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Beenenue

AKTYaJIbHOCTH padoTHhI. IIpousBoaHbIe aMHUHOIIMPA30JI0B 51
aMUHOIMPA30JIMHOB 00T AI0T PA3IUYHBIMH BHIaMU OMOJIOTHYECKON aKTUBHOCTH:
AHTUMUKPOOHOM, MIPOTUBOBOCITAJINTEIIBHOM, MHOPETAKCAHTHOM,
IIPOTUBOOITYX0JIEBOM, IIPOTUBOBUPYCHOMU, HEUPOJIENTUIECKOU 51 ap.
Hcnonp3oBaHue, B XOJE€ CHUHTE3a, Pa3IUYHBIX METHJICHOBBIX, KapOOHHMIBHBIX
KOMITIOHCHT W THUAPa3uaA0B C (apMako(hOpPHBIMU TPYIIIAMH B CBOEM COCTaBe
MO3BOJIICT MOAU(PUIIMPOBATH CTPYKTYpY TMHpazojda W MNpUAaTh JaHHBIM
TeTePOLUKINIECKIM CHCTEMaM JOMOTHUTENbHYIO0 OMOTOTHUECKYIO0 aKTHBHOCTb.

Leab padoThbl: MCCIEIOBaHHE CUHTETUYCCKUX BO3MOXKHOCTEH B 00JIacTé
MOJIYYCHHUS] aMHHOIIMPA30JI0B U aMUHOIIUPA30JIMHOB MyTEM TPEXKOMIIOHCHTHBIX U
NOCTAIUHHBIX TPEBPAIICHUA Pa3IUYHBIX METHJICHAKTHBHBIX coenuHeHui, N-N-
OuHYKJIe0(hUI0B U KapOOHUIBHBIX KOMIIOHECHT

[Tpu 5TOM OBUTM YCTAHOBIIEHBI CIIEAYIONINE 3a/1a4H:

1. YcraHoBineHue CTaguWHOCTH M TMOOOYHBIX TPOJAYKTOB KOHJICHCAIIMH
KapOOHUJIBHBIX COEIMHEHUH C pa3sHbIMM METHUJIICHOBBIMU KOMIIOHEHTaAMHU H
3aMeIIEHHBIMU THIPA3UHAMHU

2. YcTaHOBJIEHHE CTPYKTYPBI M COCTaBa MOJTYUYEHHBIX COCAMHEHUI

3. OrieHka OMOJIOTMYECKON aKTUBHOCTH MOTYYEHHBIX COSTUHEHUH MPU MTOMOIIN
pecypca PASS

Hayunas HoBu3Ha. [loiydeHbl HOBbIE TPOU3BOIHBIE MMUPA30Ja, COIEPIKAIINIEC

B CBOEM cocTaBe pasznuyHbie (hapmakodopHbie (pparments. [lonmyunTh naHHBIE
COCIMHECHUA YAAJIOCh MYyTEM MHOTOKOMIIOHEHTHBIX pEaKIWid B YCIOBHUAX
VIIBTPA3BYKOBOTO M MUKPOBOJIHOBOTO BO3/ICHCTBHUS.

BriieneHpl 1 M3y4eHbl CIeNYIONUe COSTMHCHHUS:
3-amuHO-1,2-1razacnupo[4,4 |HoH-3-¢H-4-kapOOHUTpUI, 3-aMUHO-2-(2,4-
nuHuTpodennn)-1,2-nuazacnupo[4.4 JHoH-3-eH-4-KapOOHUTPHT,
5-amuHO-1-n30HUKOTHHOMI-3-(2-HUTpOoPeHmT)- L H-Tupazon-4-kapOokcamu,
5-amuHO-1-n30HMKOTHHOMI-3-(3,4,5-TpuMeTokcudenm )-1H-upazon-4-

kapOokcamun, 5-amuHo-1-(2-HuTpOoOeH30M)-3-(3,4,5-TpMeTokcudermn)-1H-



nupasoi-4-kapookcaMu/i

IIpakTuyeckass 3HAYUMOCTb. [IpeasioxKeHbl MPOCThIE METOJMKUA CHUHTE3a
HOBBIX KOHJICHCHPOBAaHHBIX T'€TEPOLMKINYECKUX CUCTEM, COAEpP)KALUIUX B CBOEM
COCTaBe MUPA30JbHBIE U MUPA30JMHOBBIE (DpAarMEHThl, B TOM YHUCJIE HMEIOIINE
criupocousieHeHue. J[aHHBIA psijl BEIIECTB MOMOJHWI OUONIMOTEKY OMOIOTHYECKH
AKTUBHBIX TETEPOIMKINYECKUX COCTUHEHUN W SIBISETCS NEPCHEKTUBHBIM JIJIs
JanbHEHIero u3yyeHus: 00J1acTu TPUMEHEHUSI.

Anpodauus padorbl. OCHOBHBIE PE3yJIbTaThl pa0OTHI MPEJCTABISUINCH Ha
cinenyromux koHdepeHuusx: [Ipobrembl ontuueckoit ¢usuku U OMO(POTOHUKHU.
Matepuansl MexayHapoaHoro cummnosuyma Saratov Fall Meeting — 2024, —
CaparoB, Bcepoccuiickoit mononexxHoi koHpepenuu, Yda, 21-22 Hos6ps 2024

rona. — Yda: YbumMckuii yHUBEpCUTET HAYKU U TeXHOJIOTUH, 2024,



OcHoBHOe cofepxxaHue padoThI
CuHTe3 CHUPONNPA30JIUHOBBIX CUCTEM MMYTEM TPEXKOMIIOHEHTHBIX
npeBpameHN i MUKJI0AJIKAHOHOB, MAJIOHOHUTPWIA U 3aMelIEHHbIX
TH/IPA3UHOB.

Hamu ObutM  M3ydeHBI CHHTETUYECKHME BO3MOXXHOCTH  MPENEIbHBIX
ATUIUKIIMYECKUX ~ KETOHOB B KadecTBe  CyOcTpata  aJid  TOJy4YeHUs
aMUHOIIUPA30JIMHOBBIX COEJAMHEHUN. BapbupoBaHHEe KOJIMYECTBA YIIEPOJIHBIX
aToMoB B 1ukie (5,6,7) U UCIONB30BaHUE 3aMEIIEHHBIX THAPA3UHOB C Pa3HBIMU
dbparMeHTaMH TO3BOJIMJIO TIOJIYYUTh HOBBIC CIHMPOCOCAWHEHHUS C Pa3IMUHBIMU
BbIXOJlaMH M cBoicTBaMu. [lepBOHAYaNbHO MBI WCIOJIL30BAIA IHUKJIOINECHTAHOH,
MaJIOHOHUTPWJI U THAPAZUHTHAPAT B SKBUMOJSPHBIX KoiudecTBax (0,002 Moib).
Peakius nmpoxojuia B BOJHOM cpejie, TP MUKPOBOJIHOBOM BO3/ICHCTBUU B TEUCHUE
3 MMHYT TIpM KOMHaTHOW Temmeparype. [lomyuenubii  3-amuHo-1,2-
nuazacnupo[4,4]HoH-3-eH-4-KapOOHUTPUII MOXKET TMEPEXOIUTh B M30MEPHBIN 3-

aMuHoO-1,2-nuazacnupo[4,4|HoH-2-eH-4-KapOOHUTPHII
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Jauuplii  MexaHu3sM  Obul  JOKa3aH  JKCIEPUMEHTAIbHO,  NYTEM

JIBYXCTaJAMHOTO CHUHTE3A. N3navaasHO IIPOBOIUIN KOHJEHCAIUI0

UUKJIONEHTAHOHA W MAQJIOHOHUTPUIA B TMPUCYTCTBUM KAaTAIM3aTOpa, MPH
HarpeBanuu A0 60°C B NpUCYTCTBUU OCHOBHOT'O KAaTaJIM3aTOpa — TPUAITUIAMUHA, B
BOJIHOM cpee. OOpa30oBbIBATIOCH COSAMHEHNUE 2-IIUKIONCHTUINACHMATIOHOHUTPUIL,
KOTOpO€ jJajee ObUIO BBEJACHO B PEAKIMIO C THIPA3MHOM, TaKKE€ B MPUCYTCTBUU
TPpUATUIIAMUHA B BOJHOM cpene, cuHTe3 npu HarpeBaHuu B 40 rpaaycoB Ha
npOoTSHKEHUU 4 4acoB. [l mMOATBEp KIEHUsI cOocTaBa ObLIM MPUMEHEHBI TaKue
(bU3UKO-XMMUYECKHE METOJbl MCCIEAOBAaHUS Kak: dJeMeHTHbIM ananu3, UK-
criekrpockonus, JAMP-criekrpockomnusi.

CocTaB NpoyKTa peakiiuy mpeACcTaBisieT co00i cMech 1eJIEBOro MPOyKTa,
€ro Uu30Mepa U UHTEPMEIUATOB, YTO NoATBepxkaAacTcs nanubiMu UK u AMP-
CIIEKTPOCKOTIHH.

OcHOBHBIMH BaJIeHTHbIMHU KoJiebaHusiMu B MK crextpe sIBISIOTCS MOJIOCHI
cBsa3eld amuHorpynn 3467,2; 3423.8; 3355.32, 3330.24, 3255.02 (NH), muaHo-

2233.66, 2197.02 U METUJICHOBBIX 2931.93;2940.61(CH?2)

rpynmn

B anmammze wmerogoM SAMP-CEKTpOCKONIMM  KIIFOUEBBIMH  SBJISFOTCS

CJICIYIOIE CUTHAJIBI:

Ta6muna 1. Cnexrpansabie ganHbie IMP *H n *C nonydyennsix coenunennii

SIMP H SIMP B°C
Ne NH NH:2 CH Cs Cs Cs
la 6,69;7,76 5,85 - 144,01 110,62 66,27
1b 4,94 5,87 4,71 142,66 49,77 62,63

B nanHOM ombITe y HAaC MOTYyYMIOCh CKOMOMHUPOBATH OJHU M3 OCHOBHBIX
3a71a4 COBPEMEHHON OPraHUYECKOW XUMHUH: MPOBECTH CHUHTE3 B MATKHUX YCJIOBUSAX,
WCKJIIOUYNTh CTaJWH BBIICICHUSA IPOMEXYTOUHOTO MPOAYKTA M €ro OUYMCTKY,
MpUOErHyB K METOAY OJTHOPEAKTOPHOI'0 CUHTE3a, CJIETaTh 1Iar B CTOPOHY 3eNEHON
XUMUH, HUCKIIOYUB U3 CBOE€M  paloThI

HCIIOJIBb30BaHHUC OpPraHn4CCKux

PacTBOPUTENEH.



BapbupoBanue pasznuuHbIX HYKICOPUIBHBIX U KapOOHUJIBHBIX areHTOB
MO3BOJISIET BBOJIUTH HOBBIE PEAKIMOHHBIE WJIM OMOJIOTUYECKU AKTUBHBIC IIEHTPHI.
Jlns cienyromie peakiuu Mbl 3aMEHWIH [IUKJIOTICHTAHOH Ha IUKJIOTEKCaHOH, a B
kauectBe N-N-Ounykneoduna B3smu 2,4-nuHutpodenuwnruapasud. Hanuuue
HUTPOTPYIIl B apOMaTUYECKOM KOJIbIIE JAHHOIO MPOU3BOJHOIO THApa3UHA
MO3BOJISICT MPEIONI0XKUTh, YTO IAHHOE COCIMHEHHE MOXKET IMOJYyUYUTh HEKOTOPHIE
OMOJIOTMYECKH aKTUBHBIE CBOMCTBA HUTPOAPOMATUUYECKUX COCIMHEHUMN, HATIPUMED
TaKMe KaK MPOTHUBOOIYXOJIEBYIO, AHTHOMOTUYECKYIO, AaHTUTUIIEPTCH3UBHYIO-
AHTUTUTIEPTEH3UBHBIE, MPOTHUBOIIApa3UTAPHbIE HEKOTOPhIE Apyrue cBoicTBa [35].
Taxke maHHBIM 3aMeCTUTENb JIETKO MpeolpasyeTcs B JIPYyrod, HeManaoBa>KHbBIN

OMOJOTUYECKU aKTUBHBIN (PparMeHT — aMUHOTPYIIITY, MyTEM €€ BOCCTAaHOBJICHHUS.

O,N

H
N

NH,

NO;

CN NH;, 25 °C, ultrasound, 8h
toCHhmT  + oN NH -
CN AcOH, PEG400

O

Jist  pgaHHOrO CHUHTE3a Mbl TaKKe B3sJIM BBHIOpaHHBIE BeEIIECTBA B
SKBUMOJIApHBIX KojindecTBax (0,003 moiib), BBUAY TPYJAHOW pacTBOpUMOCTH 2,4-
TUHATPOGEHUNTHAPA3NHA B OOBIYHBIX PACTBOPUTEIISIX HAMU Oblla BIOpaHa cMeCh
MOJIMATUIJICHTIUKOJIS (cpenHss MoJisspHas Macca 400 1/MoJ1b) M JIETHON YKCYCHOM
KHUCJIOThl. BBHUIY NPUCYTCTBUSI B PEAKLHMOHHOW CpeAe KUCIOThI HCIOIb30BAHUE
OCHOBHOTO KaTajau3aTopa IMoyydaeTcsl HerenecooOpa3HbiM. CHHTE3 JIUJCS Ha
MPOTSHKEHUHM & YacoB, B KA4eCTBE AKTHUBATOpa pEaKUUU Mbl HCIOJIb30BAIU
yIbTpa3BykoBoe Bo3aelcTBue. llomyduennesie Bbixoabl (69 u 54%) Huxke B
CpPaBHEHHHM C OCHOBHO-KaTaJU3UPYEMbIM BapHaHTOM. TakkKe MOMUMO CHUKEHHUS
o0Iero BbIXOAa MPOAYKTA YBEIMYHUBACTCS 0Opa3oBaHHE MOOOYHOTO MPOIYKTa —

ocaoBanus [1Iudda, BBUAY OOIBIIOr0 BpeMEHU MPOTEKAHUS PEAKITHH.



Hcnonap30BaHue TOCTAAMMHOTO METOJa TMPHUBEIO TOJBKO K CHHKCHHIO
obmiero BbIXOAa MpojaykTa peaknuu. COCTaB TMOJIYYCHHBIX BEIIESCTB ObLI
NOATBEPKJAEH MPU TMOMOIIM 3JIEMEHTHOTro aHanu3a, merogoB AMP u HUK-
CIEKTPOCKOTIHH.

OCHOBHBIMH BaJICHTHBIMH KojieOaHusaMu B K criekTpe sSBISIOTCS CHTHAIIBI
kosiebanuit amuuorpymnn 3439,23; 3340,85; 3329,28 (N-H); npotoHos
6en3onpHOro konsla 3047,66 (Ar-H); sp? yrnepona 2872,13 (Csps-H);
rmanorpymmsl 2193,76 (CN);

OcHoBHBIMU cUTHaIaMU B SIMP- CHEKTpOCKONUU TOCTYXKUJIU CIEAYIOIINE
1
curHanel: AMP H, 8, ppm., (acetone-d6): 1.40-2.54 (8H, m, C6-C9), 4.86 (2H, s,

NH2), 7.91 (1H, d, H11), 8.28 (1H, d, H12), 8.94 (1H, s, H14), 9.85 (1H, NH). 13C
1.71 (C6), 1.88 (C9), 1.99 (C8), 2.04 (C7), 51.03 (C6), 84.96 (C4), 116.11 (CN),
134.09 (C10), 150.60 (C3). B nBymepnom crnektpe HSQC mnpucyrctByror
crefyromue Komepsuun: 9, (acetone-d ): 7.91/115.53 (HI1/CI1), 8.28/129.49

(H12/C12), 8.94/123.28 (H14/C14). B cnexkrpe HMBC: 2.00/51.03(H8-
H8°/C6),2.25/134.09 (H6-H6°/C10), 4.86/150.60 (NH2/C3).

[MosyyeHue Nnpou3BOAHBIX AMHMHOMKMPA30/1a MYTEM B3aMMOJEHCTBUSA

apoMaTH4YeCKHUX aJbJeru10B U TMAPa3uI0B ¢ HMAHOALETAMUAOM

[locme  mosmyueHuss  psza  OPOU3BOAHBIX  AMUHONMPA30JMHA MBI
AKI[EHTUPOBAJIM CBOE€ BHHMAaHWE HAa apPOMATHUYECKUX MPOU3BOJHBIX JIAHHOTO
reTepourkia. Panee yxxe ObUIO JOKa3aHO, YTO MPOU3BOJIHBIE N-AaMUHOMUPA30JIMHA
(n=3,4,5) 06s1agaroT MIUPOKUM CIICKTPOM OHMOJIOTHIECKOW aKTUBHOCTH [16-32]. MBI
pelmiIn eé CUiIbHee PACIIMPUTH OMOJOTMYECKUN aKTHUBHBIM MOTEHIMAN Hallen
MOJIEKYJbl, BBUAY YEro ObLI BBEAEH MUPUIUHOBBIN ()parMeHT, KOTOPBIN SIBISETCS

OIHUM U3 cuipHemux QapmakodopoB. Hampumep, mnpemapatsl Ha OCHOBE
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IUpa3u/ia M30HUKOTHHOBBIA KUCIIOTHI 00JIaal0T BHICOKON aKTHUBHOCTHIO MPOTHUB
MUKOOaKTepuil TyOepKyEsa, MoAaBisisi CHHTE3 MUKOHEBOM KHCIOTHI U TEM CaMbIM

paspymiasi uX KJIETKY.

0]
e 0
(‘\H H C—Cfo == C\// Et3N, ultrasound, 25 °C
, 2 ~. + | NH-NH, 3 ! »
} | NH; N__= DMSO, 5h
NO, CN

I[J'ISI CHHTE3a OB B3STHI 9KBUMOJIPHBIC KOJIMYCCTBA M30HUO3HUIA (2,18

MMOJIb), lLMaHoaleTaMuga | 2-HUTpoOeH3anpieruaa. Beugy  TpyaHou
pacTBOPUMOCTH albJerujla W TUapasuja B BOJAE U CHHUPTAX, B KayecTBE
pacTBopuTeis ObLT BIOpaH TUMETHICYIb(OKCH. PeareHThl BBOAMIM IMOATAITHO,
CIiepBa SKBUMOJISIPHBIE KOJIMYECTBA ajibJIETH/Ia W IIMAaHOALIETAMUJIa PACTBOPUIIN B
JIMCO B npucyTCTBUM OCHOBHOI'O KaTajau3aTopa — TPUAITHJIAMHHA, a Jajee, Npu
UHTEHCUBHOM nepeMennBaHun MIOCTEIIEHHO n00aBIIsIN pacTBop
m3oHukoTUHTHApasuga B JIMCO. Peakuuio m0OpoBOAWIM MpPU  HOMOIIH
yJIbTPAa3BYKOBOUM aKTHBAllMM B TEUYEHHE 5 4YacoB IMPU KOMHATHON TeMIlepaType
(25°C). Ilocne nobaBieHUsT BOJBI K MOJTYYEHHOMY PACTBOPY MBI CMOTJIU BBIJIEIUTH
KEITO-KOPUYHEBBIE KPUCTAJUIBIL.

[TyTe mpoTekaHusl TaHHOW PEaKIMK TaK)Ke MPEACTaBIsAET COO0H MEPBUYHYIO
KoHJeHcaruioo  KHeBeHarens ¢ mocnenyromied  HYyKIeOo(QHJIBHOM — aTakoi

W30HUKOTHHTHJIPA3na 10 OTydeHHOMY 2-IIaHo0-3-(2-HuTpodeHmI )aKpuiIaMuy:




B 1onoOHBIX YCHOBHSIX HENpEAeNbHOE MHPA30JIMHOBOE KOJBIO JIETKO
IIEPEXONUT B ApOMATUYECKOE TUPA30JIbHOE KOJIBLIO.

CtpoeHne 1 cocTaB MOJTYYEHHOrO BEIIECTBA ObUIO MOATBEPKIEHO METOJOM
SMP crniekTpockonuu:

KrouebiMu curnanamu B SIMP 'H crexTpockonuu SBISIOTCS ClEIyFOIIHE
curHaiel: (400 MHz, Acetic Acid-d4: 7.67 (t, J = 7.9 Hz, 1H, ArH), 7.79 (t, J = 7.6
Hz, 1H, ArH), 8.09 (d, J = 8.2 Hz, 1H), 8.19 (d, J = 5.3 Hz, 2H pyridine ring), 8.32
(d, J = 7.8 Hz, 1H, ArH), 8.60 (s, 2H, NH2), 8.91 (d, J = 5.6 Hz, 2H), 9.96 (s, 2H,
NH2 amid)

B nBymepnom cnektpe HSQC mnpucyTCTBYIOT ClEayIONUe KOPPEIISIUu:
7.67/131.29 (ArH/ArC); 7.79/133.69 (ArH/ArC); 8.09/124.96 (ArH/ArC);
8.19/123.39 (pyridine ring); 8.32/128.69 (ArH/ArC); 8.91/147.29 (pyridine ring)

B cnektpe HMBC npucyrcTBytor CIEeAYIOIINE KOPPEJISIUU: 8.19/86.84
(Hpyridine/C4-CONH2);  8.91/86.84  (Hpyridine/C4-CONH2); 8.91/142.89
(Hpyridine/C5-NH2)

B UK-cnekTpe HaOI101at0TCS MOJOCHI BAJICHTHBIX KOJICOAHHMM CIIETYIONTUX
rpynm: N-H (3435; 3387; 3202 cm?t), C=0 (1668 cmt), N-O (1522cmt), Ar-H (2889
cm?)

BapsupoBanue 3aMecTUTENEl B apOMaTHUYECKOM KOJIBIIE AalIbIETUIIOB M
TUIPA3HUIOB TO3BOJISIET BBOJIWUTH HOBBIE (apMakopOpHbIE TPYMMbL, a TaKXKe
pEeaKIMOHHbIE LEHTPhl. Tak, JUIsl CIEQYIONIEro CUHTe3a HaMu Obl1 BblOpaH 3,4,5-

TPUMETOKCUOECH3abICT U,

v

H;CO
3 DMSO, 4h H,N
OCH; o OCH;
OCH;

0
H,CO c o
; ~ .
\H H:,C— C’_f' : NH-NH, HN N, N
| NH; Ultrasound, 25 °C N
Fooow NO OCH;
2

MHorue mnpupoJHbIE COCIUHEHUS, O0Jiajaoniue Je4eOHbIMU CBOWCTBaMH,
COAEPKAT B CBOEM COCTABE METOKCWJIBbHBIE I'PyNmbl. METOKCH-TPYIIbI IIHPOKO

pacnpoCTpaHCHbl B IHIPHUPOAHBIX COCIMHCHUAX, YTO ACIACT HNX YaCTbIMHU
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KOMIIOHEHTaMU TPUPOJONOAO0HBIX JEeKapCcTB. Takke [aHHbIE TPYIIBl MOTYT
YCUJIMBATh B3aUMOJICUCTBUE JIMTaHAA C OUOJIOTMYECKOM MHUIIEHBbIO 3a CYET
ruapopOOHBIX B3aUMOJECUCTBUI M BOJAOPOJHBIX CBsI3€d, OCOOEHHO KOIJa OHH
PACIIONOKEHbl B MOJAXOMSIINX MO3UIMSAX apoMaTUdecKkoro kosbiia. [[obaBieHue
METOKCHU-TPYII MOXKET U3MEHSTh JIUNO(PUILHOCTh, KUCIOTHO-OCHOBHBIE CBOICTBA
U PpacTBOPUMOCTh COEIWHEHUM, YTO, B CBOIO Ouepedb, BIUSET Ha HUX
(dbapMakOKMHETUKY H  OUOJOCTYNMHOCTh. METOKCU-TPYINIBl  MOTYT  OBITh
METa0OJIMYECKN CTAOWIBHBIMU WJIM, HAO0OOPOT, CIYXUTh METa00JIMUYECKUMHU
"MSTKUMU MECTaMH'', B 3aBUCUMOCTH OT KOHTEKCTa MOJIEKYJIbI.

Peakiuio mpoBOAMIM B TOXOXHUX YCJIOBHUSX, JJIsI 3TOTO OBUIM B3SITHI
SKBUMOJISIpHBIE  KonmdectBa (1,1 mMmomnb) o-HUTpoOeH3rumapasuna, 3,4,5-
TPUMETOKCUOCH3aNbJIeTHa M I[MaHoalleTaMHua, PacTBOPUTENL ObUT BBIOpaH
JAMCO, BBUY TPYJITHOM paCTBOPUMOCTH O-HUTPOOCH3TUApa3na B Bojie. MeToauka
NOJIy4YEHUsI JAHHOIO BEIIECTBA AHAJOTMYHA TMPEAbIAYLIEH, aiupleruy Hu
nuaHoaneramMua coBMecTHO pactBopwir B JIMCO B mpuUCYTCTBUM OCHOBHOTO
Katajgu3zaropa — TpUATHIAMHMHA, a jajee Jo0aBiisjid TOPUUAMH, 3apaHee
IPUTOTOBIIEHHBIN pacTBOp o-HUTpoOeH3ruapasuaa B JIMCO. Peakiuro npoBoauiu
Opy MOMOIIM YJBTPAa3BYKOBOM akTHBauuM B TeueHne 4 yacoB. HMccinenoBaHus
MOJYYEHHOTO NPOAYKTa MNPOBOAMIUCH mpu mnomomu merogom UK u AMP-
CHEKTPOCKOIHH, a TAK¥KE 3JIEMEHTHOI'O aHaJIN3a

B SIMP !H cmexrpockonmu  5-ammHO-1-(2-HHTpoGensoun)-3-(3,4,5-

tpuMmeTokcudennn)- 1 H-nupazon-4-kapbokcamuaa KJIFOUE€BBIMU ABIISIIOTCS
CJIEAYIOIINE CUTHAJIBL:
o, m.a. (Acetic Acid-d4): 9,81 npoToHBI aMUIHON Tpymmbl; 7,73-7,75 — MPOTOHBI
3,4,5-TpuMeTOKCHOEH30JIBHOTO KOJIbIIAa KOIbIIa; 6,73 TPOTOHBI aMUHOTPYIIIBI; 7,91 -
8,19 — mpotonbl HUTpOOEH30MBHOTO KOMbIA, 3.99 — 3.85 IlpoToHBl MeTOKCH (-
OCH3) rpymm.

OcHoBHbIE TIOJIOCHI BaJeHTHbIX KosneOanuit B UK-cnektpe sBistores: N-H
(3209 cmt), C=0 (1651 cm?), N-O (1576¢m?), Ar-H (3063 cm?)

JIst cpaBHEHUs BIMSIHUSL 3aMEHBI 1 KOMIIOHEHTa Ha MPOTEKAaHUE PEaKIUU U
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OMOJOTMYECKYI0 aKTUBHOCTh HaMHU ObLI MPOBEAEH AHAJIOTMYHBIA CUHTE3, HO C
WCIIOJB30BAHUEM  M30HUKOTHHTHIpa3uaa. Beuay Manoll  pacTBOPUMOCTH
n3oHukotunruapasuaa B JIMCO, B kauecTBe pacTBOpHUTEN HAMH Oblia BbIOpaHa
JeNsHasl YKCYCHasl KUCJIOTA, PEAKIUIO0 NPOBOJWIN B AHAJIOTUYHBIX YCJIOBUAX, IO

yXKe 0TpaOOTaHHOHN paHee METOIHKE.

N /4 \ (8]
(8] 0 _
H,CO c# o c\/’ . Nex
\H H;C—C‘: 4 | = NH-NH, Ultrasound, 25 °C o H;N \ och
. » B
v NH; N ACOH, 5h
H;CO CN = HaN
" o OCH;
OCH, Sen,

[Tpu 5TOM 001IMIA BBIXOJT MPOYKTOB peakuuu (65%) 3HAUUTETbHO CHUZUIICS
10 CpaBHEHMIO ¢ mipeabiayiei peakuuei (80%). JlanHoe coennHeHne Takxe ObLIo
npoaHanu3upoBano 1pu nomomu wmeronoB AMP u  UK-cnekrpockonuw,
AJIEMEHTHOI'O aHAJIN3A.

B SIMP 'H criexTpockonuu KIIFOUEBBIMU SBIISIOTCS CHTHAJBL: O, M.JI. (Acetic
Acid-d4): 9,93 nporonsl amuaHoi rpymmbel; 8,17 u 8,16 — mporonsl 3,4,5-
TPUMETOKCUOEH30IbHOTO KOJIBbIIA KOJIbIA; 8,35 mpoToHbl aMmuHOTpynsl; 8,17-8,91
— IPOTOHBI TUPUAUHOBOTO KoJibla; 3,81-3,84 IIpoTonsl Metokcu (-OCHS3) rpymm.

OcHOBHBIE TOJIOCHI  BaJIeHTHBIX Koyiebanuit B HK-cmekTpockonuu
nocayxumu caeayronmue rpymmsl: 3570; 3424 (N-H) 1668 (C=0), 1581 (N-O),
3071; 2963; 2839 (Ar-H)
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Pe3yabTaThl BUPTYaJIbHOI0 CKPMHUHIA OMOJIOrHYEeCKO AKTUBHOCTH

MOJIYY€HHBIX BCIIIECTB

Bo3MoskHast Omonorudeckas aKTUBHOCTH CHUHTC3UPOBAHHBIX COGI[I/IHGHI/Ifl

OblIa HAMU MpecKa3aHa ¢ NoMoulbio nporpaMmbsl PASS. JlanHble, ONTy4YeHHbIE B

X0JI€ BUPTYaJIbHOTO CKPUHUHTIA MPECTaBIEHbI B TA0IUIE Neb.

Tabnuua 6. buonornyeckas akTHUBHOCTh MOJTYYEHHBIX COCIMHEHUN

dopmyia Pa
0,844
0,770

NH,
/ 0,750

=T

HN
CN 0,650

0,648
1 0,620
0,619

dopmyaa Pa
0,655
0,589
0,533
0,516

0,605

0,544

Pi
0,004
0,004
0,007
0,011
0,014
0,025
0,041

Pi
0,010
0,018
0,032
0,012

0,105

0,059

AKTHBHOCTH
AHTUTUTNIEPTEH3UBHOE CPEJICTBO
Jleuenue amnonenuun
Nuruburtop nrepuHae3aMruHa3bl
[TpotuBoBHpycHOe cpeacTro ([TukopHaBupyc)
[{uTompoTekTop
NHrubutop 3axBaTta HEMPOMEIUATOPOB
[IpoTHBOOMYX0JIEBOE CPEACTBO
AKTHBHOCTD
[IpoTHBOBUPYCHBIN (TUKOPHABUPYC)
VYceunurens skcnpeccun HMGCS2
Jleuenune amnonenuun
Nuru6urop CDK9/muknuaa T1

Nurubutop yOuXuHOI-IIUTOXPOM-C

peayKTa3bl

Jleuenue OCTPBIX HCBPOJIOTHICCKUX

pacCcTpoOrCTB
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®opmya Pa
0,787
N/ \ 0]
=/ \. 0,750
N~ N No;
0,538
H,N
(0]
0,541
3
0,536
dopmyJia Pa
0,787
NO,
{j\f 0,701
N.
HN—Q ,N oc,
H,N
o OCH;
ocH, 0,564
4
dopmyaa Pa
0,861
aw, 0,834
o™ 0,607
HN—( ,N och,
H,N
o OCH, 0,644
OCH;,
5 0,590
0,510

Pi
0,005
0,006
0,008
0,020
0,076

Pi

0,005

0,008

0,036

Pi
0,005
0,005
0,014

0,091

0,014
0,008

AKTHBHOCTH
[IpoTBOAIIIEpPrUYECKOE CPESICTBO
[IpoTBOACTMATHUYECKOE CPEACTBO

JleueHne paccesHHOTO CKJIEpOo3a
JleueHue ayTOMMMYHHBIX 3a00JIeBaHU
NHruburtop TaypuH-AeruaporeHasbl

AKTHUBHOCTH

HpOTI/IBoaJIJIepFI/I‘IGCKoe CpCACTBO

HpOTI/IBoaCTMaTI/I‘IGCKOC CpCACTBO

Nuruburop ractpuHa

AKTHBHOCTH
[IpoTrBoOamIEprudecKoe CpeacTBo
[IpoTrBOACTMAaTHYECKOE CPEICTBO

JledeHue paccessHHOTO CKIIepo3a

NHTHOUTOp IrIItOKOHAT-2-IeTHAPOT€HA3BI

(akuenrop)
JledeHue ayTOUMMYHHBIX 3a00JI€BaHUN

Nuruburtop arperanuu TpoMOOLIMTOB

[TonyuyeHHblE HAMU COEAUHEHUS C BBICOKOW J10JI€H BEPOSTHOCTU CIOCOOHBI

MPOSIBJISITh CaMyl0 pPa3Hyl aKTUBHOCTb. Haumbosiee WMHTEpECHBIMU CBOMCTBAMHU

SBJISIIOTCS: MPOTUBOAJUIEprUYEcKasi aKTUBHOCTH (coenuHeHus 4, 5), JieueHue

aymorrenuu (o6seicenns) (1, 2), npoTHBoacTMaTHYECKast aKTUBHOCTS (3, 4, 5).
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BoIBOABI

1. B xome TpEXKOMIOHEHTHBIX U TMOCTAJAUMHBIX PEAKIUU Pa3IUYHBIX

KapOOHUJIbHBIX U METUJICHOBBIX KOMIIOHEHT C THApPAa3uHAMU U TUApA3UIaMu
00pa3yroTcsd aMUHONMPA30JIMHBI PA3JIMYHOIO CTPOEHMUS.

CrpoeHne W COCTaB MOJYYEHHBIX COEAWHEHHM HW3yYEHbl IIPU MOMOILU
meronoB UK u AMP-cnekrpockonuu, a TakKe 3JIEMEHTHOIO aHAJIN3a.
IIpoBeneHne BCTPEYHBIX CUHTE30B IMO3BOJINIIO YCTAHOBUTH IIYTh IIPOTEKAHUS
peakuuy, BKIOYAKOMMA B  ce0s: IEpBOHAYAJIbHYI KOHJAECHCALUIO
KueBenarens npu ydacTuum KapOOHUJIBHOM M METHJIEHOBOM KOMIIOHEHTHI,
HOCJEAYIONIYI0 HYKJIEOQUIbHYIO aTaky IojiyueHHoro coeauHeHus N-N-
OMHYKIJIEO(DUIIOM.

[Tony4yennsle coenuHEeHMs] ObUIM MTPOAHATM3UPOBAHBI MPU MOMOIIU CEpPBHUCA
PASS, wucnons3yromerocs s OLEHKM NOTEHIHAIbHON OMOJIOrHYecKoil
AKTUBHOCTH MOJIEKYIL. IlonyueHHbIe COCIMHEHUS ABJISIIOTCS
HNEpCIEeKTUBHBIMU B  CIEAYIOIIUX 00JIacTAX: JICYEHHE  aJUIONELHU
(oOsbIceHns), IIPOTUBOAJLIEPIrUYECKHE U IIPOTUBOACTMATUYECKUE

IpemapaThl.
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