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Hesasucumo ot IIpUpOaBI SHMeCTHTeJIefI, HaXOOANIMXCA Y aTOMa a30Ta U aHMOHA, ITUKIN3aI A
COolel, COIepKamux B KadecTBe T2 ()parMeHTa TpPYIIBI IPONAPTMIBHOrO THma, a mt — 3-
(beHNUMPONapTrUIbHYI0, HOCHUT OOIWIMil Xapakrep M BKIIOYAET IIMPOKHE BO3MOXHOCTH IS
(bopMHUpOBaHYS HOBBIX IIOTEHI[UATBHO GHOAKTUBHBIX OEH3M30UHAOIIHUEBIX COIEH.

Tab6i. 2, 6161 CCBLIOK 4.

Panee OpuTO mOKa3aHO, YTO OpOMHUCTBIE COJMM IUMETHI-, AUSTUI-, AUOYTHI-,
IeHTaMeTUIeHITponapru(3-heHuIIIponapriI)aMMOHIA u mpomaprui(3-
beHMIIPONaprua)MOpPOJUHAA B IPUCYTCTBUU KAaTAIUTUYECKUX KOJIUYECTB BOJHOM
I[eJIOYX C CaMOpa3OTpeBaHHMEM IIOYTH KOJIWYECTBEHHO IIO[BEPraloTCs LMKIU3AIUN C
o6pasoBanueM 2,2-nuankunbens(flusonngonnuueBsx coeit [1].

C mesbio BBIABIEHUSA BIMAHMA 3aMeCTUTeNeil y aroMa a3oTa, a TaKXe IIPHPOJBI
aHMOHA  HAa  LMKJIM3AIUI0 HAaMM  HM3ydeHa  KaTajausupyeMas  OCHOBaHHEM
BHYTPUMOJIEKYJIApHAsA IIUKIN3anus 6poMucteix cosneit gunponui-(I), zuusonpomun-(II),
aunukIorekcuanponaprwi(3-denmtmponaprur)aMmonrua (1), 1'[N-mpomaprun-N(3-
benunnponaprui)-4'(N-mapa-bropbenun)|nunepasunua(IV) u  xmopucTeix  coieit
numernn-(V), punponun-(VI), rerpamerunen-(VII), menramerunennponaprui(3-beHun-
nponaprui)ammonus(VIII) u nponaprui(3-denunnponaprui)mopdonruaus(IX).
BersgBieHO, YTO BBINIEYKa3aHHBIE COJH, 32 MCKIIOUeHHeM coiu IV, ¢ camopasorpeBaHueM
mouty KonmdecTBeHHO (85-95%) muknusyiorcs, o0pa3ys HOBbIE IIOTEHIWMATIBHO
610aKTHBHbIE GPOMUCTBIE U XJIOPUCTbIe cou 2,2-auankuiabens(flusonnnonuams.
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RN* R,N

I,1a R=C3Ho, II, lla R=i-CgHo, 111 l11a R=<:>—, IV, IVa Ry= F@N N

Hal=Br

V,Va R=CHg VI, Vla R=CgH7, VII, Vlla Ry=-(CHp)-4, VIII, Vllla Ry=-(CHy)-5,
IX, IXa Ry=-(CHy),-O-(CHy)-,

Hal=Cl

IIpu npwmkmuzanuu coinu IV camopasorpeBaHus He HaGmIIOZaeTcsa, OZIHAKO
IUKINYEeCKUl  TpomyKT —  Opomuctsiii  crnupo|6ens|flusonnmonun-4'-(N-mzapa-
bropdenun-2,4'-nunepasunuii|(IVa), Taxxe mnonydaercs NOYTH C KOJUYECTBEHHBIM
BeIxozoMm (95%).

BrIABI€HO, YTO aHAJIOTMYHO paHee IIONYyYEeHHBIM Ouc(3-peHUIIponapruaIbHbIM)
comsaM [1] B yCIOBHAX OCHOBHOTO KaTaju3a IOYTH KOJIMYECTBEHHO I[UKIU3YIOTCSA TAKXKe
punponui-(X), aunukiaorekcun-6uc(3-benumnponaprui)aMmonuessie conu(XI), o6pasys
putnponui-(Xa), runukiaorekcun-4-pennnbdens|flusonugonrnuuessie conu(Xla) ¢ 90-95%
BBIXOZIaMM, COOTBeTcTBeHHO. CileyeT OTMeTHTh, YTO UMKIM3anus comu XI He
COTIPOBOXKZAETCSI CAMOPa30TPeBaHUEM.

.
RoN* ——> RN

X, Xl Xa, Xla

X, Xa R=CzH7, XI Xla R= <:>—

Ha ocuoBauuu IIONMy49I€HHBIX JAHHBIX MOXHO CKd3dTh, YTO HE3dBHCHMO OT XdpPaKTe€pd
3aMecTuTenei Yy aTOMa 4a30Ta W dHHOHA IHUKIM3AIlHA coseit, COZEpKaluX TPYIIIIBI
IIpOIIapryUJIbHOIO THIId HAPpAAY C pa3/IMIHbIMH €HNHOBBIMH q)paI'MEHTaMI/I, nMeetT 06]J.LI/II'71
XdpaKT€p M BKJIIOYA€T IMHMPOKHE BO3MOXXHOCTH [JJisd BbBIABJIECHHUA BIMAHUA Pa3HBIX
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3aMeCTHUTeJIell y aTOMa a30Ta ¥ aHHMOHOB Ha (papMaKOJOTMYeCKYI0 aKTUBHOCTh OEH3M30MH-
JOJIMHUAEBBIX COJIEH.

B WK cmekrpax wucxogubeix coneit [-XI oOHapyxXeHBI XapaKTepHbIe IIOJIOCHI
TIOTJIONEHNs [By3aMelleHHOH anermieHOBoH cBasu mpu 2230-2240, apomaTwdecKoro
xosbia B obmactu 1500, 1600, 3060, 3080 u moHO3aMeneHHOTO O€H30IPHOTO KOJIbLIA IPU
680, 690, 730, 750 cm!'. B UK cnexrpax coseir I-IX mpuCYTCTBYIOT TakXke IIOJIOCHI
IIOIJIONIeHUA MOHO3aMellleHHOM aneTmieHoBo# c¢a3u 2100, 2120 carl.

B UK cmexrpax nuxamdeckux coseii la-Xla oTcyrcTByeT mosoca morsomeHus
alleTUJIEHOBBIX CBsA3el, xapakrepHas jja ucxogueix conel [-XI. B ciexrpax coneit Ia-1Xa
OTCYTCTBYIOT TaKXKe IIOJIOCHI IIOTJIOIIeHHSA MOHO3aMelleHHOTO OeH30JBHOTrO KOojblia. B
cnekrpax cosneir la-IXa mmerorca xapakTepHbIe IIOJIOCHI IOIJIOMeHUA opro- u 1,2,4,5-
TeTpasaMelleHHbIX OeH301pHbIX KoJel ipu 710, 750, 770, 870-890 car!, cooTBeTcTBEHHO, 2
B crxydae coieit Xa, XIa — MOHO- 1 IeHTa3aMeleHHBIX OeH30IBHBIX Koutel npu 670, 680,
710, 730, 750, 820, 870, 880 car!, coorBercTBenHO. B WK cmexTpax comeit IV u IVa
IPUCYTCTBYIOT TaKXKe II0JIOCHI IIOTJIOMEHNs 7apa-3aMelleHHOTO GeH30JIBHOTO KOJIbIA IIPU
810, 840 carl.

B Y® cmexTpax MCXOZHBIX COJell MMeeTCsS XapaKTepHBIH A1 GeH30JBHOTO KOJIBIA
MakcumyMm moriomesus npu 245-250 #a. B YO cnexrpax mukianveckux coneit la-Xla
Ha0IOZaeTcsa CMellleHHe MAaKCHMyMa IIOIJIONeHusd B OoJiee IIMHHOBOJHOBYIO O0JAaCTh
(277, 288, 292 mm) BCIencTBYe HAMWYKSA HAbTATMHOBOTO IIUKIIA.

Crpykrypa coneit IVa, VIIla noxTBep:xaeHa Taxxe MmetonoM criekrpockonuu AMP 'H
(Tabm.1).

Yucrora ucxogusrx cosneir I-XI u mpoxykroB mx muxmmsanmuu la-Xla ycranosimena
METOZOM TOHKOCJOWHOM xpomartorpaduy Ha miaactunkax 'Silufol UV-254" B cucreme
pactBoputesneii H-OyTaHOI-3TaHONI-25% BOAHBIN pacTBOpP amuaka, 7:2:5 u m-OyTaHOI—
sTaHO/I-Bofia—yKcycHas kuciora (10:2:1:5; 10:7:3:1). IIpossienne — napamu #oza.

BKCHepHMEHTaJIBHaSI 4aCTh

UK cnexrpsl cuaTsl Ha criektpoMerpe "UR-20" B TabneTrkax ¢ KBr niu B BazeTmHOBOM
macie, YO crextps! — Ha ciekrpodoromerpe "Specord UV-vis" mis pacTBOpOB B 9TaHOIE.
Cnexrpsr AMP 'H nmoryuens! Ha cnekrpomerpe "Varian Mercury-300" ¢ wacroroit 300,077
Mg ua nporonax npu 30°C (303K). Buyrpennuii cranzapt — TMC.

Hcxommble AMMeTHII-, ZUIIPONUI-, AUU3OIPOIUI-, TeTpaMeTHUIeH-, TIeHTAMEeTHIeH-,
TULMKIOTeKCUII-(3-peHITpOonapriiI)aMuHEI, 4(N- mapa-dpropodennn)-1(N-3'-
deHMIIPONIaprUiI)IuIepasiH U (3-heHUIIponaprua)MOppOIHH IIOTydYeHbl 10 PeaKIuu
Mannuxa [2-4]. Ucxozusie conu [-XI nomydyeHs! ¢ KOTUYeCTBEHHBIMU BBIXOJAMH B CpeJie
3(Up-alleTOHUTPIJI B3aUMOZEIHCTBUEM COOTBETCTBYIONIUX AMHHOB C OpPOMHUCTBIM WX
XJIOPUCTBIM IIPOIIAPTHIIOM.
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JlaHHBIe 3jIeMeHTHOTO aHanu3a U T.IUL coneif I-XI u Ia-XIa

Ta6amuna 1

Wcxopusre| T.mi., Hatineno, bpyrro- | Beruucneno, | IIpogykr | T.w, | Hatimeno,
conu” °C % dopmyia % muiotusanuu’|  °C %

Hal N Hal N Hal | N

I *x 24,26 | 4,40 | CigHxBrN | 23,90| 4,19 la 90-92 | 24,30| 4,39

I 147-148 | 24,23 | 4,38 | CigH4BrN | 23,90 | 4,19 la 219- |24,26| 4,40
220

Il 145-146 | 19,61 | 3,56 | C,H3BrN 19,28 | 3,38 Ia 169- | 19,63| 3,56
171

v 177-178 | 19,63 | 6,98 |CxHxBrFN, 19,33 | 6,78 IVa 273- |19,67| 6,96
274

\ 148-149 | 1552 | 6,19 | CiyH1cCIN | 15,17 | 5,99 Va 262 |15,55| 6,17

\ *x 1255| 5,01 | C;gH»CIN | 12,23| 4,83 Vlia 261- |12,60| 5,01
262

VI *x 14,03 | 559 | C;gH1sCIN | 13,65| 5,39 Vlla 272- |13,98| 5,57
273

VIl 90-91 |13,30| 531 | C;7HxCIN |12,95] 5,12 Villa 309- |13,33| 5,32
310

IX 186-187 | 13,21 | 5,28 |Cy6H;5CINO| 12,86 | 5,08 [Xa 287- |13,23| 5,30
288

X 174 119,82| 3,59 | CHxBrN |19,47| 3,41 Xa 182- |19,85| 3,61
184

XI 131 [16,60] 3,04 | CsH3BrN |116,29| 2,86 Xla 191 [16,66| 3,04

* Cosu IepeKpHCTALIU3YIOTCA U3 abC. STaHOIA

** Comu I, VI, VII rurpockonuvHst
Cuextp AMP 'H comu IVa (IMCO-ds) 6, m.z.: 3,59m (4H, 2NCHz); 3,90m (4H, 2NCH>); 5,28¢ (4H,
2NCHz); 7,01x7,10m (4H mapa-FCeHa); 7,54m (2H, Har); 7,94m (2H, Har); 7,97c (2H, Har)

Crexrp AMP 'H conu VIIIa (IMCO-ds) 6 , m.a.: 1,71ym.xsu. (2H, J=6.0, Hmmepna); 1,94 yir.xsH.
(4H, ]J=6,0, 2Hmumepuz.); 3,68ymr.t. (4H, J=6,0, 2Hmumepus); 5,13c (4H, 2NCH2); 7,53m (2H, Har); 7,93m
(2H, Har); 7.94c¢ (2H, Hav)
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Tabrma 2
Brrxozsl, JaHHbIE 3IEMEHTHOTO aHAIN3a ¥ (PU3NKO-XUMHYEeCKHEe XapaKTePUCTHKY aMUHOB

XII-XIV
Coenu-|Brixop, |T.xum.(mwn.),| Haiimeno, % | bpyrro- | Bsruucneno, | MK cmexrp, v, | T.mr
menme | % | °C/mmpr ¢dopmyta % ot IIMKparTa,
cr C H | N C |H| N °C
)
Xl 58 97-98/1 |84,05/9,45|6,68 | CisHN |83,67(9,83| 6,50 | 660, 700, 770, 150
1570, 1590,
2230, 3050
XI1 40 182-183/2 |85,02/10,19 4,95 | C,sH9N |85,37/9,89| 4,74 | 680, 740, 770, |176-177
1570, 1600,
2230, 3060
XIV* 40 (70-71) |77,87|6,31| 9,26 |C1gH1oFN4|77,52(6,51| 9,52 | 680, 730, 760, *x
1560, 1600,
2220, 3060

* XIV xpucranniusyercs U3 rekcaHa
** He o6pasyeT MUKpaTa
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®usuko-xumuveckre xapakTepuctuky guwsomponuia- (XII), amunmxmorexcrur-(3-
dbennnnponaprur)amuaoB(XIIT) u 4(N- mapa-dpropodennn)-1(N-3'-
dbennnnponaprwn)nunepasusa(XIV), onucsiBaemsix Buepssie, a Taxke comeit [-XI u Ia-
Xla npuBeznens! B Tabn. 1 u 2.

Huxmuzanus comeit I-XT (o6mas meroguka). K BogHOMYy pacTBOpY MCIBITyeMO#t coOIu
TpUOABIAIOT 2 H PacTBOPA €KOTO KaJu IIPY MOJISIPHOM COOTHOLIEHUU COJIb:OCHOBaHUE =
5:1. 13-3a nnoxoit pacrsopumoctu coneit III, IV u XI B Bome nx muKIusanus peanxusyercs
B BOJHO-CIIMPTOBBIX pacTBopax. /11 Beimenennsa mukinudeckux conei la, Ila, Va, VIla, Xa
peakimonHyo cmech nopkuciasior HBr wim HCl mo kucioit peakiuu u 1moj HU3KUM
JaBI€EHVEM OTTOHSIOT PpacTBOpUTENb Jocyxa. OpraHM4ecKyio COJIb SKCTPATUPYIOT
a6comorasiM draHonoM. Comm IIla, IVa, VIa, VIIIa, IXa u IXa u3 peakumoHHOI cMecH
BBIZIEJIAIOT QUIBTPOBAHUEM.

ThULYPLNCONUCSPLE-SELPLNCNMUNCSRL)UUNUVRNRU LSLOACPYLEND BY
FCNUPYLECP 2PULNY WUSULPRY NN, LEMUNLEUNRLUSEL ShULUSNRYU

Z. [}. ¥69YNLe8UL
Zumunnwwnyk] k, np wijujn wqnunh dnwn jubquus mbnulwihsutph b wuhnth punyphg,
wpnuywpghjwihtt whwh judph htwn dklnkn 3-pEthjypnuywpghy unudp wupniwlng wntph
hhupny juwnwihqynn ubpunjbynyuyhtt ghljjugnid nith punhwinip ptnype b tkpwnnud
hujujuljut  htwpwynpnipniuubp  phughgnhunnihthpidught wnbph  phnupwbwlub
wljnhynipjut ypuw wgnunh Unnn jubiqhws mbnuljwhsutnh b wthnuh pnnué wqnbgnipjuh
puguwhwjndwt hwdwnp:

BY BASE CATALISED INTRAMOLECULAR CYCLIZATION
OF DIALKYLPROPARGYL(3-PHENYLPROPARGYL)AMMONIUM CHLORIDES AND
BROMIDES

H.R. GEVORGYAN

It has been established, that irrespective of character of substitutes at the atom of nitrogen and
anions intramolecular cyclization of ammonium salts, containing group of propargilic type along with
3-phenylpropargyl group has a general character and includes a large possibility for the exposure of
influence of substitutes at the atom of nitrogen and anions on the pharmacological activity of
benzisoindolinium salts.
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