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IMpoBeneHo crieKTpaJibHO-JTIOMUHECLIEHTHOE MCClieloBaHue psina 2-aMUHO-1,3-THa30JI0B, coaepXallux
MUTEePIICHOBBIN (PparMeHT, IMTOIYIeHHBIX Ha OCHOBE XMUMWYECKUX TpaHC(hOpMaIIii MaJIeOITMMAapOBOii KHC-
JIOTHI ¥ 06JTaA0NINX ITUPOKUM CTIIEKTPOM OMOJIOTMYECKON aKTMBHOCTH: IIPOTUBOOITYXOJIEBOM, aHTUMUK-
poOHoOIt 1 aHTHOKCUIaHTOM. OnpeneyieHbl X crieKTpaabHblie UV- 1 ¢JoopeclieHTHbIE XapaKTepUCTUKU,
a TakKe KBAHTOBBIE BBIXOIbI JIIOMWHECLIEHLIMM B PAacTBOpax alleTOHUTPUJIA. YCTAHOBJIEHO HapylleHue
MpaBuWia 3¢epKaJIbHON CUMMETPUHU CIIEKTPOB MOTJIOIIEHUS U (hJIIOOPECLICHIIUM TTOJTYYeHHBIX COSTMHEHUI.

Karoueswie caosa: dioopeclieHIIMs, 2-aMUHO-1,3-THa30/bl, TPOU3BOIHbIE MaJEONMMMAapPOBOil KUCJIOTHI,

MaJIeoNTMMapoBast KUCJIOTa
DOI: 10.31857/50023119320040117

CnocoO0HOCTh OMOJIOTMYECKM aKTUBHEIX a30TCO-
JepXKallux reTepOIUKINIECKIX COeAMHEHU (hIIr00-
pecuuposath (FL) [1, 2], a Takke Tymmmth FL amuHO-
KHMCIIOTHOTO OCTaTKa O0enkoB — Tpunrodana [3, 4],
MOXET OBbITb MCMHOJb30BaHA TPU MACHTUGUKAIIAU
IpuMeceit B JeKapCTBeHHBIX ITpenaparax [S5], n3yde-
HUU (hapMaKOKMHETUKU [3] 1 B OMOXUMUYECKUX UC-
CJIEIOBAHUSIX C 1IEJIbIO CPAaBHUTEIBLHOM OLEHKU X
OMOJIOTMYECKOM aKTUBHOCTH [4].

A
RHNAS

PaHnee Hamu ObUT cuHTe3UpoBaH psia 1,3-TUazoin-
MPOM3BOOHLIX ManeormmMapoBoii Kucaorel (MIIK)
(puc. 1) ¢ IMUPOKUM CIIEKTPOM OUOJIOTUUECKOI aKTUB-
HOCTU: MPOTUBOOMYXOJEBOM, aHTUMUKPOOHOU U aH-
TUOKCHUIAHTOM [6].

M3BecTHO, 9YTO THA30JIbI M UX IIPOU3BOIHbBIC O0JIama-
10T TIOMUHECLIeHLIMe [2, 7, 8]. B pabdote [9] Hamu ObL1a
OOHapyXeHa JIOMUHECLEHINS 2-MeTwi-1,3-Tra3osa
MIIK B pactBope IMCO, T1oirydeHHOTo ImyTeM XUMM -
yeckux TpaHchopmaiumit MITK 1o ruapokcuiabHO

R =H (1); All 2); Ac (3); Ph (4); 0-Tol (5)

Puc. 1. CrpykrypHble (hopMyIibl 2-aMuHO- 1,3-Tra30510B — 1—5, comep Kaliux TUTepreHOBbINM (hparMeHT.

263



264

[ToroleHue

260

OCTAXOB u np.

340

Puc. 2. CriekTpbl ITOMIOLICHUST UCCAEAYEMbIX coequHenuit: 1 —1;2—2;3—-3;4—4;5—5 (10’4 Monb/1, /= 1cm, CH3CN,

298 K).

dyskumn, ¢ makcumymamu FL (A.,,,) ipy 356 u 414 Hwm.
Dir00pecleHINS TIPU A, = 414 HM KOppeupyer ¢ 00-
JIaCTbIO BMUCCUU OeH30THAa30/10B (413—438 HM) B TOITY-
ose [10], B To BpeMsI KaK IpHpoIa TOMUHHUPYIOIIETO KO-
POTKOBOJIHOBOTO MaKCUMyMa A, = 356 HM He ObUIa
YCTaHOBJIEHA U TPeOyeT MOMOJIHUTENIBHBIX CIIEKTPasIb-
HO-JIIOMUHECLIEHTHBIX 00OCHOBaHUIA.

IMTpenmeToM DaHHOTO MCCIIEIOBAHUS SIBJISIETCS U3Y-
YyeHHEe CHEKTPaIbHO-JTIOMUHECLIEHTHBIX CBOMCTB O1O-
JIOTUYECKM aKTUBHBIX 2-aMUHO- 1,3 Ta3onoB 1-5, co-
JiepxXaliux TUTepIIeHOBBIN hparMeHT (puc. 1).

BKCIEPUMEHTAJIbHAA YACTb

Cunre3 1 ounctky MIIK m ee 1,3-Tazosconexa-
IIUX MPOMU3BOMHBIX 1—5 mpoBoaWIM MO METOAUKE
[9]. Tpuntodan (Fluka, 299.0%), MaleMHOBBIIT aH-
runpun (MA) u aueronntpui (Kpuoxum, copt 0) uc-
TOJIB30BaJIN 6e3 TpeIBapUTEIbHON OUYUCTKH.

CrekTpbl TOTJIOLIEHUS] PErucTpupoBaiM  Ha
criektpodoTomeTpe “Specord M-40”, cKoppeKTHUPO-
BaHHbIE CIIEKTPbI BO30OYXneHus 1 usnydyeHus1 FL Ha
crnekrtpodmoopumerpe “CM-2203”. KBaHTOBEIE
Boixonbl FL (@) onpenessuiv Mo u3BeCTHOM METOAUKE
[11] ¢ ucrmonp30BaHMEM BHEIIHETO CTaHAapTa TPUIITO-
tbaa (Tip) 1O YPaBHEHMIO: §; = Pro(Sidr)/ (St
rae ¢; — KBaHTOBBIA Bbixod FL, @, — KBaHTOBBIA
Bbixon FL Trp (@r,= 0.14, H,0, pH 7, 298 K [12]), S;
un A; — cBerocymMma non nojocoid FL 1 onrudeckas
TUIOTHOCTb TOTJIOIIEHUST CyOCcTpaTa Ha JJIMHE BOJTHBI
BO30Y>XIarouIero cseta (A.,), COOTBETCTBEHHO, Sy, 1
Ary, — @HAJIOTUYHO IS TpUIITO(aHa.

XUMUSA BBICOKMX DHEPTUM

OBCYXIEHMWE PE3VJIBTATOB

Ha puc. 2 npuBeaeHbl CEKTPbI MOTJIOLIEHUS CO-
enuHeHuii 1-5, a ux criektpanbHbie UV-xapakrepu-
CTUKM MpeacTaBieHbl B Tab. 1. O6pamiaeTr Ha cebs
BHUMAaHUE CYIIECTBEHHBIM OAaTOXpPOMHBIN CABUT B
coennHeHUSIX 4, 5, 00yCITOBIIEHHBIII IPUCYTCTBUEM
TMAa30JbHOTO (hparMeHTa, coaepKailero BTOpuYHyIo
apoMaTUYECKyl0 aMUHOTPYIIly BO BTOPOM IOJIOXe-
HMU rerepouukia (puc. 2, Tadi. 1).

Ha puc. 3 npencraBnensl cnektpsl FL 2-amMmunao0-
1,3-TraszojicoaepKaliyxX NPpOMU3BOJIHBIX MajleoImuMa-
poBoii KuciaoThl 1—5. CiekTpaabHbIe XapaKTepUCTH-
KU coenuHeHuii 1—5 npuBeneHb! B Ta0I. 1.

Crenyet OTMETUTD, YTO JIJISI BCeX MOJIYyYEHHbBIX CO-
eIMHeHU peructpupyercd Mmakcumym FL Ha mmuHe
BOJIHBI 9MUCCHHU A, = 340 = 10 M (puc. 3, Taba. 1).
B To xe Bpemsi, MonubuKaius TUa30JbHOTO XpOMO-
¢dopa conmpoBOKIACTCSI U3MEHEHUSIMU CIEKTPaIbHO-
ro coctaBa FL B KOpOTKOBOJIHOBOI 1 AJIMHHOBOJIHO-
BOM 001acTsIX cieKTpoB (puc. 3). B psamy n3y4eHHBIX
1,3-TnazoioB, coaepxKallux OUTEPIICHOBBINA ¢par-
MEHT 3acyXXUBalOT BHUMAaHMS CICOYIOIIME CIIeK-
TPpaJIbHO-TIOMUHECLIEHTHBIE XapaKTEPUCTUKN. Bo-nep-
BBIX, IIeperud B IIMHHOBOJHOBOM obnactu FL s
coequHeHuit 1—4 (puc. 3), KOTOpBIA IJIs TMA30j1a 5
MIPOSIBIISIETCS B BUIE MaKCUMyMa A, = 403 HM (puc.
3, cnekTp 5). Ha ocHoBaHMU TuTepaTypHBIX JaHHBIX [9,
10] FL B o710l crieKTpajbHOI 00JIaCTH JJOTUYHO OBLIO
OTHECTH K sMHccun 1,3-TMasoiibHOTO (pparMeHTa.
Bo-BTOpHBIX, 1St coequHeHnit 1—3 B KOPOTKOBOJIHO-
BOit 06acTH A, = 300 HM Tak>Ke HabJII0IaeTCs Iepe-
Ne 4
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Tab6auua 1. CnekrpanbHble UV u FL xapakrepuctuku coenuHeHuit 1—5, MmajgeonmuMapoBoil KUCJIOTHI U MaJIEMHOTOBTO

anruapuaa (1074 monb/1, CH3CN, 298 K)

CoequHeHUe Agbs, HM g x1073, M~ !xcm™! Aex> HM Aem» HM ¢ x10*

1 - y s 0 "

2 265 6.2 ;33 342 5.6
3 271 5.5 ?1‘(‘)‘ 343 7,6

4 294 8.4 245 340 5.2

5 280 6.0 244 ‘3‘(5)2 7.7
| R

MA 205 .6 - o 6.0

Ioepeunocms — £10%. A, — MAKCHMYM TIOTJIOLLICHMST, € — MOJISIPHBIN KO3((MULNEHT SKCTUHKLWH, Ay, — MAKCUMYM MHTCHCHBHO-
¢ty B criektpe amuccnu FL, A, — MaKCMMyM MHTEHCHBHOCTH B crieKTpe Bo30yxnenust FL, ¢ — kBaHTOBBIN BbIxox FL.

riu6, KOTOPHI It 2 CTAHOBUTCS JOMUHUPYIOIIUM
MakKCUMYMOM A, = 304 uwMm (puc. 3).

M3 cpaBHeHUSs 3HaUe€HMIT KBAHTOBBIX BHIXOH0B FL
coequHeHuit 1—5, mpuBeneHHBIX B Ta0I. 1, ciedyer,
YTO HaJMYMe TUA30JIbHOTO 3aMECTUTEJISI MPUBOAUT K
TYLIEHUIO X (PIIOOPECLIEHIIUM, KOTOPOE 00YCIIOBJIEHO
mpoleccaMy 0e3bI3Ty4aTeIbHOTO IIEPeHOCa SHEPIUHL.

Hapsiny ¢ oTMeueHHBIMU BBIIIE 3aKOHOMEPHOCTSI-
MU, KaK CJIeIyeT 13 CpaBHEHMSI JAaHHBIX, IIPUBEISHHBIX

1.8

1.6 -

WNurencusnocts FL, oTH. en.
e < e — — —
P oo »®» © o »
T T T T T T

e
)
T

Ha puc. 2 u 3, HaGogaeTcsl HapylilieHue TpaBwia JIes-
muMHa o 3epkajibHoit cumMetpun UV u FL criekTpoB
[13]. OrcyrerBue cmmmerpun UV n FL criekTpos pern-
CTpUpYETCSl Y MOJIeKYyJl, OOJafaroluX pasiuuHbIMU
¢dopmMaMM MOTEHIIMATIbHBIX KPUBBIX U PACTIONIOKEHUEM
KoJie0aTeJIbHbIX YPOBHEU 371€KTPOHHO-BO30YXKAEH-
HOro M ocHoBHoro cocrtosiHusi [13]. Ha ¢dopmy
cnexkTpoB FL coeauHeHuit 1—5, BeposiTHO, MOTYT
OKAa3bIBATh BIIMSTHUE KOHIIEBBIE TPYIIITBI AUTEPIIEHO-

300 350

400
A, HM

Puc. 3. CkoppektupoBaHHbIe crieKTpbl FL 1,3-Tra3onmpon3BonHbIX MajieonmuMapoBoit Kuciotel: 1 —1;2—2;3—-3;4—4; 5—

5 (10~* mMob/m, Ay = 235 M, CH;CN, 298 K).
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Puc. 4. CkoppeKTupoBaHHbIE HOpMUPOBaHHbIe crieKTpbl FL:

298 K).

Wla — MaJEUHOBBIA aHTHUAPUI U 3aMECTUTEN BO
BTOPOM TIOJIOKEHUU THA30JIbHOTO LMKiIa. HamGo-
Jiee XapaKTepHO OTKJIOHEHHE OT 3aKOHA 3ePKaIbHOIA
CUMMETPHH BBIPAXKEHO IUTS COeNMHEHMIA 1, 5 1 IposiB-
JISIETCSI, KaK OTMEYAIOCh BBILIIE, B BUIE MAaKCMMyMOB
pU A, = 304 M 1 A, = 403 HM COOTBETCTBEHHO.

Eciu o6bsicnenue FL coeauHenuit 4—5 B o0na-
CTH A, = 400 HM (puc. 3, CIIEKTPHI 4, 5) BIUSHUEM
BTOPUYHON apOMaTUYECKOM I'PYIIIbl BO BTOPOM I10-
JoxxeHnu 1,3-Trma3zonbHOro hparMeHTa MpeacTaBIIs-
€TCsI, OCHOBBIBAsICb Ha JIMTEPATYPHBIX NAaHHBIX [9,
10], HEMPOTUBOPEUYMBBLIM, TO MHTEPIIPETALIMST KOPOT-
KOBOJIHOBO# 3MUCCHU A, = 300 HM TpeOyeT a0mo-
HUTEAbHbIX 000cHOBaHUit. [IpeanonoxurenbHo, FL
coenuHeHuit 1—5 B o61acTut A, = 300 HM oIpemesi-
€TCsl BIIMSIHMEM JUTEePIeHOBOTO (hparMeHTa Uiu Ma-
JIeMHOBOTO aHTUApUAa. OTBET Ha 3TOT BOIIPOC MOXET
JIaTh CIEKTPATIbHO-JTIOMUHECIIEHTHOE UCCIIeIOBaH1E
MIIK ¥ ManeuHOBOIO aHTUApPHUAA, CTPYKTYpHBIE
¢dopMyIIbl, KOTOPBIX IPUBEAECHBI HIXKE:

O
O O
O 0
OH

MIIK MA

XUMUSA BBICOKMX DHEPTUM

500

MIIK — (1); MA — (2) (10~ Moab/n, Ay = 235 M, CH5CN,

Crrextpsl mromuHecueHnnn MITK m MA mipen-
CTaBJICHBI Ha puc. 4.

B cxoxuix nmo mapameTpam crieKTpax JIOMUHECLIEH-
1 MITK 1 MA peructpupyrorcsi JOMUHUPYIOLIIE
MaKCHMYMBI TIPH A, = 345 HM 1 MUHOPHBIE B 00J1aCTH
~310 HM, KOppeIUPYIOIIUE C TAKOBBIMU JJISI COEAHE-
nuii 1-3 (puc. 4, ta6n. 1). Ciaenyer OTMETUTB, YTO
kBaHTOBbI Beixon FL MIIK (¢ = 26 X 10~*) 3Hauu-
TeJBHO BbILIE, HEXenMn MA (¢ = 6.0 x 10~%), mo-Bu-
IUMOMY, BCJIEACTBUE (HOTOCEHCUOWIN3ALMU TO-
CJIETHETO TI0 MEXaHU3MYy 0e3bI3NydaTeJIbHOTO Mepe-
HOCa 3HEPruM C AUTeplieHOMJa Ha MaJIeHOBBIN
AHTUIPU/I.

Hnsa FL coequHenus 1, B OTCYTCTBUM THA30JIbHO-
ro ¢parMeHTa, XapakTepHO HE TOJIbKO COBMaJcHUeE
co cnekTpoMm amuccuu MIIK (puc. 3, 4, cniekTpsl /),
HO Tak>ke HauBbICIIUI KBaHTOBbIN Bbixon FL B psay
TrasonpousBoaHbix MITK 2—5 (¢ = 7.7—5.2 x 10~*
(ta6u. 1)), paBHbIil @ = 19 X 104 Takum 06paszom,
aHaJIN3 SKCIIEPUMEHTAIBLHBIX PE3yJIbTaTOB MTO3BOJISI-
€T MPEAIoJoXUThb, UTO (hJIIOOPECIIEHIIUS B 00JacTH
Aem = 345 HM MOXeT OBITb OTHECEHA K M3JIyYEHHUIO
MIIK, a rymenme FL 1 HapylreHne 3aKoHa 3epKajib-
HOW cUMMeTpumu omnpeaensiercs 1,3-TUa3oJbHBIMU
3aMECTUTEISIMU MaJIeOTTMMAapOBOM KUCIOTHI. Apry-
MEHTOM B [M0JIb3Y KOPPEKTHOCTH BhILLIETPUBEAEHHOM
uHTepIripetauuu criektpoB FL coequnenuii 1—5 Mo-
TYT CIY>XKUTb CHEKTPbl BO3OYXIEHUS UX JIIOMUHEC-
neHouu (puc. S).
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Puc. 5. CkoppeKTupoBaHHbBIE CITEKTPbI Bo30yxkaeHus1 FL 1,3-Tua3onmpon3BoaHbIX MajeoNmMMapoBoit KUuciiotel: I — 1; 2 — 2;

3—3;4—4;5—5 (10~ monb/m, CH;CN, 298) K).

BepOHTHO, JJIMHHOBOJIHOBbBIE MaKCHUMYMbI B

max

cnekTpax Bo30yxneHus FL coenunenuit 4—5 (A, =
=~ 345 uM) (puc. 5), aHAJIOTUYHO CIIEKTpaM U3JIy4ye-
Hust FL (puc. 3), onpeneisitoTcsi BTOpUYHO apoMa-
TUYECKOU aMUHOTPYIINOK TUA30JIbHOIO KOJIbIIa, B TO

BpeMsi K&K KOPOTKOBOJIHOBBIE (A, =~ 245 HM) MaJie-
MHOBBIM aHTUIPUAOM B MaJIeOITMMAapOBOU KUCJOTE
(ta6:. 1). CpaBHEHME CIEKTPOB ITOMIONICHUS (pUC. 2) U
Bo30yxkaeHust FL (puc. 5) coequHeHuit 1-5, momo06-
Ho crnekTpam n3nydeHus FL (puc. 3), Takke, u gaxke B
OoJIbliIei CTeNeHU, YKa3blBaeT Ha OTKJIIOHEHUE OT Mpa-
Buja 3epkaabHoi cumMeTpun UV u FL ciektpos [13].

B pesynbrate mpoBeIeHHBIX MCCIENOBaHUM ycTa-
HOBJIEHO, YTO CIIEKTpaiabHbIli cocTaB FL 1 HapyireHne
npaBWiIa 3epKaJbHOW cUMMeETpuM 1,3-THa30/mIico-
Jepxkaiux npousBogHbIXx MITK, Ha ocHOBaHUM JTUTE-
paTypHBIX TaHHBIX [13], MOTYT OBITh OOBSICHEHBI KOH-
KYPHUPYIOLIMM BIMSHUEM TUA30JIbHOTO 3aMECTUTENS U
MA B nutepnieHouae Ha GopMy MOTEHIIMATbHBIX KPH-
BBIX M PacHoJIOXKeHMe KOJie0aTeIbHBIX YPOBHEM 3JIeK-
TPOHHO-BO30YKIEHHOTO U OCHOBHOIO COCTOSIHUS
coenuHeHuit 1-5. IlomyyeHHBIE pe3yabTaThl nAe-
MOHCTPHUPYIOT BEICOKYIO YyBCTBUTEJIILHOCTh U WH-
(GOpPMaTUBHOCTh CHEKTPAIbHO-TIOMUHECIIEHTHOTO
METo/a T0 CPAaBHEHUIO CO CIEKTPO(MOTOMETpUEA.
3HaHNUE CHEKTPaIbHO-JIIOMUHECIIEHTHBIX XapaKTe-
PUCTUK MOXKET OBITh MCITOIb30BaHO MPU UICHTU(DW-
KalluM MpuUMeceil B JIeKapCTBEHHbBIX IperapaTtax Ha
OCHOBe 2-aMMHO-1,3-THa3zojcomepxKaiiux IIponu3-
BonHBIX MITK, o6mamaroninx BEICOKOI ITPOTUBOOITY -
XOJIeBOIi, aHTUMUKPOOHOI M aHTUOKCUIAHTOI aK-
TUBHOCTBIO, a TAKXKE B U3yYCHUU UX (hapMaKOKIHE-
TUKU U B OMOXUMUYECKMX UCCICAOBAHUSIX.
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