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Boponesiccxuii cocyoapcmeennvlii yrugepcumem

H3yueno BzauMoielicTBHE 2-aMUHOTHA30J1a U PSIAA 3aMELEHHbIX 2-aMUHOOEH30THA30-
JIOB C MPOU3BOAHBIMU MaJIOHOBOM KHUCIIOTHI, MPUBOAsIIEe K 0Opa30BaHUIO KOHJIEHCUPO-

BAHHBIX I'€TCPOJIMTUUCCKHUX CUCTEM.

BBEJIEHUME

HecmoTps Ha TO, UTO coeMHEHUS psAfa 2-aMu-
HO(OEH30)THA30JI0B U3BECTHHI JABHO U U3yUEHHI J10-
BOJIBHO MOJIPOOHO, YUCITIO TPUMEPOB PeaKInii ¢ 00-
pa3oBaHUEM KOHJIEHCUPOBAHHBIX ITUKIIMUECKUX CH-
CTeM, BKITIOUAIOINX MUPUMHINHOBBIN (pparMeHT,
orpaHvueHo. B nurepaType M3BECTHO BCETO JIUIIb
JIBa IpuMepa o0pa30BaHUsI KOHJIEHCUPOBAHHBIX ITH-
PUMHUAMHOBBIX CUCTEM Ha OCHOBE 2-aMUHOOEH30TH-
a30Jj1a U IIPOM3BOAHBIX MaJIOHOBOM KHUCIIOTHI [1]. 3a-
Jlaua HACTOSIIIEN pabOThI 3aKITI0YAIACH B U3YUCHUH
BO3MOYXHOCTH TTPOBEACHUS PEAKIIUU TeTePOIMKIIHU-
3auu 2-aMuHOTHAa3o01a la u 2-amuHo-R-6en3otuna-
30J10B 10-€ ¢ TPOU3BOAHBIMU MAJIOHOBOM KUCTIOTHI.
B xadecTBe CHHTOHHBIX aHAJIOTOB MAJIOHOBOW KHUC-
JIOTBI OBUIM BBIOpAHBI AUITHIIOBBIN 3(pup MaloHO-
BOW KHMCIOTHI, STOKCUMETUIICHAUITUIIMATIOHAT U
3TUJ (ATOKCUMETHUIICHITUAHO )a1leTar.
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OBCYXIEHUE PE3YJIBbBTATOB

Kitaccuueckum criocobom oOpa3oBaHus TUPUMHU-
JMHOBOTO IIMKJIA SIBJISIETCS B3aMMOJICHCTBUE MOuYe-
BHUHBI C MAJIOHOBBIM 3()MPOM, B MOJICKYJIe 2-aMHHO-
THA30J1a MOYKHO BBIJICIUTh aMUAMHOBBIN ()PArMEHT,
Y JIOTUYHO TTPE/ITOJIOKHUTH, UTO €r0 B3aUMOICHCTBHE
C MaJIOHOBBIM 3(pMpOM Takke OyAeT NMPUBOJIUTH K
00pa30BaHUIO TETEPOIUKINYECKUX CHCTEM, COJIEP-
KaIMX MUPUMHIAHOBBIN (parMeHT.

Ocy11ecTBUTH B3aMMOJICHCTBUE 2-aMUHOTHA30J1a
C IUATUIIOBBIM 3(DUPOM MAJIOHOBON KHMCIOTHI yJia-
JIOCh B pe3yJIbTaTe MPOJIOHKUTEILHOTO HArPEBaHUS
CMECH PeareHTOB B JIMMETUIIOBOM 3(pHpe TUITUIICH-
TJITUKOJIS (JIUTITNM).

[TpoaykTy peakiuu B COOTBETCTBUH C [2] TpHUITH-
canu GopMyJTy THA30JIOTTMPUMHUIUHINOHA 2, KOTO-
PBIil MOXET CYyIIIECTBOBATh B BUJIE JIBYX TayTOMEp-
HBIX (opM. MBI IToj1araem, 4To CTpYKTypa S-Tuapo-
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kcu-7H-[1,3]tnazomno-[3,2-ajnupumMuio-7-oH 2a, nme-
I0I1as1 XUHOUAHOE CTPOCHHUE, SIBJIsIETCSsl OoJjiee mpe/l-
MMOYTUTENHHOMU. (cxema 1)

CrpyKTypa coenmuHeHns 2a MOATBEPKIeHA METOIOM
IIMP-criektpockormu. B cniektpe ITMP nipucyrcrBy-
€T pe3oHaHCHBIN curHan rpu 0=12,25u.1. (1H, ¢), mpu-
HaJUIeKAIUI TPOTOHY TMAPOKCHIIBHOW TPYIIIHL, ITPO-
TOHBI THA30JIBHOTO 1IMKJIA TIPOSBIISIIOTCS B BUJIE 1y0-
sieroB nipu 0=7,20 (H) u 7,50 M. 1. (1H), mupumum-
HOBoTO 1ukIIa ipu 0=3,85m. 11. (C=CH, c).

Kurmstuenne 2-aMrMHOTHA30J1a ¢ 9TOKCUMETHIIEHIH-
STUJIMAJIOHATOM B IMOKcaHe B TedeHue 30 4acoB npu-
BEJIO K 0OPA30BaHMIO LIENIEBOT'0 MPOAYKTA. (cxema 2)

O0pa3oBaBIIIEMYCS COETTHEHHUTO, COTITACHO TAHHBIM
CIEKTPOCKOIMH IPOTOHHOI'O MATHUTHOTO PE30HAHCA,
COOTBETCTBYET OJIHA U3 IPE/ICTABIICHHBIX LIMKIIMYECKUX
CTPYKTYP B 3aBUCHUMOCTH OT TOTO, HOJBEPraercs 1
AJKWJIMPOBAHMIO IK30- WIIM FHI0-aTOM a30Ta C IocJie-
JYIOIIEH TeTEPOLMKIN3AIMEN 32 CUET AIMMUHUPOBA-
HUS MOJICKYJIbI 3TaHoja. [1yTh «A», Ha HaIl B3TIIS,
OoJiee BEpOSITEH U B CBSI3U C 3TUM 00pa30BaBILIEMYCS
MPOIYKTY MPHUIIMCAIN CTPYKTYPY 3THI-5-0KcO-SH-
[1,3]trnazomo[3,2-ajnupuMunnH-6-kapOokcuiaTa 3a.

Crnextp nornouenus [IMP conepxut pesoHaHc-
HbIE CUTHAJIBI BOCBMU ITPOTOHOB, COOTBETCTBYIOIIIHIE
nukindeckoit popme 3a. IMormomenne MeTUILHOM
CpYIIbI OTMEUEHO B BUE TpuIlieTa B obnactu 1,30-
1,45 m. 1.(OCH,CH,), MeTuIICHOBO# B MHTEpBAIIE
4,20-4,40 m.1.(OCH,CH , M), TPOTOHOB THA30JILHO-
ro rukna mpu 6=7,70m.1. (1H, x) 1 8,20 m. 1. (1H, 1)
U nupuMuauHOBoTrO pu O =8,65Mm. 1. (1H, ¢). Xa-
paKTepUCTUKU 2a 1 3a MpUBEEHbI B Ta0M. 1.

BzanmogelictBue 2-aMuHOTHA30J1a C 3TUI(ITOK-
CUMETHJICHIIMAHO )aIIeTATOM ITPOTEKAJIO B AHATIOTUY-
HBIX YCIIOBUSIX C 00pa30BaHUEM HOBOM a3areTepocu-
CTeMBbI — 3THIT-5-uMuHO-5 H-[1.3]tnazomno[3.2-ajoupu-
MUJIMH-6-KapOoKcuaTa 4a:
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B IIMP-cnexTpe coenquHeHus: 4a MpUCYyTCTBYIOT
CUTHAJIbI I€BIATH NPOTOHOB. [IpoTOHBI THA30/BHO-

ro ¥ MUPUMHUIMHOBOTO IIUKIIOB MPOSIBIISIIOTCS MPU
0=7,50 - 8,254. 1. (3H). XumMuyeckue CIBUTH TPO-
TOHOB Ipy1Ibl =NH oTMeueHb!I B BUJIE CUHTJIETA TPU
8,70 m. 1.(1H). Curnan mpu 4,20-4,35m.1. (OCH,CH,,
(2H), M) cooTBeTCTBYET ABYM NMPOTOHAM METHIICHO-
BOW rpymnmsl, a curiai B obmactu 1,45-1,30 m.
1.(OCH,CH., (3H), T) -poTOHaM METHIbHOM IPyII-
1bl. XapaKTepUCTUKU 4a TpUBEACHBI B Ta0I. 1

C uenpo MOJIy4YeHUs] HOBBIX MOJUKOHIEHCUPO-
BAHHBIX a3areTePOIMKINUYECKUX CUCTEM M3y4alocCh
TaK)Xe B3aUMOJIEHCTBUE 2-aMUHO-R-0eH30THa30J10B
10-¢ ¢ MAaTOHOBBIM 3(PUPOM, ITOKCUMETHIICHTMITHII-
MaJIOHATOM M 3TUJI(3TOKCUMETHIIEHIIUAHO )alleTATOM
B Pa3JIMUHBIX yCIOBUsX. B kauecTBe pacTBopuTeneit
HCITOJIb30BAJINCh JULIIUM, IUOKCaH, 3TaHoi, JIM®DA.
Haubonee 6naronpusiTHBIMU yCIOBUSIMH B3aHMO-
JiefcTBUS 2-aMUHO-R-0€H30THA30JI0B C MAJIOHOBBIM
3pUPOM, 3TOKCUMETUIICHINITUIIMATIOHATOM U ITHIT
(3TOKCUMETHIICHITNAHO )alleTATOM OKa3aJ0Ch KUIIS-
YEHHUE PEareHTOB B IMOKCAHE.

[Tpu 3TOM 110 JAHHBIM CIIEKTPOCKOMUHU TPOTOHHO-
ro MarHUTHOTO Pe30HAHCa B3aMMOJECHCTBUE 2-aMU-
HO-0-x710p-0OeH30THAa30ma 16 u 2-aMuHO-4-METOKCH-
OGeH30Tra305a 1B ¢ 3TOKCUMETUICH AN THIIMAIOHATOM
U 3TUI (3TOKCUMETUIIEHLIUAHO)alleTaATOM COOTBET-
CTBEHHO HE MPUBOJUT K OOPA30BAHUIO KOHIEHCHPO-
BaHHBIX MUPUMHUINHOBBIX CTPYKTYpP, a 00pa3yroTcs
JIMUIb MPOAYKTHI JIMHEHHOTO CTPOEHUS TUITHIOBBIN
a¢up 2-[[(6-x110p-2,3,-AUTUIPO-2-OEH3OTHAZ0IT)aMU-
HO|MeTHJIEH]- MPONaHANKapOOHOBON KHUCIOTHI 30 U
STUJIOBBIH a¢hup 2-1inaHo-3-[(2,3-muruapo-4-MeToOKCH-
2-0eH30TUAa30J1)aMUHO]-2-TTPOTTaHOBOM KUCTOTHI. Mx
XapaKTepUCTUKU MPUBEIEHBI B Ta01.2. (cxema 3)

Kaxk crmenyer u3 cniektpos [IMP, B coenunennu
30 comepxkuTcs 15 mMpOTOHOB, UTO OAHO3HAYHO IMOT-
TBEPXKJAET €ro JIMHeHHyo cTpykTypy. Curnan NH
MposIBJIsieTCs B BUe Ayosera mpu [F 11,4 m. 1. (1H),
0J1e(UHOBBIN TPOTOH oTMeueH npu 8,70 M. 1. (1H,
1), XAMUYECKHE CABUTH TPEX apOMATHUYECKUX IMPO-
TOHOB HAxoJsTca B obnactu 7,35-7,90 m.a., AByx
MeTUIEHOBBIX rpymn — 4,15 — 4,30m. 1.(OCH,CH,,
4H, m) n aByX MeTuibHbIX Ipymil — 1,30 — 1,40Mm. 1.
(OCH,CH,, 6H, m). B criektpe coenuHenvs 48 mpu-
cyrctByeT 13 mpoTtoHoB. CUTHAIBI 0JIEPUHOBOTO
npotoHa u NH-rpynmnel oTMeueHbl B BUjie 1y0I1eTOB

Tabruya 1
XapakTepucTHKH 3aMelieHHbIX THA30JI0NUPUMHUINHOB 23, 3a, 4a
Coenu- BpytTo- T.rm.,OC M Brixon, Conepxanne N, %
HEHHe ¢dhopmyna % Haiineno Bpruuci.
2a CsH4NLS 260-1 168,17 36 16,66 16,58
3a CoHgN,0OsS 176-8 224,23 40 11,66 16,63
4a CoHgN30,S 108-9 223,25 33 18,82 18,88
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npu 0=8,65 m.a. (1H) u d=11,00 (1H) cooTBeTCTBEH-
HO, YTO TTOATBEPKIACT IMHEWHYIO CTPYKTYPY COE/TH-
HeHus |VB. IIpoToHBI apoMaTHUeCKOTr O KOJblla, Me-
TWJIEHOBOU U IBYX METWJIBHBIX TPYIII MPOSIBIISIOTCS
B obmactu & = 7,25 - 7,8Q. 1. (3H, m), 4,30 m. 1.
(OCH,CH,, 2H, M) , 1,25 - 1,40m. n. (OCH,CH.,
3H, 1) n 4,00 m. 1. (OCH,, 3H, ¢) COOTBETCTBEHHO.
B oTnmunu ot 4-MeTOKCHU- U 6-XJ10p-2-aMUHOOCH-
30THA30JI0B B3aUMOJIEHCTBHE 2-aMUHO-6-3TOKCH-
6en3oTnazona 1r ¢ 3TII(3TOKCUMETWIICHIIUAHO )alie-
TaTOM HUJIET C 00pa3oBaHUEM ITUIOBOTrO 3dupa 4-
UMHHO-8-3TOoKcu-4H-nupumungo[2,1-
b]6enzoTnazonkapboHoBoii KUCIOTH 4r. I1yTh B3a-
UMO/JIEHCTBUSI MOXKET OBITh MIPEICTABIIEH CXEMOi 4.
Taxoe 3axroueHue ObII0 CAETAHO HA OCHOBAHUU
n3ydenus I[IMP-criekTpa oOpa3oBaBIerocst mpoayk-
Ta 4r. B IIMP-cniektpe coearHeHus 4r B OTJIUYKE OT
4B He HAOJIIOIAFOTCSl PACIICIUICHU S CUTHAJIA MPOTOHA
NH-rpynmsl, KOTOPBIM MPOSIBISETCS B BUJIE CHHTIIETA
mpu O = 9,50m.1. (1H) . XuMuyeckue cIBUru apoma-
THYECKUX IMPOTOHOB OTMeYeHbI B obmaactu & =7,00 —

8,20Mm. 1. (3H, ¢, 21) ¥ MUPUMHIMHOBOTO IHMKJIA IIPU
0=8,80 m.1. (1H, ¢), AByX METUIIEHOBBIX IPYIII IIPH
6=4,00-4,40 m.1. (OCH,CH,, 4H, M) 1 1BYX METHUJIb-
HpIx npu 0=1,20 — 1,35 m.1.(OCH,CH,,, 6H, m)

[TonydyeHHbIe pe3yIbTATHI XOPOIIIO COTIIACYIOTCS
C IMEIOIIUMUCS B JIUTEPATYPE CBEIEHUSIMU O TOM, UTO
Ha PeakIMOHHYIO CIIOCOOHOCTh 2-aMHUHOOEH30THA-
30JI0B 3HAYNTEIBHOE BIIMSIHUE OKA3bIBAET MPUPOIA
3aMEeCTUTENS UMEHHO B IIIECTOM IOJIOXKEeHUH [3].

Cnenyet OTMETHTbD, UTO Ha mactuHax Silufol mu-
HEWHbIE U KOHJCHCUPOBAHHBIE ITPOU3BOTHBIE ITPOSIB-
JITFOTCS TIO-Pa3HOMY.

[ToaTomy, Ha OCHOBAaHMY BBIIIIE CKA3AaHHOTO, TIPO-
JTyKTaM B3aUMOJICHCTBHS 2-aMUHO-6-3TOKCH-0EH30THU-
azoja 1r c MaJIOHOBBIM 3()UPOM U 3TOKCUMETHUIIEHMA-
JIOHOBBIM 3(HUPOM, a TAKKE 2-aMUHO-6-3TUIT-0EH30THU-
azojal 11 ¢ ITOKCUMETHIICHMAIIOHOBBIM 3(hUPOM ObLTH
MIPUIHCAHBI CTPYKTYPbI KOHJACHCUPOBAHHBIX COETUHE-
HUI 8-3TOKCH-4-runpokcu-2-H-muprmMuno[2.1-8]0eH30-
THa30/-2-0Ha 2r, 3TiI-8-R-4-0kco-4 H-rmupyumuo|[2,1-
B][1,3]0eH30THA30I-3-KapOokcriIaTa 3r,1 (cxema 5S)
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Tabnuya 2
XapakTepHCTHKH Le/IeBbIX BeLIECTB JIMHEHOI CTPYKTYpbI
Coenn- Bpyrro-dopmyna | T.mwr.,’C M Brrxop, Conepxanne N, %
HEHHE % Haiineno Brrunc.
2e C1iH11N20sS 87-9 251.28 24 11.15 11.17
30 C15H17CIN,OsS 159-1 356.82 26 7.85 7.81
38 Ci6H1sN20,S 110-4 350.39 68 7.99 8.01
3e CisH1sN20,S 86-8 320.36 31 8.74 8.75
4B C14H15N305S 174-7 305.35 69 13.85 13.91
4e Ci3H11N30,S 88-9 273.31 34 15.37 15.34
Tabruya 3
XapaKTepl/lCTl/lKl/l HEJICBBIX BEIECTB pAaa 66H30Tﬂa30ﬂ0ﬂﬂpﬂMPl}ll/lHOB
Coenn- Bpytro- T.mn.,°C M Brixog, Copepxanne N, , %
HEHHE tdhopmyna % Haiineno Beruuc.
2r C12H10N205S 144-6 262.29 30 10.68 10.63
3r CisH1aN20.S 161-3 318.34 55 8.80 8.85
3n Ci3H15N205S 122-4 279.25 32 9.27 9.24
4r Ci5H18N205S 165-6 306.38 50 9.14 9.18

[TponykThl, OTyYeHHbIE HA OCHOBE PEaKIUu He-
3aMeIeHHOTO 2-aMUHOOEH30THA30/Ia C MAJIOHOBBIM
3GUPOM, 3TOKCUMETHUIIEHMATIOHATOM M 3THII(3TOKCHU-
METUJIEHITAHO)aIeTATOM, OBLIN UACHTU(PUIINPOBAHEI,
KaK COCIMHEHUS C TUHEHHOM cTpyKTypoit atun2-(1,3-
OeH30THa30I-2-uIIKapoamMoum)anerat 2, 2-[(2-aMuHo-
OCH30THA30.1)-METUIICH |- AIU3THIIOBBINA 3(hHUp MpoIaH-
IUKAapOOHOBOM KHUCIOTHI 3¢ M 3-(2-aMHHOOEH30THA-
3011)-2-1T1aHO-3TWIIOBBIH 3(hUp 2-MPOTIEHOBON KUCIIO-
THI 4e. JlaHHOE 3aKITIOUeHNE OBLIO CIETaHO HA OCHO-
BaHuu gaHHBIX [IMP-criekTpa npoaykra 3e. (cxema 6)

B IIMP-cniekTpe coenuHeHus: 3¢ MPUCYTCTBYIOT
PE30HAHCHBIE CUTHAJIBI TPOTOHOB JIBYX 3TOKCHUITBHBIX
rpymn, rpymnsl =CH, NH 1 geTbipex apomaTuyec-
kux nportonos: 1,20-1,40 m.a. (OCH,CH,, 6H, m),
4,15-4,35 m.n. (OCH,CH,, 4H, m), 7,25-8,10 m.1.
(apom. 4H, M), 8.65-8,80 m.a. (=CH, 1H, n), 11,40
m.a. (NH, 1H, g). IlpucyTcrBue aByx ClIIokHO3(UP-
HBIX ()parMEHTOB OJTHO3HAYHO CITY)KHUT JIOKA3aTEb-
CTBOM JIMHEWHOM CTPYKTYPHI BelllecTBa 3¢.

XapaKTepUCTUKH MTOTYYCHHBIX COETMHEHUM TPU-
BeJICHBI B TA0I. 2.

IKCIIEPUMEHTAJIBHAA YACTb

KoHTpoJ1b 32 X0/10M peakiuii 1 UHANBUAYaTbHO-
CTBIO TTOJIYYEHHBIX COCAMHEHUI OCYIIECTBIISUTH Me-
tonoM TCX nHa mractunkax Silufol UV-254, B kaue-
CTBE JJIFOCHTA UCIIOJIb30BaIN WHANBUAYaIbHbIC pa-
CTBOPHUTEIIA U KX CMECH B PA3INIHBIX COOTHOIIICHH-
sIX, MposiBUTE TN — Y D usnydyenue, napsl ioaa. Criek-
Tpbl IIMP cHumanu Ha npubope Bruker AM-300,
BHYTpeHHU cranaapT — TMC.

44

Ucxoaubie 2-amuHo-R-0eH3oTna30.b1 (16-1) 1m10-
JIy4ajid, Kak OIMMcaHo B [4].

BzaunmopeiictBue 2-amuHo-(R-0eH30)THAa30J10B C
MAaJIOHOBBIM 3¢upom

B xpyriionoHHyro koj10y eMKkocTbio 50 M1, cHa0-
JKEHHYI0 OOpaTHBIM XOJOAWIIBHUKOM TTOMEIAIN
0,005monp 2-amuuo-(R-6en30)Tuazomna u 0,005
MOJIb MAJIOHOBOTO 3upa, pacTBOpeHHbIe B 10 M.
nuoxcaHa, u kunsatuiau 10-18 yacos. ITpoaykT BeI-
JIeTISUTA TTyTEeM BBUIMBAHUS PEaKIIMOHHON MaccChl B
Boy. OTPUIBTPOBAHHBIN OCAJIOK TIEPEOCAKIAIIH,
pactBopss B 25 mit 10%-HOTO pacTBOpa IIETOUHN U
TTOJIKUCIISISI KOHII. COJISTHON KUCITOTOM 110 cl1abo Kuc-
JIOM peaKIny CPeIbI C MOCIIETYIONIEH IEPEKPUCTAIT-
mm3anueit n3 guMetwipopmamuaa. XapakTepUCTU-
KU 1IeJICBBIX BEIIECTB 2a IIPUBEACHEI B Ta0JI.1, 2T —
Tabi. 2, 2e — Tadi. 3.

B3aumopeiicTBHe 3aMellieHHbIX 2-aMuHO-(R-0eH-
30)THA30JI0B C AUITHI (ITOKCUMETUIIEH)MAIOHATOM
U 3THI(3TOKCUMETU/IEHIINAHO)AleTATOM

B xpyriaomoHHy1o K010y eMKOCThIO 50 MII. ITO-
MeIalii 3KBUMOJIbHBIC KoandecTBa (0,005 Mob)
HUCXOHOTO 2-aMuHO-(R-0eH30)THa3011a 1 COOTBET-
CTBYIOIIIETO peareHTa, pacTBopeHHbie B 10 M. qu-
okcaHa. PeaknimoHHy10 cMech KUITSITUIIN ¢ oOpaT-
HBIM XoJoguibHUKOM B TeueHue 10-20 gacos. ITo
OKOHYAHWHU PEeaKIMH BBITIABIINN 0CaJ 0K OTHUITh-
TPOBBIBAIN U MEPEKPUCTATIIIUZOBBIBAIIA U3 TUOK-
caHa WIM 3TaHoja. XapaKTepPUCTUKU CUHTE3UPO-
BaHHBIX BEIIECTB 3a MpUBeaeHHI B Tabi.1; 30, 3B,
3e —Ttabm. 3; 3r, 31— T1aba. 2; 4a B Tabmi. 1; 48, 4r —
Tabn. 2;4e — tadmn. 3.
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