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pound of general fornmula (VI1): Exanple 1 A m xture of 100 grans of 3,4,5 -
tri- 60 solution was refluxed gently for 2 hours. The reaction m xture was
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of 3,4 - anmino gr el W2 T @pres ’F’f‘é‘g9 E’%g i< ﬁw{?ﬁ and
69.5 grams of CH CH opC=C, oM than a -newa Ty anoace

used. The product 3,4,'5 - trimethoxyci nnam 'Eheaﬁm'dng Maeridls 568 the pﬁ&tssabmedmfg'
ethyl a - cyanqdyr ractﬂag safti -comjfbnd |of>ngeﬁmlt g'@tﬂsn ilrﬁe@ ammglsmﬁyorﬁt he

pre- met hoxycFameneVe, witk|phpmeprisop fhl"EElB :ﬂ:‘éﬁ ’[m(‘$’ g‘Er
general for w@ﬁ%ﬁﬁl% Prencs Mt Pt sl ane, th I corrprl ses
ove. 1 -

step (a), fol ule (VIS: CH by step (b as

Exanpl e 4 defined a e 1 was
asi c catal %ﬁ Zg%gm e Qﬁf‘% 60
yde and o ate%tl@r |0U05 ol Xon-

r epeat ed, except t hat ,10Q, The
pot assi um lhydrOX| dey @- anp—Wf il hydinigy 3noaclke kaltg, wedimuhy&dmdd*ret al

al koxi de or a secondary—ani neThis The [Pl¥iBctes sl gendy < rerh

cyano - step may be perforrred in the abse@eacﬂomc %& \qudmt C 65
di met hoxyci nnarm‘rle %&aﬁglgﬁntsumhubm GrasPdd T‘C'Z/sop erid%ged [ n
an [err]yi el dondpd %olgl’g&ﬁﬁl (g (VIDett as erhdeamateninl atag dhiel at e. g.

35 met hanol , sll‘hemm yigld saisopmpprad oof; seagmale caznoi ';ieflzﬁfgd af,'frsﬂ(‘ﬂsgi wiHgre 5

95 e.g. digxa y | NETheO¥ield of e 0 gr@
of 3,4,5 ? ?u e mvmﬁﬂ%%%ﬁﬂs p‘?e?‘;é’{rjamoqmmd }L\gstmgtgrmns (9357%1

met hoxybenzal dehyde and 43.5 granms of an el evated erature eg. from
40 to cyanoacetic acjd |mn 1 litre of waterq %%n.% :Epefiarred
catal ysts for the hydrp-¢" 21 grgns of sodmm%ﬁaﬂpé r7540
genation; steps (b)mra <@» M—aré al | ading e ¢yappacetite Iwwnsedaih pEsﬁebirﬂn]:'Em cl.ear
sol uti on obtai ned 100 jtatini zed char coal SBEPIANE- deofy methyl was
cool ed, 120 cc of 5N Mydrochloric acid et i, asmhy %ﬂ}lﬁgﬂl%

met hanol , ethano].. were added and fter addi tional coofling, thé and

i sopropanol ; ik %r}% Rgn Rl? sm’gr ecipitate \xemple Btered of f arsd
washed WitIQoT aé) alkty sﬁﬁfmou Wmt 1 m\ﬁa‘t"&’r’“}’ﬁ"e crude
materi al was aming grouP: and C———C represents dimethoz,:ybmzaldehyde % }gﬂn

3 dried at 80F qICOar%@s@lmlthnax hyrmogerdyl ofanoacetate were used. THeXgbqutee 10
step without 30, Thi. f07ifs| obrgingt was cthy)(e rame ofdet i & -
Cyano'- 3, AT Ha ] Sl S o kg o T

met hoxyci nnarratm;), wmadmﬂﬂxsdsr‘s @pblbwed, tri et h oXYycCi nnar§1 acid was 126
grans were hydh@g@-rrat%ds ﬁm—f%bygst@h@),msocedure .65 Examgl©4%)

described in fsiampe gwlyg%e& al | i z(a)tj on of ?%Plpsrfg’( ?ﬁir'ﬁ{ i rRKeD. B anggl_

yi el ded 89 X g ' or potassium hydmm @of W £ “used.” 4 -
100 grams of Makmdkrdrrmmw d"ﬂm 'Itlib o Yok I HhB

(nmelting poi sttp tnyxibe&ntbrmeﬂ griambsmkeaf a & aaoémeﬁmd@maé’ rpc}mt C

70 were di ssof I}’\"F -S0prlerably pedemped, i agi 1eipt27°C; vield 1425 graps e 1110 . -
50[err]C. B9 &fmompl Bl 08tkslD cC of  1GQ.guags of methyl g -
cyano - 3,4 -e@lcﬁ&ramdt pwdﬁwroe Vs dienfeed B HRELHN BES - ti- o
di met hoxyci nnaseer dhe pqemhmrefdrablm | a8 membM@w.l_w, 413-6rg12mhoozfrs..: The -

reaction m x- gg@?’% FPIE %ﬂ

cool ed to 1EONkRARE,A ragd (e,g,_c,g ofmot he
75 filtered opthtinduad chalvaal.(Bufrahlepdo Ivatsemm V\mheﬂled,pmchumt SNmeX&mararaﬂanol

yi el ded 91 grﬁhﬁﬂ a&%ﬁkﬁw 8- |meéqanomem4n@om added anfl.chffers gditionsd nwling, (@1% o

_ ?F B
;rFtelh)dl SI hydr00| nna e? iﬁég%ﬁh%g@ggfggﬁﬁﬁfﬂ% rarr‘g‘ﬁ%rwF g/:()tgf a

- cyano - 3,4,5 - trinmet hoxyC| nnamam de (nelting point 192-
Exanpl e 12 194[err] This product was used in a hydro- 100 grans of a -
cyano - 3,4,5 - tri- 80 :

I




20 genation step without further purification. A nethoxycinnam c acid,
obt ai ned i n Exanple pure sanple, recrystallized fromisopropanol, 5 were
di ssolved in a solution of 16 granms_nelted at 193-195[err]C

of sodium hydroxide in 1 Ttre of water and then 7.5 grans of 5% pall adi zed
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i n 300 cc of water and The proceﬁure escrr |n ture15 70 the
product precipitated by the addition of was repeat ed, except that 131.5
grans of 6N hydrochloric acid to pH 6. After allowing ethyl a - cyano -
3,4 - dinethoxy - dihydro- the mixture to cool at [err] for 2 hours, the
ci nnanat e, prepared as descrr ped |n Exarrpl e V\/nrte soI | d vas f||tered off
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2,4 - diamno - 5 - (3,4 ,5 - trimethoxy- 119 grans (86%; nol ecul ar
mass peak 276. benzyl) - 6 - hydroxypyrimdine (nelting 20 point
275-276[ err] nol ecul ar mass peak 306). Exanpl e 21 The

procedure described in Exanple 17 80 Exanple 16 ©was
repeat ed, except that 100 grans of nethyl The procedure described in
Exanple 15 a - cyano - 3,4 - dinmethoxy - dihydro- was repeated, except -
that the ethyl ester was cinnamate, prepared as describéed in Exarrple i
replaced by 139.5 grams of met hyI 11 cyn014063g;_ and 60 grams of freshlx
prepared 25 4 : : mcimiy . He—yy 3
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was I‘epeat ed : \,‘ 10 :.L::‘-. XC 0![' fgﬁ m Xt ur e of E} ﬁ@rrs Of et hyl @‘
- product- of 1EX a§ Hissolved G U @ m CTﬁnpmed&e bedta'hl BRNPRXI- 70
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Exanpl e 23 clear filtrate to ral se its pH to Bhe proge desmbefrhe Eﬁa@e’edl]resﬂ
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13. The produg t%d ded.and t hegpl ;. fOtai ned was

identical with't %Cﬂﬂ&@ltﬂgrmsé s H\/&S ymt@ge”BKeeﬂro&Hura 6hi BxaRPRSHUNG

5 obtained in Exai '@5¢oalndt 07e fwbﬁatwwe,dthcu 1160 gms dheogen
ceased. The in a® ﬁr P“’d“’“ of E Erﬁ‘ﬁn%\dg '
removed and, 9 d§£ 4{ ;Merlg !mngod;

Exanpl e 19 - hours,toobtam9 ) ofodebm- 9 &l} g6l anhydiraagp: ]’Jjge )
procedure descri. M’YmE% P‘J}lrtofééﬂ-b%?ﬁ%ﬁ,e &W Oﬁ\a§8+é7ﬂ°gxmsi for

6 120 was repeat gf”’ hg‘eef"ﬁ’sﬂ’“"gst 9§/€(nd t he sol vent

then distilled o . Example24 ' 1, 406, 307 -

5 vacuo. The m5esi due was : dEmmplevJQd i-n: 300 cc r@ggr;l W‘%) g‘ﬁms?pﬂ345d-l &t no -
- 5 - (3,4 ,5 - %;&m{ r“e xarpleyilf |y ! dshy ams of ethyl 110
trimet hoxybenyl ) reolafidt oy 53 s g, 4‘?’36 ‘fa ot AEREE vas - -
preci pitated by trmetmi:' nﬁ’ ced 0 24 m(ﬁﬁulmr e @dsiytion

of sufficient 58Nah lerﬁmﬂelld Tha_ alpalmﬁt?d @ﬂcmabwgp'lad@d%%ﬂpmfo'f@?

After allow ng tf A
hours, the whi temsp 1&1 [ o Disa! 39@5 f r
di - f||tered off and washed with Occ of
chl or opyri ni di 191'

: the -
hydr ogenat ed %n J‘Q"’é@’@ﬂ '-{fe?rf%?_‘ 120
colou ess cryst I ne pro

hours to obtai n
(7699 of coIourIessZ4-d|amno- diamino - 5 - (3,4 -

di met hoxybenzyl)- 5 - (3 ,4',5 - trinmethoxybenzyl) - 6 - hydr oxy- -
pyri m di ne (di averi di ne), had a melting point pyrimdine having a nelting
poi nt .of 274- of 232 23“°>[err]C and vvel ghed 41 grams (93°/c) 75 276[err]C
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* . 15 Exanpl e 15. - by the process of

the invention are useful antibacterial ag e, and thus the invention 5
EX&er' e 25 5 further prowv des & nh:w receuyti-cal r\nrvpno| t oA

m xture of 100 g,.0f 18, 4es1duéj‘w§s”h1§bﬁlvai & 300 &Orﬁl:dsfv oazgormmmmf(sf,orsw
(1) when 80 ( 3ofhéf wder, treatedtwimtsmmy a), -trigetho DXxy-_pyr ﬁ?f t B®
020§ymolec
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