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AxryansuieTe _poSory. Xinoniminu suxopHeTOByOThEA Y BHPOSHWUTEBL
pap6uuxin, papuakonoriuHux npenaparis, ax syaranisyout # mopidixyoui
areHTH Kayuyxip Ta pesub, sHaniTHUHMX pearenTis, a TaKOR CHALHMX Jew
rimpyounx arenrin, 6 poSouMMit pevonwHaMmit B XiMiuHAX nmepesax cTpyMy;
8 fx nonoMorom apificHoEeThCA KOHTDOAB SKOACPIUHOTO OTOUSHHA B PAIbDA=
uiukux BupoSHUUTBaX, BoHR yTDOpORTHCA B mponecax xonroposoi foTorpas-
&tf, a raxow b piancuanireux Giomorfummx nponecax, Ax nppuim'i cno-
TYEH. _ :
Boaswonia ximoniminis pisuof Gynosw 8 HywieodizbHuwu areHTauM,

B ToMy wieni # 8 Thum, mo MicTATH asor i doedop, Oya0 mpeMeToM moc-
nipwerk GaraThox asTopin. Are, IcHye memmxe umMeno cymepeunux BimoMoc-
Tefi, MO CTOCYEThCA GynopH npomykTi= f HanpAMKYy I1pOXOameHHA peaxuiit
xtwoniminis 8 N-nyxneobinams (ruinawm, samiue.sm rippasiuaum) i
P-pyxneopinawu (ntameinfochiramn # rpumerincuaniantanxindocdiraun).

3 tvwmoro Goxy, N-sauimeni n-xiuoniminuw, mo mante M- i P-pui-
myoui saMicHMEM, 8 TaKox MPONYRTH IX BinHOBMEHHA, RBAADTL coGom
npestewanml furepec. Bararo npopyxrin peaxniht ximomiminis 5 Ne-myx-
neopinamn (auinamm, samimenw rinpasinaum) BHacaiuux ocoGmupocTelt
cpoef Oynonyu snaTHt no pioxomaniTHWX TAyTOMEDHHX NepeTEOpeHb, B
SBAGKY 3 uAM BUTBAADTR KMCAOTHO-OCHOBHE IHmMkarTopHi BaacruBocTi.
Opraniunt noxipui rimpasiny mansswusfiio nirasi, sx gapuakosoriuno
axTHBH NpenapaT 3 MPOTHECfYGepKYZTL03HOD, NPOTHPAKOEOW, MPOTHIPO~
wenepon, nenpecueson i nemxorepanesTwukoo aten. Hpiw Tcro, Bomm
NPOSBAAOTL Ce0e AKX PeryaaTopd ft cTUMyISTOPM POCTY POCKMH, K NOCT!'-
unni. lpopyrrw peamnti N-apincymrpontaxinontutrts s P-myxneodtnamu
wants Giomoritumy 1 necrmmuty axrmenicrr i e GararofymxutorsasHmMm
NMPUCEORAMM 1O SMAMYyBEALHMX roMmmospuutft.

Bupuenns pesrxutft N-aplacynsdoutaxtuontuinis 3 N- u P-ryxaec-
dinamr » an*soxy 3 cynepev:uum BipomocTswm, mo manTscs B atreparypi,
A TAKOR NEPONEXTHBE ONEPEAHHA NPAXTHUHO LEHHWX CNOTYK, MO CNPUATH-
wy1s momaxsmoMy posmepersw ranyst sacrocysssna ximomiwinis, nor-a-
neHo B OCHOBY uporo roentnmersn, :

Mera poforu. Ycramopmenns saranshux saronomipuocref B npoxon-
wetnt peaxnt®t N-aptneynedontaxinoniutuis a3 N- i P-uyxneoftrauw s
sanernoct? atn Gypmosm xtuomimimy # myxneopinwnoro aremry;

~ YTOUHEHHA BYNOBH CHHTES0BAKMX CMOAYX, paHime oTpMMaimx p pe-
agntax Neapineyaedordaxinontminie 8 N- i P-pyrnecttnamn;
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- uac-cnexrpouerpuunt pocaimsenns N-aptacyasgontnxinontuints,
fx sipnomnesux gopu i mpopyxris fx peaxuint; '

- BimgmyxanHfs momaxBHX raaysefl 5aCTOCYBAHHA CHHTESOBAHNX peuo-
BHH, S0KpeMa, Sk GfonoriuHo awTHRHMX nOAyK, aHaniT'NWHHX pearextis
t MPHCANOK N0 SMATYBATbHWX xommoaunii.

Suafineso saxoxomipuocri :mommm pwn:il
N-apt acyasgont axtrontututs s apotariapasiuaun. Yroureno mampauox
Hyxneoptasnof araxw wonexymnw xtnortuiny i yrouHeHo e'rmfm o'rpu-
maHWx nponyxris peaxutf.

. Suaftmewo saxopowiprocrt Bnepme s;tRonesof pugm!l' N-apt acyxs-
douta-1,4-naproxinontutnts s rostariapastnom QHOBIGHO CTRYKTYDY
cr:fresopaHnx cnoxyx. Bnepme cnocrepirazacs l!!i utrpauts rosiaemol
rpynn B Ximofamomy mart. ;

. Bnepme musweha peaxuts N-aptacyanfonta-2-aptacyasgosanino-1,4-
Gensoxinon-4-tuintz- 3 apomarwnen auinamm, sxafineso saxomomipmocrt,
YCTaHOBAGHO CTPYXTYDY CMHTe30BAHMX cnoxyx. Bnepme cnocrepirazocs -
Opyrro-uyxzeotanue samimerus grons Cl Ha apizauinorpyny s noxumem:t
3 xtnofaworo supa. Swafinemo peswi saxonquipHourt mpoxommemss peax-
utf N-aptacyasdonis <I,4-Genso (napro)xinomonotutnis 3 atasxiagoc-
divaun ft rpumeriaciatantasxiafochtraun. Yrouneno e!m cqom.
mo yropooThes B uix peasutsx, )

Bnepme muEueHO Mac-cnexTPM pAny samimenmux :tmuhdnh. fx sin-
HOBJAGHHX Npu t mpomyxeis fx peamuifi. Bupuena xapruna Jparwenrautf
wonexyaApuux t pesxux npomtmumx touis. loxasana sxauna fupopiarus-
niers mac-cnexrpomerpii » ycnnouamﬂ Oynoeu xiwontuinin  roomyx-
r1p ix | axnifl.

Mpaxryuns_ nt_r_qﬂgﬁ. BusnneHo i pocainxeso XMCAOTHO-OCHOBHME Ph-
puxaropui mnacrusccer? M-apialwerin)eyr: outa-2-apta(ueria)cyandon-
awino-1,4-6onsoxtnontuints, fx 2,3-pixropsauimenn.., & vaxom N-apia-
cymtorin-2-apoiarigpastur-1,4-nagroxinon-4-tuinis. Ucrenni sanpona-
HOBAHO BMKODHCT(LBYBaTh, AK KHCAOTHO-OCHOBHE PHnmmaTopH.

Yeranosnena 6ior riuna axTuenicTs amn xta pie xiapocfity 2
N-apircynrgonii-1,4-sadroxin s-4-fuinow. Pozpronesc ft snposapmeno
ekian EMCOKOTEMnepATYpHOro Maci.ina, mo MicTiTs ¢ocfopop~asiuHy .ipu-
er1xy - annyk? rpumerin wuniagtenkinfocfiry 3 N-apincyavtonin-I,4-
Gensoxinon-4-Tuinon.

A "Hpaf--i:‘.blﬂﬂ xoh"e;euu't 3 opramtuw: xtuif (u.hropan. 1986 p.),
na Beecoranill xenfereruif o xiwif xiwonis 1 xiwofpuux cnoayx



(u.HopocuSipesx, 1991 p.), na XVI Yepafucexift xompepenuti 3 oprantu-
wof ximif (m.Tepmoniap, I992 p.).

lly6nixauif. 3 Teum amceprantf onyﬁximmo 16 crareit Ta Teau no
tpeox ponoripeft ma konfepexuinx.

Ogesr_poSoru. [ncepranis puxaanena sa /42 cropirxax rpyxosaHoro
TEKCTY, CKIanaeThes is peryny, uoruphox pospinie, skcnepimexransHof
uacTHHM, BicHoBRiE, enMcxa piTeparypu o I3I HeilMeHyBaHb, Ta JNOJATKY,
uicrurs 23 ra6muui i 25 wamonxip,

3MICT POBOTH

I. Boaewonin N-apimcynvdontnxinoniuinis
3 N- i P-uyxneopinaun

I.1. Boaemonin N-spiacynsdouinxivonimiute
3, samimenmuy rinpasinamm

.Vc-mﬂosnean. mo uuM Pume pepoxc norenutan xiHowimimy, TiM imosfp-
Hime NMpOXOmMeHHS, ciMCADBAaNLHO-BinHopmsansHoi veakuif: N,N'-6ic-
apincynsfonin-1,4-Gensoxtuonnt ivimm A N—apincyns@ouin-z-sptzcyn@m-
amino-1,4-Gensoxinonmonotminm, norenutany sxux sigmoeno smcoxi (0,885
t 0.682 B signosimno), siamonmooTses apoiarippastnamm. 3 noHumerHsM
venoke-norenutany xinoniwiry 6iap: nepesaxmmerM crae Hyxneopiaue
NPHESHAHHS , periocanmmtcrb Agoro nianopanKoByeTHCA OpGfTaAbHOMY
KOHTDOM®D.

Jnn Ne-apincynsdouta-1,4-nagroxinoruonoinints, Hesarimennx e
xiHofnwoMy anpi, ataxa Hjykneodiny pinfysaernes EU aromy C*, mo mae
npyruil sa pemmunHop xoedintenr, » we no aromy C, mo mee uucm
Huft moauTmsruil 3apan. Momauso ToMy, Ha mimwiny Bin xiwomis, rpyma
C=0 B N-aptncymbonlmﬁ?oxtnonfuimx ¢ inaxtuHow B peaxuiax 3 apo-
iartnpasinamn. Arom me C°, mo wae marcumam-ruft opSiranshult xoedima-
EHT, EKpaHOBAHMMA Bin aTaku, NMPoCcTCYOBO ICAMREHON 3 HUM CynbfoHiabHOD
rpynow (cxema I): NH‘NH..A:-

Ar'S °o?u-8-o + HzﬁNH;}.r e 50 "'302‘5“8 (1)

Ar = CEH.-(a ®), 3-C1C.H,(6,e), 2-}10061",(1) -No;cﬁn,;(m,
«,-CJ3GG(H4(r(). Ar' = Gl (a—n.) 4-CHyCcH, (e,x).

Mpw HaspqocTi Bamichnxis B nunomewni 2 xiwofmHoro amps B 3B!#A3-
Ky 21 CcTepHuHiyd NepemKOofaMil SK B NMOAOEEHHI 2, Tak I B morouseHsi 4
N-aptncym.douisnajroxirontninis, peanisyorecy cunea vipHofMostpuix
mpouecH, TOOTO aTaxa HYyKAROLiNY SAPACHRETLCA IO BYTRELEBAX 2TOMEX
o= u € (oxems 2):



v @

) NHNHCAT
_ u'aozlg.o

X ﬂ‘ 1.6a,6,8-x . :
“'“2""8"’ + H NNHCAT R . (2)
‘ ug-m-ng-o + Ar'SONH,
? ;?d—.u : P
4, Ar (a 6), 4-(!13\,2}! 4(8)3 X = Cl(a,s), CgHgs%p (6);

5 Ar = (6), 22H (s), &N (r),
tﬂ‘l (‘?: I. 5 Ar - \a.x) T CeHy {d,eJongg 4 (),
N&"ﬁﬂ (r), 4—0‘1 (n)s Ar'= G (a-,n) gﬁﬂ (e,z);
17, % ke Caflg(a) , 3-C10ll0,5), i Jer o & T
= CI {a.n-n) 05H 59, (6).
' Ina N N'-dlcapiacymﬁouiz—'? I0-penasrpenxinoniututs, mo He
MADTH BKTHBHHX NMONOXeH: MnA HyxaeopiasHof araxu, npoXomurs nkme pe-
axnta no cxeut I,2-npuennanns-eniuinysanna (cxema 3 :

I.4a-8 I.5a,6,n

1.8 1.%-e
R = (a), 3-CIC:H,(6), 4-CI (), 2-H ()4—“ (u}
g“biqh‘%‘t Cghy(n OCgH4(r °°6“4

Heseutment B nonomennt 2-aptacymponia-I, 4 nudroxinon-4-iuiuu
gsaemoninTs 3 toainrinpesinon no mpox manpHukax: omne Moneyyaa Xi-
HoH.MiHy ripnopmoersen 3 muuinemwawm ascrTy, npyra npuesHye TosiibMy
rpyny no cxewt I,2 3 yrsopensnM 4-apin-cyasdoninauipo-4-rosin-I-
-oxco-I Lntrtnpoaaq-aafn*n. mo manTh Xin~nigHy Cymomy (cm 4):

zx-{}-sozn-8-o 2" x-{}soznu-s-omx-@ 30;»’8-

I 10;( x
+Pb(0A Ts -
. Ak ( u}! 5 - 5 I, IIa(:)

l-lﬁ-'- 1.3

X =d (n), Gg (e}, CI ().

[ipu repuiunin oﬁpoﬁui uyi nip.pten ceiTna oTpMMaHW cnoxyx® nepe-
xo-.rv B 4-apiscyardontnawino-2-rostncyneiont n-I-nadronn sa PEXYHOK
L4—u wirpenti.roainruof rpymu, cnoevepiracmof Hemu snepume.

Bvnose otoMManmx “u"nr. a Takow Fak- ct.c® ui r']wvrr. IOKa3a-
HER LeTollauil y TiES wy i’ CReXTCOCKONLI, OAX : EHT I ‘ 1" ' CNO-

14 s A e



nyx pocaipmennt fx mac-ciexrp.
Samtment  nonomennt 2 N-aptacymegontn-I,4-nadroxiHon-4=iuinu
pearynts 3 rvoaiarispasivou tnaxme (cxema 6):

Arso xo - 28, |punmn 0 | == |ToNeN <
T ——— e OH { —e
2‘% -‘rsoznnz -8-

1.14a-r +1,I5 (5)

X=CI(a,8,r), Br(6);Ar =CgHg(a,6), 4-CHgCgliy(B), 4-CICgH4(r).
TMouarxopum axroM peaxuif e araxe mo C=N zs'asky xinosiuiny
no exemi I,2-npuenmamms-eniMinyraHus s yrsopemuaM npouimuof cnmonmyku.
Ha mpyrift cranif yreopenuft mpomizuutt rigpason I,4-nagroxinoniminy
eniminye monexyny ronincynvdinorof kuenoTn 3 yrBopemHaM Ximompia: -
na, apaTHoro icHypaTd B nBOX TayroMephnx Jopsax. Ha rperifi crapii
stnoyeaerees Hyxneopiavhe samimenna rpymu X, WO SHAXONWTHCH B MOX
wenni 2 xiwoniminy, mpm araut. ¥f monexynoo rontneynsPtuorof mmeao
™, fka pupiauaack 3 yreopeHHAM xinuesoro mpomyrry 2-rosin-4-pias:
=1,4-nafrosinony. ln enmomyxa yrsopoerncs is xitnowiminie s pisHumu
samicuuxamn Ar i X, mo poxasamo mocrinmemmam ix IY ¢ IIMP cnexrpin
a TAROK eAeMeHTHMM aHanisow.

1.2, Psasuonts N—apincynnﬁoafn—%—kpimyauﬁomino-l,t
~GensoxtHonmonoiMiniB 3 apoMaTHuHUMK amiHaMM

Moxnmeiers fcHysaHMe BMIEHASBAHMX CMOAYK B JBOX TAYTOMEPHHMX
dopmax N-aptacyredont n-2-aptacymsdonant no-1,4-6enaoxinon-4-tuinis
(I.I7) t N-aptacynsponta-4-apincyasponamuno-I,2-6ensoxtuon-2-iui-
uis (I.18) (cxema 6), mossname nepepfaumMTh, mo BoHM OSymyTh nimnasa -
ruecA areut Hyxaeodpinamm Taxcx mo HOBMX peaxuifiHWX I'eHTpaxX, Xapa-
repuux aaR o-xtuomts ‘uie (mosomesms 6 ximofmmoro smpa):

uso._,:-Q-o | e asozm-Q;o (6)
NHSO,R SO,R
I.I7 A I.18
Ha nireras} oTpuMmaHMX eKCNepeMOHTANbHMX JAHMX HAMK 3aMpOMNoHO~

paHa cxems psaemonif N-apiacymoutn-2-aptacyapfonamino-I,4-6en-
* coxtron-4-iuiuis 3 arintHom (oxema 7):



o :
e m,csu‘n‘ lnsozc‘u‘a‘

: 0
+R20cH > .
80,0612 -R20gH S0 N, ‘?0;5‘13

i

I.19a-n 1.20a-g 3 (7)
_OH 0 1 " OH 1
I'HSOEUGH‘} X maozoﬁn‘n X maoacsn“n
. +I.19a- . 3 :
R CGH‘IH 3 v + 2
OGH‘R . R 06!14“ IBSH‘RB IHS?QCBH4R ¢
I.21a- I.23a-n

R'sH (a,6,1), 4-CH (5,r); n2 =H (..u) 4-CHy (B,n);
R7-H (a-r), 4-CHg (n); X = H (a,s,n), CI (6,r).
S meTop noxasy BXonxeHHs apizauisorpynn 5 MeTa-nonomeHHs 10 Kap-
dontasxof rpymw ximowypor.oiwints, maun nposepeno peaxuin N-apircyisdo-
Hin-2 &nluop-&apixcynb@oasuino-l 4-GensoxiHow-4-iutnin 3 aﬂtninou

(cxena 8): c1 NHS0,CH,R

—6%T 1226, (8)

1 se— . " B):

¢ 1302663411 -F--eﬂ“ 802'32- - . _
1.24a,6 Ry

I.24, R =H (a), &Clz (6).

Orpuuant cnonyxu inenrwuni nposyxrem peakuff ximonmonotwiniz, mo
waors TiabkW ojMn avoM Xnopy B nommmt 2 xitwofpmore snpa, mpmannt
no cxemi 7.

Cinan t €/nora mpopykrie peaknif N—apiucyn@ou!n—%-np!ncynu{:ou—
wino-I,4-6ena xinon-4-ininie s apinauinamu niprsepament gamuum ix
enemertioro eanisy, I4, IIMP cnextpockonif, a Texox mac-cnex.pome.pif.

1.3. Baaeuonin N-apﬁcyubq«ontx-'l.%xtuomwuiuiﬂis 3
ntanxtnrpocdi -amv * rpumerincuninn®ankinpocdiramn

Aeropaumn psny pofct padime Gyno EwpameHo NMpHNYmWeHHA MO B pe-
symprari peesxuifl N-apiacyrsdciaxivommonoininis 3 -tasxiafocdis.mm
& rpwserincuniraitankragocfireny yrsopmorees npopyrrn O-Gocfopunipy-
BEMHR. Ane yoraronaeHa Hand ixaxruee®ore xepGouinvHof 1ynw B peax-
uiax N-api.cynsdonis-1,4-refroxinoumonoiuinie 3 ap.inrinpasinawm,

a rarov npucyruicrs rpynu C=0 » mponykri peakuti N-apiscym onis-
«2,6-r xnop-r-fensoxinoumon. iuiHy 2 nitscnponintochiren, mpumycuno
Hac nocninxyeetH sumeykeseni pesrnii 3 mero. yrouwewws Synosu fx npo-
oykri- 3a Ry muor'm cy'¥acmux meronts amenisy, B Tomy umeni £ cnexrtpo-
exonif AP ©
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Peaxuia N-aptacyasgonin-I,4-nadroxinonmonoiuinis s piankinpov-
Giraun mpoxonurs 3 yreopemmsm cywimi npomyxris (cxema 9): 4-apix-
cynbdont naui po-4-ntanxoxcipocdopi a-I-oxeco-I,4-nirinponadraninis
© (1,28) t ntemxin-N{4-oxci-I-naprinp N-apiacyaspont naninofocdaris
- (1.27). . =

¥
& ArsSo
y X : e
ATS0,%i = : (R0) P
by 2.1 0+ (Ho)aP(O)'I & (q)
I.i’rﬁn-ux
1.2yt ATSO oH
(RO)
§
I 27a-0

Ar = Ph(a-e,0), n-T1(x-k), 4-CICgH,(n,u); R = Me(u), Bt(a,n,1),
i-Pr(e,s,0), #-Bu(6,r), u-am (x), CICH-CHy(m,t), CFglHy (x);

X = H(a,6,x), CI(p-e,3-0); ¥ = H(a—x,1,x), Cl(s,n-0). _

) Tpu nopisuanui irrencuskocri nixis B cnexrpax AP Slp peaxui fi-
Hof Macu ycraHoBneHo, wo AoMiHYDUMM HANPAMKOM B MpoXoaxeHHi npounecy
' & peakuif I,2-npuemHaHHa.

llpn susuernt peaxuif N-apincyavdouia-I,4-Gexacxinonmonoiuin
2 pienakinpochiramu Hamu ycremosneno, mo u sanesHocri min HaspsocTi
sauicHuxip B nonowennsx 2 f 6 xiwofamoro sapa, a Takox i npupum
piamxindocfira, momyrs Ayt peanisomami wacrynui nanpsmis npovecy:
1,4-, 6,1~, I,2-, u,3-rpuennanns (ocranHe jocurb piaxo syerpuouaer: -
ca ans N-apiacyavdoiiaxiwonininis) (cxema I0). B peskuiiiuint maci
‘uyacrime BcENro Mowauea npHeyrricTh mo TphoX fsoMep!'wX npomyKTiB.
3puualiHo puaiaseTees Tolt, Axuil HalMeHm POSUMHAEGTLCS E peaxufiiHoMy
cepenoswni i neperamae B peaxnifnifh eymiui.

llpu HamsHocTi BakeHTHUX noaowewn 2 1 6 (ui xou 6M npHOro 3 Wil )
xtHoinHOTO Anpa repepary ma€ peasnis I,4-npiopwarHa. llpw 6ackyeas .t
nonoxend 2 i 6 nepenawmo peaniayerses peskuis 1,2-npuenHannHs y en-
neavy Ginem awvupHux niarkimpociirinm (i-Fr, H- Am),si SHimzenHAw ak-
ruBHocTi niaaxiajocpity spoerae waerra npopyrris €,3- t €,l-npusn-
HaHHA,

XiwonigHa Synosa npogyrriz (I.26, 1t29) yCTAHOBNEHS 38 00TOMG-
roo ﬁnuam ix 14, AvE , IMP i AP “°P crnertpin. 3 cnexrpax
fIMP 'F niz encayk € enrmanv B enafomy noxi 2 & 7.6-9.0 u.a, (1.23)
t Ep 10.0-17.0 m,n. (1.2), xapextepkt naa pismeiraptifocgonaris,
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ArSO,HH X
b o
(uo),r-o
1.2a,0, x
- ArS0,8H Q—OH
X ~ 0=P(OR),
’-"S*“?NQU ¢ (M0)aP(RI e I.E]s-l.uku_ (10)
¥ - ATS0 OH
1.26a-0 ; 2
(RO)P=0 Y
1.3Is,a,m
At = Ph(a,p,a,t,0). n~T1 (6,r-=m,n), L
B-010gh, (n-u)3 —= ArS0,8 —Q— o
X = H (g-n.u,0), C1 (8,6,6-M); (RO),P=0 ¥
4 = i (p-%,Hn,0), C1 (a,6,3-M); 1.Ra,6,r~0

R = Me (p,r),Bt (n,e,t,0),i-Pr (a,6,%,k,8),
01CH,CH Af3,m), m-Am (1),
Mponyxen (1.27, 1.32) wanrs curnamu B cnexrpax AMP SIP 3 &
5.3+ € Omap. (1.27) ¢ §_ 6.0 ra -6,0 m.pn. (1.326,%). 13 airepa-
TYRHUX xepen Binowo, uo Gawseki M sa dymopon cnoayxk - aminofocda-
™ - MapTh cirHanw o XiMiuuwkW SpymeHHAMM J'p =-9.04-11.0 m.1. :
Bynosa enoayx (1.30, 1.3I) rakox uiprsepmxyerbcs nanmsu x |
cnexepin [P . |
Peaxuts N-aptacymdgonia-I,4-radro(6enso) xinonmonointnis s Tpu-
wer cncuaiante miapoehtramu 3 macrTynumu rippoataom npoxomuTh opHO-
IHAUHO ;m cxemt 6,i-npuensamna (cxewn I1I, I2), i
y X A, 0 |

2 - !‘502. 081 (")3 W
(03)2. 3

. (11)
-—t-ArSO OH
J (on)2 8
1.33%-1;

A = Ph (1,6,8,8), 4-C1CEH, 4r)s l gt (a,6), cmnsz (r,
i-Pr (p,n); X = H (a), t" 6-n). =H (a,6), c1 (B~

Nipouyxru (1.33, 1.34) !mml nponykraM peaknutfl signosiHux
xtuonimtnin 3 niaaxindocpivaww (1.27, 1.32) t mants ﬂ%}“ﬂ aminojoc-
fevie, mo niareepun.Ho nawwww cnexrpis I4, MMP i AMP
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lrSOzIIQIO 4 (30)21’(0)81(!.]3 - Arsozl«Q-osum)J —

(EO)z.P-O y
s X (12)
2
———fe———  ATS0N OH
-Hositu.)3 » (R0)gP=0 AP

Ar = Ph (a,B,r,e,x), n-T1 (6,n,3-2)3 X = H (a,6,1,%,3,k,4),
CI (s,r,s, i) Y =H (a,6,x,1), CI (-1)3 R = h (a-p), Bt(r,n,x,x),
i-Pr (e a.i) t~Am (a1).

2. Mac-cnexrposerpuust noontpmerss

Hamy susueni mac-cnexrpm nocnimsenux N-apiacyasdoria-I,4-Gernso
(gatro) xtnoniutuin, pesenx fx pipHoBaenux Hopm, a Tarox npogykris fx
pearuif.

Ina N—apiucyn;uuin—n-xlnowtutmn. pipnosinHo po pnaHuX, 12 € E
niveparypt mna xinonis i pesxux fx szamimenmx, moxHa Gyno U npumycTHTs

© pospiB MONexymn "nomonam®, eniminyeannn wonexyau CO, uimmoneuynspwe
NPOTOHYBAHHFA MOMeKyN | yTBOpeHHA B Mac-cne:rpax tomis 3 w/s [Me2]"",
ro6r0 npouykris BigHoBRCAHA n-xitHoniminis (romy mamw ff Gyam pocaipme-
Ht wac-cnexrpu peaxux eigmocnenux gopu N-apineympgorta-n-xusoniut-
"uin), a raxox, to-sa npucyruiert » womexyani xtmomimimy sp'maris C=IN
i N3, cneimbiunux neperpopens sauicHuxa B nonowenai 4.

B nponeet porninxenHs Hauu He Gyau puABAeHi TpM HaWGiabm Xapax-
repui ana n-xinonip npoueca, 9B’AsaHi a pyHuysauHsM xixofamoro mupa:
entuinysamia CO & CoHy, 2 raxom mennemns xiuofmuoro smpa “nonosau".
denine arody kucHo nN-XiHona wa imivorpymy i HamBHICTR apimeynedudlne
Hopo samicHuka cyTTeaMM uMHOM SMiHoe noReniHKy XiHoimHoro sgpa nip
ulen enexTpoHHOro yHapy.

B wmac~cnexrpex N-apincyaphouin-1,4-6exsoxinnt-4-.Minip HamBui
uanoinrercueni nixu MonexkynspHux fowis, mo ceinumTe npo Husbxy crif-
xters monexyn nix cnoayk g0 enexrpoHHoro ynepy, Ha eimmimy v*n xiwo-
At., mo Maote creSimeni [M*]nixm, uacro nowinywai B cnexrTpax; BHAGL--

nsoTs 2A Taxox nixu monexynsprux tonis [M+2]*', wo mommmmo sMxmMKeso
uiMMOTEKYNADHUM NMPOTOHYBEHHAM I NpU3BonMTE A0 yTeO™eHHA Biumoninpmux
sfpnoenenux fopu. Hait6iaem xapaxTep:mi npouec poanagy MOREKyl . pHOPO
tony xtworiuivv symceneso rereponiTuunuM pospuBoM 3B’R3ky S-I,
npudomy sokanisanin sapapy ma fparmenti Ar50; nandineme supawers.
Ihot manxw poanany wonexynapHux (& TeHOZ GCHONOUHHX) ToHPR ZyMceasui
HAAEH: 2T DInHuX zaumichuxis 3 sopt xiuoniwiiy. Fanpurang, 5 apeeyr-

igpmt NHODD &rapy Xn0nNY erostanti agTieg :i-r.-‘,_ maceeny
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cricayx ¢ meoma aTomamn xropy B xtrofamowy smpi emocrepiraersca mocat-
NOEHE BHKHNAHA MOZEKyNFpHiM fomoM niox pamuxaiis CI'.

lne N-aptacynsdont.-2-aptncy sforamino-I,4-6ensoxit su-4-tminis,
mo manrh B nonominui 2 aptncyxﬁomtnorpym«. cnocrepiraeThes BHKH-
TaHHA MOI2KYAFpHMM toHOM pannkemy Ar302 , Ar i3 ronomenns 2, rak i 3
nosoxenns 4 xiwotnroro mupa. lifpreepaxexnsm usomy € HaspHicTh B Mac-
enexrpt N-(n-vontn)eyisponi n-2-Fent ncy nvfonamino-1,4-Lensoxi Hon-4~
iwiny mx nixis fonis s m/s 141 (Phso,*), rax i nikte fowin 3 w/s
156 (1.-7180,%). Onmwm 2 maf6iabm Xxapaxrephm” wARXiB po3NamLy MONEKy-
nnpHoro foHy uief chnosyku € BHKMOAHHA MONEKYHAH 80, 3 yrBODEHHSM ne-
perpynoraroro foumy. B uboMmy mac-cnexTpi Taxom uannnn" MpOTOHO BAHUH
wonexynspunit fon [Me2]*°, ;

Posnan monexyn-puux iruis 2,4-Gicapincynpdruaminofenonis s no-
mﬂmain cranif npoxoanrs no metmr mrxpmnax' pinpus papnkanie Arsoz
i Ar' 302 » YTEOpeHHR foHiB Arso i Ar'SO? » TEpMOperTaj 8 YTBOPSHHAM
ruu—pammaatn (2 Eoks (2.2)5

@NHSOQ&' &lﬂla .l %HNH-C-AI‘I Arso;lg-NTHEQI

v, nneoz.u-
2.4

I-.1

B wac-cnexryax N-aplacynn@oniu—l 4—n¢orlnon—4 tuisip mpaxrwu- |
wo ptnoyrni nixm fowis [Me2]*'. Hapoiasmw “apaKTepHnil npousc posnamy
MONeKynApHAX fomin uix XinoMiminis sywosa Huli reTeponiTHuHuM poapH-
BOM 3B'A3KY S-N 3 SEHO BMpameHoy joranisauien sapsuy Ha ¢parnesti
ArS0,. HafiGtabm -apakrepuum mpu posnani monexyispHoro iowy Gicapofa-
rinpaaono-9, 10-fenan: penxinonis (2.3) e rerepoairwunuyi pospus omHoro
ta foro ip’sckis C-N, ur N-N' 2 noxanisenten nosurussoro sapsmy
ax Ha apoiabHoMy uw spoinamipnomy senvmroei, Tak t Ba e 'aHTperRxi-
Houniiuinosomy (B ocranmboMy Bunapkopt mpoxomsus, OuesMuHO, nepe-
IEYMYBOMHA, WO [JMBBCAATE o uMkaisauii uwacTHHOR, FKI yTHODOOTHCHA).

fle i » nonepenwix punapkax, nixy wonexynspunx fciin N-apizcyns-
¢onir-2-apotarinpasino-3-xnop-1,4-Hsfroxinon-4d-ininis (2.4) nywe
cra6xi. HapGinbm XapaxTepHUMW mpouecamy poSNamy MOAEXyAAPHOI'G iOHY
6! rgTepuatTHanK) POSPUB MO 3B*ABNY S-N 2 Mokaaisauien capAny fK Ha
rpynt ArS0,, Tak T Ha mafToxidomiwmiuosoMmy sppi, reTepoaiTWw il pospuB
no 3p*asky H-N3C=0 apoim iapasiriof rpynw, a raxos sMcwpasHi Mozexy-
nephvm forou Modexyim Mo rinpasinmof rpymiu.

Hamw Gyry nocximment mfico~ mac-criokrp» cnoayk (2.9), wo yTsopo-

|
|
i

nThcA B peoyasteri praesmonit MN-apiacynsfonia-I.4-HedroXi-ioH-4-iuMiKiB
» roainpippazinon, i npomyrTr IX Dpperpymy 3aHHA sa p&xyuw CoC® M=

vpauil rosiaeHol rpymm (2.6) (exema 13):
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y "O'ma 50 y
x—O_sozna 0 _.-9'.-.!1.!_... _x.—O- S0 NH 01“;0— 13)

2.5a-p 2.6a-&
X =H (a), CHg (6), CI (8); ¥ = CHg (a,0,8).

Morexynsput tomu crnoayx (2,5) erifiki no emexrposoro ynmapy.
Hensinem pupaxesum mpomcor € Bimpus s momexynsphoro fcHe rpynu
Arsoz'. 3 HACLYNHMM NpPOTOHyBaHHAM foma, wo yreopuerbes. Baiwminymanxa
rpynu ArS0," Mowe rrpoxoml AR B peaynbrari pospuBy SB’AsKy S-N, Tak
t ap’Asky 8-C, T B Mg X cnoxyx (2:6) npucyrut nsa waGo-
" pw piskux fonte X 3 0-0:28 *, va npomyxeis Ix posnamy. Bia
wuinsnu B nosentrni nouelynpau !ulltl eno (2.5) t (2,6) nin aien
@REKXTDPOHHOrO YA4py € nimpus panmxany $05°.

Bupuent raxom mac-cnexrpm mponywris seaevontf N-api::syabdowtn-
~2-apt acyavgonant no-1,4-8erroxinon-4-tutuie & antatson (2.7). Ochos-
HuM nponecom ¢ extwirysanns amuraxy 1.80,° 3 nonomemus 2 ximo¥mHo-
ro supa, swe mpupomwrs no yrsopemus fomy [U-T4I]*". Mponec smigmamna
. moneryau 80, womexyasptaw fowom cmoxyx (2.7) e caaSo pupamemwt, Ha
_ piaminy sitn cuxiguwx N-apincynsdont a-2-apt ncyasdonamino-I,4-6enao-
xtuon-4-tuiutn, pan mxnx. extuinysamus 80, e maNGiasm xapaxrepHum.

X R WAS0,Pn

X = Ha),X = CI(6). 2.%,6

3. Kucnorso-ochosut tmuuxavopu Ha ocHoni IN-apizcyibdonta-
=I,4-xinon-4-iuruie t npoayrris fx pesxuiit

B o6'emsioMy weroni amaaisy (weron remrpanisauif) Gseto poponuri-
cA anificioBa™ THTPYBAHHA CHIBHMX KMCNOT CHMABHMMM OCHOnaMM | HaBnaky,
Tont tpeGa sacTocysaTi XHCNMOTHO- ocHOBHI tha. kaTopk, mwo amimowTy € 30€
aafapenenHa B oGzacti pH, Ganaprifl no mefrpanchoi. Acop'ruuem TAKHX
irowkaropin uanup.

Ha ocuoei samimerux N-spialanuin)eynsdonin-£-spliangincyivfon-
awino-I,4-6ensoxinon-4-tuints oTpuraTyn iHmukarTopy §i swauemHsmm pl,
GnuabKMMK 0O 7, HAM He BAANNChH.

[locraBnesa mera 6313 ROSArHYTE NpY BHKOPHUCTEHHI CMHTEZOBAHML
wany N-apineyi.ofouin-2-aooisrinpasino-I,4-HafToXiHon-4-iuinin, rxi
ManTh -Ackpape salapeneHHs cfox dopu, Eyabkudl tHTepRan nepesocny aa-
GapareHHs, Gnuzkril 10 Hel'TPRNLHOTO CEpeNOBKNa, & DOSMHM IZ ervifiku
npu Tpueesomy =6epirasui.

lhrencurne sefapsaenns uix CnNorye npd comaraddi Jyry ncieHees).-



14
cff yTnopeHHAM mesomepioro fomy (3.I):
WHHCAT

Arboen8-':nﬁuz Ar'sozﬁ-go 0
3.1 _

BECHOBKH

I. NoxasaHo, mo momaneicTs mpoXommeHHs peaxnii HykieopinsHoro
npuenHanns apoiarinpasinis no N-apiacyandoninxinoniMminis pusHauaeTh-
cr peanurHon OBl xinoniminis. Pearuis wywnzofinbxoro [PUENHEHER nij-
MOPANKOBYEThCA CpGiTanbHOMY KOHTDOMD, HANDAMOK HYEACOPINLHOI aTaku
spificHoeTses Mo ByraeuesoMy aToMusi, Mo Mae Makchume "EHUfl opGiranmLauft
woediuienr HCMO,

2. Ha nincrapi crpimcHmX ertcriepMMEHTanAbHMX NaHMX No peaxuif
N-aptneynsgonin-I,4-nedroxinonininis o rosiarigpasiHoM ycTaHosaeHO,
mo ¥y Bunapry HesamimeHoro xXiHofjHoi'o Apa cHHXpoulc BinGyBaeThes npu—
uec pimHoBnenHs oguief Morexyny xiwomiminy o puninensasm agory i I,2-
-pHensands  Tosiasnof rpynu go gpyrof MONSKYAH XiHOH*MIHY.

Briepn® cnocrapiracrscs Cﬂ- wirpanis rostabhoi rpynu. ¥ sunag-
ny 2-ranoipnoxinanx HedToXiHouiMini®e BinSypaeThcs GararoctaiiiMuit
npouee 3 yTBOPEHHAM «~-T03in-4-ptase-I1,4-HafroxiHoHy, AK EiHISBOrO
NPORYKTY . -

3. B peayasrari supuennn peaxuif N-apincyasdonin-2-apincya.fon-
amino-I,4-6ensoxinon-4-iminip 3 apomaTiunuMy aminamy ninTeepmEeHo
icHypanna fx 5 opro-napa-xinofnmix gopmax. Jias nixnopaamimenux noxip-
HUX Brepwe cnocrepireerThcs GpyrTo-HyRNeofinbHe samimeHHs aToMy iopy
Ha apinaminorpyny » nomomenni 3 xinofmmoro sapa. :

4. BusuenHs peaxutf o nitanxiajocfiramu f Tpumeriacuniamienxin-
*#nchiraMr nossomino 3poGMTH WacTYLHi ylaranbHenHA: 3 TpuMeTincuain-
nianxiapochiramn pearuis onwossauno mimysaerscs mo cxewt 6, I-npuen-
HaHHA 3 pactynumM rigpontsow; 3 alanvinpondirams peawuis N-apiin-
cynsfontn-1,4-nafroxinon-4-imintes sinSypaerscs no cxemi 6,I- 1 I,2-
-npuennannA; peaxuis N-apincymsdontn-I,4-Gensoxinon-4-imints Bincy-
saerses B Lekinsa wanpswxex: I,4-; i,2-, 6,I-, 6,3-nprennHanns B sa-
nemi.ocrt sin mamewocri samicmmkis v xiwofmmomy smpi.

@ 5. B peay-vrart susaenHp mac-crexrpis pismmx N-apiacyasfouin-
xikoniminis i nponyxrie fx pecuuif noxesans ssausa inpopmarmsuicTs
uac-cnexrpomerpif B yeranosnenni Gynosw xinofmwwx crnoayk. :

6, Ha nipcrasi nocrinmgesHs KHCNOTHO-OCHOBHMX IHIMKATOPHHMX Brac-
rneoerell pisuux IN-apincynvdousisxinoniminie sanponoHoeaso BHKOpPHCTO-
rypaTu nocatnxeni MN-apfacynsdouin-2-apoinrimpaaino-I1,4-nafroxinnn-
~d-tuinu, mo manTh HaWGinemy npettwumy nfnHicrs, fx fHEMkaropu.
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7. lNoxasaswo, mo npomyxrw pearuif N-apincynvdouiaxinoniminis 3
atanxinpochiramn i Tpumerincunt natankinpochiremn e nepcnexTubmmMu Gi-
on0oriuHO-aKTHBHHMY DEUYODHHAMH, 8 TAKOX GaraTofyHkiioHSNbHUMA NDHCAN-
 KaM¥ B JMENyBa’bHUX KoMrosunfsx.

OcHosnut peayabrarTy Buianieni B raxux ny6aixaniax:

I, Esrpafona H.M. ,Aspeenxo A.Il. Peakumus N-apecyrbHOHUA~I-XHHOHRMUHOB
¢ amarunpasuriamy // XY YrpawHckas pecnyGauxaHckas Kowpepesums no
' opreHwueckoft xwuuu., Teauew anxnauop. Yxropop. - 1986, - C.260.

2, Asgeenxo A.ll., Eprpafosa H.M., Mumenxo A.M., BemauGpu Hyp Ypupa.
Boammogettcraue N-apun (amxun)cynsonnn—2-apin (aaxun) cyabdoramumo—
~1,4-GenoxuncA-4-uumnos ¢ wiopuersm somoponom // HOpX. - 1987. -
T.23. - Ban.I. - C,97-100. .

3. Aspeerxo A.Il Esrpafora H.U. Peaxims N-apuncynsqosui -n-HageoXuHoH-
I'WHHOB ¢ armnrumpasunauy // HOpX.-1987,-T,23,-Ban.S.-C. T060-1063.

4. Aspeenxo A.ll,, Passmmes B.N,, Esrpafosa H.M. Peaxums MN-apuacyib-
FOHNA-N-XUHOHMMMHCE ¢ TpUMeTH-cumuignankuafocdnramn // HOX. -
Iw. - Tna?v - hv&t - Ct 1254-I257.

5. Aspeenxo A.I., Esrpafosa H.W., Tomueuep A.A. O peaxums N-apuacvie
doHunxuHOHUMMHOB ¢ urmarunpasusauy // MCpX, ~ 1980, - T.26, -
Bun.5. - C.I300-1I313. :

6. Appeenxo A,Il., Eprpafona H.W., Tomvauer A_A., Monswos A.E. Pearuis
 N-apuncynstorun—2-apuicy sdonamnno-1 , 4-6eH30KnHOH~4-UMUHOB ¢ £PO-
uaruueckuMy auuHamyu // MOpa.-I1990,-T.26.-Bun.8. - C.I7BI-I1767,

7. Aspennxo AL, Fsrpagosa H.M, Kpafiuxosa U.I'. Maco-crnexrpu 4-apuwr-
cyabdornn-1I, 4-na*rouHoH-4-muuH0B // C6.Bonpocs Xumiu W XuM.TeXHO
noruv. Hap-so "Ochoa" mpu Xapbkopckow yu-re.-1390, - Bun,.93, -
C.33-35,

8, Aspeenxo A.lIl. ,Esrpafosa H.M. Kpe#tnukrsa M.I'. Macc-cnexrpu 4-apmui-
cyabponun-I,4-6ensoxunonusunor // C6.Bonpocu xuMuu ¥ XuM.TeXHond -
run.Hap-so "Ocxosa npu Xeprwneckom ys-re.-1990 -Bun.93.-C,28-32,

9. Aspeenxo A.ll., Esrpajosa H.H. Macc—cnexrpu 2,4-Oucepuacyntfouni-
emnnoferonos // C6.Bompocu xummu ¥ XuM.rexsonorud. . Map-po "UcHoes
npu Xapbkosckou yu-re.-I990. - Bun.92. - C.54-60.

10. Ax teenxo A.lL, Eprpafora H.H., Cemenmxopa J.B. HuenorHo-ocHopHue
wHp¥kaTopy. // C6.Bompocw xuuum ¥ xum.rexmonorur. Hag-go "Ockosa’
npu Xapvxopckow yw-re. - 1990, - Bun.92. - C,33-37,

II.Aspeenko AT, Escpafora H.H. Mace-cnewrpu N-4-apyncyntfonii~c-
apuncynedonauuno-1,4-GensoxuHoHuMnHoR // CF, Bomipocy Xuuuy B xoi,
rextoiaoriy. Hap-po "Ocwope” npu Kaprropewow ye-te, - 1390, -
Bur..%4. - C.3€-%93.
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hpneesr> A.IL Esrpafosa H-“ﬁ AB 28 827

spouarunpaswto-9, I0-fenanrpeny
rexHonorm. Hap-po "Ocwosa™ mp. .., ... ..ol _
Bun.94. - C.60-62,

. Esrpadosa H.W., Apsesnxo A.Il. Feaxums npucoemmmenms N-apuncyaspo-

HEA-2~epuacy mehomnauuno-I , 4-Gexaoxusonimmon // Beeconasas xompe-
PeHuMs N0 XMMMU X HOMOB M XWHOMRHMX coejmmenuit. Tesucw noxaanos.
Hogocubupek, - 1991.- C.II9,
Puneenxo A.IL ,Errpafosa H.H.,Tommaues A,A.,Impowenxo B.B.,lomsen-
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Aepeerxo A.Il., Esrpafopa H.H. Pearums N-apuicynsdormn-2, 3-3!-
xnop-1,4-Haproxunor-4-HLHKOD C GPOMATHEDASHHAMM W MACC-CNENTDH
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-Vx%2; BuGamorp.ywasarens BUHUTH, 1993, - ¥ I. - 6/0 I97.
Asneenxo Al ,Esrrafoea H.H.,Toameues A.A.,llwpoxenxo B.B. Baamwo-
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~AMMHOB C ToInnrumpasuHon // CS.Bonpocs Xuuw M dM,TeXHOZOI'MW.
Hag~po “OcHoma” npw XapvkobckoM yH-ve.-I1991.-Bun.96.-C.80-82,
Appeenxo A.Il,, Esrpajops H.H. Peamn: N-epuacyasfonns-I,4-najro-
XMHOH—~4~NiHOB © Tosuarwupasuuo // KOpX. - 1992, - T.28, -
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