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AOcTpaktr. Ha ocHOBe mpupoAHOTO alKamouja CKOIMOJAMHHA OCYLIECTBIEH ps
cuHTe30B. [luponm3zom ckomojaMuHa TMOJY4YEHbl JUMEPHBIE COEIUWHEHHUS — o- U [-
CKOIIOJOHHHHBI, HA OCHOBC KOTOPBIX OcyIHeCTBJIéH paAd CHHTC30B YCTBCPTUYHBIX I[I/IﬁOI[- nu
AUXJIOP-IIPOU3BOIHBIX YKA3aHHBIX AJIKAJIOUAOB. BrisiBiena ux Onosiorudeckas akTHBHOCTD.

KawuyeBble cioBa: AJNKaJIOWIbl, CKONOJAMHUH, WUPOJM3, CHUHTE3, O- U [-
CKOMIOJAOHHUHBI, TUUO/I- U TUXJIOP-TIPOU3BOAHBIE.

The abstract. A number of syntheses have been carried out based on the natural
alkaloid scopolamine. Scopolamine pyrolysis produced dimeric compounds, a- and -
scopodonnines, on the basis of which a number of syntheses of quaternary diiodine and
dichlorine derivatives of these alkaloids were carried out. Their biological activity has been
revealed.

Key words: Alkaloids, scopolamine, pyrolysis, synthesis, a- and [-scopodonnins,
diiodine and dichlorine derivatives.

Beenenue. Hecmotpst Ha O0JbpIIMe JOCTUKEHUS B 00JIACTU CO3/IaHMSI JIEKAPCTBEHHBIX
penaparoB, HMHTEPEC M COPOC HAa Npenaparbl PacTUTEIBHOIO HPOUCXOKIEHUS HE
ocnabeBaeT. [IpuunHON ATOroO SIBISIETCSA IMPOKOE PacHpOCTPAHEHUE PACTEHUI B MPUPOJAE,
OoratbIx OMOJOTHYECKH AKTHUBHBIMU coeluHeHUsMHU. Cpeau (U3HOIOTMYECKUX AKTHUBHBIX
BEIIECTB aJIKAJIOUJIbI MMEIOT 0co00 BaXHOE 3HA4YEHHE B CBSI3M C MHOTOOOpasueM HX
CTPYKTYPHBIX THUIIOB C BBICOKOW (PU3MOJIOrMUECKON aKTUBHOCTBIO.

HNHTepec K HCCIE0BAaHUIO AJIKAIOMAOB TPONAHOBOI'O Psiia BBI3BAH TEM, YTO MHOTHE
MPEACTaBUTENN ITOrO Kilacca 00J1alatoT EHHBIMHU (DApMaKOJIOTUYECKUMHU CBOMCTBAMHU U IO
HACTOSIIIET0 BPEMEHHM NPUMEHSIOTCS B MEIULMHE B KAyeCTBE LIEHHBIX JIEKAPCTBEHHBIX
npernapaTtoB. Tak, ajKaJlOWJbl aTpOIWH, CKONOJAaMHUH, THOCIMAaMUH, 0O0Jaaarome
XOJIMHOJIMTUYECKUMHU U CIAa3MOJIMTUYECKUMHM CBOMCTBAMHU, MCIOJB3YIOTCS B HEBPOJIOTHUH,
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XAPYPrUH M TIPH JICYCHUH TJa3HbIX 3aboneBanuii [1]. YrinybneHnHble (hapMaKoJIOrHUECKHE

HUCCIICAOBaHUA psAAa TPOIIAHOBLIX AJIKAJIOWAOB II0KA3aJ10, YTO WM IPUCYIIC ABHO
BBIPA’KCHHOC M-XOJIMHOJIOTHYCCKOC I[eﬁCTBI/IC. HCKOTOpLIe YCTBCPTUYHLBIC IIPONU3BOIHELIC

OMMOJIEKYJISIPHBIX TPOIAHOBBIX AJIKAIOUIOB 0O- U [3-Oe/IaloHHUHOB 00J1afaiyd BBICOKON
MHUOPETAKCAHTHON aKTUBHOCTBIO [2].

C uenpio BBISBICHUS 3aBUCUMOCTH (PU3UOJIOTMYECKON aKTUBHOCTH BEHIECTB OT
CTPYKTYPBI MBI IIPOU3BEIN HEKOTOPBIE CHHTE3BI HA OCHOBE CKomoyiamMuHa (1) o aHamoruu ¢
CHHTE3aMHU Ha OCHOBE rHociraMuHa [3].

Ha nepBoii ctaguu ObUT Mpou3BeAEH MUPOJU3 cKomoiamuHa (1) u moiiydeHa cMech
JUMEpPHBIX COCAMHEHUH — o- Hu [-CKOMOAOHHWHOB. Pasnmenenwem mocienHei Ha
xpomaTtorpauueckoil KOJIOHKE ¢ OKHChIO aTIOMUHUS BBIACJICHBI B UHAUBUIYAIHLHOM BUJIEC
JTUMEpPBI — - U [3-CKOMOJAOHHUHBI: U3 3TUJIAIETATHBIX JJII0ATOB MOJYYEH 0-CKOMOJOHHHUH C
T. 1. 178-180°C, u3 x10pogopMHBIX — B-CKOMOJOHHUH ¢ T. 1. 188-191°C.
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Cxema 1. CunTe3 NpOU3BOAHBIX O- U 3-CKOIOJOHHUHOB
N3 paBHOBecHOW cMecu O- M [3-CKOMOJOHHUHOB CHUHTE3UPOBAIU JIUTAJIOWIAIKUI-
NPOM3BOAHBIC: AuioaMeTHnatel (2-4), muiiompTunatel (6, 8), muiiomnpornunarer (9),
muionm3onponwinarel  (10), mumitonOytunatel  (11). HexoTopsie CcHHTE3MpOBaHHBIE
COEMHEHUS TOJIBEpraju TaJouJ000MEHY CO CBEXKEOCAKIEHHBIM XJIOPUJIOM cepedpa U
TOJTYYCHBI COOTBETCTBYIOIIHME AUXJIOP-TIPOU3BOIHBIC (5, 7).
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Pe3yapTaThl  CPAaBHHTENBHOTO  HMCCIICAOBAHHMS  MHOPEIAKCAHTHOW  AKTHBHOCTH

IMOJIYYCHHBIX COCI[I/IHGHI/Iﬁ C TaKOBbIMU BCIICCTB, CHHTC3MPOBAHHBIX Ha OCHOBC OIITUYCCKHU
AKTUBHOT'O IMIPUPOAHOIO0 COCAMHCHHSA — THOCHHWHA, IIOKAa3ajldnu HMX HACHTUYHOCTD. B »sToi

CepHH BEIICCTB HaWOOJIee AaKTUBHBIM OKa3aJiCs JUXJIOPITWIAT [B-ckomojoHHuHA (7),
NOKa3aBIIM MOMHMO MHOPEIAKCAHTHOW aKTHBHOCTH HEKOTOPOE aHTUTMCTAMUHHOE
JIeHICTBHE.

JKCNePpUMEHTAJBLHAS YACTh

IMupoau3 ckonosamuua. 2,00 T ckomojamMuHa-ocHOBaHHUS B (apdopoBoii yarike
HarpeBasin npu Temreparype 150 °C Ha MacnsiHOM OaHe B TeueHHe 4-X YacoB IMpHU
MOCTOSIHHOM IE€PEMEIINBAHNN CTEKJIIHHOM NAJOYKOM J0 MCYE3HOBEHHS CIIEJOB UCXOIHOTO
ankanouga. Kontpoias mo TCX B cucreme xsnopodopm-meranon, 9:1. Ilo oxonyanuu
nupoim3a octatok pactBopsuid B 50 M 5%-noro pactBopa HCI, kucnsiii p-p mpoMbiBaiu
pPaBHBIM OOBEMOM SKCTPAKIIMOHHOTO OEH3WHA M, MOAIIEIOYMB KOHII. paCTBOPOM aMMHAKa
nmo pH cpenst 11-12, ankamounbl wu3Biekanu xijopodopmom. I[locnennuit cymumm
0€3BOAHBIM IOTAUIOM, (PHIBTPOBAJIM M CryIIAJM HarpeBaHUEM Ha BOASHOW OaHe MoA
BaKyyMoM 10 cyxoro octatka (1,65 r). [lonydeHHyl0 cyMMy ajkajlouJI0B CKOTOJJOHHUHOB
XxpoMaTorpaduyecku pa3Jeisuii Ha KOJOHKE C OKCHUJIOM AJIFOMHUHUS, DIIIOUPYS OCHOBAHMUS
nocieaoBaTenbHo xjopodopmom (1-a dpakius), cmecbio xjaopodopMa U MmetaHona (2-s
dbpakuus). U3 1-o#t ppakiuu nosydusu o-cKornogoHHuH ¢ T. mwi. 178-180°C (0,60 mr), u3 2-
i ¢ppakuuu — B-ckonogoHHUH ¢ T. L. 188-191°C (0,72 mr).

Ioayuyenune nmpousBoanbix. K 10 mr a-ckonogonHuHa B 10 mut arieToHa npuOaBisiiin
0,3 M oguctoro Metuina (a), k apyroit nmopuuu — 0,3 mu xsopucroro stuia (0). Cmech
YMEPEHHO HarpeBajid Ha BOJsAHOM OaHe 1 vac, HaOMOAaNM BBINIAJEHUE OCalKa MPOAYKTa
peakiuu (M3 a) — JUHOAMETWIIATa O-CKOMOJOHHHMHA, (M3 ©0) — JAUXJIOPITHIATA (-
CKOITO/IOHHUHA.

AnanornyHo mnpoBenu peakuuu 10 mr P-ckonmogoHHuHa B aneroHe ¢ 0,3 wi
HOJIMCTOrO0 METHJIA, XJIOPUCTOTO ATUJIA, @ TAKXKE CMECH O- U [3-CKOITOJOHHUHOB C HOJIUCTBHIM
MPOITUIIOM, HOJUCTHIM U30TPOTTHIIOM U HOIUCTHIM OYTHIIOM.

[TonydeHHbIE IPOAYKTHI IPOBEAEHHBIX PEAKIIMI ITPUBEICHBI HA cXeMe 1.
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