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CHHTE3 BEH3A30JI0B, 1,3,4-OKCAJHUA30J0B
n 1,3,4-THAIHUA30JIOB,
CONEPXKAIMUX fS-AJKUINTUOOTUINBHBIE PAIWKAJIIBI

Kougencanuer reipOxXJI0pUI0B UMUHOI(DUDPOB ﬂ—anxm.umonponmonoabm KUCJIOT €
O-DEeHIMIMMAMUHOM, O-aMUHOGDEHOIAMU, THAPA3UAAMYU KMCJIOT M THOCEMUKAPOa3uIoM
CUHTE3MPOBAHbL 2-3aMEIEHHbIE GEH3MMMIA30JIbI M OEH30KCa30Ib], 2,5-1U3aMEINEHHbIE
1,3,4~-okcammazons u 2-amunO-S-3amenenusie 1,3,4-Tuanmnasonst, conepxamue D-aji-
KMJITMOSTHIBHBIE (DPArMEHTBI.

Cpemn npomzBomEHIX Oem3zazomos, 1,3,4-okca- wu 1,3,4-tuammazonos
BBIJICJICHB! BEOIECTBA C MIMPOKHM CIIEKTPOM (hapMakKoJIOFHYECKON aKTUBHOCTH [1,
2], a rakxe sdpdexTuBHEEC TepOMOmEnbl, (YHTHIUAH ¥ pPETYAATOPHL POCT4
pacrermit [3, 4]. B 10 Xxe Bpema msmectHo [5], uTO BBEEEHME B MOJEKYJIH
OMOJIOrHYCCKY AKTHUEHEIX BEINECTB THOAJKIIBHBIX IPYIIIAPOBOK B PARE CIyUacs
MIPABOMAT X CYMECTBEHHON MOAu(HKATIHA HX OHOJOTHYECKOH AKTHBHOCTH.

C 1eap0 HOMCKA HOBHX TOTCHIHANBHEX OMOAOTHYECKH AKTHBHHIX BEIIECTE
HaMu OBUIM CHHTE3MPOBANSI OCH3NMHANA30AE, GEH30KCA306L, 1,3,4-0Kcammas3oms
v 1,3,4-Tuanuasonsl, copepxamue S-aaKuITROITIIBHEIE DAXAK AL

Hseectao [6—8 ], uTo XIFOUEBHIME BEMIECTBAME IS CUHTE3a 2-3aMEIICHERIX
Oen3a30108, 2,5-nu3aMeneHHbX 1,3,4-0Kcanuasonos U 2-aMHAHO-5-3aMEIIEHHEIX
1,3,4-THagna30a0B MOTYT CIAYXHUTHh THAPOXJIOPHAH MMAHO3DUPOB KapGOHOBHIX
KUCIO0T. B ganmoit pabore B KAYECTBE HCXOMHKX COSNMHEHHM OBUIN HCHOIb30BAHEL
THAPOXJIOPHAEL - METHJIOBEIX WMAHO(DUPOB [S-afnKMATHONPONAOHOBEIX. KHCIOT

- NH, ~ N
RSCH,CH,CN S NJ\
N CH,CH,SR

MeOH + HCI RR_~_OH Ma, 6
i
1:(0 R
NH-HCl | R NH, N
RSCH-CH,-CZ - J\
OMe : R 70" NCHCHSR

Ia,
6  Ma-
l NH,CSNHNH, -
' R3’CONHNH,  N—N
CH,CH,SR R¥ 07 SCH,CHSR
Va, 6§ Va-¢ '

LILVaR=iBu, 6R=CHyPh; IMTaR = i-Buy, R1=R2=H, 6R~ CHzPh, R=R?-mH, BR=CH2Ph,

R'=H,R>=NOs, rR= CHzPh R'=SO.NH, R®=H: IVaR=1—Bu R3=Ph, 6R—:—Bu R>= vmo-

Joan-3-metw, B R = i-Bu, = 3-rmupmmt, rR = CHzPh R =Ph,niR= CHzPh Rr? =MHFOJIMI- 3-Me-
TiL, € R = CH2Ph, R3= 3-rmupumrut
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XapaxTepHCTUKN CHHTE3MPOBAHHBIX 0OeH3a30J10B, 1,3,4-oxcammaszonos u  1,3,4-1Mannasonos

C}(I):gg; Q?O%YJ;?’; Tyy°C* Rf'z. Cnexrp IIMP, XuMMYECKMe CIBUIH, 6, M. )1.*3, KCCB, J, Iy, Bb{%‘m‘

Ila Ci6H18N»S 92..93 [0,54(A) | 1,10 (6H, n, 2Me), 1,52 (1H, M, CHMey), 2,32 (2H, n, SCH,CH), 2,52 (2H, r, SCHy), 2,98 (2H, r, CHoHet), 82
7’54-"7,68 (4H, M, Hapom), 8a12 (1H7 ylﬂ- C, NH)

116 | CigHigNoS 131...132 10,44(A) | 2,64 (2H, 1, SCHj), 2,95 (2H, T, CHyHet), 3,38 (2H, ¢, SCH,Ph), 6,97...7,12 (5H, M, Ph), 7,62...7,86 (4H, M, Hapon) s 85
8,14 (1H, ym. ¢, NH)

Iila Cy3H7NOS 88...90 10,38(B) | 1,08 (6H, x, 2Me), 1,63 (1H, m, CHMe;), 2,45 (2H, 5, SCH,CH), 2,72 (2H, r, CH,S), 3,08 (2H, r, CH,Het), 78

) 7,30...7,48 (4H, M, Hapom? :
16 | CigH sNOS 135...136 ]0,50(B) | 2,71 (2H, 1, SCHy), 3,12 (2H, T, CH,Het), 3,52 (2H, ¢, SCH,Ph), 7,08...7,16 (5H, M, Ph), 7,38...7,50 (4H, M, Hapow) 89
(pasin.) ’ :
IIIs | CyH14N»03S 182...184 |0,30(B) | 2,78 (2H, 1, SCHy), 3,04 (2H, 1, CHyHet),3,44 (2H, ¢, SCHyPh), 6,90...7,12 (5H, M, Ph), 7,26 (1H, &, &, 4-H, J45 = 83
: (pasn.) =8,3), 7,64 (14, 1, a, 5-H, Js7 = 2,3), 7,88 (1H, k, 7-H)

IIr | CigH16N203S, | 156...157 |0,40(A) | 2,68 (2H, T, SCH»), 2,96 (2H, T, CHyHet), 3,65 (2H, ¢, SCHyPh), 7,10...7,18 (5H, m, Ph), 7,32 (1H, g, 1, 7-H, Jo7= 85
=1,5), 7,68 (1H, x, 4-H, J46 =2,5), 7,83 (1H, g, 5, 6-H), 8,36 (2H, m. ¢, NHy)

Iva | Ci4H13N,08 155 0,64(A) | 1,08 (6H, n, 2Me), 1,45 (1H, M, CHMey), 2,37 (2H, a, SCH,CH), 2,35 (2H, T, SCHy), 3,10 (2H, T, CHyHet), 79

(ogr.) 7,35...7,50 (5H, M, Ph) ’

IV6 | Ci7H N3OS 182...184 |0,30(B) | 1,14 (6H, n, 2Me), 1,55 (1H, m, CHMey), 2,42 (2H, n, SCHyH), 2,67 (2H , 1, SCH»), 2,96 (2H, 1, CH,Het), 3,95 (2H, 87
¢, IndCH»), 7,18...7,34 (4H, ™, Hapom), 7,56 (1H, n, 2-H unnona, J = 2,7), 8,08 (1H, m. ¢, NH) )

IVe | Ci3H7N308S 140...141,510,28(A) | 1,07 (6H, a, 2Me), 1,49 (1H, M, CHMey), 2,50 (2H, n, SCH,CH), 2,84 (2H, T, SCHy), 3,12 (2H, 1, CH,Het), 80
7,64...7,78 (4H, M, Hapon)

IVe | Cy7H sN,0S 88...90 10,72(B) | 2,72 (2H, 7, SCHy), 3,04 (2H, 1, CHyHet), 3,65 (2H, ¢, SCH,PN),6,93...7,18 (10H, M, Hapom) : 82

IVr | CyHigN308 [10...111 [0,35(B) | 2,85 (2H, T, SCH»), 3,10 (2H, 1, CHyHet), 3,72 (2H, ¢, SCH,Ph), 4,12 (2H, ¢, IndCH>), 7,10...7,35 (9H, , Hapom? s 84
7,66 (1H, n, 2-H ungona, J = 2,5), 8,15 (1H, yu. ¢, NH) )

IVe | CigHigN30S 86...87,5 10,56(b) | 2,63 (2H, T, SCH»), 2,97 (2H, 1, CH,Het), 3,52 (2H, ¢, SCH,Ph), 7,08...7,23 (5H, M, Ph), 7,70...7,83 (4H, M, Hapom) 88

Va | CgHisN3S, 170...171 [0,20(B) | 1,05 (6H, &, 2Me), 1,63 (1H, M, CHMe,), 2,37 (2H, g, SCH,CH), 2,78 (2H, 1, SCHy), 3,03 (2H, T, CH,Het), 5,78 48
(2H, w. ¢, NHy)

V6 | C11H3N3S, 160...162 |0,32(B) | 2,78 (2H, r, SCHy), 3,08 (2H, v, CH,Het), 3,80 (2H, ¢, SCH,Ph), 5,56 (2H, w. ¢, NHy), 6,93...7,14 (5H, M, Ph) 52

* Coegunenns Ia, 1116 n IVe NepEKPHCTAINI3OBAHBI U3 CMecH IeKcaH—6eHs00, 2 ¢ 1; 116 — u3 Gensona; Illa — M3 netponeiinoro supa; Ilp, V6B, ~ K3 BOOHOIO 9TaHOMa; [Va, I — U3 CMecH nerposneRBpIi
apup—meranoin, 10 ¢ 1; Va,8 — u3 Tonyona,

+2

B ckoBxax yKasaHa cHeTeMa pacTBOpHTeseH.

** Crexrpsl coenunennit Ia,6, Illa—s, IVa,B,re sanucannl a auetoHe-Dg; coegupennit Ilr, IV6, i u Va, 6 — 5. JIMCO-Dg,




(Ia,6). Oth coegmHeHEd OBUIM MOJAyYeHH C BeixomoMm 88...929%, mo peakuwm
ITmamepa mpm mpomyckamumm Toxa cyxoro HCl B cMech COOTBETCIBYIOIIETC
. HATpWIA ¥ MeTaHona B Gespomsom sdupe mpu 0 °C.

B UK coekrpax ragpoxiopEnos wMuHO(HpoB Ia,0 I/IMeIOTCSI xapa-
KTEPUCTAYUECKYE TIOJ0CH mornomeHus mpm 1675...1670 oM l, OTHOCAIZECT K
sanerTHBM kKonebammsam cBsasy C=N [9]. [logocsr cpenneil MHTCHCHBHOCTH B
uaTepsaie 1025...1015 om ! CHEeAYET OTHECTH K BAJEHTHBIM KOJEOAHHSIM CBI3H
C—O0 B mvmumosduproit rpymme [0]. B sricoxouacToTHOM 06iacTd cuexTpa
BasteHTHBIe Kosebammg rpymusl C=N ' H mpeacrasieHsl MAKCHMYMAMHE [IOLJIOITS-
mug upa 3130...3120 cM *, uro XapakTepHO IS coaeir mmuHoB [7 1.

B pesymprare KOHJCHCANME IMApOXJopunos wmmeoddupoB Ia,6 ¢
o-beumnenauamuaoM, 4-R™-5-R“-2-ammpodenonamm, N-anmirappaswHaMA ¥
THOCEMUKAPOA3UIOM 00pa3yIOTCH COOTBETCTBEHHO 2-3aMEMEHHEHE OeH3nMIIa30-
ast (I1a,5), 2-3aMemeHHse 5-R'-6-R%-6enzoxcazos dlla—r), 2,5-gu3aMenicH-~
weie 1,3,4-oxkcammasoner (IVa—e) m S-3amemenssie 2-amuHo-1,3,4-THaaMa3016L
(Va,b6), cogepxaniue S-ankKuITAOITHIBHEE QPATMEHTEL

Bce peaxmmm xompeHCAanMy TPOBOAWIMCE DU KUOSYCHUH SKBUMOJIEKY-
JISPHEIX KOJWUECTB PEarcHTOB B TEYCHWE HECKOJABKUX uyacos. [Ipw mpoBememmu
DeaKImi B HTHX YCAOBUIX BHXONE OeH3mMuaszoos 11a,0, 6emzokcasonos [la—r
% 1,3,4-oxcammazonos [Va—e cocrasaamu 78...899, (cm. TaGJIm:[y). OxBako upu
TPOBEECHIK PEAKIUI THAPOXIOPHIOB uMuHO3Gupos 1a,6 ¢ THocemMukapbasumom
HAOMIONAIOCh 3HAYMTEIBHOE OCMOJICHHAE pEAKUUOHHOW CMECH, M3 KOTOPOH
menessie 1,3,4-ruanuasonsi Va,0 GeLIM BHIACICHE C BRExomamy 48...529%,,

B UK cmekrpax Oensumumpasonos Ila,6 u Oemsokcasomos Illa—r
HAOIIONAIOTCS HHTEHCHBHBIC TOJOCH TOoromeswms B obmactu 1640...1625 oM ! ,
xapakrepabe miag konebammii C=N B 2-samemenHbeix Gemsaszomax [10]. B
cexTpax coenuuchmi 11a,0 MMeEOTCE TAKXKE MOJIOCH TOT/IOMICHAS TEPEMEHHOM
HHTEHCHBHOCTH, OTHOCAmuecs X BaxenaTHsM (1550, 1485...1480, 1465...1460 u
1330 CM—l), oermammM (10635...1060 em V) m mrockocTEEM KehopMATMOEHBIM
xonebandam Gemsmmumasoabioro konena [10, 11]. Crpoenme Genszokcazosios
Illa—r DopgrsepXxpmaerca TPHUCYTCTBHEM B CIEKTPAX HHTEHCUBHBIX ITOJIOC
norxomenus mpz 1590...1580 1 935...930, yTo XapaxTepHO AII 6EH30KCA30IBHOTIO
OVKIa, a TAKXEe MAKCMMyMOB momromienus opu 1255...1250 u 1020...1010 CM—l,
OTHOCSOTUXCH K ACMMMETDWYHBIM ¥ CAMMETPHYHBIM BAJCHTHBIM KoJgeOaHmsM
dparmenra =C—O—C= Genzokcasonos [10, 121].

B comektpax 1,3,4-okcammaszonos IVa—e HaOmomawoTcd WHTCHCHBHEIS
MakKCHMyMbl TIOIOHIeHwda B obmactm 1615..1595 w  1490...1470 CM—l,
XapaKkTepHBle UId BaJZeHTHBIX KoneOamwit okcapuasomsHoro mumkma [10].
Hammume storo muxia TOATBEPAACTCH TAKXE IONOCAMM HOIJOMEHHS TpH
1245...1225 »m 1045...1030 cM ~, OTHOCIIIMMUCS K BaJCHTHBIM K01166am/151M
¢parmesra =C—0—C= B 1,3,4-oxcammazomnax [13].

B cmexrpax coemmuenmit Va,0 MMEOTCd HOJOCH HOMIOMIEHHAT B O0gacTH
1525...1520, 1490...1480, 1385, 1235...1230, 1040...1030 =u 865 om !t
XapakTepHBIE Jig Xonebanwi 1,3,4-tranmasonsHoro kousma [10].

B cmexrpax IIMP cumureswpomamunix cocmmeenmit [I—V (oM. taGmmmy)
CHTHAJIBI IIPOTOHOB STIJICHOBOTO (DparMeHTa MPOSBASIOTCS B BHAS CAMMETPHUHBIX
TpUIUIeTOR 1pAd 2,52...2,85 M. 7. (-SCH2-) u 2,95...3,12 m. 1. (-CHzHet).

k4

9KCHOEPUMEHTAJBHAS YACTH

WK cnexrtps! cHaTsl Ha npubope Bruker IFS-48 s tabmerxax ¢ KBr ruri B Ba3emmuoBOM Macre.
Cnextpot IMP nosyuens Ha ciexrpomMerpe Bruker WP-100 SY, suytpennuii crannapt TMC. Konrpoas
3a XO[OM PEaKUMI M YMCTOTOM NOJIYYEHHBbIX COEAMHEHUH ocymecTaisun npu nomomwu TCX nva AbO3
(OIcr. axT. no BpoxmaHy) B cucreMax pacteopureseii 6ensoa—meranos, 30 : 1 (A) u CCls—nponanon-
2, 15: 1 (B); mpossienue napaMy Hopa. XapaKTepUCTUKY CHHTE3NPOBAHHbIX BEMIECTB NPUBEHEHEI B
Tabuuie.

JlaHHBIC SIEMEHTHBIX aHAMHM30B coeuuermit Ha C, H ¥ N COOTBETCTBYIOT BIUMCIIEHHEBIM.
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TiApOXJIOPHIT METHIIOBOTO MMAHOI(PHPA ﬁ—usoGym;rmonponnonosoﬁ xucotsl (Ia, CsHi7NOS
- HCI). B mepememmusaemslil pacteop 7,15 r (50 mMomis) ﬂ—n306ymnporM0HHTpma u32r
(100 MMoiB) ABCOMOTHOTO MeTaHoMa B 75 M cyxoro sdwupa upu 0 °C B Tegerue 1,5 1 IpOIyCcKaroT TOK
cyxoro HCl. PeakuuoHHYH0 CMeCh BbiAepxusaoT 24 u mpu 20 °C, pbimaBmuil 0Caziok oOT-
(UIBTPOBHIBAIOT, MPOMBIBAIOT HA GUILTPE CyxuM dbupoM u cymat B Bakyyme Hag KOH. Tun
112...113,5°C (c pasn.). Bexon 9,3 r (88%).

THAPOXIOPHL METHAOBOTO HMIEHOIPHpa /3 SEeH3MITHONPONECHOBOM xucotsl (I6, C11HisNOS
- HCl) noxyuaroT aHaJOTMYEO M3 ﬂ SensiTronpormoanTpuiaa. Tor 137...139 °C (c pasi.). Bexon
93%.

O6mas Meromuxa noxyuesms 2-(3-amcmrmaostin) Gensamunaszonos (11a,6), 2-(B-amxnareo-
orun)-5-R1-6-R%- 6ensoxcazonos (Ila—r) B2~ (B-amcuraoaTin) -5-3aMemeHbIX 1,3,4-0Kcanuaso-
0B (IVa—e). CMecs 20 MMOJb rMapoxsopuna mMusoadupa Ia v I6 1 20 MMos o-QermeHauamMuna,
4-RM5-R%2- amMyea0GMEHOIA PIIM N—auwnunpasm—ia B 50 M aGCoMOTHOTO STaHOIA KHIISTAT NPHU
nepeMemuBaruy 3...4 4. PeaknuouHyIio cMecsh oxnaxzaatoT 10 20 °C u BbUIMBAIOT B 150 M1 xoM0aHO0H
BOZIBI, copepxameit 1,48 r (15 mmoms) NaHCO3. Beiemusimmiica 0CaI0K OT(HISTPOBIBAIOT, CYyMAT B
paxyyme zazx P205 ¥ KpUCTAIUBYIOT U3 IONXORSIIHX PACTBOPUTENEH (CM. Tabmany) -

2-Avino-5-(B-uso6yrurrmosTan) -1,3,4-Traguason (Va). Cmecn 1,48 r (7 mMmMOXB)
ruppoxopuna uMeEosdupa 12 u 0,64 r (7 MMomb) THOCeMuKapbasuna B 20 M a0COJIIOTHOTO STAHOJA
KMISTST TIPH IIEPEMENMBARKY 4 4. PEarRMOHHYI0 CMECh YIIADMBAIOT A0CYXa IIPH MIOHMIKEHHOM NaBie-
HMM, OCTATOK XpoMaTorpadupyioT Ha KoaoHke ¢ ALO3 (80 x 4,5 cm) , 3mOupYIOT CMEChIO GeH30—Me-
Tanon, 15: 1. Bexon 0,73 r (48%).

2-AMuH0-5- (,3—6eﬂsw1mosm)—1,3,4—1'14211114&30;1 V6 nosyuai0T aHAJOTHUYHO M3 THADOXJIODMAA
mMur03dupa I6.
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