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CHHTE3 1,2,3-TUAHUA30J0]5,4-J MUPUMUOVIHOB

Koxﬁeacauneﬁ 5—(R-aMMHo)‘samemeHme—‘l,2,3—r14a/:[14a3011—4—N-R->
‘(THO)Kap6OKC8.MH,T.£OB ¢ opToadHpamMu HOIyIEH DPUX 1,2,3—mamasond [5,4-d] mupu-
MUIMHOB.

1,2,3-Traguasonsl, KOHACHCHPOBAHHBIE ¢ APYTAMM TIeTEPONUKIHYECKUMMA
CHCTEMAMM, SBJISIOTCS MAJOM3YYCHHBIM KJIACCOM OPraHMYECKHX COSTIBCHMIM.
Oco0siif  WHTEPEC XakK:W HOTEHIUAIPHO OHONOIMUYECKH AKTHBHBIC BEIIECTEA
npeacrasasor 1,2,3-rmammasono[3,4-d InupuMammaEel, IBASIOMMECT CTPYKTYD-
HBIME aHAJIOTAME HPHPOAHBIX I[YPHHOBHX cucTeM. ONHAKO [0 CHX IIOp HE
paspabotana ofmas ymoOHAd METONWMKA NOJYUCHHS VKA3dHHBIX COCNIHCHWIL
HeMHOrouMC/IEHHBIE IPAMEDPH CHATE3d TUAAMA3OJONMPEMATHHOE [1] ceomgrca
00 K MHOTOCTAAMHHOMY AHHEIMPOBAHMIO THAZWA30ILHOIO IHMKIZ K
HEPUMAINHOBOMY KOJIBLY, JH0O0 K KOHIEHCAIVH S5-aMHBO-4-3TOKCHKaDOOHII-
1,2,3-tmaxguazona ¢ aneratamu hopMaMUAAEA M ANETAMUIAHOM, HPOTEKAROMIEM
C MajBM¥ BHIXOAaMH. B jmrepaType OTCYTCTBYIOT NAHHBIE O B3AMMOACHACTBHN
S-avmu0-1,2,3-THaguazon-4-kapbokcaMuaoB ¢ OproddupamMu, BMECTE C TEM
TaHHABIA METOX LIPEACTaBiseT co00¥ MpenapaTuBHO YAOOHBIA CIOCo6 mOCTPOSHMS
IEPAMANVHOBOM CHCTEMBI ¥ OB HMCIOAb30BAH paHee I IHOIyJYCHHS
mMuRaso [3,4-d Jouprvormesos [2 ], , ‘

Hemeo macrosmeit paboTsl gBISETCS paspaboTka OOMEr0 METONA CUHTE3a
THAAAA3ONONUPAMIIMHOBEX CACTEM HAa OCHOBE KOHAEHCALIMH C OpTo3dmpamMu
S-ammmo-1,2;3-tuammason-4-N-R - (tuo) xapbokcamuaos (I), a Takxe 5-R-amm-
Ho-1,2,3-tmaguazon-4-xkapbokcamunos (I1I), DOAYYEHHBIX IO PAHEE ONWCAHHBIM
merogmkaMm [3—67].

X

N NHR
i + RIC(OBY), —
" 877 NH,

Ta—n Mla—x

ILMa—rX=0,R'=H,aR=H, 6 R=Me, 8 R= CH2Ph, r R — muxo-CsH11;
LM gX=8,R=R'=H; Ile,x X=0,R'=Me, e R~Me, x R—CHsPh

Hamu ycraHOBIEHO, UTO HpH HATPEBAHUY 3aMENIEHAEX KapOokcamunos la—r
¢ w3brrTrkoM stmnoprodopmuara opu 130...140 °C o6pasyroTcst COOTBETCTBYIOIMIHE
xpucramwmryeckne 1,2,3-rraguazono [J,4-d Joupuvunes-4-oeet (I1la—r) ¢ BEIXO-
oM 20...80%,, crpoerne KoTopsrx moATBEpXAcHO AarasMu [IMP u K coexTpos.
B cmextpax IIMP coenusnenuit I1la—r Opn 3admkcmpoBad curHan B obaacta
8,5..9,5 M. n&., xapakTepHH# IS NPOTCHOB IMMPUMUIMHOBOIC IIMKJIA.
Temmeparypa miasiaesus mponykra 1lIa, moJy4eHHOTO yVKasaHHBIM METOHOM,
COBHAAEeT C NPHUBEIEHHOMN B jmreparype [1 ] 3amena xapOOKCaMUHOM IPyIIIIED
Ha THOKapOOXCAMUAHYIO HE MEHIET HANPAB/ICHAE PEAKIHH: IIPY B3aXMONCHCTBIN
S-ammmo-1,2,3-tnmaguason-4-tuoxapborcammna In ¢ srmroprodopmmarom obpa-
ayerca 1,2,3-tuagmasono [5,4-d lnupumuaua-4-tron (I1ln). .
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B amanormussix ‘peakmuax CoemMHEHHi 10,8 C STHIOPTOANETATOM OBLIH
noxydessl 6-metwi-1,2,3-tuammasono [5,4-d jmupuvumma-4-omw (111e,x).

e}

N NH,

i + HC(OBt); —
~s NHR
IIa, 6

II,IV a R=CHyPh, 6 R=Pr-i

Bzammoneticreue arwroprodopmuara ¢ S-anxmiaamuro-1,2,3-tmammaszon-4-
kapbokcammmamu  Ila,6 B Tex Xe YCIOBHSX IpUBENO K OOpa3OBAHMEIO
7-ankwizaMemesHex  1,2,3- -Tmanuasono[s,4-d ]HI/IpHMHZl'KE[—4 ogoB (IVa,b).
Crenyer orMeruTs, uTO S-amermiammuo-1,2 3—TKaJIE[aSOJI— -KapOOKcaMH|n ¢
oproacupom HE B3ammonekcTEyeT. [lo-BuimMomy, 3T0 CBI3aHO ¢ Gosee HUBKOR
HyKIeo(pHMILHOCTEI0O aToMa as30Ta aueTaMymHon TPYNEl O CPABHEHAIO C
amMuHOGYHKIHEH.

B ommmume oT (hyEKIWOBANEHO HE 3aMEMEHHHX OPTO3(hHPOB -
OPTOSTOKCHKApOOHMIALETAT HE O0pasyeT ¢ aMmaoM Ja  OHmEKIMuecKoro
IPOXYKTa; B 3TOM CIYyYae C BHIXOXOM 49, OblI morydeH eHaMuH V.

(EtO);CCH,COOEt
AcOH

Ia

N OEt

. ‘

s ONH,
VI

+ RNH, + ~HC(OEt); :

] VIla—r
VILa R = CsHs0Me-o0, 6 R = CsH4OMe-a, B R = CsH4OMe-n,
.r R=4-xapbsroxcu-1,2,3-tuaguazomun-5 .

C nenso paspaborkm Oozmee o0meld METONVKM MOCTPOCHHMS THATUA30JO0-
IMPIMAAMHEOBOM CHETEMEL - HAME - OBLI  OTPOOOBAH - TAKKE - APYrod BAPUAHT
KOHAEHCAMK € - YYACTHEM TPEeX KOMIOHEHTOB. BHUIO IOKA3aHO, 4TO- IIpH
Harpepammu . 6oee OOCTYTIHOTO S-amuuo-4-sTtoxcukapOommt-1,2,3-Taaamasona
(VD) ¢ 5KBHBANEHTHBIM KOJMUECTBOM OcH3WIAMWHA M- STHIOPTOMOPMHATOM B
GEH30HATPHIE - ¢ .- BRIXOMOM . 309, ofpasyercs - mpOOyKT, COBHARAXONIAA IO
XapaKTEPUCTHKAM C PAHEE MOIydYeHHsM oOpasmoM coenumenng I11s. Ero amamor
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113 moayuen mopoSmeM ofpasoM m3 1-merwn-3-demmmmponmwiamuaa. Oxaaxo
IpY WCOOTH30BAHMM B DPACCMATPUBACMOM DPEAKIMA MEHES HyKJICOMIIIHHBIX
APOMATHYECKAX AMMHOB HAME OBUIM BEIEIEHH NPOMEXYTOUHBIE MPOXYKTHI,
npeacrasasomue coboit gopmamunuanl (VIla—r).

Takum ofpazom, Hamud paspaborasbl s¢eKTHBHBE ® yIOOHEE Ipena-
patmsubie cuaTess 1,2,3-tnaguazono[5,4-d Juapuvuaams-4-0HOB (THOHOB).

IKCIEPHMEHTAIIBHAL YACTD

Cuextpst [IMP niosryuenst Ha ciextpomerpe Tesla-567A (80 1 100 MI'n) 8 IMCO-De, sy rpensmit
crargapt TMC. WK coextps! sammucamsl ga cruekrpomerpe UR-20 B tabunetkax KBr. Koxrpos
TIPOTEKAHMS PEAXIMI M YMCTOTY CHHTE3MPOBAKHBIX COENUHenuil ocymecTasy ¢ noMompo TCX na
mracruakax DC-Plastikfolien Kieselgel 60 F 254 s cucreme xnopodopm—aranon, 9 : 1. Temueparypst
TUTABNEHUS HE KOPPEKTUDOBAHDL. ’

Coenuaenust Ia—n,)x VI 6bLIM IOy SeHbI [0 M3BECTHBIM MEeTORMKAM [3—6].

5-BeHsmwIaMano-4- kapBamoni-1,2,3-TRanAa30n (I1a) NOIyYeH 110 METOTHMKE pa60Tm [3] Brrxon
64%. Trw1134...135 °C (ua rerrrama). CneKTpHMP 9,1 (1H,1,/=5,7 0, NHR), 7,9 (1H, m. ¢, HNu),
7,4 (6H, ¢, SHp 1, HNH2), 4,5m. 1. QH, 7, J=5,7 T'u, CHy). Haiineno, %: C 51,43, H 4,81, N 24,20,
S 13,65. C10H10N4SO. Bsraucneso, %: C 51,27, H 4,30, N 23,91, S 13,69.

5jI/ISOHpOHI/IJIaMHHO~4-Kap63MOHﬂ-I,2,3-TI/I3HI/I330JI_ (II6) HONyHeH [0 METONMKE pa6ormk [3].
Boxon 42%. Tun 132...134 °C (us renrana) . Coexrp IIMP: 8,4 (1H, 5, /=8,0 T'u, NHR), 7,9 (1H, m.
¢, Hnm), 7,5 (1H, 1. ¢, Nnu), 3,3 (1H, m, CH), 1,3 m. . (6H, 7, J = 6,2 T, 2CHz3) . Hasizero, %: C
38,49, H 4,82, N 30,63, S 17,35. CsHioN4SO. Berumcaeso, %: C 38,70, H 5,41, N 30,08, S 17,22.

Konznercanusa 5-R-amuso-1,2,3-1uagmason-4-R- (1io) kapdoxcamanos ¢ oproadupamu. A. Cyc-
nensuo 1 r 5-R-amuuo-1,2,3-tHanuason-4-R-(tuo)xkapbokcamuzpa I wm I 8 10 Ma oproagupa
mepemernuealoT 5...6 w mpu 130 °C. O6pasosaBmmuics IpU OXNAXAEHMHU OCagok npomyxra HI or-
PUIBTPOBBIBAIOT, EPOMBIBAIOT S(PUPOM U KPUCTAIIMBYIOT.

Kosgencanus 5-amuHO-4-3T70KCHKapOonma-1,2 3—THa,tmasona C aMAHAaMHU H ITHI-
oprodopmumarom. B. Cmecs 5,8 Mmoms Tanmazona VI, 5,8 Mmous cooTeeTcrayromero amuna u 0,96 M
(5,8 MMOJB) STHIOPTOOPMUATA BHIEDKHUEAIOT B 7 MI Gensosurprura npu 130 °C 5 w. Tpoxykr Il rmu
VII BricaxuBaioT 70 MJI TeNTaHA U KPUCTAILIMIYIOT.

5-Metni-1,2,3-teanuaz0x0 [ 5,4-d} mapuvanua-4-os (I16) momyuaior 0o MeTORy A.- Beixon 70%
T 187...188 °C (u3 anerorurpuna) . UK coextp: 1700 et (C=0). Crexrp IIMP: 8,8 (1H, ¢, CH),
3,59 M. 1. (3H, ¢, CH3). Haiireno, %: C 36,03, H2,21, N 33,40, S 19,23. CsH4N4SO. Boraucieso, %:
C 35,70, H 2,40, N 33,31, S 19,07.

5-Benzui-1,2 ,3-THauazonof5,4-d] muprmvuus-4-o8 (IIB}) monywaror no metogam A u b. Bmxo;:(
80% no Metomy A, 34% mo merony B. Tun 147...148 °C (w3 anetonurpyna). UK cuexrp: 1700 ot
(C=0). Cmexrp IIMP: 9,0 (1H, ¢, Hret), 7,4 (5H, ¢, Hpw), 5,3 M. n. (2H, ¢, CH2). Hafigero, %:
C 54,36, H 3,33, N 22,98, S 13,43. C11HsN4SO. Boucneno, %: C 54,08, H 3,31, N 22,94, S 13,13.

S-ITukaorekcun-1,2,3-tuanuazono | 5,4-d] mupumvunus-4-oun . (1) nbnyqa}or o mMeTopy A. Boi-
x0x 34%,. Trun 219 °C (u3 aneronurpuna). VIK coexrp: 1700 em ! (C=0). Crextp TIMP: 8,8 (1H, ¢,
Hyet), 4,7 (1H, M; CHipororexeun) > 2,1...1,2 M. 1. (10H, M, 5CH2) . Haizeno, %: C 50,63, H 4,98,
N 23,67, S 13,86. C10H12N4SO. Beruucieno, %: € 50,83, H 5,12, N 23,71, S 13,57.

1,2,3-Tragraszono]5,4-dlnupumupua-4-1ioE (I1Ix) momydamT mO METOAY A, HO Ipu
nepemenmsanvy B regenue 0,5 4. Bexox 28% . Ton 236...239 °C (pasn., us stanona). Cnexrp IIMP:
14,5 (1H, or. ¢, NH), 8,5m. 1. (1H, ¢, CH) . Hatineno, %: C 31,43, H0,98, N 36,47, S 20,65. C4H2N4SO.
Berumcieno, %: C31,1,H1,3,N 36,3, S 20,8.

5,6-Tmmerun-1,2;3-taamuazono [ 5,4-dJimpavnmna-4-or (Hle) noxydaror no MeTony A. Beixon
30%. T 168...169 °C (u3 anerommurpuna). Crextp IIMP: 3,6 (3H, ¢, NCH3), 2,7 M. a. (3H, ¢, Me).
Haitgeno, %: C 39,43, H 3,2, N 30,89, S 17,65. CsHeN4SO. Brraucneso, %: C 39,55, H 3,32, N 30,75,
S$17,60. .
* 5-Ben3un-6-Merni-1,2,3-THagua30I0. [5 4-d | muppvuE-4-0H (III}K) OMYYaOT 0 MeTony A.
Brixox 20% . T 129...130 °C (uz-aperonwrpra) . VK ciextp: 1700 e~ 1 (Cc=0). Coexrp IIMP: 7,3
(5H,c,Hpn), 5,5 (2H, ¢, CHY), 2,6 M. 1. (3H, ¢, Me). Hatigeno, %: C55,43, H 3,88, N 21,60, S 21,66.
C12H10N4SO. Beraucneno, %: C 55,80, H 3,90, N 21,69, S 12,41.

5-(1-Metmi-3-penminponrin)-1,2,3-traguasoxol 5,4- d]HHpHMKIII/IH-4 0oH (III3) noiydaroT 1o
meTony B. IIpoayKT BRICAXHUBAIOT B BUJE MACIA, KOTOPOE KPUCTAJUIM3YIOT IPK PACTUPAHMH B STAHOJE.
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Beoxox 32%- T 107 °C (u3 sraHona) I/IKcneKTp 1700 cm (C—~O) CneKTp IIMP: 8,8 (1H, c, Hye),
7,2 (5H, ¢, Hpw, 5,0 (1H, . 1, JoHCH3 = 7.1, 3 crcm =7,1 T'm, CH), 2,8...2,0 (4H, M, CH2>—CHby),
1,5 M. n. GBH, 5, J=17,1 I'n, CH3). Hatigeno, %: C 58,77, H 4,66, N 19,76, S 11,13. C14H14N4SO.
Beraucneno, %: C 58,72, H 4,93, N 19,57, S11,20.

7-Beun3nia-1,2 3-Tna)maso.uo[5 4-d{nupuyvanas-4- OH (IVa) TOJIYTAEOT M0 METOAY A. Brixox
14%,. Tan 182 °C (u3 auerorutpuna) . UK criexrp: 1645 cv™ tc=0). ‘Créxtp TIMP: 8,9 (1H, ¢, Hizet),
7,4 (5H, ¢, Hpn), 5,5 m. 1. (2H, ¢, CHy). Hatimeno, %: C 54,16, H3 44, N22 91, 812,99. C11HgN4SO.
Boraucneno, %: C54,09. H3, 30, N 22,94, S 13,13. .

7- I/Isonponm-l 2, 3—ma;masono [5,4- d]nnpanmH “4-0m (IV6) Honyqaror o MeToxy A. Brrxon
19%. Trn 210 °C (u3 aueronutpuna). YK criextp: 1645 ot (C=0y). Coextp ITMP: 8,8 (1H, ¢, Heet),
4,6 (1H, center, J = 6,7 T, CH2), 1,6 . 1. (6H, x, J = 6,7 'y, 2CH3). Haw:[eﬂo, %:C 42,94, H 4,27,
N 28,43, S 16,66. C7HsN4SO. Boraucneno, %: C 42,85, H 4,11, N 28,55, 5 16,34.

5-(1-9TOKCH-2-3TOKCHKAPOOBMIBHARL) aMHHO-4-KapOaMonn-1,2,3-taagnazon (V). Cmeck 2 1
(13,9 mmons) amumpa Ia, 1,4 mn (13,9 MMoab) sTHROPTOSTOKCHMKApOOoHmMmanerara u 0,08 M
(1,39 mmonn) nensgH0i YKCYCHOM KUCIOTH! kungraT B 20 vt aueTorurpuia 24 4. PEakIMOHEY0 CMECh
oxurasxparor 1o 0 °C, BRINENUBITUHACS IPOXYKT OT(HIBTPOBBIBAIOT M KPUCTAILIMIYIOT U3 ATICTORUTPUIIA.
Boxon 4% T 178...179 °C. MK crrextp: 1650 (C=Osgmp) , 1620 omt (C=Oavazy) - Crnextp IIMP: 12,8
(1H, ¢, NH); 8,1 (1H, 1. ¢, HNip) 07,7 (1H, m. ¢, HNyo), 4,7 (3H, ¢, CH), 4,3 2H; x, J=7,0Tu,
OCH2), 4,16 (H, x, J=7,0 Ty, OCHY), 1,5 3H, 1, J=7,0'y, CH3), 1,3 m..1. BH, 1,7 =7,0T1,
CH3) . Ha#imeno, %: C 38,49, H 5,2, N 30,33, S.17,35. C15HmN4SO Bbrtmcneno, %:C 38,70, H 5,41,
‘N 30,08,S17,22. -

NZ-(4-DroxcuxapGomun-1,2 3—ma,1masoﬂo-5-m1)-N ~(2—Meroxcn®enm)®opMamHH (VIIa)
oXy4qaroT 0o Merony b. Bexon 38%,. T 172...174 °C. UK cmexrp: 1670 em™ (C=0). Crexrp IIMP:
11,3 (IH, m. ¢, NH), 8,5 (1H, o, / =2,5 ru, CH), 7,4...6,8 (4H, ™, 2-, 3-, 5- u 6-Har), 4,5 2H, x,
J=17,0Tu, CH), 3,8 (3H, ¢, OCH3), 1,4 M. 1. (3H, 1, J=7,0 T'y, CH3). Haiimeno, %: C50,76,H 4,69,
N 18, 44 S 10,49. C13H14N4S03. Berumcnero, %: C 50, 97 H4,61,N18,29,S510,47.

2_(4-DrorcukapBormi-1,2,3-TManuasor-5-wn)-N - (3-Metoxcude Hur) hopMaMEIHH (VIIG)
nmosyygaror mo Metony B. Bexon 31%. T 174 °C. UK cnexktp: 1670 ot (C=0). Crextp [IMP: 11,3
(1H, wt. ¢, NH), 8,4 (1H, w. ¢, CH), 7,5...7,2 (1H, M, 2-HaAr), 6,9...6,7 (3H, M, 4-, 5- u 6-HaD, 4,5
(2H,x,J=7,0Tu, CH2), 3,8 (3H, ¢, OCH3), 1,4 M. 5. (3H, 1,/ =7,0 Ty, CH3). Hageno, %: C 50,88,
H4, 49 N 18,58, S 10,34. C13H14N4SO3. Beraucneso, %: C 50,97, H 4,61, N 18,29, S 10,47.

N2 -(4-DroxcuxapOonmi-1,2 3-ma,unasox-5—m1)-N - (4-veroxcuenni) popmamunns (VIIe)
mosTyuaroT 0o merony b. Berxox 45%,. Trn 189...190 °C. UK cnexrp 1670 cM™ (C=0). Crextp IIMP:
11,2 (1H, m. ¢, NH), 8,4 (0H, 1, J = 253F11,CH) 7,2 CH, 5,7 Ho—mm=19,1 T, 2- u 6-Hag), 7,0
2H, 1, 3JI—DVL—HD= 9,1 'u, 3-u5-Har), 4,5 (2H, k, J=7,0I'u, CH2), 3,8 (3H, ¢, OCHz3), 1,4 M. 1. (3H,
1, J=7,0 I'n, CHy). Haiteno, %: C 50,88, H 4,49, N 18,58, S 10,34. C13H14N4SO3. Berumucneso, %:
C 50,97, H 4,61,N 18,29, S 10,47.

N,N'-0mc(4-3rokcuxapbonmn-1,2,3-1uaguason-5-wr) popmamuius (VIIT) HoAyuaoT 0 METORY
A. Bexon 10%. Trn 163 °C (u3 sTasona). Cuextp IIMP (60 °C): 11,9 (1H, u. ¢, NH), 8,5 (I1H, m. c,
CH), 4,5 2H, x, J=8,0 I'u, CH2), 4,4 (2H, x, J=8,0 I'u, CH2), 1,4 3H, 1, /=8,0 ', CH3), 1,3 M.
5 (BH, T, J=8§,0 'y, CH3). Haiineno, %: C 37,48, H 3,49, N 23,78, S 18,34. C11Hi12Ns$204.
Bormcneno, %: C 37,07, H 3,39, N 23,58, S 17,99.
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