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B. O, Jiggesko, B. II. JluteuHOB

CHHTE3 6-0KCO-3,5-IUIIUAHO-1,4,5,6-
TETPATHAPO-4-(CIIMPOUUKJIOIIEHTAH) MUPUIVTH-2-THOJIATA
N-METUWIMOPOOJIMHISA II0 PEAKIMH MIXADJILA

Peaxnuest HUKIONEHTHIMACHIMAHEYKCYCHOIO 3(bMpa ¢ HMaHOTHOAIeTAMMAOM HUIH
IMKJIONEHTMIUACHIMAHOTHOAUETAMMIA ¢ HUAHYKCYCHBIM 3(DHMPOM B IIPUCYTCTBHM N-
metmwmvopdomHa moayses 6-okco-3,5-aquumano-1,4,5, 6-reTparupo-4- (COMpOoUMKIO-
TIEHTAH) MUPUANH-2-THoNaT N-MeTriMopdOIMHUS, MCIOIb30BaHEBIN B CHHTESE 3aMe-
IEHHBIX 2-aJIKUNTHUOTETPArUAPONUPHUIMHOB, S5-0KC0-6,8-munuano-2,3,6,7-terparun-
po-(5H)-7- (crmpoumkionienras) Tuasono [3,2-o] mupuauna, S-ammin-2-MeTrinruo-3,5-
JMIMaHo-4, S-murunpo-4- (couponuxtonesTa ) upumus- 6 (1H)-oxa u 3-aMuso0-6-0kco-5-
ano-4, 5-purvnpo-4- (crmporukonesTan) - 2H-twmpasono [ 5,4-b] rupuyus-6 (TH) -osa.

Henasro HaMu mmoKa3aHa BOSMOXHOCTH CHHTE3d 3aMEIIEHHHIX 4- (COAPOIUK-~
JIOTEKCAH) MTHPUIHH-2-THOJIOB M -CEJACHOAOB B3aMMONCHCTBUEM I{HKIOTCKCHIIA~
AeHIUARYKCYCcHOro scdwpa ¢ muagoruoanetamMugoM [1]. B passuTue marsHeimmx
ACCACHOBAHMMA TO0 CHATE3Y AUTHIPONHPHAAHXAIBKOTEHOHOB, HEPCIEKTHBHBIX
CMHTOHOB /S NOJYYEHHS COCTUHEHWM C HAPOKWM CIOEKTPOM OHOIOrmUYecKOoR
aKTHBHOCTH [2], HAMH W3yYEHO B3aHMONEHCTBUE IUAKIONCHTHIHACHITAHYKCYC-
sHoro adupa (I) ¢ muanorroaneramunoM (1) B mpucyrcreuu N-MeTramopdoausa.
[Toxaszano, 4YTO HOaHHAS peEaKO@Asd IPOTEKAET HA TIEPBOM Cragw¥ YO THIY
ripucoepuEeRna o Mmxasmo ¢ obpasosamueM amrykTa 111, OURIOKOHIACHCAAST
KOTOpOro npuBoauT aasiee K com IV (meron A). Hocaenass mofaydeHa TakxXe npu
B3auMOICHCTBYN TuKIONEETWIMAcHIHagoTAoaneraMuia (V) ¢ OAaHYKCYCHBIM
admpom (VI) m N-Merwmmopdoausom (Meronr B). CoekTpasipHsie nCCASHOBAHAS
(CM. SKCOEPUMEHTAIBHYIO YACTh) W XAMAYECKHE MPEBPAIICHMS IOITBEPXKIAI0T
crpoenue tronarta [V. Tax, npu 3ammonelicTsum ero ¢ ragoresunamu (VIla—o)
ofpasyrorca cymedums (VIIIa—o0), a peakmus Tuonara IV ¢ 1,2-nubpomaranom
B OCHOBHOM Cpejle IPUEOOUT K 00pA30BaHMIO 3aMEMIEHHOr0 THA30JIo [3,2-a Junpw-
mura  (IX). Takas perdoceneKTMBHOCTG pEAKNud aJKAIAPOBAHMY ObLia
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Z=Me(CH2)4; 1 Hal = ClI, Z=HOCO:; o Hal = Br, Z=2-0Kc0-3-XpOoMeHMIKa POOHMI
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of0HapyxeHa paHee U ajid romosora comu 1V 6-okco-3,5-nunmano-1,4,5,6-Terpa-

TUAPO-4- (COUPOLUKIOTEKCAH) MUPUAVH-2-THoIaTa  N-MeTwMopdomausd

iy

YTO COOTBETCTBYET OOMIAM 3aKOHOMEPHOCTIM XMMUH 3-HUAHOIMPUTAH-2~XaIb-
KOreHoHOB [2].
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Tabaumma 1
XapaxTepucTHKH
2-aAKHITHO- 3,5~ uano-4,5-taruapo-4- (CoMpon UK oneHTay) nupuuH-6 (1 H) -os0B
(Villa—o)
Ha#igeno, % T °C
‘BEMHCIEHD, 7% (pacTBOpHTEID
iﬁﬁ q?o%yp:;?l; P jaksizd Brxon, %
c - N s KPHUCTAILITM3AIA)
Villa C12H13N308 58,40 35,15 17,14 13,03 148...150 86
58,28 5,30 16,99 12,96 (aTagoN)
VIIIG C19H15CI2N302S8 54,18 3,48 9,83 7,78 187...189 80
54,29 3,60 10,00 7,63 (AcOH)
VIiIe C14H15N308 61,62 35,70 15,18 11,60 126...127 72
61,51 5,53 15,37 11,73 (9Tanon)
VHir C20H19N303S 63,14 4,88 10,91 8,62 101...103 65
62,97 5,02 11,02 8,41 (3TaBoN)
VIIIx C19H19N308S 67,51 5,74 12,60 9,39 156...158 70
67,63 5,68 12,45 9,50 (6yranon)
Ville C13H1sN30S 59,58 5,60 15,89 12,40 144...146 81
59,75 5,79 16,08 12,27 (AcOH)
VIIDx C14H17N308 60,89 6,15 15,33 11,49 139...141 90
61,06 6,22 15,26 11,64 (aTanom)
VI3 CaoH19N3028 65,84 5,05 11,71 8,56 121...123 68
65,73 5,24 11,50 8,77 (AcOH)
Viln C10H18N4028 62,13 5,08 15,18 8,60 174...176 71
62,28 4,95 15,29 8,75 (AcOH)
Vi CisH17N30S 66,94 5,22 13,14 9,77 148...150 70
66,85 5,30 12,99 9,91 (AcOH)
VHIn Ci15sH17N303S 56,27 5,20 13,21 9,84 95...97 69
56,41 5,37 13,16 10,04 (3TasoM)
Vilim Ci17H23N308 64,21 7,13 13,10 10,32 96...98 68
64,32 7,30 13,24 10,10 (AcOH)
VIIx C13H13N303S 53,47 4,33 14,60 10,85 72...74 62
53,60 4,50 14,42 11,01 H20)
Viilo CooH17N3048 62,87 3,95 10,19 7,77 203...205 66
63,00 4,09 10,02 7,64 (AcOH)
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Tabnwuwua 2

Hanuasie IIMP u WK cmexrpos aurapponupmionos Viila—o

Coepu- UK cnexrp, V, em L Cnekrp [IMP, 5, M. 1, KCCB (J), I'y
Henye
NH CN CONH, C=0 NH, ¢ 5-H, ¢ SCHy (CH2)4, Z

VilIa 3200 2202, 2240 1700 11,14 4,74 2,48% ¢ 1,73 an*

VIIIG 3480 2200, 2250 1700 ‘ 11,15 4,96 4,67 ¢ 1,76 8,07 (1H, ¢, Ar); 7,73 (2H, M, Ar)

Vliiis 3474 2200, 2250 1695 11,20 4,57 3,67n,J7=17,0 1,72 5,75 (1H, m, CH); 5,16 (1H, 5, J = 4,5, CHy)
u 5,02 (14, », CHy)

VIIr 3212 2202, 2249 1750 11,23 4,25 4,02 ¢ 1,66 7,36 (5H, ¢, Ph); §,12 (2H, ¢, CHy)

ViIIg 3200 2222, 2265 1710 11,39 4,52 4,31 x 1,68 7,18 (4H, m, Ar); 2,39 (3H, ¢, CHz3)

Ve 3210 2220, 2254 1700 11,21 4,71 3,02k 1,76 1,22 (3H, 1, CHa)

VIIDx 3210 2205, 2244 1700 11,27 4,69 2,98 7 1,76 0,95 (3H, 1, CH3); 1,50 (2H, M, CHy)

Vilia 3200 2210, 2240 1680 11,16 4,60 4,76 ¢ 1,73 2,37 (3H, c, CHa); 7,87 (2H, g, Ar); 7,34 (2H, 1, Ar)

VIIIu 3345 2217, 2250 1670, 1725 11,37 4,67 3,99¢ 1,71 10,39 (1H, ¢, NH); 7,10...7,59 (5H, m, Ph)

VIIx 3200 2224, 2662 1710 11,33 4,48 4,27x,J =129 1,68 7,29 (5H, c, Ph)

VIlln 3300 2205, 2245 1650, 1770 11,22 4,56 3,93 ¢ 1,73 4,09 (2H, x, OCHy); (CH;;)*3

VIlIm 3188 2204, 2250 1700 11,20 4,66 2,991 1,76 0,85 (3H, 1, CHa); 1,26 (8H, M, 4CHy)

VIlIu 3190 2200, 2250 1695, 1730 11,21 4,61 3,92¢ 1,75 -(COOm)**

Viilo 3330 2188, 2254 1700 11,11 4,88 4,62 c 1,74 8,36 (1H, c, 4-H); 7,89 (2H, 1, Hapon); 7,66 (1H, M, Hapom);
7,39 (1H, M, Hapon)

*,  Cursan rpynnst SCH3.
Cwm. curaan rpynnsl SCH3,
Curnan rpynnst CH3 nepekpriBaeTcst curHasiom dparmenta (CHo)g.
Curdan He HaGIIONAaeTCA BCIEHCTBME [elirepoobMena,




YuuTeBAS HATUUWE ABYX HYKICOMUIHHBIX HMEHTPOB B MOJEKYJE Cyab(uIoB
VIIIa—o, npeacTasisiock NeaecoobpasHbiM H3YUUTh UX JANbHEHINEE aMKIARPO-
Bapye. [loxasaso, YT0 B3aMMONEHCTBUE 3aMEMEHHOTO 2-MeTHITHO-4, S-aranpo-
mwpuws-6 (LH) -osa VIIIa ¢ anminbpomunom V1B B mprcyTCTBEM SKBAMOIBHOIO
xomruectsa 109 sogmoro pacrtsopa KOH npmsommr x  oOpasosamumio
S-anmun-2-Metnntno-3,5-grmuano-4, 5 -qaruapo-4- (CorponEK IONE R TAH ) TP~
mE-6(1H)-oma (X). Opmako MexanwsM [AHHOW pEAKI|yl OXHO3HAYHO - HE
YCTaHOBIEH. Tax, MOXHO DPEAONIOXHTH, UTO MEPBOHAYATIHHO B PACCMATPUBAEC-
MOM peaKIuy aJKIIMpoBanusa o0pasyerTcs saMemesHsni aurugponuprmus (XI)
(BEIOENHMTE HE YIANOCh), KOTOPHIA Hajiee IPETEPIEBAeT B VCJIOBHSAX DPEakmyu
neperpyumzpoky Kigitzena [3], xax 3710 Opuio 00HADYXEHO HAMM pAHEE HId
anmanTao (CeeHo) 3aMeIIeHRHX 1, 4-murunponuprarEos [4]. BMmecre ¢ TeM,
W3BECTHO, UTO AJKWIMPOBAHWE IUTHNPOIVPHAUHOB, COASPXAMUAX TUOHHYIO
dyBxknuo, MOXeT mpoTexkath W mo atomy C(3) mupummouzosoro sapa [5]. Hag
BHIICHEHUS JAHHON MPOOIEMbl UCCHETOBAHUS TPONOJIKAIOTCA.

Mermnruorpynna B coegmEeHum VIlla 3amemaercd Ha THEAPA30rpyHIly HOpu
er0 XWMOsYeHWM B coupre ¢ ruppasusrumpatom. Crpoesme obpasyromerocs
3aMEmIEHHOT0 mupasoo[5,4-5b Jmapunma-6 (TH)-oma XII cornacyeTcs ¢ fanHBMKI
TIMP u UK crnextpoB (CM. SKCIIEPHMEHTATBHYIO YACTh).

Crpyxrypy coemmuemuit VIlla—o, IX, X monrsepxzarT OUSUKO-XAMAUE-
ckue uccnenosammg (tabm. 1, 2). Tax, B wx UK cmexTpax npucyTCrBYIOT IOJIOCH
ITOTVIONICHMS. BAJEHTHBX XOnebanuil CONpaXeHaon u HeCO]Ip{DKEHHOfI HUTPUIb-
geX rpyon B obmacrm 2188...2224 m 2240..2265 cM = COOTBETCTBEHHO.
B coextpax IIMP mupuncuos VIilla—o, IX mabmronaroTcd CHHIVIETHBIE CATHAIEL
nporora 5-H w rpyoom NH B obmacrm 4,25...4,96 w 11,11...11,39 m. x.,
COOTBETCTBEHHO, CHTHAIH MPOTOHOB TeTpaMerwicHoBoro ¢dparmenta (8H, M) n
rpymn SCH2 u Z B xapaxreprsix obnacrax & (rabn 2).

SKCIEPUMEHTANTBHAYL YACTE

WK coexrps cuumanu Ha coexrtpodoromerpe MKC-29 g BasenmzoBoM Macne. Coexrper [TMP
perucTpupoBau Ha npubope Bruker WP-100 SY (100 MI'm) s pacrsopax IMCO-Ds, sryTpensumi
craggapT TMC. KoHTPONB 32 XOZOM PEaKIyy M YMCTOTOM IOJIYYEHHBIX COCOMHCHMI OCYIIECTBIILIA
merogom TCX va mnacturkax Silufol UV-254 B cucteme aueTon—rentaH (3 : §), DpOSBUTENL — NAPbI
HOZA.

6-0xCo0-3,5-nannano-1,4,5,6-tetpargapo-4- (CorpON MK IONCHTAH) MUPALAH-2-TAOAaT N-Me-
trmopdoxmaus (IV). A. K pacrsopy 1,8 r (10 MM07Ib) DUKIONEHTIIMSHIMAHYKCY CHOro obwupa I B
15 M a6e. staxona gobasmsnor 1 r (10 Mmmoms) yuarotucaneramuga I1 u 2 M (20 mmoss) N-meTruiMop-
donuna. IToxyuennyro cmech nepemenusaot npy 20 °C 1 4. Beriep:xuealoT NPy KOMHEATHON TEMITEPA-
Type 24 u, mocne yero o6pasoBaBIIMICH 0CAN0K IPOLYKTA OTOUILTPOBBIBAIOT, NPOMBIBAIOT 3TAHOIOM U
rexcanoM. Bexog 2,4 ¢ (72%), Tun 185...187 °C. UK cunekrp: 1680 (CONH), 2246, 2175 (C =N),
3210 ot (NH) .Caextp IIMP: 1,67 (8H, u, 4CH2); 2,82 (3H, c, CH3); 3,20 (4H, M, CH2NCH2); 3,79
(4H, M, CH20CH?); 4,13 (1H, ¢, 5-H); 9,46 M. n. (1H, u. ¢, NH). Ha#meno, %: C 57,29; H 6,50;
N 16,87; S 9,66. C16H2oN402S. Beryucieno, %: C 57,46; H 6,63; N 16,75; S 9,59.

B. K cycnensuu 1,7 r (10 MM0Jb) HUKIONEHTUIMACHIMABOTHOateTaMuna V B 15 Mt abc. stasona
npu 20 °C pobasnsror 1,1 mu (10 mmons) nuanykcycsoro adwupa VI u 2 ma (10 mmons) N-MeTHIRMOp-
donuna. Janee cnexyior metopuxe A. Mloxygator cons IV, unentuysyio o6pasiyy, CHETE3UPOBAHHOMY
110 MeTony A (Tun, K cuexTp).

2- Aomxmurrao-3,5-panmano-4,5-ruranpo-4- (crmpoupkione Hras) mapuanH-6 (1 H) -oss1 (VIIa—o).
K cycnensuu 3,3 r (10 mmoms) conu IV 8 10 Mt IM®A pobasasror 5,6 ma (10 mmons) 109, BogHOrO
pacteopa KOH u nepemenmsaioT 5 MMH O IOJHOTO PACTBOPEHUS MCXOXHOTO pearenia IV. 3arem
PEAKIMOHHYIO MacCy -GUIbTPYIOT Yepes CKIaadaTsif GQribTp B CTaKaH, B KOTODBIA IIPEABAPUTENBHO
noMemaiot 10 MMOJIb COOTBETCTBYIOMENO rajiorenuna VIla—o, nepeMenveaior 4 4, pa30asigioT pas-
HbIM 0GBEMOM BOXBI ¥ 00Pa30BaBIIMIACS OCAHOK uponyxra VIII oTduabTpossiBaior. XapakIepucTuku
NOTy9eHHBIX IMPUACHOB Villa—o npeacrasnens: B Tabi. 1, 2.

5-0xco-6,8- pammano-2,3,6, 7-rerparuapo- (SH) - 7- (CImponrKIrONeHTa i) THA3010 | 3, 2-al vmprman
(IX). K cycnenauu 3,3 r (10 mmomp) comu IV 8 10 v IM®DA nipu nepeMemmsanmu 106aBIsTOT 5,6 M
(10 Mmoim) 109, BomeOoro pactsopa KOH, a 3atem 0,9 M (10 mmoim) 1,2-gubpoMaTana. PeakquoHHY 0
Maccy mepemermmsaroT npu 20 °C 1 u, 3areM goGasnstrot 5,6 mu (10 mmoms) 109, BOgHOTO pacreopa
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KOH, nepememuBaot 3 4 ¥ pasbasnsior pasasmM ofpeMom Boasl. OGPasOBABIMIACS OCAIOK OT(IHIL-
TPOBBIBAIOT, IIPOMBIBAIOT BOZIOM, STAHO0JIOM, FeKCAaHOM. Brxox 1,71 (66%) . Trn 96...98 °C (u3 3Tamona).
UK cnexrp: 1695 (C=0), 2200, 2250 omt (C=N). Cmexrp IIMP: 1,76 (8H, M, 4CH2); 3,39 (2H, T,
CH2S); 4,14 2H, M, CH2N); 4,74 M. 1. (1H, ¢, 6-H). Haiigeno, %: C 60,06; H 4,89; N 16,38; S 12,42.
C13H13N308S. Bemmcneno, %: C 60,21; H 5,05; N 16,20; S 12,36.

- 5-Anman-2-MeTerTno-3,5-mnuano-4, 5-AArEapo-4- (CriponuKIoneHTaH) nupagaH-6 (1 H) -o8
(X). K pacrsopy 2,5 r (10 mmons) mupupmora VIfia 8 12 mur IM®A npu nepememueanmu u 20 °C
noGasnsxoT 5,6 Mt (10 mmoss) 109, sommoro pactsopa KOH, a uepes 1 mur 0,9 vt (10 MMOIB) aImmt-
6pomuna (VIIe) 1 nepeMemmBaioT 3 u. Peakiuounyio cMech pazbasnsior 10 M1 BOabI, OTOMIGTPOBHIBA -
10T 06Pa30BaBIIMIACT OCATOK TIPOAYKTa, KOTOPBIA IPOMBIBAIOT BOKOM, STAHOJOM M TEKCAHOM. Brxon 2 T
(70%). Tun 182...184 °C (u3 aueroaurpumna) . UK cnextp: 1710 (CONH), 3200 (NH), 2210, 2260 oMt
(C = N). Coextp IIMP: 1,76 (8H, M, 4CH>); 2,52 (3H, ¢, CH3); 2,59 (2H, 1, CH20); 5,24 (2H, M,
CH2>=); 5,68 (1H, M, CH=); 11,19 m. 5. (1H, m. ¢, NH). Ha#neno, %: C 62,51; H 6,16; N 14,47; S
11,02. C15H17N30S. Berumcneno, %: C 62,69; H 5,96; N 14,62; S 11,16.

3-AMiHO-6-0KCO-5-1MaH0-4, 5-TUruRPO-4- (COPOIPKIIONIEHTAH) IUPa3ono] 5,4-6] muprawms-6 (TH) -

oH (XII). K cycrerauu 2,5 r (10 mmois) nupupona VIiila B 15 M stamona gobaeaszor 1 vt (20 MMoms)
IMAPASHHETMAPATA, CMECh KU TaT 2 4 u hristpyror. @uistpat BeigepxusaroT npu 20 °C 24 4. Obpa-
30BABIIMHCS OCANOK NIPOAYKTA OTAENSIIOT, IPOMBIBAIOT STAHOIOM M rexcanoM. Bexox 1,5 r (639%).
T 273...275 °C. BK cmextp: 1700 (CONH), 2262 (C =N), 3300, 3385, 3480 o™t (NHR). Coextp
IIMP: 1,73 (8H, M, 4CH2); 4,20 (1H, ¢, 5-H); 4,67 (2H, m. ¢, NH2); 10,66 (1H, ¢, N(o—H); 10,79 m. 1.
(1H, mr. ¢, N(77—H). Ha#imeno, % C 56,95; H 5,72; N 30,11. C11Hi13N50S. Beraucaeno, %: C 57,13;
H 5,67; N 30,28.

Paboma evinonnena npu @unancogol nodldepxke Poccuilickozo @oHOa
dyHOameHmMaIbHbLX UcCaedosanuil (npoekm Ne 96-03-32012a).
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