |7. 25
]%;, M. |7.63-7]68 (RH, | . Wwhife sol |d 114 1H NVR 6
domls, 0179-0] 94 [6H| . m | 1. 11} 1.25 - 224 (ﬁr{:(
@,%9-3’%(1#.,%?2.%9 ("’?H, lé)‘, 180-141 04 7 (3H, NO
. .88 (PH m, 5L 02{(1/2H d,|J=6.8 Hi), |5.10
(IH [Dbr)], 6./85-6.92 ({IH, . 21
tpr, |H .66 (2&H |dF3J=B1 3 |Hg) |H Wﬁlim
CDC1B. ppm: 0.79-0.95 (14H, ) ,| o©
M, 2.08-2.17 (IH_m} 2.39 (3H ),
D Biodi 86 (LeEsmlne Jor (8 d,‘(/\/©
65 {1H!l br)y 6 Q1J1 _d)l. 7121 (2H0O
/.65 (2H[ d, [1=7 ARG - B M
agiH-’iquzfg éprpdrﬂ: 9 Ho2 | fi3H ‘o’@
(3H—cH—3=6-—8 37 (d3H lsy 1. 43
180 (AH] v | w2, BOo(3H, ) | 3. 61-3] 67 4
1 %:aJ}1 s)H,T) 3578 %Ei“H da, " 13 .%J:‘Hz ,“/OD
8 Hz), 6.44 (IH _Dbrj, 24— (21
7.

. 7"
(1H, br), 7.79 (2H, d, J=

- Properties of Corrpound (
roperties and No. 1HNWR 6
d, J=6.8 Hz), 0.95 (3H, d, J
.1 Hz), 1.22 (3H, d, J=6.1 Hz), 1.34

.39 H, s), 2.02-2.07 123 (1H, m, 2.38
, , 3.62-3.65 (2H, m, 3.77-3.80 (1H, m,

4.79-4.82 (1H, n), 5.40 (1H, d, J=7.1 Hz), 6.74 (1H,
br), 7.21 (2H, d, J=8.1 Hz), 7.81 (2H, d, J=8.1 Hz),
7.92 (1H, br). V\,hite solid 1IHNWMR S (CDC13, ppm: 0.92
(3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 1.34 (3H,
s), 1.39 (3H, s), 2.04- 2.09 (1H, m, 2.38 (3H, s),
3.55-3.68 (2H, m, 3.82 124 (1H, dd, J=7.8,6.8 Hz),
4.47-4.56 (2H, m, 5.18 (1H, d, J=10.1 Hz), 5.26 (1H,
d, J=17.1 Hz), 5.59 (1H, d, J=7.8 Hz), 5.81-5.90 (1H,
m, 6.79 (1H, br), 7.21 (2H, d, J=7.8 Hz), 7.78 (2H,

(
d, J78Hz) 782(1H br) vvhlte solid '"H NWVR 8
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(3H, d,
d, J=6.3 Hz),
125 (1H, m,
3.66-3.85 (5H, m,
bry, 7.23 (2H d,
d, J=8.3 Hz).
(3H, d, J=6.8 Hz), 0.97
s), 1.40 (9H, s), 1.42
2.39 (3H, s), 2.84-2.85
m, 5.00 (1H, br), 6.15
Hz), 7.68 (1H, br), 7.84
sol i ¢
0.97
1. 50- 127 1.55 (1H m,

J=6.8 Hz),

5.16
J=8.3

0.94 (3H, d,
1.41 (3H, s),
2.39 (3H, s),
J=6.3 Hz),

7.55 (1H, br),
"H NMR 5 (CDC13, ppm):
J=6.8 Hz),
2.08-2.09 (1H,

1.37 (3H, s),
2.07-2.18 (1H, m,

yel | ow oi |
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q, J —6 8 Hz),
(1H, br),
-7.80 (2H, n) white
CDC13, ppm : 0.83 (3H,
=6.8 Hz), 0.99 (3H, d,
=6.8 Hz), 1.19 (6H, d, J
, 2.11-2.17 (1H m,
, 3.87-3.90 (1H, m,
, 5.02 (1H, br), 6.19
43 (2H, n), 7.46-7.50
t
J
J

, 0.88
1.01 (3H,

(6H, d,
140 d
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5.10
7.39-7.43 (1H,
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ite solid 1IHHNVR S (CDC13, ppm

(1H, br)
m

crystal
d, J =6.8

J =6.8 Hz),

=6.3 Hz),
51-3.55 (1
96 (1H m
(1H, br),
(1H, m, 7.
=6.8 Hz), O.
=6.8 Hz),

"~ A ~

m p.

7.10 (1H, br),

6.19 (IH, Br),
7.46-7.50 (2H, m,
209.6C ' HNMR S
Hz) , 0.88 (3H d,
1.01 (3H, d, J
1.88-1.93 (1H, 139
H m, 3.59 (1H
4.84-4.87 (1H
7. 39-
78-7.81 (2H, m.

0.83 (6H, d, J =6.

99 (3H, d, J =7.3
1.88-1.93 (2H m,
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7.06 (1H._br), 7.42-7.44 (2H ), 7.46-7..

7.78-7.81 (2H, m. white solid 1HNWR 5 (CDC13, pprr)
0.86 (3H, d, J =7.3 Hz), 0.89 (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), 1.91 (1H n), 2.10 (1H, 141 n), 3.45
(1H, n), 3.70 (1H, n), 3.81-3.84 (1H, m), 3.90 (1H,
n, 4.90 (1H, br), 6.15 (1H, br), 7.20 (1H  br),
7.39-7.47 (3H, n), 7 81-7.83 (2H, n). white solid

1H NMR 5 ( CDC13, 088 @3H. d, J =6.8 Hz), 0.91
(3H d, J—68Hz) 100(6I2| d, J =6.8 Hz), 1.17 (3H,
d, J—63Hz) 1.20 (3H, d, J =6.3 Hz), 1.87-1.92 (1H,
1:1%5 2,15-2.17 (1H, m), 2.45 (3H, s), 3.43-3.50 (1H,
3. 3.60-3.64 (1H, n), 3.87-3.91 (1H m,

3. 93p§o§§rtié£| omcon{’pc%%d(wxl) . 74098 41H, br), 6.28
(1H, br), 7.16-7.20 (2H, m, 7.29 (1H
n), 7.31- 7.36 (1H n) white solid - 229 - Properties
of. Conpound /Q\lnT i _
COMRRR BEPREXTXES ppny: 0.88 (3H, d, J =6.8 Hz), 0. 89
3 d J =6.8 Hz), 0.93 (3H, d, J =6.8 Hz), 0.98 (3H,
©-] =K. 8 Hz) 1. 00 (6H d_ J =7 3 Hz) 1 .86-1 93 (2H

144 m) | 'HENMR GLKCDEY;, 2pdd :(3HL7s),2G. 6BH 3182, (431 M3H, s),
3.59 ([l 4793.53 76H,2m) ,nB.88-8883. OBH/( 2, M).006. (RW, d,
(llH by J=4 64 20z)(,1H, . 0% )(2H6. 45 §4H,3 H)),, A I8 7(1H, ©2#, 7.15
7| (277 Td, 36=4 2HHzY), WhidUe (3B) ilsk LHNMR 6 2HGDAL3J=8.3
ppn) 19289 (3H, d, J =6. 8 Hz) , 0.92 (3H, d, J =6.8

HZ; Cl) PELISH oL, Jil_g‘bilnm) 1. OOmEsH d, j)b_e ?3/

' 5 (3H,

(1) e SRR IO, oy
.20_(24 1yhz) 4%95 9551 g{&l\; 7~1§9 ,ﬁ)m)z:«x (2H,
7.28-7, 30 f:l)d‘ 7 73847 15b: ("1l nf Wi Tl <l Pg7-8 B

' II PI'PVI'\ W\/ u nnM : Qﬂ /’DLI '| —R Q l_l—l\ ﬂ OR

( d, Thy NI 5131' (E’(B’"SIBHO 87 961*6 & %6 81 H) (3H20
d, J :6 Hzg B Hal 83-L59Q) (4, m),22-G3H (34, 3),
147 =6.3 54 7. 80 (3H79nj2H2. 4,0-=23 HeM, Ay 85-3.89

( ,sr)) 24349 25@ d2H7=#4 Bx)58 I8, (B, br75 7.15
(1H,  |[Mj2H5.A5 J=BH3 Brz), 8.98 (W, b)), 76.655 (@BH, dbr y=8.3
7.30- [H®&2 (2H, m). 7.55 (1H, n), 7.61 (1H, m). white
sol i d |1yéINVR 6)1(1CDC13 pm 0.92 @H d,_J =6.8 Hz)

"

white | salid wl%lulv’R 8 (CDClS ppm) : 0.8
1H-

—2—20
Hz), 0.99

wuw%iw)ﬁ

(1H, 8é Fp pg 9%2 (§H65 62
%ﬁ%wnﬁﬁﬁwi ey
.23 (|fRe" 7, 00 o 122 BOH( 1!
(gé?)'(él'—l?gaz-%z BLH, ) 3ufBra- g| (4, B0 3.47-3.49
He cpea33- ppnj<6D. @3.1mos 4184, (B, brBi-6.%0 (1H,
)p. 1323, {8( 10, I77.82H38, (3HE8S)2HB. 61-B=%BS Hz).
152 (3mhigg sglw 3 97 (3H m. 5.18 (1H s), 6.38

(1H, o)'H-FMR3S ((dHCIS), ppml9-0. £2-1 . Dd (Bh, ﬁ)6717210(en d,
% H  |M=6.8hize S0l B8-1FB VR GGDCE337PRBY, Q) 82314645 49
2H, (1, 1m38 GOBB-35)3 @2}827619 5% bt Bh. (2ii0n2: 20, o5
(1H, m3.92. 33H(,3H), ) 8634 4y 3140 Gn}H 5”112 élﬁz Er 06 68

(IH m, 3°8I-3.85 163 (IH 17, 6364UU\J.I‘I -
4.96 (1H, br), 6 31 (1H, br), 7.16 (1H, br), 7.21
(2H, d, J=8.3 Hz), 7.70 (2H, d, J=8.3 Hz). white
solid 1IHHNVR S (CDC13, ppnm): 0.77-0.88 (3H, ,
0.95-1.02 (9H, m, 1.85-1.91 (1H m, 2.07-2.17 (1H,
m, 2.38 (3H, s), 3.44-3.47 (1H, m, 3.64-3.68 (1H,
n), 3.88 154 3.99 (2H, m, 4.10-4.16 (1H m,
4.37-4.46 (1H m), 5.43-5.45 (1H ), 6.22-6.25 (1H,

P S—. -_— NN O NS — e PN ey ey



white solid - 231 - Properties of Conmpound (9) in
Table 2 Conpo Properties and No. 'H NWR 8 (CDC13,
ppm: 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, 157 1.91-1.98 (1H,
m, 2.26-2.30 (1H, nm, 2.38 (3H, s), 3.49-3.53 (2H,

m. 3.84-3.91 (2H 1), 3.93-4.01 (2H m), 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 solid 1H,N 3(CDClS ppm : 0.81
(3H, d, J=6.8 Hz), 0.88 (3H .8 Hz), 0.98-1.02

(6H n), 1.88-1.93 (1H,_ m, 2. 05 2 11 (1H, m, 2.39

3H, s)|, (13,5413.,60 .02H,(165950), B.665-13H, (9H, m), 7.66 (28,
3.91-3.96 (46,.1mMEz)5. 10 (1H, br), 6.20 (1H, d, J=8.8

Hz), 6.|9hilteHsdari), 7. 22 (2H d, J=8.3 Hz), 7.68 (2H,
S Py R ﬁ DR iyl 3753
3H, d.} 4 E’é),)z % ¥ ﬂsé%z ) g %9H2’3 75
j’4‘]16é ) 1—%1 ‘2'199 A é =5, 6% 5173 d #t pr)
3H, s) 'sé’r(%H )2 %zt? iﬁﬁ 63 4t o)
2H q.| I ),'5 it ?ﬂﬁz br ), 622(1H d J=9. 3

L1 ) 6 'I Q ’2 l—l-l\ 7 RQ / I_I

S

i, J=8. 31H|=|§1 R %K@éﬁ‘%m p@miH leﬁeés(%lbocﬂe 5¢fpn% Hz) 2400
3H, d, (13&6 g 6.3 1g) ngl%Il LQE5(6H ), 3.-98 (3R, d,
id, J=1.564 zﬁzﬂlz,) 1.84332-5%16114, 38)(13—!3&1‘)(311,5 s04 B1RpP-3.58
$18, 6. 5@H.1m).d3 ﬁﬂ?3396|z)<11ﬁ,6n89 4 23-49,19=43H3 M), 4.83-
( 27-7.138- YUH 18y m)7. 550Q2K1H, dbr =8 B Hz)LH whrirle 6.92 (1H,
s$olid 1BpNMR D 22C0OCH3, dppdyF8 . 8. F9) ( 3H, 68, (2H:6.8 K=B,.3 Hz).
.87 ([3#hith sb36.d8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00

3H, d,‘rIRER85HIdPC L, 8@21;1)950(%* (G@, @ Q2-2. PUA)1Ho. 98
m, 162 &19 d,3H=c)k H3)4 13050(£11Hd J=

1H, M4, 359 o 24 ,dd, gd=8. 82 6(3y Héa) % 4 (B, 49, 3.50-
Jigl- 3, 1. 5 69Z)2H 4m37 (31'8|1 iﬂn Jcr14J—"6 =

S d,| W=8.83 112 1763 4=8 18 %), &.83 g‘ d,
). 7Y Brine g 81 p2) 1) 217mﬁ (3 .-3% 2%, 7.68
Y& 7'6@%@3 J%%Hz' 3(3 d 6.8 S?“o 88
LH- NMVR | {:CDC H, J=6.8 Hz), O.
3H; u,%‘r(_le ]S%?]‘%Geagﬂ 96—3H—r)—6—99—-3H—d-
326.8 Hz), 1.01 (3H d. J=6.8 Hz), 1.06-1.63 (2H m
163 1.86-1.94 (1H, 1), 2.08-2.13 (1H, ), 2.38 (3H,
s), 3.54-3.56 (2H, n), 3.88-3.92 (2H n), 3.94-4.01
(2H, m), 5.11 (1H br), 6.23 (1H d, J=7.8 Hz), 6.97
(1H, br), 7.21 (2H, d, J=7.8 Hz), 7.68 (2H, d, J=7.8
Hz). white solid 1HNVR S (CDC13, ppn): 0.82 (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), 1.19 (3H, d, J=6.1 Hz),
1.22 (3H, d, J=6.1 Hz), 1.85-1.90 (1H, ), 2.06-2.08
(1H, ), 2.38 164 (3H, s), 3

9

1
.54-3.57 (2H, m,
3.90-3.98 (2H, m, 4.81- 4.89 (1H, m, 5.15 (1H, dd,
J=8.1,4.9 Hz), 6.40 (1H, br), 7.
(2H, d, J=8.3 Hz), 7.69 (2H, d,
solid - 233 - Properties of Conpo
Conpo Properties and No. 'H NWR 8 (CDC1l3, ppm: 0.79
(3H, d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.96 (3H,
8 Hz)

09 (1H, br), 7.20
J=8.3 Hz). white
und (10) in Table 2

8
: 6
d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.84-1.90 (1H
2.03-2.10 (1H, m, 2.36 (3H, s), 3.52-3.60 (2H,
3.89 (1H, dd, 166 J=8.3,6.3 Hz), 3.92-3.97 (1H
4.52 (2H, d, J=4.9 Hz), 5.17 (1H, br), 5.18-5.29
m, 5.85-5.87 (1H, m, 6.19 (1H, d, J=7.8 Hz),
H br), 7.19 (2H, d, J=7.8 Hz), 7.66 (2H, d,
Hz). white solid "HHNVR 5 (CDC13, ppm: 0.78
, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.97 (3H,
8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.84-1.91 (1H
.02-2.11 (1H, m, 167 2.37 (3H, s), 2.45 (1H, s),
64 (2H, m, 3.89-

0
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3.92 (2H, ), 4.63 (2H, d, J=2.0 Hz), 5.28 (1H d,
J=7.8 Hz), 6.18 (1H, d, J=7.8 Hz), 6.85 (1H, br), 7.20
(2H, d, J=7.8 Hz), 7.65 (2H, d, J=7.8 Hz). white solid
"H-NVR 8 (CDC13, ppm): 0.82 (3H, d, J=6.8 Hz), O.88
(3H, d, J=6.8 Hz), 0.90-0.93 (3H, ), 0.99 (3H, d,
J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.33-1.36 (2H m),
1.57-1.59 (2H, m), 1.86-1.94 (1H m, 2.07-2.12 (1H,
168 m), 2.38 (3H, s), 3.54-3.57 (2H, n), 3.88-3.98

(2H, m), 4.02-4.05 (2H, m) 215.09 (1H, br), 6.23 (1H,
br), 6.96 (1H, br), 7.21 (2H, d, J=8.3 Hz), 7.68 (2H,
d, J=8.3 Hz). white solid 1HNWR 8 (CDC13, ppm :

0. 83P§3ﬁbr@1es}-@f E’Cch‘l@ox.moo 89 ih3thbre 2=6.8 Hz),
0.91-0.92 (6H, n), 0.98-1.01 (6H, m, 1.88-1.93 (2H,
M, 2.10-2.11 (1H, ), 2.38 (3H, 169 s), 3.56-3.57
(2H——3-82{(2H- J=6—3—Hz)—3-88—4—00—{2H—r)~
Eompo BEORSSLISS 19 (1H, br), 6 96 (1H,  br), 7.22
5 d| J=8.3 Hz), 7.69 (2H d, J=8.3 Hz). white
8id 1H NVR_6 ((‘D(‘1‘2 nnm .85 /gl—l d J=6.8 I—|7\

<

0.89 [HENMEHS dCDOES. o), 00999 (8BH,dd, J9668 gizlz) ,1.00
1.01 (BEBH, &d, 3563 Hz), 1.28 (JW, <), J=6.87-Hz)92 I(.BA, (9H,
M, 2.14}, 21 1851490 mLE,2n38 R3BE 63H, 3)42-B.M3 .44, (1H,
@P, 3.p8), 23@0-3B.6% (LHA, my), 339843 9B4(YHHm)W 4,.07-4.11
3.97-3| 984 Itd,, M. 9M. @61, ( bh) , b6) 41 6(1W8, (WA, bBr)OO 7AIB5 br),
(1H, bfy,27. paH, 24, J=,.3)#8)3 Hz)0 T2H0 d,2H=8l,3 H=8..3

Hz). whikhetsodéxid H NMR S (CDCL3, ppm) : 0.82-0.89

(9H M 14 e & E'Dcﬁ?' 80"'637 3H00d(33'1=6d8 H710- 9,02
Hz), 1 (&8 ji zé;p 53 42 Hig) ;18 (3H,
1.86-1 ' 1H 4 ), 10 G 4'5' 1.89
8)2’ 3.1 Ig; ( $-) )’Sﬁ 23 20
eEH m 1. 08 ( p 3;96( ’4bf 4780 mvm§02
bt Pln sl g, T o9l g b

%0, 85 Y 53 %‘ﬁﬁ Eﬁ7§6 %’ oy97
(% hl\l'l:é—% SUP%ZCP.,J ’)Q 1 2N. lQI—l rYi 1 Rn 1 51 (LI:'

M. 17BHCNR . ¢6D¢AH mam) : 21&62(@#’ (q'H'Jﬁﬁ) 1 Hzgs 1.33
(3H, s)(6H3 B1. 385 (BH, &), 2.38- BH7 4H3 -HL-35823 (2H,
pgH dim) J=8. & +4)61 d1¥3 ik, Sb33, (IHO0PK)LHE.Bd) (1R, 1Br),

(2H. d 7-2&8(2H 1), JE868 Hz2M, ®,6U=B.F3 Mz)., Wthisde (2H, d,
solid [Jo®sl -HPr.operties of Conpound (11) in Table 2
Conpo Prlopeg tgalsicand  No.  1H- NVMR 6 (CDC1l3, ppn): 0.85

(3H, d, 'nlxeir8 sHiEDC 05, 9PphfH. 006916678 HA, mh-, 0P (93H1 01
d, J=6| Beuiz)m),1.146 8(9H28 Sku, ImPl-iL. AR 1(ZH. Ak, 1.65-
1.78-1] 188714@}1 M), 213§6C$H91 4, K, 32 %Ja 3(3 40 (5H 3.54-
m, 3.198: g OB 4kh) ... 04-399% 1hhn b)), 4 ?5 ; m),
ot e e

=8. J 6d 99 2
(3H, d, V7g}};lg%ﬁe)@Pﬁz)d, ?_gg égyr o Az&) §: 95 %3,34 i >,

Ul
w
OJ

J68Hz) . 1.85-1.92 (1H,
S~ ) 33 3-38{(3H—=s)
i f“E“EHa W’C% 9?Pmé 9@6§ 'ﬁ?q(% 1G04 B2 8021i6H, d,
274r6(13HHZd $=869 (3Hy 10 § #3) ,d0- 948, (QHHz91 J=6.8
lW)rb.rl) 1771528 4pH, B 31‘8453'1H25 ), (1Hggm)2HL.@6-1.67
H, Whirt & -84 dsil—li&h'l/Rm)G (2GI36E133Hpps) » 0.88-3.52
(2¥56.18 ,HA).780.(88, Q. 90=§ 3HH2Y),, 309963( 9B, (34, m),
IH,02¢ 4 JBG(QHszn 3.00 (13H, b)) ,J6638 KzH, d, J=8.8
Kl ,( BH91n)(1H2. 0o} 2. 1019 7@H, 1, m7.8. B8)( 3,66 (2H,
3.|5%- I=T78(BA) .m), 3.75 (2H, s), 3.88-3.98 (2H,

(@2 (o RN S
! w 6]
|_\/'\O_ —~ -

F WO T 0O

5.14 (1H, br), 6.22 (1H br), 6.98 (1IN Bbr), 7. 2I
d, J=8.3 Hz), 7.69 (2H, d, J=8.3 Hz). white

id 1H NVR 8 (CDC13, ppm): 0.82 (3H, d, J=6.8 Hz),

7 (3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.00
d, J=6.8 Hz), 1.86-1.95 (1H, m), 2.05-2.11 (1H,
2.39 (3H, s), 3.45-3.50 (1H, m), 3.62-3.70 (1H,

177 3.93-4.01 (2H, n), 4.65 (1H d, J=12.2 Hz),

.75 (1H, d, J=12.2 Hz), 5.53 (1H, d, J=8.3 Hz), 6.25
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white solid 1H NVR 8 (CDC13, ppn) : 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 ),
1.87 (3H, s), 1.90 (3H, s), 2.03-2.07 (1H, m), 2.39
(3H, s), 3.50-3.65 (2H n), 3.84-3.86 (1H m,
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
1H NVR S (CDC13, ppm): 0.78 ﬁsy 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, ), 1 82-1.86 (1H, m,

. 06- 2 [ WnikeHsomid 2. 31 (3H, s) 3.29-3.32 (1A, M,

797 3. @HSNg}ggzw @@3 gpﬁ 57 (Bf, M, Z19% %298 0.99

1H, %8 4;_%98 odl (73%{ 7 JL%He mzé 12941 .31

i, gl ohed S b el o Ng by At et

13, | )0 ‘%8 é 0% 60 87, 5
0. 99 ) d

e | @éa' A L
13&8 %3% 1§7 2£4 %ép, %7%‘8&H% f%g)gsg £), 7.21

259(11&'11’13-32 1004914 A—4. 51 45: (1H

5. 04 ( 1FH-BMR 36(ODCYxHppm) : 18876 HAH3 (6H2 m)3HO .95y 1. 00
7.21 (2H,6H, M=8.131Rz), 2%, TOH( M, d..32=8..33HANH, whit .48~
50l i d -| 1238 -(2Fhopernt le§0ol . Conpbuna)(,12). 3ién (Babl )2 3.45-
vg)%‘po Rriopdr tiléls ad 3NOT7-3 164 NMRL &) (,CDCE2-3pPR) (1H, m),
3H. 0H-4136. 1Hz) m) 0. 8470-93 K 16H, m), 6.38 (3H, br),
d, 6./% 185 ,(1H,00r(3H7 . d6 (I&H.B, KBS, 11 HI0-17333( 1HH, br),
) , 1 65+ 7.066 22Hd, Mo=611882) 1. 91 (2H, n), 1.99-2.02
1H | whiate3-s»14d (1H, m, 181 2.38 (3H, s),

T46-3.49 (IH, M, 3.60-3.64 (IH 1, 3.88 (IH T,
J=6.8 Hz), 3.95-3.96 (1H, n), 4.48-4.54 (1H, n), 5.03
(1H, br), 6.16 (1H, br), 7.02 (1H, br), 7.21 (2H d,
J=8.3 Hz), 7.70 (2H, d, J=8.3 Hz). white solid 1H NMR
5 (CDC13, ppm): 0.85 (3H, d, J=6.3 Hz), 0.92 (3H d,
J=6.8 Hz), 0.99 (3H, d, J=6.3 Hz), 1.01 (3H, d, J=6.8
Hz), 1.88-1.93 (1H, n), 2.09-2.14 (1H, m, 2.38 (3H,
s), 3.47-3.51 (1H, n), 3.60-3.69 (1H, n), 182
3.99-4.02 (2H, m), 5.59 (1H, d, J=8.3 Hz), 6.29 (1H,

, J=8.3 Hz), 6.85 (1H, br), 7.11 (2H d, J=8.3 Hz),
7.18-7.21 (3H, n), 7.32-7.36 (2H, m, 7.65 (2H, d,
J=8.3 Hz). white solid 1HNVR 6 (CDC13, ppm): O.85
(3H, d, J=6.8 Hz), 0.91 (3H d, J=6.8 Hz), 0.99 (3H,

Q. (

d, J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.87-1.92 (1H,
m, 2.08-2.13 (1H, m, 2.32 (3H, s), 2.38 (3H, s),
3.48-3.53 (1H, n), 3.59 183 3.66 (1H m, 3.97-4.07
(2H, m, 5.54 (1H, d, J=8.3 Hz), 6.28 (1H d, J=7.8
Hz), 6.87 (1H, br), 6.98 (2H d, J=8.3 Hz), 7.13 (2H,
d, J=8.3 Hz), 7.19 (2H, d, J=8.3 Hz), 7.65 (2H, d,
J=8.3 Hz). white solid "H-NVR 6 (CDC13, ppm:
0.78-0.90 (6H, m, 1.08-1.16 (6H, m, 1.69-1.81 (1H,
m, 2.34 (3/2H, s), 2.36 (3/2H, s), 2.97-3.07 (2H,
m, 3.47-3.53 (2H, m, 3.89 184 3.90 (1H, m,
.3 44 (1H, m), 4.71-4.82 (1H, nm), 5.47 (1H br),
7 H, d, J=9. 0 Hz), 7.07-7.10 (2H, m, 7.11-7.19

3
4

-4,

(1

m, 7.38 (1H, br), 7.68-7.71 (2H M. white
185 1H NMR 5 (CDC13, ppm): 0.78-1.00 (12H, m,
(3H, d, J=6.3 Hz), 1.83-1.86 (1H, m), 2.07-2.11
m, 2.37 238 (3H s), 3.50-3.55 (2H m,
.87-3.90 (2H, m), 5.31- 5.34 (1H m, 5.72 (1H q,
6.3 Hz), 6.15 (1/2H, br), 6.47 (1/2H br), 6.95
[2H, br), 7.08 (1/2H, br), 7.19 (2H, d, J=8.3 Hz),
7.27-7.33 (5H m, 7.68 (2H d, J=8.3 Hz). white
solid 'HNWR 8 (CDC13, ppn) : 0.82 (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,J68Hz) 1.51-1.58 (1H, n) 185198(4H

A NSNS N oA A "~ A "~ NS PN N PN e —



6.24 (1H br), 6.98 (1H—br).7.21 (2H, d,-3I=8-3—Hz
7.69 (2H, d, J=8.3 Hz). white solid 1H NVR 8 (CDC13,
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, 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,(2H d, J=8.3 Hz). white

soI id 239 - Properties of -Corrpound (13) in Table 2
npo Properties and No. 1H NVR 5 (CDC13,

ppm

o 79 ( 8 Hz), 0.93
(3H, %é{;‘s gi%grf%sc‘gj@él%ag) §H Tgb.lé_ﬁ 1.39 (9H,
s), 1.81-1.88 (1H, nm), 2.14- 2.17 (1H, rr) '2.33 (3H,
s), 3.06-3.08 (1H nm) 3 43 188 3 49 (2H m)
Togpo3| BEopartieg . 3.83-3.96 (3H, n), 4. 17-4.20 (1H,
mnd 5.p4 (1H, br), 5.26 (1H, d, J=6.8 Hz), 6.99 (1H,
#o.J=6|8 Hz), 7.15 (2H. d. J=7.8 Hz). 7.67 (2H d
J=7.8 Hzn-nmreld qopsel,) bpkt:NUR9S (€BC18), ppn)6-O®. 85 (6H, m),
(3H, d{1J)1g618247z)6H,0.n89 1(36-1d91J (8, 8n)lz)2. D1 9BH, s),
QSH, d 33555385¢t)2H;lﬂQl (333~ 3d993(zﬁ SnHz)4. 612887 (1H,
8 t|ny, =6, 87 Hedn, 14,80=5.92x61H 6. 681, (24,102 15 (1kH (28,
m, 3.44- 3J56> ﬁlilrk) m)7 z”a G(QH(,lblr)191 (LSH 89 ( 148 A Hz) .
J =6.3 wh§tglzg01§q ) 408 <2H q.
2 067 1 S CDCY s ;i 9 J.[ 9 1.93
white ﬁgta’f‘ m’% %%2’}? -85
(@H, d] (38 B) 4y 38999 g‘ %56 ‘i‘ i),
d, J=6 é-ﬁ%)(llir odr (%78 '1 19J18234 H 7.24
m, 1.8%1H, 98Ty aH - 21Pb2d2 1?682 1 ,
3.46-3 l%l'F?HSJﬂd 3 87-3 08 (2H_ m AJ%?A 88 (1H,
M, 5.DH{NMR &r(CPCBs23pKmH, bBR, (3K, 0d, 7J26.8 26) m)0.86
7.81- 7| 83H( 28, %6 .%HHz2)e Soloi2d ('9H, NWR, 51 (4LCDCLB, ppin) :1.66-
0.86 (BH,.7d, (J&6.8) HD .30. @3, 63, 3d3333638 HA, m.,83.51-
(@®H, d|3J56. 81#z)m) 0. DO4-3H75 d1HJ)=6) 8 Hz§8-0.8D (1BH, m),
d, J=6|8.p8) (14, WBr (3H.1d (%3 I76I88Hz)Hz), 87 57 94H, br),
(2H, m7.881128, 1d, (J+8.3MHz)3. 4830358, (BH . M,
3.81-3 aglegﬂgomd 5 10 (1H m, 6.24 (1H m,
7 07-7 82 _ Te_sol
b g@gﬁ dﬁ?f 3?5 oG %%920 P
(3t 11 p g ) ) H%z), 126
za.ooszg '317 2354 r 8)y
m . 4 é J,;é §7 (1H,
7 o bg;, ig gw;%;s A A e S L

0 8 .
EE;T) 0 él—ﬁo EdL 6.8 1-|7\4mm1-| d_1 =68
Hz), 1|B0-N¥H8 dCDSLse. mPmz) 0.7920303Hd, dJ=.1962)6.® 81
Hz), 1 9@51 85 {4 3 Hz) 2.0L352.(38, (dH, Jn§,8 H50- B.858 (3H,
(1H, md, 3766.8.165) ( 1H,9%)(3H3. 88- 3=683 (B+,, M) ,00 4 B0 d,
(1H, mJ=8,98H¢1H 110041 .61252H1Hn) d, 1J8571 39Hz)3H, )762.38
(5IH, bf)Y3H7. 8B; 73 3B{BH6 MPH, 7nb]l-3.862 (A, dv) .J=6ME tR),
crystal 300p-319%6. 8%H 1hh)NVB 31(¢m13brppna 2. 81, (W), 7.00
d, J =6.8HHzdr) P. 9321(@'?1, J= 56383142) 706598(z(f8Hde =8.3
J =6.8|Hg). 1.00 (3H, d, J =6.8 Hz), 1.85-1.93 (2
n, 2.15n2ed7séity n) 197 3.56-3.61 (2H, m, 3. 79
2 RN T T S S A O BT W P SR,
m. white crystal mp 189 8C 241 - Propertles of
Compound (14) in Table 2 Conpo Properties and No.
"H-NMR 8 (CDC13, ppm): 0.87 (3H, d, J =6.8 Hz), 0.92

d1

J =6.3 Hz), 0.98 (3H, d, J =6.8 Hz), 1.00 (3H,

J =6.8 Hz), 1.40 (9H, s), 1.87-1.91 (1H m), 2.14-

(3
d,
198 2.17 (1H, n), 3.43-3.50 (1H, n), 3.66-3.67 (1H,
m,




8 Hz), 3.95-3.97 (1H, nm), 4.88
6.79 (1H, br), 7.27-7.39 (3H
white crystal mp. 169.2C
0.89 (3H, d, J =6.8 Hz), 0.91
3H, d, J =6.8 Hz), 1.01 (3H,

3.83 (1H, dd, J =6.3,7.
( br), 6.20 (1H, br),
n), 7.59-7.62 (1H, m.
"HNWR S (CDC13, ppm
(3H, d, J =6.8 Hz), 1.00 (

d, =6.8 Hz), 1.20 (3H, d, J =5.8 Hz), 1.21 (3H, d, J
=5.

20

1H 7
e
9

J

8 Hz), 1.87-1.92 (1H, m), 2.12-2.17 (1H m), 3.44
0 3.46 (1H, n), 3.65-3.68 (1H, n), 3.86-3.92 (1H,
m, 3.93-3.96 (1H, m, 4.85-4,88 (1H m), 4.99 (1H,
br), 6.16 (1H, d, J =8.8 Hz)  7.21-7.22 (1H br),
7.33-7.37 (1H_ m, 7.43-7.46 (1H m, 7.65-7.67 (1H,

), 7. d4(3H, 85 (JHE,.8mHz)whiot @9c(§®t ad, nmI46.2Hz)3C1.01 (3H,
LH NMVR |8 ( GBGBLEB Her) 1.0488 . (6H 14, o) ~Q 81 1Hz)9H,0.s9} 1.41-
6H, d,|V.46.Q8H{Zz)m),0.19843H92d(2H, 6. 8 HAs BHY1s(3H3.42-
i, J =6.38.44%) (14, $f-,1.3925C3Hp8 M 1H2. 13- 3 Jgk (i, @i,

201 3. 47331 L, € BHAY),, 33.9824( 80l (1}, 0 B2 (FH, (184, dr), 6.19
5.9 Hz)1u 3. B6-BP3 ©2h, M. 105¢08, (HH,, br)2a 6(21-16 @lHg=8.3
br), T (BH7Dr ,7d33J183§ GaH, m, 7.43-7.46 (1K,

ul 7.6vg3mgtjg—|,sﬂd1:7é 783784(1H m . vvmte

~ T
'ff‘ﬁb

cTystat - %9{ § ny \)’ ,0 Y
b 8 8 3 ot : % )J_ %3515)0 9 3,
) TR J=6.3
1.87-1. 1 (- 3§3ﬂ E?‘ 'ﬁr’n), 1.83-
|3I,H' B} 3652173 517H( Jﬂ , 3.90-
3 3788, >1H4 3- 47813 (RHq5m) ,

3_72- 3. (7%
gé,z 3 el
173 Hz)3- % @1;5
,5 ) 6 .%)5 (318507, 8‘6 Q6LH THr) budhi fle2l (2H,
875, Pb?@rzds TPH(RIR S (&E013,H20pn) © 0. 85

1H m
¢cryst al pJ

3H dlwhEe $addd 0,89 (3H d, J =6.3 Hz), 0.99
(3H, d, J =7.3 Hz), 1.01 (3H, 242 d, J =7.3 Hz),
1.21-1.25 (3H, m, 1.85-1.93 (1H, m, 2.09-2.17 (1H
n, 3.47-3.51 (1H, nm, 3.60-3.62 (1H m, 3.89 (1H
dd, J =6.3, 7.8 Hz), 3.92-3.98 (1H m, 4.09 (2H, q,
J =6.8 Hz), 5.07 (1H, br), 6.22 (1H, d, J =8.3 Hz),
7.21 (1H, br), 7.37-7.39 (2H, m, 7.74-7.76 (2H, n).
white crystal mp. 213.5C 1H-NWR 8 (CDC13, ppm: O0.87
(3H, d, J =6.8 Hz), 0.90 (3H, d, J =6.8 Hz), 0.99
(3H, d, J =7.9 Hz), 1.01 (3H, d, J =6.8 Hz), 1.19
(3H, d, J =5.9 Hz), 1.22 (3H, d, J 204 =6.3 Hz),
1.87-1.94 (2H, m, 2.13-2.15 (1H m, 3.64- 3.48 (2H,
m, 3.94-4.01 (2H, m, 4.84-4.87 (1H, m, 4.98 (1H,
br), 6.20 (1H, br), 7.23 (1H, br), 7.38-7.40 (2H, n),
7.75-7.77 (2H, m. white solid 243 - Properties of
Compound (15) in Table 2 Conpo Properties and No.
1IHNWR S (CDC13, ppn) : 0.87 (6H, d, J =6. 8 Hz) ,
0.89 (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, m, 2.10-2.20 (1H
n, 205 3.46-3.48 (1H, m, 3.61 (1H, m, 3.86 (2H, d,
J =6.8 Hz), 3.95-4.01 (2H, n), 5.05 (1H, br), 6.20
(1H, br), 7.22 (1H, br), 7.38-7.40 (2H, m, 7.74-7.77
(2H, mM. white solid 'HNWR S (CDC13, ppm): 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 2.17 (1H, m, 3.32 (1H

m, 3.71-3.75 (1H, nm, 3.80- 3.83 (1H n), 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 crystal
mp. 204.9C 1HNWR S (CDC13, 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),
1.00 (3H, d, J=6.8 Hz), 1.19-1.26 (9H, m, 1.86-1.94
(1H, m, 208 2.08-2.13 (1H, nm), 2.68 (2H, q, J=7.8
Hz), 3.49-3.57 (2H, m), 3.88-3.99 (2H, m, 4.83-4.89
(1H, m, 5.07 (1H, br), 6.27 (1H, br), 7.04 (1H, br),
7.24 (2H, d, J=8.3 Hz), 7.71 (2H d, J=8.3 Hz). white
sol

olid 1HNWR S (CDC13, ppm) : 0.83 (3H, d, J=6.8 Hz),

NN N A ~ NN



209 g, J=7.8 Hz), 3.55-3.58 (2H, m, 3.81-3.83 (2H,
m, 3.89-3.99 (2H, ), 5.14 (1H, br), 6.26 (1H, br),
6.99 (1H, br), 7.24 (2H, d, J=8.3 Hz), 7.71 (2H, d,
J=8.3 Hz). white solid 1IHNVR S (CDC13, ppn): 0.85

(3H, d, J=6.8 Hz), 0.89 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.01 (3H, 210 d, J=6.8 Hz), 1.24 (3H,
t, J=7.8 Hz), 1.42 (9H, s), 1.87-1.92 (1H, m,
2.12-2.13 (1H, n), 2.68 (2H, q, J=7.8 Hz), 3.42-3.43
(1H, n), 3.64-3.65 (1H, n), 23181 244 3.85 (1H,

3.95-3.97 (1H, m, 4.94 (1H, br), 6.17 (1H, br), 7.07
(1H, br), 7.24 (2H, d, J=8.3 Hz), 7.73 (2H, d, J=8.3
Hz) . pybibd € S ik WariWWand (@PCLS, T4y :2 0.83 (3H, d, J
=6.8 Hz), 0.88 (3H, d, J =6.8 Hz), 0.99 (3H, d, J
=6. 3 Hz) 1.00 (3K d, J =6.8 Hz), 1.20 (6H, d, J

v J T, ZXzZ Ty, f T Z- )
593%0( ORATLiESA (31 s). 3.85.3.95 (2H, my. 4.86
B4, o, J =6.3 Hz), 5.06 (1H, d, J =7.3 Hz), 6.25

6. 86 &1&(’)I—l m 700 11|_| hr)

7. 75- 7, FFNMRHS DGkt @PFOI:; 8- 1 RN s(l(&tbcm &pr&B 1.
0.83 (leHHA,m)J), 36.48-zH1 0288 m(6H -&2-1)836. @ Huzyn) , 2. 36
0.99 (BHiHd,s)), H6.52-3zp3 1280 1BH 3. W (RH6.4B HA5-9 Hz),
£587- 1| 98¢ 2HH,Md, T=B482HL5, (IHP1 M1H,213 IBH68(Md), 3.97-
m, 3.84.¢4H1H) m)3. 84 103K1Hs)brB, 88. {4 H1H,mbr), 7.00 (1H,
3.90-3.©4) (2H 191 (2H. 5 (%Bl.3bH}), 61167 ((BH, lt,) ,J=8.3 Hz).
6. 89- 6v9zolt(e2Hr.omd 6.92 (1H, br), 7.75-7.77 (2H, n.
white S‘%i-'N%R 8 éDle“ﬁ:?;‘ﬁﬂ“ 6579f(§9"ppunﬂ-7 1§)Hz! ) 0 81
Tabl e R @er gesoag 0[\5)7 (8

Efz’;‘):o b s,8§5;‘g 6’ 'ﬂu, - ,s),
R <1‘E& ik 5 ﬁws 8
76285%5”{%?’5 " Ha fr ) A 9‘j8(1(l-2| gy, =83
; 3 Hz), 6.11-6.91
" H NVR 61-MMBCB3 (CBSHRY: rprmgs Q372-@;82 E3.8 mz) 0.87P. 96
(3H, d| (FH=608 I—lz-%%i,ﬁ(ﬁﬁ@od( 3§I,=5d? Hz )=6.18 847)1 -?841.((121, m),

gSH, R .37 =631 142),, 314393(8H, (2H, Jn)=5.3 8673 92, A1H, m),
8H, d,4J77=6.82 HAH, ®)88510925(1H, (1H,, m.,13.70181H1IHpr),

A~

m, 3.44.206((/2H4, i) ,36708( 1H/ 2y bR 865200 1(/2H, bk),
3. 95- 3| ©787 ((LH2Hy) brd,81-3287.29HTHy) m)4. 99 48LH,. 64r )(2H, m) .
6.19 ([bhitdrgqlid 44 (1H, br), 7.67-7.69 (2H, m,

7. 89- 7 95 np2Hs (ﬁbch,v\ﬁﬂiphﬂ? :Sl nd-d B NVR Ay ( 1% 83RA). 84

0.89 ( u;mogn@hédaf Ha).
iggg (13 HdﬂJ’ %79?92% %)éogi) P?Mé” : (211 ( ), 2;;
B § , 6 / "b i

7769(2H n) 93795 (2H n)
W te SOt o —T :

Hz) qs‘s‘gNM 3P| (GPCLs, ~ PR k989 ¢ % H, dJ';ﬁﬂsHs!)r 0.86
Hz) . 1. Hdr §=638= 628 HQ 94 1(32H,0d, JF6.8. §8)1. 6098
(1H (372 r6 B1g=p.B7HELH, 1n§9 Pm5 IH1.MB-1.89 (1H, m),
8080- 3. BBY 23/ %, s),=B-480 (B)J2H3 98 (LR6-P).474.(185 m),
o
n

(1H, Bbr3.5%.FY AWH,bm), 3.8%-3(AH, (1t,) m)7. 6707-6910 (1H,
(2H, mm),7.9587.(972H2Hd, nJ=5. WHz)e sol62d (LHA2NYRAS J=5.9

( CDC13,Hz)pn)6 . 1®. 86 /@8, d¢l, J38 =6.18)Hz)6.. 33. 9 /263Hbrg, 8.73
=6.8 Hz)1/2H,0br()3H6.89 J1#BHS W), 7L..1B27(.3H, (5220md, J.27-
=6.8 Hz), 1.20 (3H, d, J =6.3 Hz), 1.24 (3H d, J =6.3
Hz), 1.87-1.92 (1H, m), 2.13-2.17 (1H, m, 3.33 (1H,

m, 3.74-3.77 (1H, ), 3.86-3.89 (1H, n), 3.92 - 246
3.97 (1H, ), 4.83 (1H q, J =6.3 Hz), 4.97 (1H, br),
6.17 (1H, d, J =7.3 Hz), 7.55 (1H, br), 7.71-7.74 (2H,
m, 7.90-7.95 (2H, n). white solid 1H-NWVR S (CDC13,

ppm): 0.90 (6H, d, J =7.3 Hz), 0.94 (6H, d, J =6.8

Hz), 0.99 (3H, d, J =6.8 Hz), 1.02 (3H d, J =6.8

SN A N oA~ PN N NN A




(2H, d,
7.52

J =6.8 Hz) , 5.04 (1H, br) , 6.20 (1H br),
1H, br), 7.71-7.73 (2H, m), 7.94 (2H, d, J =8.3

Hz). 'white solid 1HHNVR S (CDC13, ppn): 0.93 (6H, d,

J =6.8
=6.8 Hz
(1H,

3.95-3.
(1H, br
solid -

Hz), 0.99 (6H, d, J =6.8 Hz), 1.02 (6H d, J

), 1.41 (9H, s), 1.86-1.91 (1H, m, 2.14-2.20
, 3.23 (1H, 222 m, 3.81-3.83 (2H, :

97 (1H, m, 4.88 (1H, br), 6.18 (1H, br), 7.58

), 7.68-7.74 (2H, m, 7.94-7.97 (2H, m. white
247 - Properties of- @apgpeund (17) in Table 2

Conpo Properties and No. 1H NWMR 8 (CDC13, ppm: 0.91

(3H_d.

J-=6. &l—l7\ Q.93 (Qlir‘l ] =68 Hz) 100 (Ql—l

N —6
=5.9
2.1

B39 (2F, @9 .(JH>6 d2/3Heedg 383 Halg (3! d27/2H, d,
H58 - 388 (3H, d, J =5.9 Hz), 1.88-1.93 (1H,
WDl e §'°J9Hdm _3.32 224 (1H m). 3. 77 (1H 1)

3. 83-3.
1H, q,
8.3 Hz

o0 Oy
) =6.8

3.36 (1
26.3 Hz

h.99-8.
I1H NVR

3H, d,

ad.63) =6
226 2.201°
Hz), 3
1H, by
solid 1

0%6i-0@IR, Sm(CDG1HS plphil,: 0dd4 J3EF. B, HrI6. 81186, 0.80
J3K6.8, HB6. A.HH ,( DH93 BY, &, 18- IHHx),, D.98 (3H,
d, 7362. 4 H4) ,br). 8781007808, f2H 291 @BH6-t5. 382.4
uahj te, &013 014 HINYRmS, (@DClS(II{J,DFE)r) 0.953 GHH, br),
- 8. 493,93 OQH,(6h, d.58-7668 1, ol 036 (%, (1%, br),
l—k)sl 1(88- b3 (.AW-7183 2747 20 (41917 @2, (ll-l m),
Hy . 62-7 39 4c13,78)225 (1H, m, 3. 83 (2H, d,

wh 8:87e:3y 8% 1( Kp Mhos . 3287 (1H, Add J =5, 9

n)’ 2:6?: 0~ t),8%1§116

.346

3k Y

T3 §h) 297 %7 Ern By, 3.89-

- ?’1& T 4 ?54 ag. ééﬂa@h “ﬁ?l 5 G
%? %r)zoggﬁfﬁ (g H3) 5 ﬂg-g 10 (2H,

‘9>7 (’H rPi L. & ( By MB tsl 8 tm)H 8877747 (2H,

ry) - 8.04 (2H, m, 8.25-8.29 (2H, n). white
_mi:@cﬁqlmbm ppm) - 0. 84 (3H d, J=6.8 Hz),

0.90 (
(3H, d
J=6.3 2
3.94 (3
6. 18- 6.
br), 7.

crystal,

d, J=7.

3H, d, J=6.3 Hz), 0.99 (3H, d, J=7.3 Hz), 1.01
, J=6.8 Hz), 1.21-1.25 (3H, m, 1.90 (1H gq,
27 Hz), 2.10 (1H, g, J=6.8 Hz), 3.92 (3H s),
H s), 3.88-3.94 (2H, ), 4.07-4.13 (2H, m,
19 (1H, m), 6.86 (1H, d, J=8.8 Hz), 7.01 (1H,
33- 7.36 (1H, m), 7.44 (1H, d, J=1.9 Hz). white
m p. 205.2C 1H NVR 8 (CDC13 ppm: 0.85 (3H,
3 Hz), 0.90 (3H, d, J=6.8 Hz), 0.99 (3H, d,

J=7.3 Hz), 1.01 (3H, 228 d, J=6 Hz), 1.20 (3H, d,
J=7.1 Hz), 1.22 (3H, d, J=6.8 Hz), 1.91-1.96 (1H, ),

2.10-2.
m, 3.8
s) , 6.
(1H, br

crystal,

d, J=6.

13 (1H, m), 3.40- 3.51 (1H, m), 3.54-3.60 (1H,
7-4.01 (2H, m), - 248 3.92 (3H, s) , 3.94 (3H,
22 (1H, br) , 6.86 (1H, d, J=8.3 Hz), 7.01

), 7.34-7.36 (1H, m), 7.44- 7.45 (1H, n). white
mp. 212.7C ' HNWR 3 (CDC13, ppm): O.86 (6H,
8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.99 (3H, d,

J=6.8 Hz), 1.01 (3H, d, J=7.3 Hz), 1.90-1.93 (1H, m,

2.11- 2.

(2H m,

s), 6.2
br), 7.
solid 1
, 0.90
1.01 (3
n, 2.1
3.82-3.
3.94 (3
7.12 (1
white s
Table 2
ppm

0.99 (3
1.23-

13 (1H, m, 229 3.49-3.58 (2H, m, 3.82-3.84
3.89-4.00 (2H, m, 3.91 (3H, s), 3.94 (3H,
2 (1H, br), 6.86 (1H, d, J=8.3 Hz), 7.12 (1H
33-7.36 (1H, m), 7.43-7.45 (1H, m. white
H NVR 3 (CDC13, ppm) : 0.87 (3H, d, J=6. 8 Hz)
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=7. 3 Hz),
H d, J=6.8 Hz), 1.42 (9H, s), 1.88-1.90 (1H
2 230 2.14 (1H, m, 3.68-3.71 (1H, ln,
84 (1H, m, 3.86-4.01 (2H, m, 3.91 (3H, s),
H s), 6.17 (1H, br), 6.86 (1H d, J=8.3 Hz),
H br), 7.37- 7.39 (1H, nm), 7.45-7.46 (1H m
olid - 249 - Properties of Conmpound (18) in
Conmpo Properties and No. 'H NWR 8 (CDCL3,
0.85 (3H, d, J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz
H d, J=7.3 Hz), 1.01 (3H, d, J=6.8 Hz),

).

1.25 (3H, m, 1.%7-1.91 (1H, m,




: . 1H m, 2.523H—+t J=2.4 Hz) —3-5B8-360-  — -
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
"HNWR 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, 1mpp32-11-2.16 (1H, 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, Brapdrids AfS@orepomdw) gh, TBb0O £1H, br), 6.17
(1H, br), 7.02 (1H, J=8.3 Hz), 7.10 (1H, br),
733736 (1H, m, 746747(1H m. white crystal

2 90 111
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Hg") 54086 (1H, B)Y, 560'23(3(/1%1, z) ), J5=858 (HZ2H, To2B, 6.04-
|

(1H, B6)-10 1187-m)576(84H, (W)2H 7. 85)7. 8198311 /2), br), 7.20-
7.92- ’7925(1BIH m, 8 851148 (BH, whi.te crystal mp.
230, 8CWhitRIVROBiACDC13, ppm): 0.83 (6H, d, J =6.8 Hz),

.89 eMMw 5 J(cHe18, Hgpm) 1 OF 949 6f, =Ry B_T2) 1

1.03 d, J =6.8 Hz), I.9I-1.96(2H 2-
(1H, m, 242363(2H m, 3.80 (2H, d, J-63Hz),
3.91 (1H, dd, J =6.3,7.8 Hz), 4.00-4.01 (1H mn), 5.11
(1H, br), 6.22 (1H, br), 7.20 (1H, br), 7.51-7.

(2H, m, 7.84-7.89 (3H, m, 7.91-7.94 (1H m, 8.34
(1H, m. white crystal mp. 226.3C 1H NWVR 8 (CDCL13,
ppm : 0.86 (3H, d, J =6. 8 Hz) , 0.89 (3H, d, J =6.8
Hz), 1.01 (3H, d, J =7.3 Hz), 1 03 (3H d, J =7. 3
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white s
Hz), O.
0.96 (3
(3H, d,
nmn, 2.2
3. 46-3.
m, 7.1
247 ' H
0.85 (
(3H, 25
1 85-1_

olid 1H NVR 6 (CDC13, ppm): 0.80 (3H, d, J=6.3
84 (3H, d, J=6.3 Hz), 0.95 (3H, d, J=6.3 Hz),
H d, J=6.3 Hz), 1.23 (3H, d, J=6.3 Hz), 1.26
246 J=6.3 Hz), 1.70 (1H, br), 1.81-1.95 (1H
1-2.30 (1H, m), 2.38 (3H s), 2.81 (3H s),
53 (2H, 96-4.02 (2H, M), 4.89-4.94 (1H
9-7.20 (2H, m), 7.68-7.70 (2H, m). white solid
NVR S (CDC13, ppm): 0.80 (3H, d, J=6.3 Hz),

3H, d, J=6.3 Hz), 0.-93243H, d, J=6.3 Hz), 0.94
2 d, J=6.3 Hz), 0.95 (6H, d, J=6.3 Hz),
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Pz 7 3 2H3Hd, dJ 38 BzhHz), 1.26 (3H, d, 253

=6.3 h

hltle ‘F(Pl(ll:l—l br), 1.81-1.95 (1H m. 2.21-2.30
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, 1.

- \./\/m

go3P3FF

), O.
.23 (3
1H br
. 38 (3
4. 89-

m, 7 6
H NVR

N~

3 Hz

, 2.38 (3H, s), 3.46-3.53 (2H, m), 3.96-4.02

, 4.89-4.94 (1H, ny, 7.19-7.20 (2H, m), 7.44-

H m, 7.68-7.70 (2H ), 7.95-7.96 (2H ).

olid 1H NVR 6 (CDC13, ppm): 0.80 (3H, d, J=6.8

89 (3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz),

H d, J=6.8 Hz), 1.11 (3H, d, J=6.1 Hz), 1.21
J=6.1 Hz), 1.82-1.87 (1H, n), 2.07-2.10 (1H,

6 257 (3H, s), 3.45-3.49 (1H m), 3.57-3.65

, 3.93- 4.00 (2H, m), 4.77-4.80 (1H, m), 5.41

), 6.95 (1H, br), 7.17 (2H, d, J=8.1 Hz), 7.36

), 7.68 (2H, d, J=8.1 Hz). white solid 1H NMR

3, ppm) : 0.80 (3H, d, J=6.3 Hz) , 0.84 (3H,

3 Hz), 0.95 (3H, d, J=6.3 Hz), 0.96 (3H, d,

), 1.23 (3H, d, J=6.3 Hz), 1.26 (3H, d, 261

), 1.70 (1H, br), 1.81-1.95 (1H, n), 2.21-2.30

2.38 (3H, s), 2.81 (3H, s), 3.46-3.53 (2H,

~4.02 (2H, m), 4.89-4.94 (1H, n), 7.19-7.20

7.68-7.70 (2H, m). white solid 1H NMVR 6

ppm: 0.80 (3H, d, J=6.3 Hz), 0.84 (3H d,

), 0.95 (3H, d, J=6.3 Hz), 0.96 (3H, d, J=6.3

23 (3H, d, J=6.3 Hz), 1.26 (3H, d, 265 J=6.3

70 (1H, br), 1.81-1.95 (1H, n), 2.21-2.30 (1H,

8 (3H, s), 2.45 (3H, s), 3.46-3.53 (2H, ,

02 (2H m, 4.89-4.94 (1H, m, 7.19-7.20 (2H,

68-7.70 (2H, m) white solid 1H NVR 6 (CDCL3r

m: O. 80 (3H, d, J=6.3 Hz), 0.86 269 (3H, d, J=6.3

95 (3H, d, J=6.3 Hz), 0.96 (3H, d, J=6.3 Hz),
H d, J=6.3 Hz), 1.27 (3H, d, J=6.3 Hz), 1.71
), 1.81-1.95 (1H, n), 2.21-2.32 254 (1H, m,

H s), 3.46-3.53 (2H, m), 3.96-4.02 (2H m,

.94 (1H, m), 7.19-7.20 (2H, m), 7.44- 7.51 (3H,
8-7.70 (2H, m), 7.95-7.96 (2H, m). white solid
S (CDC13, ppm): 0.73-0.76 (3H, m, 0.88 (3H, d,

1
J=6.8 Hz), 0.90-0.92 (6H, nj), 1.00-1.02 (6H, nm), 1.78-
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3. 59-4.

6.75 (
white

1. 89-1.
3.94-4.

95 (1H, m), 2.39 (3H, s), 3.32 (1H br),

09 (6H, m, 5.05 (1H, br), 6.48-6.50 (1H, m,

1H, br) , 7.21-7.23 (2H, m, 7.67-7.68 (2H, m
solid 1HNVR S (CDC13, ppn): 0.74-1.63 (12H, m,
94 (2H, m), 2.40 (3H, s), 3.29-3.49 (2H m,

08 276 (2H, m), 5.06-5.09 (2H, m), 7.10-7.35

(5H, m), 7.60- 7.70 (2H, m). white solid 1H NWR 5

( CDC13,

J=6.8
m, 1.
m, 4.
m, Br

opm) : 0.77 (3H d, J=6. 8 Hz) , 0.80 (3H d,
Hz), 1.01 (6H, d, J=6.,8cHz), 1.17-1.22 278 (6H,
90-2.03 (2H, ), 2.39 (3H, s)., 3.25-4.25 (5H,

85 (1H, br). 6 30-6.70 (2H, m, 7.22-7.24 (2H,
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solid - 257 - Properties of Compound (22) in
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No. '"H- NWR 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), 0.99
(3H, d, J=6.8 Hz), 1.23-1.25 (3H, n), 1.52-1.56 (2H,
m, 294 1.65-1.70 (1H, m), 2.05-2.12 (1H m,
3.50-3.57 (2H, m, 3.90-3.92 (1H m, 4.02-4.12 (3H,

, 5.30 (1H, br), 6.18 (1H, br), 7.06 (1H, brs),
7.40-7.49 (3H, m, 7.79-7.81 (1H, m. white crystal
mp. 208.4C 1H NWR 6 (CDC13, ppm: 0.83 (3H, d, J=6.8
Hz), 0.88 (3H, J68Hz)p_2@94(3H t, J=6.8 Hz),

d,
0.99 (3H d, J=6. 1.19-1.26 (3H m, 1.48-1.60
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8 Hz),
2H m 295 1 6 JG’LHH m 2. 11-2_15 (1H m
3. 49- 3.160 72H2H,nf, 9=8733HBN- (1H, ), 3.99-4.10 (1H,
m. 4 gahit@7solid m., 5.05 (1H,_ br), 6.18 (1H, br),
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3. (On9-3yiz)3. 8213 83/%*144104?) 642633 (4/88:(bm), 7.22-
4. d7 -GH, () M) G 187?1I‘-?Hbrc} IFHS HeM- br), 7. 39-
49 _(3Mhife splgd-7 83 (1H, m). white crystal mp.
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166. 601H—N|\/R6(CDC13 ppnj : 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, m,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, m, 3.91 (1H, dd, J=6.3,8.3 Hz), 3.98-4.04 (1H,
m, 4.77 (1H, m, 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 mp.
205.0C 1H-NWMR 8 (CDC13, ppm: 0.87-0.97 (18H, m ,
.17-1.20 (1H, m, 1.50-1.54 (1H, m, 1.65-1.67 (1H,
, 1.80- 1.90 (1H, m, 2.05-2.15 (1H m, 2.44 (3H,
), 3.49 300 3.56 (2H, m, 3.75 (2H, br), 3.92 (1H,
d, J=6.3,8.3 Hz), 4.00-4.02 (1H, m, 5.15 (1H, d,
=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 m. white
rystal mp. 183.8C - 259 - Properties of Conpound
23) in Table 2 Conpo Properties and No. 1HNWR S
(CDC13, ppm: 0.88 (3H, d, J=6.8 Hz), 0.91 0.95 (6H,
m, 0.98 (3H, d, J=6.8 Hz), 1.16-1.23 (1H m, 1.39
(9H, s), 1.51-1.57 (1H, m, 1.63-1.66 (1H m,
2.11-2.14 (1H, m, 2.44 (3H, s), 3.39 (1H m, 301
3.65-3.69 (1H, m, 3.83 (1H, dd, J=6.3, 7.8 Hz), 4.00-
4.03 (1H m, 4.93 (1H, d, J=7.3 Hz), 6.31 (1H, br),
6.60 (1H, br), 7.15-7.26 (2H, m, 7.28-7.30 (1H, m,
7.35-7.37 (1H, m. white crystal mp. 179.1C 1H NMR 5
(CDC13, ppm: 0.82 (3H, d, J=6.8 Hz), 0.87- 0.94 (6H,
m, 0.97 (3 H d, J=6.8 Hz), 1.16-1.23 (4H, ),
149154(1Hn) 164167(1Hn)207208302
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1H NVR 5 (CDC13, ppm): 0.82 (3H, d, J=6.8 Hz), O0.88
(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, m), 1.50-1.56 (1H, m,
1.63-1.68 (1H, n), 2.06-2.11 (1H, n), 3.54-3.57 (2H,
303 t, J=5.9 Hz), 3.92 (1H, dd, J=6.3,8.3 Hz), 4.03
(1H, m), 4.82-4.89 (1H, m), 5.13 (1H d, J=8.3 Hz)
6.41 (1H, d, J=8.3 Hz), 7.08 (1H, br), 7.28-7.31 (2H

. 7.54-7.57 (1H, 1), 762(1H m. white crystal
m p. 200.9C 1H-NI\/R5 (CDC13 2@ 0.87-0.97 (18H, m
, 1.17-1.20 (1H m, 1.50- 4(1H m, 1.65-1.67
(1H, m, 1.80- 190 (1H, m), 2.05-2.15 (1H, m, 2.44

gi:P%’c}aﬂer} %% %gzlggmél%lﬁg 7)"‘)11l g\za%?e( 2H, br)5 12 ?iH

d, J=8.3 Hz), 6.44 (1H br), 654(1Hbr) 7.15-7.20
(2H . 7.28-7 30 (1H nmy 7 33-7.35 (1H mwhite

Conma 4IPIRRGIt183. 8C 1H NVR S ((CDCL3, ppm): 0.84 (3H,
ehd=6.8 Hz), 0.89 (3H, 305 d, J=6.8 Hz), 0.92 (3H, t,
No7.3|Hz), 0.98 (3H d. J=6.8 Hz), 1.17-1.24 (1H m

1. 42 (|9H-NER, 51(@!45@;13 5%pm) 260. 91-IH, 961 (6H]. 63-11665( 1BH, d,
m, 2.|0&2.11201H1 .09, (3H37d, (BH.1SHz)3. 4633. F0H( 18), 1.39
m, 3.6L1# &4, (kHoznf)z,.o?o. 821, (iH, 2dads Jeﬁ.,358,33H51,-3.65
fr3£)0 4. 0%;,( &, ™.805.(08, (4H J=7.3 1=§.,8 4Kz -46833 ({AH m),
d, J= §534fé2)(1ﬂ7 %13 GLhl, 6bry), 678?67-(71-H?;0b(r2t|, m.20 (2H, d,
7.56-1. A%, (11#10% 7081 42Q1Ha =g . WMHze oryst ahun Br) .

161 9c AR 13, ppn) :0.78 3H d J=6.8 Hz)

\
0.96 (13 gﬁgﬁ L 34 )’ ?1%:%)’%8492
(1H H3o<§f2 é 1‘11
3.49 3 3505 (12#!z é H 1 Z>'3 g85 r My
m, 71M1Hr 19191 H b()H 8‘)282( 'S),
%.52 (13H460r3) 3 5433"8613( (14,

J=8. 3 M)y, AnPilrd Qél |( Hl 'Bp 4- 7F7rd‘pf§ |(é§1'of“)€:o ana 27
(24) i n(lﬁabwé 2 6-C8npdiprbpert1 e ditdlr Ro. J -29
(cpc1d, (dhmPrle. 79 70312Hd, dg=58 1Hz) -0. 86 (3H d,
:68Mzhlte(159£lé?,1—|L J=7. 3 Hz) 096 (3H d__ J=68

Hz), 1.'HONBR2& (GBE1y) pph) 480 18B1(JHHA,mJ, =B..84H23070.88
2.07 (|13H,md, 2. 36.83Hz)s)0.B 5BH3. 5§ (1H6.8) HzB, 86.01 (3H,
3.90 (|, am=6.4 GRI4. 11284H,29) (3. 0 ,( 1Hssbu) 93626, m),
%:21{: Br).,086-299 3( Y4, bfm) , 3.9B-1 B4 (@H,Iw§, 33KBB-37966(1H,

. d.m)J =8 .35Hz). 9ewWhi tie &) i 4, glg+ (MR § (@DG$38 RRM '5.10
0.80 (j3Hu,dbr}=668182)1H0.18P) , (ﬁm d(lH @r$ Hﬂ)39079zﬂ3 (1H,
(3H, dm1I=6..86%). 50098, (ﬁﬁ, 8-37—@08 % 17-1.

(1H. onik 2 a1t m. =72 ) -69 1H,nm),

L. U M cly, U bpfi d'} )7 h"?‘ 0.88
S>1i—| 2. 8(%1-2 %’% ZFP $ h j? I HJWLE § 2 i 81 (3m,
(1H, ” % - J e ’3 g‘zé H) g3 (1H,
6.24 (|th g =7, 7H% H 4 1 {2 :
nw.s%)' 8(H ' e -6) 5'sl)rd‘ NI -

8 (CD¢ @p 8 134 n‘j; '1 7 §-84-4¢Rp (1H,
M. 1,48 2( (|]1H r) 92 3, PR) oy - 18 48H, (BR, 7.39-
s), 3.4’7‘@ SGH 1m) 4@.?5 83, @si, , 7 837981300H, m).

4 13 ((pite) so id1-4 87(1H m . 8(1H d, J=8.3

Hz), 6.l82NMRHD d';DCJl-38 i) 078316(6(!-2H,d dJ 3%881Hkr),0.88
7.37 (|X8H,bw),, J7-688(RE), d0. 99834, Ha),. jwkite 89)jd1.01 (3H,
149 NI\/chb (CDG13, HRpy) 1. 058D, 9(§3H2Hd my76231bZX180. 8P, 3.57
(6H, d,(2356n8,Hg). 8103982 (84h, td, J=LZ530HAY, 0396743 "51 (1H,
d, J=6u8 ,Ha).9513186( 3k, tn) J3H.13 Hak, brid- §.24 (B br),

310 m, T49 1.64 (4H ny, Z.06-2. 08 (1H 1, 236
(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 Hz). white solid "HHNWR S
(CDC13, ppm: 0.82-0.99 (18H m, 1.22-1.24 (2H, m,
1.59-1.60 (1H m, 1.83-1.85 (1H m, 2.12- 311 2.14
(1H m, 2.38 (3H s), 3.54-3.57 (2H, m, 3.81 3.82
(2H, m, 4.02 03 (1H, n) 5._09 (1H, br), 6.23 (1H,

~ N I o -— o~ -_— NN NSO




s), 1.64-1.67 (1H, m, 2.17-2.18 (1H, n), 2.38 (3H,

s), 3.44-3.45 (1H, ), 3.61-3.62 (1H m, 3.83 (1H
312 dd, J=7.8,6.3 Hz), 4.03-4.07 (1H m, 4.98 (1H
br), 6.20 (1H, br), 7.09 (1H, br), 7.21 (2H d, J=8.3
Hz), 7.70 (2H d, J=8.3 Hz). white solid 1H NVR 6
(CDC13, ppm) : 0.82 (3H, d, J=6. 8 Hz) , 0.89 (3H d,
J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz), 0.96 (3H, d, J=6.8
Hz), 1.18-1.24 (2H, n), 1.50-1.53 (1H, m), 2.06-2.11
(1H ), 2.36 (3H s), 3.43-3,47_(1H, n), 313
3.60-3.64 (1H, m), 3.97-4.03 (2H, m), 5.58 (1H, d,
J=8.3 Hz). 6.32 (1H br). 6.85 (1H br). 7.09 (2H_ d

1=7.8 H),06. (gt 7 brg (3H42n§’ 44 GIH 7 184 (72H6-rﬁ 507.(88, m),
2H, d, TR~ B-8z)(2bhi me .solid - 263 - Properties of
Corrpounddl(ﬂ@ dalifable 2 Conpo Properties and No.

[H NVR [SHCEMRLS, (P01, ppmd2 03b6 03H =6, & HZ).3 H%)890.89
3H, d,| d517, 3, H a=é)-8921 Ho dg I3, 3 HD) =. 89612()3H,1 01 (3H,
i~h5%ﬂ6=é§ ﬂﬁﬂ4ﬁﬁﬁ KWM”%IOHH
2195-2. 1) ( 11145% 4 g s .,
14 3. 483 (ddi (1 rﬁ_574 063(1 595(1 0% 2|"'7 20 (1H,
':')’ S. .é%-— 81 E%ﬁlﬁz m) %f&%

6.87 ( i .96 (2 d, 3

J=8-3—Hrr—+ L —7—@
Hz).  whitr&MBopPi 4CBEL NI\/F?pS‘gC@Cig (3Bmd: b, 7B 5(314% 0.91
1=6.8 He} ?H B T (HHE §2)3=6.80H5H, Foof (8 Hz)j=2-37 (3H,
Hz), 0.9% (31 :bl, )26 18 207 )31 40-9 1% Y H2) mL.87-1.92 (1H,
1.48-1. 49 { 14,1512 - 13715(121 0302 30431@Hms)r233 33H50 (1H,
$}433. 4803, 50- (@13 - 6f) ,(1H3, 89, 43087¢2HP1 MjlH,5m5 (2193-3.96

$), 5. 23((f1'|—|m)br)4 &, ALH,( M, Br98 6LH2 HoH, 28 (AHI9br),
2H, d,| 9=30 3(H,) br7.,37.165/, 28) (2H, 66 ( ZH,2%, (1}8m3, 7.31-
Hz). whj1e3&0liR, TH.NVR 6 (CDC131 ppn) : 0.80 (3H, d;

J=6.3 Hmyhite §®1idbH, d, J=6.8 Hz), 0.91 (3H, t, J=7.3
Hz), 0.96 (3H, d, J=6.8 Hz), 1.11 (3H, d, J=6.3 Hz),
1.15-1.24 (8H, 316 nm), 1.49-1.64 (4H, m, 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 Hz). white

solid 1HHNWR 6 (CDC13, ppm) : 0.72 (3H, d, J=6. 8 Hz)

, 0.79 (3H d, J=6.8 Hz), 0.83 (3H, t, J=7.3 Hz),

0.87 (3H d, J=6.8 Hz), 1.14-1.19 (6H, m, 1.36 (3H

d, J=6.8 Hz), 1.40-1.47 (2H, n), 1.54-1.57 (1H, m,
1.95-1.99 317 (1H, nm), 2.30 (3H, s), 3.37-3.41 (1H

m, 3.52-3.58 (1H, n), 3.89-3.97 (2H n), 4.82-4.87
(1H,|n, 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) . white solid 320

1H NMR 5 (CDC13, ppm) : 0.79-0.94 (14H, m , 1.17-1.22
(6H, m, 1.48-1.51 (1H, n), 1.99-2.03 (1H m, 2.36 -

264 (3H, s), 2.45 (3H, s), 3.47-3.50 (1H, m,

3.58-3.65 (1H, n), 3.96-4.13 (2H, m, 4.81-4.87 (1H

m, 5.48 (1H d, J=8.3 Hz), 6.92 (1H 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 1HNWR 6 (CDC13, ppn

0.79-0.94 (14H, m), 1.17-1.22 (6H m), 1.48-1.51 (1H

m, 1.99-2.03 (1H, m, 2.36 (3H, s), 3.47-3.50 (1H

m, 3.58-3.65 (1H, m, 3.96 324 4.13 (2H, m,

4.81-4.87 (1H, n), 5.48 (1H, d, J=8.3 Hz), 6.92 (1H

d, J=8.5 Hz), 7.16 (2H, d, J=8.1 Hz), 7.37 (1H, br),

7.44-7.51 (3H, n), 7.68 (2H, d, J=8.1 Hz), 7.95-7.96
(2H, M. white solid 1HNWR 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 ), 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),

L P —



Conpo
0.79

0.87-
d, J

3. 49-

m, 6.

Hz),
(CcDC1
J=6.8
(1H,

Properties and No. '"HNWR S (CDC13, ppm
(3H, d, J=6. 3 Hz) , 0.84 (3H, d, J=6.3 Hz),
0.92 (84, m, 0.94 (3H, d, J=6.8 Hz), 0.95 (3H,

=6.8 Hz), 1.57-1.59 (1H, n), 329 1.91-1.98 (1H,
m, 2.

26-2.30 (1H, m), 2.38 (3H, s), 2.84 (3H s),

3.53 (2H, m), 3.84-3.91 (2H, m), 3.93-4.01 (2H,
43 (1H, br), 7.12 (1H, br), 7.20 (2H, d, J=7.8
7.69 (2H, d, J=8.3 Hz). white senisolid ' H NVR 6
3, ppm) : 0.75 (3H, d 2356~ 8 Hz) , 0.81 (3H d,
Hz), 0.87-0.94 (8H, ), 1.44 (9H s), 1.80-1.88
m, 2.21-2.30 (1H, m), 2.34 (3H s), 330 2.78

(3H, p8dpe Bt 48s BB d@dund ,(83. 98- BabBe (2H, M,

6. 47-

6.49 (1H, m), 7.14-7.19 (2H, n), 7.65-7.67 (2H,

M. white sem solid 1H-NI\/R6(CD013 ppm : O79(3H

BpTEo | Sohartiar  Jeo 1ty 1 21 (3

Ll Tl

)

Fad
T, u, J=00
: Hz)

d, J=6.1 ,

5
H,

¥n89.1l 52 (1H n), 2.04-2.10 (1H, ), 2.36 (3H, s),
¥o44.3 A7 (1H_ ), 332 3.58.3 65 (1H ) 3.96-4.07
(2H, M H—zNMWM(ggcprpmﬁ 05832(§11H dd,J 7=8.8 PHz)), 0.89

(LEBHO,d,J=B.5F5 48 Hz) ,70193( 2BH, &, JES=6L §4Hz), 0.98 (3H,
7L @9 J1#6.8MHz)7. 69 002H6H, dd, JE8= 1. HAz) wHi186-1.93 (2H,
it NNR 5 ((CDGL3) ,pPn)d 03B5 $BH,3 R0-I=628 HH),, m),
(3H59 d(1H~60)3 Hz)76 0284 HBH, 31§8-0=RE A, n).,99.10
d(18768) Hz9.20L.(20 1b2p, (B6H5M1H,1.1)-,1.08 6-TH21 (2H,
3pmP2, 1D: 2716, I6LH2H)) m)3. 44-3.52 (1H m,

3l RifdHoli, 3.87-3.91 (1H, m, 3.99-4.12 (4H,

: & REpc1d n&)l""o B6) (34; Ud; 13126 (&€ “;P'o 92
I ?ﬁ% ’Vf m?;"ff,d §t??n%§’§_ fdac( Hﬁ\)' do% (3H,

6 )7 2.15~
4(

%g Jq ’é‘# 15933 (?g) B9 (14,
[; 1 (’ZH, m)r
X 7!’\‘@% é F&Dg? b%% m)0'5186 I(_13Hmd

" (1H,

LN te) Sy quur_u J=6-8 Hz) 0. 94 (3H t_J=7 3

0], G NMBH; @cy emmmz) 0.89203H, 26 (DH6 4§ Hz), 0.96
6.33Hz2,11- 001634 AHd, 1§ =6 8%z3,51.01 (3H,
)(,1H=| 23n)(3H3. 82-3.46. { 34) ,m)1,.24 (3H, d, J

) ). -09 001KLH, bm), B.102-2.28, (), m), 2.39

7l (324, 19.40238507 (38, (AH 3 M8 (@H,t e)Gr YSUSI (1H,

188). 5G 11 NNR,8 beCPCE345ppnY, :bd). 8% .(73H, (161, $=6, 7.30-

,7BD0(2H,3h) ,d,7.3556.(8HHzh) , 07 %81 (AH, tm) J=7. 3
0. @9 {e8Holidi, J=6.8 Hz), 1.20-1.26 (2H n, 1.45

rPEI.OR?rh “”9_§ ', "Taple 2 7 7.53-
d, ngf‘iﬁfﬁze)a@{ % r(3ptt A%M%j%éé Hz)s, 8'.03)3 (gH, t %

S ,H—NM%283$§Dé1394 922(éw®, (R I z
.18 ﬁ’(la—l bry) 176 lgp: H ;éfgg-‘:';é’ 8513( 'j tggf‘j()g gsgz >
el @%';1 . w%’t EEVEhEl D 33%33{§ oy
3

br),

o Ld— /QI_L J=6-8 |_|-,\ 1.-15.1.24 (Al—l

cryst

'.4§-§‘M§85(i¢—ﬁc Hy, ppm)60018%91(<134 (39H, :)06-121241.22

) (615 283 1584¢ 1492338Hmm) 3. 5083:2620( 1B, ), 2.38
(|163H.d) J3652-3.85HL2H, B). 9B .AB7HB.O3H,(28), m5, 16.79-
d,4 B97.@Hiz)) ,65383( 1H, bir) J=B.23 HAY, Br28 (1BD (1H,
7486-,7 B3R ABH, Ny, I=78:17HZG (RKIM)(2mhid,eJ= 8.1 Hz) .
diwhitie. s21543C 1H NMR S (CDC13, ppm): 0.86 (3H,

d, J=6.

J=7.3
1. 50-

m, 3.

(1H,
(1H,
Hz) ,

8 Hz), 0.89 (3H, d,J=6.8 Fz), 0.93 (3H T,

Hz), 0.98 (3H, d, J=6.8 Hz), 1.17-1.25 (7H, m,
1.56 (1H, m), 1.64- 1.67 (1H, m), 2.08-2.13 (1H,
45-3.48 (1H, n), 340 3.61-3.64 (1H, n), 3.89

dd, J=6.8,7.8 Hz), 4.02- 4.04 (1H, m), 4.83-4.87
m, 5.08 (1H d, J=7.8 Hz), 6.32 (1H, d, J= 8.3
7.32 (1H, br), 7.37-7.39 (2H, n), 7.74-7.78 (2H,

M. white crystal m p. 232.0C 1H-NWR S (CDC13, ppm:

~ NN




(3H, d, J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.18-1.25 (1H, m, 1.41 (9H, s), 1.51-
1.57 (1H, nm, 1.62-1.65 (1H, n), 2.10-2.15 (1H, m,
341 3.35 (1H, m, 3.68-3.72 (1H, M, 3.83 (1H, dd, J=
6.3, 7.3 Hz), 4.0,1-4.05 (1H, m, 4.98 (1H, d, J=7.3
Hz), 6.27 (1H, d, J=7.8 Hz), 7.36-7.39 (3H, :
7.76-7.80 (2H, m). white crystal mp. 195.9C 1HNWR S
(CDC13, ppn): 0.83 (3H, d, J=6.8 Hz), 0.87- 0.94 (12H,
m, 0.97 (3H, d, J=6.8 Hz)_ }?1124(1H m,
1.50-1.56 (1H, rr), 1.63-1. ? 87-1.88 (1H,

m, 2.07-2.09 (1H m, 2. 38 (3H, S) 3.54-3.59 342

1H, m|'y3N8R 62tEDdI),, ppmI2 O0lbb-ddos JEB, md.,3 1HBh-1.90
1. 00- 4.06 4 1) ,Mp. 13-221 1+d1Hd,m>l 8233eH203H 6.42 BlH1-3.66
153 (1o wf GG ol S (R, B g%,
- ) é’"(ocbgls pgﬁ):-.l_ (2’&? 786 7y 876C (2n,

343 1H , 0. 89 3H,

s gg w%ggtﬁ?( %%é 715)6' 81H?91 10224(£§H’ ';;44 + 228 Hésn

. 'H-HMR , & C pEm) ¢ Q.82- ' , 1), 1.38 (9H,

733 AR mgﬁw%zo s Bia2cam o

n% o= )11 - 445194 %. 3G - (Dl ri'?-%-.%oz (4, ™) 3-8103-85
P2 d,| UHB. @) 1A 93342898 (38, (BH, 4996 whitre Rlysttapl (1H,

m p. 218blz)c THIGVR 18, eptr3] - éijHo B0 =$H,3 &Z)3=§.-80 (2H,

( . J=6.8 Hz),

Hz) , O'J% =43 diz)3=6.8 Hz), 0.94
1.01 (3vhite spIE® Hz), 1.21 (3H d,

3H, d,|H:NBIR88HzEDCL;, 5bph)380(3H-008 23

, 3.25(84A .43 .(8BH1.9), (3H74mB, 76. A . 1), (134,8&), 2.38
1H t,| 56, &), HY).44.30394.(06, (AH, 3%443 & 4 817 mH, 3.88-
544. 913 49999(21( 1Iﬂ\) M4, 10~ 3171(31k‘thrrﬁa, /! 6357-( hfm, m),
.01-8.08. {2H . 499 (118 4f-,86292L8H 5 M1y Whit e élr)ést(aﬂ br),
p. 234 26 HHINVR G, (QDCla 6BPM 67 0¢ AP, (HH d, J=6.

), 0.9 idSHoda J=6.8 Hz), 0.95 (3H t, J=6.8 Hz)

IT00(3H, O, J=06.8 Hz), L. 51 70 (3H T, 175189
(1H, m, 345 2.16-2.21 (1H, m, 3.74-3.76 (1H, m,
3.82-3.85 (2H, m, 3.87-3.90 (1H, m, 4.02-4.07 (1H,
m, 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 Conpound (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, m, 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 NWVR 6
(CDC13, ppm: 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 m, 1.52-1.56 (2H, m, 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 NWR 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, m, 348 2.10 (1H, q, J=6.8

Hz), 3.50-3.55 (2H, n), 3.84 (3H, s), 3.90 (1H, q,
J=6.8 Hz), 3.99-4.02 (1H, m, 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, nm) white crystal mp. 201.7C
"HNWR 6 (CDC13, ppn): 0.83 (6H, d, J=6.8 Hz), 0.88
(3H, d, J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.93 (3H,
t, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.50-1.57 (2H,
349 m, 1.66 (1H, brm, 2.10-2.13 (1H, m, 3.50-3.53
(2H, m, 3.82-3.84 (2H, m, 3.84 (3H s), 3.88-3.92
(1H m, 4.01-4.04 (1H n), 5.12 (1H br), 6.23 (1H

NN S N — ey p— oy — —



350

(1H, ), 3.40-3.50 (1H, m), 3.82-3.84 (2H,

3.84 (3H, s), 4.01-4.03 (1H, m, 4.95 (1H, br), 6.21
(1H, br), 6.89-6.91 (2H, m, 7.06 (1H, br), 7.77-7.79
(2H M. - 270 - white crystal mp. 148.5C 1HNWR 6
(CbC13, ppm: 0.81 (3H, d, J=6.8 Hz), 0.85 (3H, d,

J=6.

s),

8 Hz), 1.01 (9H, s), 1.19-1.23 (6H, m), 2.38 (3H,
3.47 (2H, br), 3.85-3.96 (3H, m), 4.85 352 4.86

(1H n), 4.88-5.00 (1H, ), 6.17-6.19 (1H nj,
6.80-7.00 (1H, m, 7.21 (2He3d,-J=8.3 Hz), 7.68 (2H,

d. J=6.8 Hz). white solid 1H NVR 6 (CDCI3. ppn) : O.84
(3H, d. J=6.8 Hz) , 0.86 (3H, d, J=6.8 Hz), 1.01 (9H,
S), BrdberdtBRds 9f Cimp8und3kh) sin K= @2H, br), 3.80
(1H, br), 3.95-3.97 (1H, 354 n), 4.00 (1H, br),
4.90-5.05 (1H m. 618 (IH brj), 7.0 (1H br), 7.20

(2] Z_ 70 (211 | 1

!
—o—(Zr—th =8 3—+&z)y—white

CIHY Pr??fr%lﬁrsopertl es of Conpound (29) in Table 2

o [Properties and No. 1H NVR 6 (CDC13, ppn) :
NP?RFRR(RI-I m 1-02-1-19 (124 —m—3-97 2 01 {1H

2 |JH-NBR, 65jCDGLx2pgmb2 0388 (I, dn) J=§ EATARAT

) (3K3. 9B- F=61 3( HR)  nP; 8- BP2 ((BH, BY)y, 05947 (PHH <,
1.5%5 .8 Hz)(,419. 98) (38, 7¢, (I56.8 B12)., JelSTow-&9 (1H, m),
NMVR 16. QICDCES, (3pin) m) , 0282642 83 ((IF, m}), 2.BB043H3HS) .
4@ 81 ) .531. (@8, ( 8H, @,84=5, Bl H2H, 1)77319844( 0K, (2H

n, 389 ,2.05%2.Q8,(bH),ny,12. ZUH,( 3H) ,s)7,. 28. 42H3. B84 J=7.8
(4H, mHz)3. 66-63. 12H,3H, 038.3.87-3.99 (1H n), 5.25

(1H, BrYhitel .44 06 (1H, n), 7.13-7.23 (3H, m, 7.44
(IH DBrg_wm4eb! opei ] mNNRossiCR%l%prDe 0124 ,(8gs
d, J=g. ﬁz“i ﬁg;; &8 , 1(% -1d93 (18,
J=6.8 |t " JL.c r?)( é ‘§ 9—;539 (3) 1)1 4L 502K, 68) (2,
%5%”“@- S (LRe May, % 6364 _§)ae 3 Ay 6:15(. ?’( . br),
. 68-3.45 {17, md% 2,99 &1 Mp %06 G g)-l’,d,
7.06-7. 2% (P )n’) 7-36%'(%?1 s§fn\g= _?jl_g%ﬁ 5( ,
EPomé'ﬂ it 2110 2ot 'FJ.Zoé (1 39'? ..w*d: %._gﬁ(g?

s), 3.|4B-3MB73( 4FPChy, PBMOL 8.8% (34 oy Jo6-PoHg)g30.88
(1H, (3, 7 (J1=|ﬁ 3dHZJ==8039-°Hz)3 i7.9039=Pp-B4Hzd K, 1aPl (3H,
7.33 (|14, 379-3 Wt e 1s@Ardol8 d( 3+ MNR 2 -6EDELE3 ppHy :m),
cd8- (. BPTL2H3 njLH,1mi1 26B8 6BH, J36. 3.FAr3.56802H, 89)
?1H, n)3 - §8-02-0D, ORH( 1K) , nj,02. BZH, 303 J=BHS &r), 5.11 (1H,
3. 46- 3.8 ( 4H220)(1H3. 83- 3=823 (124, 19.963.(98,4b@4 ,(2H21 (2H,
m, 5.]38 (IH8.DMHe),770687(28, (ahH J=8.3 H25 (1H br).

vel | owwhilte2&l4idPr operti es of Conpound (30) in Table

2 Conpe-Ruaps! {ces1angpmNe. 1., 2 &+ MR 81 (GXeL3, wRm 2579
0.87 ([3Hn,d.q,J 2658 aHE)) , 03995 (@, did J36185Hz), 41ndd, 4.32-
(8 .4 s (81#}5;3 Lodbi(3bh, &), @eh2-@nlaa Lhayh. fiz)
°36 (I3Hg ) (213 4h, 8552),39”2'?&79.%33ﬁﬁ( T .55 (21,
5.04 (|1, ja_ré., ;128 3 o 9=r 3 ey 7013 (1 brY,

7. 20 (mj‘t‘%llsl\ dL II_|Z) 7 25 7 ZgnﬁloﬂAMI1ES (o]

), 4. §7NMR3py (GDCIne Qmp-lng' J'i91(73 pgr df=63§6.H8>Hzg-87
1.24 (]384, @5%‘6 -§= ?‘23 2( 3. 21 19=618, Ha), 2.4 (3H,
(3H, §)d- 31#4831*55'(%86 99 OiH.ame @492-R) 095(28, m),
fay, d,2-38.@HHe), B-23- 520/ (4H, ™), 326343(.7H, (BH). . m),

whi t e |SbI9& (2H,NGR, 8 JEEDELS; 3 gl 40.459 (B, dd, J=6.8,1.5

Hz)

QK98 , @3A7 d1Hj=6dg Pr}4. 1. 16 Hz29 G128, (A}, d, J=8.3

2. 09- 2 Hed ,( 8430 398,np, 2=898 (184, $).853.(38,3b%4, (2H14 (1H,

m,

4.]04,4.958 4.2H6.8) Hz4, 87-21 9@H,1d, K)=8.5. BG)(1H.66 (2H,

br),

7.21-7.26 (4H m, 7.42 (1H_br). white

semsolid "HHNVR S (CDC13, ppm: 0.90-0.97 (12H, ,
1.12-1.18 (6H, m, 1.91-1.97 (1H, m), 2.15-2.16 (1H,

m,

2.40




397 (3H, s), 3.53-3.54 (4H, m, 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). white solid 1HNVR S (CDC13r ppn):
0.88 (3H, d, J=6.8 Hz), 0.95 (3H, d, J=6.8 Hz), 1.16
(6H, d, J=6.3 Hz), 1.43 (9H, 398 s), 2.14-2.22 (1H,

, 2.38 (3H, s), 3.53 (4H, s), 3.98-4.03 (2H, m),
5.09 (1H, br), 7.18-7.30 (5H, n). white solid 1H NWR
S (CDC13, ppm) : 0.78 (3H, d, J=6. 3 Hz) , 0.82 (3H,
d, J=6.3 Hz), 0.93 (3H, d, -Jz628-Hz), 0.94 (3H, d,
J=6.8 Hz), 1.21-1.25 (6H, m), 1.77-1.88 (1H n), 404
18-2 ’%ﬂlle rﬁ 2 35 (’%LQ\ 2 78 (’%H’ Q)’ 3 42-
B.54 (49 M~8-3 $3)4.00 (2H, n), 4.86-4.93 (1H ),
6. 42 (lMhide pedig Hz), 7.07 (1H. br), 7.18 (2H d,
1=8. 3 HZAH-NMR66 (CBELly), ppm8:30HE3 . (3H 278 -J=whist @iz), 0.88
crystal| (@H,p.d, 125616 HEH NMVR. 59{030,@13631-np|?f)):, 0..88 ((3H, d,
, J=6.{34dz)8 HX)§31.03H,(3H, d76536 Hz)Hz)0. 9Q-06-996612EH, m),
m %= |8l -1 .84751H]. 89, (2HhsM ,12. @%,23Q @LlHs nBH, s)
0188 (3H. 593,282 2405mf 35 . §3-3 323353 2H. 9rm o1 (28,
3. 82- 3./99) (45|'|11m)(1H6 49, (&Hp3d(1d= 813JHZ7) 8 296 €1k (1H,
br) . 7.148:( 2 SR 8, ey, H@), 72%8 ok,zm =4, 8 H27)8 Hz) .
Qﬁjlte cr%slttag gglgd 1i7 7C. 'H- ppMm

=N

¢

(3H, d, (3' DG : ,; .
5), 1. 41 3R ds)7=8 ?4 REUDE '
5.43-3. ﬁrzé%‘ﬁ,-ﬂ)n)‘igs. éz-% Q3Hagd (Jzé ¥iz)g 1022 184, 4d,
1H, J70 g7 He g 1 PR 1y 51%6 My 1 - 46-2398 g1l m) ., 2.38
s18% (1H3PH szs 335|42)3 57. 13H( 1), 30;33 37,981 (P, myy, 4.81-
1=7.8 HA-89. (Al § 15118, 189, I v ) 48260 (11,
White ddrila 277439 (Iiﬁopélrﬁveg %$ GHhpsbnd=@3B) Hizn , TALKE (2H,
p  Conpdd Pré&pferd id -and  No. ' H-NMR S (CDCL3, ppn) :

_85 (3pghige Fedi@ 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, m), 2.09-2.16 (1H m,
3.49-3.52 (1H, m, 3.63-3.66 (1H, 411 nm), 3.87-3.91
(1H, m, 3.94 (3H s), 3.96-4.00 (1H, mn), 4.07-4.12
(2H, m, 5.06 (1H, br), 6.18-6.21 (1H, m), 7.83-7.89
(2H, m, 8.08-8.11 (2H, m. white crystal: mp. 215.2C
1H-NVR S (CDC13, ppm) : 0.86 (3H, d, J=6.8 Hz), 0.89
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.02 (3H,
d, J=6.8 Hz), 1.20 (3H, d, J=6.8 Hz), 1.23 (3H d,
J=6.8 Hz), 1.86-1.94 (1H, m), 2.00-2.16 (1H, m), 3.42
412 3.50 (1H, m), 3.66-3.75 (1H m, 3.85-3.90 (1H,

, 3.94 (3H, s), 3.95-4.01 (1H, m), 4.11-4.13 (1H,

, 4.82-4.88 (1H, m), 6.21-6.23 (1H, m, 7.35 (1H,

), 7.84-7.89 (2H, n), 8.08-8.10 (2H, m. white

ystal: mp. 237.9C 1H NWR S (CDC13, ppn) : 0.86 (6H,

J

Hz) , 0.89 (6H, d, J=6.8 Hz), 0.99 (3H, d,
), 1.01 (3H, d, J=6.8 Hz), 1.60-1.67 (1H, m,
5 (IH m, 2.06-2.13 (IH 413 m), 3.45-3.49
3.63-3.66 (1H, m, 3.81-3.90 (2H, m,

2 (1H, m, 3.94 (3H, s), 3.96-4.01 (1H, m,
1H, br), 6.21 (1H, br), 7.29-7.32 (1H, br),
-7.89 (2H, m, 8.05-8.10 (2H, M. white crystal:
225.7C ' H NWR

wwgz kI3 .\‘.‘”."0’;!““‘92 g33
o—71T oon—\«:I
w3 N _ o

S (CDC13, ppm): 0.88 (3H, d, J=6.8
, 0.90 (3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz),
2 (3H d, J=6.8 Hz), 1.41 (9H, s), 1.85-1.94 (1H,
, 2.12 414 2.17 (1H, n) 3.25-3.37 (1H, m,
.74-3.77 (1H, m), 3.81-3.84 (1H, n), 3.93 (3H s),

3.95-4.02 (1H, m, 4.93 (1H br), 6.17 (1H, br), 7.41
(1H, br), 7.86-7.91 (2H mn), 8.07-8.11 (2H, m. white
crystal: mp. 213.0C 1H-NWVR S (CDC13, ppm : 0.80 (3H,
d, J=6.8 Hz), 0.87 416 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.20 (3H, d,
J=6.8 Hz), 1.21 (3H, d, J=6.8 Hz), 1.86-1.95 (1H, m,
204211(1H n) 3.01 - 275 (3H, s), 3.05 (3H, s),

~ r~a "~ NS PN NN PN NS



white solid 420 APCI-M5 M+ 435. brown solid 424
APCl - M5 M+ 473. pale brown solid "H NVR S (CDCL3,
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 (3H, d, J=6.8 Hz),
1.12-1.19 (3H m, 1.75- 1.80 (1H, n), 1.87-1.91 (1H,
, 3.76-3.90 (2H, 427 m, 3.93-4.00 (4H, :

7.00-7.01 (2H, m, 7.26 (1/2H, br), 7.56-7.59 (1H,
n, 7.90-7.92 (2H, m, 7.93-7.96 (2H, nm), 8.07 (1H,
br), 8.40 (1/2H, br). wWH©83selid - 276 - Properties
of Conpound (32) in Table 2 Conpo Properties and No.
"HNWR 6 (CDC13, ppm) : 0.86 (3H, d, J=6.8 Hz) , 0.88
(3HprépedEbe8 &f)Gompclind GHO)dinJTébBe Hz), 1.86-1.91
(1H m, 1.99-2.05 (1H, m, 3.21-3.35 (2H, m, 3.80-
428 3.83 (2H, m 4.71-4.76 (1H, m, 7.02 (2H, s),

_ldn 4Lt Lole )

Sz 7 66(iH—s) T 785 (2H o
Cﬁ”c‘i‘?° éﬂ%Fjé]rVegi (2H, d, J=7.8 Hz). white solid 1H NMR
ug (CDV13 ppn) . 0.86 (3H, d, J=6.8 Hz), 0.90 (3H, d,

NQ_.R 8 no (ol ¢ 1—

H), 1*8511‘41?@4(@91311)??"2 10839113+, —64%1Hz), 0.86
3. 46- B(BB, (dH I79.8 310- 9-86 (3hy &) J=0 &7 Helgg (-AF (3H,
n), 4|06-3-428 (WH,, )-8451080( 11, br), B (119-2(1%4’ dtH, m),
J=7. 8| Biz}6 V33 q>LH,3-tﬁr2)-,3-ﬁ.0552t12m d,3-JB:33 Blsz)de 69
1(62H, Eq=s:3. 8. HzBz) il 192-3rP3t dLHm M), 221570 2H4 MVR IS4 . 9
( CDC1BHzppn§:1D. 8IH ( 3Ht) ,d5.1865828Z)2H0.100, {HI-T87 (1H,
J=6. 8| #lr) , 6 0199((t8H,d,d,J=I=8. 8zHz) 6. 90 OML{ 3Hpr) d,7 J=56. (@H,
Hz), 1d1834728 {HH, T)66 1287- &, 92=T7 184 Ha), 432

2.11- PwAbGté 156119, 3.40-3.46 (1H n), 3.64-3.68 (1H,

m, 3 B}ﬁ-bi’m% ((%Hc1g)gp6;ﬂn)84047%7( BaH gam g=6. §9H£)1H0 86
B

br), B. 5

o). 70‘12%’%;%}92),% &Z“teix:%ngi ah e
PR SW S
3f43-7§§§2§. ;’) o1 Z Za; 99
(40 e Balel vy
AL B SN org

(12H, | H-NMR $8(€DgE3, (REm) 0, B2. 48H1. 85 {1648 rijz), 0.88
1. 64- 1(6!8, (dH,J76 .8 Hzll- 029060¢ 384 (3, rta),441:9951(3(HJ,Hd
M, 3|89638clzYAH .0H (43503, 886 (AHizkd, 1 BH6:13367.(@H, m),
Hz), #103741439 (@4, m),, 3.68-1¢3#H, (i) ,m)6. 20.Q7HI,. 1@, (1H,
1$88. 3| kir) , 2 73®@3(3JHH,s)br )3,. 58-3557 ( 224, dp) J=B.68432)98 (2H,
7.69 (BH 4,03=8B.® H2H, whit&.09yslm bm)p. €28 2AH36r),
1H NMR6 596 COC1,3, brppn)7.. 20. 83H1. 80 {4218 HY),, .33 1225 d,
277 [(J+#B.3)Hz)1. 49-1.66 (2H, ), 2.10-2.16 (1H, ,

3. 40- | @hiie (dddid), 3.63-3.68 (1H nm, 3.85-3.90 (1H,

Hiknvk @5 (EBER, Mppf}-:89- 4: I(il"& B
38 41 HJ(-@' H%Héi 039 g 319%50(12'%21{

i
d, ,Jg ' +29g-17.of =8 ' ;
S ors 9 gph,
5 %ﬂ,g@cﬁzﬁgﬁ 3@@@‘6 rﬁ%( éﬂ?

) a3l
5-08{1H —br) 618 (1|:| d\ 7?4

é MQ@Q

'_l
&
o
\S)
AU'L\

-3
OT
=
s3croob

/\J>/\
[

H bH-NMR §6(CPOLy, ppm)2g038Br)3H7. B9 {24 8 diz)}-8.89
). He br yist6al8 mhz)., 22196(3HHC!\II\/R’T=5 (8CH=13, 1pPr) (3H,
87 (@H Ik YIS Hz)2 Q985 s 3H .871-1U-%R 8(1+Hz) m)Q. 9611-
H_ 2. U=6(18,Hm), 2.38 (3H, sy, I=B-8.H3,(1H,2h)(3H. 63-

[y

8 Hz), 1.24 (3H, d, J=6.8 Hz), 1.84-1.89 (1IH,
26-2.29 (1H, m, 3.43 440 3.51 (1H, m,

75 (1H, m, 3.93-3.95 (1H, m, 4.05 (1H, q,
Hz), 4.88 (1H, q, J=6.3 Hz), 5.10 (1H, br),
7 (1H, br), 6.73 (1H, br), 7.48-7.56 (3H, m),
8. 02- 8. 03 (1H, m. white crystal: mp. 230.3C - 278 -
Properties of Conpound (33) in Table 2
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Conpo Properties and No. 1H NWR

1 (1
2H, d,
solid
0.87 (
(3H, d

d,
8 =
Hz), 1.22 (3H, d, J=6.8
2
Hz), 4.20 (1H, br), 4.86

J=6.3 Hz), 0.87 (3H,
Hz), 0.96 (3H, t, J

H s), 3.53-3.56 444 (2H m,
(

H, br) 6.15 (1H, br), 7.1

J=8.3 Hz), 7.69 (2H, q, J

"H NVR N (CDC13, ppm 3

3H d, J=6.8 Hr), :’LQ?H J
. J=6.8 Hz), 187196(1H

3. 68 (3
1H, br
V.58-7.

m),
4. d4)(1H3. 46-,335813H34M1H3.190- 3.
H.96)(18. 4. 6Q162IhH M br b, 174((51H,11-1brb,r 6. 2221 (2H,
)d, J=82F az3] G1lHo ndu, 7dA8& 8 Sl H m,
GAhﬁggisoyﬁu 7.91-7.96 1H n) white crystal:

p. 2
H7), 0.
1.01 (3
1H, m
31%2- 3.
1H, m
1H, m|®°
1H, m|,

Q8 _8C

ﬁg%bgi EE 134, d,
@i o wi;%&fg i
261£3 ;ér) 7. 29317%2 (1H b«‘%g' s J%‘?§Z9 "o,

7‘§§ (1H, m. mhlte(x stal : rnp
1@%%38@1(1@!?12 ppm -0 90 (?H d,__1=6 8 Hz)

). 93 (
3H d,
J=6,

i?
1H, br
1H m

SH-NYR 3=6CBCHyz) ppo) 99 0( 8F, (6H, J&6. ~B=€Hz€>) Hz].,,02.85
(GH6.8 H=6 .81 H20,( 8H96d(30~64,8 J46).8 Hz223 (367 (3H,
@, Hr§. 8l.H¥A-,1.1923C1EH30mM 8H 2. r)M4- A .5D-1L1H1 MLH, m),
491 338 (MH, (1M),, m3.,62-8675. (1H 1HY m)3. 8233. 88H, s),
,3.81-90-55 A2H,1kl) ,nB.86-8397A. 8H,( W, 19..135.(68, 4,
)J=8 8B ¥2)6. B7 261H1eM bry, 3b. (AH 1 br)7. 481%8. 32H, d,
,J=8.5%z).,66 .66H (20}, d7. 848 (1 Hiz)d, J=1.9 Hz).

Mite c

rotsited (soDidp. 211. 6C 450 1H NMR S (CDCL3, ppm:

790 (6
(3H, d,
1.85-1.
m, 3.5
br), 6.
m, 7.5

crystal:

d, J=6.

H d, J=6.8 Hz), 0.92 (o6H d, J=6.8 HzZ), 0.99
J=6.8 Hz), 1.02 (3H, - 279 d, J=6.8 Hz),

96 (2H, m, 2.13-2.18 (1H, m, 3.25-3.48 (1H
8-3.65 (1H, m, 3.82-3.95 (4H m, 5.07 (1H
17-6.19 (1H, m, 7.32 (1H, br), 7.47-7.52 (1H
9-7.65 (1H m, 7.96-7.97 (1H m . white
mp. 193.3C "H- NWVR 8 (CDC13, ppm: 0.91 (3H
8 Hz), 0.93 (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),

1.85-1.

(1H m,

(1H, br

97 (1H, m), 2.14 451 2.21 (1H, m), 3.20-3.25
3.79-3.83 (1H, m), 3.92-3.99 (1H m), 4.90
), 6.15 (1H, br), 7.41 (1H, br), 7.48 (1H, d,

J=8.8 Hz), 7.62-7.68 (1H, n), 7.99 (1H d, J=1.9 Hz).

white c
(3H, d,
t, J=6.
m, 1.5

(1H m,

3.68 (3
5.16 (1
7.45-7.
m . whi
Conpoun
1H NWVR
(3H, d,
t, J=6.
2.10- 2.
453 m,
4. 08-4.
(1H, br
(1H, d,
S (CDC1

rystal: mp. 193.7C 1H NVMR S (CDC13, ppm: 0.78
J=7.3 Hz), 0.82 (3H, d, J=6.8 Hz), 0.90 (3H

8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.12-1.25 (1H

0-1.54 (1H, m, 1.63-1.67 (1H, nm, 2.11-2.16

3.49-3.53 (1H, 452 m), 3.61-3.65 (1H m,

H s), 3.87-3.91 (1H, m, 4.01-4.03 (1H m,

H br), 6.23 (1H, br), 7.32 (1H, br),

51 (1H, m, 7.60-7.64 (1H, m, 7.91-7.96 (1H

te crystal: mp. 190.5C - 280 - Properties of

d (34) in Table 2 Conpo Properties and No.

6 (CDC13, ppm: 0.88 (3H, d, J=6.8 Hz), 0.92
J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz), 0.99 (3H,

8 Hz), 1.20-1.26 (3H, m, 1.50-1.67 (3H, m,

19 (1H, m, 3.39-3.50 (1H, m, 3.58-3.63 (1H
3.84-3.98 (1H, m, 4.00-4.05 (1H, m,

14 (2H, m, 5.05 (1H, br), 6.19 (1H, br), 7.33

), 7.48-7.52 (1H, m, 7.58-7.65 (1H, m, 7.97
J=1.9 Hz). white crystal: mp. 201.2C 1H NWR

3, 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

L\ A

NS oA ~ - RN - ] nN— 4 oA




1.70-1.85 (2H, m, 2.12-2.17 (1H, m, 3.39-3.45 (1H,
454 nm), 3.58-3.65 (1H, m, 3.85-3.89 (1H m,
4.00-4.03 (1H, m, 4.85-4.88 (1H m, 4.99-5.02 (1H,
, 6.20 (2H, br), 7.39 (1H, br), 7.47-7.51 (1H m,
7.59-7.66 (1H, m, 7.97 (1H, d, J=1.9 Hz). white
crystal: mp. 194.8C 1H NWVR S (CDCL13, ppn): 0.89 (6H,
d, J=6.8 Hz), 0.91 (6H, d, J=6.8 Hz), 0.94 (3H, d,
J=6.8 Hz), 0.98 (3H, t, J=6.8 Hz), 1.13-1.25 (1H, m,
1.50-1.56 (1H, m, 1.81-1.93s(2H, n), 2.13-2.18 (1H,
m, 3.40-3.49 (1H, 455 m, 3.63-3.71 (1H, m,
3.82-3.90 (3H, m, 4.00-4.04 (1H, m, 5.10 (1H, br),
6. 12pfdpkrbids It 3(§an(pUd,ndbr()m) Zn4’l3a316,512(1H n,
7.59-7.65 (1H, m, 7.96 (1H d, =1.9 Hz). white
crystal: mp. 184.6C 1H NI\/R 6 (CDC13 ppm: 0.92 (3H,

d 1=6 =Y N 04 (21

) v UL A ANk CoTly u y Y

Sombg rES°5%“9’9e 3H t. J=6.8 Hz), 1.20-1.25 (1H, m,

¥P43 (PH, s), 1.51 456163(2H m, 2.13-2.18 (1H,
-‘2')0‘2‘21(1I—|m 70?QQ(2HM¢LDDADB

77 "’

(1H, m H-ANM§<18( 19|DCbr,) pprg :14. @iH(Bﬂsr)d I § 1) br0). 99
7.49-7| 68H( 14, THG.57HeD, 1.68 (I, @) ,JT6.90 HAH, 1446 (9H,
J=1.9 Hz), Whél-<l oisyst2al,: min pl.1681 638 4681, HINVR .87 (3H,
LTBC13| sppr) : 2 D-BAQ IHH,dm) J=6.83+z)09 0( A, n()3H,4.29 (1H,
J=6.8 Hzy), 04 9B (QH, ahr)J:G..SOszm, 1d 048 #H1 7d39 (1H,
J=6. 8 Hz), 171@(@#1 , J=6.8 ki), 121(3H d, J=6.8

Hz), 1 @Rite Solid, M), 2.16-2.22 (1H, nm), 3.44- 3.51

2H, _ Y4 2H

e fefi’ R ‘fm Al

Sl g§3 N "§‘3T Ly el
: ), % ) 24 @-5 9

31,6J86 ,)e 9 '%1349; ,gg)r)ZH A, (24,

3.27- 3 3. 6&8425 3.91 9(134 M2) 3. 86- 3. 90

RITE l/F 15 v/1|_| M 4.84-4 86 (1H )

5. 10- 5, B2 NMRHOSnj CDGL 51 ppm) 2H0 - B ) {3H,6.B5 J=6 .BHHZDr,) 0.88-
7.22-1 %90( 113H,mm) , 705807 (87, (1H, 999 (BHG7<7. DE6( BHHz),

, 7.|80-00 9BH,1d, &6.8hHek, sbl8-1 34NMRHS @CPC2309-2.10
ppg) | OLIB7 M)3HZ2 .88 J36,8sHz)3. D4-9B. 57 3AH,dm))=6..85 (2H,

Hz), 1.900 (BH8-3.98=628,Hn), 3.22 (1B, brd, =628 (H&),br),
1.24 ({3H,986d, (1156 08) iz ). 21. 88H( 1d), J%8.46612z)56786BZ)2H, d,

2.07-2.38.31Hz)n), 3.38-3.47 (1H, m), 3.50- 3.52 (1H,

m, 3.[98ri4e03002d, ), 4. 83 4 86 (1H, m), 5.62-5.64

3
=

D)

(1H,  Ma-BMR 75 7 @l‘:'ci 1H 4 2

8.06- 8. 0%, (1. J26 Efe §o§§d 3 3@ O‘L r%pﬁ:%i’fle ! '?;H’

Conpoyngd G‘?ﬁ%) g @lzT?b ﬂ:’ % ' $-angd, (T4, m),

1H NVR Sgcqg:hs, 599 o 3 A )8 0,85

- y z H, d,

?1& 2;0 3 i Fé ( rpn F{:") ; 2(2@1Hd3 =S 3%2), 7.66
- r

4. 84- 4. O8(1H M, 6.58 (1H, br),

UL:SO‘wt 1og7nA(1l—|m7Q17Q’%(1Hm

whi t e | SBFNUR" $+MW@15 (BDOL3, 0 pish) (38,0482 JE6HB Hz) J=6. 86
Hz%, 1.(88, deHI=@,8JH8) 8 HOQ (BHL3d(6B=6ds H=f, 81Hz), (3,
1-2967J=62B, Ha) , B, 3473 A0 ((UH, m), 3.1-3382 §LH1.90
m, 3.|86H474)(3B,03)2.37 88K,3Mm),Sp..38. 89H( 3k, S}, 50-3. 65
3. 85-3.(96, (b, 30p4-2. OF- A5 n)IH3 . g)7,.349§6(f4.18]m{1k5 30

m, 4.97-5.03 (1H, m, 6.56 (I72ZH br), bAI(J.IAI-F
br), 7.06 (1H, s), 7.10 (1H, s). white solid "H NWR 8
(CDC13, ppn) : 0.89 (3H, d, J=6.8 Hz), 0.96 (3H, d,
J=6.8 Hz), 1.04 (3H, d, J=6.8 Hz), 1.05 (3H, d, J=6.8
Hz), 1.19 (6H, d, J=6.8 Hz), 1.96-1.98 (1H, n),
2.05-2.24 (1H, m, 3.37-3.48 (1H, nm, 3.62-3.75 478
(1Hn)380392(1Hn)398402(1H m, 4.69-
78(1H n),508(1HdJ78Hz)624625(1H

N ALl = e o~ N A — —



(3H, d, J=6.8 Hz)},-0.99 (3H, d, J=6-8—Hz}—2t. 02 (3H, SEMEENINS

d, J=6.8 Hz), 1.18 (6H, d, J=6.8 Hz), 1.93-2.15 (2H,
482 m), 3.50-3.61 (2H, n), 3.86 (3H s), 3.88-3.93
(1H, m), 4.03-4.07 (1H m), 4.83-4.87 (1H m,
5.10-5.15 (1H, m), 6.57 (1/2H, br), 6.59 (1/2H, br),
7.01-7.03 (1H, n), 7.28-7.40 (3H, m. white solid
486 ES|-MS M+ 436. white solid 490 1H NMR S (CDCL3,
ppm) : 0.87-1.23 (18H, n) ) 1.91-1.98 (1H m),
2.18-2.27 (1H, n), 3.33-4.10,4 , 4.77 - 283 5.04
(2H, m), 6.09 (2/3H, d), %?USH d), 6.64 (2/3H,
br), 6.72 (1/3H, br), 7.oo 7.36 (3H, m white solid

TH NVR[S16CDA13.J=pp8) HzD, 86:15 OALH, 1, J98,.81HE3- 16280 (1H,
6H, m|.brd.86-.220Q26}Hd, n¥=7 28 107)2. 18 g71H2u)) 4,3748-8 Hz).
.67 (2khiMe s3189-4.14 (2H, m), 4.79-4.87 (1H, m,

%Z gmHz 3,;%{;68/’%%9%%5 ? (éT ﬁ)? 7 %rlfiéfggl 126(3}1,

I OI
CDC13 "1.718- ’ m)r
“??2‘2?- i) %25” %1 m%ggég ?@s(m
. 3. §5-4. , Sen 49
02- 5.|08 «( £ rﬁ4,-3§. ééﬂg}{?‘éH dj 467556 (@8 3m) 1ppy20 (1H, d,

S 78 (2/J§ifi(-3d )7’ ﬂ81? 3 §.3% Hy ,(17/ 33|Ji (Bnﬁ) d, J=8.3
7. 66-7.|FF)(1 r‘b 14,89r¥.: 98 (1H n. white solid 284
Pr opdrihide &0lddnmound (36) in Table 2 Conpo

br oper t|isNHRAS NODC 13l HphiWiR: SO ( DDCLRH, pim)J=7.G. 82)( 65, 82-

:l, J=6./8 .15 , (16H)2m)6HD .49 J38, & Hz)=6.B H2)]. 23006K3H, d,

1. 96}—26 B4 HZ3H, 1.28-13382¢BH36n)(,1H,.68-1.%66628, 7/4), 1.86-

}glg ,1.35833%,8M) ,502001H, 1) (1H, &3-,4.888( kHH,nk) , 3.48—
(14,6 (8. 81)|7|Z)3,.96-569§1t'ﬂﬂ,brn)),, 7.63-4185 quH, m),

/. 57-7.160. ddlH1Hp brf.,76.201khnd, d JTES Hapz) ,87082( ki, br),

0, J=7.{87 H7) (28,13, (Mg . 3Shz) W 1R S@H dleJNMR36Hz)

CDC13,| e sq,lg_gl 05 (12H nm, 1.18-1.22 (6H, n)

I88-1-98 (IH m, 2. 13-2- 22 (tH~—m, 3—47-—3768 (2H
m, 3.88-4.13 (2H, m, 4.78-4.85 (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, m. white solid 1H NWVR 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, 3.09- 510 4.08
(4H, m, 4.76-5.03 (2H, m, 6.01 (2/3H, d), 6.27
(1/3H, d), 6.68-6.75 (1H, m, 7.22-7.34 (3H, M. white
solid 1HNWR 8 (CDC13, ppm) : 0.84-1.04 (12H, ,
1.18-1.22 (6H, m, 1.88-2.14 (2H, m, 3.47-3.68 (2H,
m, 3.87- 514 4.13 (2H, m, 4.77-4.85 (1H, m,
5.05-5.13 (1H m, 6.28 (2/3H, d, J=9.3 Hz), 6.35
(1/3H, d), 6.71 (1H, br), 6.83-6.96 (2H m,
7.34-7.39 (1H, m. white solid 'H NVR 8 (CDC13, ppm
0.87-1.04 (12H, m, 1.14-1.24 (6H m , 1.88-1.94
(1H m, 2.12-2.18 (1H, m, 2.27- 2.31 (6H m,
3.40-3.66 (2H, m, 3.91-4.10 (2H, m, 518 4.77-4.83
(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), 7.07-7.21 (3H, nm). white solid
1H-NWR 6 (CDC13, ppm): 0.80-1.02 (12H, m, 1.18-1.23
522 (6H, m, 1.89-2.12 (2H, nm), 3.45-3.67 (1H, m,
3.80- 4.08 (9H, m, 4.83-4.90 (1H, m, 5.02-5.08 (1H,
m, 6.48 (1H, d), 6.05-6.11 (2H m, 6.91 (1H, s),
7.24 - 285 - (1H, s) white solid "HNVR S (CDC13, ppm
: 0.79-1.03 (12H, m, 1.17-1.23 (6H, m, 1.88-2.18
(2H, m, 3.10-4.11 (4H, m, 4.82- 526 4.88 (1H m,
4.98-5.06 (1H, m, 6.21 (1H, d), 6.53 (1/2H, br), 6.72
(1/2H, br), 7.24-7.29 (2H, m, 7.83- 7.89 (2H m.
white solid 1HNWR S (CDC13, ppm: 0.87 (3H, d, J=6.8
Hz), 0.94
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), 0.95 (3H, d, J=7.3 Hz), 1.00 (3H,
.18 (3H, d, J=6.3 Hz), 1.21 (3H, d,
-1.96 (1H, m 2.16-2.22 (1H, m, 2.26
0O (1H, m, 3.70 (1H, nm, 3.89-3.91
~4.06 (1H, n) 4.75 (1H, m, 5.20 (1H,
H m, 6.78-6.79 (1H, m, 6.83-6.84 (1H,
H m. white solid - 286 - Properties of

L3TTL

>
DN

in Table 2 Conpo Properti es and No.
13, ppm: O. 782(33H J=6.8 Hz), 0.83

6.8 Hz), 1.00 (3H, J68|—|z) 1.01 (3H,

Hz), 1.16 (3H, d, J=6.3 Hz), 1.20 (3H, d,

2 35 (3H, s),
: t%%%%f&rsp%g L33 (3 i B33 (51, )
2-3.95 (2H, ), 4.81-4.85 (1H, m), 5.20 (1H,
60(]H rﬁ GRRJ_'II:LM 7’%674Q(9H m

«
exb3
ST
B
O

7P17qpee9¢+em white solid 1H NVR 6 (CDCL3, ppm:
3H, d, J=6.3 Hz), 0.94 (3H, d, J=6.8 Hz), 1.00

f8H, d J=6.8 Hz), 1.03 (3H _d, J=6.8 Hz), 1.19 (3H,

d, J=7]Bi-hr OB. 20D€8Y, Hm)238.326(8HH, I=8%8 HHT7, 0.84-
(1H, mg. 85171 &i 1%)(,1Hd,. o) .(38, 48; §=@03 (#4),, .00 (3H, d,

3. 90- 4 806 (2HizyM ,1 B08Q . 13H<1m; 65—11H66ﬁ(2 , 1.86-
(1H, mq, 617%141% y M. 96-3703. %QH(%‘L, M13-~ %3r7’(1 3 m)

(gl My g4
(CDC13 3p@m H,O

E/I—‘
w
N

H, 6§6,(%_H46'I)3 \}/ﬁéﬁ %9%'%%%4 (d, m) )

i,

DN oo&o'\l‘ e
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35 a5 w4 F) b0
(S 17806 S008I0 nf 1

f

3H 9% 4 J&b. @Hizm), 6.53 (U‘l% Hdd =ﬁ=@ ZI-)IZ) 6.G9981H,
L dJ=6-8 HAHz) /1. @5(3ﬂ=|H, bir) :T} HzZ)H 1,20=638, Hz),
8- H97-21 2B8H,3K) ,d] . 8267 J36. RHiz )m 1.78%51.(24, d,
J&l)SﬂZQ)l?(lHn) 3.47- 3.57 (2H, m,
WHiyQHoliyd 4.79-4.85 (1H, m, 5. 75 (1H, d,
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, P '?I% 08L2 H, m),
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)1 11§9 381 (1Ban)y 1234 1372H; 3M) , d2 - 864

88412987 3H07 nj2H 3.105- 3.7 -B1B3 1tPH, 3nB3-3.89-

13H90n)(1H3 8‘9434928(21—94 M1H,4180- 4.85-@1BR2 tlH, m),
PHAT, (13=27b3) bz $, 76. BH( 144, J+9.0=823,H2) 0777400 (2H,
), 7.31-7.58 (2H, m), 77.384-(AH79bE2H, 70ps-N7t e(2H,
m)288 - Properties of Conpound (38) in Table 2
Rhgger sibdsdand No. 1H NVR 6 (CDC13, ppm): 0.75

AHIR@R 85 HQ w0 Bg =GB | 78,1
Beip) Hzl., 002Cl8§f'%psé’ ﬂr68q§ Hé) (H?liﬁ}nr? 1}15;:3121 33

J=6.3

Hz), 1.19 161;| U, 74y MvAv I H—

2.00-2.10 (1H, m), 3.43 558345(2H m) 3.96 (2H,

m, 3.

98 (3H, s), 4.82-4.85 (1H, n), 5.20 (1H ),

6.97-6.99 (1H m, 7.06-7.09 (2H m, 7.45-7.47 (1H

m, 8.

14 (1H, m), 8.17-8.19 (1H, m). white solid

1H NMR 5 (CDC13, ppm): 0.88 (3H, d, J=6.8 Hz), 0.94




(3H, d, J=6.8-Hz),—0-97-(3H, d, J=6-8—Hz—2-00 (3H,
d, J=6.8 Hz), 1.18 (3H, d, J=6.3 Hz), 1.20 (3H, d,
J=6.3 Hz), 1.87-1.92 (1H, n), 2.16-2.21 (1H, n), 3.80
562 3.81 (2H, m), 3.81 (3H, s), 3.82 (3H s),
3.85-3.93 (1H, n), 3.99-4.01 (1H, m, 4.75 (1H m,
5.20 (1H, m, 5.91 (1H, d, J=8.8 Hz), 6.54-6.61 (2H,
m, 6.90 (1H, m), 7.27-7.31 (1H, m). white solid

1H NMR 8 (CDC13, ppm) : 0.83 (3H, d, J=7.3 Hz), O.88
(3H, d, J=6.8 Hz), 0.94 (3H, ,4g J=6.8 Hz), 0.99 (3H,
d. J=6.8 Hz), 1.18-1.20 (1H “3, 1.50-1.57 (1H, ),
565 2.09-2.14 (1H, m, 3.48-3.53 (2H,_ 1), 3.64-3.66

1H, (,3}{3 &4-,3.3930CBH55M 2HA. )1 B I 3LK0 nRH,5m04 5.31-
1H, 9.346.2A%#,(H, Bry2 7187-4, 12-4.3HHZY),, 6/.180-(1/84, br),

2H, MN)e.amhi t1e/ 261,y iral,: 609p. (2024, 3G HH NNRSS (1R8] 3br) ,
bpm) |02 8% 1204 (d],2|'dr-8f3’)3 Hi) 207.12‘2-77 IABHSHY m), 7.68 (2H,
L. 88- 1.9 (f4d.3Muz)2. 16-2. 20 (1H, , 3.07 566 (3H,

5) 3.37wk31tae25(01lH,dn) 374402(3H m, 4.10 4.16

ZHTMLI SR 6 ?’ oo J°68 ,30.89
g %.Wg W“ﬁf%i% o

0

d 5
1;'61%12?31. Hm’s?zlé 3535 %3 77(2H, m),
B, 77-4.102 %ﬁ 81 4. 8806144 16y ng%d(lH br),
)=6.8 HzY: 246 gt (m‘)'d)ﬁ 987 (&8, (HIH b7r)21 A2%9. §.,05=8.3 Hz),

4H, m)|7698@H, \thi t/E8cRy8EAl mp. 187.0C 1H NMR 8
CDC13,| ipfe splAglo 89 (6H, m), 0.98-1.02 (6H. _m

18- 1. [P6-(8R, 3n(CDALH2 phdli: 8)79 1(B6, A,10=1.2HHz)),, 0.81

B. 50- 3. |6MBH, 2, =7.3. &2)3. 088§ 2H3H Md, 483 85Uk)4. 8889 (3H,
1H m|d5.846.3 Hk)(1l.99) (38, 22, (K HE) ,JI7.09 (8m). d,
.45 (1 8+ .T)hz)6. 62 0aLH. 13) (28, &4 (W 4109 (37,08), 2.38
283H, |br3H, ®)42 .35~ 3t,56~]:€§H8 hiz) ,3.8172 2 Ha,dg=6.3 Huz),
J=8.8 Hz3.,914373 A LdH,dm)J=8. 81 Hzdx, "HB)te6(3r2)25t(qu MRy, 7.00
228. 8C |1HHYMR 1§ (GD6113(2nprT&1 9=9793Ckz% (76%9 e, d, J=8.3
D. 98-1./08,) (6H, m), 1.17-1.23 (6H, n), 1.46 (9H, 's),

1. 87-2. L@,it(ezrgolrpd, 3.28 (3H, s), 3.46-3. 66 (2H, ),

. 89-4. 10 575 (Z2H ), 4. 864921t ), 503512
(1H m, 6.23 (1/2H, d), 6.53 (1/2H, d), 7.12 (1H,
br), 7.29-7.33 (2H, m, 7.73-7.78 (2H, m. white
crystal mp. 167.0C 1H NWVR 8 (CDC13, ppm: 0.80-0.88
(6H m, 0.96-1.04 (6H m, 1.16-1.22 (6H, m, 1.55
(9H, s), 1.88-2.17 ' (2H, m, 3.42-3.60 (2H, m,
3.93-4.07 (2H, m, 4.86 579 4.90 (1H, m, 5.26 (1/2H,
br), 5.38 (1/2H, br), 6.33 (1/2H, d), 6.63 (1/2H, d),
7.03-7.08 (2H, m, 7.37- 7.47 (2H, m, 8.53 (1H, s).
white crystal mp. 167.0C - 290 - Properties of
Conmpound (39) in Table 2 Conpo Properties and No.
1IHNWR S (CDC13, ppm: 0.88-1.03 (12H m , 1.18 (3H,
d, J=6.3 Hz), 1.20 (3H, d, J=6.3 Hz), 1.85-1.92 (1H,
n, 2.15-2.21 (1H, m, 2.43 (3H, s), 3.38-3.42 (1H,
n, 583 3.65-3.70 (1H, m, 3.85-3.96 (2H, m,
4.75-4.80 (1H, m, 4.93 (1H, d), 6.16 (1H, d, J=8.3
Hz), 6.64 (1H, br), 7.15-7.22 (2H, m, 7.33 (1H, d,
J=8.3 Hz). white crystal mp. 235.5C. 587 ESI-NM Mk:
464. white solid 1HHNWVR 5 (CDC13, ppm :1.17-1.20
(9H, m , 3.47-3.53 (4H, m), 3.84-3.88 (1H m, 4.00
(2H, d, J=4.4 Hz), 4.06 590 (2H, q, J=7.3 Hz), 5.70
(1H, br), 7.27-7.30 (1H, m, 7.39-7.50 (3H, m,
7.65-7.67 (1H m. vyellowoil 1HNWR 5 (CDC13, ppm:
1.21-1.28 (12H, m, 3.56-3.60 (4H m, 3.93-3.95 (1H,
m, 4.07 (2H, d, J=3.9 Hz), 591 4.89-4.96 (1H m,
5.69 (1H, br), 7.28-7.32 (1H m, 7.39-7.50 (3H, m,
7.65-7.67 (1H, m. yellowoil 1HNWR 5 (CDC13, ppm
0.87 (6H, d, J=6.8 Hz) , 1.20 (6H d, J=6.8 Hz),
1.81-1.92 (1H, m, 3.46-3.54 (4H, 592 m, 3.79 (2H,
d,368Hz)384393(1H n),401(2HdJ44

L\ = o~ N . Y. N -— NN = =



. 1H-NVR 5 (CDC13, ppm) :1.24 (6H, d, J=6.8 Hz), 1.44

(9H, s), 3.53-3.59 (4H, m, 3.90-3.93 (1H, m, 4.02
(2H, d, 593 J=4.4 Hz), 5.51 (1H, br), 7.27-7.30 (1H,
m, 7.39-7.50 (3H, m, 7.65-7.67 (1H, m. yellow oil
"HNWR S (CDC13, ppnm): 0.98 (3H, d, J=6.8 Hz), 1.01
(3H, d, J=6.8 Hz), 1.22 (3H, t, J=6.8 Hz), 1.86-1.91
594 (1H, nm), 3.47-3.51 (1H, nm), 3.68-3.77 (2H, m,

3.86 3.87 (1H, m, 3.90-3.91 (1H m, 3.96-4.14 (2H,
n, 5.33(1H, m, 648(1H3g J=8.8 Hz), 7.14 (1H,
m, 7.28- 30(1H : 8 44(2H m, 7.48-7.50
(1H, 291 - , 764765 (1H, . White crystal mp

157 0, H d, J=6.8 Hz),
1 oi%é{#ﬁg@ fé%ﬂn@p% %’Elgr%bsl '3 H), 1. by
(3H, ,J58Hz)186189(1Hrr)354355(1H
I’ﬁ 5"_)361'%64(1H I’ﬁ 373378(1H I’ﬁ

gompo 3. Rropemyiesn), 3.97-4.00 (1H, ), 4.89-4.91 (1H,
md 5.59 (1H, 1), 6.78 (1H, d, J=8.3 Hz), 7.26-7.29
W&H, ), 7.38- 7.43 (3H,_ 1), 7.49-7.52 (1H, m,

7. 64- 7. 96 NukHS ﬂ&Dc13V>hlp&>ﬁx)SObl¢|91t'BfN|V%5J(@@13Lz)F)D|® 87
0.98 (3HHdeJ6=688H¥1)z) 19043 (30 4, JL%688H'2|2$ 019643 (3H,
(9H, S)q, 13864l s1.423 ,(3H3 “7(9}13)5435 ,m 2.14-
3.68-3. 27'17( Z(HH 'T)m) ,327933 d359()76-f§) oe3é§ 1343
S,
288 (

3

(gt M35 16 be (389 m)
(1H, %i{ (528'56 'I)m d, J= 6.8
r7ﬁr5JO z?? ﬁéﬁm F—E}rsogzélg kéys o Corrpo 5\"’32%140) ‘é'ft ?agl 2]

2 Conpo c&per’ I;6s and 1H NVR S (CDC13 ppn)

anl

3

V. JU

(3H, d HyNM¥R38 1§DChs, > ppmapy, 085 034 31/Hz) =61 83821 ,99.89
(1H ) (3. 47- J 55.61Hz) m) 0. 9%98%3 6l5- 3. 74.61Hz) m) 1.01 (3H,
3.96-4.90 { £H,-3nfiz) 4. 10282BHg,t) E7ER 8HHR) ,41187¢1H02 (1H,

5.129 ( PH10mR . 16. 48H¢ 18 , d3 ATEB.5® HAH, ®)123¢ 66, (1H,
g%i 7. 2@-,7.33@9(J£HH,n1isi,7J386734n8 Hzhi, 3).957.(48, 7£50J =5.4
(1H, mHz)7. 8408 6@H( 1H, @) =6whiH= ,coedBal( 1k, pbr1786318 (1H,
"H NVR&,(@DET38 iy 7.0698.BH2H, m)76781Bz)1H, 1bDP,

(3H, d,7.B66.788M4z)(2H]1. 6. (3H, d, J=6.3 Hz), 1.25 (3H,
d, J=71..ileE) cris2al(akp. d20|;(6°c8 Hz), 1.86-1.91 (1H,
m, 3.[B&- ﬁMﬁst(éldlbcm p§m§3 (GH dﬁuﬁ% 85H% O10 89

599 (1 HD) o, 4912 8
C1H I Jﬁgé 7 % 6 g}f) i) %F‘%HA %d ?1 %'Z'g n élu(g{l n(1)3H
- - {‘ g B oon,
%? Ll% E‘?% %‘6 bx),

-8y ézé WY - 1042 (9H,

2;1
:|-I w\31;7'2£:n{’)l-lrd'207An1

(31 dun i 2o
601 (10A-NY §1\@13C413’159!(”1H 0986 538 drHI=§.8JHE) 3 O. 88

Hz) , r(43'*5‘@ gl HI=§.8J87) 3 489 (BHy9d, 1P=648 Hzb, 30499, (

7 325- #2g=f18 HA), 9:39- (30 4, 1H9=6np, Hz)41170n4(11i,Hd
7976-9.B2) ( 11, 8%y 1. 94 61217, 86, ( 2H1Llnp, 1Whitl, m), 3.48-

cryst d|3 §9p.(2He3mLC IHNVR B ((GBCLB) , ppr).0: (DHOm) 3H. 24

d, J=6.(18,Hr),, 710027. I BH 21, m}56788HzY,84. 194 3. t,

J=6.8|Whjtelsddid3H, s), 1.50 (3H, s), 1.84-1.91 (1H,

m, 3|59-1M63 (c1§02 P $% 3388 GIH 2
(2H, q,(347648 hzkls%é)%mc)(w ?1-1?(3 55 §J BW)%)%P B ?gu
19) . 7420544 Hg ?ﬁ{ nizﬁr (9}30_7) H1 e .05-

M, 7{49:17. biy( 6 ;é f;k‘ m),
. ié’7 PRl %%—1,,@, 283

cryst a|4.g3p(lﬁ 1

o, —J=%6:

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,
m, 6.57 (1H, d, J=8.8 Hz), 7.27 (1H m, 7.29 (1H,
m, 7.37-7.44 (2H, m, 7.47- 7.51 (1H, nm), 7.46-7.66
(1H, m. white crystal mp. 137.3C 1HNWR S (CDC13,
ppm: 0.98 (3H d, J=6.8 Hz), 1.02 (3H, d, J=6.8 Hz),



m, 7.44 (1H m, 7.49-7.51 (1H, n), 7.63-7.65 (1H,
M. white crystal mp. 140.5C 1HNWVR 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, nm, 1.87-1.92 (1H, m,
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 Hz), 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, m, 7.48-7.51.44H- m, 7.65-7.67 (1H,

m. white crystal mp. 168.2C - 294 - Properties of
Conpound (41) in Table 2 Conpo Properties and No.

1H NVR (S (8GDGL3, ppr): 0.80 (3H, t, J=7.3 Hz), 0.97
3H, d,|wHge3sidd)id 0.99 (3H, d, J=6.3 Hz), 1.21 (3H,

H, J=6.3HHRMR 8. 28DEBH, pim)I=6.87HEIH, 1d 54r :=63 (HEH,
M, 1. 773k,94,(2H=618, H%-)5203955(1HL,H,d,nh =%.8143)691
D

)’,

% 3%

#3)7. 30

| o : (61703 26H25d 1H=6b8) HA,7%0. €31, [E37)2H] -

==

HA)e Qrystal3mmg. t1,89J&Bcs Hz), 1.18 (3/2H,

.00 (3H,

07 (1Hd,M3 <5 .871%)061(26, (9k, d, 89 4L M) 3629 (3H, d, J
4%% 5.0 1 H3) da 33%518952)(11-16 32, (AH33, 143—8(1 JH&), 3.50-
& (HHseM 1 28-733@0C3Hes M 11,7 8- A Hb{(2He Mon, m),
;-43' Zség%éicl(l?{mm ,2-4?%%{%,( , M. 29"’“('1%9 ny%ga% 3 Ha),
), 0 iAo 0 T T <§“ﬁ i

=0, z
1H m)},87. BEe442)(2h- Bﬁ)- ?343237 50 ( P 1592- 17 (18, m),
! .6-’6-5(6114-% (Zfhi @8 /cP §9a|(2$n|dn 185,82 3194NVRES ™),

0.92

0.93
00 (3H,

28-7.40

i
3

6.8 ) M. I5 §13/7263 d1H3=B) 8 Hz), 0.99 (3/2H,
6.1

6.8 Hz), 1.77-1.78 (1/2H, m), 1.86-1.88 (1/2H,
0-

3. 99 (2H, q, J=6.8 Hz), 4.05-4.08 (1H, m, 5.20
, m, 5.91 (1H, m, 6.13 (1/2H, d, J=8.8 Hz), 6.2
2H, m, 6.75 (1/2H, m, 6.94-6.96 (1/2H, m,
0-7.04 (3/2H, m, 7.20-7.26 (3/2H, m, 7.27 (1/2H,
, 7.28-7.33 (3H, , 7.41 (1/2H, m, 7.43-7.49 (2H,
, 7.65-7.67 (1H white crystal mp.180.9C - 295
0.76 (3/2H, d, J=6.8 Hz), 0.83
.95 (3/2H, d, J=6.8 Hz), 0.99
.15 (3H, d, J=6.8 Hz), 1.17
.20 (3/2H, d, J=6.

.88 (1/2H, m, 3.4
, 3.71 (1/2H, m, 6-

, 5.10 (1H, m, 5. 5. 82 (1H,
6.13 (1/2H, m, 6.8 1/2H, m,
7.01-7.05 (3/2H, m, 7.19-7.22
H m, 7.28-7.33 (3H, m, 7.41
(2H, m, 7.65-7.67 (1H, m.
.7C"HNW 5 (CDC13, ppm: 0.79
.85 (3/2H, d, J=6.8 Hz), 0.94
.98 (3/2H, d, J=6.8 Hz), 1.35
s), 1.78-1.79 (1/2H, m,
.42-3.46 618 (2H, m, 3.96-3.99
, 520(1 m 5.66 (1/2H, m, 5.67 (1/2H,
m, 6.17 (1/2H, m 6.19 (1/2H, m, 6.97 (1/2H m,
6.98 (1/2H, m, 7.02-7.06 (1H, m, 7.14-7.17 (2H, m
7.27-7.32 (3H, m, 7.38-7.49 (3H, m, 7.64-7.67 (1H,
M. white crystal mp. 90.5C 1H NWVR S (DVBSO 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, g, J=6.8 Hz), 3.51- 635
3.57 (2H, m, 3.62-3.66 (2H, nm, 3.97 (1H q, 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
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3.50 (1H, m), 3.60 (1/2H, m), 3.70 615 (1/2H,

5

.99 (1H,

(1H, m. white crystal mp. 167.6C 296 - Properties of

Compound (42) in Table 2 Conpo Properties and No.



. d6,._ppmy=0 87 (3H, d, J=6.8 Hz), 0.93

(3H, d, J=6.8 Hz), 1.12-1.23 (6H m, 2.13 (1H, q,
J=6.8 Hz), 3.53-3.57 636 (2H, m, 3.60-3.69 (2H, m,
3.96 (1H, q, J=6.8 Hz), 4.87 (1H, br), 5.15 (1H, br),
6.68 (1H, br), 7.22-7.32 (1H, m, 7.40-7.52 (3H, m,
7.66-7.69 (1H, m. white crystal mp. 162.8C 1H NMR 6
(DVMSO-d6, ppm): 0.87 (3H, d, J=6.8 Hz), 0.89 (3H, d,
J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz 1.12 (3H, d, J=6.8
Hz), 1.86 (1H, q, J=6.8 Hz) 4%
355357(2Hrr)36236g
m, 3.96 (1H q, J 6.8 Hz)

(1H, W/ n)
7. 65P95%98rt(7]1{€ |?gdcr(§/gz m p.
(DMSO- d6, ppm: 087(3H d, J=6.8 Hz), 0.93 (3H, d,
1=6.8 Hz) 1 42 (QH_ s) 911990(1|—| m. 638

_)3217(1H 637 ),
2H, m) 3.75-3.89 (2H,
22-5.25 (1H, m), 6.73
f‘ - a1

§Z.’30"HNNR6

IIQJ

gompo 3 ByRemtian , 3.88-3.91 (1H, n), 4.99 (1H br),
eng5 (|LH, br), 7.27-7.31 (1H, m), 7.40-7.52 (3H m,
¥o66-7. 68 (1H. m. white crystal 'H NVR S (CDCL3,

ppm : [OHBNMR3S, (ODCU556.p8mhiz) 0.87883u (3, J,=6)46.H%)Hz).. 92
1.25 (3t8H,d,d I6 =3 .1z Hz) 2. 0598. O, (dHJ ™e6. 83184731980 (3H,
(1H ma, I3 6053 G)( 1. 40) (983, 68) 630, dBH.. W) .(1H, m), 2.14-
3582°3 2511 1H1, M) 4328343240 (i, M), B.2%- D625 ((HH m),
nyS 6.4y c(almmwdd 7J166(3H7 Briz) 7. 28827 (4K, W), 4.88
7.40-7, (?di),n) 768 ( 16*;797)(11-}’\"""&2 Cﬁy§t7ah 39 (3H,
mp. 1k 6G Hy N (1§DCH1 : =6.8

He) Qqﬁ%e(&}st%;ﬁg 8 )2 C1 23 (3H t, J 6 8 _He),

LaliiNaVal

. o H

(1H, 1) ‘é’ﬁ‘g g é%D%l%san 693@’5 93} rﬂz’r 70.91
(|2t8H g 4/ JET638HR) » 41990 4( 3% derJ 6 85Hzi (1K01 (3H,
br), 6<i1:8~{f|4’ 52) , %28 @H Br )J 75238 )32 120, (Bfi, d, J
23 0 87716627 B8 (MH, 29l2-whilfle dHysmal 3.44-

m)p g Llfggm),lﬁ—ﬁlﬁ/ﬁ356§ c&@ﬂrs Mppd)- 8:6-6. @2 (3H, m),

d, J=6.3& 96 0189 m)3H! - BO-4<8B 8 UHz) m)1. 199, 24H, br),
(6H, ny6-16 26, 27 3RS .8myiz) 2. D212 UAH, npr), 7.33-7.37
3.48-3 60 21, M. 4337896321, 6WL (TLH5H).674.(AB,4m26 7.84-
(1H, n)7.86 88 H,1M).q, J=6.8 Hz), 5.12 (1H, br), 6.48
(1H, bmhita &ystHl brp, Z1@8°%C 32 (1H, n), 7.40-7.52

3

(3H, ) H-FMBE87 (68c {;,Hpphd) + mhsse(mysa aly md.g 205.56 . 91
1H NVR &H,CG1E a1 z) - 8204 6H1,d.q I 76 -68 gHey . 9. §9 (3H,
(6H, dad,Jzﬁ-i%.IﬂZ)H’z)l- 368(731"’.99’(72]}1-6@ Hé 1312831'37 L Q m),
qﬁi 1 Hgmril L §, 08T =5.9
'ja 3. 6 23 ?g)’_& i H3 807393161y pry
’H, ) 3 l - m
e @ B ﬁ% Qg ¥ 7 81248 (i
,IVJl'}qt% QJ \pl f’% Q](Jj- 1_1: oii-,\ pp:@ ;)7

33
-
N
~l
o)
N
=

.‘537‘*51( nEG -8 Bl g 8e9%4PH 11, o) =6482824,2%.01 (3H,
hdr o 5P -@1LHZ ) pr 1 - 46, 83 3, I8 -17920 (LHM, mbr)2.14-
27- BE 1AHngt) 1733927 (B4, (®H, 3.MP-37766-2HE8m{ 1H3. 80-
g@. wWHi-S4crigdly am) m B: 96 6611BC d2DS J. =Br.8p8r i Bs) pf4.92 (1H,
Conpoy ) (4%) 1i7n (THBI @, 27 € dizPr,ofeldi é3Handr) No7.32-7.36
" H NVR (@H;CDC137 - ppny: 49. BUH,( 34, d,.63=6.89Hz)H, OmB9 7.85-
7.866.(3Hkzn) . 1. 24-1. 25 (3H, m), 2.05-2.08 (1H,
3.4&13e51:r61$|t|alm)1 p3.B%6.32%8 (1H, m, 3.95-4.00

(

3, A7k 2§H§‘i"c 1.2 80pbEy 0-8§ Er 2 9166 fHHizhy , 0. 91
3
n

~
w
I
Qe

Hi-RR & debcd,25phkih Ggs O 3H0- 6.8 Hby,
3%, (3 gmee. é Ef / 139 Pr 3l-§ 70 J(%i' 3b8E L,;Jg18?33

N O&R

\O
0

.51  (9H T, 67 L, ||y wht€—¢f f
. 197.5C" H-NI\/R8 (CDC13, ppn): 0.81 (3H, d,
, 0.89 (3/2H, d, J=6.8 Hz), 0.93 (3/2H, d,
1.25 (3/2H, d, J=6.8 Hz). 1.26 (3/2H d,
g,
3.

o 9
(00]

Iyl L.U

P wooo T

2.04 (1/2H q, J=6.8 Hz), 2.15 (1/2H,
3.46 645 3.50 (1H, m), 3.61 (3/2H s),
M, 3.67 (3/2H ), 3.91-4.00 (1H m, 4.10-4.15
m, 5.22 (1H br), 6.52 (1/2H br), 6.55 (1/2H,

— e e o~ o 7 A1 N — AN = = 7 M~ -— NN o

SR BN
‘IITTTTT

o
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o

-~~~
R




(3/ 2H, d,......J;B._S_HZQ-,—-;IP;S (3H, d,—3d=F—s
(3/2H, d, J=6.8 Hz) 1.26 (3/2H, d, J=6.8
646 (1/2H, q, J=6. Hz) 2.17 (1/2H, q, J= :
3.46- 3.52 (1H, m, 3.60-3.66 (1H, nm, 3.9 (1
m, 4.04-4.14 (2H, n), 4.22-4.24 (1H, m, 519(1H,
6.46 (1H, br), 6.52 (1H, br), 7.28-7.32 (1H, m,
7.52 (3H, m, 7.66-7.68 (1H, n). white crystal:
166. 7C "H NWVR 8 (CDC13, ppm: 0.81 (3/2H, d,

Hz), 0.83 (3/2H d,_J=6 8 Hz), 0.89 (3/2H, d,
Hz), 0.93 (3/2H, d, J=6.8 Hz), 1.21 (3H, d,

Hz), 1.24 (3H d, J=6.8 Hz), 1.26 (3H, d, J=6.8

O
=

2[64 GLF2ED 6z), JE B H2B, (2H17m(L/ 2EBS4L.956(B, m),
3] 2608-8217 1HL.HB4T) /1)3 . 3-B053. G6H( L) , N}, 6B-9362 (1H,
q
3

SR T T3
T—— (N OT

mJ75398Biz) 1HA. @2, A.2R 3 1A.8n}z) 4. T9924-919€ 1HH, m),
.1%.0%H(2hy) q, 65436. 4 1) ,bs).076.(0Q, (BH), b6)22 (1H, d, J
38.61Hz) M 7.7140tH, B%) ,(3H370Y.397(68; PS8 {1H-7.76
whil tengrystal : mp. 181.3C - 299 1HNWR 5 (CDC13,

ppn) Qh§2e0c9§s€§-2|'h 213152@1 27 _(3H m

iy f‘S”ﬁs%i“%%E T
| gg (2 g Ll
L gépyg??( o *‘%g%? gg !

3 %r ' olldly b éﬁzﬁ 2
0. 89 (3/‘ b B 7Hzg? 2 3mgr3/2H d,

1 25 (BM l?:le ﬁ°37ld Hz) 139 (Q/2H_s) 1
s), 2.05 (1/2H q, J= 6.8 Hz), 649 2.15 (1/
Hz), 3.46-3.66 (2H, nm), 3.87 (1/2H g, J=
4.24 (1/2H, q, J=6.8 Hz), 5.04 (1H, br),
br), 6.50 (1/2H, br), 7.27-7.31 (1H, m,
(3H, m, 7.66-7.68 (1H, n). white crystal: mnp. 149 4C
300 - Properties of Conmpound (44) in Table 2 Conpo
Properties and No. 1HNWR S (CDC13, ppm : 0.78

(3/2H, d, J=7.3 Hz) , 0.79 (3/2H, d, J=6.8 Hz), 0.86
(3/2H, d,. J=6.8 Hz), 0.93 (3/2H, d, J=6.8 Hz), 0.98
(3/2H, d, J=6.8 Hz), 0.99 (3/2H, d, J=6.8 Hz), 1.01
(3/2H, d, J=6.3 Hz), 1.02 (3/2H, d, J=6.8 Hz),
1.87-1.88 (1H, m, 2.01-2.03 662 (1/2H, m, 2.04-2.06
(1/2H, m, 3.49-3.51 (2H, n), 3.53-3.63 (2H, m, 3.68
(3H, s), 3.85-4.02 (2H, m, 5.15 (1H, br), 6.12
(1/2H, br), 6.26 (1/2H, br), 7.05 (1H, br), 7.27-7.30
(1H, m, 7.41-7.51 (3H, M, 7.65- 7.67 (1H, M. white
crystal: mp. 159.3C 1HNWVR S (CDC13, ppm: 0.75
(3/2H, d, J=6.8 Hz), 0.79 (3/2H, d, J=6.8 Hz), O0.87
(3/2H, d, J=6.8 Hz), 0.93 (3/2H, d, J=6.8 Hz), 0.98
(3/2H, d, J=6.8 Hz), 0.99 (3/2H, d, J=6.8 Hz),
1.13-1.14 (3/2H, m, 1.14-1.15 (3/2H n), 1.87-1.88
(1H, m, 2.01-2.03 (1/2H, n), 663 2.04-2.06 (1/2H, m,
3.47-3.52 (1H, m, 61-3.73 (1H, m, 3.92-4.12 (4H

m, 5.05 (1H br), 6.12 (1/2H br), 6.25 (1/2H br),
7.03 (1/2H, br), 7.05 (1/2H, br), 7.27-7.30 (1H m),
7.41-7.51 (3H, n), 7.65-7.67 (1H, M. white crystal:

3.
6
0
7
mp. 142.3C 1HNMR S (CDC13, ppm) : 0.75 (3H, d,
3
/
/
6
3

J=6.83 Hz), 0.87 (3H, d, J=6.8 Hz), 0.93 (3/2H, d,
J=6.8 Hz), 0.98 (3/2H, d, J=6.8 Hz), 0.99 (3/2H, d,
J=6.8 Hz), 1.03 (3/2H, d, J=6.3 Hz), 1.12-1.19 (6H,
m, 1.88-1.90 (1H, 66

4 m, 2.01-2.03 (1H, m,

3.48-3.55 (2H, m, 3.87-3.91 (1H, m, 3.99-4.02 (1H,

, 4.87-4.91 (1H, m, 5.02 (1H, br), 6.15-6.17 (1H,

m, 7.05 (1H, br), 7.27-7.30 (1H nm), 7.41-7.51 (3H,

m, 7.65-7.67 (1H, m. white crystal: mp. . 8C -
d,

o O

1 'HNWR 5 (CDC13, ppm): 0.82 (3/2H,
.87 (3/2H,

d, J= 0.93 (3/2H,
.99 (3/2H, d, J

6.8 Hz)
=6.8 Hz), 1.00 (3/2H,

- ~ o~

d, J
dJ



Z.05 (AW br) 7.27-7.30 (1H ), 7.41-7.51-(3H,

7.65-7.67 (1H, m. white crystal: mp. 144.3C 1H NWR 5
(CDC13, ppn) : 0.75 (3H, d, J=6.8 Hz), 0.80 (3H, d,
J=6.8 Hz), 1.05 (6H, d, J=6.8 Hz), 1.19-1.28 (3H,
1.94-2.05 (2H, m, 3.41-3.47 (1H, m, 3.54 671 3.60
(1H, m, 3.89-3.93 (1H m, 4.12-4.14 (2H, :
5.12-5.15 (1H, m, 6.54 (1H, br), 6.70-6.75 (1H m,
6.91-6.92 (1H, m), 7.16-7.20 (1H m, 7.41-7.46 (2H,
M, 7.52-7.54 (1H, m), 7.674368 (1H n). white
crystal mp 156.8C 1HNWR 5 (CDC13, ppm: 0.75 (3H, d,
J=6.8 Hz), 0.80 (3H, d, J=6.8 Hz), 1.05 (6H, d, J=6.8
He) pr%p%;ﬂe%fsof( Bbh Sina 1 £ 3045628 o) 3. 35-3. 47
(1 S'TIH ). '3.84-3.93 (1H m,
4. 08 4 15 (1H n) 672 4 82- 4 90 (1H, m, 5.08-5.15
(:I_.E_,Lnri MQ(H—I hr\ £7ARJ_G(1I—| rﬁ 6.91-6.,92
oMo nPropersiesyg (1H, ny, 7.41-7.46 (2H, ),
ynd2-7.54 (1H, nm), 7.66-7.68 (1H, m. white crystal
p 195 1C 302 - Properties of Conpound (45) in Table
PR~ MR per ¢A0Ed ;anppmNo. 0 . sTH-(NMR 8, ( CDER38 Bpi)) 0.89
(36H,dd,J36=688 Ht3), O.B0 (BB, d¢, 3J=86.8 k&), 1L.O5 (3H,
d,J3I6=8.Bizjz) 1. 13B713H,94 d2u)=h) § 2Z)0-2.86- 2193 m),
3. 48-3548. 49H( Ifd , .61 618,3mdH-3.66 (d#, &) .J =6.8
- 3498, (3Hgsh). 0. 02 A0 Gllds miu, SpBP; 56 090 (2th, br),
m, 6. 612Q1|'(*1Hbr9>r)5-'713@-77310( I, M), 7.28=-7.49 (f}l’!, m) .
, . Qgize%oig@ n, 49 7 53 1H, m, 7.63-7

. (4o (gl TTE.p Hsly gt
m 3R e 9,1 ri’(gg,_d §-.% 100 (3,
(2.634- 2,09 ng ? nggfég ' HQZ_ 2 & _e_n,,)a 2.12-
208, @8”'4 4730 (A3, (h§, ™) n7-80-
(1H q_H(l )k?r), 6.15

7.29- *Z.@r(‘iﬂ) 29/ @é*r?bgd (5H36n7 397?%”7: H, W,77-7.79
J=7.8|1E: Bhite crystal Jnp.,202. 5C 1H NVR 8 (CDC13,
ppn) 1 WR1be enystyl may 20449YC 0 85 (3H, d. J=6.8
Hz), O'OONNR 97 (CBELsmpprd).15-.B32630AH, 096.d.47),1.6.88
(2H, M(3H2.82-2=078 (HH,, 19)..993.(88; 3dAT6818 (H4),, M).00 (3H,
3. 63- BdpOTLAHE M), 3 AD-(1lH6 Y9H)) B Hde-1 HDX 1k, 13,
H hR.08-21181HHpPm), ©.20 ((2H, g I=7.8 HijZ,) 3 749(173, 57
H,  brRH, Tm@/ §188-3.99050KG HZ). 478374 78948(11{ 5.07
.64 (1itH, dory =76 2Hz)1H \M}yrt)e Orwt alampr) 1 2548(2
HNM?JSS(mﬁ, oM (210 &7 (3bl, 30, )=6. 'y HZ)
(3H Hwh J66. SoHZ) | o 92 3H t, J—7 3 He), o 97 (3H

d, J=p \, 8=t 67 (2H—m

2 02- 21( ﬁjc 5% R 156 S;bz)(('inq -89

S 0o bt 43 Gy (1d? g, £ 9.
8927 7Hgb 94 7( 2 ‘(71%'5-“’*7).14’5?- H,(2H,
2”)9 79’ g_ ) é]H 6 \Xé tem 'r 8{:{" 3[]‘]%53 (2H, m),
19 9%02 b2 0167 brgh, 6.99
m) , 1”1’11 15 "2)0 (r%)“ i‘r4é i §7H@2,H 7.hL (RHg3di. 928.3
(1H 12 2. 00- 2 06 (1H ), 3.46-3.52 (1H ),
qnn-qf@ftqﬁ@ 9 683 3.78-3.90 (3H m, 4.06-4.10

(1H, [MH-NBR18 (QBCld, ppde8. 038538, & 2T<6Llg, HE) ,JBl89
8 Hz)| (3H,. X (TH6.8dHzJ570. 89 wa dl- 2661929120 1Hy . BY (3H,
2¥036-M 5 U<&3H, HY) ,, 17264(311H,t 37 48 k) g9hike o)
RSB ol Sl g Tl o

7 3242-
2. 04 .09 (IH, ), 3. Z18-3. be (L)ﬁ 3lly64 g oﬂslﬁf)( :8 1(1~)4H,3'81—
M, 3.90-3.96 (1H, 1), 685 4.10-4.17 (1H, n), 5.20
(1H, d), 6.26 (1H, d, J=8.8 Hz), 7.48-7.57 (2H m,
7.74 (1H, br), 7.97 (2H, d, J=7.8 Hz), 8.05 (2H, d,
J=7.8 Hz) white crystal m p. 172.5C 1H NWVR S (CDC13,
ppm): 0.76 (3H, d, J=6.8 Hz), 0.87 (3H, d, J=6.8 Hz),
0.90-1.01 (6H, m), 1.19-1.28 (4H, nj), 1.52-1.68 (2H,
m, 2.03-2.09 (1H n), 3.48-3.56 686 (1H, ),

PN NN PN s NN N NS AN o~
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Conpound (46) in Table 2 Conpo Properties and No.
1HNWR 6 (CDC13, ppm: 0.74 (3H, d, J=6.4 Hz), 0.84
(3H, d, J=6.4 Hz), 0.89-0.98 (6H m, 1.14-1.26 (6H,
m, 1.47-1.67 (2H, m, 2.00-2.08 (1H m, 3.47-3.54
687 (1H, m, 3.64-3.72 (1H, m, 3.86-3.90 (1H, :
4.06 4.13 (1H, m, 4.85-4.92 (1H, m, 5.06 (1H, br),
6.19 (1H, d, J=8.8 Hz), 7.45-7.55 (2H, m), 7.73 (1H,
br), 7.94 (1H, d, J=7.3 Hz)24%.03 (1H, d, J=7.3 Hz).
white crystal mp. 189.1C. 1HNMWMR 6 (CDC13, ppm

77 (3H. d, J=6.3 Hz) . 0.85- 1.00 (15H m
1. 16- 1.|28 §5LH LHy) m1. 5095-8897 2HHmm) , £ .88 1183 prh, 6-17
n), 2.0GH. 6&)(1H,.0% (18,403, 56. 74 H2H88,nJ=8.3 Hz), 7.73
3. 66- 3.|9RH,414, W=8.8. B@I4.16 (1H, m), 5.17 (1H d),
5. 20 (AlMhicte F<9i8 Hz), 7.47-7.57 (2H, m), 7.75 (1H,

A d(cBet,,8 ,
2/Ir1i)te Crg}ﬂ&gﬂs (Cda %@é 8. %%(ﬁ%% gp%zméé)l 808?3}1,

. 76 §§Eﬁ & *ﬁ?&ﬁgz') 200§§? % Tg,:)% HZk7-1.92 (1n,
; ; & A H, ' 4 (3H, s),
251 11 (1 ga,(j}ﬁ g § ot L8 27 6186 s,
ﬁlﬁsﬁ;l 3 pLALH i 328 g fl' ?0%_'% 1% 0, m) . 7.00
1H, d,ﬁ?% ,g67 Z?fH Pc’i, Blg. 3 Hz). 7.27-7.31
It Dokt atesin: SISt Ty e ey oo

N, J=6.8 J86=6-(83H2 d, 0328, 83 )d, o) gH BH2z)p, 1.00 (3H,
9=7.3 Iﬁ Y 33), d.83=4.82H¢3H, Qno6-21. 040218, (Af, m),
1253 %5 HzB) 811.(58, 1mbA 1M (BH, ©5)64-31866 (1H,

|76 QL6 - 99, (231,91) , 369582 ( LHi, M) 4. 19547147 3BH, m).
Ovilte sblid=7.8 Hz), 6.32 (1H d, J=8.3 Hz),

l_

253 (3 .gn)

1H, m|mp2. 033-9401598969]!2@1|—|m)n)§-13549u8,. 55)(,114,. 1§) ,(1H, br),
3
2

725730(1H m, 7.62 (1H, dd, J=2.4,8.3 Hz), 7.74
(1H m, 7.99 (1H, dd, J=4.9,6.8 Hz). white crystal
mp. 197.7C - 305 1H-NWMR 8 (CDC13, ppm: 0.78 (3H, d,
J=6.3 Hz), 0.85 (3H, d, J=6.3 Hz), 0.94 (3H, t, J=7.3
Hz), 0.98 (3H, d, J=6.8 Hz), 1.22 (6H, d, J=6.3 Hz),
1.53-1.57 (1H, m, 1.62 (2H, m, 2.04-2.09 (1H m,
3.50-3.56 (1H, 692 m), 3.63-3.68 (1H m, 3.87-3.91
(1H, m, 4.10-4.12 (1H m, 4.86-4.93 (1H, m, 5.06
(1H m, 6.20 (1H, d, J=8.8 Hz), 7.28-7.31 (1H, m,
7.62 (1H, dd, J=2.4,7.8 Hz), 8.01 (1H, dd, J=4.9,8.8
Hz). white crystal mp. 224.9C "'H NWR 8 (CDC13, ppm:
0.78 (3H, d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.90
(3H, d, J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz), 0.98 (6H,
d, J=6.8 Hz), 1.20-1.25 (1H, m, 1.51-1.53 (1H, m,
1.54 (1H, m, 1.86-1.91 (1H, 693 nm), 2.05-2.07 (1H,

m, 3.51-3.54 (1H, m, 3.67-3.69 (1H m, 3.84 (2H,
d, J=6.3 Hz), 3.90 (1H, dd, J=6.3,8.8 Hz), 4.10-4.11
(1

H m, 516 (1H m, 6.21 (1H, d, 388Hz)
7.28-7.31 (1H, m. white crystal mp. 207.0C 'H NMR 6
(cbC13, ppm: 0.79 (3H, d, J=6.8 Hz), 0.85 (3H, d,
J=6.8 Hz), 0.93 (3H, t, J=7.3 Hz), 0.98 (3H, d, J=6.8
Hz), 1.22-1.26 (1H, m, 1.40 (9H, s), 1.51- 1.54 (1H,
m, 1.62 (1H, n), 2.04-2.06 (1H, nm, 3.57 694 3.64
(2H, m, 3.79-3.83 (1H, m, 4.07-4.12 (1H, m, 4.98
(1H m, 6.17 (1H, d, J=9.3 Hz), 7.25-7.30 (1H, m,
7.62 (1H, dd, J=2.4,7.8 Hz), 7.72 (1H, m, 8.00 (1H,

dd, J=4.9,9.3 Hz). white crystal mp. 208.8C - 306 -
Properties of Conmpound (47) in Table 2 Conpo
Properties and No. 1HNWR 6 (CDC13, ppm: 0.64-0.80
(6H, m, 0.94-1.01 (6H, m, 1.16-1.25 (1H m,
1.55-1.76 (2H, m, 1.97- 2.07 (1H, nm, 3.46-3.57 (1H,
m, 3.60 (3Hx 1/3, s), 3.66 (3Hx 2/3, s), 3.78-3.96
(2H, m, 4.14-4.22 (1H, 695 n), 5.21 (1H, br), 6.34
(1Hx 2/ 3, d) 673(1Hx 1/ 3, d) 760765(1H n)

— e — e g — g oy oy o e ' N N N oA



(1H x

1/3, d), 8.49 (1H x 2/3, br). white crystal mp.

174.6C ' H-NMR 8 (CDC13, ppm): 0.66-0.80 (6H, m,
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, n), 696 4.02-4.20 (3H, n), 5.20 (1H, d), 6.37
(1H, d), 7.60- 7.64 (1H, m, 7.74-7.79 (1H m,
7.84-7.88 (1H, m), 8.07-8.14 (1H, m), 8.26-8.33 (2H,

m, 8.

49 (1H, br). white crystal mp. 170.7C 1H NWVR 6

(CDC13, ppn) : 0.67 (3H, d,2456- 8 Hz) , 0.78 (3H, d,

J=6.8

Hz), 0.93-1.02 (6H, m, 1.14-1.26 (7H m,

1.56-1.81 (2H, m), 1.98-2.04 (1H, m), 3.49-3.55 697
(1H,PrYpe kit D9GomPbund) (16) 1ih 4adlle( BH, ~ ), 4. 84-
4.89 (1H, m), 5.12 (1H, d), 6.27 (1H, d), 7.60-7.65
(1H m, 7.75-7.79 (1H m), 7.87-7.90 (1H n), 8.07-

4Ll ﬁ’)l_ﬁ oW M| Q N L1

Cortg |
N8H,

832 \Lrl, ||y, o, U ("ITT, 1'31) —hr-te

ﬂOpé’“z‘%é 0C 1H NMR 6 (CDCL3, ppnm) : O.66-1.01
m, 0 18-1. 25 (1H, n), 1.54-2.04 (4H, m),

048 3 56 (o4 ny 374 3.04 (3H )y 4 114 21 (1H

m, 5.

7.74- 1

n,
L

38-NNR), 8 d{CD@L327PBDB: (A+85 d§3H,7.960-37 =65 8( HR) , nf; 89
(B4, ( T, Iny6- . BZ), 70 028 (M, W), J8=6788H22, (1HD0 (3H,

8.|25- & 35.62Hz) i) 1. 48, 481, 11, Br.B4-WhiBOe (3Hysmal 2.09-
180.19C (1H30m) ,* B ARR( i @DGL3.. 63p73)- 650.(68, (8H, 3,83

HAH, @d78J E8H3, @, 8 JHH). 8 HB)Y, (BH93s1,08.08H3. 89, (1H,

1.21- 116 @llH4 (AH, BrB8 ¢9r H, H,42 EBH3 H:), 6.11-6.91
1.55-1.(@81,(ahl, M.p3 1188-2c02 'I(.M—WTWB 32H3-3) 58 (1H,

m, 3.

White93002H, 699 m, 4. 13 .19 (1H, m, 5.03

(1H,

(IH IHJnﬁRSS %\Zdzo%mgi pmf 1Mh 033?!8 3,75 6/ g5U%1 68, 91

{% A “5‘? PR goy02 o8

whi t e (_:__r’ .s} m 7 Ib

%52'1‘%1 g" vgé( 3,63 i% %Hfgél
H o1 ' § (1,

(o Moyl 34%%1&&).7@-06@ 3ot ggf“bg s (2h,

.?&(ﬁ gg;964(1Hd J=5.9 Hz). V\,hlte
4OALs 593870 11 NWR S (CDC13. ppn) 0 71-0Q 83

308 -

(6H, My H-XMB4S 1(QRS1s¢ 6Ppmiy 0.BIL76H, 38, (IH=6rp, Hz), 0.91

1.(8%, (2K, InF6.2. B2, 70002.(38, (8H, In¥7.3. 48} A.RA2 (3H,
, 5. ¥8.81Br) br),8& 1201 IRH,dmn) J=8.80Hr)H, m), 3.45
(98, (2H, B)658(DB- 80)22 3(.3R, (2H),dB. 26=6 13, Hdr,) ,3.88-

13H90d(lﬂ,—-5m)4, HE)95+thiX7e (QHyshal 0 po0 179, 58x)y, 6.35
Ridpebt) s7089 Corpouwnd ,( 48p7+n. §ablk ey mCompm3-7

Propert(ikds mhd No. 1HNWR S (CDC 13, ppm: 0.72-0.82 '

(6H, NMWhiGe9delid@6 (13H, m), 1.55-1. 83 (2H n,

2. 03- DIRBNA R (@Dc1§ 4I§Pm g(sr(| 4 261 I

m, 4 $6H4 93 ¢1H 49 z , 2 0 %)51“029?31-1
d, ‘]_ &lZ;G g l$4)' ’H mﬁs% 2.16-
2?6854 zi?zbq%ﬂ § 5'5 |86 8
He), D, ’CZQS]% 7]}_%)699%5‘? 5 )7 29 9—&’ .
0.97 éd%i].:% 2.9 po7¢ ,EL. m) 5
c+H—m 1 14 24 (AH—m gnn')nR (1H m

3. 41-B. l‘tRl , <¢@§lm) PR 64-03866(§1;1H dmyJ 2667 H8H. ,0.90
s), 3| 6388 .93 {1%6-8 M)z) 410804 (3R, (dH,J 6. 6.2 ( 1HO2 (3H,
260y, pde6T (1648 B#3),, 17.244-(BHA9d( 1, =61)3 Hz)80-U.B5 (hH, d, J
m, 8/ 96-38.H4) ( 2H87-N).92wHilHe myys2zal3-mipr L. m, 3.33
1H NVR(BH( GDIGL3 . PpiB.770.(14, (BH, 3.86=5.8 Ha, 33.92-
(3H, d, J=6.8 Hz), 0.93 (3H d, J=6.8 HzJ, uw(m

t, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz), 1.50-1.53 (1H,

m, 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, n), 7.81-7.85 (1H, n), 8.04 (1H, br),
8.08- 8.11 (1H, m. white crystal: mp. 161. 8C 1H NWR

S (CDC13r ppm: 0.74 (3H, d, J=6.8 Hz), 0.82 (3H, d,




707 (

1H, ), 3.55-3.69 (1H, m), 3.85-3.89 (1H m,

4.05- 4.12 (1H, n), 4.83-4.91 (1H, m), 5.10 (1H br),
6.19- 6.20 (1H, ). 7.44-7.52 (1H n). 7.79-7.85 (1H,
m, 8.04 (1H, br), 8.07-8.11 (1H, n). white crystal:
mp. 201.8C 309 1H NMR 6 (CDC13, ppnm): 0.75 (3H, d,
J=6.8 Hz), 0.83 (3H d, J=6.8 Hz), 0.92 (3H, d, J=6.
8 Hz) , 0.94 (6H, d, J=6.8 Hz), 0.96 (3H, t, J=6.8
Hz), 1.15-1.23 (1H, nm), 1.60-1.71 (2H ), 1.86-1.91
(1H, n), 1.96-2.05 708 (1H. %3 3] 40 3.48 (1H, ),
3.66-3.71 (1H m), 3.83- 3.90 {3H 4.07-4.09 (1H,
m, 5. 21 (1H, br), 6.21- 6. 2341H Iﬂ 7.44-7.47 (1H,
), 7.8B.P7831Q1HN) m) 4.838. OB K, D), 38H6,84107( 1k, br),
M) . whiltée 10r YaHal d, nUp=7 17 HBC THIVR 16, ( 6BCL37.ppAY: 74 (2H,
0.76 (3kk),d7.306780bkz 200.82. (3H, d, J=6.8 Hz), O0.92
3H, d,| wh3i®eB8sbz)id 0. 97 (3H t, J=6.8 Hz), 1.12-1.27
1R m 1H1N JE& 599 \J 17(’@ Z97 0.94
2H, my, Zé s(g z ) }f‘%ﬁ@ . 1.02 (3H,
8.56-3. 787 8%,2 (3H
5 G m), &2 ’ y 3.37
LYSIEE 7 gul 82 821-10 vyl 3,87
; ) 9 H i 7.52
: 9. ?[ z Bg "0 Sl
| G BAT A2 R %; : ’dm)J' 67 H;( d97J( ok 3 Hz)
_ dm 3.44-3.49 (1H Q_!;R-Q 67

n'po

HSNKER ¢ 3(£D C's])a: pPBMB7Y- @ 23 (@H ohr) J 4£608- Hz15 0.99
m|, (68.,18,5266( 8HHzY401 n§2 @2 /1K, —lﬁrﬁ Hz), 1.41 (9H,
6.66,(1Hﬁ6wﬂ,91.$®H(1mﬂ,t2.l4hﬁi2@ HAH, ®)4137237(1H,
m|,m)7%. 33 8QtH,. 88, (3EB.8) Hz3,95-3.@7 ((1H, o),IJ4888 (1H,
whikrg ,créydiBal(1Hm pr) 189. 5L AH) brPr,oferB8s 7af (2H, m),
urd .(949)7 .i97 Tall,em?. Conpo Properties and No.

H NVR |ni€BCE31igpm) : 0.72 (3H, d, J=6. 8 Hz) , O.83

(3H,
1. 20-

d, J=6.8 Hz), 1.0 (9/3H, s), 1.07 (9/3Fk2, §),
1.26 (3H, ), 1.96-1.98 (1/2H m), 2.03-2.06

(1/2H, n), 3.55-3.66 (1H, n), 3.85-3.89 (1H, ), 4.04

711 4.

6. 63-
n,

cryst

(3/2H, d, J=6.8 Hz), 0.73 (3/2H d, J=6.8 Hz),
(3/2H, d, J=6. 3 Hz), 0.82 (3/2H d, J=6.8 Hz), 1.01
(9/2H, s), 1.06 ( J=5

1.17
1.22
2.01-
(1H,
6. 06
br),
(2H,
cryst

14 (2H, m, 5.12-5.14 (1H, m, 6.45 (1H, br),
6.65 (1H, m, 7.28-7.32 (1H, m), 7.40-7.48 (2H,
7.52-7.54 (1H, m), 7.65-7.68 (1H, m. white

al: mp. 173.0C "HNWR 5 (CDC13, ppm: 0.69
0.77

9/2H, s), 1.13 (3/2H, d, J=5.8 Hz),
(3/2H, d, J=6.3 Hz), 1.19 (3/2H, d, J=5.8 Hz),
(3/2H, d, J=6.8 Hz), 712 1.93-1.98 (1/2H, m,
2.05 (1/2H, m, 3.59-3.65 (1/2H, nm, 3.84-3.88
m, 4.00-4.05 (1/2H, m), 4.07-4.14 (1/2H m,
(1/2H, br), 6.45 (1/2H, br), 6.63-6.65 (1/2H,
7.00 (1/2H, br), 7.28-7.32 (1H m, 7.40-7.48
m, 7.52-7.54 (1H, m, 7.65-7.68 (1H n). white
al: mp. 153.5C "H NWR 8 (CDC1l3r 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), 0.83 (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,

m, 3.

(1H,
br),
(1H,
- 311
0. 85
1. 00
(1H,
3.67
5.18
7.28-

43-3.61 (2H, m, 3.76-3.80 (1H m, 4.00-4.11
, 5.00 (1H, br), 6.45 (1/2H, br), 6.63 (1/2H,
7.29-7.32 (1H, m), 7.40-7.48 (2H, m, 7.52-7.54
m, 7.64-7.68 (1H, m. white crystal: mp. 132.3C
"H-NVR 8 (CDC13, ppm: 0.75 (3H, d, J=7.3 Hz),

(3H, d, J=6. 8 Hz) , 0.95 (3H, t, J=6.8 Hz),
(3H, t, J=6.8 Hz), 1.33-1.49 (5H m, 2.04-2.07
m, 715 3.41-3.50 (1H, m, 3.60-3.64 (1H m,
(3H, s), 3.87-3.91 (1H m, 4.25-4.39 (1H m,
(1H, br), 6.20 (1H, br), 6.60 (1H, br),

7.39 (1H, m, 7.43- 7.51 (3H, m, 7.65-7.68 (1H

M. white crystal 1HNVR 8 (CDC13, ppm): 0.75 (3H, d,

J 7 3

Hz), 0.86 (3H d, J=6.8 Hz), 0.96 (3H t, J=6.8

N NN L\ A PN oA ~ -




br), 6.61 (1H, br), 7.28-7.39 (1H, ), 7.43-7.51 (1H,
m, 7.65-7.68 (1H, nm. white crystal - 312-313 -
Properties of Conmpound (50) in Table 2 Conpo
Properties and No. 1HNWR 6 (CDC13, ppm: 0.91-1.00
(6H m , 1.16-1.28 (6H m, 1.39 (3H, s), 1.43 (3H,
s), 2.04-2.12 (1H, m, 3.71 (2H, d, J=5.9 Hz), 3.81
(1H, dd, J=6.4, 7.8 734 Hz), 4.85-4.92 (1H, m, 5.18
(1H, d, J=7.8 Hz), 6.33 (1H, br), 7.27-7.31 (1H, m,
7.42 (1H, dt, J=1.5, 7.3 -Hzd7 7.51-7.54 (2H, m), 7.62
(1H, t, J=6.3 Hz), 7.67 (1H, d, J=7.8 Hz). white
crystal mp. 106.1C 1H NWVR 8 (CDC13, ppm: 0.78-0.95
(6H pr9perkik® (©FHCohmpouda7(B7Hz)n Tablil 2. 20 (1H, m,
3.82-4.10 (5H, m, 4.80- 749 4.86 (1H, m, 5.07 (1H,
br), 6.04-6.10 (1H m 7.10 (1H, br), 7.28-7.50 (4H,

1) -—76f 1H 8—Hr)——whi-t-e—s ot-e—tH-NVR—8
] 1 -8z~ VIO
:5_2_ F &r%r'tl(?s?s 3H, d, J=6.8 Hz), 0.86 (3H, d,

P
.8 )100(6HdJ68Hz)122(6H d, J=6.3
Q

3, 89 (1 1.91 (1H 3 52-3 60 762 (2H
m, 3. é@ M@ls(ﬂipchy PRMDS- 4. B (3HH, dv) J £688- Hz) 900. 93
(1H, M3, 10 F1RS- ﬁ)HZB: 18- QO H,3Hd, dj=9 36H§) Hz), 1.03 (3H,
7.47-7 oBeJ(%re Bnjiz) 7. 1520 1FBHmd, 7 96.C1Hz)d, 1327, §3H, d, J

Hz) , 8.=(559(]:ll-zl,),d,l-8ﬁ71893-lz)1.H,vm¢)t,eZSdISi-él-203121H7 m), 3.32
P bper|tiles of) ,COn@dundH( 5i), i h. B3.€62 (28pnpd, 3.98 (1H,

Pr oper|tddgs Jard . 3Nt z) , 1#: 8B/R( B ( @YCU3 =6ppnHz) ,04786( BHi,

d, J=6.18)Hr ). 16. QTH( 34, d, =851 )bz )., 60. 9QH( 6bir) ¢, 8.00-8.03
J=6.8 |H2H, @)998(66-8.089 Jz6, Gn)Hz), 1.89-1.91 (2H m,
2.05 ((MHite) so3idl 763 (2H, dd, J 7.3,4.4 Hz), 3.50

(1M, My §M§56( ci%, PpR) v 6"29 Ud(l'j lb1.00
(1H m @3597_2’903 HgmLg ?28 | 1 88-1.93

/st 8 g
ohi te s ésﬂ( U%ﬁ N§3 iéﬁf '3 %ﬁg}(g % 69g

i
1.01 '

m 25 )'( 1§ g%g’(l , 03%} é)2§ 4’“§ H%)gg
?1321 W llf—_{?nﬁ A-Y,af o) 27?7312133 (rliH 1mq ’24l—|2§ +or

7.47-7 B7NI(@HS {§DC1z, 7BPm| 1H) . 4 , (3H,96., ( dH=6dB Bz¥, 80.95

Hz), 8.(0%, (g, Jd=7328H3) , Hz)00 vaauﬂt,edsom d6 18 BAR 61.03 (3H,

(CDC13d, pgny6:- 80HZB, (BHIL d(9HI=6) ,8 LHBF-]1 .01 8T1H( 3M,, B .18-
» 3107( XHH, mp) , 34487 3(BH (b, ®). 133.(68, 768) 3. 7467 (1H,

or)3. 9102-8604 2KRH Mm) ,5.8.25¢8H29d)246.AB. (1H,

d, J=9wBike) s0¥186 (1H, br), 7.27-7.31 (1H m,

iyt fif’iﬁn“%i%’f?féww“m P Sd@] Gmg gg <3H
R T R
2(12_17§|7 ;#)39%;5154?_@ 475 ,J ‘% %%(ﬂy n‘% b 6031;
4. 00- 4 4;%38.(? ( 92 35 22 %FZhh% B g )7 - 33~
7. 08T k9 ¢

(:, )'39-7.54 (3H,
765769 . p— 179 4C - 315

(
7
= LA

1H NMVR 5 NS 1(§,chpn)pprm) 69 .85H, (38, d=6J87+H8)HzD, 7. 90
3H, d,(35z6d, 8J¥£)8 HD) 84 -(9%H,(3H, d76J=B.¥HzHz), AL 8B (3H,
%28 |d, J=6.8 Be), U.2B-(BH;7d(1P=7n), H4) 911 1209 HHd,
n, 770=8.8048)371(4H1.96 (AH78mB, 82.10+2. 1), (1H, m), 3.40-
3.92-83991(2HH, m), 3.FO-3.686 (LAH, my), 3 78BL4 70134 Ae,Him) |

m, 7.41-7.51 (2H, m, 7.61-7.64 (1H n), 7.65-7.69
(2H, m, 7.75- 7.77 (1H, m, 8.42-8.48 (1H, M. white
crystal mp. 259.8C 1HNWR S (CDC13r ppm: 0.79 (3H,
d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.91 (3H, t,
J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8
Hz), 1.59-1.64 (2H, m, 1.86-1.93 (1H, m, 2.03-2.08
(1H, n) 3.50-3.53 771 (1H, m), 3.64-3.72 (1H, m,

3 90 94 (1H, n), 4.01 (2H, t, J=6.8 Hz), 4.04-4.07

NS ALl




J=7.8 Hz), 6.36 (1H, d, J=8.8 Hz), 7.1.3 (1H, m,
7.28- 7.30 (1H, m, 7.38-7.49 (3H, m), 7.64-7.66 (1H,
M. white crystal mp. 191.0C 1H-NMR S (CDC13) : 0.80
(3H, d, J=6.8 Hz), 0.87 (3H, d, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.21 (6H, d,
J=7.3 Hz), 1.89 (1H, q, J=6.8 Hz), 772 3.52-3.63 (2H,
m, 3.87-3.91 (1H, nm), 4.01-4.04 (1H, m, 4.88 (1H,
J=7.3 Hz), 5.06 (1H, br), 6.14-6.16 (1H m, 7.09

—~ 0

1H, br), 7.27-7.28 (1H, n),,7339-7.50 (3H m,
7.65-7.67 (1H, m. white cryst al mp. 199.8C - 316 -
Properties of Conpound (52) in Table 2 Conpo

Proper fli3e92ardH,Ns) , 3HONVIBIS, (SODCE322p[iH, : bo) 796( 86, (1H,
d, J=6.8l,Ho)}8,.30H86, (301 d(1¥~619 ,HZ). 346790 6( 38K, tn), 7.44-
J=7. 3 H).450.(Q&%,(3MH. d, J=7.3 Hz), 1.00 (3H, d, J=6.8
Hz), 1.3#ite3¢rfabal,mh,pl.SE21E9 (2H, ), 1.86-1.93

TH M) 22 33 , 353 1CH,
(3. 63'2)7(13{6 NQﬁ 8 §1 a;;&#ﬁr .86 (Aéi-l" £6g(——_kﬁ2 gjzéé o.?gH,

), 5.2Q % 5'23 §3- 1, m),
7. 12 (] ,3 %@%z& ), ( "Ez— .'84 ]Tg‘% 2} 2 NERDS (28,
h=6. 8 rgg ’91")‘§ g& % . gl(s?lé 'i'yr Lo m

Hz) | o i §)Hz), 100(3H d, J68Hz)

h_g7 1| @us don@gog (1H ) 3.50 774 3 54

(1H m), Hsﬁ%@ 8. GPQ bk, PRY) : 30 781 (BY (@HJI=9).8 Hz), 0.90
3.85-3.|9GH 14, HF6. 59 4. 0799 18H,md, 9= 193(mrr.=|) bit)Ql (3H,
6.20 (114, 9F6-87HE2, (1HE2bt9H, %)27-1728821( 2H, (A}, @) 392.12-
7,54 (3R 14) (1%,68)7. 876848, 71 (1Hshie Gr.gatal 8m plH, m),
179. 1C| BH8IGVR . 81( CREL3m) pp#) 91 O(BL (S3H, 3d94I%BHS &), 6.17
0.86 (3WH,dpr)=6688EZ)Y1HD. @9 J-=3H3 ¢iz))=6.82Hz)H, 1b2B, 7.37-
(3H, d7.396.(8Hkizk) , 17485¢DH6 S)LH,1m37-1. 90 (1H, ),

2.03 77%h2te0splbd n), 3.57-3.66 (2H, m, 3.82 (1H q,

J=6.8 Hz), 3.99-4.14 (1H, m, 5.00 (IH Dbr), 6.1I8
(1H, br), 7.09 (1H, br), 7.26-7.30 (1H, m, 7.38-7.50
(3H, M, 7.65-7.67 (1H, mM. white crystal mp. 148.5C
IHNWR S (CDC13, ppm : 0.77 (3H, 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 (2H, m, 3.83-3.87 (1H, m, 3.94-3.96
(1H m, 7.06-7.08 (2H, m, 7.18-7.20 (1H, m,
7.30-7.38 (3H, m, 7.43-7.47 (2H, m, 7.61-7.63 (1H,
m, 7.69- 7.81 (3H m, 8.47 (1H, m. white crystal
mp. 172.3C - 317 P 1HNWR 6 (CDC13r ppm: 0.83 (3H,
d, J=6.3 Hz), 0.88 (3H, d, J=6.8 Hz) , O . 94 (3H, d,
J=6. 8 Hz) , 0.96 (3H, d, J=7.3 Hz), 1.84-1.85 (1H,
nm, 2.02-2.04 (1H, m, 777 3.49-3.50 (2H, m,
3.92-3.96 (2H, m, 5.04-5.05 (2H, m, 6.71 (1H, d,
J=8.8 Hz), 7.27-7.33 (4H, m, 7.38- 7.42 (2H, m,
7.52-7.49 (2H, m, 7.51-7.68 (1H m, 7.84 (2H, m,
7.96-7.99 (1H, m. white crystal mp. 234.1C 1H NMR 6
(CDC13, ppm : 0.69 (3H, d, J=6.8 Hz) , 0.76 (3H, d,
J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.88 (3H, d, J=6.8
Hz), 1.74-1.81 (1H, m, 1.83-1.95 (1H m, 778 3.23
(3H, s), 3.45-3.48 (2H, m, 3.75-3.79 (1H, :
3.89-3.99 (1H, m, 4.02-4.04 (2H, m, 7.11 (1H, d,
J=8.8 Hz), 7.30-7.34 (1H, m, 7.43-7.49 (2H, m, 7.50-
7.64 (2H m, 7.75-7.77 (1H, m, 8.45 (1H m. white
crystal mp. 245.3C 1H-NWR 8 (CDC13, ppm: 0.76 (3H,
d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.98 (3H, d,
J=6.8 Hz), 1.00 (3H, d, J=6.3 Hz), 1.89 (1H m,
2.05-2.06 (1H, m, 3.43- 3.48 (1H m, 3.71-3.79 (1H,
m, 3.95-3.99 (1H, m, 779 4.05 (1H, m, 4.43-4.45
(1H, m, 4.76-4.78 (1H, m, 5.48 (1H, d, J=8.8 Hz),
6.33 (1H, d, J=8.8 Hz), 7.06 (1H, m, 7.13-7.18 (1H,
n), 727731(1H n) 739 7.49 (3H m, 7.65-7.67

7 A o, A NS =~ NA N



"HNWR S (CDC13, ppm): 0.65 (3H, d, J=6.8 Hz), 0.70
(3H, d, J=6.8 Hz), 0.75 (3H, d, J=6.8 Hz), 0.77 (3H,
d, J=6.8 Hz), 1.73-1.78 (1H n), 1.91-1.92 (1H m,
3.86-3.87 (2H, m), 3.89-3.93 (2H, nm), 4.44-4.45 (2H,
780 d, J=4.9 Hz), 5.13-5.15 (1H, m), 5.24-5.29 (1H,
m, 5.85-5.89 (1H, n), 7.14-7.16 (1H n), 7.30-7.34
(1H, nm), 7.43-7.51 (2H, nm), 7.62-7.64 (2H m,
7.75-7.77 (1H, m, 8.45 (1H, n). white crystal mp.
238.4C 1H-NWVR S (CDC13, ppnmps90-69 (3H, d, J=6.8 Hz),
0.76 (3H, d, J=6.8 Hz), 0.87 (3H, d, J=6.3 Hz), 0.88
(3H, d, J=6.3 Hz), 1.74-1.78 (1H, n), 1.89-1.94 (1H,
m, Fdpextdies3.o8 Cohdoufll, (88Y 7i8. Bblelld M,
3.89-3.97 (2H, m), 4.60-4.61 (2H, m), 7.31-7.34 (2H
rr), 7. 43 7.44 (1H, m, 7.47-7.51 (1H, m, 7.62-7.65

y 75 1 7(&“, ﬁ'} 846 (11l= ‘i"‘l') whi-te
g%?a Prr%per%é 4C 1H-NMR S (CDC13, ppm): 0.76 (3H,
8Hz)085 (3H, d, J=6.8 Hz), 0.99 (3H, d,
1

b—&q Hzy 100 (3H d- J=6 8 Hz} 1 92 (1H

=7

as
1. 99- 4. "85NMRHD (§DClrg2PPmY6- .87 (3 oh) '33 £5Hz)510.90
(1H, ) (3H3. 6. I=F58( HiE), #)993(3H- 31,9953 He), 1.01 (3H,
4.00-4.06 J=BH8 hiz) ,5122351235 (3, nri) 16874 1(. 9, (&H, m),
J=8.8 |)12-2.08 ((1H, m), Z.97- (IH3L,(D42.4) Hz7,38-3852.60
23H, ) (1H;. 65-,7.36B8EBHBOMI 1H, vl t €3 .Odysit3al, m)p. 4208. 204, q,
' H NVR 5 .GDEE3,, @ps)l (28, 78, (B+2.4,Hz)56.58 OBiz)(1H,0b88, 6.18
(3H, d,(l]1=,6.b8:)|7|2)7 0Q- 980€3I(-EH;JI m\=6..8342).351.(Q8, (BH, 7.46-
d, J=€.8 4%z)(1H]. ®2-.1. 59 (1H, , 186198(4H n,

2.09-72. v&ﬁt(elld,ry@tal3m5ﬂ 325@ 1°]¢-I , 3.60-3.68 (1H

n, 7.
(1H, mfjﬂ

Sl wa@%c %%g 4(3@; T
(

| . Go <é§, bas) | §pd7 (1H,
ﬁ)?oz.( )'2 gé? %gﬁs 3= PEZSH 1§15£1H31§£)(11| 33-7.36
|setreR)3 T 4%y

n. 72 ?lf"" H11’52 é § %53

:)

gfﬂglm iﬁf_ §- ?%élla z | 912) ?5 5<§i¥ (dlz; ];?g gg) Eﬁ' (3H

(2H d, J=7.8 Hz),
1ta¢ CrYSﬁa 0P . 2203# ©H_t_ 1=7.8 Hz)

(
4.04-4. 69N(42|—§ t§DC1s5. PBm{ 1H). 8§ , (@1,3H,( DH6.8) HzT, 08. 90
. 11)(6Hz. 27- 7=818 HiH, 0999 7(BY- A,52=018, HE), 1.01 (3H,

7.65-1.d67 JEBHS HE) , whi 8e-Tr93t@H,mmp., 27116C. 18+ NMR 8m),
% 13,2.52m)(1HQ. 82- 0=054 (24),, ).59-3..52- Q184 m(2H3.82-3.94
.80 ((3MH,dm)J)=6..84Hz}H, Os 87 4.3, (@H,Ja6. 8=2Hz) uzD, 98.09
(3H d,(1B57b3)Kzp,.1%. QBHL.H9 ( THo2m(1H}. Q) JE3H dz), 7.06
J=6. 8 |HaH, br86-1.93-11th MH, %)04724807( 3K, (78D
3. 49- 3wh3 teldryBral 3mb8: 31 6A, o°HH, nr) 3 87 3. 94 (3H

m, 3.9 96 ( m, T
i gm&;w At
RIS “*4 § L
6)2111):2
erl?r 63—1@ Hz)brhr 00- Q%HHH d,
i 3§ %@H(l iy 3. REY7-388%1H, 9) ( 114,46-7.47

m, 357364(2H m, 3.95-4.03
omhlﬁf g_mai@rpg 16P=32°C Hz), 5.07-5.08 (2H,

—~
w

N o
43

QO

5 HONMA H  (DCls7. Borhiz) | o&msmde sy, =6.80H%1LH 0.84

J=8.8 Hz), 7.05 (1H, m, 7.27-7.29 (IH 1y,
.37-7.41 (2H, m, 7.47-7.49 (1H, m, 7.63-7.65 (1H,
. White crystal mp. 188.1C 1H NWR 6 (CDC13, ppm:
.77 (3H, d, J=6.8 Hz), 0.86 (3H, d, J=6.3 Hz), 0.97
H d, J=6.8 Hz), 0.99 (3H, d, J=7.3 Hz), 1.85-1.90
H, m 2.03-2.09 (1H, m, 3.48-3.51 (1H, m,
3-3.71 (1H, m, 3.91-3.95 (1H, 787 n), 4.01-4.03
1H, m, 4.97 (2H s), 524(1H d, J=7.8 Hz), 6.20

— g —

~w~o3zNa
NI T £

V2




788 3.40-3.45 (1H, n), 3.85-3.88 (2H, m), 4.02-4.03
(1H, m), 4.43-4.47 (2H, m), 5.45 (1H, n), 7.20 (1H,
m, 7.28-7.30 (2H, m), 7.39-7.49 (3H, m, 7.62-7.64
(1H, M. white solid 1H NVR 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, nm), 1.86-1.92 (1H m , 2.03-2.07
(1H, m), 2.84-2.93 (2H, 790 m), 3.47-3.53 (1H m),

3.

64-3.73 (1H, ), 3.99-4.06 (1H, n), 4.11-4.17 (1H,

m, 5.87 (1H, d, J=8.3 Hz). ,6914 (1H, d, J=8.3 Hz),

7.

7

05 (1H, br), 7.27-7.31 (1H n), 7.39-7.50 (3H, m),
66 (1H, d, J=7.8 Hz). white crystal mp. 182.1C -

3.
) =
7.

321 1H-(JR 6l,( GDELIB HzD, 70.§BH 61, dJ=6 &6HB) Hz0,85.00 (3H,
(3H, d,|d,JTH6=8.8zHz)1. 00026K3HE ,dJ=<6.=F .Mz Hz)1. 318L3KLH, m),
d,
m, 2.03.521 @H7m)1H4.0P-43038¢B1,7m)(,31,.08) ,(1H, br), 6.31

J=6./8. 9%)(1HL. 82, ( 3HL3d (187608 H)61-B.&5- 1484 flH, 3.88-

99-4.|0AH,1Bxr)n) 6.70. 13H4. 88) (1H 41H7,. 4. §UH(1H) ,d7.83-7.91
8.3 Hr)oH,6m3 BLE3-8d35J¢B43 tiz), 7.06 (1H, br),
27- 7.13hiteHcrystal. 88p. 7250.13H, n), 7 66 (1H d,

J=

o0 (3 R o

7.8 Hz I5e fa P. 02R¢ &)
78 ()-1 NM% Qr@ﬁd% 'pﬂib 0 93&% _Jo—% Lti‘)]’i (())38Z3H,

),’1 ), 2.12-
1. 20-1.|25 433 8; g‘
) %4%&51) g 235 1'1-1 Fales
/] (1H,
4. 13 (2H SHZ
r 1 )I (éﬂ m),
Dr ) , 6. ]Adl_b 7
2H, m) a|m?rf 13) :
-86—(3H e FIHS @_év ( d. 1 R R |—|7\ 0. 98
(3HdJ68Hz)100(Hd,J68 Hz), 1.20-1.24
(6H, n), 1.88-1.90 (1H, m), 2.12-2.14 796 (1H ),
3.45-3.50 (1H, n), 3.52-3.60 (1H, m), 3.87- 3.95 (2H,
m, 4.86-4.89 (1H, n), 5.02 (1H, br), 6.02 (2H, s),
6.18 (1H, br), 6.81 (1H d, J=7.8 Hz), 6.97- 6.99 (1H,

M, 7.33-7.35 (2H, m. white crystal mp. 217.9C - 322

Properties of Conpound (55) in Table 2 Conpo

Properties and No. 1HNWR S (CDC13) : 0.86 (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), 1.87-1.90 (2H, m,
2.11-2.13 (1H, m, 3.53-3.57 797 (2H, m, 3.82-3.94
(4H, m, 5.07 (1H, br), 6.01 (2H, s), 6.18 (1H, br),
6.81 (1H, d, J=7.8 Hz), 6.94 (1H,  br), 7.31-7.34 (2H
m. white crystal mp. 203.9C 1H-NWR S (CDC13) : O0.87

(

(
d
1.
(
3.

3H d, J=6.8 Hz) , 0.89 (3H, d, J=6.8 Hz), 0.98 (3H,

J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.42 (9H, s),
88-1.90 (1H, n), 2.12-2.14 (1H, 798 nm), 3.40-3.45

1H, m), 3.60-3.70 (1H, n), 3.83 (1H t, J=7.3 Hz),

80-4.00 (1H, m), 4.97 (1H, br), 6.01 (2H s), 6.18
1H, br), 6.81 (1H, d, J=7.8 Hz), 7.05 (1H, br),

7.34-7.36 (2H, m. white crystal mp. 170.1C 1HNWR S
(CbC13) : 0.89 (3H d, J=6.8 Hz), 0.92 (3H, d, J=6.8
Hz), 0.99 (3H, d, J=6.8.Hz), 1.01 (3H, d, J=6.8 Hz),
1.22-1.25 (3H m, 1.87-1.92 (1H, m, 2.14-2.19 799

(

1H, n), 3.38-3.45 (1H, m, 3.67-3.75 (1H m), 3.93-

4.01 (2H, ), 4.08-4.14 (2H, n), 5.06 (1H, br), 6.18

(

Cc
J

1H, br), 7.08-7.12 (1H, m), 7.59-7.62 (2H, m. white
rystal mp. 195.6C 1HNMR S (CDC13) : 0.90 (3H, d,
=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8

Hz), 1.01 (3H, d, J=6.8 Hz), 1.22 (3H d, J=6.8 Hz),
1.23 (3H, d, J=6.8 Hz), 800 1.87-1.92 (1H m,
2.15-2.20 (1H, m, 3.27-3.45 (1H, m, 3.70-3.87 (1H,
nm, 3.89-3.97 (3H, m, 4.83-4.90 (1H, m, 4.99 (1H
br), 6.18 (1H, br), 7.08 (1H, d, J=8.3 Hz), 7.30 (1H,
br), 7.61 (2H, d, j=8.3). white crystal mp. 215.2C
IHNWR 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, m ,

P . N A "~ SN — 7 A1 N PN NS PN N




1H-NVR 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,
m, 1.84-1.90 (1H, m), 2.08-2.14 (1H m), 3.53-3.61
(2H, 803 m), 3.86-3.90 (1H, m), 3.98-4.06 (1H m,
4.09-4.14 (2H, n), 5.07 (1H, br), 6.14 (1H d, J=8.3
Hz), 7.30 (1H, br), 7.54 (1H s), 7.60 (1H d, J=9.3
Hz), 8.31 (1H, dd, J=2.4, 9.3 Hz), 8.60 (1H d, J=2.4
Hz). white crystal mp. 233.3C 1H NVR 8 (CDCL3) : 0. 83
(3H, d, J=6.8 Hz), 0.87 (8H51d~ J=6.8 Hz), 0.99 (6H,
t, J=6.8 Hz), 1.21 (6H, t, J=6.3 Hz), 1.87-1.91 (1H,

m, 2.08-2.14 (1H, n), 3.48-3.67 (2H mn), 3.85-3.89
(1HProber8i68- 4fOdoddiind) (19). 8% 88414.92 (1H, ),

4.97-5.00 (1H, n), 6.12 (1H, d, J=8.3 Hz), 7.34 (1H,
br), 7.54 (1H, s), 7.60 (1H, d, J=9.3 Hz), 8.31 (1H,

I n Tabl e 2 Conpo Propert| es and No. 1H NWR 6

/ol Y | - ﬁ o2 (DLl

o a.ﬂOﬁlH, =24 tHz)y—white
dgrist a?rﬁ?eytg%{u 324 - Properties of Conmpound

TP

0. 99 6*lLrN¥R 5JA¥D§192 PPT&’ 8 A-B9A3H1Hd, ny =698 oz b, 1389
(1H, iy 3Hg dp-& ®0-§ Hz) mL-03. d3H3 do 74%6-8 865 ny1.03 (3H,
3.97- 49029 (1h; 8 n¥fz) 5. bel. (B, ( g, InyF6-$ Ha) ( 1h 18, (34, d, J
J=7. 8| F8) 8 Bz Bp 11$9-Bbr95 (71H54mo1H2 89~ 27l"60(J(fLHm)d 3.59-
23F9. 3| Bzbl 81B2 niH 3 kb (Ha. &) ,9339HzJ1HB. &b, (AH6.8B,8.3
J=2. 4| Hz), $h00ed cOYstlH, mp. 4280. 1THIHINMR 6 (TDCA3) 5.03
;0. 7P(Q-BH, bd)lJ&GZB ‘_M-)I, nx.,87 éSHB HZ)I JER2 @ "M'),, br),
0.99 (BHS1¢7.9%6(BHz),, T.83-1.98 (38, m), 71985119P31H,
(1H, k), 280352(14, (dH, n), 3.47-3.53 (1H, 807 m,

3. 63- BwHité 1tkysal 3n.§h (231,.88F, 3.89-4.15 (4H, n),

5.15 ﬂi-l_-LNbﬁQ 63-(ED§1 ) r@ 1% %3 (68, d- 8J8 é"2§ 'Hz), 0.89

7.00- ¥ 3

np Bt b Tl é"gw mwﬂ
2}12228 (§§|t 3_53"} (g8 69 %1 )38, dd, J
= i 4020 e 05,3719,

3 86 ;? 28‘@ Mgp 847 89

26 ﬁ: EE%
7n)L’U‘ > V{}la%éeoirysr&a '?"Pn_g SF‘Z . _9(%1 HZH)) crystal

0 PHKRRLE T3P - 86088, (BH.J (=6 F-612 ,HD). 89

87 s-w H IS H2), 0.90 ( @H@J}eevamz)),agg (3H,

H 9 32683 H7),, 1.85- 1982 $DH,1MH0-12.984-(2H)8m) 1H2. 11~
3l 28LB. 63,809 ,( BrA7m)(LH3. B2, 3B TB-(LH6 njLH,3185 3.84

H, |sy1H3.88- 3 95.8(,3H7 HE), 430984 OB ((IH, ), 9.26 (1H,

H, |oprid) 6 2116 1HHA, &, =8+8.Bz)Hz)7.30 0Q+H7. M:)(,SHI 50-7.57

N
B35°3;

—~
[EEY

m, 7. 688,788 (72187-M).88 WAH} emcy yB1HEl-m93. (A03. 8¢, 8.36
1H NMR(1%6 (ODC13) : 0.81 (3H, d, J=6.8 Hz), 0.87 (3H,

d, Jhiketmolit 00 (6H, t, J=6.8 Hz), 1. 22 1. 28 (3H
m, [PuS@mR. 82 (€dd,, 0B- go 1§3 ;9 2>

(2H, |8dsH,Mq %—%7'33H% z"b g@ b,

5. (leJ s 189121( %’ SI%H s % gg %H%;ﬁ?) 3
7. o ] s

11
35- 7 [

2447 qu éH?%I é 3! Sf ?g % d. R ep2h21-2.30
Hz) %éHf EII 1995 ' g° “%3#‘1 't3 5563851342 2H,
1.18- n’)ﬁs §4‘“ '9% 14,08) 2, 12191¥4 20
m, 3,933 zg 31390283 ™. 3. 93 (1H, ),

3_97}0’ 1 /IQRAQB(1HM504(J.HCI
2477, 3 He M§65199QC1]H/ BpmY =80 880 HAH, &,15-618, Hh1), 0.85

7 3517345 d3HI=f)3 Hzb4 01H ©H, dwhiee. Bryst al oy (3H,
243.3C 1HNVR S (CDC13) : 0.82 (3H, d, J=6. 8 F&) |

0.87 (3H, d, J=6.8 Hz), 0.89-1.01 (12H, n), 1.86-1.098
(2H, m), 2.05-2.11 (1H n), 3.52-3.67 (2H ),

3.84-3.92 (3H, 813 m), 3.98-4.05 (1H, m, 5.14 (1H d,
J=7.3 H), 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 'HNVR S (CDC13) : 0.74 (3H, d, J=6.8 Hz), O.86
(3H d, J=6.8 Hz), 0.99 (6H t, J=6.8 Hz), 1.23 (3H,

- -— P~ A ~ r—- A ~ A N "~ A SN NN 7/ A1

( )




- 3
Pro

J=6.
Hz) ,

1.8
3.4
dd,

m,
6.9

m,

26 - RProperties of Conpound (5A—k—Fable—2Conpo
perties and No. 1HNWR 6 (CDC13) : 0.75 (3H, d,

3 Hz), 0.85 (3H, d, J=6.3 Hz), 0.98 (3H, d, J=5.9
1.00 (3H, d, J=5.9 Hz), 1.21 (6H, t, J=6.8 Hz),

7-1.92 (1H, m, 2.02- 2.08 (1H m, 2.61 (3H, s),

3-3.50 (1H, m, 3.64 816 3.72 (1H, m, 3.90 (1H
J=6.3, 8.8 Hz), 3.98-4.06 (1H, m, 4.85-4.91 (1H
5.10 (1H, d, J=7.8 Hz), 6.14 (1H, d, J=8.8 Hz),

8 (1H, br-t), 7.27-7.31_ gd$._m, 7.38-7.44 (2H
7.61 (1H, d, J=7.8 Hz). white crystal mp. 201.9C

"H-NMR 6 (CDC 13L, 0.75 (3H. d. J=6.8 Hz). 0.84-0.96

P. 0
817

m

9H, m)j, :OJQ@ G6Hz)t, 0326, 86HHz)d, VU=6631Ha3,( 2HB5n)L, 98 (2H,

3-2.10M ,( 2H24mR,. 32. 61H( 3K, <) ,38. (BH,3.547 @1BA BH, s),
3. 6633578 .CEH, (2H) , mB, 82 B4-9U. (BH,4Hy) m) 3. G344-6646 (1H,

1H,  mMm) ,5.7.93( LMK, dbrJ =87 81%7).216. (D5, ( I, d.63=7.89 (2H,
) |

.07 (1H, br), 7.27-7.31 (1H, nm), 7.39-7.44 (2H,

3.8
6. 1

179.
3H, d, 31r6d8 -)681 95

i3

7. 6&u¢kHcr@stA¢7 8 Fh) . white crystal mp.
ocy pm -76 GRS d] & 182 h2) 0. 8281

(g 9?6 % ) s),
T

L 00~

7% %2 ( m)
1-3, »é% r‘;)_m)?gl 9 243

)
4 (lcwhﬂ?: S;emlasol o (1H

7- 1q J=7 .8 Hgz)

L
Wi
820

1.8

7.3

1=6.
Hz)o 1.|00°§-3HHZd, 3=808(1Hg)br)y, 20-81-27 963H1Hm) p), 2.21-2.30

Fro77
te qriisi¥R %JbéDqlses pem) jnf t &0 ctify teﬁ: 6. 31821300 84
APQI (VB e: IZB43 HR) NVR %5(@3b1 . J5684 H3M, 6,96 (3H,
8 HAr, J5608 H3M, d:23)48H8 diz)J=603982)3H1.86 J28, 8d,

8- 1.|9LH,1m) . 38. 18H2. 95, 823X 1BH, ) , 3348633663 (2H,

(2H, m)|m3. §798-97002kRHM M) 4. OBI-4..22 ((2H, f), 5.08-7.20
1H, br|)(2H6. 16 ,( IW68d7.I&7 (B Ha)),. 7.18 (1H, br),

4-7.)ahigeHsomid 7.77 (1H, s), 7.80- 7.84 (2H n).

whi
0.8
0.9

m,
3.6

m,

br),

0.8
3

m)

H-

d
J

m,
7.4

(
(2
6.
(1
1
3.
6.

6.
5
9

J=7.

328
Pro

J=6.
Hz) ,

1.8
n,

H,
H,
1
H,

te crystal mp. 204.0C - 327 F 1H NVR 6 (CDCI3)
7 (3H, d, J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz),
9-1.03 (6H, m, 1.19-1.28 (6H m, 1.88- 1.94 (1H
2.12-2.18 (1H, m, 3.47-3.54 (1H, m, 824
5-3.72 (1H, m, 3.87-4.00 (2H, m, 4.84-4.92 (1H
5.04 (1H, br), 6.18 (1H, d, J=8.3 Hz), 7.26 (1H
7.36-7.43 (2H, m, 7.80 (1H, s), 7.82-7.86 (2H,
white crystal mp. 231.3C 1HHNWVR S (CDC13) :
4-0.92 (12H, m , 0.98 (3H, d, J=6.8 Hz), 1.00
d, J=6.8 Hz), 1.84-1.92 (2H m, 2.12-2.16 (1H
3.48-3.56 (1H, m, 3.62-3.67 (1H, 825 m, 3.82
d, J=6.3 Hz), 3.87-3.99 (2H, m, 5.10 (1H, br),
(1H, d), 7.19 (1H, br), 7.34-7.40 (2H, m , 7.77
s) , 7.80-7.84 (2H, m) white crystal mp. 213.0C
NVR S (CDC13) : 0.83 (3H, d, J=6.8 Hz), 0.88 (3H,
J=6.8 Hz), 1.00 (6H, t, J=6.8 Hz), 1.25 (3H, t,
8 Hz), 1.85-1.94 (1H, nm), 2.04-2.14 (1H, m,
0-3.55 (1H, m, 3.61-3.69 (1H, nm), 3.92-4.04 (2H,
4.11 827 4.16 (2H, m, 5.53 (1H d, J=8.8 Hz),
8 (2H, br), 7.08-7.13 (1H, m, 7.22-7.27 (1H m,
4 (1H, d, J=8.3 Hz), 7.46 (1H, br), 7.63 (1H, d,
8 Hz), 9.89 (1H, br). white crystal mp. 239.5C -
- Properties of Conpound (58) in Table 2 Conpo
perties and No. 1HNWR 8 (CDC1l3) : 0.86 (3H, d,
8 Hz), 0.90 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8
1.02 (3H, d, J=6.8 Hz), 1.22-1.28 (6H, m,
7-1.94 (1H, m, 2.13-2.19 (1H, m, 3.50-3.70 (2H,
3.91-4.00 (2H, m, 4.92 828 4.97 (1H, m, 5.05

(1H, br), 6.32 (1H, d, J=7.8 Hz), 6.94 (1H br),

7.1

J=8.

whi
d,

A ~

1-7.16 (2H, m, 7.24-7.29 (1H, m, 7.42 (1H, d,

8 Hz), 7.65 (1H, d, J=7.3 Hz), 9.31 (1H, br).

te crystal mp. 251.6C 1HNWR 8 (CDC 13): 0.82 (6H
J=6.8 Fh) O 92 (6H d), 1.01 (6H, t, J=6.8 Hz),

~ oA ~ o . U a—




(1H, m, 3.52-3.72 (2H, m, 3.86-4.04 (4H, m, 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, n), 7.24-7.30 (1H, n), 7.43
(1H, d, J=8.3 Hz), 7.63 (1H, d, J=8.3 Hz), 9.63 (1H,
br). white crystal mp. 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, n), 2.12-2.18 (1H mn),
3.46-3.68 (2H, m, 3.88-4.155{7H, n), 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, nm), 7.28-7.39 (2H m, 7.63 (1H,
d, Froplridals. oWhthbRp6hNg! 0)Mikh T283e4€ 1H NVR 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)— 128 (6H 188193 {IH M —212 2 17
%%%‘&’0(' r°Hfr‘fée§3 3.50 (1H, m), 3.61-3.68 (1H,

wndg. [4.01 (2H, m), 4.06 (3H, n), 4.84-4.91 (1H m,
Noos {(1H hr) R?ﬂ(ﬂ—l d, 'IRRH?\ 6.93 (1H Q\

7. 10- | 7H4BMR 284, (GHC1awhpp®) cr§ sl (3M,pd,22961G HzB290.84

1H NMR (BH( CBC13¥ 6. 30H8Y, 10 195 ((B3H, dp) J=6.87H1) 940 (26, (3H,
m, 2|85-2=693(&k),n),23. 434,3.68 J=BH3 HE),318264(8B, d,
(48=6nPB, H4) 061 (361, (B, ¥x)1,5 1(.BH-1bBY, (6H20m[ 1H.21-2.30
), 6.98,(&H, 28)387(86, (IH, B.)4,6-8..30- 7285 LlH 3M6-4.02
7.28- | 1288 mPH, 40p9-4.68 (4], nd,, IJ=1987H2D. (PR} t@), 7.44-
2l . BLp.(3R14mAC 1HEAMR o (@mc;laa ,:709687( 66\ (2H, m).
BuHZ}e, 53109 (3H d, J= 1.02 (3H d,

<
)]
~—+

UL

8 H) .
0, ¢ ?Z%‘% g o '(?5",1 ﬁ_é“g? s Li»%ﬁgﬂ

J
(

7.54

s Héé 5‘% m ot Y. 2.36
%5 # ‘ ﬁ ; 1’%8(1( H’m)d’ 3" ?9 %Z 1 3.93-
(3H ( 2 d1Hj- i i_lHQ4b1()3H6 95
dJ=6 (a HZ?r)ﬂ. ol 3‘-?Hrd ,\]-J5841|-|E}) 83739, fin oy, 7.68
(2H, Tﬁzﬂs dp_3=8gl (H; . 4.03-4.23 (3H,
4 Q5 ha,atmﬁplmi q qn (J_H d__1=9.8 Hz).  7.28- 7.35

(2H, (H-NMBSG 1CBEL2Hppmy): 07804 (GEH, del, J3673 8Hz Hz ) . 84

8. 15 (1BH, dd, 366 43 Hy)),, 12.963 (BEH, ds)J=4HB MR 6 0.96 (3H,

( CDC1BY, : 79688 ¥BH, 1.23=BH3 Hz) J=6. 91H£)3H1das 03%5 %

2?zl), 1J66.83k) d,1.J76. BHzbr)}. 038({3H,. 98, (UE6.18 , HzZhi1-2.30
725 (3tH, gn) J=7.38 HAH, %)8821895($AH sy . 32461-2395‘50(2H
2.18 [d&H, B)9634 562 3B bH, 4mho-3. 64- B3 ri(cle7 @9 7.20
3.88-#1(18, (#H, 685101 ((bH, &), 6.21 (1H

Hz), [wRSté ldb1du), 7.91-7. 94 (1H m, 8 16 (1H, d

J=8. 3] I M8 85~‘Ecbé pfr% %;20852) 3

J. 11

wh :?‘Jcif o°u
(5I9;e %%’;.Itof j%é)&) ﬁer ?%5 néf I'P (3H
(CDCLB}. ¢ ?{Hmd 2 - 3’H1 rsd

28B) | i % %é’b }Dr; é (le,Gng @Z 1-2.30
5 1’2 3§54 1 3’“?355(%%"{1 ' ?2%;1123312)49657382 1F7ngo

3l Wy '
D rﬁ)' .-gf?zg@(irs%; 5.05 (1H, br), 6.25

e m, 739 (1H_br), 7.91-7.95 (1H_m,

8. 16 1:tl|-|NM<13 8J48D8L +z B .:58. 6AH(34, J~1156 H)nz)9. Dlge
264 H, 393H,wm,t =Gr.Bs tal) , mOp95 208 DG 1H-NVB 520 CDG13); (3H
0. 80-(03,9U<6L2HH=Y), 1.230%343H, dy=6 618 ,Ha).271..93

(3H, |d1=&56 M )Hz)L. 71. 884]. B¥) ( 1H 8191, 952. (W, 28 @iEh 2.32

nm, 3.50-4.03 (6H, m, 5.13 (IR _d), 842 6 27 (I
J=7.8 Hz), 7.36 (1H, br), 7.89-7.94 (1H, nm, 8.15

(1H, d, J=8.3 Hz), 8.52 (1H, d, J=1.5 Hz), 9.11 (1H,
S). white crystal mp. 180.3C 1H NVR 8 (CDC13, ppm:
0.76 (3H, d, J=6.8 Hz), 0.86 (3H, d, J=6.8 Hz), 0.98
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.86-1.91
(1H, m, 2.04-2.09 (1H, m, 3.50-3.55 (1H, m, 3.68
(3H, s), 3.70-3.75 (1H, n), 844391395(1H m,

/7 A ~ NS 7 A 1




(3H,
d, J
m, 2.0
H
(
7
m
t al
d,
6

, 2
5 (1
17

25-
1H,
ryst
3H,

84
5.
7.
(
c
(
d, J
J

S.
. 50-

d, J=
6.8
3-
1

2

=6. 8
9 Hz), 1.8

21 (3H, t, J=6.
H, m) 3. 49-
8-3.92 (1H,
7.8 Hz), 6.
rr) 7.60 (

Hz
2.
m, 3.

), 1.

05 (1

8

H d, J= 2
8 ( 1H,
(1 J=
03. 1C - 331 1

1H,

97 H, dd,
2

3 83 J

-
m p.
J=6.3 Hz),
Hz), 0.97 6H,

3- 1. m),203204(1Hm)

3.
1Hn)
7

£

0.
( d
89
b418 1Hn) M2 g & ,846.483 .93, (& 8m)3. %96 -4.02

371-31 ($H 138. 320z, 77285771 286 (B, m) .
leﬁﬂttg@l 2. 3 Hz), 7.70 (1H, m, 7.97

] =
n), 7.6
1H, dd
1H NVR
3H, d,
4273=7.8B
m, 2.0

847 (1H P
1-6.3-8

H
(1 H
o633H3.
(P4 AH . 4 H£484141,8R), (1thom . 26. 084,( 7.44-
A2n )(,1Hz %B
et

Ho e
r 4.09
g O4m)( Aﬁ? g gHgHéFésG o]?%figm)d; o

w QS% (1H-m R?ﬂ(’ll—ld17‘2H7\

6. 23 (1
dd, J=2
) 276, 3
CDC13,
=6.8 H

12 0

| H-NMR) 38 (SDA2), D@2 D.J2-(1B3 1).2H7.180, (1H§9-1.94
428, 8uHz) 2. 40 7BH,1H,) ,mB,-29-3749 1KRH ddy) J=3% 94-4.08
F2H, .mhi § €0 @r5/.S%I (28, pm) 187, BG-LHB NV, m), 7.60-
ppry: (BHBOMY3H, d, J=6.8 Hz), 0.85 (3H d,
yhiQe 99 IBH, d, J=6.8 Hz), 1.00 (3H, d, J=6.8

z), 1.
), 3.5
. 79- 3.
275 (1
1.61-7

1=4.9,8

Vn w W P W W o

A3 (M, 8‘5)(CD¢1§6 n%l OlH7 By, 24057=-¢. §LIH

51§H59d,(13ﬂ:6 %16?(Zﬁ1"§ “’§=6%§ ), ]). 1;) fozz

DFcki 1, 4o é%%“ﬁ@”ed Gt &ty s e
1 ]

B 2&1'1:1) M7 45 77(1 21(71'1"21){”) m)g 10° q"' dd 22 724

247 2 -
s(y\ﬂ&e crysta p .9 . C 33

| /7 ~N\ HIP Ca

Propert
Pr opert

es—of —Conpound—(66)—+r—Fable—2—Cenrpe-

ies and No. 851 1H NMR 8 (CDC13,

0.90-1.02 (12H, ), 1.20-1.25 (6H, m, 1.88-1.93 (1H,
m, 2.17-2.23 (1H, n), 3.20- 3.26 (1H, n), 3.76-3.94

(3H m

, 4.89-4.93 (1H, m, 5.01 (1H br), 6.16 (1H,

d), 7.06 (1H, s), 7.43-7.46 (2H m , 8.20 (1H, s)
white solid 855 1HNWR 8 (CDC13, ppm: 0.78 (3H, d,
J=6.8 Hz), 0.84 (3H d, J=6.8 Hz), 1.00 (3H, d, J=6.8
Hz), 1.02 (3H, d, J=6.8 Hz), 1.21 (6H, d, J63Hz)

1.86-1.93 (1H, M,

2.02-2.10 (1H, m), 3.62-3.66 (2H,
m, 4.01-4.08 (1H, n), 4.87-4.93

m, 3.86-3.91 (1H,

(1H, n), 5.08 (1H, s), 6.17 (1H, d, J=8.8 Hz),
7.16-7.21 (1H, m, 7.34-7.42 (2H, nm, 7.64 (1H d
J=8.8 Hz) 8.03 (1H, d, J=7.8 Hz). white crystal mp
195.5C 858 1H- NWR 8 (CDC13, ppm: 0.68 (3H, d, J=6.8
Hz), 0.83 (3H, d, J=6.8 Hz), 0.99 (3H d, J=6.8 Hz),
1.00 (3H, d, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz),
188196(1H m, 2.03-2.08 (1H, m, 2.65 (3H, s),

P3¢

8. '57 (1
(CDC13,

H s), 3.39-3.45 (1H, 1), 3.80-3.88 (1H m,

4.08 (2H, n), 4.09-4.13 (2H, n), 5.17-5.19 (1H,
6 56-6.57 (1H n), 6.72 (1H, s), 8.23 (1H br),

H s). white crystal mp 221.5C 859 1H NMR 8
ppm: 0.68 (3H, d, J=6.8 Hz), 0.81 (3H, d,

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

Hz), 1.
2.01- 2.

21 (6H, d, J=6.8 Hz), 1.89-1.93 (1H m,
06 (1H, m, 2.65 (3H, s), 2.79 (3H s),

3.40-3.46 (1H, n), 3.81-3.86 (1H, n), 3.92-4.05 (2H,

m, 4.8

(1H m,

crystal
0.69 (3
0.90 (6

A ~— oA

1-4.92 (1H, m), 6.51-6.53 (1H, n), 6.71-6.73
8.22-8.26 (1H, m), 8.58 (1H, s). white
mp 228.8C - 333 860 1H NMR S (CDCL3, ppm
H d, J=6.8 Hz), 0.82 (3H, d, J=6. 8 Hz) ,
H d, J=6. 8 Hz) , 0.98 (3H d, J=6.8 Hz),

PN NN N NS P .




white crystal mp 228.3C 861 1H-NVR S (CDC13r ppn:
0.70 (3H, d, J=6.8 Hz), 0.80 (3H, d, J=6.8 Hz), 0.99
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.42 (9H,
s), 1.89-1.94 (1H, m, 1.97- 2.04 (1H, m, 2.65 (3H,
s), 2.79 (3H, s), 3.43-3.48 (1H, m, 3.76-3.88 (2H,
, 3.98-4.05 (1H, n), 5.02- 5.04 (1H, m, 6.45 (1H,
d, J=7.8 Hz), 7.00 (1H, s), 8.21 (1H, br), 8.58 (1H,
S). white crystal mp 216.3C 862 1H NVR S ( CDC13r
ppm: 0.80 (3H, d, J=6.8 Hz)550.85 (3H, d, J=6.8 Hz),
0.90 (6H, d, J=6.8 Hz), 1.04 (3H, d, J=6.8 Hz), 1.22
(3HtJ68Hz)195201(1H m, 2.03-2.11 (1H,
M, 34 %ef@ﬂess&f @or@o&%"&ﬁ?’ 1n3Té|1§I§ »0 (1H m,
3.52-3. m, 3.89-4 ). 4.09 (2H, q,

J73Hz)412414(1Hrr)515 5.17 (1H, m, 6.73
(1l A 6 Q2 /1l—| r*l 1Q3HZ\ 754(4[4, br)

7

Rﬂf“?@ ?’&%Q%\’Ftlrﬁﬁa 190. 1C - 334 - Properties of
BBﬁ‘pound (61) in Table 2 Conpo Properties and No.
YA-NVR 6 (CDC 13, ppn): 0.79 (3H, d, J=6.8 Hz), 0.81

(3H, d| ‘2888 SHATPCD; OPrBH, 0d78J%BHS diz)J=6. DH{)3H,0.82

d, J=6| 83#z)q, 113 8 6H,) ,d0.886(8HHzd, I=0FB HZAQ (1211 (6H,
863 )| dp2. 79 (BHiz)s) 2.398713G3Hs) 5)3. $5-56- 60 H,1kh) ,MB.. 50~
2791- 4] 106@ 2t2H Mm) 4. RB%143909( 184, M), 2 Ifs-5 .16 (AH, m),

, 6.778.19H1H) )br)6. % 461Hand, bIFS. B. 28)7. 24 63 H, 1K), 7.65-
J=8| 8. &) (2mhirt)e. crystal mp 207.0C 1H NMR 6

(CDC13} wippid sol: B0 (3H d, J:6. 8 Hz) , 0.82 (3H d,

o3

=

J=0.08 $° (kD “é" (F R
T.Z)sé-l. @S o %ﬁ@?{% 2 lgggh q-g: 1.99
(i1 ) (18 78] 0L %gi f 35 el %ﬁ -
(it nb %(1 s T 128 5 'ﬂwm 15, San (ofe (1
br), j%'(l 17, 3358 (3§, %) 637(512?(47 b5r9) m)e 7.62-7.68
cryst 33“183 8C 1H-NMR 6 (CDC13, ppm: 0.80 (3H, d,
1=-6.8 itg) s ?I—ld 1=6 8 Hz) 10'%16HdJ68

Hz) , 1.450N("19H,5 (6DGLil. $5m2.:00. 82 H(3Hy) ,d,2. 1% .3 He)(, 16,89
m, 2. 7(13P(,3Hl, 865 .8) Hz2,80.98H(3%,) ,d,3.45-.3. 5k )(1k.10}1.26
3.52-3. 68H,(1H,, InR8-3.88- 3286 r1),H 1 .m8-14.565-(4H08mf 1H2. 01~
n, 5.|06.Q5H1H,bm), @.88 (K $Hr,),.3.6093.65H2d, AT8.3.94-
BBy, 7.334 1HH, ). 4vbste.T3ystiml o, p4141& ECaéFHWR :@),
(CDC13,5 {52 (1H,0.487 J€8H Hz) J=6.78 HE), 4 J 9% . 1 ﬁ'z") d7.19
J=6.8 H2H, B,00-63H, nd), I7638 Hal, vk 047(30. (2, 47678 1
Hz), 1.HH-.1.28 (3H, nr),190195(1H é

2. 14- Zuilﬁt(elfslollﬂi 3.48-4.13 (6H, m, 5. 10 (1H br)

I

6. 24 (lhﬁNg o 1Z) D75 ny 82 o
(1H M, T;F d! 9‘9’ Pﬁ ) éz g (9211
He) | e (21 g 14= % e '% (
whi te ys%a'8§me %’ 0 g 14 1.77-4.85
b - 2 cigH . (1

2.16-2." 2 4 03’%‘{3 ;B QQ <@87 d, 87-8.3
C1H T @mzﬂd) . 69 d7-397(3Hphr), 7.70 (2H,
7.56-"’g‘lg 776793(2H n, 8.14 (1H, t,

]1=7 g |Mhit Qsﬁail?hH s), 9.34 (1H, s). white crystal

mp. 22H-WCR 1§+ (VR 1S, (EPOL30 AEH0. 96, 128, 9;’&)(12H1911i 28
1.01 (3K@H,dm),JE638-He91 RH)4n(3H1.d4-3=618(Ha) .m), 2.08-
29%82-12934( 21, ), 2.36- B2 s(1H3. nr334é7(fff-105m)(6"5 54-
5, BL5@1ILHDr &) , 88886, @41, ( Hd, 0k6.7, 56:7. ) (2l 18-4 23

n,
m, 7]74TH7. ﬁz (dBemiH, % 92;=(slr3| dy Js7
(1IH, d, J=8.3 Hz), 8.65 (IH o, SI)AUS-H%B t-%ﬁ{sar%)inG 13

J=2.4 Hz). white crystal mp. 204.2C 1H NWR 6
CDC13r ppn): 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,
3.49-3.55 (1H, m, 3.66 (3H, s), 3.75-3.84 870 (1H,
m, 3.92-3.96 (1H, m, 4.07-4.12 (1H, m, 5.20 (1H,
d), 6.25 (1H, d), 7.60-7.65 (1H n), 7.74-7.79 (1H,
n, 788(1H d J=7.3 Hz), 809(1H d 383 Hz) .

. NSNS ~ g, o Y




and No. 1H NMVR 5 (CDC13, ppm) : 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, m), 1.89-2.05 (2H, m), 3.50-3.56 (1H
m, 3.74- 3.83 (1H, n), 3.89-3.94 (1H, ), 4.05-4.13
(3H, nm), 871 5.17 (1H, d, J=8.8 Hz), 6.25 (1H d,
J=8.3 Hz), 7.60- 7.65 (1H, n), 7.74-7.79 (1H, ),
7.86-7.89 (1H, m), 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 crystal mp.,.180.1C 1HNWR 5 (CDCL3,

ppm) : 0.69 (3H, d, J=6.8 Fzf °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.|08LH,2kbr)y) ,7 .3.15218, 5B LHI . 219, (288, &@- IFL g Hd), 7.70
n), 3.87¢3 91 (137.8) Hz4..05-4. 13 (1H, 872 m),

4. 85- 4.|94h {tH, sdmid 5. O9(1H d, J93Hz), 6.21 (1H,

g, J=8.3d3gMr_§- f?gD@lbe 1&4 §/ 1/%1,(%5\1 ”’325 1.50
(- 88 (1 ’é$ . id ) 2.05-
1H, d, 1 i 1|‘1i 3 61
?wwm@%s s
PE, d,| g N ; '= B 19: 19 gl byd s 6.96
2H’ n-)’ r_ 7 (1 / HB géle {IZ ’H,n-)d, J=7.8 HZ)',
4. 05- 4. [10r A"- drg J1'§ )d, 873 J=8.3 Hz), 6.21

1H, d, PSE‘SJ'E?’] ‘}360765(1H m, 7.74-7.79 (1H,
7 frlﬁs srPll¢—7 8 Hz) 800 (1H d,__J1=8 8 Hr)

3. 26 ( IHH-8MRIB8(8DEE),, ppr3t 0185-@, 96 JERIB M), 18.3491.47
1H, br|)(1lvhintle crye8t-dl. 7 plHL9B) /Q IR 5 (1@)CH3, 2.38
bom) 0. @H,(3H,, &.35=6.84HIBH, Ony8 3 (BH, (1di, beh. I=tzB, 7.8
1202 (gHiz)t, 43B-&.H8),(1K,4R) (9 92-6).96l. @%,2.002 ©204-6.08
M), 3. 53t13,8%)(,3H,. 119 ,( 1411 0Br#, 13, B74(4H,Hd Mo= 8530342% 7 71
1H, d, (EPQE&I—IZI)=8@EQ)(,1H d, J=8. 6 Hz)', 7.60-7

1H )| whA.te4s6139 (1H, ), 7.87 (1H, d, J=7.8 Hz),

8.08 (1H, d, J=7.8 Hz), 8.25-8.32Z (2ZH, 1nJ, 8. 49 (1H
br). white crystal mp. 161.9C - 337 1H-NWVR S (CDC
13, ppm: 0.72-0.83 (6H, m , 0.99-1.28 (12H, m ,
1.88-2.08 (2H m , 3.54-3.58 (2H, m , 3.89- 3.97
(1H, m, 4.06-4.15 (4H, m, 4.83-4.92 (1H, m, 876
5.09-5.17 (1H, d), 6.24 (1H x 1/3, d), 6.64 (1H x 2/3,
br), 7.55-7.77 (3H m, 7.98-8.07 (1H m, 8.21-8.25
(1H, m, 8.41 (1H x 2/3, d, J=9.3 Hz), 8.52 (1H x 1/3,
br). white crystal mp. 202.5C 1H-NVR S (CDC13, ppm
0.63 (3H, d, J=6.8 Hz), 0.76 (3H, d, J=6.8 Hz),
0.99-1.28 (9H, m, 1.92-2.05 (2H, m, 3.50-3.55 (1H,
m, 3.74-3.82 (1H, nm, 3.92-4.13 879 (4H, m, 5.15
(1H, d), 6.26 (1H, d), 7.67-7.86 (4H, m, 8.44 (1H,
d, J=5.4 Hz), 8.55 (1H, br), 9.61 (1H, d, J=8.3 Hz).
white crystal mp. 177.6C 1H NVR S (CDC13, ppnm: O0.65
(3H, d, J=6.8 Hz), 0.76 (3H, d, 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 (1H m, 4.05-4.11
(1H, m, 4.81-4.88 (1H, m, 5.10 (1H, d, 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 mp. 201.1C - 338 - Properties of Conpound
(63) in Table 2 Conpo Properties and No. 1H NMR 6
(CDC13, ppm: 0.64-1.09 (18H, m , 1.80-2.05 (3H m,
3.49-3.56 (1H, m, 3.71-3.84 (3H m, 3.90. (1H, dd,
J=6.3, 8.8 Hz), 4.04-4.12 (1H m, 5.19 (1H, 881 d,
J=8.3 Hz), 6.22 (1H, d, J=7.3 Hz), 7.67-7.87 (4H, m,
8.44 (1H, d, J=5.4 Hz), 8.55 (1H, br), 9.61 (1H, d,

J=8.3 Hz). white crystal mp. 188.1C 1H NVR 8 (CDC13,
ppm: 0.70 (3H, d, J=6.8 Hz), 0.80 (3H, d, J=6.8 Hz),
1.01 (6H, t, J=7.3 Hz), 1.21 (6H, d, J=6.3 Hz),
1.89-2.04 (2H, m, 3.50-3.56 (1H, m, 884 3.73-3.81
(1H, m, 3.89-3.92 (1H, mM, 4.03-4.10 (1H m,
4.85-4.91 (1H, m), 512 (1H d, J=7.8 Hz), 6.28 (1H,

— pw N o~ o~ -_— N o~ N o~



white crystal mp. 202.1C 1H NWVR 8 (CDC13, 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- 887 4.14 (1H, m),

5.

(

c

d,

(

3.

14-5.18 (1H, m, 6.22 (1H d, J=8.3 Hz), 7.84-7.90
2H, m, 8.09-8.27 (3H, m, 9.64 (1H, S). white
rystal mp. 185.3C 1H-NWVR 8 (CDC13, ppm : 0.74 (3H,
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,
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.
1
1.

09-8.28 (3H, mM, 9.64 (1H, s). white crystal mp.

86. 7 8-( 6H, ,
Og?rg %gt&l%!§2€|f( @Q’Qﬂgun@me) Q.(n &agr%%’ 2(3 0. ?78 (2H

m, 3.86- 3.90 (1H, m), 4.09-4.14 (1H, m), 4.82-4.93

FOPETtHE§ 7.82-7.91 (2H, n), 8.06-8.28 (3H,

Urﬂd, 9{64 (1H, d, J=6.4 Hz). white crystal mp. 190.9C

Q JHNVR 6 (CDC13r ppmy - 0 86 (3H d_1=6 8 Hz) |
.93 | (BHNMRI,8 JEmClS, Hapm) : 10.B2 ((3H, d, J=6.88HEk) Q.88
.06 (3BH, d, J=6,88H#r) Q.98 UBH{3H, 0-6J86HzB, Hr)99 (3H,
.16 (@4, Jd6.8JES) 8 Hz)3-1L.286-(3H13m( 2HL . B} -1 35&5¢3H ,6Ghn) ,

éf’%’H' mL,.63-867893814, d) ( ZH,05¥R,. 12. §8H4A. b, (IH049.57 (2H,

.90 (h)2H3.D0Y3.82021H, W)3H4.lor)4.62103€,1/RH $ria (1H,
.54 (BERH 6bLY, (YHD4r ), 1/R2e Quh, Br&P, (1{24H7 019, (3H, m),
. 81-779%19¢2H81 M 1u8.86- 8.44 (1H nm), 8.55-8.59 (1H,

m, 9 3919e49r§§,¢—51rﬂ D. @_qige 4y@I low solid 1H-NVMR b

~

N

O3 L3S
T

§TRY

Ino- 1
- Z

RN QG © W e

N
—~ —~©
P H’s'
ISOT

(62}
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1

N_
Dolwh _WZO 2
,O Rt

S

l\)

1,22 T I,
‘f(? 9% 3 é"hsliz)’
2%, 54 1974 'R (3“
|_2|6 , ol % 0 %2 7m),
. g ﬁ' 6 ,g 2 (2H,
" ‘f,sgﬁ ~4. 507 (KR 4. 84 4.87
gr%(g f1tf fl 7. B (U, br)
1387231981 (H¢H B - 900 4. 12
@0 238-90% 5 05 (1H_br), 6.11
"HMR @ H@pCls, g218.:99 . 83H(3H) ,d7. D56 R 2%) ,( IH90
hi 38 ctysi=h . nHz) ,20598C(3H 346, -J+8 @par)i,e9 .00 (3H,
udd {66)8 iHe Tall.d22 (68pmpp PrOpRrHz)gs 1and-1Neo (21,
RS (CDCE3). 98 0(192- 1) 012 (1242, 19, (1H,2%)( 61,54 -3, 58
H2H, ). 843 .818%.@BH,(20) , mP, 159 -2D, 9(21H1Hn) m)3 31o2-
(4H6 M1H,3.196- 3..62 (14, B}), 3 8B 3(1913 ,, M.09 (1H,
186} A. D24 q-IH,50M (384 R, (2H195).816. 1, ( lw;y'
HiE)te 6B tR19%.63H188)2°F. 06 (1H, S) 10 (1H
—111-&»4'142)5 Jééaéfi >(1b' W(;{g’”% T, ), 0. 89
-%,0%246% 1138 D n(f?,Hl “Grezag 2R, G
ré 433@‘3;’ . | 4.70- z? gsﬁi-q A "
( { 6597 (&H, (1 4.961p1H,
7;57' 7‘ EZ r © @1%1b;r)667(fﬁ (EH* br), 7.39-
83- Hﬂ') Mwhite crystal mp.
195g¢! eﬁug.sy.§t4a}krfﬂ1a ﬁwi 9 81-0.93 (6H, n).

o _
-

4.
d,

1.
25?31, 2.01.94 26210 (M, OrP6 B831B3-B. 43-6(.BHHz),, 131691 3274(4H,
H

00 THONMR (BH{CRqL3, 1PD®) 1. 078 63H,m)d, D=B782HAS, (OLD1-

. @), 1985 -3.. 821 3181 fi1H, . 60-1.400Q14, 04) (1bL10)2.17 (1m,
87-4)902(.38, (3H), s5, 08. {1H4. 55 (3H6. &) Hz 3, 06. 18y ( Wk
J39-8.BzB..3 Rz12 81bY-6)04 7.4~ #)485( 16, (M, o, g=8.29

="

62-7.66 (1H, ™. 7.83-7.86 (IH ™ 8 02 t1H—br)-

white crystal mp. 220.8C 1H-NVR S (CDC13, ppm:

0.

81-0.93 (12H, m), 0.99-1.04 (6H, m), 1.87-1.98 (2H,

m, 2.13-2.21 (1H, n), 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
1H, br). vvhlte crystal ~mp. 198.3C 341 1H-NI\/R8

P N N1 - ~ ~ Y ]




t, J=6.8 Hz), 1.88-1.96 (1H, m , 2.03-2.12 (1H m,

908 3.52-3.66 (2H, m, 3.94-4.06 (4H m), 5.47 (1H, d,

J=7.3 Hz), 6.78 (1H, br), 6.85 (1H, d, J=8.3 Hz),

7.19-7.24 (2H, m), 7.38-7.44 (1H, m, 7.77 (1H d,

J=2.9 Hz), 8.09-8.12 (1H, m, 9.97 (1H br). white

crystal mp. 240.2C 1HHNWMR S (CDC13, ppm : 0.77 (3H,

d, J=6.8 Hz) , 0.87 (3H d, J=6.8 Hz), 1.00 (6H, t,

J=6.8 Hz), 1.17 (6H, d, J=6.4 Hz), 1.89-1.96 (1H, m,

2.04-2.09 (1H, m, 909 3.58 (2K, -br), 3.92-3.97 (2H,

m, 4.81-4.87 (1H, nm), 5.39 (1H d, J=7. 3 Hz) ,
RﬂﬁRR(?H m J=8 3 Hz) 718723(2H4’ﬂ

7. 40- 7. |42 1t - 48 , (YH, 7R, ( §R] -8, H2 =26 P Hz)1H,8 br)-8.7235-7.23

1H m| (2HO.03 (1138-HrBOwHilHe BF ys a¥3TA 35 24A,10) -

1H NVR ISR omcigrysie) m.pQ. 289¢8FC d, J=6. 8 Hz) , O.

85- 0. YO'H-AMR B) (CHCO) (Prh) :t 0.876(8H}Hzd, I=858 WAE 0.91-

{2H, 0.% Oder2. Q9 ,( BHo™M(3H3. &@2- 3=658 (}?—zH n, 16 1 23 (7H,

E 76-3.18d) 910, {@H, . 33)(1,!{ 3m92 4. 09-1 24% :? Ho.16
) . 6.8P1fLkh), 0r)aa 6389 GIH 30450583 92% 62

2bi W(fﬁﬁqﬁ 7. 4% Iy My 7524 %8— H2) 04 (18,

-8-' i%’)g@é 2r£11639 (1H,

B ! Vg
b, 230 6C; 4% - OReEi 43m0 ( f e 2
. ' ' Y- =6 5 Hz) 1.00

(3 :

;)7, NYE 8 §EDEh1, B : 818730481 3l Hy T, y.17-1.20

- 3. 6£21 i) m? - 5@'@75g3+q1Hs )m) 8. BEA 067 2{H,mm) , 1.80-
(3 1B, {BH, (MH, Drd)d (GH556.,83.49-
a

[00)
~J
ja ]
=
[

9
P Co
87

2l

'_i
1H,
B. 59
4. 05
bl n),375 42H,00) (28 TR) | 2171,2t7r),7 B 3HH,mAd, whik6e3, 8. 3

yst al| H)p 22400rd QQ-NIWR,SIH(CD'ClB‘i Olghy) :d,0.5838 . (33H,z )d, 6.44
6.8 Hz§lH ,ohgcz (BH4 d1HJ=BrB, Hz)1517.C0 (@M, ¢ch),)7628-7.30
), 1.|080K.3@), d,.33=6.85H£}H, Im1n2-1.25 (3H, m,

L. 90- 1.{9& i(tEHcnystadly.R.1582.47C (1H, m), 3.41-3.49
(1H, m, 3.62-3.70 (1H m, 3.89-3.98 (IH m, 4705
(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, m. white crystal mp 222.4C 1HNWR S
(CDC13, ppnm): 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, J=6.8
Hz), 1.19-1.24 (6H, m, 1.90-1.98 (1H m, 914
2.05-2.17 (1H, m, 3.45-3.48 (1H, m, 3.60-3.65 (1H,
m, 3.89-4.01 (2H, nm, 4.04 (3H, s), 4.86-4.88 (1H,

, 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. white
crystal mp 240.1C 1HHNVR S (CDC13, ppnm): 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,. d, J=6.8 Hz), 1.02 (6H, d, J=6.8 Hz),
1.81-1.97 (1H, 915 m, 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, br), 6.15 (1H, br), 6.87 (1H, s),
7.06-7.13 (2H, m, 7.27-7.30 (2H, m. white crystal
mp 210.0C - 343 1H NWR 8 (CDC13, ppm: 0.89 (3H, d,
J=6.8 Hz), 0.93 (3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8
Hz), 1.02 (3H, d, J=6.8 Hz), 1.43 (9H, s), 1.90-1.98
(1H, m, 2.05 916 2.17 (1H, nm, 3.31-3.37 (1H m,
3.72-3.74 (1H, m, 3.83 (1H, q, J=6.8 Hz), 3.98-4.00
(1H, m, 4.05 (3H, s), 4.97 (1H, br), 6.12 (1H, br),
6.92 (1H, br), 7.03- 7.08 (2H, m, 7.24-7.30 (2H, n).
white crystal mp 213.1C 1H NWR 8 (CDCL13, ppn:
0.82-1.06 (12H, m , 1.23-1.28 (3H, nm, 1.85-1.91
(1H, m, 2.07-2.26 (1H, m, 3.47- 3.54 (1H m,
3.64-3.72 (1H, m, 3.90-4.02 (2H, m), 917 4.09-4.17
(2H, m, 5.18-5.26 (1H, m, 6.35 (1H d, J=8.3 Hz),
7.37-7.42 (2H, m, 7.66-7.71 (2H, m, 8.89 (1H, s),
8.99 (1H, br). white crystal mp. 211.9C 1H NWR 8
(CDC13, ppm: 0.83 (3H, d, J=6.3 Hz), 0.90 (3H, d,

C I
)=




7.65-7.

71 (2H, ), 8.89 (1H s), 8.98 (1H br). white

crystal mp. 249.2C - 344 - Properties of Conpound
(66) in Table 2 Conpo Properties and No. 919 1H NWR
S (CDC13, ppm: 0.83-1.02 (18H m, 1.86-1.94 (2H, m,

2.08- 2.

15 (1H, n), 3.49-3.58 (1H, m), 3.63- 3.72 (1H

m, 3.84-4.03 (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, n), 8.89
(1H, s), 8.99 (1H, br) white crystal mp. 225.5C 922

1H NVR
(3H, d,
t, J=7.

3. 4373
m,

J=7. 8
748 (

5 (CDCL3r ppm :08925(93H d, J=6. 8 Hz) , 0.91
J=6.8 Hz), 1.01 (6H, J=6.8 Hz), 1.22 (6H,
3 Hz) 187193(1Hn)213218 (1H,

m,
7 8-3.94 (1H,
Oégr% (?ﬁ %‘S&ﬁ’seﬂzﬁ(’gz‘“( ?i)‘“’—lblé § 5. 01 ((1H d,
Hz), 6.17 (1H, d, J=7.8 Hz), 713(1H s), 7.42-
H m 7 60 (1H d_ J=8 3 Hz) 7 71-7 76 (1H

om

%

a
NB4- 1

Pp. BreRErtie§, 8. 21 (1H, d, J=7.8 Hz). white
m p. 203.6C 927 1HNVR 5 (CDC 13, ppm:
28 (18H, ) . 1.89-2.22 (2H m. 3.28-3.42

4.95-5
2/ 3, br
7.85-7

B3, s)

(1H, m 'H-NME8-34.(CHCA3H, ppn),: .83 (8H924( 1b-608,Hz), 0.91-

03961keHMm) 6.0L0d L3y &,3, Jbe)s uH) A71 (141X 23 (1H,
h), 71289 (ki x &/,3.1.b)1. 37741Q1Hny< 1/&-bros (1H,
A8, (2th1m ,18. 8%, (&, x2243, (591, 8 373 191"'(29 m),

3. E\@L@eewyﬁ,a'm)m 3. 8%4%1 31 NRB g 1z), 4.00-
4009 (18; 88 (o9, (14648 &'Z Oy 89" é3ﬁ (JEH br),

(CDC13

J=7.3 = 205

173 [Elsosd8 4T A T g
), L W;@gggd Lmﬁp 1]74) 12 3;6,2.1.'_' m, 3.86- 374
2/, E’C pll) o & .z g I=0T 0 HZL/ 57—
& I e By S TR
932 1H Js‘t m),0lg84 . Jug. 28Q—1z)2 08
30Q. 88 %H My, %—?67 8(3Hz)s) 1 03953¢ gi—f’éd (2H=@n)3 Hz)92-3.96
1.00 (BHH: dv) 9. @142)10 13§7-n) 925(2244 (¥, d. 04=82318z),
(1H, m6- 4% BHi( 2, 78 83Hg1, (1H06 nj1H3.182 )(,3H,. 29)-7.29 (2H,

P, 5451 Jb 318 m) 2H7 - 63, (BH,lEm(lH m, 6.15
white S te0 QK. AB0.6°02 (1H, 7.75-7.77

1.25 (sﬂesdmeefs(anHz )y, é@é A

) \H-NMRi e (sDtigf PAm) :93382HDWR &, (5133193 HAPMo .88
(3, o, 6.8 8izh7) 0. 99. 924, (BHI5h. V56,8 Ihg. (31—1

, Mg, 1789-d1..085 ('13"'92:%
my

0.95 (B} Ih6.J6iz)3 Hzl4-11283(18Hm) d.1 K618 sklz);. 1§

1]!4" )'9 Lq8 2H

i% '3 Hz g % (1H,
o1~ ’ = H .) 6.41
B, R g,
d

s %} o d I'|d 935 1H-NI\/R6
= I_I-;\

100 /RI—I r*L

! B2 s 2
i .Hé)f" Ty 2031484 (T, ), 3 A5l (A, m), 1. 20-
- .]8990( 1(|J|,Hrﬂrr}“>r32985é29175( W, m), 8.-2d ((gj;n: s, 3.49-

BPE 1@H ) 173385 ( {24, hT) /83192 UMH, ddd, J38633, 8. 3
Hrg-8 47@0('fH02n)<1H9 G- B OB (LM, w). J-8hBtBz), 6.44
-(13h6 br)pr 6pbAt i &8, f) Cohpiduiid 206 TR HI pmTable28-7. 30
Fridpemi ed - aacn Bb. (IHHMIMR 6 (CDC13, ppnm): O.88
white grusralomop. (BH.6&fC J=6.8 Hz), 1. oo (3H,

18-kiR, 814@31‘1(33%pmﬂ: 1‘54 8(#12) d, = 8§

7
|%5- 2=578( &), b, o2 é P t%g o
3.83 (12H6.9, HIT6- § ) ?23 gﬁ-x 3}\3 (S?g,,s L.,45 _1.57

7. 35 7.
Hz), 8.
solid

0.92

-96- 3. 98 (IH M 5. 08— i+, — i)
38 (1H ™, 7.42 (1H ™, 8.13 (1H d. J=7.8
70-8.72 (1H, m), 9.06- 9.07 (1H n). white
1H-NVR 6 (CDC13, ppm): 0.90 (3H, d, J=6.8 Hz),
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.02

(3H, d, J=6.8 Hz), 1.41 (9H, s), 1.84-1.91 (1H m),
2.14 937 2.19 (1H, m, 3.28 (1H, ), 3.83 (2H t,

J=6.3

Hz), 3.94-4.01 (1H, m, 4.92 (1H n), 6.18 (1H,

— g — — g~ 7/ A1 N ~ A r—-




8.69-8.71 (1H, m), 9.08-9.09 (1H, m). white solid
1H NMR 6 (CDC13, ppm): 0.71 (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=7.3 Hz), 1.23 (3H, t, J=7.3 Hz), 1.87-1.89 (1H,
m, 2.00-2.01 (1H, n), 3.45-3.49 (1H, n), 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 (1H m, 8.14-8.16
(1H, m, 8.27 (1H n), 8.52-H &3 (1H, m). white

Ccr

ystal mp. 168.2C 1HNVR 8 (CDC13, ppm : 0.72 (3H,
=6_._8 Hz) 082 (3H d_ J=68 H7), 0.98 (3H, d

g

J=6.8 Hy)1Hi 00, (BH63-H.6Q=EH M), 210242¢ &2 (B, Ju6. R.37
Hz), 1.87%3H,898) (134461§,50. G 2m00 B1Ril-B) 64 3( Uk, 3uH0 3.84
(1H, m (3H68d@. 70-©3Y, § 1HHal),, 430884( 06, (Bd, m), 5.02 (1H,
J=6. 3, 8] @, HI¥7-8.84) 4. O3 1HH, wuj), J48.38H9) (1H, 13|, (1H, br),
J=6.3 HrY.2%-083¢1HRHM),, 61.15%-71H8 (i}, &) AD- 7643(1HHm) .
M, 7.81wRiBé ¢Aybtad mSPp14-63.58Cc (1H, n), 8.28 (1H,

0.85

, 8.5%1 l7gd (334
PE T N e
54

(CDCL3r F?BH%) d, 0346 ¢

J=6.8 Hy 1]4-51 824 PTAY m

Hiz ,61.396%& 517 (J— Hg i§ Hgm 'm;:

\(]:6’ Sml—t 7547 e ( 8@9'4 %( 14 (1H,
- Tk 2 Ty, 7.19

M, 6.2 , 2292 gt n fpr )’

M, 8.1 2y dg. $28- Z‘g@ 1H,

M- ppnr) Q 73 (3Hd,

J=6.3 Hz), 0.80 (3 6.8 Hz), 0.98 (3H, d, J=6.8

Hz), 1.00 (3H, d, '3 Hz), 1.42 (9H, s), 1.97 (1H,

n), L9 (1H, 941 n), 3.51-3.53 (1H, m), 3.60 (1H ),

3.80 (1H, dd, J=6.8.8.7 Hz), 4.01 (1H, n), 5.00 (1H,

m) 6.20 (1H, m), 7.39-7.43 (1H, ), 7.81-7.85 (1H,

m i

. 8.16 (1H, ). 8.25 (1H,
ol i
90 (3H, d, J=6.8 Hz), O.95

m 52 . e
solid 1IHNWR S (CDC13i ppm) : 0.86 (3H, d, J=6.8 Hz) ,
0. (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, , 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 mp. 227.7C - 348 - Properties of
Conpound (68) in Table 2 Conpo Properties and No.
1HNWR 6 (CDC13, ppm) : 0.89 (6H, d, J=6. 8 Hz) , O .
93 (6H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00
(3H, d, J=6.8 Hz), 1.85-1.92 (2H, nm, 2.16-2.18 (1H,
nm, 3.50-3.51 (1H, m, 3.66 (1H m, 3.77 (2H d,
J=6.3 944 Hz), 3.87-3.91 (1H, m, 3.95-3.99 (1H m,
5.08 (1H, d, J=7.3 Hz), 6.29 (1H, d, J=7.3 Hz), 7.09
(1H m, 7.30-7.33 (1H m, 8.01 (1H, dd, J=1.9,7.8
Hz), 8.43- 8.45 (1H, m. white crystal mp. 207.0C
1HNWR 6 (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 m, 6.17 (1H m, 7.12 (1H m,
7.27- 730(1H, n, 797-7.99(1H, m, 8.40-8.41 (1H,

. white crystal mp. 192.5C 1H- NVR 6 (CDC13, ppm
0.85 (3H, d, J=6. 8 Hz) , 0.90 (3H, d, J=6.8 Hz),
0.98 (3H, d, J=6.3 Hz), 0.99 (3H, d, J=6.3 Hz), 1.23
(3H,t,J68Hz) 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 q,
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,n),815(1H dd, J=2.4,8.8 Hz)88(1H d,
J:1 9 Hz). white crystal mp. 238 6C 1H- VR 6 (CDC13,

Y ~ ~ 7 M~ N1 - ~ ~ NS



947 (1H, m, 3.75-3.79 (1H, m, 3.85-3.89 (1H m,
3.92- 3.99 (1H, m, 4.82-4.88 (1H, m, 5.01 (1H, d,
J=6.8 Hz), 6.20 (1H d, J=8.3 Hz), 7.39 (1H, d, J=8.3
Hz), 7.61 (1 H, m , 8. 11 (1H dd, J=2. 4, 8.3
Hz) , 8.85 (1H, d J=2.4 Hz). white crystal mp.
250.5C - 349 1HNWMR S (CDC13r ppm : O . 90 (6H, d,
J=6. 3 Hz) , 0.93 (6H, d, J=6.8 Hz), 0.99 (3H, d,
J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.86-1.93 (2H m,
2.14-2.19 (1H, m, 3.34 (1H; M, 73-3.76 (1H, m,

3.

3.83 (2H, d, J=6.3 948 Hz),
3.91-3.99 (1H, n), 5.06 (1H,

)
86- 3.
d, J

d, $3 r s 386 n n
2 1%1@&:% EZls 438 rﬁ%&'& &, 24~] g ST
S

white crystal mp. 227. 90 1H-NI\/R
01 (2L 1=6 Q. I—I7\ 094

3.

89 (1H, m,
=5.8 Hz), 6.17 (1H,
56 (1H, 1,
H dd, J=2.4 5%%% Zd 3(24:?&)
(
d,

CDC13, ppm : O .
]=6.8 Hz) 0908

W 1

(3
CTRe :lPrSE%r‘Slii&) 1,01 (3H d, J=6.8 Hz), 1.41 (9H,

1/83-1.89 (1H, m), 2.13 949 2.21 (1H, m), 3.17

NotH m) 3 80-3 83 (2H m), 3.93- 4.00 (1H m. 4.92

(1H,

Hz)

TJH-MMRLA ((TEClg, dem).:3 04z, (38, 3d, (1+6. 8, HIFS.®. 86
/ (B4, (AH, Ja§,8 HAJ (0LK1 dGH, t,l—;tJD 8.8z)Hz)0.9% 8BH, d,
HJ=878. UzHz)1. W .24cr(pst am) m p. 4818, $C Lk NWR ,S2.04-

; 90’0132 PPM18P.ip, (BH6 d3u1=6)8 Bzi2-9, 63 (;(fSH 9. 3.86-

=6. 8 blzyao 0187 hBH 4 Cbo—11—6.18(hrlﬁ) mp; 9§ :( H(lH b)) 66826
Hz), (28, (8H), t6. 9156(181 % 178‘1"?91(@1&3 J=£!T) diz) . 7.66
2.00- 2 (88, (dH, 708 3 Hd6. 3 o

(1H rra,hl@e §d§l@1 (TH m, 4 oo 4. 06 (1H rr) 4,11

(3H, d(Z’Z‘J'-G“)S'

% {ChE D 0a ‘,“5 85
j? H”I')"%g gﬁg)JGqB 4&,098(31{
T 59 12'(‘?7 24 QH » )
‘ﬁ 7d./Té - SSH@r 141 eSthf £, J=7.3
'(6 > | H m(borrﬂa 5) {5 aHd 292-2.10
3)33 3“ oS 6 £3 -%l h=@H M), 3.4933.64
(3H, @), JE61B- 420 (LH9M)3HS. 88
6”8“Hzf21 e & 24=618 1) J=0 .81 H3H, 6192 (1H,
26- (12PB9d(m—7n)? Hz2) 00 26906 2t Hd,mJ=73848z2) .
ﬂgltzemolmd 3.61-3.68 (1H, m, 3.85-3.89 (1H,

J*6-NBR8 58 (&1 3,4 i) 4. 067 6101 94ﬁ61441 S8m4. %0 1(7l|ﬂ 22
5(@9, (dH, 104833758 Kk, M) 15 (42 .63 JI& m*ylz 2.36
2-| BHY )LH3.m7-375691{TH B3N 1 H . 989-3 .&504 1 i m) gs—
6-| 8.8 (2, m)),. swkilte.gyysim nm 5,204 9 E/?Re

( CDCli31z)pprg..920. (46, ( 3H, 7dg . 936,

3
2 8 1 Hg)
. 8 0 no6H, 7dealT6y 3 _0..9 3H gl g
Hz37, (Qfﬁllg(r@ 7. 68 T§H 1&'2%7 180&1%? ,

w
D
©
gn
) ¥

. l U Tt 3—61—3-
(1H ;&% 13 p? ﬁi%‘%*"séi (71’H6 &dHZ » 0.85
Al %1093 3) Heb, 16 61 3K,

H?)451 ibrle24 (8H,

3p&7. § Py I3))=r7 23%‘)2 0§ dHg m n§;36. 034,
(1H, A5t di4Em p) 1QSOQC(1H+NNR
6 (Cf §“7H5§H7 br ’_S%H(“'b bﬁ@ g. |l|2) (2HQ. 82 J¢BHB Hz),

od97Jr% Be)J=6.8 Hz), 0.99 (3H, d,
'zwh;\te §0Aﬁzd(QH s), 1.86-1.87 (1H, n), 2.00- 2.02

(1H, |MisN8R 5- @08 5 Lbhmm) ,0 3603961 16E0, ] , 19§§-

3.79|((2H, od, 1-69819%C® Ha), md.01-4304, égH(lm 12_
311H, |@.14=818, Ha), $.38 (W) J. 3= 9433%) Ty A3y 48 g7 _
(1H |0)827.28; T { 182-4005 G103 fith sy Elgj?- CERA
(1H, | i, wWoich ¢ 6LYBt pls i) 19423 Léﬁt e erk: (RStp
ppm) : 0.76 (3H, d, J=6.8 Mo 78 —(3H—c—J=6-'9— -
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 n), 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:
mp. 173.7C - 351 1H NWR 8 (CDC13, ppm: 0.76 (3H d,




J=6. 8 | Hz}+—5+H4—2—br) , 6.47 (1H;—b+) 842818
(1Hrr),820824(1Hrr),840843(1Hrr)

APCl - MS: M+ 471 white crystal 1H NVR 8 (CDC13r 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, d, J=6.8 Hz), 1.18 (3H,
d, J=6.8 Hz), 1.20 (3H, d, J=6.8 Hz), 1.84-1.89 (1H,
m, 2.13-2.19 (1H, nm, 3.26 966 (1H, mM, 3.75 (1H, m,
3.82-3.86 (1H, m, 3.90-3.92 (1H, m, 4.81-4.87 (1H,

m, 4.95 (1H, d, J=5.9 Hz) 6,15 (1H m , 7.58-7.59
(1H, m , 7.66 (1H m , 78 (1H, m, 8.46-8.47 (1H,
m. white crystal mp. 227. 1C - 352 - Properties of

Conmpound(270)d; nyI@ld aiz3 . Conpo Properties and No.

{H NVR uf GBC1S1 pm) © 0.92 (3H, d, J=6.8 Hz), 0.94
d, l\'ﬁ{ 197 9. 8329 * (Phy ,
6. G?Z—élgD%y é% ”%81? }§8 #éﬁ,zéﬁ,d '35 ((3?:,

967 3. 3 3 73- '7b 1
‘ e PRl T
. )(J’L %5)(1{%”?5 cr ségu(%ﬁ'p d,p783@ Hz),

(3H, d, J=7.3 Hz), 0.97
nOO(QI:I d, 'IRRH7\ 101 (?H

d, J=6.8 HWR b 4QD@@H M) 108821 (3, (dH, J+§.,8 HA3 0.89
968 2. 21(3HHdmJI= @817-12()1H0 AP, (3HB1d,3.846 (2Hz)n) 0.96 (3H,
3.93- 399 J44,8 H§z) ,4.1988F1H24d (28759, Hz)50-6..23 ((1H, m),

. 7.12-066% YUH1HY) m)7. 2338. T3H( 184, B.43=RA A YHH, m),
13 8.4¥-@0-4B. 4 H1Hy) m)whiBt @7€4ys3 al2Hp m) ,1#4.58C (1H, d,

H NVR |6J£8COCH ) ,ppn)32 Q1R4 b3H, 6.859=0L18 PrLZr),, 9. 8)@ (2H, d,
3H, d,| 3=B.8 He), MN.1937( 68, (84, IxH, 8 HO-7 13485(211 9%, 7.63
I )| (210012 58 @lHa)n) 3. 43-3.49 (1H m, 3.63

69 3. 7AHidd g9Lid8.87-3.93 (1H, m), 3.99-4.04 (1H,.

m, 5.19 (1H d, J:8.3 FE), 6. 20 (IH_d, J=8 3 HzJ;
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, n), 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-NWR S (CDC13, ppm: 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, nm, 3.84-3.93 (1H, m,
4.00-4.08 (1H, nm, 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, nm , 8. 47- 8.51 (1H, n). white
crystal mp. 167.7C APC -MS: M- 427 1H NVR S (CDCL3,
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=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 (1H, m,
3.86-3.90 (1H, m, 3.98-4.04 (1H, m, 4.11 (2H, q,
J=6.8 Hz), 5.14 (1H, d, J=6.8 Hz), 6.20 (1H, d, J=9.3
Hz), 7.41-7.43 (1H, n), 8.15-8.16 (1H, m, 8.22-8.23
(1H, m, 8.42-8.43 (1H, m. white crystal mp. 171.3C
1IHNWR S (CDC13, 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, nm, 3.47-3.52 (1H, nm, 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 (1H, m, 8.16-8.18 (1H m,
8.23 (1H, m, 8.42-8.46 (1H, nm. white crystal mp.
204.3C - 354 - Properties of Conpound (71) in Table 2

S~ -~ a



and No. 1HNWR 6 (CDC13, ppm) : 0.76 (3H, d, J
Hz) , 0.82 (3H, d, J=6.8 Hz), 0.91 (6H, d, J=6.3
0.97 (3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz),
1.84-1.91 (2H, n), 2.03 (1H, m, 3.47-3.51 (1H,
3.65-3.67 (1H, 981 m, 3.84 (2H, d, J=6.3 Hz),

3.86-3.90 (1H, m, 4.01- 4.03 (1H, m, 5.18 (1H,
6.21 (1H, m, 7.27-7.44 (1H, m, 8.15-8.16 (1H,
8.22-8.23 (1H, m, 8.42- 8.46 (1H m. white cryst
mp. 179.6C 1H NWR 6 (CDC;l%Z : 0.77 (3H, d, J
Hz),080 (3HdJ68€3097(3HdJ:6.3Hz),
100 d, J=6.8 Hz) 142 (9H, s), 1.86-1.87 (1H,

3. 55%59%’?9%% °92C&a‘§!’ g7 5450 4?"1‘E|T§61;é1% 08 4. 04 (1H,

m, 4.97 (1H, m), 6.17 (1H, d, J=9.3 Hz), 7.41-7.46
(1|—| m 8 16-8 17 (1I—I rﬁ RZQQ’)Q(1HJ§L

Compe_ BPaGPeRtiesy . white crystal mp. 171.7C 1H NVR 6
U(“@DClF,ppn):O?O(SHdJG 8 Hz) , 0.81 (3H d,
Np=6-3|Hz), 0.98 (3H, d, J=6.3 Hz), 0.99 (3H d, J1=68

Hz) , %112—&1\(1&& (CDCl57 . Soriz) ,0.828734, 98, (I#6.8 njz), 0.89
1.96-2,088, (dH, J8).3 H4H8 (BK2 IBH, 3d423374% K4)H, O8F (3H,
m, 3|d}- 3-688(11ﬂ m.,153-19%43.(24, (ﬂd", 4831 984 4105 m),
(1H, .04~ 201©2HHq mpM=2 SsoHZ(BH 5520 2136 BrI=H. 33.44-
3iz) , 53328(“1& nm, R X638 ((1h|, ), 3.96-4.08 ((21# m),
m, 7/98s8. QPH’_f F9s . 8. (%Halnhﬂv\hateJ%ﬁStr?é), 6.87
mp l?fﬂf‘gcbll ,'\Mb@ &z@,C Hzp, 2, iﬁHmd J~8=8.3

8 H 3thp d,q 56
Hz),)pﬁggé%ggl th'J &y éﬁﬂé)g, '51 (3%(%6‘{ 5 HEB) Az) -
1. £ pl'i_'l' é J— C l'léé )J.:. %37 . 7§H\ldn ‘[Z—gi J.) OU%6
1H, : §XC(ay, U3 B3 1307
(3. 69- ?.‘;7‘1'1 fg??r% Rz )gg0-2094 1H°'n*i£71L b 0l K 3H,
m, 4|80-4799 (S]*i 'y 1018 (2l ). oLt AY %1 4m)
30BH, hE:0FT 30l GHH T, Zm35 381 shy 3rf8-3-Th @Hm,
(1H -8%'%,603(14-%1'1'@“?)' whilPe (Rysthl Q]GB RE), 6.21
355 [HRWVRS ( D231 Hphy) /0 77¥9(32{L )= 8 He), 7.31
0.81 | (W, @)/ J7—66% @22‘9, 5. do8¢ 8Hiz N, J:6.3 Hz), 0.98
(3H, |vhiGeeseli®), 0.99 (3H d. J=6.3 Hz), 1.85-1,92

0.

(2H, | B-NMR B6-2D02;( Ihm)ny ,0.8058303H4, SI=6 33 482)3. 46 85
(1H D8BHMd, J78-8B.H ,( DHo1MK3u3. 83 d2H.3 diz)]=6.B6 (3H,
Hz), Bd903=8.93HA)1H1 L, (4H0144. @36(31H1z)m) 11 55211 .04H,gH,
33,;5 J=BnB, H9-6.636 (il md, 37063219 . ¢ %7, 31 3l '1'31{

, TR F.98 (AH 9, 378%948090N4#H )“,') 0(1641, br),
m . V\Jhstmc(mt aAr) . 959Q14C Q#{_‘ MR S (EC1yy, F?Jpgﬂ Hz)
0. 72 (367 dizd =00 )3 910 (3H, BN ) g

9 d 42 (9H

]~ @S

(3H Fundeb.sbifg, 0.9
’ 1 _ﬁ\q)': 0 Shy

;r;?, 0.87" (3H,
197, s?ﬁ,6-8

} m),gg(; 5-1.99
3n37rabi HComjo 3.52-3.58
sn)(cdol 4p|@r?) (181, 78) ¢ 3#, 93~
d, J=6i @8y 1H,0m3 31511 d1HJ=%, F4H)8 Hx) 97 &.38, (dH, d,
J=7. 4 §89-3 6izmg (13@7 (dH,Jk8) 8 HAL (RH23d,3H=8t3 Az, 37.60
Hz), |1(3%. B,87=GLA, Hzi), 2.02-2.03 (1H, n), 3.47-3.51
(1H. |mhit® 6213470 987 (1H, m), 3.88-3.92 (1H, m,
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01-|4HOGMRLEL (ODC1A- bbm) € 2bl 76054 - @ 4) m)D- 41 161,
3%9 J=7(64 Hay)., T G1EL (8, Jzp, 8 @f 305“{11 .08, ?15' 26

m, 7.92 (IH MM, 7.93- fUzj CIH 8 04=8-07 (1t
n. whi t e crystal mp. 162.4C 1H NWVR S (CDC13, 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 (1H, m, 2.01-2.03 (1H, m,
3.48-3.52 (1H, m, 3.60-3.68 (1H, 988 n), 3.85-3.89
(1H, m, 4.01-4.03 (1H, m), 4.87-4.90 (1H, n) 5.12
(1H, d, J=9.3 Hz) 6. 24 (1H, d, J=8.8 Hz), 07 7.09
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m, 2.02-2.09 (1H, n), 3.47-3.52 (1H, n), 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

mp. 173.7C 1H-NMR S (CDC13, 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, d, J=6.8 Hz), 1. 23 (3H t, J=7.3 Hz),
1.86-1.88 (1H, , 20220528% , 3.47-3.52 (1H,
rr),364367991(1Hrr) 393(1Hrr)
4.02-4.06 (1H, m, 4.11 (2H, g, J=7. 3 Hz) , 5.22

(1H d,| 338, 8)Hz2.456(38 (shH, 3.d7-37B08 (1) ,m), 3.58-3.65
.59-7. 6116 Hn) M 3,96-6%x%. (2&,( &b, a181-8.8d- 817 h)LH5. 48

.L018, 12, (3. Mumhi tee %rxst-lal dm =8 1824 8C -7 3% (2H,
Dd(CDQ&3l »eN) 703776(1(14?;Hbr¢,, @88(i'i¥) q0.85% 1 Hz) .
WEEES bBJth 97 (3H d, J=6.3 Hz), 0.98 (3H,
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.8 Hr é
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3.2 mhmn sedida 74 (oH d_ J1=6.3 Hz). 3.83- 3.90
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4H, m) | HNMR GLHCDA);, G0  DH79m)(3H7. 86- J=633 {4H, 0.84

), 7.6p{FH73d( 1H6 HA. 038012301 H:, n§=7 83 28) (1H95 (3H,

. whité, cIy6t@lHm p.1 200. BB, 1d; N¥Re 8 (IGDGL3L . ZPM3H, d,

.é'% (3H7=6l, 8 J6) B Hz45-10.581 (163Hn) ¢, 1J56-B. é42) (110 Xf, 2.25-
) =71 3(Hz) ,m0,. W, IBH3H,ds)J=58.81 Hr3H, 15)23 {3H-3.51

. J=7.B(2#) ,m}l, 87-99-92 q2LH2H, M) , 169552(ﬂ4 (B, M.14 (1H,

. 47-3. 5Br) 1H . 1) , (B1,63,3.024 .9952( 1Hy . &9 (B17%3 k3 Hz) .

1H m | p3l&8ydBldw Hamibdlligd. 08  (1H, n) 4.10 (2H,

Gt O o SN
W) =

g, J=7.3 Hz), 5. 18 (IH d, J=6.8 Hz), 6. 26 (1H
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 mp.
189.9C - 358 - Properties of Compound (73) in Table 2
Conpo Properties and No. 1H NWR S (CDCLl3, ppnm :
0.74 (3H, d, J=6. 8 Hz) , 0.80 (3H, d, J=6.3 Hz), 0.98
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.20 (6H,
d, J=6.3 Hz), 1.87-1.89 (1H, n), 1.95-2.02 (1H, m,
3.49-3.54 (1H, m, 3.64-3.66 996 (1H, m, 3.85-3.89
(1H, m, 3.98 (3H, s), 4.03-4.05 (1H m, 4.86-4.89
(1H, m, 5.11 (1H, d, J=8.8 Hz), 6.23 (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 mp. 191.8C
1HNWR S (CDC13, ppm) : 0.74 (3H, d, J=6. 8 Hz) , 0.81

(3H, d, J=6.8 Hz), 0.90 (6H, 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,
nm, 2.01-2.02 (1H, m, 3.49-3.54 (1H, m, 3.66-3.67
997 (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, 844846(1H m, 9.12 (1H, nm. white
crystal mp. 180.6C 1HNVWR S (CDC13, ppm : 0. 7 6
(3H, d, J=6. 8 Hz) , 0. 79 (3H 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, 998 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, mM, 6.20 (1H, n), 8.24-8.25
(1H, m, 8.30 (1H, n, 8.43-8.46 (1H m, 9.11-9.12
(1H m. white crystal mp. 150.3C 1H NWMR S (CDC13
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,



- 359 1HNMR 6 (CDC13, ppm) : 0.77 (3H, d, J=6. 8 Hz)
0.86 (3H, d, J=6. 8 Hz) , O . 97 (3H, d, J=6. 3 Hz)
0.98 (3H, d, J=5.8 Hz), 1.20 (3H, d, J=6.3 Hz),

1.22 (3H d, J=6.3 Hz), 1.85-1.87 (1H, m), 1.98-2.02

(1H, m), 3.56 1000 3.60 (2H, m), 3.96-4.00 (2H, m,

4.82-4.86 (1H, n), 5.69 (1H, d, J=9.3 Hz), 7.33 (1H,

d, J=9.3 Hz), 7.50 (1H, s) , 8.19-8.21 (1H m,
8.41-8.44 (1H, m, 8.48 (1H, m, 9.11-9.12 (1H m.
white crystal mp. 253.1C_1Hg§YVR 6 (CDC13, 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?@ogef@iesleﬁ&ém&%rfdzw 6)"1 ta 19 62202 (1H, m,
3.56-3.60 (2H, m, 3.79-3.82 1001 ( H m, 3.98 (2H,
d, J=6.3 Hz), 5.82 (1H, d, J=9.3 Hz), 7. 41 (1H, d,
J=8-3 E% ——51—{tH—5)+—820-822—(IH—m—8-42-8-44
iﬂ?}’om, PLIAH, ), 9.11-9.12 (1M, m). white

stal] mp. 244.6C 1HNWR 6 (CDCl13, ppm : 0.76 (3H,
©-)=6] 8 Hz) 0.85 (3H d J=6 8 Hz) 097 (3H d
J=6.3 HH-NMR 8 (CBELs, dhpr)=6087Bz)3H1. 42 {9643 Hz), 0.84
1.97-1| 98H( 24, THG.3B.HH ,1008730592 (184, m),, D 50 3B d,
(1H, mJ=8.BMHZA). 00 (ZH,(3M),, d,5J26. § 1itk) ,rr)],.577.-415.5(91H,1H, m),

9}9 7.pB. §1H . %9, (1H,1818. 2026€2H30M1H8.M)1,- 8 43 ((BH, s),

. 8.P2.§4H3m) ,s)9. M-49-8153( 12k, M), Whide-3d1 d2H, m),
360 - Psope+si®s @H,Canpownd3( (#), ivy)Tabl a2 (1GOME), 7.20
Propert ies, and sNo.s8 HEH,NWR66 (£PC13, M3 )75 (3H

d, J=6 ﬁhﬂza s&nl%hw d, J=6.3 Hz), 0.98 (3H, d,
J=6.3 8 .
). 1| igyla cbpm% 93 EIZ
(1H, rr

396 mc # 4333
%5,@4 L? ﬁﬁﬁ(g‘igﬁ%g 3,6@4@ .
cryst nJ}_‘iEﬂ 172 1(1‘ %igl-l-Nl\/R 6 (CDC13, ppm: 0.74 (3H,

J=6.8 Hz) 098 (3H d

J=6. 3 [HANMB. §9 ¢BELs, @PmI=603791z)3H1 d,3 JH,6 tz)}=6. B6-
1. 0B 38H.dm) ,IH698 KBY, Q. OZ=E.@6iz)2H1.MR, (3H, d,
3. &6 (1L Hz)m) 1.21613000d, 3764.  Hi) L. 43.—8653. 894, m),
%1H, M2 - CA-(3-14. OBH( 1H) , N, 36 4( B~ 4)89 3. kH-3nk7 5189 m),
3. B-BZ4 5LH1H], mJ783396+L)07 2K, @hh, any7-4.82 (1H,
- 8.m95 (SLM2 njlH,8d7398876 KAH, 7.01 ,(1%,36,9538.61Kk),
m. whit.eTryest,ald, mips. 177z LC LHNWR 6 ((@DClﬁl) ppl‘flsg (2H,
0.76 (|34, a8.1=6i28 .Hz), 0.82 (3H, d, J=6.8 Hz),
(6H, d,whlite 3oy, o 98 (3H, d, J=6.8 Hz) 1. 02 (3H

=g 18-k, 51 ’,(73% ?Z gD gngg ?:?H
18T

3@%-? %g ;iH M% anitdh jy o
2.1 %% 4g z 6 (S‘{H
”"gg s ﬂﬁ(s § %Zél igé 5t 1LENR 6

s (2Hp By, (3hl-g.84 (2H,
% ‘(_3t' 3 Hz) 1 03 (3H, d, J=6.3
tﬁogrYé'- Mg (11a1 mE "2 03 (1H, 1006 m,

=
wFTro

%Oﬁ"
1
L0033

-
EL,A@/&)’\(_,Q)Q_

LT rrimi
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1HENKR | 3(GPC13, 6BphILH, 0 /86 (3HB043. 856( 8HHzZ) M) 0. 90
18H, n)d, 4=698 (HH,, n9.946.(BY, (tH, Ja¥.38u1l, §léb ¢
|52- §=558( HEN) , N}, 2B-17.3348. (BB, (i, M 9391395 9138 m),

- 18hRt @4cryBf ah) mP.47-4Q048C(1H364) , L MR éﬁi br) /
1 6.pBNX 1H, Ob¥5, (BH7-1.1=G263 ki) 7.82583, 84
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Ipw
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8Hz)097(]—| d, J=6.8 Fz), U.99 (3H —,

1.24 (3H, t, J=6.8 Hz), 1.85-1.93 (1H, :
3-2.08 (1H, m, 2.65 (3H, s), 3.46-3.50 (1H, 1007
3.65-3.72 (1H, m, 3.87-3.91 (1H, nm, 3.99-4.06
1H m, 4.11 (2H, q, J=6.8 Hz), 5.14 (1H, d, J=8.3
6.25 (1H, d, J=8.8 Hz), 8.02 (1H, n), 8.37-8.39
m, 9.22-9.23 (1H, M. white crystal mp. 193.5C
NMR S (CDC13, ppm): 0.76 (3H, d, J 6 8 Hz) , O 82
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1008 m), 3.63-3.70 (1H, n), 3.86-3.99 (1H m,
4.00-4.06 (1H, n), 4.83-4.91 (1H, n), 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 1H NMR 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- %,932 (1H m), 3.64-3.68
(1H, m), 3.84 (1H d, J=6.3 3.88-3.92 (1H, m,
4.02-4.04 (1H, n), 5.20 (1H, d, J=7.3 Hz), 6.28 (1H,

@, J=8. }Hzae SE W (IH, M 8 37 8 39 @EEOP
572 BRI icpeti ey rV%t , SeidE F%T, 0.us
Fropert ) ¢ I’g) ) (3H,
F:ropert ﬁﬁ c ;;?Z ((%}j

J=6. , , ; .

371. 88 r9)( g{b %" : ({;H
| 43-3. 14 '3 3H
), 3.9 'oo ( )01 ( &%'4 T)SH%l- -84 (2H,

b 6. 23 J 8 Hz 7.12-7.15 (1H,
g 1w ‘Lﬁg %Mstalﬂm o &ﬁﬁl agmm)q 6_(CDC13 m(f)m

.78 (3HH1§JMRJ£6 gDER),, mre3 O(8F, (8H, J&p. &=69 HD).,99.90
3H, d,| 036, 8dHzJ=6.18 Ofz)(,;3H,.94d (3876t 8 Hz).3 HD2- D..BB (3H,
3H, m|dl. 886 .18 Hz)(,1H,.190-11Q62 (24PImP, 0B. {5.H 9HY) ,s), 1.92-
338- 3. 5D. $2H 1Hy) ,m)3. 33-13. GAH( 1bir), N}, 4B- B33, Q04,( &H, 3.80-
. 4. 013(834, (8, ™.,03.08H4.9), (24, OBy 4. 484 2HH,Mbr), 6.19
.06 (1H(1#r)br)6,. 22. Q8LH2HYr X, =837 Hz)L5 1184-1087 7297 m).
1/ 2H, white8. &t 12I,.phr 1 63wWhPte crystal mp. 178.6C

1H-NWVR 6 (CDC13, ppm: 0.79 (3H, d, J=6.8 Hz), 0.83
(3H, d, J=6.8 Hz), 0.94 (3H, d, J68|—|z) 0.99 (3H,
d, J=6.8 Hz), 1.19-1.27 (6H m), 1.86-1.92 (1H )
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 mp. 186.0C 1H-NWR 6 (CDC13, 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,
n, 3.46-3.50 (2H, m, 3.54-3.61 (1H, nm), 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 - 363 1HNWMR S (CDC13, ppm: 0.85 (3H, d,
J=6.8 Hz), 0.90 (3H, d, J=6.8 Hz), 0.98 (3H, d, J=7.3
Hz
1

), 1.00 (3H, d, J=6.8 Hz), 1.20 (3H, d, J=6.3 Hz),
.23 (3H, d, J=6.3 Hz), 1.84-1.91 (1H nm, 2.10-2.15
(1H, m, 3.45 1017 (1H, m, 3.59 (1H, m, 3.89 (1H,
dd, J=6.3,7.8 Hz), 3.92-3.97 (1H, m, 4.88 (1H, q,
J=6.3 Hz), 5.03 (1H, m, 6.17 (1H, d, J=6.8 Hz), 7.03
(1H, m, 7.04 (1H, dd, J=3.9,4.9 Hz), 7.44-7.46 (1H,
m, 7.51 (1H, d, J=2.9 Hz). white crystal mp. 212.6C
1HNVR 6 (CDC13, ppnm) : 0.85 (6H, d, J=6.8 Hz) , 0.91
(6H, d, J=6.8 Hz), 0.98 (3H, d, J=7.3 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.84-1.93 (2H, m, 2.11-2.13 (1H, m,
3.48-3.52 (1H, m, 3.56 (1H, m, 3.84 (2H, d, J=6.8
1018 Hz), 3.90 (1H, dd, J=6.8,7.8 Hz), 3.92-3.95 (1H,
m, 5.11 (1H, m, 6.18 (1H, m, 6.98 (1H m, 7.05
(1H, dd, J=3.9,5.4 Hz), 7.44-7.46 (1H, m, 7.51 (1H,
d, J=3.9 Hz). white crystal mp. 204.9C 1H NWR 6
(CDC13, ppn) : 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, mnm), 3.83 1019 (1H,
dd, J=6.3,7.3 Hz), 3.91-3.98 (1H m, 4.96 (1H ),
6.19 (1H, d, J=7.8 Hz), 7 . 0 4 (1H, dd, J=3 . 9, 5.
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o Properties and No. 1H NVR S (CDC13, ppn): O.81
J=6.3 Hz), 0.89 (3H, d, J=6.8 Hz), 0.97 (3H,

8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.22 (3H, t,
Hz), 1.86-1.91 (1H, ), 2.06-2.11 (1H ), 2.51
3.46-3.50 (1H, 1020 m), 3.53-3.57 (1H ),

dd, J=6.3,8.3 Hz), 3.95-3.98 (1H, m, 4.08
=6.8 Hz), 5.15 (1H, d, J=7.3 Hz), 6.27 (1H,
Hz), 6.48 (1H, m, 6.86 (1H, d, J=4.9 Hz),
d, J=6.8 Hz). whitmsxrystal mp. 180.6C
(CDC 13, ppm): 0.81 (3H, d, J=6.8 Hz), 0.89
d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 0.99 (3H,
P@oBeldz) eslofOCémpburty (296. InHzpb14.22 (3H, d,

3 Hz), 1.84-1.91 (1H, m, 2.09-2.12 (1H, m, 2.51
(3H s), 3.51-3.54 (2H, m), 3.88-3.91 (1H m,
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(1H,
S

4 03-4. 88— (tH——m 560411
° ’ilegpéf{%eé/ Hz), 6.49 (1H, m). 6.86 (1H d,
4 7.25 (1H d, J=5.4 Hz). white cryst al mp.

éHNPH‘ 814608 Lpy )P 9@ -B3H,(3H, I=6936 +B)Hz ), I
H(35-edg #29.8 g (3193 d3Hi=6. 8J+E)3 Hz84-0L. 9B1 (3H,
by, =688 Hab, (LA 5TH-242.(8H, (BH, 5)48-3L H8 3(186 m),
1p226631 .89 8PLH.21) /d,2. 966231 #z)1H3. 181, (3LH6-0,53 (1H,

.3, BmB, Bz)7-3.0U-GH8M1H3 - A}, (BH15dd 1H=6L3,J=6 3z),

2099¢4H 1 d(3H=61)3 1Bz)l5 61K8 d1Hj=T)§ Hx)36 §.BY, (1H,
4, #9,3 H25 (1LKRS8 d1HJ=Br9, Hz)36vhii® @u,stml, 7.74-

@9itd Atystal w68 blap.360c98 (3H, d, J=6.8 Hz),
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i Alryq% 43:1 FhE. -9 Q9 (34 q\? 3.48-3 51

e L L Y L Tl T Y 2 W
ITIIITIIT TN—" -

= O Hw
o wﬁppwkaww
N I
(&) N SR
i\l
Q:H

OB7NHR 03 (GRCYsy HPPMY: 087 3( 38,7 iz \=63.89823, 9590
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d, J=p.8 Hz), 6.70-112% OiHJ=0.,41HA), (OH79s(1H .51~

|32 57 UAH, dm) 3=3. A2+k) 65 mﬁ,enor,ys?t ab-m.ps 188, 1§,
35 5COGHS, mppiP . 6863 872 (@H, nd, 383 81k7) dd, 05906 3,
7.3=6lz8 ,HA). 0164905 ( 8Hi, dy) ,J46.98 Ha)}, Q,99= { 35, Hz)
EBZHZ)(lﬂl 20 (6P, 80Hz)U~61.3647).391.(85; 1m99 ¢ 116-7.80
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A

92
4 Hz). whi t e crystal mp. 176.3C 1I—|-NWS((,'?L5
0.86 (3H, d, J=6.8 Hz), 0.90 (3H d, J=6.8 Hz),
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.42
s), 1.82-1.90 (1H, n), 2.11 1027 2.14 (1H, m,
(3H, s), 3.37 (1H, m), 3.61-3.67 (1H ),
3.85 (1H, nj), 3.91-3.93 (1H, m), 4.99 (1H m,
(1H m, 6.69 (1H, d, J=2.9 Hz), 6.95 (1H, m,
(1H d J= 34 Hz) vvhlte crystal _mp. 149. 1C
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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, n), 3.90 (1H, dd, J=6.3,7.8 Hz), 3.93-3.95
(1H, m, 4.10 (1H q, J=6.8 Hz), 5.15 (1H, d, J=7.8
Hz), 6.27 (1H, d, J=7.8 Hz), 6.86 (1H, d, J=3.9 Hz),
7.15 (1H, m , 7 . 30 (1H, d, J=3. 9 Hz) . white
crystal mp. 193.7C 1H NWVR S (CDC13, ppm : 0.88 (3H,
d, J=6. 8 Hz) , 0.90 (3H, d, J=6.8 Hz), 0.97 (3H, d,
J=7.8 Hz), 0.99 (3H, d, J=6,8gHz), 1.21 (3H d, J=6.3
Hz), 1.23 (3H, d, J=6.3 Hz), 1.84-1.91 (1H, rr),

2.11-2.

17 (1H m ., 3.36 1029 3.39 (1H m, 3.61-3.66

1H, d,
H, J=4.
Mite d
. 88

0
D. 97 (8§
1.8

1H, m)j,

(31,87,3.8% .62Hz) w) 0.94. 8% A4.192 J=6H8 M) 51080 (3H,
d=7% Hz)Hz)6. 2410 H, 26 d(3H~H)8 Hz)52-8..85 ((3H, m),
L HrA)-2 1Y 1HVHM) p) 3.28-314% 1HH,d m)J=3..93H3). 78 (1H,
myst & . 8A43.. Q05 18C m) 367. 04-+H NMR @H,CRG135.p0pM 1H,
(8H,, d&.15=6181,HpY), 0.62 ((BHbH,, B=®13 (48), d, J=8.8
Hiz)d, 81.26-8.H»),28,98)(6H d, J=7.3 Hz),
%J(tﬂé-icr@staa #0p2. 158(2?1[: IT) 1030 3. 36-3.43

. 84-1,
TH, M|,
3. 88- 3.
E, J=7.
.29 (1
kR NVR

o

-
4-
8
9

J=6.
31 2.
80- 3.

14 {

i N
- 15 2
%1%@5715@5 %I% )Cr 3 % ?ﬁ J 63825—

J%ng H1 2191499

% (1|b|r sj %7(21 i,qr)n) '8.01-8.03 (2H,
Exsmbs ;LH M, 4.94 (1H ),

P
§.
7.
1

1
44l
33 (1
H NVR
3H, d,
345 =6.
1032
68- 3.

, 5.
6.

]
95-
t

1

gu_‘g ,Cﬂﬁ@l(mmp d234:2"Q 1) 7 22 (1H gy

HH-YMR §=6CBC}4z) ppmhit 8. 80 66k dn @=6LB5HAT, 0,92
G(QPCD©13J=;§3p|6) Hz) 0. 079% 3t3H,d,t,JJ66.8 Hz),, 10087 (3H,
J=67=® -1z Hz)0. 975 3H, 7@, (IH6.13 ,H2). 7591989($H-I m),
& RH-2 . R1231H3Hm) ¢, 3JB6-B. Hz) (1H]. 85 13962¢3H85 (2H,
m)2. G482-G8 901H1HM) m) 3. #40B-.4507( YHH, M), 5.05 (1H,
) ,( BH20m)(1H3. Bty 4. 0167 2H4H,Mbr)4. 8904-830£2(bH, m),
®.20H,. 28, (2H6. &) Hz), 6.27 (1H, d, J=8.8 Hz),
9Miteldrysral M.g2 £4d o0, 7.45-7.46 (1H m.

3.
M)
6.
white c
(78)
( CDC13,
J=6
Hz), 1.
2.04-2.
nm,
(1H, m
6. 95-
white c
H d,

rystal mp. 173.9C 368 - Properties of Conpound

in Table 2 Conpo Properties and No. 1H NWR 6

ppm: 0.78 (3H, d, J=6.8 Hz), 0.87 (3H d,

=6.3 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98 (3H, d, J=6.3

22 (6H, d, J=6.3 Hz), 1.85-1.91 (1H, 1033 m,
10 (1H, m), 3.46-3.52 (1H, m), 3.63-3.72 (1H,

3.89-3.92 (1H, m), 3.99-4.01 (1H, m), 4.86- 4.91

, 5.06 (1H, m, 6.21 (1H, d, J=8.3 Hz),

6.99 (1H, m), 7.23 (1H, ), 7.44-7.46 (1H .

rystal mp. 194.2C 1HNVR 6 (CDC13, ppm: 0.78
J=6.8 Hz), 0.87 (3H, d, J=6.8 Hz), 0.90 (6H,

.8 Hz), 0.96 (3H, d, J=6.8 Hz), 0.98 (3H d,

=6.3 Hz), 1.85-1.93 (2H, n), 2.08 (1H, n), 3.45-3.51

(3
d, J=6
J=6
(1H m
Hz), 3
15-5.
H,
rystal
6

S
J=

5
(1
C
d,
J=6
1.83-
(1
Hz) ,
J=8.3
(1H,
501 whi t
J=6. 8
),
1.8

m,

Hz
.0
. 8

, 3.61-3.73 (1H, 1034 m, 3.83 (2H, d, J=6.3

.91 (1H, dd, J=6.3,8.7 Hz), 3.69-4.00 (1H ),

16 (1H, m), 6.20 (1H, d, J=7.8 Hz), 6.95-6.96
7.22 (1H, m), 7.45- 7.46 (1H, m). white

mp. 178.7C 1H NMR 6 (CDC13, ppm) : 0.80 (3H,
Hz) , 0.86 (3H d, J=6.8 Hz), 0.97 (3H d,

. 8
=6.3 Hz), 0.98 (3H, d, J=6.3 Hz), 1.42 (9H, s),
1

(1H, m), 2.04 1035 2.09 (1H, n), 3.49-3.55
3.60-3.67 (1H, m), 3.83 (1H, dd, J=6.3,8.7

), 6.95-6.96 (1H, m, 7.23 (1H, m), 7.44-7.45
white crystal mp. 175.5C 1037 ESI-NM5 Mt:

He
1.9
nm,
3.69-3.99 (1H, m), 4.97 (1H m, 6.18 (1H d,
H
m .

te solid 1HNWVR 6 (CDC13, ppm: 0.84 (3H, d,
), 0.90 (3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8
0O (3H, d, J=6.8 Hz), 1.23 (3H, t, J=6.8 Hz),
9(1H n), 209213(1H n, 346350(1H
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white crystal mp. 212.3C - 369 H NWR (CDC1l3r 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=7.3 Hz), 1.20 (3H,
d, J=6.3 Hz), 1.23 (3H, d, J=5.9 Hz), 1.87-1.92 (1H
m, 2.11-2.16 (1H, m), 3.42 1041 (1H, m, 3.61-3.64
(1H, m, 3.89 (1H, dd, J=6.3,7.8 Hz), 3.91-3.95 (1H,
m, 4.84-4.92 (1H, m, 5.03 (1H, m, 6.18 (1H, d,

J=8.3 Hz), 7.00 (1H, m) , 7.28-7.30 (1H m ,
7.41-7.43 (1H, m) 7.91-7.92,65H- m) white crystal m p.
225.0C 1H NVR 6 (CDC13, 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. 00p¢gpbrt tes J&H. (fonk;!?dundl (869 1192T£1£i'!a m, 2.10-2.14
(1H m, 1042 3.46-3.50 (1H, n), 3.57-3.60 (1H, m,
3.83 (1H, d, J63Hz) 3.88-3.97 (2H, ), 5.12 (1H,

o 21 Idll I1L| 20 _ 7 21
po e

w\ 11l

1, U. u l. LT II’, I.LU . \.I.II II,

’??’5&97?"2‘5‘29144319%, 7.90-7.91 (1H, m. white crystal
213.4C - 370 Properties of Conpound (79) in

nd— No. 1H NMR 6 (CDCL3,

z_Cgmpg_Empeu_l_as_a
ppn) ;| G-8MR( $H(CBCLla=mprg :HP) 91 0380 d3HI=@.,8 H4.,80.94
Hz), Of 0BH{3H, I:6.B=6iz8,H) 951 (88, (&H,J=@.8 H6.,8 10D, (3H,
1.42 (jJoH, &6.81.186-,1.1882( 1BH, n¥) , 21 1495- 1L.0A3 (2H,4m)1H2 . 15-
N6 3.13D.7UH1Hy) m)3. B0OSELH,. 84) (28, 8d) 3. BDI-UHO0M)(1H, m),
3.93 (194307 (1H). H)(,116,.15) (18, 26r(,1H, .69 ,(1H]. BG)(,118,.03-8.05
m, 7.R27H, 29 (1832648,.28. 4347.@%. (1H, m), 7.92-7.93
(1H, n)whird teryertedt al.pm p00189c 6C 1H NVR 6 (CDClS

ppm : l%u%ﬁR(SH(cga )"'Zb 810(§’§ & o= éjs 60,88
T-Z)s,z'(l) i=3é48 § & g‘g%tri% i()Hé A

’ n‘g '95% } ! m),
33'1#0-41% [ "3 4, 32 %ii% W% gh{g‘* il

2§ﬂc.1 .' ' ﬁ%é Ego 3

(CDCL3r )‘“’ 0 dZH m) .

- =6—6-1H Mab- 42 :

Hz), 1. 37N¥Ro8 (@ mppm)84018©3(%19Hd = 61@4512), 0. 88

2.01-2. @2“'(1% J 6 82H2$4202®3(Q3rﬂi, M., J5638- Bz36 02P8 (

n), 3.|8%- I=F7843) ml.13-8320, BH,(TH, 1).59418864 (08, m),

gagl, m3-1 AGH; 14, dF6.8.82) ( 1H,50m3. S6hi(RE,cmyst aL84 (3H,

m p. 1697.,.2C -4 NWVR,69¢ CDEL33 Hpn) 3.90-28 0@3K1H, mj) 764 883~

Hz) , |OL.8B (3, md, 3=648(Hz) ,bi).,9%.03H,(1d, 5%63,86l'9()16.91

0.99 (|3RH, ) ,J6699 Kk, HrP3 (.3H-7.,78JFZH3 Hz),

1. 84-].k819t(el|d,rysmh,1 A.93-2003[H m, 3. 42 3 46 (1H

m, 3.88=RMR25 1048t m @e%) éﬁ odd 29, 3

Hz), 3.(@, 3d98JetHe H;f - ;a f

(1H d.t,J3L63 an 67 ( o
] ijln)9 ?1 %6 ﬁmﬁ?ﬁ 9 3 §53 (2H,

: 84 T2H 3,92 (1H

213.3C, 3%1911 p . g%:a '

g;boagl ¢ P @e § ey
=6. 3 21 (6H,

i-g." )Cec INELT rHul m4c')02207(1H(?ﬁa ¢

3. 43- 3. ‘igN 11@ DC 13, 5Epm) 5P B 31 HA, Y= 63888z A1H). 89

dd, J+é3H; sda -8 303 . 9B ((BH, dn) J=6.85H4) 911 (1g41.23

g 5, d8H¢ 1m) . d1 856(%HHA), 6.58-1( 68, (8H, JmB, 8 Hr+2.13
U7 (1:H, du) » J2146-3, 50 HAH, 60853.62+3.83, (FHP7m),1H .84
d, J=B.3Hrz}), 74 4B1{4H)3 nhLH,whi)t e4CBYSTal, nbp) , 20.20G1H,
1H NVRb8) ¢ CBC356 ppln) (2H). &0 ,( 3Hp6d(1856p8) Hz) 713—78679 (2H,
(3H,_ ¢dm)J=6.8 Hz), 0.90 (6H, d, J=6.8 Hz), 0.97 (3
d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 184194(4H

, 2.04-2.06 (1H, m), 3.43-3.47 (1H, m, 3.57-3.63
1050 (1H, m, 3.84 (2H, d, J=6.3 Hz), 3.90 (1H dd,
J=8.7,2.4 Hz), 3.96-3.98 (1H, m, 5.17 (1H, d, J=7.8
Hz), 3-6017 (1H, d, J=7.3 Hz), 6.47-6.48 (1H, m), 6.83
(1H, m, 7.07 (1 H, dd, J=0 . 9, 3. 4 Hz), 7.42
(1H, d, J=0.9 Hz). white crystal mp. 200.1C 1H NVR 6
(CDC13, ppm) : 0.81 (3H, d, J=6.8 Hz) , 0.86 (3H d,

~ o~ ~ NN




(1H, d, J=8.8 Hz), 6.46 (1H, dd, J=1.9,3.4 Hz), 6.89
(1H, m, 7.08 (1H, d, J=3.4 Hz), 7.42 (1H, d, J=0.9
Hz). white crystal mp. 155.9C - 372 - Properties of
Compound (80) in Table 2 Conpo Properties and No.
H NVR (CDC13, ppm) : 0.74 (3H, d, J=6. 8 Hz) , 0.85
(3H, d, J=6.3 Hz), 0.97 (3H, d, J=6.8 Hz), 0.98 (3H,
d, J=6.3 Hz), 1.23 (3H, t, J=6.8 Hz), 1.84-1.89 (1H,
1052 m), 2.00-2.09 (1H, m, 2.37 (3H, s), 3.34-3.37
(1H m, 3.62-3.67 (1H mM,_-3AL-3.94 (2H m, 4.10
(2H, g, J=6.8 Hz), 5.18 (1H, m, 6.20 (1H m,
6.31-6.32 (1H nm, 666 (1H m, 7.27-7.28 (I1H m.

white civbise arpstabmas 1IHMANMRCS (CDC13, ppm: 0. 75

3H, d, |Jm6NdR Hy)(cOZ185 ppmH @.81SBH3 kz) J=6.971&BH 0.85
J=6. 3 (BH),, d0. 986(8Hiz) d,1.J536. ®Hiz)s) ,1120968R3d(6H, m),
=5.8 Hzp, 38. 23u( 3K}, d3.4D5RH, 63, Ha)85138461<§11 (nl)H, 4.85-
)3522. 0242805 ((&H, m 428§-75 dcﬁHmS) m)3 3513-40161hy, m),
), 3.62 -638647(_éb'|( ) 8 Ei%l—{( GL é ﬁé)“’ 168 (2H,
1H, m | . ¥lg (gHHZm, 5 16 “(1R77d, J=s.

w 1@@ Qé’f‘mm V\,hl cryst aI m p. 173 9C

f‘ ﬂ Ll \ fal hl—

i?z ‘%5"19 B o‘psﬁes‘%ﬂ 5698 figly 0-86
9%7 é Hs)?lpg-%lé%)81 441 é%Hg ' 238
‘ g E H( 28y bo) '373€ bz) 8433 53,93 97 (1H,

, 3¢ § 6¥H( 1E) md- H B3 mlHd m) =663 f1H, br),
.90- 3. 5906’2#11%‘0% 20- 44 H 2Hy) d.6 Jz‘d .B1Hz) ) 7.70" (2H, d,
. 31-6. g . 6.67 (1H, m), 7.27-7.28 (1H, 1.
white c \wéﬂ 2 ﬁpiald154 8C 1H- NMR 5 (CDC13. ppm : 0.76

(3HdJ68Hz),084 (3H, 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
mp. 137.8C - 373 1H—N|\/RS(CDC13 ppm: 0.87 (3H, d,
J=6.8 Hz), 0.92 (3H, d, J=6. Hz) , 0.97 (3H, d,
J=6. 8 Hz) , 0.99 (3H, d, J=68Hz), 1.24 (3H, t,
J=6.8 Hz), 1.83-1.91 (1H, 1056 m, 2.09-2.18 (1H, m,
3.40 (1H, m, 3.58 (1H, m, 3.87-3.94 (2H m, 4.11
(2H, g, J=6.8 Hz), 5.08 (1H, m, 6.15 (1H, d, J=7.8
Hz), 6.66 (1H, m, 6.82 (1H, m, 7.39-7.40 (1H, m,
7.95 (1H, m. whi crystal mp. 227.2C 1HHNWR 5
pm 0. H d, J=6. 8 Hz) , 0.91 (3H,
97 ( J=6.8 Hz), 0.99 (3H, d, J=6.8
d, J=6.3 Hz), 1. 4 (3H, d, J=6.3 Hz),
m, 2.10-2.18 (1H, nm, 3.35 1057 (1H,
, 3.86-3.94 (2H, nm, 4.85-4.91 (1H,
5.03 (1H, , 6.14 (1H, d, J=7.8 Hz), 6.67 (1H,

m)

6.88 (1H, 3 7.39-7.40 (1H, n), 7.95 (1H M.
'
0

te

88 (3 d,
3H, d,

J

0
), (3
.82-1.91 (1
3.61 (1H

H

ite crystal p. 215.0C 1HNWR 6 (CDC13, ppm : O0.88
H, ) , 0.92 (6H, d, J=6.8 Hz), 0.97 (3H,
J

(o))

d, J=6.8
=6.

2.0
n)
(1
.3
1

Q/\

Hz), 0.99 (3H, d, J=6.8 Hz), 1.86-1.89 (2H,

3

8
9-2.16 (1H, m, 1058 3.40-3.42 (1H, m, 3.58
3.84 (2H, d, J=6.3 Hz), 3.87-3.90 (2H, m,
H m, 6.16 (1H n), 6.66 (1H m, 6.84 (1H,
9-7.40 (1H, m, 7.95 (1H, n). white crystal
212. 8C 374 - Properties of Conpound (81) in Table
npo Properties and No. 1H NVR 8 (CDC13, ppnm :
(6H, d, J=6. 8 Hz) , 0.97 (6H, d, J=6.8 Hz), 1.43
9H s), 1.81-1.89 (1H, m, 1059 2.11-2.19 (1H, m,
.22 (1H, m, 3.82 (1H, m, 3.88- 3.96 (2H, mM, 4.95
(1H n, 6.13 (1H, nm, 6.70 (1H, m, 6.95 (1H m,
7.37-7.39 (1H, m, 7.97 (1H m. white crystal mp.
178.9C 1H-NWVR 6 (CDC13, ppm: 0.85 (3H, d, J=6.3 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), 1.23 (3H, t, J=7.3 Hz), 1.84-1.92

wW—~onN g
o Eapp
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1060 m, 2.07-2.41 (1H, m, 2.58 (3H, s), 3.45-3.51
(2H, m, 3.89-3.92 (2H, m, 4.11 (2H, q, J=7.3 Hz),
5.16 (1H, m, 6.29 (1H, m, 6.50 (1H, m, 6.69 (1H~
m, 7.21 (1H, m. white crystal mp. 136.3C 1H NWR 8
(CDC13, ppm): 0.86 (3H, d, J=6.8 Hz), 0.91 (3H, d,
J=6.3 Hz), 0.97 (3H, d, J=6.3 Hz), 0.99 (3H, d, J=6.8
Hz), 1.20 (6H, d, J=6.3 Hz), 1.87-1.88 (1H, 1061 m,
2.09-2.14 (1H, m, 2.58 (3H, s), 3.41 (1H m, 3.54
(1H, m, 3.88-3.91 (2H, n,27185-4.91 (1H, m, 5.09
(1H, m, 6.25 (1H, m, 6.51 (1H m, 6.73 (1H m,
7.21 (1H, m. white crystal mp. 176.0C 1H NWR 6
( COCPpepries: of. 86mpekhdd{2P=6.r8 Tb)le, 20. 91 (6H, d,
J 6 3 Hz), 0.97 (3H d, J=6.3 Hz), 0.98 (3H, d, J=6.3
1.87-1.89 (2H, m, 2.11-2.12 (1H, rr) 1062 2.58

3.88°3.92 (2H n), 5.16 (1H ), 6.24 (1H,
50(1H m, 668(1H m, 7.21-7.22 (1H m.

4II l\

)Proéeﬁﬁlbé” my, A2 O
gﬁ?s i m. 5 16 (11 1

o

Zv's“Hw ﬁ%ﬁgﬁﬁ Pm)(sr? im0y é%ﬁm 0. 70¢3H; 19

d, J=6.182Hp) ™ 0923%+01d M as Pzl {34p $bH, 3s 2-3.52
d884- 1.(89 (Dl 632 086 1063 21)413(?#%—4 B BH4 80
s), 3. 3éHe1P|r ?3761“3' é%) «( 7H03ny ; 28. $QH3 85 (714472 (1H,

3.9f)-1H, . 5.00 (1H, n), 6.27 (1H n), 6.54

nm,

(1H, JPL CBOOEdH nj), 7.20 (I1H m. white crystal

m p. 166-R 375 COt: NVBpis) { @DEL3.0.8PMY12H). 8P, (B4 d(3H, d,
=5. 8JHB) 8, HR) 881.¢8H 3, d}=5=8.Bz}z) 0. 977151r| 841 ¢1H, m),

3}?92 3Hp5+2.086(8H, Ha), 2,235 (BLH, sM) . 314883 §H( m),
07 (3Heerp,78. 2211,1(}65)4 (33@7—%)4993&11 (ﬂﬁ 19@( r),

(2H, ). 04-1006-. 1-121{,(3#1 13—75292(éﬂf 3& ’g

rr) , byéi—l&leDl , 6 - , . |te crysta

mp. J.dr ;.}ny H, op cu. Hz F=6-

8 Hz) 8 s, G 93

Hz), ' D 3@‘%1—5 Hg) ?*-’él (?2)85% %%é : g. 3 1A (3H,
s oM

30023 '9 9831 26
) }% b it

11!*
1 %3 Jztb 31)443 97-

485 }éﬂt?ﬁ_ﬁm%ﬁpl 17 (1H d 1 8 3 Hz) 6 40 (1H

M, 6 GFNMRHS HEDCEs 8P EHO .8, (3h) te, cI¥&1alHan,p.0. 88
134. 7C<1$+MR®=Q-(§D(B.‘ZB BpAP-102BL(1BH, rf,, =013 2HD, (1H,
3(@286 BH,2 31 JEH1,8 shiz) 3.0593. {BH4H], w)56.38 oz, 9. 95y,

3H, |m), 618 HA3 (AHI7m{ 3H5. T7 anﬁ A HZT)=.8 B, &éal 9103-
(2H, {1068 M4H,1.095 (1383 S)H, 2608 2. 07 (1H, , 2.2
(3H. |syhite3.8Mmi%cAdd(1H, n), 3.61-3.66 (1H, m) 3 83

(2H, |[*H-NIR6§3 (EBe1 3. 837§2 2
A i }Q)é91(333|d,-1rr90 g 7@ éﬂﬂm 125% <&§0 (6H, d,
ite pj;.ystsql @96—4 ¢ § Fgr%ertl n%l':"3
3132) ifn gla 2%2 yCo gPﬂ)ﬁ’er ])%;es7a % '656 92'
(CDCY341 P 0. 82°(3H '3 Hzrb) 87‘ Ht) ¢, 7-55
J=6. , 3H, d, J=6.3 Hz 097 3H, ,363
Rz 1.4210\}\rg§?.§3\(r’ 4-83-1-91 /1|_|) M1 gA 1067 (3H
s), 2.03-2.10 (1H, ), 2.21 (3H, s), 3.45-3.53 (1H,
m, 3.61-3.67 (1H, m, 3.82-3.85 (1H, n), 3.94- 3.97
1H, m, 5.10 (1H, d, J=7.3 Hz), 6.42 (1H m,
6.71-6.74 (1H, m, 6.88 (1H mM. white crystal mp.
114.1C 1H-NVR S (CDC13, ppm: 0.83 (3H, d, J=6.8 Hz),
0.89 (3H, d, J=6.8 Hz), 0.96 (3H, d, J=7.3 Hz), 0.98
(3H, d, J=6.8 Hz), 1.24 (3H, t, J=6.8 Hz), 1.83-1.88
(1H, 1068 m), 2.03-2.10 (1H, m), 3.44-3.47 (1H, m,
3.55-3.63 (1H, nm), 3.91-4.01 (2H, m), 4.11 (2H q,
J=6.8 Hz), 5.22 (1H, ), 6.34 (1H ), 6.41-6.44 (1H,
m, 6.78 (1H, m, 7.03-7.04 (1H, m. white crystal
mp. 174.0C 1HNVR S (CDCL3, ppm: 0.83 (3H, d, J=6.8
Hz), 0.89 (3H, d, J=6.8 Hz), 0.96 (3H, d, J=6.8 Hz),
0.98 (3H, d, J=6.8 Hz), 1.21 (3H, d, J=5.8 Hz), 1.23
(3H, d, J=5.8 Hz), 1.81-1.90 (1H, m, 12.03-2.12 (1H,

A "~ O~

—~
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6.75 (1H, m, 7.
178.0C 1H NVR S
J=

3-7.04 (1H, m. white crystal m
N 3, 8
0.88 (3H, d,

-

0
(CDC1 ppm: 0.83 (3H, d, J=6.
6.8 Hz), 0.91 (6H, d, J=6.8 Hz),
(3H, d, J=7.3 Hz), 0.97 (3H, d, J=7.3 Hz), 1.81-
(2H, 1070 m), 2.02-2.08 (1H, m, 3.48 (1H m,
3.57-3.64 (1H, m, 3.84 (2H, d, J=6.3 Hz), 3.91-3.99
(2H, m, 5.30 (1H d, J=8.8 Hz), 6.41-6.44 (2H, m,
6.81-6.84 (1H, m, 7.03-7.04 (1H, m. white crystal
mp. 154.9C - 377 1HNWR S @UDGL3, ppm: 0.85 (3H d,
J=6.8 Hz), 0.88 (3H, d, J=6. 8 Hz) , 0.97 (3H, d,
J=6. 8 Hz) , 0.98 (3H, d, J=6.8 Hz), 1.43 (9H, s),

1. 83-Hr&fextlis Mf CoOMpSubA7132) 10n (Tdhlen)2 3.51 (2H,
m, 3.60-3.69 (1H, nm, 3.79- 3.82 (1H nm), 3.93-3.98
(1H m, 4.99 (1H m, 6.19 (1H m , 6.40-6.44 (1H,
7. 00-7- 05— (IH . white crystal

mgé‘&il? S%ZH—LNI\/RS (CDC13, ppm) : 0.79 (3H, d, J=6.

B b2) 1| 0.86 (3H d, J=6.8 Hz), 0.93 (3H d, J=6.8

2 U AT 11, u n S =0~

b, 03- 2. |LH-OHR 8 W§DChs 4 PPRI500¢ 4Ty (3, %, G- 8oaiZ) 10 - 94
by, 3. 67(3BRd 1072 -$) Hz3,03. 114002;;:1 , =68 diz)4. 3641 (9H,
1H, m) 85, 22}1(21-14 13r(LH, 6mpg 243p €BH.J=9..7 3Hz5)2 (@H72s),
PR d,| IR Y (27, 08, (304 bFIH, Dr)ya (.09, (@H,J€5. 4=7.3
). 7. (3 3761(31H,1H:rr)b,r)7. 2120 WY 2H, Jn,. 67 Ke3-77725-7.29
2H, m)| (Mhit® crystal: mp. 182.2C 1H-NVR S (CDC13r

bpm) - |ovsice Jemigoldds. . 3 Hz) , 0.86  (3H, d, J=6.8

Hz) , 0.|93-(BR, 5d(cPct;,8pm) . 0.98 (8H 44,08 ihz) 0.97
. 21- 1. 278K, 3k, M=6.5 8891 92111k T) , 2B 231 by (3m,

HMd
3. 48 3.52 GLHz)m) 2.3760- B8 681K 1 by, M)..403- QW 3594 3.54-
18 1675 aH

B ml. 345500r44+0 (:1'21| 0k 4. #6 08 1) 1
’ ’ ’ % J=8.8
5. 14 (UHiz)br 1. A ﬁ ,4Hq m,J_ 834—|z()1H,6 43 2((1le q,
)=3. 4 Hz)ni b %%1 3 1H q, J=3'4 ),
-~ 327 T30 hﬂ’l Lu : l;%l T 73T o 2H:
). whilt y? p?’? . Pr - #2)of 0.95
Corrpoun (l'g ds P%'e§)ana-oﬁ6?-l4 (1H,
18D BIVR (6" 3332 81°¢ 4¥6m3 , 1Ay 0404885 (2H,
(3H, d, "3])-‘648 ‘)4 éﬂ(sw d5 2ﬁ6<18*er>)r>ro79§1c?s|—|,26 (4H,
H, J=6.|8VHz) - 42 4881 58) ¢6H, ), 1.89 (1H q, J=6.8
)2 mlﬂsmseﬂllsyiedg Hz\ 3.48-3.60 (2H m, 3.89-
3.93 (IFH-NYR 8. 0OBCL06pbmH; 0900 89 ((LHH, qm)J:@ 82-1.18
1074 Ha) 615, 88 ,( 1H91bL) 97 6(29; 60)22 A, 18216 6141 wiH 2. 40
d3% .BHGz)s) ,73093¢3k54 brdH, )16 3. Y-3dgg)F3n4 +4.,04-
7.|36 0GLH2Hm) m) 7. 8127, 48k ( 24 M., 21-732¢. ;ZHKZ , 7.45
M . whi t@Hgrypstal : mp. 220.8C 1H NVR 6 (CDC1 pp :

0. 83 (3Whide $56id Hz) , 0.86 (3H d, J=6.8 HZ) 0-99

3H, d, 8z 4 :7
SHEN *‘%FM% WL?D%% gbﬁg %3154 J-é 7 ﬁg 61095
(254 ), % 11 g éil,{_f13s)(9ﬂ
m 4.5 . s),
b=8. 8 Itz )Mg %gwié )’J ’32 71§67(i@1
FAt=—T14 L-- A 2 79 7 79 /’)I-I white cryst al

mp. 198 H?, 1 NGRS 3¢ C CE@EB Cb 7r£) 3Ho %7 0SH,. 3dHzJ760 882
Hz) , 0.(8%. 3HJ f:3J88) 8 CHz%B (3H95d( 3P=6d8 BzYV, 80 Hx) , (3H,
0.97 (BA, Jgb-§=HzB, HE)214L 25 (BH, t),JIE678-Hz88 (1H, m),
1 %6- 1. @91@191 3Qowﬂmm 2. DB (06, (H, 7)783(36; 372 3.42-
(1H, nj 3-845%28,68), (1HH0-M.003.(29;4mD) 4 286- M934(Df3 m)
(3H, s)6- 42101(qu;1 qJ 8 J&6iA ,H2). 975(291 (BH), m.16. 284, g,
1H, J—e 94H¢1H Tm§6 23-198:1(]JH8 H)HZY 62 (1H m.

white crystal mp. 147.4C "HNVWR 8 (CDCI3, ppmj 0 78—
(3H, d, J=6.8 Hz), 0.86 (3H, d, J=6.3 Hz), 0.95 (3H,
d, J=7.3 Hz), 0.97 (3H, d, J=6.8 Hz), 1.21 (6H, d,
J=5.8 Hz), 1.85-1.87 (1H, 1078 m), 2.04 (1H, m,
3.37-3.43 (1H, m, 3.54-3.62 (1H, n), 3.88 (1H, dd,
J=6.3,8.7 Hz), 3.95-3.97 (1H, m, 4.03 (3H s),
4.84-4.91 (1H, m, 5.11 (1H, m, 6.19 (1H nm), 6.94
(1H nm, 6.98 (1H, n) 762(1H n. vvhlte crystal

A=/ N~ NN P N o~



d_J=7

.H2), 0.97 (3H . d_J=7 3 Hz), 1.85-1.92 (2H

m, 2.03-2.05 (1H, m), 3.37-3.43 (1H, n), 3.55-3.63
1079 (1H, m), 3.83 (1H, d, J=6.8 Hz), 3.88-3.92 (1H,

dd, J

=6.3,8.7 Hz), 3.96-3.99 (1H, m), 4.03 (3H, s),

5.26 (1H, d, J=7.8 Hz), 6.18 (1H, d, J=7.8 Hz), 6.94
(1H, ), 6.98 (1H, n), 7.62-7.65 (1H, m. white

crystal

d, J=6.

mp. 152.3C 1H NVR 6 (CDCL3r ppm) : 0.79 (3H,
8 Hz) , 0.85 (3H, d, J=6.3 Hz), 0.95 (3H, d,

J=6.8 Hz), 0.97 (3H, d, J=68 Hz), 1.42 (9H, s),

1.85-1.

89 (1H, m), 2.02 1080 2.04 (1H, m), 3.39-3.45
3 B1-3 59 (1H rﬁ 3. .79-3.83 (JH I’ﬁ

(1t
3.93-4

ghiterrrygtalt map(321.9°C 5. 04 (1H_m. 6.17

(1H, d
7.62 (
( CDC13f
Jo6. 8
Hz), 1

2.09-2| &)

3.51-3

' Ja@Mr8 8Hz()cDCB; 93prriH, 0078 (BHI7d6. 986(3Hiz)1) ,0.83
LK3HM d, W6 €3 cHy)St & . 90-0.. 994617, 1k N 68 Hz), 1.75-
1pPH) (28, &6)(324,2511233%6(8.14%!2}1),02926 ( o &, 2.82
31, 0sP/ $345-9,53=@8 W), 308993(341, 4 P
zmseﬂ @:8:]?71-123) ,H27 061 albg; (3 gﬁ;, M, J=7.8
@) 85)-12)é 1 nj
@ﬁlg;%rmmﬁ &%(%ﬁ7 S/)°; 3.90 <2H q, J

I'IL), 4
(1H, m
mp. 1
Tabl e

s

(3H, d
1.82-1
3.29-3

e (gg TR i.fu
3§3§ g%os ‘g’#% r1t7%é (Eﬂ* uﬁds( l§/ Iy 2
Con Fﬁ%?er%1 S s MMQ(? (Ii:@? -2.18
3‘8‘% ﬁi)r 3o4§33(§44 (HH, Jp«_)a & +349-4 .02
RIEHY, m>J=6481 18 (g, (i, 468734698 4, m).,25.06
(bie o, 1g56-8 HEY »( $H56d (1H 082 J=%.3 Ha)), 7.11 (1H,
1) ( 174 21 (21, - F=T88( KKl . ny,7Q. WH, 3H, I37.8 Hz).
RBCTAMS M): 45260-3.64 (1H, m), 3.82 (3H, s),

3.83-3

voifeHsod 4.83-4.89 (1H, m, 5.01 (1H, br),

6.13 (1H, br), 6.50 (1H, br), 7.71 (1M, s). white

crystal

d, J=6.

mp. 194.2C 1H NWVR 6 (CDC13, ppm) : 0.86 (3H,
8 Hz) , 0.91 (3H d, J=6.8 Hz), 0.95 (6H, d,

J=6.8 Hz), 0.987 (6H, d, J=6.8 Hz), 1.82-1.93 (2H,
m, 2.09-2.15 (1H, m), 1083 2.46 (3H, s), 3.35-3.42
(1H, m), 3.55-3.64 (1H, m), 3.82 (3H s), 3.83-3.84
(2H, n), 3.88-3.91 (2H, m, 5.10-5.11 (1H m,

6. 16- 6.

crystal

d, J=6.

18 (1H, m, 6.47 (1H, br), 7.70 (1H, s). white
mp. 231.5C 1H NMR 6 (CDC13, ppm): 0.89 (3H,
8 Hz), 0.93 (3H, d, J=6.8 Hz), 0.96 (3H, d,

J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.42 (9H, s),

1.82-1.

87 (1H, m, 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 NMR 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), 1.80-1.89
(1H, 1085 m), 2.04-2.18 (1H, m), 3.44 (1H m,

3. 56- 3.

50 (1H, m), 3.89-3.93 (2H, m), 3.95 (3H, s),

4.09 (2H, g, J=6.8 Hz), 5.12 (1H, d, J=7.8 Hz), 6.30

(1H, d,

crystal

J=8.3 Hz), 6.63 (1H, n), 7.93 (1H, s). white
mp. 177.6C - 381 1H NWVR 6 (CDCL3r ppm

0.89 (3H, d, J=6. 8 Hz) , 0.95 (3H, d, J=6.8 Hz),
0.96 (3H, d. J=6.8 Hz), 0.98 (3H, d, J=6. 8 Hz) . 1 .

20 OH, d, J=5. 8 Hz) , 1.23 (3H, d, 1086 J=6.3 Hz),
1.80-1.88 (1H, m, 2.12-2.20 (1H, n) 3.32 (1H, m,
3.64-6.68 (1H, nm, 3.89 (2H, dd, J=5.8,7.3 Hz) , 3.95
(3H, s), 4.82-4.88( 1 H, m, 4. 99 (1H, d,
J=6.3 Hz), 6.18 (1 n), 6. 66 (1H m, 7.93" (1H, s)
white crys aI m p. 205.1C 1HNVR 6 (CDC1l3r ppm: 0.89
(3H, d, J=6.8 Hz), 0.92 (3H, d, J=6.3 Hz), 0.95 (3H,
d, J=6.8 ) 0.96 (3H, d, J=6.8 Hz), 0.97 (6H, d,
J=6.8 Hz), 1.81-1.93 (2H, 1087 n), 2.13-2.18 (1H, m,
3.38 (1H, m, 3.60-3.63 (1H m, 3.82 (2H, d, J=5.8
Hz), 3.88-3.93 (2H n) 3.95 (3H, s), 5.09 (1H d




(1H, M,

7.

97T —s—nhite

Properties of Conpound (85) in Table 2 Corrpo
Properties and No. 1H NWR 8 (CDC13, ppm: 0.82 (3H,
d, J=6.8 Hz), 0.88 (3H, d, J=6.8 Hz), 0.92 (3H, d,
J=6.3 Hz), 0.98 (3H, d, J=7.3 Hz), 1.00 (3H, d, J=7.3
Hz), 1.08 (3H, d, J=6.3 Hz), 1.23-1.26 (3H, :
1.47-1.50 (1H, m, 1.53- 1.65 (2H, m , 1.84-1.92 (1H,

, 2.11-2.18 (1H, n), 1089 2.58 (2H, g, J=6.8 Hz),
3.40-3.48 (1H, m, 3.55-3.582741H, m, 3.86-3.95 (2H,
m, 4.09-4.14 (2H, m, 4.10 (3H, s), 5.07 (1H br),
6.10-6.12 (1H, m, 6.37 (1H, s), 6.95-6.99 (1H, :
whi t ePeppertles neh. Camud ARLINVRNETECDEIB, ppm): 0. 89

(3H, d,

J=6.8 Hz), 0.92 (3H, d, J=6.8 Hz), 0.98 (6H,

d, J=7.8 Hz), 1.00 (6H, d, J=7.3 Hz), 1.21 (3H d,

E@méo Z})IoﬁegﬂlésﬂHid J=6.3 Hz), 1.99 (IH q, J=6.8
Mehq 2.[4-2.18 (1H, 2.58 1090 (2H, g, J=6.8 Hz),

3530-3. B9 (1H, n) 351358(1H m, 385392(2H

o4 [ a9

| PR TI!
1H, s)
H NVR B
3H, d,
44175
. 14- 2|1%
, 3.
6. 18

dalid—1

S SN0 S
=

T CP RETHT %%.%, .89
? !Pjnﬁf sz '89} §a <3= t¥)Hzlg do 01 (3H,
3ip.m) Hz3-8b'.]9-79~’(3<|—1ﬁ' m),
%Q%IigHm)d 334@ é {3@ (1H, 5@_ ,(211463}1-3.66 (1H,
”mé FE)S (180 @M, 3nP4 373 00 14490 (1H,
ni'ms @alamg p1P6 fjH, PBI- X SE(6L11 (1H,
Bfnle ”91 3718 ( 2H,4mio 3PB-8)11 &H7 mH, br)

&&@L@b&mﬁw 2ibyefegy fant g0 @S

fz) , ol gr
0.98 (3
9H, s)

1H,

212 q,
1H, t,
4.92 (1
br). wh
CDC13,

8, (5C3s7. Pymz) 0.66043(1BHE, dJ=0%. Kz Hz)0 89
H(3Hd dg=b=@ §432) ,1 1000( 3BH, dd, JE66 B HR),, (3H,
d, 1796-8 .3 (21H20rr)(3H1 g6- 1—638 (H4,, y., 23 ( , d,

q, | 99928 6. 8 HA6-12 916 (LHH, mb, I=QV-2 HAH , (1H,5&), 3.42-

I=%0 8(1H-|z)m) 3. 206-BH75b(}H, 3mB8 FI45-1r90 AHG1m),
J=%4 8(3tHz)s) ,3.BR534961( 1H1, mp),, 4 L (4BH,3 S)LH, m),
H . $H¢94.8%. 081,(1hi, 16rrP1~6.23 (1, m), 77.336 (14H, br)
i Te84rysA%l (2Hn ) ,18108€8:18882H,1Hh)NVR 6

wipife (cyBG1:3M.pd, 23%69°8 Hz) , 0.94 (3H, d,

J=6.8 H
Hz), 1.
:’ 12-2.
3 3.
4@%5 A
1H m.
bpm : 0.
96 _(

H-MIR98 (8bt1f, phmf- 80"'@ (611, 9a, (214 I8 (6
25, (73¥, 8tHz))=0. 89 Hean, 61 gﬂz(l'i' iog%”h J—6( :'
24z)( 1, 6091, 62. Fdn( ZH. §588 H0r§ 1t 0dlh, 13 (15,
69 ,( BHE50).493.(84; 30)963 (3. l@t (1‘h 104" 1516256 (21,
8n)(, 1BI, 9b¢3.,926 (1A, (b, 3094 J38, 3sH2 )3, 9€- 2101 {182 m),
5.MAi teHcrrst ab. M p1H168:)9C7 1ebNVB26 ((IEDBE3, 7.86-7.89
@3, (8H &,053861® (4#),m0. 93 (3H, d, J=6.8 Hz),

fhige geGstR1kizi,p.1.226. '(334 d, J=6.8 Hz), 1.21

3H, d,
1.85-1.
3.27- 3.

e
3H, d,

d, J=6.
)=6. 8 F

'#=8M8 bz)cDdl 2 phakl: 0, 8400 J=6. §I&)s nz), 0.90
OBH, 1, W=6.2. £Q)2. 81961 sy, 'T)d 5l g (3 $) oo (3H,
4) (H4.8MHz)3. 6143. @9}1,(141 853-18 A(% 1 ,H'2.12-
8% .4.79Q 16 H) ) 3.6517 . §1H 110 ) 7328 461 m)
qry.stial3 .map. (13472m$C 35N 1—5 (s 95pg Z §é ,3m):
4J=9@ &lhz)brzé 163H1H,db - 784f d&H(s ' 86-7.91

m@ify b . m,,ﬂ;05§13} C8Hz) 1.86- 1. (2H,

\

UP'

p
3.6

white d

AN
|._\

%, G

RGNS -7 H,
Ndfg 01 , Js61B fizh, 4,87
z)168- 38 (3BgA, FProfelz)es lofl (3H, d,

rmnur

m ,
14176 8 e b HZ) JQ8993 i 26 BHHz3) . 1.00 (3H,
e ot b s Bl

~Cad) Bzp  TAnBE~D. 9Tnih Propér-ided .add (1No.m), 3.01

1H NMVR
(3H, d,
d, J=6.
1096 2.
3.80 3.

6.12- 6.

128.5C
0.91 (

6(CDC13 ppm) : 0.82 (3H, d, J=6.8 Hz) , 0.94
J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.00 (3H,
8 Hz), 1.43 (9H, s), 1.85-1.95 (1H, m, 2.15-
20 (1H, m, 2.50 (3H, s), 3.15-3.20 (1H m,

84 (2H, m, 3.92-3.97 (1H, m, 4.92 (1H, br),
14 (1H, m, 7.37 (1H, s). white crystal mp.
1H- NVR 8 (CDC13, ppm): 0.86 (3H d, J=6.8 Hz),
3H, d, J=6.3 Hz), 0.97 (3H, d, J=6.3 Hz), 0.98




d, J=6.3 Hz), 1.23
1097 m), 2.10-2.15
s), 3.41-3.47 (1H,
(2H, ), 4.10 (2H, q
6
| 1

t, J=6.8 Hz), 1.83-1.91 (1H,
m, 2.66 (3H s), 2.69 (3H,
3. 53- 3. 66 (1H, m, 3.89-3.96

(3H,
(1H,
m
Hz), 5.13 (1H d, J=7.8
6. 3(1H M. white

( CDCL 0.87 (3H,

3-
) 8
Hz) , .27 (1H, d, J=
8 pp :
d, J=6. Hz), 0.97 (3H, d,
6 1.2
8

crystal mp. 186.1C
d, J=6. 8 Hz) , 0.91 (
J=6.3 Hz), 0.99 (3H, d,

Hz), 1.23 (3H d, J=6.8
.18 (1H m) 68 1098 (3H 's), 2.71 (3H s),
86-3. R(?I—I

, J=6.
8.3 Hz),
H NMVR 3,
3H, 8
J=6.8 Hz), 1.21 OH, d, J=6.3
Hz)2751-83-1.91 (1H, m),

(.OO
\IOJ
(.OI\)

J
2. 2.
RN POt Ml s Y S T T AP SO TN
4.y 9%’ (1 r CIRTY;
0 %a (?—r 8% B9 14 5‘)'358113‘%23 it ), 6.20-
6rr? (11%'7 Bo 16464V -67( EBEA3M) ppiy €507 680 (6, m),
77-90g6LH( 3N~ d, J=6.3 Hz), 0.90 (3H d,
lillt?) 99l ¥y J=6.3 Hz), 0.99 (3H d. J=6.3

< -
L.U)"I

1=

D

SN
CDQ.)Q_

d
BFCI-M9 214351099 m) 12-2.14 (1H, m), 2.67

g

3
, 2.
browsos¢Bigl s), 3.38-3.45 (1H, m, 3.54-3.57
APGISSS (MH478. J=6.8 Hz), 3.88-3.96 (2H m,
2 (1 7.3 Hz), 6.75

T|—sT [T

Ipplel bdcwn 3ddd)d 6. H d, J=
whi t egcrmMat &l (0P, &nyBCo 73285(3H1HdNM3—€8 Hz),
ppm : 00781 ((3§H ad, g 3{?5'2,) 0.8 3Hg B, 9=6 8 Hz),
Hz) , .96 (%h' d, d 2‘)'2,) ]2 T 1.75-
Hz), 1. 58Q)BH’1 =7 9@( 1m é b& (2H,
(11, ,7 g 7-26

, 1.
fo-2 12m(1H ’ '§O’1( 4
, 7% 1k,
”2% s
M | \% t( §?§ 5 8-40

:
oooo:;f\gml—\

L.L./\/\(JK\;"\
AN )

IT- O OO0
N W
:g

o
1]
~
=

0 (1H
Wi 85 sdBk d, J=6.8 H d, J=6.8

p—

386
/Z2H, ,
%%H o
72.5C1|—‘|—I4@I56f 13, ppm : 0.79 (3H d, J=6.
Hz) (3

09 d,

1.00 (3H, d, J=6.3 Hz), I.2I (oH d J—b.f‘fi-ia),
6-1.95 (1H, 1102 m), 2.10 (1H, m, 3. 3.46 (1H,
3.52-3.61 (1H, m, 3.87 (1H, dd, J=
4-4.06 (1H, n), 4.85-4.92 (1H, m, 5.
5-6.18 (1H, n), 6.85-6.90 (1H m, 7.
1-8.33 (1H, M. white solid 1H NVR 6

J=

6.

mv

8.7 Hz),

(1H m,
(1H m,

CDC13, ppm
6.8 Hz),

Hz), 1.00
1

8

3
7
7

I—‘O"

8-
0
2
3 (
0.81 (3H, d, Hz) , 0.86 (3H d
.91 (6H, d, J= ), 0.97 (3H, d, J=
H d, J=6.8 Hz), 85-2.03 (2H, 1103 m
3.38-3.46 (1H, m, 3.56-3.58 (1H,
nm, 4.04 (1H, nm, 5.08 (1H m, 6.2 .26 (1H,
6.89-6.99 (1H, m, 7.29 (1H, m, 8.31-8.33 (1H,

. White crystal mp. 193.2C 386 - Properties of
Compound (87) in Table 2 Conpo Properties and No.
1H NVR 6 (CDC13, ppnm): 0.80 (3H, d, J=6.8 Hz), 0.87
(3H, d, J=7.3 Hz), 1.00 (6H, d, J=7.3 Hz), 1.42 (9H,
s), 1.86-1.95 (1H, m, 2.04 (1H, m, 3.38-3.46 (1H,
1104 m, 3.60 (1H, nm, 3.80-3.86 (1H, m, 4.10 (1H,

n, 5.00 (1H, nm, 6.25 (1H, n), 6.89-6.90 (1H, m,
7.40 (1H, m, 8.30-8.33 (1H, n. white solid 1HNWR 6
(CbC13, ppm : 0.82 (3H, d, J=6. 8 Hz) , 0.83 (3H, d,
J=6.8 Hz), 0.96 (3H, d, J=7.3 Hz), 0.98 (3H, d, J=6.8
Hz), 1.24 (3H, t, J=6.8 Hz), 1.83-1.93 (1H, 1105 m,
2.03-2.08 (1H, m, 2.46 (3H, s), 3.44-3.49 (1H m,
3.57-3.64 (1H, m, 3.87-3.92 (1H, m, 3.95-3.97 (1H,
n, 4.09-4.15 (2H, m, 5.15 (1H, m, 6.17 (1H, d,
J=7.8 Hz), 6.39-6.41 (1H, m, 7.22 (1H, m. white
crystal mp. 182.4C 1H-NWR 6 (CDC13, ppm: 0.81 (3H,
d, J=7.3 Hz), 0.88 (3H, d, J=6.8 Hz), 1.00 (3H, d,
J=6.3 Hz), 1.01 (3H, d, J=6.8 Hz), 1.20 (3H, d, J=5.8
Hz), 1.23 (3H, d, J=6.3 Hz), 1.83-1.93 (1H, m,
2.04-2.09 (1H, m, 2.48 1106 (3H, s), 3.46-3.49 (1H,
m, 3.55-3.63 (1H, nm, 3.86- 3.92 (1H m, 3.96-4.06
(1H, m, 4.84-4.93 (1H, m, 5.13 (1H, d, J=8.3 Hz),
6.23 (1H, d, J78Hz) 6. 39- 641(1H n), 723(1H

PNN™ N A1l NN NA PN

3
6.
6. 3 , J=
8 Hz 6.8 Hz)
1. 2.10 (1H,
3. 81- 3. 99
6

2-
1

3373
e



3. 56- 3.

crystal
(3H, d,
d, J=6.

67 (1H, m), 3.80-3.86 (2H ), 3.88-
7.8

m, 3.97-4.04 (1H, m, 5.25 (1H d, J=7. , 6.
6.26 (1H, m, 6.40-6.41 (1H, m, 7.26 (1H, M. white
mp. 211.4C - 387 1HNWR 6 (CDC13, ppm: 0.88
J=6.8 Hz), 0.92 (3H d, J=6.8 Hz), 0.97 (3H
8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.24 (3H, t,
J=6.8 Hz), 1.30 (3H, t, 1109 J=6.8 Hz), 1.86-1.90 (1H
n, 2.05-2.17 (1H, m, 2.70 (3H, s), 3.03-3.09 (2H,

m, 3.35-3.50 (1H, 1), 3.53-23656 (1H, n), 3.89-3.92

(2H m,

6. 20- 6.

4.08-4.13 (2H, n), 5.11-5.12 (1H m ,
22 (1H m , 6.68 (1H, br) white crystal: mp.

183. 8Exqud+tNivR S f( CoppdungprtP2) OiB T8 2, J=6.8 Hz),

0. 92 (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=6.8 Hz), 1.23 (3H,

Q-Eﬁrd’ﬁ@ 13T (3H t, J=6.8 Fzj, 1 85-1. 90 (1IH

110 252.3°17 (1H m). 2.72 (3H s). 3.07-3.10

gijn), 335350(1H ., 353356(1H m,

. 13- 6. FE?E 5 DCJ@? 7§P(T‘iH Obﬁ@](%u tdé ORI | §.-88
163. 3C |1 Jeép8182) hé (ObHJc? J'H@)8 lliz)%‘l 91
3.% (13# 'dm §9H2 08 B (M, 32173639 HAR, ©)oeg3.80-
428 (3 (é-’HHz)‘“)'O49§1(‘éH76d 1H=glg 1102 10280 €34, 7-18
t, J=6. (8“Hz)d 17=@431H93 (2H66 nj1H 2 s0a- 7. 85 ((2H, &), J=7.8
p. 70 11#42)(:3H,- %) ,(28,0¢.3J99-§ 24¢) ), 3.39-3.46 (1H,
M. 3. §3hiTesmollld . 3.83-3.96 (4H_m, 5.10 (1H,
br), 6.|F4-NBR16 (dbt14)) pph) 660 (461 (IH,) .o whide scyst ab:. 90
mp. 183(BG d,3886- sPHaperties ofu,Canpunds(88),in. 23 (3H,
rabl e 3 ¢,Comm sPHeEr hi.85-ands Nas, mbH MVgeEo( GHC %H m),
_E};’q G .8%-(33H2 diuJ=R) 8 5izgo- 3%692(1(1-13 m)o,l, 33 6

0./96 ,(AHo sl ~1§6(8HH21)1 %%(%’,bé %HE){ d
1.30 (3H=1.8 6. 87Hp), 1H43b1§)9H7 éS 41 ?4 7.69
= Zlégz T2 (3 @HZ 0(3H s), N g
=6. 8 H 1t% %@ygt 1, Pe62-3.66 (1H ),
3. 80-3- P 1 HH—b+ )

5. 12- 6. '}{D T g Vaﬁ'téj'cﬂésst -8l Hz)y p0.90
197. sc Hgo rsﬁ 648 §z2é, B-%f)(3H,
0.90 Z '8 ‘b7<6(H3Hm d, 1386-8-P2) (1H, 'm),
0408 (] 5 (3 HHz 132420@ A% (3H, my), 3.68-8968 (1H,

s), 1. (; H97 2 o5 A .83 (41|8|7 MLH, 3m19- 8.2 (1H,

2H, m brill§ 3 8£f) B, 9q)(2h261)(1ﬂ4 by 4. 145p2KRHM d, J=8.3
5,12 (1HZ)br) 706 (28, (dH,Jt#)3 He)74 (1H, br),

77-6 W@l{tfHCl“bﬁStai BPP. 7288.4°0H, nm). pal e peach
cryst all *HANMR &3acumalkbM/R 60 (88PQL31 ARIH, Qt)831(§b'| (6H, t,
d,  J=6|8=HzB, HO)901.65H. .92 (¥h. @ Hizp, 10-97163 H 'm) , 3 43-
Ur6, 8 HB).500.(98, (8H, 3d62JF668 (A, mi, 19- 8134 66H, (4

.38 (98.09) (14, 78z) 1. 8214 1Hxu, 'Tibr) Qé 2. 15u( 14 56 (2H
3. 45- 3538 ozgi 3Mhiz) 111468, 89; 306 5(gH m‘h'4 87 (1 H’ '
9. _J=6,% &th);- c§y98a§ 0 (zlﬂ 1% s 27 LR br),

. - Cti;g ? A _4|. II'I oG (LT iy 25
pal e yell,qw ys f 137 %
- 0. 84 §E| @ 11 '9§3 ?H‘S 1 Q&G(EHW’)‘;B'@H‘
0p-97 (3 5%‘?42‘?4 tihgm,
(3R, d g‘ﬁz : Hﬂls“J% 8- i—% (34, ), 5.07
(9H, s) 84 §87. 1§Z 1H; 23y (1H, br), 7.55
3.48-3 é g %@'3 9@9 ARH nfl, 4-B43 Izlzsg (1H,
) 5_bahi gcmrsﬁ@;hm;m P2 HCm '6.72 (1H m,
AT (8DE2( I, : 9).85w1i.00 GULYA] ah) 389.20-1.25

1H NMR
(3H, d,
d, J=6.

1121 ),

3. 89- 3.
Hz), 5.
6. 58- 6.
cryst aI

3 (CDC13, pprr):083(3HdJ68Hz),Uuu
J=6.3 Hz), 0.96 (3H, d, J=6.3 Hz), 0.98 (3H,
3 Hz), 1.23 (3H, t, J=6.8 Hz), 1.85-1.90 (2H,
2.09-2.17 (1H, m, 3.47-3.48 (2H, m,

91 (2H, m, 3.92 (3H, s), 4.10 (2H, q, J=6.8
17 (1H, m, 6.04-6.06 (1H, m, 6.28 (1H m,
59 (1H, m, 6.59 (1H, m, 6.69 (1H, M. white
_mp. 164.9C 1H-NI\/R6(CDClS ppn) : 0 4(3

~ NN N —




nm., 6.04-6.06 (1H, m, 6.22 (1H, m, 6.59-6.60 (1H
m, 6.68 (1H mM. white crystal mp. 188.3C 1H NMR 6
(CDC13, ppm: 0.84 (6H, d, J=6.8 Hz), 0.90 (6H, d,

J=6.3 Hz), 0.96 (3H, d, J=6.3 Hz), 0.98 (3H, d, J=6.3
Hz), 1.85-1.90 (2H, m, 2.09-2.12 (1H n), 1123 3.48
(2H, m, 3.84 (2H, d, J=6.8 Hz), 3.89-3.90 (2H, m,

3.92 (3H, s), 5.17 (1H, m, 6.03-6.06 (1H m, 6.25
(1H, m, 6.58-6.59 (1H, m, 6.59 (1H m, 6.69- 6.70
(1H, m. white crystal mp.2179:7C - 390 - Properties
of Cbnpound (89) in Table 2 Conpo Propertles and No.

NV "‘ir 7 _21 . : 3 . .40—
EJ?HJEG 4_75‘ .6 o 8’? Be ™),

( :
ol { ey ﬂ}g S A el o

W) ( 37H.26S (1Hy ba) ¢ 11 58y (28, d,

m, 3. 29
6. 04- 67-(%8 flzl() ;! 1CH -86H81.6.62 (1H, M),
6. 68- Nh@fd;e( mesmal B-Ba 43H5%  white crystal map,

168. 9C*H1Y¥R &SICINE sMppHR7 BI- .8l i(d8HE NVR 6.17-1.25
(CDC13,(1ppmn);, 0.885-138) (LHJ=0. 8.ld2)1,.66. 914, (BH 1.88-
J=6. 8 |AHzP2 0194 ©BH, 2d12JzAl68 (4),, m).,98.433.54, (]JH=,7-rﬁ3),
13260(3H66d,(1875mB, Hr)§0-13.22 ((3H, #),14300Jdx508B (
Hz), 1n96 61b8 qa.HJ—BrB Hz)18 2(163- 3)057(2H (1%, b2) 937 56
5)2H2 47-3=853(A%) , M.6SB. (@3r,3d§8J(=§HB m)

3. 80-Iw&@télarya);a13m9§ 42;912 e(°3;H n) 81 (1H br),

4. 97 419 i’m‘u% {g “ ‘E‘a)l"o 95

T 5 ﬁz it .
- % He @6 -

He), 1.0 %

05-2 1%' :
(1H, nﬁ,'o % 4‘ )083( n%S flig7 m),
(1H, br)‘l sb '5"1(97 18! é“48q(1§’=2 z), 5.10
6.57 (1 §H Fg L7 2 (1%, Jyvi7, 5b-481].56 (3H,
m, 7@6!79 ﬁ 3 c | 1H NVR 6 (CDC13,
ppm--LBNE%e QK Sﬁal 14@; 3 (3H d. J=6.3 Hz),
0.92 (3H, d, J=6.3 H), o. 98 (3H, d, J=6.8 Hz),
1.20-1.27 (6H, n), 1.81-1.98 (1H, ). 1146 2.01-2.08

(1H, m, 3.75-3.98 (3H, m, 4.73-4.93 (2H m, 6.18
(1H, br), 6.95 (1H, br), 7.06-7.08 (1H, m, 7.24-7.39
(2H, m, 7.41-7.45 (1H, m, 8.20 (1H, br) white solid
- 391 1H NMR 8 (CDC13, ppm: 0.80-0.96 (6H m ,
1.18-1.37 (9H, m, 2.05-2.12 (1H, n), 3.47-3.54 (2H,

, 3.93- 1150 3.97 (1H, m, 4.28-4.37 (1H m,
4.86-4.90 (1H, m, 5.11 (1H, br), 6.60 (1H, br),
7.48-7.58 (3H, m, 7.97 (1H, d, J=7.8 Hz), 8.07 (1H
d, J=7.8 Hz). white crystal mp. 198.4C 1H NWR 6
(CDC13, 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
n, 4.28-4.34 (1H, m, 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). white crystal mp. 178.4C - 392 -
Preparati on Exanples and Test Exanpl es Hereinafter
Preparati on Exanpl es and Fungicidal acitivity Test
Exanpl es of fungicides according to the invention are
illustrated. In the followi ng exanples, refer to arts
by weight” ht" or "parts"” py g by weight".
Preparation Exanple 1 (Powder) 2 parts of Conpound No.
38 and 98 parts of clay were wuniformy m xed and
ground to obtain powder containing 2% of the active
i ngredients. Preparation Exanple 2 (Wttable powder)
10 parts of Conpound No. 54, 70 parts of kaolin, 18
parts of white carbon and 2 parts of cal ci um
al kyl benzene sulfonate were uniformy m xed and
ground to obtain wettable powder in the form of
unlforn1 fine pomder contalnlng 10960f the actlve

oy p— “AZ 2 a2 I



20 parts of Conpound No. 152, 3 parts of cal cium

al kyl benzene sul fonate, 5 parts of

pol yoxyet hyl enenonyl phenyl ether and 72 parts of white
clay were uniformly m xed and ground to obtain
wettable powder in the formof uniform fine powder
containing 20% of the - 393 - active ingredients.
Preparation Exanple 4 (Wettable powder) 50 parts of
Compound No. 159, 1 parts of sodiumlignin sulfonate,
5 parts of white carbon and 448parts of diatonmaceous
earth were m xed and ground to obtain wettable powder
cont ai ni ng 50% of the active ingredients. Preparation
Exanpp gogse f tH exnvadd €aagenind F3paris TdbXeorgpound No.

163, 7 parts of propylene glycol, 4 parts of sodi um
Iignin sul fonate, 2 parts of dioctylsulfosuccinate

TRt dGe ATE 02 parts of water —were wet ground
NI?IBH b%ﬂd%ﬁn er to obtain flowable agent containing

b of tlhe active |ngred| ents Preparat| on Exanpl e 6

8 yebFls i 1 :
$ ards of szlro@t-z?suﬁlﬁos%'ccﬁﬁat Azddi @m2© (3H,
$alt, apnieh 7 et thedof In@ler 3Hnefle Jrt - §rifind Widsh SEngd

4ri nder| 396 obtha)n f1.Akatl-83adéRt mborﬁa?%h’d"rl@%rof:’* 53-3.56
{Aé4act | (&, myred @it s(1HPr @padabi drHiBExanpiad 7(1H, br), 4.86

Fl owabj Ellgent )J=Xb Jdiztls Of 0CotpidunklrNo.6 307, (18, pdnts 7.11
of propylEhe bgl,ycblZl 52har is 38 pdl By et 164 el2d,olgei d=8.8

acid esftiez), .5 parts - 394 of pol yoxyethyl ene diallyl

et her sluhiate,sdlidi parts of antifoam ng agent based

M th sangsigy idder=d.@ olt)ai 0.bhoyel) ed,agesd. 8 apit,ailniong (34,

25% of e »edjvaid)ngnedivent se Prepanpt ion Fxam! ¢,87=6.8

gg\der H2) pad 146-0 . sQonpayne) No3, 6813 sed 98, paf)tssofes (3H,
, uideratao ni2xgdmands gt pupg t @00t & B opQWEer pr)

font ai nl'n_gzg')_/fa of1 tihe agti veypogredi plr}; S.m)Pr e,pa;,rgat7| %q (1H,

Exanpl e n;,,o (Mg tabl s q\gdefn) 20 parts of Conpound .

693, 3 PAf{ S cgrf:@gaql UM pal bwbbgn@ene suI fonate

$ili CO%GI,H—NMR 59. §cpalt s pPm)watnes3 WBHE @t Jgr o3rKk), 0.87

(

{o obt 4 wider Pn22th 'fd4'm 50 - rmt-01 (3H,
fine po ery Vnd @07 dof8t hef: dol \,le8i7 ec’dl diflg. m),
? Prich a%a?tq o(rJrHEx i:;t Vi t Bldle howder6)L-5065 (1H,
haft s ofmGon%)cﬁPn i’5 mi' par%- 3)#97so(dﬁ1mm irgdi-A8-4.13
sul f onat 05 art530@f \Milrtértar%&ﬁ'a@]d744(1@arms},of7 30 (1H,
i atomacté?ﬂus edr317 R d 1 xad, ahddrodd (ldt,obvai . 96-7.97
het t abl|e(1ibower cont ai ni ng 50% of the active
ngr edi éffhlste Ppvestarlat mep . EX88p8¥C 12 (Fl owabl e agent)

;Z:;; O\I:Q)%”;E yg ¥ ICIICI';%IIyI |9JA) Il%lé ;é,;l%rﬁj- rﬁ&dn 0.92

b part § ‘af-N@anpouoocNg. pp@b.: . part3H,ofd premlene), o0.93

yl ycol ,| ¢Bipard,s Jefe.sodizym bi.gai suld,onale.s 21-9ar §s oof (3H,

Hi oct yi |sayl fosuaciat, e 1s0di Ysnsak} ,J%da 812z)paf1t§30 3H, d,
pat er  |vpse gvefz)gr qured -wi, bh samd gy quftl—tzo 1P t(%‘ﬂ” m), 3.25-
[ b oswabl|es agentin,cant aisnisng35% Oflﬁ hen)acty 48 _3  gg m) ,
ngr edi|entsn-PreEpanat i qy Ezfaéf@ &1’%! ougbl & - %%efaﬁg

10 par t|sg ofs Gopoyned,Npy , 892357 Prﬁ”bsr)"f pslytet %aeélﬂ m)
gl ycol 725@af7t%60f(1$10dwm i gni §U'J 'Sage’g fiz8

i oct yl %&s&%@%ﬁe Rofl U b pa”

ywal €1 LS 1 Oul
f 4 Dnabl|e é MRS o q]él'nPH@) 10%%@ t% &bt i376 -8 Hz), 0.92
dpr I58r 8t HEh: FQad| BHi4 4 FInkall Hzageht P2 (3H,

25 parts of Cbnpound No. 846, 5 parts of propyl ene
glycol, 5 parts of pol yoxyethylene oleic acid ester, 5
parts of polyoxyethylene diallyl ether sulfate, 0.2
parts of antifoam ng agent based silicone, and 59.8
parts of water - 396 were wet ground with sand
grinder to obtain flowabl e agent containing 25% of
the active ingredients. The effect obtained fromthe
fung|C|des of the |nvent|on 'S speC|f|caIIy

. I T Y o oy — p— o



bl i ght

A solution of the conpound in acetone was

diluted with water to 250 ppm and the sol ution was
sprayed to the tomato seedling (breed: Sekaiichi, one
per plastic pot having a dianmeter of 7.5 cm at

4-| eaf

stage in an anmount of 10 nL of the

conpound/ pot. After air-drying, the pot was
transferred to a noist chanmber at 18C (12- hour
light-dark Iight cycle), and inoculated by spray with
a zoosporic suspensi on of -PhY?opht hora i nfestans. On
the 4th day after |noculat|on t he infected area rate

A

nﬂ\lnn V.V a¥al r\vﬁm nod

U1 =

carri ed
area ra
was not| M
f han 59
C. I nfe
Contrao

PETHND MR L AT TP Y WS
@e § sh (ﬁﬁtr@ateﬁ Gh (ﬂchQ)'eQaﬁg %t?%n 4H,
&-dd dida Pare o?zl ésd, br),
oB. Fﬁﬁégtéaﬂar%a'raiQQC% 5008, | Bds mARA~BOYE (1H,
&led area rate of not Iess than 50% Table 3
Whigecrrastapyannrt IShed'€ late blight (1)

Conpout
1 B 6

A _ 75 /
198 A

140 A
ef f ect

dHNYMR BB f @2ncl,Coppaf atd v& Gamyound JE6388Hz1, B0. 93
B3HI8dR J26.2 H38, /.89 BH,4G,AJ=428AHz47 B.0HO(3H,

A 51 Ad,57=k.858zp, D54A (&6 A),53.85-399B (68, Bm) $9R2.14-
A2.28 A1H99mB, 300048:-2539QH,1@3 ,B3.3833A831284A m),

B62A3.337 (A", 188, A1.dR9 18, 1:%5 A6.188 My, 188) A 7.41
144, Apr}437A18 1470 A o 4R B & 1400 70@@”;0%&' nga m,
a;g@lgns(tmt opat §= iageﬂp,l ight (2) Conpound .

452

1 fct | 190eh cLi2oh A dBhh 157 A 199 A 160 A
TOT A TRk BOCaCLr Opph) : O0I8 (3R 9107 e} 0% %2

(3H, d, J=6.8 Hz), 0.90 (3H, t, J=6.8 Hz), 0.99 (3H,
d, J=6.8 Hz), 1.12-1.25 (1H, m), 1.50-1.54 (1H, m),
1.63-1.67 (1H, m), 2.11-2.16 (1H, m), 3.49-3.53 (1H,
m), 3.61-3.65 (1H, m), 3.68 (3H, s), 3.87-3.91 (1H,
m), 4.01-4.03 (1H, m), 5.16 (1H, br), 6.23 (1H, br),
7.32 (1H, br), 7.45-7.51 (1H, m), 7.60-7.64 (1H, m),
7.91-7.96 (1H, m).

white crystal: m.p. 190.5°C




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 201 A
202 A 203 A 402 Controlling effect against tomato
late blight (3) Conmpound 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- 280 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 tonmato |ate blight
(4) Cospertide Noof EfdmgsduntD434) 285TAb139% A 297 A
298 B 299 A 300 B

Compo | Properties
und
No.

'H-NMR 8§ (CDCls, ppm): 0.88 (3H, d, J=6.8 Hz), 0.92
(34, d, J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz), 0.99 (3H,
t, J=6.8 Hz), 1.20-1.26 (3H, m), 1.50-1.67 (3H, m),
2.10-2.19 (1H, m), 3.39-3.50 (1H, m), 3.58-3.63 (lH,
453 m), 3.84-3.98 (1H, m), 4.00-4.05 (1H, m), 4.08-4.14
(24, m), 5.05 (lH, br), 6.19 (1H, br), 7.33 (1H, br),
7.48-7.52 (1H, m), 7.58-7.65 (1H, m), 7.97 (lH, d,
J=1.9 Hz).

white crystal: m.p. 201.2°C

'H-NMR & (CDCls, 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, m),
1.70-1.85 (2H, m), 2.12-2.17 (1H, m), 3.39-3.45 (1H,
454 m), 3.58-3.65 (1H, m), 3.85-3.89 (1H, m), 4.00-4.03
(1H, m), 4.85-4.88 (1H, m), 4.99-5.02 (1H, m), 6.20
(1H, br), 7.39 (1H, br), 7.47-7.51 (1H, m), 7.59-7.66
(1H, m), 7.97 (1H, d, J=1.9 Hz).

white crystal: m.p. 194.8°C

'H-NMR & (CDCl;, ppm): 0.89 (6H, d, J=6.8 Hz), 0.91
(6H, d, J=6.8 Hz), 0.94 (3H, d, J=6.8 Hz), 0.98 (3H,
t, J=6.8 Hz), 1.13-1.25 (1H, m), 1.50-1.56 (1H, m),
1.81-1.97 (2H, m), 2.13-2.18 (1H, m), 3.40-3.49 (1H,
455 m), 3.63-3.71 (1H, m), 3.82-3.90 (3H, m), 4.00-4.04
(1, m), 5.10 (1H, br), 6.12 (1H, br), 7.36 (1H, br),
7.48-7.51 (1H, m), 7.59-7.65 (1H, m), 7.96 (1H, d,
J=1.9 Hz).

white crystal: m.p. 184.6°C

'H-NMR § (CDCls, ppm): 0.92 (3H, d, J=6.8 Hz), 0.94
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 0.99 (3H,
t, J=6.8 Hz), 1.20-1.25 (1H, m), 1.43 (9H, s), 1.51-
456 1.63 (2H, m), 2.13-2.18 (1H, m), 3.20-3.31 (1H, m),
3.79-3.83 (2H, m), 4.00-4.06 (1H, m), 4.91 (1H, br),
6.14 (1H, br), 7.44 (1H, br), 7.49-7.52 (1H, m), 7.65-
7.68 (1H, m), 7.99 (1H, d, J=1.9 Hz).
white crystal: m.p. 168.6°C

458 'H-NMR 8 (CDCl;, ppm): 0.88 (3H, d, J=6.8 Hz), 0.94
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 1.01 (3H,




301 B 302 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 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 late blight (5) Conpound No. Effect 348 A 349
A 350 A 352 A 388 B 389B 390B 392 B 393 B

3905 B 396 B 397 B 398 A 400 A 404 B 408 A 411 A
412 A 413 A 414 A 416 A28U07 420 A 424 B 427 B
- 408 Cbntrolling effect against tonato | ate blight

VAN aAY

—an £f 433—A—435 A
436 A P:;'s Hﬁ’ 1 ézﬁ”zh?s éﬁ%ﬁﬂngozk (31 %
A %§ SHz A541 o (1H,°m), 2.16-2.22 (14, w1, 3.44-

C2H oM A 3 87-4.06 (2H, m), 4.75 (1H, br), 4.99

(1/2H br), 5.01 (1/2H, br), 6.21-6.23 (1H, m). 6.64
(1H, m), 7.21-7.31 (1K, m), 7.37-7.42 (1H, m), 7.58-
7.61 (1H, m).
white solid

'H-NMR 8 (CDCl3, ppm): 0.89 (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), 1.20 (3H, d, J=6.8 Hz), 1.22 (3H, d,
J=6.8 Hz), 1.95-1.99 (2H, m), 3.27-3.31 (1H, m), 3.64-
462 3.71 (1H, m), 3.86-3.90 (1H, m), 4.01-4.05 (1H, m),
4.84-4.86 (1H, m), 5.10-5.12 (1H, m), 6.61 (1/2H, br),
6.85 (1/2H, br), 7.22-7.24 (1H, m), 7.54-7.57 (1H, m),
7.67-7.71 (1H, m), 7.80-7.93 (1H, m).

white solid

'H-NMR & (CDCls, ppm): 0.87 (3H, d, J=6.8 Hz), 0.93

(3H, d, J=6.8 Hz), 1.00 (6H, d, J=6.8 Hz), 1.22 (3H,

d, J=6.8 Hz), 1.24 (3H, d, J=6.8 Hz), 1.88 (1H, q,

166 J=6.8 Hz), 2.07-2.11 (1H, m), 3.38-3.47 (1H, m), 3.50-
3.52 (1H, m), 3.98-4.03 (2H, m), 4.83-4.86 (1H, m),

5.62-5.64 (1H, m), 7.17-7.21 (1H, m), 7.35-7.47 (1H,

m), 8.06-8.08 (1H, m).

white solid




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 tonmato |ate 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- 694 A 692 A 693 A 694 A

695 A 696 A 697 A 698 A 699 A - 412 Controlling
ef fect against tomato |late blight (8) Conpound No.

Effeo{tcm}QEQ:tA.LeJQ)]f BompBéand (I9P H T A2 707 A 708 A
709 A 10 A 711 A
Compo | Properties
und
No.
'H-NMR & (CDCl;, ppm): 0.80 (3H, d, J=6.8 Hz), 0.83
(3H, 4, J=6.8 Hz), 1.01 (3H, d, J=6.8 Hz), 1.02 (3H,
d, J=6.8 Hz), 1.20-1.23 (6H, m), 1.91-1.96 (1lH, m),
470 2.06-2.10 (1H, m), 3.43-3.50 (1H, m), 3.55-3.59 (1H, -
m), 3.89-3.93 (1H, m), 4.00-4.12 (1H, m), 4.84-4.89
(1, m), 5.06-5.08 (1H, m), 6.58 (1H, br), 6.80 (lH,
br), 6.98-7.04 (1H, m), 7.91-7.93 (1lH, m).
white solid
'H-NMR § (CDCls, ppm): 0.82 (6H, d, J=6.8 Hz), 1.01
(6H, d, J=6.8 Hz), 1.13 (6H, d, J=6.8 Hz), 1.81-2.07
(2H, m), 3.31-3.40 (1H, m), 3.71-3.82 (1H, m), 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, m), 6.56 (1/2H, br), 6.21 (1/2H, br), 7.06 (1H,
s), 7.10 (1H, s).
white solid
'H-NMR 8 (CDCls;, ppm): 0.89 (3H, d, J=6.8 Hz), 0.96
(34, d, J=6.8 Hz), 1.04 (3H, d, J=6.8 Hz), 1.05 (3H,
d, J=6.8 Hz), 1.19 (6H, d, J=6.8 Hz), 1.96-1.98 (1H,
m), 2.05-2.24 (1H, m), 3.37-3.48 (1H, m), 3.62-3.75
478 (1H, m), 3.80-3.92 (1H, m), 3.98-4.02 (1H, m), 4.69-
4.78 (1H, m), 5.08 (1H, d, J=7.8 Hz), 6.24-6.25 (1H,
m), 6.70 (1H, br), 7.55-7.60 (2H, m), 7.64-7.71 (1H,
m), 8.02-8.06 (1H, m).
white solid
'H-NMR & (CDCl3, ppm): 0.79 (3H, d, J=6.8 Hz), 0.85
(3H, d, J=6.8 Hz), 0.99 (3H, d, J=6.8 Hz), 1.02 (3H,
d, J=6.8 Hz), 1.18 (6H, d, J=6.8 Hz), 1.93-2.15 (2H,
482 m), 3.50-3.61 (2H, m), 3.86 (3H, s), 3.88-3.93 (1H,
m), 4.03-4.07 (1H, m), 4.83-4.87 (1H, m), 5.10-5.15
(1H, m), 6.57 (1/2H, br), 6.59 (1/2H, br), 7.01-7.03
(1H, m), 7.28-7.40 (3H, m).
white solid
186 ESI-MS M*{ 436,
white solid
490 'H-NMR & (CDCl;, ppm): 0.87-1.23 (18H, m), 1.91-1.98
(1H, m), 2.18-2.27 (1H, m), 3.33-4.10 (4H, m), 4.77-




712 A
768 A
775 A
783 A
tomat o
A 790
800 A
816 A
828 A
841 A

714 A 715 A 716 A 734 A 762 A 763 A 764 A
769 A 770 A - 413 771 A 772 A 773 A 774 A

776 B 777 A 778 A 779 A 780 A 781 A 782 B
784 B 785 A - 414 Controlling effect against

| ate blight (9) Conpound No. Effect 786 A 787
A 791 A 795 A 796 A 797 A 798 A 799 A

807 A 808 A 809 B 811 A 812 A 813 B 815 A
817 A 820 A 823 A - 415 824 A 825 A 827 A
829 A 831 A 832 A I¥-A 836 A 837 A 840 B
842 A 844 A 84.5 A 846 A 847 A 848 A 855

to late

A—859
bl i ght
868 A

giég (Emgbund & B/P¥et désﬁo 8248613/335 b7 /- 64
2038y BYN, p6-72 (1/3H, br), .36 (3H, m).

white SOlld

494

'H-NMR 8 (CDCls, ppm): 0.84-1.05 (12H, m), 1.18-1.22
(6H, m), 1.86-2.00 (1H, m), 2.10-2.18 (1H, m), 3.48-
3.67 (2H, m), 3.89-4.14 (2H, m), 4.79-4.87 (1H, m),
4.97-5.06 (1H, m), 6.26 (1/3H, d), 6.49 (2/3H, d,
J=7.8 Hz), 6.67 (2/3H, br), 6.86 (1/3H, br), 7.02~7.16
(2H, m), 7.67-7.76 (1H, m).

white solid

498

'H-NMR 8 (CDCls;, ppm): 0.81-1.02 (12H, m), 1.18-1.25
(6H, m), 1.89-2.06 (2H, m), 3.29-3.41 (1H, m), 3.62-
3.72 (1H, m), 3.85-4.08 (2H, m), 4.83-4.90 (1H, m),

5.02-5.08 (1H, m), 6.20 (1/3H, d), 6.56 (2/3H, br),

6.78 (2/3H, d), 7.18-7.21 (1H, m), 7.32 (1/3H, br),

7.66-7.73 (1H, m), 7.89-7.98 (1H, m).

white solid




872 A! 873 ‘A- 874 A—8¥6—A 880 A—884—A—887+A885--A— =
889 A 893 B 897 A 900 A 901 A 904 B 905 A - 417
906 A 908 A 909 A 910 A 912 A 913 A 914 A 915 B
919 B 922 A 927 A 931 A 935 B 936 B 937 B 938 B
939 A 940 A 941 A 943 B - 418 Controlling effect
against tomato late blight (11) Conpound No. Effect
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 Brog@22iés dP1Sorpound (36) in Table 2

Compo | Properties

und

No.
'H-NMR & (CDCl;, ppm): 0.82 (6H, d, J=6.8 Hz), 1.02
(6H, d, J=6.8 Hz), 1.19-1.23 (6H, m), 1.96-2.04 (2H,
m), 3.32-3.36 (1H, m), 3.66-3.71 (1H, m), 3.83-3.87

502 (1, m), 7.83-4.88 (1H, m), 5.05 (1H, d, J=8.8 Hz),

6.56 (1H, br), 7.03 (1H, d), 7.57-7.60 (1H, m), 7.77
(14, 4, J=7.8 Hz), 8.03 (1H, d, J=7.8 Hz), 8.15 (1H,
s).

white solid

'H-NMR & (CDCls, ppm): 0.86-1.05 (12H, m), 1.18-1.22
(6H, m), 1.88-1.98 (1H, m), 2.13-2.22 (1H, m), 3.47-
3.68 (2H, m), 3.88-4.13 (2H, m), 4.78-4.85 (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, m).

white solid

'H-NMR § (CDCl3, 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), 3.09-
510 4.08 (4H, m), 4.76~5.03 (2H, m), 6.01 (2/3H, d), 6.27
(1/3H, d), 6.68-6.75 (1H, m), 7.22-7.34 (3H, m).
white solid

'H-NMR 8 (CDCl3, ppm): 0.84-1.04 (12H, m), 1.18-1.22
(6H, m), 1.88-2.14 (2H, m), 3.47-3.68 (2H, m), 3.87-
514 4.13 (2H, m), 4.77-4.85 (1H, m), 5.05-5.13 (1H, m),
6.28 (2/3H, d, J=9.3 Hz), 6.35 (1/3H, d), 6.71 (1H,
br), 6.83-6.96 (2H, m), 7.34-7.39 (1H, m).
white solid
'H-NMR 8 (CDCl;, ppm): 0.87-1.04 (12H, m), 1.14-1.24
(6H, m), 1.88-1.94 (1H, m), 2.12-2.18 (1H, m), 2.27-
2.31 (6H, m), 3.40-3.66 (2H, m), 3.91-4.10 (2H, m),
518 4.77-4.83 (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), 7.07-7.21 (3H, m).
white solid

'H-NMR 8 (CDClj, ppm): 0.80-1.02 (12H, m), 1.18-1.23

529 (6H, m), 1.89-2.12 (2H, m), 3.45-3.67 (1H, m), 3.80-
4.08 (9H, m), 4.83-4.90 (1H, m), 5.02-5.08 (1H, m),

6.48 (1H, d), 6.05-6.11 (2H, m), 6.91 (1H, s), 7.24




- 420 Controlling effect against tomato |ate blight
(12) Conpound 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
1040 B 1041 A 1042 A 1043 A - 421 - 1048 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

ef fect against tomato | ate ksisght (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

oS

1112 A (Eﬂiss% 1114 A 1118 A 1122 B 1123 A 1124 B
1146 Al Whybs sohhdn A 1154 A - 424 Test Fxanple 2

Cont r o| tH-YRefSf dE€DCagaiprat) :cOcTdbeE 08owhgH, nm) deln W-1.23
sol uti pheBf mhe Tohpaund i(2Hacay pne. Wasd dil utad, wit,h 4.82-
ter 16.250ppm mnd 4.19%8-S0lo6t i(0R, wWas, sprayedin,o dihe 6.53
cucunbprl sziedl bng, (dreedl/3agabkhpnpbad-7 129 @, m), 7.83-

plastic7p®% (d@yvimmg a dianeter of 7.5 cm at 1-1|eaf
st age ﬁh;aﬂeaj@l,liu of 10nmL of the conpound/pot. After

a'f-erHuhmé EBEl“ﬁgnmbra%S%9rg§H 18, 4 I®'elhz), 0.94
chanbef g ovy de ths 90eeaioyse q g7 . 3 Hz), 1.00 (3H,
d, J=6.8 Hz), 1.18 (3H, d, J=6.3 Hz), 1.21 (3H, d,
J=6.3 Hz), 1.93-1.96 (1H, m), 2.16-2.22 (1H, m), 2.26
530 (9H, s), 3.60 (1H, m), 3.70 (1H, m), 3.89-3.91 (1H,
m), 4.04-4.06 (1H, m), 4.75 (1H, m), 5.20 (1H, m),
6.15 (1H, m), 6.78-6.79 (1H, m), 6.83-6.84 (1H, m),
7.25 (1H, m).

white solid




and i nocul ated by spray with a zoosporic suspension of
Pseudoper onospora cubensis. On the 7th day after
inoculation the infected area rate for the | eaves was
exam ned. Evaluation was carried out by the follow ng
criteria. The infected area rate for untreated groups
in the examnation was 60 to 80% A: the infected
area rate of less than 5% B: the infected area rate of
5%to less than 50% C. the infected area rate of not
| ess than 50% Table 4 ControBking effect agai nst
cucunber downy mldew (1) Conpound No. Effect
Conparative Conpound C425 1 B 2B 3B 4B 6B
10 A p2sbdrtidhs Af 3dmBoudl AS7A2MA TANSB250 A 51 A
52 A. 54 A 55 A 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

1 40 A 444 N 1492 N 147 N 149 D 101 P 152 A

1 4L n
159J D LT D I=0 D TOo1L D T IZ 7\

D) L3O D
1§§m§§> ?g}pﬁr-tlfﬁ Controlling effect against
:E%‘Ember downy nildew (2) Conpound No. Effect 157 A

159 A %@9 A—161 A 162 A 163 A 164 A 166 A 167 A
168 A [IH9NER 37(CRC17ppA) 11037 (34 A J=RS SBHZzL76 0A83
177 A |18H,Ad,1936A8 Hg84,Bl.0Q283H,185 A=6.8 Hz), 1.01 (3H,
d, J=6.8 Hz), 1.16 (3H, d, J=6.3 Hz), 1.20 (3H, d,
J=6.3 Hz), 1.32 (3H, s), 1.33 (3H, s), 1.35 (3H, s),
534 1.94-1.96 (2H, m), 3.37 (1H, m), 3.56-3.57 (1H, m),
3.92-3.95 (2H, m), 4.81-4.85 (1H, m), 5.20 (1H, m),
6.60 (1H, m), 6.85 (1H, m), 7.36-7.49 (2H, m), 7.71-
7.74 (2H, m).

white solid

'H-NMR 8 (CDCli, ppm): 0.91 (3H, d, J=6.3 Hz), 0.94
(3H, d, J=6.8 Hz), 1.00 (3H, d, J=6.8 Hz), 1.03 (3H,
d, J=6.8 Hz), 1.19 (3H, d, J=7.3 Hz), 1.20 (3H, d,

538 J=6.3 Hz), 1.86-1.97 (1H, m), 2.17-2.19 (1H, m), 3.40-
3.60 (2H, m), 3.90-4.00 (2H, m), 4.80 (1H, m), 5.08
(1H, m), 6.20 (1H, m), 6.75 (1H, m), 7.27-7.30 (1H,
m), 7.33-7.38 (1H, m), 7.48-7.60 (2H, m).

white solid :

'"H-NMR 8 (CDCl;, ppm): 0.76 (3H, d, J=6.8 Hz), 0.81
(3H, d, J=6.8 Hz), 0.90 (3H, t, J=6.8 Hz), 1.00 (6H,
d, J=6.8 Hz), 1.18 (3H, d, J=6.3 Hz), 1.21 (3H, d,
J=6.3 Hz), 1.32-1.35 (4H, m), 1.45 (24, m), 1.77-1.79
542 (2H, m), 1.92-1.97 (2H, m), 3.30-3.33 (1H, m), 3.56-
3.58 (1H, m), 3.96 (1H, m), 3.98 (2H, t, J=6.3 Hz),
4.10 (1H, m), 4.82-4.87 (1H, m), 5.24 (1H, m), 6.64
(1H, d, J=8.3 Hz), 6.88-6.90 (2H, m), 7.10 (1H, m),
7.73-7.77 (2H, m).
white solid

'H-NMR & (CDCl;, ppm): 0.87 (3H, d, J=6.8 Hz), 0.93

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

d, J=6.8 Hz), 1.21 (3H, d, J=6.3 Hz), 1.22 (3H, d,

546 J=6.3 Hz), 1.88-1.89 (1H, m), 2.09-2.17 (1H, m), 3.47-
3.57 (2H, m), 3.97-4.01 (2H, m), 4.79-4.85 (1H, m),

5.75 (1H, d, J=8.8 Hz), 7.44 (1H, m), 8.18-8.20 (1H,

d, J=8.8 Hz).

white solid

550 'H-NMR 8 (CDCl;, ppm): 0.88 (3H, d, J=6.3 Hz), 0.94
(3H, d, J=6.3 Hz), 0.97 (3H, d, J=6.8 Hz), 1.00 (3H,




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 281 B 283 A 287 B 291 A 292 A
293 A 294 B 295 A 296 B 2897-A 298 B 299 A 300 B
301 B - 431 Controlling effect against cucunber downy

mldaw 4\ Canmnound Na

T Tr=r—corev

4 Compound-No—Effect 302 A 303 A 304 A
305 A | %0877 BdZ)a 1388 A3Hg0d A=&1h HE) 311 2R (3Hp 8
313 A %ﬁ_@b%ﬂzél,S 1A95—1.98 (lH, m), 2.18-2.20 (1H, m), 3.53

(2H, m), 3.93 (1H, m), 4.01-4.05 (1H, m), 4.75 (1H,
m), 5.20 (1H, m), 6.16 (1H, d, J=8.3 Hz), 6.90 (1H,
m), 7.07-7.10 (1H, m), 7.35-7.39 (2H, m), 7.83-7.87
(1H, m).

white solid

'H-NMR & (CDCli, ppm): 0.79 (3H, d, J=6.8 Hz), 0.86

d, J=6.8 Hz), 1.18 (3H, d, J=6.3 Hz), 1.22 (3H, d,

(34, d, J=7.3 Hz), 0.99 (3H, d, J=6.8 Hz), 1.00 (3H,

554 J=6.8 Hz), 1.88-1.99 (2H, m), 3.25-3.31 (1lH, m), 3.63-

3.70 (1H, m), 3.89-3.92 (2H, m), 4.80-4.85 (1H, m),

(14, m), 7.51-7.56 (2H, m), 7.74-7.79 (2H, m).
white solid

5.23 (1H, d, J=7.3 Hz), 6.89 (1H, d, J=8.3 Hz), 7.40




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 effect agai nst cucunber downy

m | dew (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
455 A 456 A 554 A 565 A- 388 B 575 B - 435
Controlling effect against cucunber downy m | dew (6)
Conpound No. Effect 595 B 599 A 601 A 636 B 637 B
638 PrrdpdxtAeH4lf Aonpb2nd (888 By TBhlleB2 645 B 646 A
647 A 648 A 649 A 662 A 663 A

Compo | Properties
und
No.

l4_NMR & (CDCl3, ppm): 0.75 (3H, d, J=6.8 Hz), O.
(3H, d, J=6.8 Hz), 0.98 (3H, d, J=6.8 Hz), 1.02

J=6.3 Hz), 1.80-2.00 (1H, m), 2.00-2.10 (1H, m),
558 3.45 (2H, m), 3.96 (2H, m), 3.98 (3H, s), 4.82-4
(1H, m), 5.20 (l1H, m), 6.97-6.99 (1H, m), 7.06-7
(2H, m), 7.45-7.47 (1H, m), 8.14 (1H, m), 8.17-8
(1H, m).

white solid

81
(3H,

d, J=6.3 Hz), 1.17 (3H, d, J=6.3 Hz), 1.19 (3H, d,

3.43-
.85
.09
.19

'H-NMR & (CDCli, ppm): 0.88 (3H, d, J=6.8 Hz), O.
(3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 1.00

d, J=6.8 Hz), 1.18 (3H, d, J=6.3 Hz), 1.20 (3H,

J=6.3 Hz), 1.87-1.92 (1H, m), 2.16-2.21 (1H, m),
562 3.81 (2H, m), 3.81 (3H, s), 3.82 (3H, s), 3.85-3
(1H, m), 3.99-4.01 (1H, m), 4.75 (1H, m), 5.20 (
m), 5.91 (1H, d, J=8.8 Hz), 6.54-6.61 (2H, m), 6
(1H, m), 7.27-7.31 (1H, m).

white solid

94
(3H,
d,
3.80-
.93
1H,
.90

'H-NMR § (CDCls, ppm): 0.83 (3H, d, J=7.3 Hz), O.
(3H, d, J=6.8 Hz), 0.94 (3H, t, J=6.8 Hz), 0.99

565 2.09-2.14 (1H, m), 3.48-3.53 (2H, m), 3.64-3.66
m), 3.87-3.92 (1H, m), 4.01-4.03 (1H, m), 5.04 (
br), 6.23 (1H, br), 7.07-7.12 (3H, m), 7.80-7.84
m) .

white crystal: m.p. 204.3°C

88
(3H,

d, J=6.8 Hz), 1.18-1.20 (1H, m), 1.50-1.57 (1H, m),

(1H,
1H,
(2H,

'H-NMR 8 (CDCls, ppm): 0.89-1.04 (12H, m), 1.20~1
(3H, m), 1.88-1.94 (1H, m), 2.16-2.20 (1H, m), 3
566 (3H, s), 3.37-3.42 (1H, m), 3.74-4.02 (3H, m), 4

J=8.3 Hz), 7.55 (1H, br), 7.99-8.05 (4H, m).
white crystal m.p. 220.6°C

.27
.07
.10-

4.16 (2H, m), 5.05 (1H, d, J=6.8 Hz), 6.21 (1H, d,

'H-NMR & (CDCls, ppm): 0.89-1.05 (12H, m), 1.18-1
(6H, m), 1.89-1.94 (1H, m), 2.17-2.22 (1H, m), 3
567 (3H, s), 3.32-3.38 (1H, m), 3.77-4.02 (3H, m), 4

7.58 (1H, br), 7.99-8.05 (4H, m).

.23
.07
.84-

4.88 (1H, m), 4.97 (1H, d, J=6.8 Hz), 6.18 (1H, d),




664 A 666 A 671 A 436 - 672 B 675 A 681 A 682 A
683 A 685 A 686 A 687 B 6883 A 690 A 691 A 692 A
693 B 694 B 695 A 696 A 697 A 698 A 699 A - 437
Control ling effect against cucunber downy m | dew (7)
Compound 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
- 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 effect against cucunber downy

x| Caorvaa-aa-a—Na FEfoect 700 A Z01 A ZQE
7 T J*

| arar £.Q\ ]
I"UtTvy « ITTIOUOTTT TNO~ < IO 7\ T I9 DO
706 A {0458 Cryatal B plobdy

T JO9U T\

811 A |8HoNMR &16CDC1sg1gpm): 0.76-0.89 (6H, m), 0.98-1.02
(64, m), 1.18-1.26 (6H, m), 1.52 (9H, s), 1.86-2.11

(2H, m), 3.50-3.64 (2H, m), 3.87-3.98 (2H, m), 4.83-
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 (1lH, s), 6.64 (1/3H, br),
7.03 (2/3H, br), 7.42 (2H, t, J=8.8 Hz), 7.72 (1H, d,
J=8.8 Hz), 7.75 (l1H, d, J=8.8 Hz).

white crystal m.p. 228.8°C

571

'H-NMR & (CDCls, ppm): 0.79-0.90 (6H, m), 0.98-1.03
(6H, m), 1.17-1.23 (6H, m), 1.46 (94, s), 1.87-2.16
(2H, m), 3.28 (3H, s), 3.46-3.66 (2H, m), 3.89-4.10
575 (2H, m), 4.86-4.92 (1H, m), 5.03-5.12 (1H, m), 6.23
(1/2H, d), 6.53 (1/2H, d), 7.12 (1H, br), 7.29-7.33
(2H, m), 7.73-7.78 (2H, m).

white crystal m.p. 167.0°C

'H-NMR § (CDCl3, ppm): 0.80-0.88 (6H, m), 0.96-1.04
(6H, m), 1.16-1.22 (6H, m), 1.55 (94, s), 1.88-2.17
(2H, m), 3.42-3.60 (2H, m), 3.93-4.07 (2H, m), 4.86-
579 4.90 (1H, m), 5.26 (1/2H, br), 5.38 (1/2H, br), 6.33
(1/2H, d), 6.63 (1/2H, d), 7.03-7.08 (2H, m), 7.37-
7.47 (2H, m), 8.53 (1H, s).

white crystal m.p. 167.0°C




816 A 817-A—820 A—823 A 824-B—826B——440-——327—A

828 A 829 A 831 A 834 A 836 A 837 A 840 B 841 A
842 A 844 A 845 A 846 A 847 B 848 B 851 B 855 B
866 A 867 A - 441 Controlling effect against

cucunmber downy mldew (9) Conpound No. Effect 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_93p 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 agai nst cucunber downy

m | dewy 6381 + i £9NPPUShddundEf (386t 1858281958 A 966 B

967 B 968 B 969 A 970 A

Compo | Properties
und
No.
lH-NMR 8§ (CDCl;, ppm): 0.88-1.03 (12H, m), 1.18 (3H, d,
J=6.3 Hz), 1.20 (3H, d, J=6.3 Hz), 1.85-1.92 (1H, m),
2.15-2.21 (1H, m), 2.43 (3H, s), 3.38-3.42 (1H, m),
583 3.65-3.70 (1H, m), 3.85-3.96 (2H, m), 4.75-4.80 (1H,
m), 4.93 (1H, d), 6.16 (1H, d, J=8.3 Hz), 6.64 (1H,
br), 7.15-7.22 (2H, m), 7.33 (1H, d, J=8.3 Hz).
white crystal m.p. 235.5°C.
ESI-MS M': 464,
87 | yhite solid
'H-NMR § (CDCls, ppm):1.17-1.20 (SH, m), 3.47-3.53 (4H,
m), 3.84-3.88 (1H,m), 4.00 (2H, d, J=4.4 Hz), 4.06
590 (2H, q, J=7.3 Hz), 5.70 (1H, br), 7.27-7.30 (1H, m),
7.39-7.50 (3H, m), 7.65-7.67 (1H, m).
yellow oil
'H-NMR & (CDCls;, ppm): 1.21-1.28 (12H, m), 3.56-3.60
(4H, m), 3.93-3.95 (1H, m), 4.07 (2H, d, J=3.9 Hz),
591 4.89-4.96 (1H, m), 5.69 (1H, br), 7.28-7.32 (1lH, m),
7.39-7.50 (3H, m), 7.65-7.67 (1H, m).
yellow o0il
'H-NMR 8 (CDCl;, ppm): 0.87 (6H, d, J=6.8 Hz), 1.20
(6H, d, J=6.8 Hz), 1.81-1.92 (1H, m), 3.46-3.54 (4H,
592 m), 3.79 (2H, d, J=6.8 Hz), 3.84-3.93 (1H, m), 4.01
(2H, d, J=4.4 Hz), 5.73 (1H, br), 7.27-7.30 (1H, m),
7.39-7.51 (3H, m), 7.65-7.67 (1H, m).
yellow oil
'"H-NMR & (CDCls, ppm):1.24 (6H, d, J=6.8 Hz), 1.44 (9H,
s), 3.53-3.59 (4H, m), 3.90-3.93 (1H, m), 4.02 (2H, d,
593 J=4.4 Hz), 5.51 (1H, br), 7.27-7.30 (1H, m), 7.39-7.50
(3H, m), 7.65-7.67 (1lH, m).
yellow o0il
'H-NMR & (CDCls, ppm): 0.98 (3H, d, J=6.8 Hz), 1.01
(3H, d, J=6.8 Hz), 1.22 (3H, t, J=6.8 Hz), 1.86-1.91
594 (1H, m), 3.47-3.51 (1H, m), 3.68-3.77 (2H, m), 3.86-
3.87 (l1H, m), 3.90-3.91 (1H, m), 3.96-4.14 (2H, m),
5.33 (1H, m), 6.48 (1H, d, J=8.8 Hz), 7.14 (lH, m),
7.28-7.30 (1H, m), 7.38-7.44 (2H, m), 7.48-7.50 (1H,




971 A 979 A 980 A 981 A 982 A 983 A 984 A 985

986 A 987 B 988 A 989 B 991 A 992 A 444 993 A
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
1021 B 1024 A 1025 A 1026 A 1027 A - 445

A

B

Controlling effect against cucunber downy m | dew (11)

Conpound No. Effect 1028 A 1029 A 1030 A 1031 A

1033 A 1034 A 1040 A 1041 A 1042 A 1043 A 1048
1049 A 1050 A 1051 A 1Q53¢9B -1053 A 1054 B 1055
1056 B 1059 B 1063 B 446 - 1064 A 1065 A 1066 A

1067 1068 A 1069 A 1070 A 1071 A 1072 A 1073
1074 Am)076 63-7.658 (AH, 1080 B 1092 B 1095 B 1107
1108 B whiltk) Bystad7m.GonlbodlTi®g ef f ect agai nst
cucunmeH-gemng CHCeyy pba): 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,
d, J=5.8 Hz), 1.86-1.89 (1H, m), 3.54-3.55 (1H, m),
595 3.61-3.64 (1H, m), 3.73-3.78 (1H, m), 3.85-3.91 (1H,
m), 3.97-4.00 (1H, m), 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, m), 7.49-7.52 (1H, m), 7.64-7.66 (1H, m).
white solid
'H-NMR & (CDCls;, ppm): 0.98 (3H, d, J=6.8 Hz), 1.01
(34, d, J=6.8 Hz), 1.43 (9H, s), 1.86-1.91 (1H, m),
3.54-3.56 (1H, m), 3.68-3.72 (2H, m), 3.79-3.85 (1H,
597 m), 3.98-4.01 (1H, m), 5.16 (1H, m), 6.49 (1H, d,
J=8.8 Hz), 7.20 (1H, m), 7.28-7.30 (1H, m), 7.38-7.43
(2H, m), 7.50-7.52 (1H, m), 7.64-7.66 (1H, m).
white crystal m.p. 175.3°C




Conpound No. Effect 1111 B 1112 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 Sauvi gnon) grown in 1/2000a pot was cut and
prepared a |l eaf disk having a dianeter of 32 nm A
solution of the conmpound in acetone was diluted with
water to 250 ppm and the leaf disk was imersed for
3 hours. The disk was takenjyhhbomthe agent solution,
subjected to air-drying, and then inoculated by spray
with a zoosporangi a suspensi on of Pl asnopara

viti test c t, 18C for 12
hourg%l n {?Slgcﬁif Cd%\p%ﬁn:%ﬁtmzyg{?a%g%w@t e 10t h day

after i nocul atlon t he |nfected area rate for the | eaf
rried out hv t he

£eMPvj HEPPEHG4&Fia. The infected area rate for the
UR€r eat ed groups in the exam nation was 60 to 70% A:
NRe infected area rate of less than 5% B. the infected

area rtHeNoR 5%(CDCLgsppnhan 05080 (8, tde J+6 sotied ,area®9
rate of (3wt dessealEamz3Q% .Tablsup Gont=xald iHyg ,efif.eat (34,
agai nsf t gr&pe. ey, m.lsdew.61) (15pmoursl, 4%-3 B qaly, m),
éég - @ngarative 1@nMeoyngd . 0610, ¢ B ,Bm)40 4A1042(2ﬁ

A BI7B B2 B4.9b A1H55mh, 562A (B8 By, 133 B (11 §
125 B | 426, B nA31 B 12138 1B mi39 53253—115230A (1303 lrﬁ\é 154547 44
166 B H; @78134 A 172 A ;73 174 B

o7 &l g %)4507 29 A9 keh, An) 162, A6 A7

T7T6 A 1,/ 1t UII

ef f ect| E‘%éwﬁp 3'dm I? w%g Pouhd Ao, 1-02

Ef f ect H, 'd, J=6. Hz), 1.25 (3H,
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 (l1H, m), 4.12 (1H, m), 4.86-4.90 (1H, m), 5.09 (1H,

m), 6.39 (11, 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 m.p. 146.4°C

'"H-NMR § (CDCl;, 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, m), 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 m.p. 163.1°C

'H-NMR & (CDCl;, 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 (34, 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, m).

white crystal m.p. 141.8°C

"H-NMR & (CDCli, ppm): 0.98 (3H, d, J=6.8 Hz), 1.02

(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-

603




..187--B-

203 A
225 B
291 A
304 A
- 453

-188 B 192 A 193 B 194 B 200 B 201 A 202 A
204 A 205 B 206 A 208 A 213 B 214 B 224 A
226 B 241 B 452 243 A 278 B 279 B 283 A
292 A 293 A 295 A 297 A 299 B 302 A 303 A
305 A 306 A 307 A 308 A 309 A 310 A 311 A
Controlling effect agai nst grape downy m | dew

(3) Conpound No. Effect 313 A 314 A 315 A 316 B

335 A
343 B

336 A 337 A 338 A 339 A 340 A 341 A 342 A
352 A 400 A 408 A- 0¥ 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 A53 A 454 A A56 A 554 A 565 A - 485
Control i Bg étiech) aghiGhst(ighape déwhy filidedy (8.8 Hz),
Conpound-Rid. (Eifemt, 7.29 (1H, m), 7.37-7.44 (2H, 'm), 7.47-
7.51 (1H, m), 7.46-7.66 (1lH, m).
white crystal m.p. 137.3°C
'H-NMR & (CDCl;, ppm): 0.98 (3H, d, J=6.8 Hz), 1.02
(34, 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
(14, 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, m), 7.63-7.65 (1H,
m) .
white crystal m.p. 140.5°C
'H-NMR & (CDCl;, ppm): 0.80 (3H, t, J=7.3 Hz), 0.99
(34, 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, m),
1.87-1.92 (1H, m), 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 Hz), 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, m), 7.48-7.51 (1H, m),
7.65-7.67 (1H, m).

white crystal m.p. 168.2°C




599 A 601 B 640 A 641 A 642
649 B 662 A 663 A 664 A 666
682 A 683 A 685 A 686 A 688
692 A 695 B 696 A 697 A 698
702 A 705 A 706 B 707 A 708
712 A - 457 Controlling effect
m | dew (5) Conpound No. Effect

734 A 762 A 763 B 764 A 768
772 A 773 A 774 A 775 A 777

A 646 B 647 B 648 B
A 671 B 675 B 681 A
A - 456 690 A 691 A
A 699 A 700 A 701 A
A 709 A 710 A 711 A
agai nst grape downy

714 A 715 A 716 A

A 769 A 770 A 771 A
A 778 B 779 A 780 A

781 A 782 B - 458 784 B 18394 _786 B 790 A 791 B
796 A 807 B 808 B 809 B 811 A 812 A 813 B 815 A

816 A 817 B

Properties of Compound (41) in Table 2
Compo | Properties
und
No.
'H-NMR & (CDCls;, ppm): 0.80 (3H, t, J=7.3 Hz), 0.97
(3H, d, J=6.3 Hz), 0.99 (3H, d, J=6.3 Hz), 1.21 (3H,
d, J=6.3 Hz), 1.23 (3H, d, J=6.8 Hz), 1.54-1.62 (1H,
m), 1.77-1.91 (2H, m), 3.52-3.55 (1H, m), 3.61-3.69
607 (1H, m), 3.97-4.06 (2H, m), 4.89 (1H, q, J=6.3 Hz),
5.10 (1H, d, J=5.8 Hz), 6.32 (1lH, d, J=8.3 Hz), 7.11
(1H, m), 7.28-7.30 (1H, m), 7.38-7.44 (2H, m), 7.48-
7.50 (1H, m), 7.65-7.67 (1lH, m).
white crystal m.p. 183.9°C
'H-NMR & (CDCl;, ppm): 0.81 (3H, t, J=7.3 Hz), 0.98
(3H, d, J=6.8 Hz), 1.03 (3H, d, J=6.8 Hz), 1.42 (9H,
s), 1.53-1.60 (1H, m), 1.77-1.91 (2H, m), 3.58-3.60
609 (2H, m), 3.96-4.04 (2H, m), 5.00 (1H, m), 6.35 (1lH, d,
J=8.3 Hz), 7.17 (1K, m), 7.28-7.30 (1H, m), 7.38-7.44
(2H, m), 7.48-7.50 (1H, m), 7.64-7.66 (1lH, m).
white crystal m.p. 185.7°C
'H-NMR & (CDCl;, ppm): 0.76 (3/2H, d, J=6.8 Hz), 0.83
(3/2H, d, J=6.8 Hz), 0.95 (3/2H, d, J=6.8 Hz), 0.99
(3/2H, d, J=6.8 Hz), 1.14 (3/2H, t, J=6.8 Hz), 1.18
(3/2H, t, J=6.8 Hz), 1.77-1.78 (1/2H, m), 1.86~1.88
(1/2H, m), 3.40-3.50 (1H, m), 3.60 (1/2H, m), 3.70
615 (1/2H, m), 3.99 (2H, q, J=6.8 Hz), 4.05-4.08 (1H, m),
5.20 (1H, m), 5.91 (1H, m), 6.13 (1/2H, d, J=8.8 Hz),
6.25 (1/2H, m), 6.75 (1/2H, m), 6.94-6.96 (1/2H, m),
7.00-7.04 (3/2H, m), 7.20-7.26 (3/2H, m), 7.27 (1/2H,
m), 7.28-7.33 (3H, m), 7.41 (1/2H, m), 7.43-7.49 (2H,
m), 7.65-7.67 (1H, m).
white crystal m.p.180.9°C




- 459 Controlling effect against grape downy nmi | dew
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 460 873 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 - 461
Controlling effect agai nst grape downy m | dew (7)
Conpound No. Effect 949 B 950 A 951 A 952 A 953 A
958 B 969 A 970 A 971 A,_Q%gsa_ 980 A 981 A 982 B

(

983 B 984 A 985 A 986 B

1

8 A 991 A 992 B 993 B

462 996 B 997 B 1017 B 1024 B 1025 A 1026 B

027 B

1028 B 1029 A 1030 B 1031_A

616

'H-NMR 8§ (CDCl3, ppm): 0.76 (3/2H, d, J=6.8 Hz), 0.83
(3/24, d, J=6.8 Hz), 0.95 (3/2H, d, J=6.8 Hz), 0.99
(3/2H, d, J=6.8 Hz), 1.15 (3H, d, J=6.8 Hz), 1.17
(3/2H, d, J=6.3 Hz), 1.20 (3/2H, d, J=6.3 Hz), 1.77-
1.78 (1/2H, m), 1.86-1.88 (1/2H, m), 3.42-3.46 (1H,
m), 3.69 (1/2H, m), 3.71 (1/2H, m), 3.96-3.99 (1H, m),
4.77-4.80 (1H, m), 5.10 (1H, m), 5.81-5.82 (1H, m),
6.11 (1/2H, m), 6.13 (1/2H, m), 6.80 (1/2H, m), 6.95-
6.97 (1/2H, m), 7.01-7.05 (3/2H, m), 7.19-7.22 (3/2H,
m), 7.27 (1/2H, m), 7.28-7.33 (3H, m), 7.41 (1/2H, m),
7.43-7.50 (2H, m), 7.65-7.67 (1H, m).

white crystal m.p. 187.7°C

618

'H-NMR & (CDCli, ppm): 0.79 (3/2H, d, J=6.8 Hz), 0.85
(3/2H, d, J=6.8 Hz), 0.94 (3/2H, d, J=6.8 Hz), 0.98
(3/2H, d, J=6.8 Hz), 1.35 (9/2H, s), 1.39 (9/2H, s),
1.78-1.79 (1/2H, m), 1.85-1.86 (1/2H, m), 3.42-3.46
(2H, m), 3.96-3.99 (1H, m), 5.20 (1H, m), 5.66 (1/2H,
m), 5.67 (1/2H, m), 6.17 (1/2H, m), 6.19 (1/2H, m),
6.97 (1/2H, m), 6.98 (1/2H, m), 7.02-7.06 (1H, m),
7.14-7.17 (2H, m), 7.27-7.32 (3H, m), 7.38-7.49 (3H,
m), 7.64-7.67 (1H, m).

white crystal m.p. 90.5°C

635

'H-NMR 8 (DMSO-ds, ppm): 0.86 (3H, d, J=6.8 Hz), 0.93
(34, d, J=6.8 Hz),

1.21 (3H, t, J=6.8 Hz), 2.15 (1H, q, J=6.8 Hz), 3.51-
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 (1lH,
br), 7.23-7.29 (1H, m), 7.39-7.51 (3H, m), 7.66-7.68
(1H, m).

white crystal m.p. 167.6°C




1033 B 1034 B—16468-8— 1041 B 1042B—31643-B 1049 B-
1050 B 1051 B - 463 Controlling effect against grape
downy m |l dew (8) Conpound 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
Exanple 4: Controlling effect against rice bl ast

di sease A solution of the conpound in acetone was
diluted with water to 250 ppm and the test conpound
was sprayed to the rice plant (breed: Tsuki m nochi,
50 planted per plastic pot —~ 464 -having a di aneter of
6 cn at 4-leaf stage in an anount of 10 nL of the
conmpound/ pot. After air-drying, the pot was
transferred to a noi st chanber at 25C (12-hour

| i ght - Bapkertightotyimpoungnd dRhotunl Balelke By spray with
coni di um suspensi on of Pyricularia oryzae. On the 7th

to 10th days after inoculation, the nunber of blotch

| TcRhbol NErPPE S V&S exam ned. Eval uationm was carried
oty the followng criteria. The nunber of blotch
pgrypot for the untreated _groups in the exaninatien
Was 1ot 8) Fhe—runb f—test+ons—of—ess
tHan 5 B ggﬁgh%§n6§ SdePeéﬁﬂﬂs ob - bt (Pleedn wixe-& Ha). 0.93
| gss t han ar of | esions of not |ess
tHan, 50 Thpe~b: %%nt%| Mg 2efPeéita gza i nEt6 1§ &) pl 3sb3-3.57
di 32’55 dbhd Moﬁf@ctﬂﬂco $& el ltbnouddsA8 Hz),
47 A 10)4A8 1481.A bryg SALS 448, 1_15,A6 GU7IN, bag, A7.22-7.32
397 A 4p%1A, muo N 40rg3 SR (82 W) . 8THexT Kdst(1Bxampl e
5: Lnhib théﬁe¢¥%ﬁﬁabﬁne%téﬁ§|ﬁncof hyphae agai nst
Pyt hi um AphenMRIér ramaor ot aipm) Dert 80Se3Mgal, J=6. 8 Hz), 0.89
(herei naf t8n, ref ey+ed tHx)as 0PBA) (3MASd herted 19)40€, 12 (3,
and then|a, sorets aiz)of it.B& qaApoyndr+d. 8 acAt,onre1¥as 17 (1H,
acd6§ to|APP Ppss-IAHML20f, Whe GOFPOUNEE Watk, i), et eg- 389
tq & Peti2dj sh) havigw amdi areves. ofy CFB 2304 26004 gd m),
tq solid|éy73Aimycaldal +f nagnend @iHF’M{ I UM3s_7 ;32 (GH, m)
aphani def mag sy pgel i@ nanily grown in the PDA, !
perforateghy%étbfygﬂglbqtgr @gylggCGnn1of dlaneter and
t fansplapi g T exit = LU” dIH white
al|l owi ng| ¢ b%ba 2?%%?1 b% bg F@cﬁgé 8 Hz), 0.93
dcvvnvvard 6é n@ﬂp On o % daik Podm t295 1H, m),
f 316384 h n-gt}s g 9]ext1e”r1d hypRde (Ws br)
neasured évav gn was EHir itg Juﬁob -phe(3H, n,
f ol | owi ng C ?te‘r?ea lA’[’66“‘A The inhibiting rate
c papared ‘d\p} %arlnn untreated with the agent of
not | ess tHnNMR9§@&CDC13, ppm): 0.81 (3H, d, J=6.8 Hz), 0.89
(3H, d, J=6.8 Hz), 1.25 (3H, d, J=6.3 Hz), 2.05-2.09
(1H, m), 3.47-3.52 (1H, m), 3.60-3.64 (1H, m), 3.68
639 (3H, s), 3.92-3.95 (1H, m), 4.20-4.24 (1H, m), 5.22-
5.25 (1H, m), 6.47 (1H, br), 7.16 (1H, br), 7.28-7.32
(1H, m), 7.40-7.51 (3H, m), 7.66-7.68 (1H, m).
white crystal m.p. 189.6°C
'H-NMR 8 (CDCls, ppm): 0.81 (3H, d, J=6.8 Hz), 0.89
(3H, d, J=6.8 Hz), 1.23 (3H, t, J=6.8 Hz), 1.25 (3H,
d, J=6.8 Hz), 2.05-2.09 (1H, m), 3.48-3.53 (1H, m),
640 3.60-3.66 (1H, m), 3.92-3.95 (1H, m), 4.10 (2H, q,
J=7.3 Hz), 4.21-4.25 (1H, m), 5.21 (l1H, br), 6.48 (1R,
br), 7.19 (1lH, br), 7.28-7.32 (1H, m), 7.40-7.52 (3H,
m), 7.66-7.68 (1H, m).
white crystal m.p. 197.2°C




B: The inhibiting rate conpared with the group
untreated wth the agent of not less than 50 to | ess
than 95% C. The inhibiting rate conpared the group
untreated with the agent of |ess than 50% Table 7
Inhibiting effect of extension of hyphae agai nst

Pyt hi um aphani dermatum (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 188 B 214 B 279 B 292 A 306 A
307 B 309 B 310 B 311 A _3]¢,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 Inhibiting effect of extension of

vnhae

aainst vahlunwanhnnldprnntunw(?\ Chnnnund

N
6
6
-

75 A
90 A
i1 1A

o. Ef f @&H-NIBR6> BCDE47, APpre4s OAB2649HA dp7I=@ 8 672 ,A0.89

68BHA d682=H.8 683 A1.2851A24686HA mBB7L .R6-G887A (3H,
681 ,A2.6952A09 60 ,Am)693.B8~-B980 B(2H 4%) , @A 7B3.92
701HA m7024B217028 (1H)6mB, 7098 B(1W,08,BJ=6.8 Hz),
5.12 (1H, br), 6.48 (1H, br), 7.18 (1H, br), 7.28-7.32
(1H, m), 7.40-7.52 (3H, m), 7.66-7.68 (1lH, m).

white crystal m.p. 205.5°C

642

1H-NMR & (CDCl;, ppm): 0.82 (6H, d, J=6.8 Hz), 0.89
(6H, d, 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-
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 (1lH, m).

white crystal m.p. 193.8°C

643

'H-NMR & (CDCl;, ppm): 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
(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 m.p. 163.3°C




709 B! 710 A HAF+A—H2 A 714 A T715-A—F16 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 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
473 Inhibiting effect of extension of hyphae agai nst
Pyt hi um aphani dermatum (4) Co %ugd No. Effect 872 B
874 A 884 B 887 B 888 B 8 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 /\PﬁUgégtées of Compound (43) in Table 2

Compo | Properties
und
No.

'H-NMR & (CDCls;, 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,
m), 3.48-3.51 (1H, m), 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-
5.35 (1H, m), 6.45 (1H, br), 7.05 (1H, br), 7.27-7.51
(9H, m), 7.65-7.67 (1H, m).

white crystal m.p. 197.5°C

'H-NMR 8§ (CDCl3, ppm): 0.81 (3H, d, J=6.8 Hz), 0.89
(3/2H, d, J=6.8 Hz), 0.93 (3/2H, d, J=6.8 Hz), 1.25
(3/2H, d, J=6.8 Hz), 1.26 (3/2H, d, J=6.8 Hz), 2.04
(1/24, q, J=6.8 Hz), 2.15 (1/2H, q, J=6.8 Hz), 3.46-
645 3.50 (1H, m), 3.61 (3/2H, s), 3.62-3.65 (lH, m), 3.67
(3/2H, s), 3.91-4.00 (1H, m), 4.10-4.15 (1H, m), 5.22
(1H, br), 6.52 (1/2H, br), 6.55 (1/2H, br), 7.27-7.31
(1H, m), 7.40-7.52 (3H, m), 7.66-7.68 (1H, m).

white crystal: m.p. 184.6°C

'H-NMR & (CDCl;, ppm): 0.81 (3/2H, d, J=6.8 Hz), 0.82
(3/2H, d, J=6.8 Hz), 0.89 (3/2H, d, J=6.8 Hz), 0.93

(3/2H, d, J=6.8 Hz), 1.18 (3H, d, J=7.3 Hz), 1.25

(3/2H, d, J=6.8 Hz), 1.26 (3/2H, d, J=6.8 Hz), 2.04
646 (1/2H, q, J=6.8 Hz), 2.17 (1/2H, q, J=6.8 Hz), 3.46-

3.52 (1H, m), 3.60-3.66 (1H, m), 3.91-3.97 (1lH, m),

4.04-4.14 (2H, m), 4.22-4.24 (1H, m), 5.19 (1H, br),
6.46 (lH, br), 6.52 (1H, br), 7.28-7.32 (1H, m), 7.40-
7.52 (3H, m), 7.66-7.68 (1H, m).

white crystal: m.p. 166.7°C

'H-NMR & (CDCl3, ppm): 0.81 (3/2H, d, J=6.8 Hz), 0.83
(3/2H, d, J=6.8 Hz), 0.89 (3/2H, d, J=6.8 Hz), 0.93
(3/2H, d, J=6.8 Hz), 1.21 (3H, d, J=7.3 Hz), 1.24 (3H,
d, J=6.8 Hz), 1.26 (3H, d, J=6.8 Hz), 2.04 (1/2H, q,
J=6.8 Hz), 2.17 (1/2H, q, J=6.8 Hz), 3.46-3.52 (1H,
647 m), 3.60-3.66 (1H, m), 3.93 (1H, q, J=5.9 Hz), 4.22-
4.25 (1H, m), 4.79-4.91 (1H, m), 5.15 (1H, br), 6.43
(1H, br), 6.50 (1H, br), 7.27-7.31 (1H, m), 7.40-7.52
(3H, m), 7.66-7.68 (1H, m).

white crystal: m.p. 181.3°C




1074-B—475 - CLAIMS 1. A diam ne derivative
represented by the fornula (1): 0 R R4 R5 R8 RO 0

R1, AN

ANNQ R20 R R7T 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
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 aryl group, a heterocycle, an
aryl al kyl group having 1 to 6 carbon atons on al kyl
noi eties, or a heteroarylalkyéggroup having 1 to 6
carbon atons on alkyl noieties] R2 and R5 are each

i ndependently a hydrogen atom an al kyl group having

to 6

arbon atons, a cycloalkyl group having 3 to 6

arbon @
tons, 4
tons F

rjﬁalk)
Di eti eg
arbon 3
ndepen(

twAEMR ain (@Dkény | pt)au® Baviongs52 (12H 6 micarna@s-1.27

L (GYic] a@) kenyd-grasup 1Maving 3. 00 6148, bY) J=6.8 Hz),
AR . alkynybHor@uudmg mg)? 8o46-sasdom Bt ¢y, 3883-3.60
Qup, AR, aBytsgy P, (oM, ha‘;ergcy@lﬁ,eﬁn(m m), 5.17
|(19r059) having 1]/2trp @r@aféoﬁlatpf@rr Oszé} 37 27-7.31
(180 A ¢t¢rnﬁrsd A3y gt oupebﬁwlw

1ygqgeoerg W ehisgsiy e sR3 and are eac

lently a ydrogen atom an al kyl group havi ng

to 6 ¢
to 6 (¢
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tyes,
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ther to
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OJDOLQQJOOOOH_'OSQJQJQJQJQ

a bovir 38 qEBC13, Gy oalkyl 9'3952'9 -dA78-c A\ N9 0.84
anben, aaor@:samrpé)kermylaggr(@ﬁ@ﬁ ay] nﬁ:@é%:@, o 93
atansy, agcysLoad kenyl 19'@%”93 avjngr3; 9

35998, 8 al! wvegarrpue), y; ar6 an% 8 Hz),

a
5.6y ,9F0up F?sgg 3. 87
Vb NGy k tlé
aﬁgar¥kéfkgl49 ;1 h vrné %; 7 31

( £ ’h¥d$§car ongﬁrn o (%§ cg?bon

5142-5 | nrlonnnrlnnf v _a
Y

e -
OO, 1

\U, LA u.llu I\J uuulr

hydrogen atom an al kyl group havi ng 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
cycl oal kenyl group having 3 to 6 carbon atons, or an

al kynyl
t hat at

group having 2 to 6 carbon atons, provided
| east one substituent represents 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, or an al kynyl group having 2 to 6
carbon atons; R10 is a hydrogen atom 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 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 atom or sulfur
atom and - 477 Qis an aryl group or a heterocycle].
2. The diam ne derivative according to claima1,

wher ei n

at least one of R3 and R4 is 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 cycloal kenyl group having 3 to 6
carbon atons, an al kynyl group having 2 to 6 carbon
atons, an aryl group, heterocycle, an arylal kyl group
having 1 to 6 carbon atons on al kyl noieties, or a

het eroaryl al kyl group having 1 to 6 carbon atons on

al kyl noieties, or R3 and R4 may be bonded to each
other to forma hydrocarbon ring having 3 to 6 carbon
atons. 3. The diam ne derivative according to claim 2,

wher ei n
deri vati

R10 is a hydrogen atom 4. The di am ne
ve according to claim3, wherein R2 and RS

are hydrogen atons. 5. A fungicide conprising the

di am ne
to 4 as

[T Y 1

derivative according to any one of clains 1
an actrve |ngred|ent 6. An agrrcultural and

a o I . T I L




RL N (2) R2 ©-Re—RZ—R10 [wherein R.—R2,R3_R4, R5,

R6, R7, R8, R9, R10 and A have the sanme neani ngs as
inclaiml] with a conmpound represented by the
formula (3) 0 (3) X Q[wherein Q has the sane neani ng
as inclaiml1l, and Xis a |eaving group]. 8. A
process for preparing the diam ne derivative as
described in any one of clainms 1 to 4, conprising
reacting the conpound represented by the formula (2)
mrth a compound represented by the fornmula (4) 0 HO
Q [wherein Q has the sane neanlng as inclaim1]. 479
9. A process for preparing theé08i ami ne derivative as
described in any one of clainms 1 to 4, conprising
reacting a conpound represented by the formula (5) RS
R8 RO =~ 5 N Q erein R5,
R6, R7grﬂ§erh§es F&B éon} d 44 ha" s’ﬁ#gle[ \rﬁani ngs as
inclaiml] with a conpound represented by the
formula (6) OR3 R4 RL X (6) ANR O [wherein R1,

CoRpo RArepelri¢mve the sanme nmeanings as in claim
1l,uwmwdd X|/is a | eaving group]. 10. A process for
priéwari ng the di am ne derivative as described in any

one of ¢ arrmmlatcecéc:tg,ormﬁd)SI ng7eea§rzmg dttte7 3 Hz), 0.79

cqmpound| repsgseat eskdys the T or gyl a3 (&) ~% 8 Hz), 0 93
cqnpound| B?@ﬁes@ntﬁ%%/rizhe OB RP/M) 4 Bl), 0.99
~A J~ N (9742,(17)d | 5. Onahjer g 61 e, 03 3351 A 1.02

hdve ther 2878y TegNi AOs @%iA\N 1Chaiinds Ry 480 21d4 é\.os
pr|Qsess ‘?ﬁ/?ﬁeprﬁ‘f'”ﬂdzh 6aw§nd J VL M2 A%y oy, ),

de | bed- of
oot o) '@Bagyﬁig%;fg?b”%szr 5; i R
(8 HNN 7 b é&rd& RIS 65-

R4, R7, ?%,6 and Q a e the

i claim Htlﬂe"-‘gﬁye °“Pdn53;8L§§,8”LEﬁ by the

T rror TCTCTTT— T

sdne rreaniIl"’r‘t‘g"E"mas,6 i(fy éllar REM)and - X5 8/ 2} ehvidrg-8 Hez), 0.79
grloup] . (372H, 4, J=6.8 Hz), 0.87 (3/2H, d, J=6.8 Hz), 0 93
(3/2H, d, J=6.8 Hz), 0.98 (3/2H, d, J=6.8 Hz), 0.99
(3/2H, d, J=6.8 Hz), 1.13-1.14 (3/2H, m), 1.14-1.15
(3/2H, m), 1.87-1.88 (1H, m), 2.01-2.03 (1/2H, m),
663 2.04-2.06 (1/2H, m), 3.47-3.52 (1H, m), 3.61-3.73 (1H,
m), 3.92-4.12 (4H, m), 5.05 (1H, br), 6.12 (1/2H, br),
6.25 (1/2H, br), 7.03 (1/2H, br), 7.05 (1/2H, br),
7.27-7.30 (1H, m), 7.41-7.51 (3H, m), 7.65-7.67 (1H,
m) .
white crystal: m.p. 142.3°C

'H-NMR & (CDCl;, ppm): 0.75 (3H, d, J=6.83 Hz), 0.87
(3H, d, J=6.8 Hz), 0.93 (3/2H, d, J=6.8 Hz), 0.98
(3/2H, d, J=6.8 Hz), 0.99 (3/2H, d, J=6.8 Hz), 1.03
(3/2H, d, J=6.3 Hz), 1.12-1.19 (6H, m), 1.88-1.90 (1H,
664 m), 2.01-2.03 (1H, m), 3.48-3.55 (2H, m), 3.87-3.91
(1H, m), 3.99-4.02 (1H, m), 4.87-4.91 (1H, m), 5.02
(1H, br), 6.15-6.17 (1H, m), 7.05 (1H, br), 7.27-7.30
(1H, m), 7.41-7.51 (3H, m), 7.65-7.67 (1H, m).

white crystal: m.p. 190.8°C




