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OCHOBHOCTbD 5(3)-3AMEIMEHHBIX-3(5)-AMIHO-1,2,4-
TPHUA3SOJA B HENTP UX HPOTOHNPOBAHUA

Pacaers mo merory MO JIKAQ moxassBawT, 970 HEHTPOM IPOTOHEPOBA-
gua 8 1H-1,2,4-rpuasone asasgerca arom asora Komsua N. (). 5(3)-zamemen-
usre-3 (5) -amnuo0-1,2,4-TpHaz0nsl COfEPKAT HECKOIBKO HEHTPOB, K KOTODPHIM
MOKeT HIPACOeNUNITLCH OPOTOU: aTOME a30Ta rereponmkia — N, m N, 1 9K30-
MUEARYeCKAR aTOM a30Ta aMIHEOIPYInE (cTpyxTypa 1).
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JLIs BHIACHEHHS MecTa MPOTOHHPOBAHLA B MOJCKYJIe 1 maMm ompemelaeHt: KOH-
CTAHTH MOHM3ANWA CHcTeMaTmdecKoro pamga o (3)-samemenspix-3 (5)-aMuHo-
1,2,4-rpuasona B Boe * m amerone. Kpome T0r0, YCTAHOBIGHE KOITIECTREHIBIS
COOTHOIIEHNA MEH/y LOIyIeHHbMA BeamsmaaMu pK, 9Tux coefuHeHnii 1 KOH-
craaTamu I'aMmera.

Hajinernpie spavenms roHceraHT moHmsammm 3(D)-ammmo- m 3,5-mmaMmeo-
1,2,4-Tpmasos0B B BOAE COBHAZAIOT ¢ oOyOaERoBaHHEIME (?) ¢ TOYHOCTHIO
0 05 pK..

Ilonyuennabie sRcmepuMenTaNBHO Bennanusl K, TPHA30IOB B BoJe W aile-
TOHe IpefcTaBiersr B Taldi. 1.

JLIs KOpPpPeRTHOTO 3aKIIOUEHHA O XapaKTepe BIUAHAA HA OCHOBHOCTH 3a-
MECTHTENH, HAXOAAMEerocs B momomennn 5(3) TpmasoibHOro MUKIa, ME 06pa-
foTasm CTATHCTHYECKH IO YpaBHEHHIO I'aMMeTa 3HAYEHNA KOHCTAHT MOHU3ATAN
B amerome 5 (3)-samemernnnix-3 (5)-ammno-1,2,4-rpuasona. V3 mammsx tabm. 2
m puc. 1, I crexgyer, uro mmmelimas woppeaanus senmumu pK, BLIDOIHSETCH
[PH YCIAOBUHA COMOCTABICHE HX ¢ KOHCTAHTAMHA Op. JTO CBHAETEILCTRYET O TOM,
9710 BAWAHEE, OKA3HBAGMOE 3aMECTUTENeM Ha PeARNHOHHEIN merTp B 5(3)-3a-
Memensbx — 3 (5)-amuno-1,2,4-Tprasona, HOCHT NPEAMYIMIECTBEHHO WHAYK-
OAOEHHIH XapaxTep.

Haw pupgro ms pme. 1 Tourm, orsewaroimme coepumenwam 1 m XV, pesxo
OTHJIOHAIOTCH OT MONYIeHHOH Roppeaanuonmoi mpamoii pK,=f(0.) (Bcmemer-
BIE DTOTO OHA MCKIOYEHHl W3 KOPPEeNAUWOHHOTO amanwsa). [lepsag ms DTHX
ToIeR Haxomurea HmKe (orwmomenme cocramamer 1,08 emmmmn pK.), a BTO-
pag — BeIIe KoppenammoHuol wupamoit Ha 1,1 emmamn pK, Ilossimenmasn
OCHOBHOCTH 5 (3)-Merokcn kapbommi-3(5)-ammuo-1,2,4-rpuasona (XV) wmosmer
OEITE 00BACHEHA cTabWIm3anmeil COMPAMKEHHOR KACIOTEl 3a c4eT 00pazoBaEUA
BONOPOAHON CBARM, UTO MOSKET OBITH IIPEJICTABAEHO CTPYRTYpOR 3. 3Ta CIpyK-
Typa CTabHAUBEDPYETCA TAKMKE DICKTPOCTATHYCCKUEM UPATMKCHHIEM MEMRLY
PasHONMEHHEBIMA 3apPALAMA Ha a30Te M KUCAOPOe (HMEemoaHbIil 3apay) .

* 3madeHns pK, B BOJe ONpeJIeIeHHl IUIA COeJWHEHWH, NPOABIAIINNIX OCHOBHOCTE
DY NOTeHINOMETPAIECKOM TUTPOBAHMIIM,
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TaGaunuma 1

3uavenus pK, 5(3)-3aMemernunix-3 (5)-amwno-1,2,4-TpHazona

B BOJle U ALeToHe

Coenu- G pK K,

HeHHe R m (H2(€)l) (GHSCOCHs)

1 NH, —0,16 4,43 7,61

11 CH, —0,069 4,69 7,69

11 C.Hs —0,07 4,72 7,74

v CsH —0,07 4,69 7,52

\ uso-CsH —0,06 4,45 7,52

VI 0 4,04 6,84

VII CeHs 0,06 3,65 593

VIII 3-CH;3CeH, 0,06 5,87

X 4-CH,CeH. 0,06 6,07

X 2-BrCelly 0,095 5,67

X1 2-NO,CeH, 4,52

XI11 3-N 02C¢H4 435

XII1I 4-NO,CgH, 0,22 4,28

X1v NH,CO 0,28 3,43

XV CH;00C 0,31 4,03

3

TabGauma 2

Iapamerpst xoppenanuu suavenmii pK, (CH;COCH,, H»0)
5(3)-samemennrix-3 (5) -amuuo-1,2,4-Tprasona ¢ KOHCTAHTAMHI 3aMeCTHTeNXeil

Coenusenne PacTTel?nopr- y pK, —p T s n
I-X, XII1, XIV CH,COCHs | om | 6,78+0,03 [ 11,95%0,29 {0,997 | 0,40 1"
To xe CH,COCH; | op 6,27:0,12 7,57=0,69 0,964 | 0,40 "
II--VII, XVI-XXI H.0 Zom | 2,57%0,07 8,98+0,45 10,988 | 0,41 11

IlopmmerEas ocHOBHOCTEL 3,5-mmammmo-1,2,4-rpumasona (I) momer OHTH
BHI3BaHA HeCKOABREMA dQPexTamu (W3MeHeHHe MEHTPAa HPOTONW3AUWE, 00pa-
30BaHAe OBUTTEPHOHA, CTEPHIECKAs fecTabUiamsanmsa KaTHOHA), AETANLHBIIL
AHAIH3 KOTOPHIX He ABJIAETCA HPeIMeTOM HACTOAMEro Coofmenmus.

Jua ycramopieHES LeHTpa HpoToHMpoBaHms B O (3)-samemeHssx-3(5)-
ammH0-1,2,4-rpEasona (AApo MM aMEHOTPYHIA) ME TPOAHANHSUPOBAIM TG
ypasueruio ['amMMera Jamuble M0 KOHCTAHTAM WOHM3ATIAE B BONE BSTOTO PAAA
coequuennit (tabux. 1) m mewroropsix 5(3)-samemennnix-1,2,4-Tpuasona (CTpyK-
rypa 2, rabu. 3), MOIENuPYIOIUX TPHCOSIUHEHNE IIPOTOHA TONBKO X TeTepo-
MUKIAIeCKOMY aToMy asoTa. Ilpm ycaosmm OGIIHOCTA MEHTPA IPOTOHH3AINE
B coepmuenuax 1 m 2 (mpoToRmpOBaHWE ANPA), BAUAANE 3aMECTUTENEH B 1O-
NOMeHHAX 3 1 5 Ha 0CHOBHOCTH b (3)-3amermenanix-3 (5) -ammuo-1,2,4-Tpuasona
m 5(3)-3amemennnrx-1,2,4-Tprasora KOKHO OMUCHIBATHCA ENAHBIM KOPpeisi-
uuonEHM ypasuaerumeM pK,=7(Zon).

W3 gamanx Tadr. 2 m pue. 1 cueayer, uTo ocHOBHOCTE 5 (3)-3aMenIeRILIX-
3(5)-ammmo-1,2,4-tpmazona u 5(3)-sameimmenusx-1,2,4-Tpuasona MOTIAHAETCH
obmeil saBmcuMocTd (HCKIIOUGHWEM, KaK U B cJydYae aHaiusa OCHOBHEIX
CBOMCTB B ameToHe, ABIACTCA coeinpenne I). IT0 CBHIETEILCTBYET O TOM, UTO
eHTpoM npotorusanuy & b (3) -zamemenmsix-3 (3) -amrro-1,2,4-Tprasona gBI-
eTCHA ATOM a30Ta KOJBIA, HO He aMuHOrpymma. COrmacHo pacueTHHIM Hal-
ueiM (), oteercreenueiM 3a uporommpopamme B 1H-1,2 4-rpmasone sBaserca
aroM a30Ta — N.. I[OCROADKY OCHOBHOCTL DTOT0 COCOUICHMA IOTUYMIACTCI
yeramosaerrod sasumcumoctr (pme. 1, XX) pK,=f(Z0n) MoHO, MO-BUANMOMY,
yIBODEAATE, uTo U B O (3)-samemernsrx-3 (5) -ammmo-1,2,4- Tpnasona ERTPOM
HPOTOHHZANHAN ARJIACTCT ATOM 430Ta KONBINA — Nj.
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Tabanmia 1

3uavennsa pK, 5(3)-saMemennsix-3 (5)-ammeo0-1,2,4-1pHas0na

B BoJe M aueToHe

Coemu- 5 pK K,

Herwe R m ) (CH{COCHS)

1 NH. —0,16 4.43 7,61

11 CH; —0,069 4,69 7.69

111 C.H; —-0,07 472 7,74

v CsH7 -0, ,07 469 7,52

A\ uso0-CsH- —0 ,06 4,45 7,52

VI H 0 4,04 6,84

VII Cells 0,06 3,65 5,93

VIiI 3-CH,CeH, 0,06 5,87

IX 4-CH;3CeH, 0 06 6,07

X 2-BrCells 0 095 5,67

X1 2-NO,CeH, 452

XI1I 3-N 02C6Ha 435

XIII 4-NOQ,CeH, 0,22 4,28

XIV .| NH.:CO 0 28 3,43

XV CH;00C 0 31 4,03

s

Tabnouma 2

TTapaMerps! xoppedanuu 3nageHmit pK, (CH;COCH;, H20)
5(3)-3aMemennex-3 (5) -amauo-1,2,4-TpHasona ¢ KOHCTAHTAMY 3aMeCcTHTenel

CoennHeHNe Fa?e}j&pn— ¢ pK, —0 T s n
I-X, XIII, XIV CH,COCHs | om | 6,78=0,03 | 14,95+0,29 {0,997 | 0,10 11
To sxe CH3;COCH; | ap 6,27+0,12 7,57+0,69 |0,964 | 0,40 11
II-VII, XVI-XXI H:0 Zom | 2,57+0,07 8,98+0,45 }0,988 | 0,11 1

Tormmennaa ocHEOBHOCTEL 3,5-mmammuo-1,2,4-rpmasona (I) momer OwiTh
BEI3BaHA HECKOXbKHMHE d(pderramu (u3MeHeHHe IeHTpPA UPOTOHH3ALWE, 0Gpa-
30BaHHE MBUTTEPWOHA, CTEpHIECKAd AeCTaluim3anns KATHOHA), AETAILHBLI
aHAJNU3 KOTOPHIX He SBIAETCA IIPEAMETOM HACTOSIIETO COODIIEHNS.

s ycramoBieHms menTpa mporoHmpoBaEEA B 5 (3)-samemennwix-3(5)-
ammao-1,2,4-TpEasona (AApo WM aMUHOTPYINA) MBI IIPOAHAIU3UPOBANA IO
ypasueruo I'aMMera mammeie Mo KOHCTAHTAM HOHWZAINE B BOJE 3TOTO0 DAAA
coepmuennit (tabu. 1) m mexoropeix 5 (3)-samemennsix-1,2,4-Tpuasona (cTpyK-
Typa 2, Tabu. 3), MOIEIupYIIMUX IPHECOSIUHeHNEe MPOTOHA TONBKO K TeTepo-
IUKITTECKOMY aToMy asorta. [Ipm yciaosmm OGIMHOCTA WEHTPA HPOTOHMAIAIME
B coenmueEnax 1 m 2 (mpoTommpoBamme Ajpa), BINAHNE 3aMECTHTENEH B IIO-
JI0eEAAx 3 u b Ha ocHOBHOCTH 5 (3)-samemennsrx-3 (5) -ammuo-1,2,4-rprasoia
u 5(3)-samemenmrx-1,2,4-Tpuaszona HOIKEO OMUCKHIBATHCA EMHBIM KOPPCIsi-
nuonHsM ypasrenueM pK,=f(Zon).

W3 pannerx Tabr 2 mw pme. 1 caegyer, 970 OCHOBHOCTH 5 (3)-3aMentenusix-
3(5)-ammuo-1,2,4-rpmasona u 5(3)-samermenurix-1,2,4-rpuasona mogUEHSIETCH
o0meli saBmcEMOCTH (HCKIIOUEHMEM, KaKk U B cJydae aHAJM3a OCHOBHEIX
CBOMCTB B ameToHe, ABIACTCA coefinHenye 1), 9T0 CBHAETENBCTBYET O TOM, YTO
nenTpoM npororuaanuy & 5 (3) -saMemennbix-3 (5) -amMuuo-1,2,4-Tpmasona AB:I-
eTcsg aTOM a30Ta KOABIA, HO He ammEorpymma. COraacHo pacYeTHBIM Ham-
ueM (), oTBeTcrBenuBiM 3a uporoHmpoBanme B 1H-1,2,4-rpmasone sBasercs
atoM azora — N,. IToCROIBKY OCHOBHOCTb 9TOI0 COCJUHEHHA IYOTYHHACTCH
yeramoB:eraol sasucavoctn (pme. 1, XX) pK.=f(Z0,) MOMEHO, HO-BUIIMOMY,
yTBeDIEIATE, uTo u B O (3)-samemennnrx-3 (5) -ammmo-1,2,4-Tpraszona meHTPOM
NMPOTOHE3ANAN ABIACTCA aTOM a30Ta Koabra — N.. :
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B zarriowenune Mel cumraeM HeoOXOMEMHM o0paTaTh BHUMAHUE HA HETpa-
JRIAOHABIL METOJOI0THIeCKAN MIOIX0 K YCTAHOBICHUIO HEHTPA IPOTOHAPOBA-
HER B NOTMOHTATHEX cmereMax, passureii Hoporessm n Maeuesoil nmpmme-
HUTEIHHO ¥ 2-3aMeIeHHsIM-4,0-juamMumno-S- -TpUABHHA (*). B ocmosy wmeronma
TIOI03KEHO ;qmi)cbepemmpox;aﬁne CHIEI OCHOBAHHH PABNUIHHIX MPUPOTHEBIX
Ipymm fioj BAMSHEEM pacrBopurens. Meroj CpaBHATEILIO HETPYMOEMOH,
BRIIOUAET — ONpefefenye KOHCTAHT WOHWBANEN OCHOBAHUN, MOAEINUPYIOMUX
TMPOTOHWPOBAHAE M3YIA6MEIX COSNUHCHUI IO Pas3iMYHBIM IeHTpaM W AHATH3
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Puec. 1. Hoppensanus senmumn pK, 5(3)-samemennnix-3(5)-auuno-1,2,4-rprnasona ¢ momsp-
HEIMH KoHcTaHTamm samecrtmrenell. I — pK,(CH:COCHs)=f(om), 2 — pKe(H:0)=F(Z0m).
Homepa Towek cOOTBETCTBYIOT HoMepaM coe[dHeHuii B Tabi. 1 m 2

Puc. 2. 3aBucEMOCTh MesRAy BeamdumuaMmu pK, B BOTe ¥ amerone A cOeAWNeHni pAmOB

CeHsNR: (4), RCGH.N (B), RCHUNH, (B) (%) m 5(3)-samemmenHbix-3 (5)-ammuo-1,2,4-tpn-

asoga (['). ObozHaueHme Touer fxa 4, B, B: R=—(CH;), (1), (CHs)» (2), H (3), 2-Br 4),

2-CH; (9), 2,4,6-(CH3)s (6), 4-CH; (7), 3-CH, (8), H (9), 3-Cl (10), 3-NO: (11), 4-NOg
¢4 2) T~ HOMEpa TOIEeK COOTBETCTBYIOT HOMEpaM CoefiiHenmi B Tadm. 1 m 2

sapncmmoctn Bpencrena pK, mo=F [ pK, mesonmmiii pacrBopuTens] m, Kazamzoch
0B1, OTKPBIBAET HIMPOKAE BOSMO;KHOCTH, TeM 00jee, YTO MOJTYyYeHHEIe DPe3yib-
TATHL HA OCHOBE 9TOH METONOJIOTAN GHINU TMOATBEPIKISHE! J{PYTHM I1e3aBUCHMEIM
meromoM. Opuako wpnm Gomee CTPOrOM aHAAMBE UMEHIINXCS NAHHEIX 110 KOH-
cTaHTAM MOHUSAINH PA3NUIHHIX OCHOBAHUN B MEBOAHEIX Cpelax, BOSHEKAIOT
HEKOTOPBle COMHENH OTHOCHTENLHO BOSMOMRHOCTH INHPOKOTO HCIIOIH30BAHMA
HTOH METOMOJOTER BoOOLTe.

I{aroBEI jKe IPHYMHEL, KOTOPEIE 3aCTABIAIOT OTHOCHTHCA K IIPEIOAKCHEOMY
METORY C M3BECTHON [OJeH CREmTHITNAMA?

Hame smanwe o pudepeHIUpyoOmeM [eiicTRBUE PaCTBOPHTENEH A CHIY
OCHOBAHEE pa3ImguslX OPHPOTHBIX TPYHUI BechbMa orpanwdeno. WasecTHEH
HaHHEBIe 10 KOHCTAHTaM WOHW3AIMN OCHOBAHHA B MeTamonxe, amerome (°),
anerountpmie (°) m murpomerame (7). PaccMoTpenme oTHX TAEHEIX IIOKAshi-
Baer, 910 HabmofaeMoe B HATPOMETAHE COOTHOIIEHWS B Cuye ocmopamuii (*),
MOReIHpYIONINX IPOTOHHPOBAHNE 2Z-3aMeMECHHBIX-4,0-TnaMuHO-S-TpHasuHa Ho
pasEBIM TeHTpaM (OCHOBHOCTH LOBHIIUAETCS B CHEYIONIEM IODARKE: HHPH-
arE=>N,N-quMeTHIaHUInH ™ aHIIKHE), ViKe He BLIIONHAETCS B MeTHIOBOM
cnmpre 1 ameroHe (IOCIEZOBATEIBHOCTD B OCHOBHOCTH: AQHHJINH >IIHPUIIH >
>N,N-gumernnanmmmu). CrueposaTenbHo, TESHC aBTOPOB 00 OTHOCHTEILHOM
HOHUAEeHAN OCHOBHEIX CBOICTB HEPBHYHEIX apOMATHYECKAX aMUHOB B PacTBO-
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TaGaouma 3

3nauenus pK, 5(3)-zamenteHnurix-1,2,4-Tpuasona (cTpykrrypa 2)
B Bofie (%) m amerome

Coenu- R ApKa Coemu- R pK(1 pK
Hexne (H,0) |Heune {H.0) (CHCOCHL)
XVI| 3,5-(CHj)2 3,68 X1X 5(3)-CoHs 3,20
XVII] 3,5-(CoHs)e 3,64 XX 5(3)-H 2,55 (%) 490
XVIIII 5(3)-CHs 3,28 XXI 5(3)-CeHs ‘ 2,05 418

PUTESAX ¢ HUBKOH coipBaTHPYIOMel cmocobmocThio cpaBHETENbHO ¢ N,N-mu-
MOTHIAHHIAHAMA U IAPUAHHOBBIME OCHOBAHUAMY He HAXONUT NONTBEpEAe-
HuA Ha 0ollee MIMPOKOM SKCIEPEMEHTANEHOM MaTepuale, .

Orcona ciefyer, 9T0 METOJONOTHYCCKEE TO3WINH aBTOPOB HEBEPHBL I
HCIOIB30BAHNE HTOTO METONA A H3ydYeHWs IIOAVAEHTATHBIX COequHeHRH
MOJKeT IIPUBECTH K OIMHO0IHEIM 3aKII0TeHTAM.

JloKa3aTerbCTBOM MOJKET CIYMRUTh MCHONb30BAHME 3TON0 MeTOAA IIpHMe-
murensHo ¥ 5(3)-savemenusim-3 (5)-amuno-1,2,4-rpuasona. B wmux, Tam ke
Kak @ B 4,0-mmaMuno-S-TpuasmHaX, BOSMORHBEIMA IEeHTPAMH IIPOTOHHPOBAHMASL
ABIAIOTCH ATOM a30Ta reTepoKombma u Gokosaa ammuorpymma. Mogemupo-
BaTh IPHCOEAUHEHNE IPOTOHA TI0 PA3HBIM IeHTpaM B 5 (3)-3amerneHHbIX-3 (D) -
ammro-1,2,4-Tpuazona OyAyT 3aMeleHHBe DWpHARHA # anuiwHa. Hak BAfHO
3 pme. 2, Touku s O(3)-3amemenmnix-3 (D) -ammuo-1,2,4-rpmasona obpa-
sylor upamyio [', 6nusrywo K upsaMoil B miA saMemeHHEBIX aHUINHA, W 3HATH~
TeNbHY0 YEAJIeHHyIo oT Hmpamoii B pana mmpmameon. Ciefys AormKe aBTOPOB,
MBI OJUKHEE OBRITH OBI cenath sakmoderme, aro 5 (3)-zamemennnie-3 (5)-amu-
10-1,2,4-Tpuazoibl TPOTOHUPYIOTCS U0 OOKOBOH aMHHOTPYIIeE, TaK KaK IpAMasdt.
gng mmx (') pacmonomera Onme ¥ npsaMoit B, TOYKE KOTOPOH MOfeIupYIOT
IpucoeAReHEe MPOTOHA [0 aMWHOTpyIme. Takoil BHBOK omu0deH, TAK Kak
BEIIe MEI ToKaseBagam, aro O(3)-samemennrte-3(5)-ammmo-1,2,4-Tprasonsi
DPOTOHHPYIOTCA 110 aTOMY a30Ta KOIbra — Ni.

HecocrosTenbHOCTL MPENITOKEHHOT0 MeTofa O0BACHAETCS HEeCOBEPIIeHCT-
BOM KOHIIGIIHH ABTOPOB OTHOCHTENLHO BIMAHHA PACTBOPATENS HA CUIY OCHO-
BaHUIl PasAVYHHIX IPUWPORHBIX IPynn (HeoaMHAKOBAS CIOCOGHOCTL B DPAsHON
CTEeNEHH 3aMeNeHHEX aMMOHUEBLIX HOHOB ¥ 00pasoBAHUIO BOJOPOIHON CBASH
¢ TPOTOHOARIIEIITOPHEIMYA MOJNEKYJIAMU DACTBOPHTENS W W3MEHEHHE CONbBATH-
pPyIoImeil ¢nocoOHOCTH CaMOT0 PACTBOPUTEIA) .

[To-BupmMoMy, BIUSHNE PACTBOPHTEIA HA CHIYy OCHOBAHHH He MCIEPIHI-
BaeTCA TONBKO NBYMA BHIICYKAZAOHHIME (DaKkTopamu, 37ech TAKKEe MOTYT
ONepUPOBATE M Takue  BPEPERTH, KAK CTePUUIECKOe JKPAHUPOBaHHE IEHTpa
TMPOTOHAPOBAHUS UPHE ero CONLBATANYM, HHIHOWPOBAHHE pE30HAHCA B apoMa-
THYeCKUX aMUHAX TOj BINAHWEM pPACTBOPHTENS W, HAKOHEN, MOBHINEHTA
maﬁmmaaunﬂ HOHOB B ATIPOTOUHKIX JUIONAPHEIX PACTBOPHTENAX.

5(3)-samernennsie-3 (5) -amuno-1,2,4-rprasona moayeensl cormacuo (*7'7).
HomeranTe monmzanum oCHOBAHEHU olpemesedtl B 0@3BOJHOM af[eToHe MO Me-
rogy (°) B Bome (*'). B rauecTmBe cTAHZAPTHOrO OCHORAHHWH B ANETOHE HCTOb-
sosagcs xomenn ¢ pK, 9,62 (7).
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