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[MupuMHuIIHOBOE KOJIBIIO BXOJHT B COCTAaB MHOTHUX
JISKAPCTBEHHBIX TPENapaToB: UMMYHOCTHMYJISTOPOB
(Metunypaumi), 6apoutyparos (penodapOuTan, rex-
CeHaJl), TPOTHBOBUPYCHBIX CPENCTB (JIABUMYIHH),
MIPOTUBOOIYXOJICBBIX TIperaparoB (PpTopypari, m0-
naH). lupokuii crekTp OMOJIOTHYECKOW aKTHBHO-
CTH TNPHUBOAMT K AKTUBHOMY pOCTY HCCJIEJOBAHUH,
HalpaBJICHHBIX HAa MOAW(DUKAIMIO MHPUMHUANHOBOTO
konbiia. OJHUME U3 HanOoJiee M3y9IaeMbIX TPOU3BO-
JHBIX TUPUMHIMHOB SIBJSIIOTCS THA3010[3,2-a|nu-
pUMUIUHBL. JaHHBIM KJIacc COETUHEHUN MPOSBISET
HIMPOKUH CIEKTP OMONOTMYECKOW aKTHBHOCTU: UM-
MyHOMOAyIpyomyo [1,2], TpOTHBOOITYXOJIEBYIO
[3-5], anTHOakTepuanbHyto [6, 7], TICHXOTPOITHYIO
[8, 9]. K mpenapaTam THa30J0MUPUMUIUHOBOTO PsIa,
KOTOpBIE HCIIOJIB3YIOTCS B MEIUIUHCKON IMpaKTHKE,
OTHOCSITCSI UMMYHOMOJYJISITOP JieBaMu3on [2], mpe-
maparsl aHTUTICHXOTHYECKOTO NEHCTBHUS pUTaHCEPUH
[8, 9] u ceroneponom [9]. Beenenue B THA30100UPU-

MUIUHOBBIA (pparmMeHT QochoHATHON TPYyHIHPOBKU
MOXET PACIIMPUTH CIIEKTP MPOSIBIIEMbBIX BUJIOB OHO-
JIOTHYECKON AKTUBHOCTH.

OCHOBHBIM METOIIOM TIOJNYYCHHUS TPOU3BOTHBIX
THA30JIOMMMPUMUATUHOB  SIBISICTCS  KOHJICHCAITHS
1,2,3,4-TeTparuiponupuUMUIUH-2-THOHOB ¢ 1,2-11-
MeKTpodUIaMu:  TajJoreHKeTOHaMH, 1,2-muralio-
TeHAJIKAHAMH H  0-TaJJOTeHKapOOHOBBIMH KHCIIOTa-
Mu [10-12]. AnbTepHATUBHBIM TMOAXOAOM SIBISIETCS
CHHTE3 C UCIIONb30BAHKEM TaJOr¢HAIIKHHOB, 3a-
KJIIOYUTEIIFHON CTague B 9TOM METOAC SBISCTCS J-
9HOO-OuS-INKIN3aIs, TPUBOASIIIAS K  IEJIEeBBIM
crpykrypam [13].

UcxonHble S-ankuin-6-MeTHII-2-THOYPALMIIBL  T1O-
JMy4eHbl 10 CTAaHAAPTHOW METOMUKE CHHTe3a IIPO-
U3BOJHBIX O-METHII-2-THOypalIa: KOHACHcAaluel
THOMOYEBUHBI C 2-aJKWIDTHIANETOAIETaTOM TpH
KUIISTYEHUH B TeueHUU 12—18 u B MeTaHoIIe B IPUCYT-
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Cxema 2.
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R! = Me, R? = Me (5a), Et (56), i-Pr (58); R! = Et, R2 = Me (5r), Et (5n), i-Pr (Se);
R! = Pr, R? = Me (5), Et (53), i-Pr (5u).

cTBUM MeTwiara Hatpus [14] (cxema 1).

[Tomydyennsle HaMHU S-aJKWI-6-METHII-2-THOYPA-
LWIB 3a—B MOTYT CYIIECTBOBaTh B BUIE HECKOJIBKHUX
TAyTOMEPHBIX (QOPM, YTO OOYCIOBICHO TOJIBUKHO-
CThIO NPOTOHOB y aTOMOB a30Ta B MUPUMHINHOBOM
kosbiie. CorvacHO IUTEpaTypPHBIMU AaHHBIM [15-18],
HanOoJee TEPMOJUHAMUYECKU CTAOMIBHOM SIBIISET-
csi popma 2-tHokco-2,3-gurunponupumuann-4(1H)-
oHOB. [lanuble cnekTtpockonuu SIMP coeaunenuit
3a—B MOATBEPKIAIOT TNPENINOIOKEHNE O HX CyIlle-
CTBOBaHMU B ()OpME THOHHOTO TayToMmepa. B uacT-
Hocty, B cnekrpax SIMP 'H mpucyrcrsytor cna6o-
MOJIbHBIE CHHIVIETHBIC curHaibl AByX NH-rpynmn mpu
12.06-12.10 u 12.28-12.31 M. n. B cnekrpe AMP
13C umeroTcs cHrHAJIBI aTOMOB yIIIEpOaa THOHHON H
kapOoHMIBbHOM Tpynm mipu 174.11-177.44 u 161.59—
162.06 M. 1. COOTBETCTBEHHO.

Panee B paborax [19, 20] Oblma moka3aHa BBICO-
Kast 3(PPEKTUBHOCTh HMCIOJIB30BAHUS JTHATKHIIXJIOP-
THH(OCPOHATOB JJIsI TOITYyYEHHsI KOHJICHCHPOBAH-
HBIX CTPYKTYP B PEaKIHSX C T€TEPOIMKINYCCKUMHU
N,S-6unykieopuinamu. HoBble HeonucaHHbIC B JIUTE-
paType KOHIEHCHUPOBAaHHBIC THA3010[3,2-a|nupumMu-
JIUHBI 5a—1 OBUIN MOJIYYEHBI C BHICOKMMHU BBIXOJIAMHU
B3aUMOJICHCTBUEM S-aNIKHII-6-METUII-2-THOYPALIUIIOB
3a—B ¢ IuaNKWIXJIOp3TUHPOoCcPoHaTamu 4a—B C BBI-
xonamu 51-86% (cxema 2).

Peaknuro mpoBogmin B ycinoBusix pador [19, 20]:
[P MHTEHCUBHOM TEPEeMEIINBaHNN IKBHUBAJIEHTHBIX
KOJTMYECTB MICXOIHBIX peareHToB 3a—B 1 4a—B B Cpe-
ne 0E3BOHOTO AIleTOHUTPHIIA B IPUCYTCTBAU | KB.
KapOoHaTa Kajus Py KOMHATHON Temreparype. Bpe-
MsI TIOJIHOTO MPOTEKaHUsI PeaKIIUh COCTABISNIO 2—3 u.
Xom peaknuu KOHTPOJHUPOBAIM METONIOM CITEKTPO-
ckoruu SIMP 3'P, okoHuaHuMe peakiuy Onpenessiu
O TIOJTHOMY HCYE3HOBEHHUIO CHUTHAJA UCXOIHOTO JH-
ankuxiopatuHpocdonara 4a—B.
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N3BecTHO, 9YTO S-amKuiI-6-METHII-2-THOYPAITHIBI
3a—B UMEIOT YeThIpe HYKJICO(DMIBHBIX IIEHTpa: IBa
aroma azora N' u N>, aTom cepsl U aToM Kucioposa.
[lo mureparypHbiM maHHBIM [15], HanOonee Hykie-
OQWIBHBIM SIBISIETCS aTOM Cepbl, MEHbBIIEH HYyKIIe-
OQHIBHOCTBIO 00JAJIAIOT aTOMBI a30Ta, KHCIOPOJ
MPaKTUYECKU He MPOSBISIET OCHOBHBIX cBOHCTB. Crie-
JIOBATEIBHO, MOXKHO TPE/IIoiararb Ha IIepPBOM JTarie
araky IUalKuiIxjaopdTuH(pochoHata M0 THOHHOMY
aroMy cepbl M JaJbHeIee MpoTeKaHUue MUKIIH3a-
1K C yJacTHeM Kak aToma a3oTta N> ¢ o6pasoBanreM
5-0KCO-M30Mepa, Tak M C yyacTueM atoma azota N! ¢
oOpa3oBaHreM 7-okco-m3omepa. B cioyuae obpazosa-
HUS JIBYX M30MEPOB B PEAKIIMOHHON Macce B CIIEKTpPe
SIMP 3'P nomxno 6B GbLIO HAGMIONATCS JBA XAPaK-
TEPHBIX CHTHaJIa, HO 9TOTO HE MPOUCXOIUT. ToNBKO B
ciydae peakuuii mumetmixiopaTuH(ochoHara 4a ¢
5-aKIII-6-MeTHII-2-THOYpaItiiaMi 3a—B B CIIEKTpax,
JEHCTBUTENbHO, HAONIONAIOTCs [[BA CHUTHAja IpH
4.36-4.47 u 2.48-2.51 M. 1., IepBBIN U3 KOTOPBIX CO-
OTBETCTBYET MPOAYKTaMH peakuuu S5a, Sr, Sk, a Bro-
PO, peTUCTPHUPYIONIHIiCS B O0Jiee CHIIBHOM II0JIe, —
MPOIYKTaM MOHOJIE3AKHINPOBAHUS AUMETOKCH(OC-
¢donarHoii Tpynmsl 6a, 6r, 6:k, KOTOpBIE 00Pa3yIOT-
cs U3 coeAuHeHui Sa, Sr, S:k ¢ TeueHueM BpeMEHU
(cxema 3).

Cornacuo ganueiM IMP 31P, MpY B3aUMOJIEUCTBUU
JTUaTKWIXJIopITHH(OCPOHATOB 40, B ¢ S-aIKHUI-6-Me-
THJI-2-THOypaliiaMd 3a—B 00pasyercs JIUIIb OJUH
MIPOAYKT — 5-0KCO M30Mepa, XUMHUECKUH CIABUT (oC-
¢opa koroporo siexut B oonmactu —0.82—1.44 m. 1. [le-
3aJIKUIIMPOBAHKE B 3TOM CIIydae He MPOTEKaeT.

CtpoeHne MOJyuYeHHbIX COCAMHEHHMH yCTaHaBie-
HO 110 JaHHBIM criekrpockonuu IMP 'H, 13C, 3'P. B
ciextpe SIMP 3'P coemunenuii Sa—m npucyTcTBy-
10T CUTHaJbl B CHJIbHOM mojie Op —0.82—4.47 m. 1. B
cnektpe SIMP 'H B cna6om none 7.68-8.07 M. 1. Ha-
OMIoNaeTCsl XapaKTEPHBI CUIHAN TIPOTOHA y Sp°-TH-



1720 BABYIIKWHA u np.
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OpUAM30BaHHOTO aToMa yIiepoja ¢ HeOOIbIION KOH-
CTaHTOM cUH-cIHOBOTO B3anMonelicTBus (KCCB) ¢
agpoM docdopa, >Jyp = 6.0-7.8 I'u. B cnekrpax SIMP
3C onepuHOBBIE YIIEPOABI PE3OHUPYIOT TyOIeT-
HBIMH cuTHajaMmu mpu 126.75-129.41 m. 1. ¢ Gomb-
woii KCCB 'Jp = 213.1-226.0 Ty u mpu 125.21—
121.98 m. n. ¢ mensbiieir KCCB c¢ sipom docdopa
2Jep = 13.6-16.4 Tu. JIONONHUTENBHO TOATBEPAUTE
00pa3oBaHUE 5-OKCO-M30Mepa MOKHO Ha OCHOBAaHHMH
ananusa cnektpos SIMP 13C. Tak B ciydae 7-0kco-u-
30Mepa B MTUPUMUIAMHOBOM (PpArMEHTE CUTHAJIBI aToO-
MoB yriaepona N-C=C—C=0 cOnmKeHbl U perucTpu-
pyrorcs B obmactu 120—135 M. 1., B TO BpeMs Kak B
cily4ae 5-OKCO-M30Mepa JIaHHBIe CUTHAJBl CHIIBHO
pa3HECeHBI, ¥ CUTHAJ aToMa yIIIepo/ia, CBSI3aHHOTO C
a3oroM, HaOmrogaercst B oomactu 150-160 m. 1. Cur-
HaJ JAPYroro aToM yIjiepoja perucTpupyercs B o0ma-
ctu 110-120 m. 1. Ha ocHOBaHHMH 3TOTO, MBI OTHOCHM
MTOJIYICHHBIC COCAMHCHISI MMEHHO K JUATKUI-(6-ai-
KHWJI-7-MeTHI-5-0Kc0-5H-tnazono[3,2-a|nupumu-
JuH-3-un)dochonaram.

Takum 00pa3oM, yCTaHOBIEHO, YTO peaxius
XJIOPITUH(HOCHOHATOB € S5-aNKHI-6-METHII-2-THOYpa-
LWJIAMHA TIPOTEKAET XeMO- M PETHOCETIEKTHBHO C 00pa-
30BaHHEM JTHAIKHII-(6-aIKHI-7-METHI-5-0KCc0-5 H-TH-
a3omo[3,2-a JmupumunnH-3-mi)hochoHaTOB.

OKCIIEPUMEHTAJIBHA S YACTb

Crnektpsl SIMP Ha sgapax 'H, 13C, 3P cuarte Ha
cnextpomerpe Bruker Avance III HD 400 NanoBay

na uvactorax 400.17 (‘H), 100.62 (13C), 161.98 MI'n
(*'P). Temmeparypbl IIaBIEHHUS M3MEPSIM HA CTO-
muke Kodnepa (VEB Wigetechnik Rapido, PHMK
81/2969).

OO01asi MeToAUKA OJTyYeHHsI COeIMHeHUi 3a—B.
K pactBopy 0.02 monp MeTunara Harpus B 20 M1 ao-
CONMMOTHPOBaHHOTO MeTaHoia mobasmsum 0.02 Moib
ToMo4eBUHBI U .02 MOJIb COOTBETCTBYIOIIETO 2-aJI-
KuidTUIaneroanerata. CMech KUIATHIN B TEUEHUE
12—-18 4 mpu nocTossHHOM nepeMemnBanuu. Ilocne
OXJIAXKJICHUS CMECh BBUTMBAIMA B JIENSHYIO BOAY H
MOJIKUCIISIIM KOHLEHTPUPOBAHHOM COJISIHON KHCIIOTON
JI0 KUCIIOH peakuuu cpezpl. Ocasok oTGHUIBTPOBBIBA-
mu Ha GuisTpe LLloTTa, mpoMbIBaNy 3TaHOJIOM U Hepe-
KPUCTAITM30BBIBAIH U3 ATHIIOBOTO CITHPTA.

5,6-Inmerun-2-tuoypauuia (3a). Beixog 56%,
OeciBeTHbIC KprcTasuibl, T. Tl 278-280°C (3TaHon).
Cnextp SIMP 'H (JIMCO-d;), 8, m. a.: 1.75 ¢ (3H,
CH;), 2.10 ¢ (3H, CH;), 12.10 ¢ (1H, NH), 12.31 ¢
(1H, NH). Cnekrp SIMP 3C (IMCO-dy), 3¢, M. 1.
10.12 (CHj3), 16.44 (CH;), 110.69 (C-C=0), 148.58
(HN-C—-CH;), 162.06 (C=0), 174.11 (C=S).

6-MeTua-5-3Tuia-2-tuoypaumnia  (30). Beixon
59%, 6ecrBeTHBIC KPUCTAIIIHL, T. TUL. 215-216°C (3Ta-
noin). Crextp SIMP 'H (IMCO-dy), &, m. a.: 0.93 T
(3H, CH;CH,, 3JHH 7.4 Tu), 2.12 ¢ (3H, CHy), 2.25
x (2H, CH;CH,, *Jyy = 7.4 Tn), 12.06 ¢ (1H, NH),
12.28 ¢ (1H, NH). Criextp SIMP 3C (JIMCO-dy), 3,
M. 1.: 13.31 (CH;CH,), 15.87 (CHs), 17.85 (CH;CH,),
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116.57 (C-C=0), 148.36 (HN-C-CHj;),
(C=0), 174.29 (C=S).

6-MeTuna-5-nponuia-2-tuoypauua (3s). Broixon
51%, OecuBerHble KpucTamibl, T. mwi. 211-212°C
(sranon). Crnexktp IMP 'H (IMCO-dy), 8, m. 1.: 0.86
T (3H, CH;CH,, *Jyy; = 8.0 Tn), 1.30-1.40 m (2H,
CH;CH,, *Jyy = 8.0 T'm), 2.11 ¢ (3H, CHy), 2.21 1
(2H, CH;CH,CH,, *Jyy = 8.0 T'n), 12.07 ¢ (1H, NH),
12.29 ¢ (1H, NH). Cnextp SIMP 13C (JIMCO-dy), 3,
M. 1.: 13.86 (CH;CH,), 16.61 (CH;), 21.25 (CH;CH,),
31.24 (CH;CH,CH,), 109.29 (C—C=0), 151.37 (HN-
C-CH;), 161.63 (C=0), 177.44 (C=S).

O0masi MeToOAMKA IOJYYECHUS] COeAUHEHMIA
S5a-—u. Cmecp 0.001 MOIb COOTBETCTBYIOILIETO JHAJI-
kuixnopatuadocponara 4a-B, 0.001 monb cooT-
BeTcTByIomero 2-tuoyparmia 3a—B u 0.0012 momis
kapOoHara kanus B 10 M1 6e3BOAHOTO alleTOHUTPUIIA
WHTCHCUBHO MEPEMEIINBaIl NpPU KOMHATHOH TeM-
neparype B TedeHue 2-3 4. CrTemeHb MPOTEKAHUS
peakiuu KoHTponuposaan metonom SIMP 3'P. Tlo
OKOHYaHUH PEaKUuu cMech (uiibTpoBanu. Ounsrpar
yIapyuBajH B BAKYYME, OCTATOK MEPEKPUCTAITU30BbI-
BaJIM U3 3TWIALETATA.

161.59

JAumeTnn-(6,7-numMmeTna-5-okco-5H-tuazoJ0-
[3,2-a]mupumuaun-3-na)pocponar (5a). Boixon
66%, OecuBeTHbIe KpucTaiuibl, T. . 134°C. Criextp
SMP 'H (CDCl,), §, m. a.: 2.13 ¢ (3H, CH;C-N),
2.36 ¢ (3H, CH;), 3.96 1 (6H, POCHs;, 3J;p=11.6 I'nn),
7.73 n (1H, CH=CP, *Jy;p=7.8 I'n). Cuiextp SIMP 13C
(CDCl), 6¢, M. n.: 11.36 (CHj,), 22.06 (CH;), 54.39
1 (POCH, 2Jep = 6.1 T'm), 113.16 (C-C=0), 126.19
1 (CH=CP, 2Jp= 13.8 T'y), 126.79 n (CH=CP, 'Jp=
226.0 Tu), 158.68 1 (N=CS, 3Jcp = 9.9 I'm), 159.06
(CH,CN), 159.29 (C=0). Cnektp SIMP 3'P (CDCl,):
Op 4.45 M. .

Au3Tna-(6,7-numMeTn-5-0Kkco-6-nponui-
5H-tma3zoma0([3,2-a|nupumuaun-3-uia)pochonar
(56). Beixon 79%, sxenteie kpucTaiwisl, T. . 82°C.
Cnextp SIMP 'H (CDCly), 8, m. a.: 1.42 1 (6H,
POCH,CHj;, /= 6.8 '), 2.17 ¢ (3H, CH;), 2.40 ¢
(3H, CH;), 4.39 1. x (4H, POCH,, 3Ji;= 6.8, 3Jyp=
12.4 Tw), 7.72 1 (1H, CH=CP, *Jy;p= 6.0 I't). Criektp
SIMP 13C (CDCly), 8¢, M. a.: 11.37 (CHj3), 16.46 1
(POCH,CHj;, 3Jcp = 5.9 T'm), 21.71 (CH;), 64.02 1
(POCH,, %Jcp = 5.3 Tm), 113.16 (C-C=0), 12595 n
(CH=CP, %Jp = 14.4 Tu), 128.04 1 (CH=CP, 'Jop =
213.1Tm), 158.291 (CH;CN), 158.65 (C=0), 158.98 n
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(N=CS, *Jcp = 10.2 T'y). Cextp SIMP 3'P (CDCI,):
Sp 1.44 M. 1.

JAuuzonponuni-(6,7-numeTna-5-okco-SH-tuazo-
Jao|[3,2-a|nupumuaun-3-uia)docdonar (5B). Berxon
81%, OecupetHble kpuctasupl, T. 1. 123°C. Cnexrp
SIMP 'H (CDCly), 8, m. 1.: 1.27 1 [6H, POCH(CH,),,
3Jyy = 6.2 Tul, 1.32 1 [6H, POCH(CH3),, *Jyy =
6.2 T'u], 2.03 ¢ (3H, CHj;), 2.31 ¢ (3H, CH;), 4.79-
4.88 1. cent (2H, POCH, *Jyy = 6.2, 3Jypp= 12.5 I'ny),
8.02 1 (1H, CH=CP,*J;p= 7.6 I'tr). Ciextp AMP 3C
(CDCly), 8¢, M. 1.: 11.51 (CHj), 22.22 (CH;), 2391 1t
[POCH(CH,),, 3Jcp= 4.7 T'u1], 24.41 1 [POCH(CHy),,
2Jep=4.7Tn], 72.34 1 (POCH, %J-p= 6.3 T'y), 112.03
(C-C=0), 127.80 1 (CH=CP, %Jp = 14.1 Tm), 128.12
1 (CH=CP, 'Jp=220.6 I';y), 158.58 (CH;CN), 159.03
(C=0), 159.80 1 (N=CS, *Jcp= 9.6 I'ni). Criekrp SIMP
3P (CDCL,): 8p —0.79 m. 1.

JumeTnia-(6-3Tuii-7-meTuin-5-okco-SH-ruaszosno-
[3,2-a]mupumuann-3-uia)docponar (5r). Brxon
65%, 6ecuserHble KpucTaywibl, T. 1. 112°C. Cnektp
SIMP 'H (CDCl5), 8, . 1.: 1.05 T (3H, CH;CH,, 3Jj3=
7.5 T'm), 2.31 ¢ (3H, CH;CN), 2.56 x (2H, CH;CH,,
3Jun = 7.5 Tw), 3.89 1 (6H, POCHs, *Jp= 11.6 '),
7.68 1 (1H, CH=CP, 3Jy;p= 7.8 I't). Cniexrp SIMP 3C
(CDCl), 6¢, M. 1.: 12.66 (CH;CH,), 19.17 (CH;CN),
21.38 (CH;CH,), 54.33 1 (POCH;, %Jop = 6.2 Tn),
118.89 (C-C=0), 126.12 1 (CH=CP, %2J-p = 13.8 I'ny),
126.75 1 (CH=CP, 'Jop=225.8 '), 158.58 (CH;CN),
158.77 n (N=CS, 3Jep = 10.3 Tm), 158.84 (C=0).
Cnexrp AMP 3'P (CDCly): 8p 4.36 M. 1.

JAmTiia-(6-3Tuia-7-MmeTuia-5-okco-5H-ruazomno-
[3,2-a]mupumugun-3-un)pochonar (5x). Boixon
79%, OnenHO-keNThIe Kpuctawiel, T. 1wi. 78°C.
Cnektp IMP 'H (CDCly), 8, m. a.: 1.14 t (3H,
CH;CH,, *Jyy = 7.5 Tn), 1.40 T (6H, POCH,CHj,
3Jgn = 7.1 Tu), 2.39 ¢ (3H, CH;CN), 2.65 x (2H,
CH;CH,, *Jyy3="7.5Tn), 4.38 1. x (4H, POCH,, 3Jyyy =
7.1, 3Jyp = 14.1 Tu), 7.70 o (1H, CH=CP, Jyyp =
7.7 Tm). Cnextp SIMP '3C (CDCly), 8¢, M. a.: 12.74
(CH;CH,), 16.45 1 (POCH,CH;, 3Jp= 6.6 T'11), 19.29
(CH,CN), 21.40 (CH;CH,), 63.93 1 (POCH,, %Jp =
6.2 T'n), 119.05 (C-C=0), 125.41 n (CH=CP, *Jp =
13.6 '), 128.15 1 (CH=CP, 'J-p=223.3 '), 158.61
(CH4CN), 158.61 (C=0), 159.02 1 (N=CS, 3Jcp =
10.1 T'm). Cniexrp SIMP *'P (CDCl5): 8p 1.51 M. 1.

Junzonponuia-(6-3Tuia-7-meTui-5-oxkco-5SH-tua-
30010(3,2-a|mupumuanH-3-mi)dochonar (Se).
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Brixox 83%, GecrBeTHbIe KpucTamibl, T. o 117°C.
Cnexrp AMP 'H (CDCl,), &, m. a.: 1.11 t (3H,
CH3CH2, 3y = 7.5 Tw), 1.33 1 [6H, POCH(CH3)2,
3y = 6.2 Tul, 1.41 a1 [6H, POCH(CH;),, *Jyyy =
6.2 I'u], 2.37 ¢ (3H, CH5CN), 2.52 x (2H, CH;CH,,
3ya = 7.5 T), 5.03 n. cent (2H, POCH, 3/ =
6.2, *Jyp = 12.6 Tu), 7.69 n (1H, CH=CP, 3Jyp =
7.7 Tm). Cnexrp SIMP 13C (CDCly), 8¢, M. a.: 12.77
(CH;CH,), 19.33 (CH5CN), 21.35 (CH;CH,), 23.81 1
[POCH(CH,),, 3Jcp= 4.7 I'n1], 24.26 1 [POCH(CHy),,
3Jcp=4.7Tu], 72.81 1 (POCH, %J-p= 6.3 T'), 119.05
(C-C=0), 125.24 1 (CH=CP, %Jp = 13.7 T'n), 129.37
1 (CH=CP, 'Jp=221.6 T';y), 158.29 (CH;CN), 158.50
(C=0), 159.26 1 (N=CS, *J-p=9.7 T'n). Criekrp SIMP
3P (CDCly): 6 —0.82 M. 1.

JAumeTnii-(7-meTus-5-oxkco-6-nponui-SH-rua-
30410[3,2-a|mupumuann-3-uia)dochonar (5:x). Boi-
x01 51%, 6ecuBeTHbIe KpHCTAIIbL, T. 1. 73°C. CriekTp
SIMP 'H (CDCl,), 8, m. a.: 0.98 T (3H, CH;CH,,
3y = 7.4 Tn), 1.52 rexc (2H, CH;CH,CH,, 3Jyy =
7.4 I'm), 2.28 ¢ (CH;CN), 2.57 T (2H, CH,CH,CHas,
3y = 7.4 T), 3.98 1 (6H, POCH;, 3Jp= 11.6 T'w),
7.72 1 (1H, CH=CP, 3J;;p= 7.6 I'n). Cniextp SIMP '3C
(CDCl), 8¢, M. a.: 14.20 (CH;CH,), 21.46 (CH;CN),
21.61 (CH;CH,CH,), 27.96 (CH;CH,CH,), 54.37 n
(POCHj3, 2Jep = 6.2 Tn), 119.13 (C-C=0), 126.00 1
(CH=CP, 2Jp = 13.8 T'm), 127.87 n (CH=CP, 'Jp =
222.2 T'm), 157.66 (CH;CN), 159.21 (C=0), 159.45 n
(N=CS, 3Jcp=10.6 I't). Crextp AMP *'P (CDCl,): 8p
4.47 ™. 1.

JAmTria-(7-MeTua-5-okco-6-nponuia-SH-tuazo-
Ja0[3,2-a|mupumuaun-3-uia)docdonar (53). Berxon
83%, OJieAHO-KEeNThIe KpUCTALIbl, T. I 95°C.
Cnextp AMP 'H (CDCly), 8, m. a.: 0.93 v (3H,
CH;CH,, *Jyy = 7.3 Tm), 1.47 1 (6H, POCHzCH3,
3Jyn = 7.1 Tn), 1.47 rexc (2H, CH;CH,CH,, 3/, =
7.3 I'm), 2.32 ¢ (CH5CN), 2.48 T (2H, CHZCHZCH3,
3y = 7.3 Tn), 420 1. x (4H, POCH,, Jyy = 7.1,
3yp= 14.2 T), 8.07 1 (1H, CH=CP, *Jy;p= 7.6 I'ny).
Cnextp SIMP 3C (CDCly), 8¢, M. 1.: 14.40 (CH;CH,),
16.65 1 (POCH,CH3, 3Jcp= 6.2 Tn), 21.61 (CH;CN),
21.84 (CH;CH,CH,), 27.79 (CH;CH,CH,), 63.71 n
(POCH,, 2Jop = 6.1 Tn), 116.41 (C-C=0), 126.92 n
(CH=CP, 'Jp = 216.7 T'm), 126.94 1 (CH=CP, 2Jp =
16.4 Fu) 158.45 (CH;CN), 159.18 (C=0), 159.83 n
(N=CS, 3Jcp= 9.5 I'n). Criexrp SIMP 3'P (CDCI5): 8p
1.28 M. 1.

JAuuzonponui-(7-MmeTHaI-5-0KcO-6-nponuI-
S5H-Ttuazono|[3,2-a|nupumMuaun-3-uia)pochonar

(5u). Beixon 86%, O1eqHO-KeNThIe KPUCTAILIBI, T. TIT.
89°C. Cnektp SIMP 'H (CDCly), 8, m. 1.: 0.99 T (3H,
CH,CH,, 3y = 7.5 T, 1.35 1 [6H, POCH(CH;),,
3Jun = 6.2 Tu), 1.43 n [6H, POCH(CH;),, *Jyyy =

6.2 T'u], 1.56 rexc (2H, CH;CH,CH,, *J;; = 7.5 '),
2.38 ¢ (3H, CH;CN), 2.59 1 (2H, CH;CH,CH,, 3J;;=

7.5 Tu), 5.05 a. cent (2H, POCH,* iy = 6.2, 3Jpp =

12.7Tu), 7.71 n (1H, CH=CP, *Jy;p= 7.7 T'n)). Criektp
SIMP '3C (CDCly), 8¢, M. 1.: 14.13 (CH;CH,), 21.62
(CH;CN), 21.64 (CH;CH,CH,), 2380 &
[POCH(CH,),, 3Jcp= 4.7 I'n1], 24.26 1 [POCH(CHy),,
3Jcp=4.7Tu], 27.93 (CH;CH,CH,), 72.79 1 (POCH,
2JCP 6.2 I'm), 117.68 (C—C=0), 125.21 n (CH=CP,
2Jep=13.6 I'm), 129.41 1 (CH=CP, 'Jp = 221.1 I'ny),
158.65 (CH;CN), 158.66 (C=0), 159.28 o (N=CS,
3Jcp= 9.8 T'). Criextp SIMP *!'P (CDCls): 8p—0.77 m. 1.
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of 5-Alkyl-6-methyl-2-thiouracils
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A number of 5-alkyl-6-methyl-2-thiouracils were obtained, the further introduction of which into the reaction
with dialkyl chloroethynylphosphonates afforded a series of new dialkyl (6-alkyl-5-0x0-7-methyl-5H-

thiazolo[3,2-a]pyrimidin- 3-yl)phosphonates.

Keywords: chlorethynylphosphonate, 2-thiouracil, phosphorylation, thiazolo[3,2-a]pyrimidines
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