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CHUHTE3 ¥ TETEPOIUKJIM3AIML
JUTAOKAPFAMOWJIAIIETOYKCYCHBIX D®OHPOB
W AHWIAIOB

Jeitcteuem coneit N-MOHO3aMEINEHHBIX JUTUOKAPOAMUMHOBBIX KUCIOT Ha (X-XI0P-
ANETOyKCYCHbLH 3(hUp ¥ AHMIUI Oy YEHbI (L -TATHOKA POAMOUABHbIE IPOM3BORHbIE, IPYU
CTOSIHMM MIIM HAarPeBaHUHK IPEBPAINAFOIIUECS B STHIIOBBIHM 3UP U aHkIHA 2-THOOKCH-3-
MeTHI (apin) ~-4-MeTun- 1, 3-Tuasomui-5-xapGoHOBbIX KUCIIOT, KOTOPBIE MOXHO HEPEBe~
CTH B COOTBETCTBYIOILYIO KUCJIOTY, XJIOPaHTHMAPYS M aHMIMUA.

KJIO9eRbIe CJI0BA: reTePOUMKIM3AnMS, UTUOKapOaMaTsl, THOMOYEBHHA,, TUA30-
JIMH, TUA30IMNUEHIL, (-XJIOPYKCYyCHAY KMCHOTA.

Cosm N-ankuiprnokapbaMIHOBEX KUCHOT ¢ XJI0PALETOHATPHIOM, XJIOPI#A-
aHOYKCYCHBIM 3bHpOM ¥ aMmOOM BMECTO S-3aMEHIEHHBIX IIPOW3BOZHBIX
RATHOKAPOAMATOE € OTKPHITOM ILEOmBI0 O0pa3yioT NPOAYKTH KX BHYTDH-
MOJIEKYJISPHON reTepOnrKIM3anyy — IPOX3BOXHbIC THasomamaa [1—4 1.

C uensro BosieueHMS B cdepy 3TOH peakuum HOBHX (DYHKIMOHAIHHO
3aMENEHHBX TAJ0TeHIPON3BOAHBX MBl M3YUWIM B3aMMOACHUCTBUC YKA3SAHHBIX
coledl ¢ a-X70paneToyKCycubiM 3mpoM u ammmmroM. METEpec K H3yyeHMIO
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JAHHOTO B3aWMOACHWCTBHS ¥ MPEATOJIOXEHHE O BO3MOXHOM 00pasoBaHm¥ IIpH
3TOM CEPYCOACPXKAMMX FeTCPONUKIOB MONKPEINAKIOTCS TAKXKE TEM, UTO ASHCTBHE
THOMOYCBMHEI, THOALCTAMWNA, MEPKANTO3TaHOAa MW OPYTAX DONCTBEHHBIX
IATHOKAPOAMATAM COETWHEHHEE OOBUHO IMPWBOOWT K CHETC3Y DECTHIUIOB
THA30JIOBOTO ¥ OKCATUUHOBOIO pamos [5—71].

Iloxm meficTBuEM BONHEIX pacTBOPOB COid N-MOHO3AMEINEHHEX AUTHOKApOa-
MaTOB Ha «o-XJOpaNeTOYKCYCHEHI 5dmp o0pazyrorcd ARTHOKAPOAMOWILHHE
MPOM3BOAHKIE AETOYKCYCHOTO 3upa 1a—e, KOTOpHIE Tipy CTOSANH, a TeM DoJee
HpH HarpCBAHWY NUAKIHIYIOTCH B STHWIOBHE 3(bUpH 2-THOOKCH-3-MeTm (apwt) -4-
MeTiI-1,3-Trasonmanamn-5-kapOonoBrx Kucaor 2a—d.

YynthBag BHCOKYKW GYHTHNMAHYR AaKTHBHOCTE HEKOTOPHX AHWIWAOB
3aMCIEHHEX NPOM3BOOHEIX (hypaH-, TAA30J- ¥ OKCATUMHKAPOOHOBHIX KUCIOT
[8], MBI mepeBesE HEKOTOPHE M3 CHRTE3HPOBAHHKEIX HaMA 3UPOB B AHWUIKIHL
ILig atoro ruaposmsoM s¢upa 2a Gbia MOIYYeHa COOTBETCTBYIOMAd KUCIOTa 3,
JIErKO TEPEexXoxsimas Tox HACHCTBUEM XJIOPACTOTO THOHWIA B XJIOpDAHTAAPWN 4.
Tocnepamii ¢ aHAIAHOM B IPHCYTCTBAM HUPHANEHA 00pa3yeT OXUIAEMBLA aHFIAL
5, KOTOPHIN MOIYYEH TAKXKE BCTPEUHBIM CAHTE30M — AUTHOKAPOaMOMITAPOBAHI-
€M aHWIHAA ¢-XJIOPAIETOYKCYCHOM KHWCIOTH ¥ IOCHEAYIOIICH TeTepOIMKIA3a-
e agunupa 0.

Huxe npeacrassieHsl myTh 00pasOBAHAS XapAKTEPACTHICCKHX (DPATMEHTOS B
MAaCC-CIEKTpax CWHTE3MPOBAHHEIX COCOWHECHMM, MONTBEPXAAIOMUAX TPCAIOXCH-
HOE CTPOCHHE:
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Oparmerrarms coeauHeHEEA 2a—d B OCHOBHOM IIDOTEK2€T AHAJIOTHYHO
pacuagy wWoHA (M-H20)* (cM. cxemy). B Macc-cmextpax coenmHeHmii 2b,d
DpPUCYTCTBYIOT XapakTepuctideckue muku oHoB @1 —@3' ¢ COOTBETCTEYIOIUMEI
casuramu (Tabm. 1).
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Tabnuma 1

Macc-cnektper  coepupenwsi 1a, 2a—d

Co [~
ne‘;\z m/z (Iora, %)
la 235(75), 217(74), 192(6), 162(16), 145(14), 131(28), 120(70), 116(44),
105(11), 103(18), 92(22), 88(13), 85(19), 74(60), 56(27), 45(34), 43(100)
2a 217(100), 189(37), 172(18), 145(16), 116(7), 98(8), 88(6), 74(15), 72(15),
71(12), 70(10), 56(30), 45(17), 43(10)
2b 279(100), 251(19), 250(51), 234(14), 207¢9), 206(12), 134(14), 118(14),
77(47), 43Q21)
2d 315(47), 313(100), 287(4), 285(11), 284(30), 270(45), 268(14), 241 (10),
240(7), 162(16), 161(11), 160(15), 152(16), 116(20), 111(34)

' 3KCIEPEMEHTAJNILHAY JACTH

UK criexTpsl COCTUHEHMI 3amvcanb! Ha nputope UR-20 B Ba3eMHOBOM Macie, CeKTpst SIMP Iy
— Ha cuexrpomerpe Mercury-300 8 CDCls u IMCO-ds. Macc-crexTps: noiydeHs: Ha nputope MX-
1321 A ¢ opsvpiv BBOJOM 05Da3Ha B MCTOUHIK MOHOB, SHEPTHS HOHM3UPYIOMMX 3eKTpoHos 70 9B.

mui-o - (N-Mermn) yrraokapbamornaneroanerar (12). K 2.0 r (0.012 mMoins) Metuaguruokap6a-
Mata Harpua B 10 M soxs! npu 0 °C u nepemenmsanum nopuuamu ao6aessor 1.65 1 (0.01 Mons) srun-
C-X0PALEeTOaneTara, nepemenssaioT 3 1 npu 15—20 °C, 3ateM ocapok oTdrisTposemBaioT. Iomryga-
10T 2.2 (94%) coemuuerus 12 ¢ 1. 1. 124—125 °C. Cnexrp IMPH (CDCl3): 1.32 (3H, 1, CH3CHY);
1.60 (3H, c, CH3CO); 2.9 (3H, 1, N—CHa3); 4.30 (2H, x, CH2); 448 (1H, ¢, CH); 7.5 . p. (1H, m.
¢, NE). M* 235. Hajeno, %:N 6.12; S 27.41. CgH13NO3S2. Borumcnieso, %: N 5.96; S 27.23.

Coeauuenus 1b—e nony4aroT o aHaIorHaHoM MeTomuxe (1abm. 2).

D1an0BiL 3¢Hp 2-THOOKCH-3,4-InMeTHI-1,3-THA30 TAIM - 5-KaPOOHOBOK KACAOTH (2a).
Pacreop 2.35 (0.01 mons) coepurienus 1a B 10 M a6COMOTHONO TOIYONA B IPUCY TCTBUM KaTaJUTHIC-
CKiMX KOJAMHEECTB H-TONyONACYIbMOKUCHOTH: KumstaT 6 1 npu 125—130 °C. Cycnensmio ymapusaior,
0CTAaTOK 00pabaThiBar0T meTponeHeM 5dbrpoM 1 0TdunsTpoBsBatoT. Homydator 1.8 r (839,) coepume-
Hug 2ac 1. 1L 76—78 °C. UK crexrp: 1600 (C=Cconp), 1730 oML (C=0). Cnextp AMP g (AMCO-de¢):
1.35 (3H, 1, CHsCHY); 2.7 (3H, ¢, CH3); 3.8 (3H, c, N—CH3); 4,28 m. 1. (2H, %, CH2). M"217.
Haiizeso, %: N 6.67; S 29.13. CsH11NO2S». Boramcnerno, %: N 6.45; S 29.49.

KOHCTAHTHI ¥ BRIXOAH coemuuermii 2b—d npusenens: B talu. 3.

2-TuEo0KCH-3,4-1amMe T~ 1,3-THazonnnuaui-5-kapbogosas xuciora (3). K pacreopy 0.44 r
(0.011 mosp) NaOH B 15 M1 BOES! IpU nepeMeHEaHMHM mopiusMy xobapisor 2.2 v (0.01 Momm)
coenuHeHuys 2a. PacTROp MOJNYUEeHHOH HATPUEBOM CONM COSNMHEHMS 3 uepe3d 24 4 IOAKMCIHISIOT
CH3COOH u ordustpossmarwrt. Hoxyuasor 1.5 (809,) coemurenus 3 ¢ 1. mwir. 214—216 °C. Coexrp
SMP 'H (IMCO-de): 2.73 (3H, ¢, CH3); 3.72 (3H, ¢, N—CH3); 13.6 M. 1. (1H, m. ¢, OH). M"* 189.
Haitneno, %: N 7.27; S 34.05. CsH7NO2S2. Bemmcneno, %: N 7.41; S 33.86.

X I0paHTAAPHL 2-THOOKCH-3,4-AaMETrE- 1,3 -THa3o M paanT- S-kapborosoi xucaorel (4). K 1.9
(0.01 mMoms) coemumenua 3 B 10 Mmu abcomoTHoro GeH3ona Npu nepemenmuBaruy U rpy 0 °C moprasvu
nobasrsror 1 vt (0.013 MoJb) XJIOPHCTOTO THOMMIIA, KUITATAT 3 9 XO npexpaniesus seresenus SOz u
HCI, 3aTtem OTroHsIOT M30RITOK XAOPUCTOTO THOHMIA ¥ OeH30). OCTaTok pacTuparoT 2 x 10 M nerposeit-
Horo adupa u oTduALTPOBBIBAIOT, PHUABTP C OCAZKOM XpaHAT B 3kcuxaTope. Iomygator 1.7 r (81%,)
coepunenus 4 ¢ 1. wi. 92—94 °C. Haitneno, %:C117.32; N 6.98; S 31.07. CsHsCINOS:. Boraucnesno, %:
C117.11; N 6.75; S 30.84. .

Apmmay 2-THOOKCH-3,4-TAMETHA-1,3-THA30IHMHEI-5-xapboroeoil kuciors (5). Cmecs 2.1 r
(0.01 Moms) coegrmerms 4 u 1.9 r (0.02 Moys) apmsmna 8 10 i abcomorroro Genzona xumarst 7 4.
OtronsioT 6enson, octaTok obpabarssator 10 M soab! u ordrmTpossmatot. Moxywator 2.0 r (75%)
coepurenys 5 ¢ 1. wi. 182—184 °C. Cnextp IMP 41 (CDCIs): 2.7 (3H, ¢, CH3); 3.7 (3H, ¢, N—CH3);
7.0—7.4 (5H, M, Ph); 8.0 M. z. (1H, m. ¢, NH). YK crextp: 1510, 1600 (C=C), 1660 (C=0 amun.),
3300 ot (NHD. Haitreso, %: N 10.47; S 23.04. C12H2:N20S2. Beraucsieno, %: N 10.22; § 23.36.
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OUEKO-XUMUYECKNE XAPAKTEPUCTHKK COoefuHeHumit lb—e
\ :

Tabanma 2

Haiineno, %

*

Criextp SIMP lys CDCl3,

ig;’ﬂ' qi%yng?l; Boriucuicrio, % m* T. om, °C Cnekrp AMP 1}{, (3, M. i (CDCl3) Beixon, %
c H - N S
1b Ci3H;15NO3S, 52.80 5.36 5.03 21.10 297 8§9-91 1.3 (3H, 1, CH3CHj); 1.55 (3H, ¢, CH3CO); 4.25 (2H, k, 67
52.53 5.05 4.71 21.55 CHy); 4.45 (1H, ¢, CH); 7.0—7.4 (5H, M, Ph)
1c Cy3H;4CINO3S, 47.40 4.53 4.41 19.58 {331/333 | 100—102 | 1.3 (3H, 1, CH3CHy); 1.55 (3H, ¢, CH3CO); 4.25 (2H, k, 89
47.06 4.22 4.22 CHjy); 4.45 (1M, ¢, CH); 7.2—7.6 (4H, M, Ar)
1d Cj3H14CINO;S, 46.82 4.49 4.53 . 331/333 | 116—118 | 1.28 (3H, 1, CHaCHy); 1.55 (3H, ¢, CH3CO); 4.25 (2H, k, 88
47.06 4.22 4.22 19.31 CHy); 4.45 (1H, ¢, CH); 7.05—7.45 (4H, M, Ar)
le* CoH;,N4038, 37.73 4.41 19.73 22.59 288 118—120 | 1.27 (3H, 1, CH3); 1.77 (3H, ¢, CH3CO); 4.28 (2H, x, 63
37.50 4.17 19.44 2222 CHj); 4.95 (1H, ¢, CH); 8.5 (2H, ¢, CH=N)
*  Cnextp AMP H 5 CDCl3 + (CD3)yC0.
Tabanwpa 3
Du3nKO-XMMUUECKVE XapakTepuUCTUKH CoejuHeHnd 2b—d
_Hafineno, %
Coer- &%m; Bevmeneno, % m* T. na, °C Crexrp AMP M, O, m. 1, (AMCO-dg) Buixo, %
N S
2b C13H13N02SZ 6.27 23.40 279 156—157 1.3 (34, T, %CHz); 2.25 (3H, ¢, CH3»); 4.30 (2H, , CH3); 7.35—-17.65 87
5.02 22.94 ] (4H, M, Ar)
2c Cy3H,CINO,S, 4.69 20.72 313/315 128—130 1.3 (3H, 1, CHsCHy); 2.3 (3H, ¢, CH3); 4.25 (2H, x, CHyp); 7.0—7.4 79
4.47 20.41 (4H, ™M, Ar)
2d* Cy13H,CINO,S, 4.73 20.83 313/315 130—13! 1.3 (3H, 1, CH3CHy); 2.2 (3H, ¢, CH3); 4.2 (2H, x, CHy); 7.0-7.4 90
4.47 20.41 (4H, M, Ar)




a-(N-Mermn) guraoxapbamouaneroaneraamwmag (6) . K pacreopy 1.55T (0.012 Momns) MeTHIRmMIio-
kapbamaTta HaTpus B 10 My Bogs: npu 0—35 °C mopumsmu goGasmsor 2.12 r (0.01 moss) ammmMaa
O-XNOPAHETOYKCYCHOM KUCAOThL CMech BoiRepaKuBatoT 24 unpu 20 °C u orduastposeisaot. Honyuaror
2.3 1 (86%) coepunenus 6 ¢ 1. 1. 146—148 °C. Criektp SIMP Iy (CDClz): 1.6 (3H, ¢, CH3CO); 2.9
(3H, a, N—CH?3); 4.48 (1H, ¢, CH); 7.0—7.4 (SH, M, Ph); 8.0 m. z. (1H, m. ¢, NH). Haitaeno, %:
N 9.70; S 23.00. C12H14N202S2. Beraucneno, %: N 9.93; S 22.70.

Uuxnmzanna coeansenud 6 (5). OCymecTBIsIOT aHANOIMIHO NIONYUSHUIO COEMHEHUS 2a. Boi-
xor 84%, T. . 182—184 °C. TIpoba cmemenus ¢ 00pasuoM, NOMYUEHHBIM 13 COeUHEHUS 4, HE JaeT
HENPEeCCUM TEMIIEPATYPHI TLIABICHUS.
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