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4-OKCUXUHOJIOHBI-2

47*. CUHTE3 U JUYPETHYECKASA AKTUBHOCTbD
(2H-1,2,A-BEH30TUAIUA3UH-1,1-JNOKCUA-3-WI)METHJIAMHU/J10B
1R-2-OKCO-4-TUAPOKCUXWNHOJINH-3-KAPBOHOBbBIX KHCJIOT

C 1enblo onpeneneHus 3aKOHOMEPHOCTEH B3aUMOCBS3U MEXKITY XUMHYECKUM
CTpOCHHEM W OHOJIOTMYECKON aKTHBHOCTBIO OCYINECTBICH CHHTE3 W H3Yy4EHO
BJIMSIHAE Ha MOYEBBIICINTENbHYI0 (QyHKIuI0 modek (2H-1,2,4-6en3zornanuasus-
1,1-nuokcua-3-win)metnamMuaoB 1 R-2-0kco-4-rHapOKCUXUHOIHH-3-KapOOHOBBIX
KHUCJIOT.

KnwueBble cioBa: OcH30THAIMA3UH, NUYPETHKH, KapOOCTHUPWI, 4-OKCH-
XUHOJIOH-2.

[Tocne BBeAcHHMS B MEIOUIIMHCKYIO MPAKTHKY XJIOpTHAa3uaa — IEPBOrO
MPEICTaBUTENs  OCH30THAIUA3WHOBBIX  JIMYPETHKOB, a 3arTeM H  €ro
CTPYKTYPHOT'O aHaJiora TMIOTHA3K/A C IIENIbI0 TTOMCKA HOBBIX 00JIee aKTUBHBIX
COCIUHCHHMI TPOBOJWIMCH IIMPOKHUE HCCICIOBaHMS IO  HM3MCHEHUIO
POIOHAYANBHBIX CTPYKTYp. Ilpu STOM OBLIO BBISCHEHO BIMSHHUE Ha CHITY
MOYErOHHOTO 3((eKTa TOr0 MIIM MHOTO 3aMECTHUTENSI KaK B OCH30JbHOM, TaK U
IeTePOLUKIMICCKOM KOJIbIle. B 4YacTHOCTH yCTaHOBJIGHO, YTO HaMOOJIBIICH
JUYPETUYCCKOW aKTHMBHOCTBIO 00J1aJal0T  OCH30THAIUa3WHBbI, HMEIOIIHE
QIKWJIBHBIC WM apalKIIbHBIE 3aMECTUTENH B MOJoKeHuu 3 [2]. YuurThiBas
3TO, a TaKXKE C IIEJbI0 YCTAHOBJICHHS 3aKOHOMEPHOCTEH CBSI3U CTPYKTypa —
AKTUBHOCTb MBI ocymiecTBrIM cuHte3 (2H-1,2,4-6en3otuaaunasun-1,1-nuokcu-
3-un)-metuinaMuoB 1 R-2-0kco-4-THIPOKCUXUHOIHH-3-KapOOHOBBIX ~ KUCIIOT
(1) xax anamoros 1-R-2-okco-3-(2H-1,2,4-6en30Traana3un-1, 1-muokcua-3-mi)-
4-TUIPOKCUXUHONMHOB [3] M M3yYMIM WX BIUSHUE HAa MOYEBBLICIUTEIHHYIO
(YHKIIUIO TTOYEK.

(2H-1,2,4-ben3zornaauazun-1,1-muokcun-3-win)MetuaaMud  (2)  TOJIy4eH
aIMJIMPOBaHUEM o-aMuHOOeH30JIcyIb(aMua (3) GraonIaMUHOAICTHIIXIIOPH-
oM (4) ¢ mocnenyronei NUKIN3aIuell anuIuaa S5 moa BO3ACHCTBHEM BOJTHOTO
pacTBopa moTamia B OeH30THaAWa3zuH 6, ruapasuHoau3 [4] KOTOpPOTo
B KOHEYHOM WTOTE U JaeT aMuH 2. B ycnosusax Tepmonmsa (170-190 °C) amun
2 JIETKO BCTYNAET B PEAKIHUIO ¢ 3TWIOBBIMHU ddupamu |-R-2-oxco-4-ruipokcu-
XUHOJIMH-3-KapOOHOBBIX KHCJIOT 7 ¢ 00pa3oBaHHEM IIEJIEBBIX aMHJIOB 1
(tabm. 1, 2).

* Coobmenue 46 cm. [1].
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BnusiHue CMHTE3MPOBAHHBIX COCIUHEHUN HA TUype3 OCNBIX KPBIC W3ydasu
Mo TpeANioXeHHoW paHee Mmeroauke [3]. YcranosneHo, 4yto 1-N-meTunbHOE
npou3BoHOe 1a o0namaeT aHTHINYPETHUSCKUM JeHCTBUEM (YTHETCHUE IUype-
3a Ha 21% 1o CpaBHEHUIO C KOHTPOJIBHBIMU JaHHBIMH).

Tabnuma 1
XapakTepucTHKA CHHTE3MPOBAHHLIX COEMHEHMI
Haiineno, % T. o, °C

C:eﬂ:- q‘i};yTTO;‘ Berancieso, % (IM®A— Brixox, %

HewH Pyt c H N S EtOH)

la C19H16N405S 55.41 3.84 13.66 7.68 279-281 84
55.33 3.91 13.58 1.77

1b C20H18N405S 56.25 4.33 13.21 7.45 254-256 80
56.33 4.25 13.14 7.52

1c C21H1gN4OsS 57.44 4.20 12.71 7.37 242-244 78
57.53 4.14 12.78 7.31

1d C21H20N405S 57.32 451 12.70 7.25 257-259 83
57.26 4,58 12.72 7.28

le C22H2oN40sS 58.07 4.96 12.25 7.13 228-230 75
58.14 4.88 12.33 7.05

1f C22H2oN40sS 58.19 4.93 12.40 7.00 234-236 78
58.14 4.88 12.33 7.05

19 Ca3H24N4OsS 58.90 5.23 11.99 6.76 229-231 71
58.96 5.16 11.96 6.84

1h C24H26N405S 59.85 5.49 11.52 6.58 225-227 76
59.74 5.43 11.61 6.64

1i Ca5H28N40sS 60.55 5.60 11.33 6.54 189-191 75
60.47 5.68 11.28 6.46
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Tadonuma 2

Cnekrtpsl SIMP 'H (2H-1,2,4-6en3ornagnasun-1,1-MoKcHA-3-HI)METHIAMHI0B
1R-2-0Kc0-4-ruApOKCHXHHOJIUH-3-KapOOHOBBIX KUCJIOT, M. /.

Coenn- OH SO2NH CONH Hapou NCH;

HEHUe (1H, ¢) (1H, 1) (1H, 1) (8H, m) (2H, n) R

la 16.70 12.28 10.75 8.11-7.27 4.59 3.63 (3H, ¢, Me)

1b 16.68 12.22 10.75 8.26-7.29 4.57 4.33 (2H, k, CHy);
1.25 (3H, T, Me)

lc 16.61 12.16 10.70 8.19-7.26 4.57 5.95 (1H, m, CH=);

5.17 (2H, o, NCHy);
4.95 (2H, 1, CHy=)

1d 16.69 12.21 1075 | 8.18-7.28 | 454 | 4.24 (2H, 1, NCH);
1.65 (2H, M, CHoMe);
0.97 (3H, T, Me)

1e 16.72 12.26 1075 | 819-7.27 | 455 | 4.28 (2H, T, NCHy);
1.51 (4H, M, (CH2):Me);
0.94 (3H, 1, Me)

1f 16.70 12.26 1076 | 8.18-7.29 | 456 | 4.18 (2H, 1, NCHy);
2.14 (1H, m, CHMey);
0.92 (6H, 1, Me)

19 16.74 12.21 10.74 8.16-7.28 4.56 4.26 (2H, t, NCHy);

1.74 (2H, B, NCH,CHy);
1.39 (4H, M, (Cﬂz)zMe);
0.88 (3H, T, Me)

1h 16.73 12.21 10.74 8.14-7.25 4,55 4.25 (2H, T, NCHy);

1.76 (2H, kB, NCH,CH,);
1.32 (6H, m, (CH2)sMe);
0.85 (3H, 1, Me)

i 16.71 12.26 10.76 8.17-7.28 4.55 4.24 (2H, T, NCHy);

1.75 (2H, B, NCH,CHy);
1.29 (8H, M, (Cﬂ2)4Me);
0.85 (3H, T, Me)

YimHeHHe yriieBoAOpoAHON 1enu N-ajJKuiIbHOTO 3aMECTUTENS COIpO-
BOJKJAE€TCS YCHUIIEHUEM MOYETOHHBIX CBOMCTB, TIOCTEMEHHO JOCTHTAIONINX MaK-
cumyMa y (2H-1,2,4-6en3orranuasun-1,1-auoxcui-3-wn)mermnamuia  1-rekcui-2-
OKCO-4-THIPOKCUXUHOINH-3-KapOOHOBO# KUCIOTHI (1h), KOTOpBIH 1O aKTHB-
HOCTH MPAaKTHYECKH HE YCTYMaeT TMIOTHA3WAy. B I1eJ0M jKe CpaBHUTEIbHAs
OLIEHKA JUYPETHYECKUX CBONCTB aMHUIOB la—i W MX CTPYKTYPHBIX aHAJOTOB —
1-R-2-okco-3-(2H-1,2,4-6en3otranuasun-1, 1-nuokcu-3-1)-4-ru ipOKCUX MHOJIMHOB
[3] — mo3BossieT cAenarth BBIBOJ, YTO BBEAEHHE METHIAMHHOKAPOOHHIBHOTO
MOCTHKA MEXKy XHHOJIIOHOBBIM W O€H30THAINA3HHOBBIM IIUKJIAMH COETHHEHUI
1 IpUBOJNUT K CHIKEHHUIO MOYETOHHON aKTHBHOCTH.

SKCIIEPUMEHTAJIBHASA YACTb

Crextpsl IMP 'H cunTe3MpOBaHHBIX COeMHEHHMIT 3ammcaHbl Ha mpuGope Bruker WP-100
SY B IMCO-dg, BHyTpeHuuii cranmaptr TMC. Macc-crieKTp amuHa 2 3aperdCTpUpOBaH Ha
KBaZpynoisHOM crektpomerpe Finnigan MAT Incos 50 B pexume MONHOTO CKaHHPOBAHHUS
B quanasone 33—700 m/z, woHHM3auus 3MeKTPOHHBIM yraapoM 70 5B, mpsiMoii BBOJ, CKOPOCTh
Harpesa ~5 %/c.
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Oo6mas meronuka noaydenusi (2H-1,2,4-6en3zotuaguazun-1,1-muoxenn-3-wnmerniiamuaos 1R-
2-0KC0-4-ruIpOKCHXMHOIMH-3-KapooHoBbIX KucioT (la—i). Cmecs 2.11 r (0.01 mons) (2H-1,2,4-
6ensoruanuasun-1,1-nuoxcun-3-mn)merunamuaa 2 U 0.01 Mone cootBercTByloIIero 3gupa 7
BBIIEPKHUBAIOT 5-10 MuH Ha Merawmueckoi Gane mpu 170-190 °C. OcTaTok pacTBOPSAIOT
B 20 M kumsimero IM®A, bunbtpyrot, 106aBisitoT 50 MJI 3TaHONA M OCTaBISIFOT HA HECKOJIBKO
4acoB MpU KOMHATHOH TemmepaType. Brimenusmmiicss ocamok amuzaa 1 oTQUIBTPOBBIBAIOT,
MIPOMBIBAIOT CIIMPTOM, CYIIAT.

(2H-1,2,4-benzotnaanasun-1,1-quokcua-3-mn)merwiamun  (2). K pactBopy 17.22 r
(0.1 monb) o-amuHOGeH307CYIb(amMuna B 100 mit arierona nobasstor 14 mi (0.1 Mounb) TpusTHI-
aMMHa, a 3aTeM NpH OXJaxIeHWH u nepememmBanuu 22.36 r (0.1 Moms) dQramon-
aMuHOAaneTUIXJIopuaa. Yepe3 5 4 peakMOHHYI0 cMech pa3baBisioT Booi, moakucistor HCI 1o
pH 4. BrirenuBmmiicss ocanok aHmwmaa S5 OTGMIBTPOBBIBAIOT, NEPEHOCIT B KOJOY, T00ABIIOT
pactBop 15 r K;CO3 B 100 M1 BOABI M NEpeMEUIMBAIOT JO PAcTBOPEHUS! OCajKa, MOocje 4ero
noakucisitor HCI 1o pH 4. Ocanok 6eHzotiannazuHa 6 oTGUIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOM,
cymar. Bexox 24.0 r (81%). Ilomydennsrii 6en3otnaanasuH 6 cycrneHanpytoT B 50 M Bogs,
00aBIBIOT 8.5 Mu ruapasuHTHApaTa u KkunsTAT 3 4. Oxnaxnator, moxkucistor HCl mo pH 3
u GuneTpyror. @unbTpar HelTpammsyloT BogHeIM pacTtBopoM NaOH m ocraBmsror Ha 10-12 9
npu Temmnepatype 8—10 °C. Ocaok OT(WIBTPOBBIBAIOT, IPOMBIBAIOT XOJIOJHON BOJIOH, CyIITarT.
Beixon amuua 2 10.12 r (48% B mepecueTe Ha MCXOIHBIN 0-aMuUHOOEH30JCyab(amun). T. mi.
258-260 °C (stamom). Macc-criektp, M/z (o, %): 211 (100) [M], 183 (31), 155 (17), 146 (60),
131 (27), 118 (86), 91 (90), 64 (78), 52 (31). Haiineno, %: C 45.57; H 4.18; N 19.92; S 15.13.
CgHgN30,S. Brruncieno, %: C 45.49; H 4.29; N 19.89; S 15.18.
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