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PEAKIIUS
N-(1-APHJI-2,2,2-TPUXJIOPDTHI) APEHCYJIb®OHAMUIOB
C THOAMHUJAMHU - NIYTh K 5-APEHCYJIb®OHAMMJIO-

4-APMJITHA30JIAM

KaroueBsble cjioBa: CleI)(l)OHaMI/I,HI)I, THUA30J1bl, THOAMU/IbI, XJIOPA3SUPUANHBI.

Hamu pa3paboTansl yi00HBIE METOBI BBEJICHHS aMHIOTIOJIUTAIOTCHATIIIB-HBIX (PArMEHTOB B CTPYKTYPHI
apoOMaTHYECKUX, TeTepoapoMaTHYecKux coean-HeHuid [1-3]. DOTo mo3BONMMIO pemwuTh MpodIeMy
JIOCTYITHOCTH IIIMPOKOTO Psijia MOJIUTaIOTCHATIIIAMUIOB Tua 1, Hanuuue B kotopbix rpynnsl NH u monura-
JIOTEHMETHJIbHBIX (PParMEHTOB IMO3BOJISICT CYMTATh WX MEPCIEKTUBHBIMU i cuHTe3a N-comepikariux
TeTePOIMKINICCKUX CHCTEM.
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CucreMaTHUECKH HCCiIeysl PEaKIMOHHYI0 CIIOCOOHOCTh COeMHEHHUH 1, MBI Ha MpUMepe MPOU3BOIHBIX
apeHcyab(poramuaoB 1a,b 00OHAPYKUITN HEOXKH-TAaHHBIC TIPEBPAIIICHUS, KOTOPBIC MPOUCXO/IAT B alIPOTOHHBIX
OWIONSIPHBIX Cpe-AaX B TPUCYTCTBUM HEOPraHMYECKMX OCHOBAaHMH M THOAleTaMHIa W NPHUBOAAT K
00pa3oBaHHIO 2-aNKHI-5-apeHCyIb(HoHaMHI0-4-apuiITHa30J10B 2a,b ¢ Beixo-10M 31-34%.

IpeamnonaraeMslii myTh 0O0pa3oBaHWsT THA30J0B 2a,b BKIIOYaeT CTAAMIO IMKIM3ANMKH aMumoB la,b B
JUXJIOPa3UPUANHBL, KOTOpbIE B YCIOBHSAX pEaKUUH IPETEePIEBAIOT PELUKIM3ALUI0, NPEBpAlICHUE B
MMHJIOWIXJIOPUAHBIE UHTEP-MEINaThl B pe3yibTare 1,2-XJIOpOTPONHOIO CABHUra, AajbHEHIIYIO IeTepOLHK-
JU3AIIMI0 TIPU B3aMMOJICHCTBUU C THOAMHJIOM M ITPOTOTPOITHBIE TPEBPAIIEHHSI, KaK YKa3aHO Ha CXEMe.



OO0pa3oBaHue 3aMeIICHHBIX MPOM3BOJHBIX XJIOP- M JUXJIOPA3UPUIMHOB B pe-3yNbTaTe MPEBpAIICHUHA
MOJIUXJIOPITHIIAMHUIOB apeHCYIb(OKUCIIOT ObLIO MPO-AEMOHCTPUPOBAHO HaMu paHee [4, 5]. Peuukauzaius
JIUXJIOPA3UPHUIMHOBBIX CHCTEM JO WMUJIOWIXJIOPHIOB Takxke wu3BecTHa [6]. OmHako mpeBpalieHus
TPUXJIOPITUIAMHUIOB, TO3BOJISTIOIINE MTPU B3aMMOJICHCTBHY C THOAMUIAMH B OJTHY CTaJIUI0 OCYIICCTBUTh CHHTE3
TeTEePOIMKIIOB THA30JIBHOTO PSIJIa, B JINTEPATYPE HE OMUCAHEL.

MbI  OCYIIECTBWIM TaKKe BHYTPUMOJIEKYSIpHYIO Iukiau3aiuio  N-(1-tro-aneramuao-2-¢hennn-2,2-
JUXJIOPITHAN )-4-X10pbeH3oncyashonamuaa (3), KOTo-pas MOXKET MPOTEKATh JHIIH OJHO3HAYHO U IPUBOIUT K
4-apeHcynbhoHaMuI0-2-MeTHI-5-(henmnTrazony (4). Kak mokassiBaeT cornocraBieHue GU3NKO-XUMHU-UYECKUX
JIAHHBIX THA30JI0B 2a ¥ 4, 5TH COCJIMHEHHS SBISIIOTCS W30MEPAaMH, YTO JIOKA3bIBACT PErHOHANPABICHHOCTh
XUMUYECKHX MTPEBPALICHUIN TPUXJIOPITHI-aMHUI0B 1, IPpUBOAAIINX K S-aMu10-4-apuiTHa3onam 2a,b.
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Crpoenue coequHenuit 2a,b u 4 moaTBEPIKIAETCSA CIICKTPATLHEIMH METOAAMHU M DJIEMEHTHBIM aHAJIU30M.
Jlnst oTHeceHHs cHrHanoB B crektpax SIMP 'H n BC ncnonpsosamcs JIBYMEpHBIE TOMO- U TETEPOSACPHbBIE
koppemnsunonabie metonuku 2D-NOESY, HSQC, HMBC, a taxxe metomauka 2D-INADEQUATE.

B Hacrosimee Bpemss MNPOBOAUTCA ONTUMM3AlMS METOJOB IMOJYyYEHHS THA30-JIOB Ha OCHOBE
TPUXJIOPITWIIAMUJIOB TUMA 1, MCCIIECAYIOTCS OTPAaHUYCHUS U OINpe- JAEJSAETCS OOIIHOCTh HOBOI'O IMOJAXOJa K
MPOU3BOIHBIM THA304.

Crextpst SIMP *H 1 *C nonyuens B CDCl; Ha cniextpomerpe Bruker DPX-400 (400 1 100 MI'tj cCOOTBETCTBEHHO)
npu KoHieHTpanuu Bemmectsa 5—10 % u ¢ nobasne-unem I'MJIC B kauecTBe BHyTpeHHero cranaapra. Coenunenus 1a,b
CHUHTE3UPOBaHbI 10 MeToay [1], coenunenue 3 — mo metoay [7].

4-Apua-2-meruin-5-(4-xaopo6ensoncyabgonamMmuao)ruazonl (obmas meroauka). [lepemenmBaroT 5 mmons N-(1-
apuii-2,2,2-tpuxjopatai)amuaa 4-xmopoensoscyasdo-kuciaorel 1a,b, 1.50 © (20 mMoib) tHoaneTamuaa u 2.12 t (20
MmoJib) Na,CO3 B 10 M JIMDA mipu 90—-100 °C B Teuenue 90 MmuH. PeakiHOHHYIO CMECh OXJIaXKIal0T, BBUIH-BalOT B S50
MJI BO/JIbI, OT(UIIBTPOBBIBAIOT, (hunbTpar noaxucisitot 10% pacrsopom HCI o pH 5-6, ocanok tnaszona 2a,b otaensor,
cyuiat, nepekpucramumzopbiBatoT u3 CHCls.

2-Metui-4-pennia-5-(4-xaopoensoncyiabdonamuno)ruasod (2a) nonyyaror u3z 2.00 r (5 Mmmons) amua 1a. Beixos
0.57 r 31%), 1. . 172 °C. Crmektp AMP "H, &, M. 1: 2.60 (3H, ¢, 2-CH3); 6.88 (1H, yur. ¢, NH); 7.38 u 7.72 (4H,
AABB', 4-CIC4H,); 7.32, 7.39 (5H, M, CgHs). Criexrp SIMP °C, 8, m. 1. 19.17 (CH3); 126.42, 128.16, 128.32, 128.55,
128.73, 128.96, 138.35, 139.09 (C¢H,4 1 CgHs); 129.30 (C-4); 138.07 (C-5); 162.76 (C-2). Haiineno, %: C 52.78; H 3.63;
C19.65; N 7.75; S 17.70. C1gH13CIN,0,S,. Boruucieno, %: C 52.67; H 3.59; C1 9.72; N 7.68; S 17.57.

2-Merni-4-(4-mernndenni)-5-(4-xaopoenszonacynnhponamumo)tuaszon (2b) nony-yaror u3 2.07 r (5 MMOJIb) amMuIa
1b. Beixox 0.64 r (34%), 1. 1. 185 °C. Crexrp SIMP 'H, &, m. 1.: 2.38 (3H, ¢, 2-CH3); 2.63 (3H, ¢, 4-CH3CeH,); 7.15 u
7.30 (4H, AA'BB', 4-CH3CgH,); 7.31 u 7.65 (4H, AA'BB', 4-CICgH,); 7.35 (1H, yur. ¢, NH). Criextp SIMP °C, &, m. 1.:
19.54 (2-CHy); 21.33 (CH3CeHy); 126.71, 128.55, 128.85, 129.16, 129.69, 138.48, 138.68, 139.30 (2Cg¢H,); 129.17 (C-
4); 138.23 (C-5); 162.90 (C-2). Haiineno, %: C 53.77; H 3.96; Cl 9.49; N 7.47; S 16.98. C;7H;5CIN,0,S,. Boruucieno,
%: C 53.89; H 3.99; C1 9.36; N 7.39; S 16.92.

2-Metuii-5-penni-4-(4-xnopoenson)cyabponamuaoruaszon (4). Kumsarar npu nepemenmBanun 0.44 r (1 MmMosib)
N-(1-Tnoaneramuao-2-GpeHu-2,2-TuxaopaTui)-aMmuaa 4-xiaopoensoncynbdokuciors (3) u 0.20 r (5 mmosas) NaOH B
20 mu BojbI B Teuenue 4 4. Janee cmech oxiaxaarot u go6asistor 10 % pacreop HCI mo mpekpa-ienus o6pazoBaHust
ocasika THa3oia 4, KOTOPBIH OTIENSIOT, CyIIaT, IePEeKPUCTaI-IH30BIBAIOT U3 3Tanona. Beixox 0.30 1 (77%), T. . 147—
148 °C. Crextp SIMP 'H, &, M. 1.: 2.69 (3H, ¢, 2-CH3); 7.01 (1H, ¢, NH); 7.28, 7.30 (5H, M, CgHs); 7.29 u 7.54 (4H,



AABB', 4-CIC¢Hy). Criextp SIMP °C, 8, m. 1.: 19.92 (2-CHy); 128.05, 128.48, 128.58, 128.91, 129.31, 132.58, 136.43,
140.14 (CgHa 1 CgHs); 125.73 (C-4); 149.53 (C-5); 163.81 (C-2). Haitzeno, %: C 52.81; H 3.67; Cl 9.85; N 7.79; S
17.83. C1H13CIN,0,S,. Berancreno, %: C 52.67; H 3.59; Cl 9.72; N 7.68; S 17.57.
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