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Boponedicckuil cocyoapcmeennvlil yHugepcumen

Pa3paboran u cuHTE3MpOBaH PsiJi HOBBIX XMHA30IMII-2-aMHUHOTETEPOLUKIMYECKIX CHCTEM
Ha OCHOBE PEaKIMU KOHJICHCAINN XUHA3O0IUI-2-TYaHHIUTHOB C Pa3IMYHBIMU OM(yHKIIMOHAIb-

HBIMHU COCIUHCHUSIMU.

[Iponmoikatoiieecs: ¥ B HacTosiiee Bpemsi OypHoe
pa3BUTHE CHHTETUYECKOW OpraHu4e cKoi XuMuu o0yc-
JIOBJIEHO, B OCHOBHOM, HEOOXOJIMMOCTBIO TIOMCKA BCE
HOBBIX COSMHCHUHN C OpPUTUHATHLHON CTPYKTYPOH, 00-
JIAJIAIOIINX KOMIUJIEKCOM MPOTHO3UPYEMBIX CBOMCTB.
Oco00eHHO BeNlMKa MOTPEOHOCTH B TAKOTO POJia COSIH-
HEHUAX y (papMareBTUYECKOH MPOMBIIUICHHOCTH.
Ananu3 HayYHOW W MATEHTHOM JUTEPaTypHl 3a MOC-
nexuue 20 et moKa3bIBaeT, YTO MTOMCK HOBBIX CUHTE-
THYECKHUX JIEKAPCTBEHHBIX MpernapaTroB BeJEeTCs, B
OCHOBHOM, B TpeX HallpaBiIcHUIX: 1) MoauQuKanus
WJTM HapalllMBaHUE YKe CYIECTBYONINX ONOIOrHIec-
KM aKTHUBHBIX MAaTpPUIl; 2) MOJEKYJSIPHBIN AU3ailH
CTPYKTYP, BKIIFOUAIOIINX (PparMeHThI IPUPOIHBIX CO-
€IMHEeHNW; 3) MOJIEKYJISAPHBIN THU3aliH COBEPIIEHHO
HOBBIX KJIACCOB OPTaHUYE€CKUX COETMHEHUH, B OCHOB-
HOM TE€TEPOLMKINYECKOTO psifa.

Cpenu TeTepolUKINYEeCKUX COSAUHCHHH, (par-
MEHTapHO BCTPEYAIOIINXCS KaK B U3BECTHBIX JIeKap-
CTBEHHBIX IIperaparax, Tak U B IMPUPOJHBIX BeIlle-
CTBaX, HEMAJIOBAYKHYIO POJIb UTPAIOT a30TCOEpIKa-
1€ TETEPOINKINYECKNE CUCTEMbI: XUHOJIWUHBI, TTH-
PUANHBIL, TUPUMUIUHBI, XUHA30JIMHBI, UMHJ1a30JIb] U
np. [1-3]. B cBsi3u ¢ 5TUM HaMU OCYIIIECTBIICH MOJIC-
KYJISIDHBIM M3aliH a3areTepOLMKIOB HA OCHOBE XHU-
Ha30IUJI-2-TYaHUIUHOB |, comeprkanmx BbICOKOpe-
aKIIMOHHOCTIOCOOHYIO 1,1-OMHYKIICOPUIIBHYIO Tpe-
XaTOMHYIO0 aMHAMHOBYIO TpyHIupoBKy. Mcxons us
MPUHITUIIOB XUMUYECKOH KOMOWHATOPHUKH, U3 Tpe-
XaTOMHOTO ¢parMeHTa moadopoOM COOTBETCTBYIO-
UX OUKIA3YIOMINX areHTOB BO3MOYKEH CHHTE3 ue-
TBIpEX-, ISITH-, IECTHU-, CEMH- U 00JIee aTOMHBIX
uukiioB. Ham ynanoce ocylecTBUTh CUHTE3 Ha OC-
HOBE XMHA30JIWJI-2-TyaHUIMHOB TIATH-, IIECTH- U CE-
MHATOMHBIX a3areTepOLMKINYECKUX CUCTEM.
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Taxk, konaencarueii I ¢ O, B-HenpeneabHBIMH Kap-
OOHWJIBHBIMU COCAUHEHUSIMU OCYIIICCTBICH CHUHTE3
XUHA30JIUII-2-aMUHO-TUruAponupuMuantos 11-1V.
IIpu >TOM OKHMCH ME3UTHIIA U KOPUYHBINA aJIbJEIH/L
o0pa3yioT yctoitunBbie 1,4- AUTHUAPOTUPUMHUIAHO-
Bble cTpyKTyps! II u III, coorBeTCTBEHHO.

~ N N O  1MCo
| ——
meN*—/&)& A K

I 11

R = H, Me, MeO, EtO, nuMe

Bo Bcex cnmydasx KOHAEHCAIUS MPOTEKAET Yepe3
CTaauro IMPUCOCANHCHU S aMHILHHOBOﬁ T'pyHnIibl K HE-
MPEeeIbHON CBA3M peareHTa Mo peaknuu Muxadis
C MOCJICAYIOIIEH SHOIU3aIeH 00pa3yOIIErocs mpo-
MEXXYTOYHOTO MPOTYKTA, KOTOPHIi Tajee 3aMbIKAeT-
csl B JUTHAPOTUPUMHUIUHOBBIN IIUKI C BHIOPOCOM
MOJICKYJIbI BOJBI.
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AHOMaJbHO, ¢ 00pa30BaHUEM HEYCTONUYHUBOTO 4-(e-
HUJ-6-MeTWI- | ,4- TUTHAPOTTUPUMUIUHOBOTO ITHKIIa [V
npoTtekaeT KoHaeHncarus | ¢ 6enzanparieronom. Jurumi-
porMpuMuInHbL [V OKHCIISIIOTCS YK€ B PEAKLIMOHHOM
cpelie TUMETHIICYTb(OKCHIOM M KUCIIOPOIOM BO3/1yXa
B [TOJTHOCTBIO apoMaTuieckue 4-QpeHnn-6-MeTHII-TTUpH-
nuHbl V. [locnennue nomy4yeHsl HAMU BCTPEYHBIM CHH-
TE30M IIPH KOHAEHCAINH | ¢ IpyTrUM UKIIU3YIOITIM pe-
areHTOM M3 KJiacca [3-TUKETOHOB - OCH30MIIAIIETOHOM.
IIpu >TOM peaxiys, O4eBUIHO, HAYMHAETCS C aTaku
EHOJIbHOM (HOPMBI OCH30MIIAIIETOHA [T0 UIMHHOTPYIIIE
ryaHuJIMHOBOTO QparmenTa I ¢ mocnemyromeit nukim-
3a1uei ¢ OTIIeTVIEHMEM MOJIEKYJIbI BOZBI.
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AHaJIOrUYHO, C 00Pa30BaHUEM IIOJTHOCTBIO apOMAaTH-
YECKUX NUPUMUAUHOBBIX CTpyKTyp VI u VII uaer nuk-
nu3anys | ¢ aneTunaneToHoM U ero 2-alKIIIPON3BO/I-
HBIMH.
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Eile onHUMM UKIM3YIOIMM peareHToM i I, mpu-
BOJISIIIIM K 00Pa30BaHUIO IIECTUATOMHBIX ITUKJIOB, 5IB-
JISIETCS AlleTOYKCYCHBIH 3(up U ero nponu3BoaHkle. [1pn
3TOM 00pa3yroTcst Mpou3BoaHbIe upumuanna VII-X,
CYIIECTBYIOIINE B HECKOJIBKUX TayTOMEPHBIX opMax,
MPEBATUPYIONMICH U3 KOTOPBIX SIBISETCS 4-TTUPUMUIO-
HOBas.
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OpurrHanbHble 4-MTUPUMHIOHOBBIE IPON3BOIHBIE
XI, XII, cogepxaluue apujIMEpPKanTOMETUIIBHBIE 3a-
MECTHUTEIIH, YIAETC CHUHTE3UPOBATH MPH HUCIIOIb30-
BAaHMM B KAUECTBE LIMKIIM3YIOLIUX PEAreHTOB MPOIYyK-
TOB AJIKMJIMPOBAHUSI THO(PEHOIOB XJIOPALETOYKCYC-
HBIM 3QHUpOM.
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[Ipu ncnonp30BaHUY B Ka4€CTBE MUKIU3YIOIIETO Pe-
areHTa MajOHOBOTO 3(Upa U ero 2-ajJKuI3aMeIeHHbIX
TaKKe 00pa3yoTCst MUPUMUIMHOBBIC IIPOU3BOIHBIC, CY-
IISCTBYIOIINE U3 BO3MOXKHBIX TayTOMEPHBIX (OpM, B
OCHOBHOM, B BUfIe 4,6-muruapokcunupuMuanaoB I11.
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Heonno3nayno npotekaet nukinu3anys | ¢ agupamu
O, B-HempenenbHbIX KUCIOT. Tak, ¢ 3hUpoM KOpUIHON
KHMCJIOTHI XUHA30JIMII-2-TYaHUJINHBI Yepe3 CTaInIO0 MpH-
CcoeMHEHUS 110 MUXasiio U MOCIeNy0IEee BHYTPUMO-

JeKyJSIPHOE allWINPOBaHKUE 00pa3yloT IIECTHWICHHbIE
TETparuAponupuMuIoHsl XIV.
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B 10 ke BpeMsi ¢ METHUJIOBBIM 3()UPOM allCTHIICH TH-
KapOOHOBOUM KHCJIOTHI XMHA30JUI-2-TyaHUAUHBI |, 110
HaIIM JaHHBIM, 00pa3yIoT U3 IByX BO3ZMOXKHBIX aJIbTep-
HaTUBHBIX IPOAYKTOB IIUKIU3AINN UCKITIOYUTEIHHO TIs-
TUYJICHHBIA UMHIa30JI0HOBBIA IIUKII XV.
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Konpencarus xuHa30mui-2-ryaHiInHOB C aHTPaHU-
JIOBOM KMCJIOTOM MPOTEKAET TOJIILKO B AKECTKUX YCIOBHU-
SIX U BKJIIOUAET B ce0sl MEPBOHOYATHHOE AIMIINPOBAHUE
110 UMUHOTPYIINE TYaHUIMHOBOTO ()parMeHTa C mocie-
JIyIOIIed HYKJICO(PUIbHONW aTakoW M0 aMHHOIPYIIIE W
OTIIEIICHUEM MOJICKYJIBI aMMHaKa. B pe3ynbrare Takoi
JIByXCTaIUAHOM ITUKIN3AIIUN 00pa3y0TCsl XMHA30IMI-2-
aMUHOXHWHA30JIMHBI, CYIIECTBYIOIINE BOIIPEKH JIUTEPa-
TYpHBIM JTaHHBIM BCE-TaKH B BHUIE 4-THIPOKCUXUHA30-
muaoB XVII. Tlocneanre HaMu MOTyYeHbI TaK)Ke BCTPeU-
HBIM CHHTE30M ITyTEM JIETKO U TJIAJIKO MPOTEKAIOIICH
KOHJICHCAIINHN XUHA3OIWI-2-TYaHUAWHOB | ¢ M3aTOBBIM
aHruApUIOM. B 3TOM ciiyuae Ha nepBOM CTaguu INPOUC-
XONIUT aIlMJIMPOBAHUE C PACKPBITHEM aHTHIPUIHOTO ITHK-
Ja W OTHICTUICHUEM OKHUCH yriepona. OKoHYaTenbHas
CTaaus MUKIN3AIUN, OYEBUIHO, TIOBTOPSET TpeBpallie-
nue coequaenus XVII B XVIII.
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JIWIT-2-TYaHUIMHOB C ali(paTnuecKuMu aMUHOKHCIIOTa-
Mu. OHAKO, B PE3yIbTaTe aTaKU JIBYXaTOMHBIM ITHKJTH-
3YIOIIUM PEarcHTOM B 3TOM Cliydae 00pa3yroTCsl IsTH-
YJIEHHBIE UMHAA30JI0HBI-4 ¢ aKTUBHON METHJIEHOBOM
rpynnupoBkoit XIX, cyuiecTByrommye B TayTOMEPHOM
PaBHOBECHH C COOTBETCTBYIOIIUMH 4-THIPOKCH-UMUIA-
30J1aMH.
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Taxoke, c 00pazoBaHHEM MATUYIIEHHOTO HMH/Ia30J10-
HOBOTO IMKJIA, UIET IUKIU3AIN XUHA30IWI-2-TyaHH-
JIMHOB C MAJICMHOBBIM aHTUJIPUJIOM. Peakius , BKiroya-
IOII[asl TIOCTIEIOBATENBHO MIPOTEKAIOIIUE CTaIUU TIPHUCO-
€MHEHMSI 110 MUXa3I110, paCKPhITHE AHTUAPUIHOTO LIHK-
J1a ¥ 3aBepIIarolee alJInpOBaHKe, U3 IByX BO3MOKHBIX
BapHAHTOB 3aMbIKaHMsI IIUKJIA IPOTEKAET C 00pa30BaHu-
eM 0oJiee MPeaoYTHTEIBHBIX UMHIa30J10HOB XX, Co-
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JieprKaIux cBOOOIHY0 KapOOKCHMETHUIICHOBYO TPYIIILY.
Heruapuposannsie audenmmumugazonst XX obpazy-
I0TCs IPH [IMKJTM3AIHH B JKECTKHX YCIOBUSIX KUIISTUCHHU-
eM B JTUMETHI(POpPMaMHUJIC XUHA30IMI-2-I'YaHUIUHOB C
OEH30MHOM.
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Cemuunennslie 6eH3auruaponrazenuHoHsl XX yoa-
JIOCh CHHTE3MPOBATH U3 XHHA3OIWI-2-TYaHUIUHOB IPH
HCITOJTb30BAaHNUH B KAUECTBE ITUKITN3YIOIIETO pearcHTa 2-
aleTUI-0eH30MHOM KHCIIOTHI C MCIIOIL30BaHUEM B Kaue-
CTBE KOHJICHCUPYIOIIETO areHTa [UKJIOTEKCHIIKapOOIu-
umuaa (JAUIK).
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Takum 00pa3oM, MOJICKYJISIPHBIN JTM3aiiH HA OCHOBE
XUHA30JIMJI-2-TyaHUINHOB TO3BOJISIET CUHTE3UPOBAThH
LEJIBIN PsIJT OPUTMHAJIBHBIX IISITH-, ILIECTH- U CEMUYJIECH-
HBIX a3areTepPOLUKINYECKUX CUCTEM C IIOTEHIUAIbHOU
OHMOIOTNYEeCKO aKTUBHOCTBIO. BONBIIMHCTBO 13 cUHTe-
3UPOBAHHBIX COCAMHEHHI MTPOILIHA TEPBUYHBII OHOIO-
TUYECKUNA CKPUHUHI U CPEAM HUX HAWJICHbI BEIECTBA,
oOmanarorme (QPyHCUIMIHOW, TepOULIUIHON, aHTUMUK-
POOHOI, aHTUMATAPUIHOM, TNYPETHIECKOH U JIP. aKTUB-
HOCTBIO.
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