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IR (em~ ' ): 2926, 1632, 1464, 1428
B oW (n/e): M* =482, 426, 178 (BP) o
! H-N¥MR (CDCls ): 0.96 ( 3H:» t» -CHy CHz CHz ) >

1.55 (9H>» s+ -(CHa )3 ) » 1.75 (2H> m» -CHz CHp CHs

»1.80-2.00 (4B> m>» ) » 2.59 (2H t- ) » 2.68 ( 2H

m» @) - 3.01 (2H» q» -CHz CHz CH3 ) =+ 5.57 (2H: s>
s+ -CHs ~Cs Hs ) + 6.90 (2H» d» FH&F ) » 7.09 (21
d» & HE) » 7.35-7.60 (3H> n» ¥FK) » 7.8% ( 2H
L ds BB o
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BT REE > MG B AKKT o dhok B & KI0% Sa0ng
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216 B o th (n/e) : M+ = 426, 383, 355, 178 (BP)
» 152 o ! H-NMR (CDCls )} : 0.90 (3H: t+ -CHz CHz CHs
» 1.58 (2H:» m» -CHz CHz CH3 ) » 1.68 (2H> m» ) -
1.75 (28 m» IR ) » 2.30 (2H m» ) - 2.47 ( 2H:» m
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» ~CHy -Cs-Hs ) » 6.75 ( 2H: d» X &EE) - 7.00 (25
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2-F5 % -8-F {8 -4,5,6,7-m & -1 (4H)-1% Be OF W (100% %)
R2-(2-FEEZTHE-2i-Wm-5-Z)FEEIS—ETEHE
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2.65 (4H> m-» B®) » 3.01 (2H-» g+ -CH » CH 5 ) >
5.48 (2H» s+ -CHz -Cs Hs ) » 6.86 (2H- d» ¥ & &)
T.41 (20> 4> BB K) o
(D)1-(4-BA X P £ )-2-Z H-8-Z S BB HWE -8-8BE -4,5,
6,7-09 % -1(4H)-18 BF B g

B THF (S5ZH) Z (Mes S5i)z NLi (2.88%F H) B W
R-T8CTHMAEBBERZE (0.258#) » BHHiES
WHEMHEBLISNE - MBBES (A BEZESY (0.5

HOBRBEMANGE TP X EESWR -T8C F R & ®

1/hE - HRGY HCLEE MU FAEpHE 5.0 kREB & W MU
Be B B EIR - B BRIBEUK BB ARE » ¥k
(Naz §0, ) BREBRBEREZEZTRE - FIBEMNEYEDY
BEREEREHEL  WRELNEDG - PFE(20/1)EFT - 8
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B7

Ao BB ()

Bz BEMbawARGBHRE (3688FER) -

E# oW (n/e): M* = 435, 348, 169 (BP), 90

IR (cm~— * ): 3300, 2900, 17206, 1170, 1600

' H-NMR (€DCls )11.28(3H’t’-CHz_§__H_3‘) + 1.33
(3H» t» -CHz CHs ) - 1.80-2.20 (6H:> m» )

2.71 (28> m» -CH__z COOEt) » 2.78 (2H+ q» -CH » CH3
. 2.97 (20> m+ BE) » 4.57 (20 q+ -CHp CH 3 ) -
5.81 (2H+ s» -CHp -Co Hs ) » 7.20-7.40 (4K n» 35
H k) o

(c)1-(4-BRX B )-2-ZHE-8-2 G H W & P EgEx-4,5,
6,7-79 % -1(4H) -18 25 ooF

()8 £ 5 (D) BE 2 1-(I-REPE)-2-Z % -8-2 &
ER BB -8-FE-4,5,6,7-ME-1(4H) - WA (0.38
#) OBMBWHHE (2®H) o+ M ASCl: (0.325) B
BREDREBTHERERL AW -BRBEESWROTT
BEALZ HOL(ZOBA)AMUBRZEER - LB Z
BB oK AWK EE - BIE (Naz 502 ) REBBEE
REZETEG - AN EWHEWYESEE &k o i
BB PR (20/1)ET - BHZENLEWAREW
P (280% ) o <

(2)KH (0.08%) BE R THFS BH » %18 = 7 &% B & 25 B
MEBEBROCHEBENMA HEASAYRIOCTHREL 05
G BED (F MBI (- HMETE)-2-Z % -8-5

-91-
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B7

T PR N e R R - 3

o~ BB ()

O -4,5,6,7-79 8 -1 (4H) - BEDEME (0.55) RTHF1 &
ABEBMNA HWEESPYRHRAOVOCTHEHERZS NF - REES
BEAANKGK(ZO0ZH)ELUBRBZESRR - T #E MK
 RABEAKEE > B (Naz S04 ) BEBBAEMREZET
W - FIBMEYBYRETEREAL o WREMEWN
SR (20/1)EF c BHZENLSWAEEBMRKE (60
Z)o
BHESH (n/e): M* = 418, 371, 343, 171 (BP), 90
IR (em™ * ): 2900, 1710, 1230, 1170, 1000
! H-NMR (CDCls ): 1.26 (3H» t» -CHz CH3 ) » 1.85
(26 m+» B) + 1.890 (2H» m» B) - 2.91 (20 q-
~CH 2 CH 3 ) »2.92 (20 q» -CH » CH 3 ) » 4.05-
4.20 (40 m»> B) -+ 5.28 (2H» s> -CHz -Ce Hs ) >
5.68 (1H:+ s+ =CHCO0Cz Hs ) » 6.80 (2H> d-» 5 & k&)
v T.55 (2H d» B EHK) o
()2-F=-TE-5-[2-(4-(2-Z % -8-Z S o ® &
BE R -4,5,6,7-70 -1 (4H)-BE B DR R ) BB R E ) 9B
REEPGS (c) FiEzEY ( 280 B R )N P R
(5 ZH) RZEB (0.1BH) ZBRBEMA[2-(2-8 =
T HE -2H-muek-5-%)F B [l 8 (175.5- % ) » Pd(PPhs )4
(26.8Z %) K 2M Naz CO0s (1.6 H) o WbiE & W it@E
GTHRHEEL. I - BREBSYHEBHAK(IO=ZH)
c HMBEER( 208 x 3) HEEBHBKEX B & ®
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408113,

B7

Lo~ BBREEE ()

(Naz S04 ) » BB BHMNREAEAZET BH - ﬁﬁ?%ﬂ@ﬁ%%ﬁ&
BEHEEWEAEDL  WREMEBZIE L2k (1/1)#
T FRZEMNLELEYSsEE2HRE (2308Bx) -

B ao#H (n/e): H* = 539, 451, 253, 178 (BP) e

IR (cm~ ' ): 3420, 3000, 1230, 2950, 17200

! H-NMR (CDClz ): 1.25 (3H: s- t-Bu) - 1.82 ( 2H:

m» B) - 1.89(2H  n» ¥ )+ 2.55 (2H- q-» -CHz CH3 )
v 2.80-2.83 (2H> m- B) - 3.04-3.07 (2H> m> B®) -
4.12 (2H+ q» -CHp CH3 )+ 5.17(2H» s+ -CHp -Cs Hs )}
» 5.56 (1H» s» =CHCO0O0Cz Hs ) - 6.82(2H d» F &F ¥ )

» T.14 (2H> d» FBEHKE) » 7.39-7.88 (40> n: 5 & ¥ )

[+]

(e) 2-Z2 E-8-EBEFREGHE-1-]2"-(1H-8@m -5-2 )5

%’4'%)%%]_4’536’7'*Eﬁ-%%u}ﬁ%

HELREEMNS (2L EW (20083 ) B E (20

EH) RFEBEMBE (400 Z2R) 2B BRHEERBEI3IDIEF -
LR BEREZEZTREEBEAKK - KEBRMNI0Y NalHE #H
EpH 4 MBNNHEDUBEEREBUIFB(Z2ER IS
o FiBzEYRABEMR (12057 ) o

o 181-1937T

&%

& Hr(m/e): M+t = 408 (M* -COOH), 367, 192 (BP),

Ilﬂ%‘

134 -
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408113 AT
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A BRHHA ()

IR (cm~ ' ): 2914, 1692, 1611, 1452, 1362, 11970
' H-NHR (CDCls ): 1.30 (3HKH-» t» -CHz CHs ) - 1.94
(4H> bs-» B) - 2.65-3.03 (6H» m» -CH » CH 3 +3)
» 5.43(2H> s -CHz -Ce¢ Hs )+ 5.92(1H- s> =CHCOOH)
» 6.80-7.70 (8H» m» F &FH) - 7.96 (10 s» -FH) -~
ZHI A
ﬁ:%&@ﬁZEEEEﬁ%%iﬁ—@%%ﬁﬁ?%ﬁ%%ﬁéﬁ

REMNARNNRERFESTZRRERRTEY o
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408113 .

B5
W P EARE (BRI
RR T AR RHENE
~HERERL (4) Wz HE
N=N
{ \
N\ NH (4)

KRB R, BEXBEAE; R RMRRHIK2ZC . —C 4
BE (1) BAWA, PHBERA -RS-BLEH - A
BERA, BERTFREE - R (IDEANA, AERE
B4 -%8-NEW ANA, BARBERE (=0) %

( SEdml P2 B R N B BN )

] ) . 5+ . METHOD OF MANUFACTURING THE.
ELRARE (RALER oy oL OHEPTIMIDAZOLE DERIVATIVES

A method of preparing a compound of general formula (4)

a 4
1 \>‘H2
““/’ N=N
/AR
Aq CH2 N

wherein R, is hydrogen or isopropyl; R, represents a chain or branched
Ci-Cialkyl; (i) when A and A, are individually bound at 4- or 8- position,
A 1s a hydrogen and A, is a hydrogen atom or hydroxy group, or (ii) when
A and A are simultaneously bound at 4- or 8- position, A and A, together
form an oxo group (=0) or =CHCOOR’ (R’ represents a chain or branched

Ci-Cealkyl); line.... 1is saturated single bond;
_2_.

AMER BB+ BEAREE (CNS ) A4 (210X 2970 % )
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408113

AS
BS

RS Lk E A LIRS L

=CHCOOR’ (R B X 2K ZC ., —Cs BEH) ; 8F...
SRS 2 ER
ZhHFEBsRER (1) 54

HHFR: Rz »AA, B.. . . 2R ZZEHFE X5

il

BERFRZAFERRE 28X (2) L&WESRY

WmZHERE

( Bm D2 SR A e N B s )

HELRABE (RALAE

which comprises reacting a compound of general formula (1)

wherein R, R,, A, A, line.... are as defined above, X is halogen atom or
trifluoromethanesul fonate; with a compound of general formuia (2) by known
me thod
N
Y N7\
B\
Nz (2
_3_
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408113 Al

WP RAHE (AL

(2)

HEPY®H -B(0H)2 W -Sn(Rs )3 (Rs EEHEKNK S & 2
Ci1 —Cu ®wE) ; ZHRHFEHEEBEE=ZTHE» =¥
PE . FEEFER > FYEFERREIBEE:: UEH
@E‘G(S)thé;%

H‘ ('-ﬂ\‘ N3
[ S T
A/\L:J; l\lh N=l=N

Z/

/
A Cti N

EIERHE (BAXLAE

wherein Y is -B(OH), or -San(Rs); (R represeats a chain or branched C,-
Calkyl); Z is a protecting group selected from the group consisting of
t-butyl, trithyl (-C(Ph);), methoxymethylether, benzylmethylether and

p-nitrophenyl;

to give a compound of general formula (3)

R1 -~
\>—R2 Z
\‘- = N=l=N
A/ ! ! \
1 CH, N\ N @)

-4 -
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AS
BS

W P LAAEE (B

HHF R, » R2 » A+ A,

! ﬁ bt

& ®W (3) #EFE P HCL 5| CHs S03

RzZHBE®zEE;

HRARBEEERER

( ol P2l BB o N Bt sk )

_5_

TEREmMBHARX (4) & -
EXBERREE (BAXILHB
wherein Ry, R,, A, A, line.... and Z are as defined above; the compound (3)

is following deprotected with HCI or CH;SO;H in the presence of organic
solvent(s) at reflux to give the compound of general formula (4).

AR AR+ BB EMRL (CNS ) AdHLAE (210X 29724 % )
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